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(i)
A sBnse cobow -(CH2)mCHz-, -(CH2)nO- abo -
(CH2)mNH-, ne m siBnsie coboto uine yucno Big 2 0o 5
i ne oguH abo gBa atomu Byrneu abo asoTy rpyn -
(CH2)mCHaz, -(CH2)mO- i -(CH2)mNH- mMoxytb 6ytn
3aMillieHi, HeoDOOB'I3KOBO i He3aneXxHo, ogHuM abo
JBOMa 3aMiCHUKaMK1, He3arneXXHo BUGpaHumu 3 pTopy
i MeTuny, abo gBoma 3amiCHVUKamu, NpUegHaHUMK [0
OZIHOTO i TOrO >X aToMa BYrNEeLo 3 YTBOPEHHSAM, pa3oMm
3 aTOMOM BYITIELIO, O IKOTO BOHWU NMPUEOHaHI, cripo-
LMKnonponinibHoro abo chipoumMKIoGyTUNBHOIO Kifb-
s
D aBnsie coboto N, C abo CH, npu ymosi, wo konm D
aBnse coboto N, TO KOXKEH aToM BYrfeLto, KOBarneHT-
HO nMpweaHaHu Ao D, npuegHaHnin Yepes oanHapHWn
3B'A130K;
Z i Q He3anexHo asrsATb coboto N, C abo CH, 3a
YMOBW, L0 NpUHanMHI oanH 3 Z i Q aBnsie coboto N;
- X——-Y - gaBnge cobot -CHy-CH,-, -CH=CH-, -
CH2-NH-, -NH-CHz, -N=CH-, -CH=N-, -O-CH»- a6o -
CH2-O-, nmpumyomy — X——-Y — moxe 6yt HeoboB's-
3KOBO 3aMilLEHUM B OyaAb-sIKOMY MPUAHSATHOMY Micui
3B'A3yBaHHA OAHUMU-4YOTMPMA 3aMiCHUKaMMU Rz, R2',
R3iR%;
V i W HesanexHo aBnstoTe coboto N, C abo CH;
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Kinbue AA aBnse coboto HacuyeHe abo HeHacuyeHe
5-, 6- abo 7-uneHHe kapbouuKniyHe KinbLe, MPUYoMy
OAVH, ABa abo Tpu ByrneueBnx atomu Kinbus AA, ski
He € CriflbHUMKM 3 GeH3ombHUM Kinbuem mymm (i),
MOXYTb OyTV 3amilLeHi, HeOBOB'A3KOBO i He3arnexHo,
aToMOM a30Ty, KUCHIO abo Cipky;

R' sBnse cobolo BogeHs, -C(=O)CH; abo (Ci-
Cs)ankin;

Rz, R2', R% i R* HesanexHo BMOpaHi 3 BOAHIO, ranore-
Hy, LjiaHo, okco, rigpokcu, -C(=0)CHjs, (C1-Cs)ankiny i
(C1-Cs)ankokcun, npudoMy ankinbHi coparMeHTv rpyn
(C1-Ca)arkiny, (C1-Cs)ankoken i -C(=O)CHs moxyTb
OyTM HeOOOB'A3KOBO 3aMILLEHVMW OAHUMU-TPbOMA
atoMamu Topy i MOXYTb OyTU TakoX HEOBOB'A3KOBO
3aMilLeHMU TakMM 3aMiCHMKOM, siKk aMiHO abo rigpo-
Keu;

R* i R® HesanexHo BMOpaHi 3 BOAHIO, raroreHy, uia-
Ho, rigpokcyu, -C(=O)CHs, (C4-Cs)arkiny i (Cs-
Cs)ankoken, npuyomy arkineHi dparmeHtv rpyn (Cq-
Cs)ankiny, (Cq-Cas)ankokeu i -C(=0)CHsz moxyms 6ytn
Heo0bO0B'A3KOBO 3aMilLEHMU OOHUMU-TPbOMAa aToma-
MU pTOpY | MOXYTb BYTM TakoXX HEOBOB'SI3KOBO 3aMi-
LLEHVMM TaKnM 3aMiCHUKOM, sik aMiHO abo rigpokcy;
R®iR’ HesanexHo BMOpaHi 3 BOOHIO | MeTuny;

RS, Rg, Rm, R" i R" nesanexHo BMOpaHi 3 BOAHIO,
ranoreHy, -C(=O)CHs3;, (Ct-Cslarkiny i  (Cs-
Cs)ankokcu, apuny i apwurokcu, npudoMy arnkinbHi
dparmeHTn rpyn (Cq-Cy)ankiny, (Cq-Cs)ankokcm i -
C(=O)CHs i apunbHi i apunokcudparMeHT MOXYTb
6yTM HeoGOB'A3KOBO 3aMilLeHMMN  OAHVMU-TPbOMA
atoMamu Topy i MOXYTb OyTV TakoXX HEOOOB'A3KOBO
3aMilLeHVMUN TakMM 3aMiCHMKOM, sik aMiHO abo rigpo-
KCu;

R™ i R™ HesanexHo BUOpaHi 3 BOAHIO, rasroreHy,
uiaHo, okco, rigpokcu, -C(=O)CHs, (C1-Ca)ankiny i
(C4-C4)ankokcn, npudomy arnkinbHi cpparmeHTn rpyn
(C4-Cs)ankiny, (Cq-Cs)ankokcn i -C(=O)CHsz moxyTb
6yTM HeoGOB'I3KOBO 3aMileHUMW  OAHVMWU-TPbOMA
atoMamu Topy i MOXYTb OYTV TakoXX HEOOOB'A3KOBO
3aMilLeHMMUN TakMM 3aMiCHMKOM, ik amiHo abo rigpo-
Kcu;

i dapmaLeBTUYHO MPURHATHI CONi TaKoT CMOMyKN.

2. Cnonyka abo cinb 3a n. 1, ae D aBnsie coboto N, Q

asnse coboto N, Z sBnse cobowo CH, —X——-Y —
aBnsie co6ot -CHo-CHp- a6o -CH=CH- i R', R* i R®
ABMAOTb COOO0 BOAEHD .

3. Crnonyka abo cinb 3a n. 1, ge W i V siBnsoT co-
6ot0 C abo CH abo Tinbkn oguH 3 W abo V ssnsie
co6oto N.

4. Cnonyka abo cinb 3an. 1, ge Q i Z, obuaea, sBnNs-
10Tb coboto N.

5. CnonYKa abo cinb 3a n. 1, ge G sBnNse coboto Had-
wn i R™® i R™ nesarexHo sensitots coboto BOJEHb
abo dTop.

6. Crnonyka abo cinb 3a n. 1, ge G aBnse coboto rpy-
ny cdopmymm (ii) i oguH, oBa abo Tpu ByrreLeBux
atomu kinbusa AA, siKi He € crinbHUMKU 3 BeH30rpynoto
dopmymm (ii), 3amilieHi aTOMOM a30Ty, KUCHIO abo
cipku.

7. Cronyka abo cinb 3a n. 6, 4e MpWMHaMMHiI 0auH 3
R™ abo R sensic cooto chTop abo MeTokcH.

8. Crnonyka abo cinb, BubpaHa 3 HaCTYMHUX CMOMyK i
X hapmaLeBTUYHO MPUNHATHUX CONEN:
7-[4-(4-HadpbTaniH-1-inninepaswH-1-in)oyTokcun]-3,4-
aurigpo-1H-[1,8]Hadp TMpUANH-2-0H;
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7-[4-(4-HadpTaniH-1-inninepa3uH-1-in)byTokcn]-1H-
[1,8]Had TMpPUANH-2-0H;
7-{4-[4-(7-bTOpHadpTaniH-1-in)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(7-TOpHadpTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpMANH-2-0H;
7-{4-[4-(8-dTOpHadpTaniH-1-in)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(8-cbTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8Hadb TMpMOnH-2-0H;
7-{4-[4-(2-meTOKCHXiHOMIH-8-iN)ninepa3uH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8JHad TpuanMH-2-0H;
7-{4-[4-(2-meToKCHXiHOMIH-8-iN)ninepa3uH-1-
inoyTokcu}-1H-[1,8]Hadb TMpUAnH-2-0H;
2-{4-[4-(7-cpbTOpHadTaniH-1-in)ninepasnH-1-
in]6yTokcu}-4-metmn-8H-nipnao[2,3-d]nipuMignH-7-
OH;
7-{4-[4-(2,3-puxnopdeHin)ninepasnH-1-in]6yTokcu}-
3,4-avrigpo-1H-[1,8]Hadp TMPpMANH-2-0H;
7-{4-[4-(2,3-puxnopdeHin)ninepasnH-1-in]6yTokcu}-
1H-[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(5,6,7,8-TeTparigpoHadTaniH-1-in)ninepasuH-
1-in]6yTokcwn}-3,4-gurigpo-1H-[1,8]Hadb TMpManH-2-oH;
7-[4-(4-iHoan-4-inninepasunH-1-in)6yTokcu]-3,4-
avrigpo-1H-[1,8]Hacp TMpUANH-2-0H;
7-{4-[4-(6,7-pudbTopHadpTaniH-1-in)ninepasuH-1-
in]oyTokecu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(6,7-pudbTopHadpTaniH-1-im)ninepasuH-1-
injoytokcu}-1H-[1,8Hadp TMpManH-2-0H;
4-meTun-7-[4-(4-nacptaniH-1-inninepasun-1-
in)6yTokcu]-1H-[1,8Hadh TMpManH-2-0H;

4 4-pumeTun-7-[4-(4-HadpTaniH-1-inninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
5-metun-7-[4-(4-HadbTaniH-1-inninepasun-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-{4-[4-(2,3-puxnopdeHin)ninepasunH-1-in]6yTokcu}-5-
meTun-3,4-gurigpo-1H-[1,8]Hadb TpnanH-2-0H;
6-dbTOp-7-[4-(4-HadbTaniH-1-inninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-[4-(4-6eH30[b]TioheH-4-inninepasmnH-1-in)6yTokcu]-
3,4-avrigpo-1H-[1,8]Hadp TMpMANH-2-0H;
7-[4-(4-6eH30[1,2,5]tiagiazon-4-inninepaswH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-0H;
7-[4-(4-6eH30[1,2,5]tiagiazon-4-inninepaswH-1-
in)6yTokcu]-1H-[1,8]Hacp TMpMAnH-2-0H;
7-[4-(4-HadpbTanin-1-inninepasun-1-in)6yTokcu]-3,4-
avrigpo-1H-nipuao[2,3-d]nipumianH-2-oH;
3-meTun-7-[4-(4-nadTaniH-1-inninepaswH-1-
in)6yTokcu]-3,4-gurigpo-1H-nipugo[2,3-d]nipymignH-
2-0OH;

7-{4-[4-(7-cbTOpHadTaniH-1-in)ninepasunH-1-
in]oyTokeu}-3,4-gurinpo-1H-nipugo[2,3-d]nipymig nH-
2-0OH;

7-{4-[4-(7-cbTOpHadTaniH-1-in)ninepasunH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,6]Had TMpManH-2-0H;
2-{4-[4-(7-cpTOopHad TaniH-1-in)ninepaswH-1-
in]oyTokeu}-8H-nipngo[2,3-dnipumignH-7-oH i
6-{4-[4-(7-cbTOpHadTaniH-1-in)ninepasunH-1-
in]oyTokeu}-4H-nipngo[3,2-b][1,4]okcasmH-3-0H.

9. dapmaueBTUYHA KOMMO3ULUIA AN NiKyBaHHS poO3-
napy abo cTaHy, BUOpaHOro 3 OKpEMMUX eni30ANYHUX
abo peKypeHTHUX rIMbOoKMX AenpecuBHUX pO3Magis,
OVCTUMIYHUX pO3riagiB, AeMpPeCcrBHOrO HeBpO3Y i He-
BPOTMYHOT Aenpecii, MenaHxXoninHoi Aenpecii, BKo-
Yalun aHopeKcito, BTpaTy Baru, OGE3COHHSs,, paHHE
paHkoBe MpPobymKeHHS abo MNCMXOMOTOPHY 3arallb-
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MOBaHICTb; aTunoBoi Aenpecii (abo peakTMBHOI ae-
npecii), BKIIOYaOYN MiABULUEHWIA aneTuT, Tinepcom-
Hito, MCUXOMOTOPHY axuTauito abo [paTiBNMBICTb,
CEe30HHUI ahbeKTVBHUIA po3nad i nediaTpuyHy genpe-
cito; GinonsapHux posnagie abo MaHiakanbHOI aenpe-
cii, Hanpwuknag, 6inonapHoro | posnagy, 6inonsipHoro
Il po3nagy i UMKNOTUMIYHOIO pPo3naay; KOHAYKTUBHOIO
posnagy; PYWHIBHOro po3nagy noBegiHKW; po3nagy,
LLO NpoSABISETLCA B AedilunTi yBaru i rinepakTMBHOCTI
(ADHD); noBegiHKOBUX MOpYyLUEHb, MOB'A3aHUX i3 3a-
TPVMMKOIO PO3YMOBOIO PO3BUTKY, ayTU3MOM i KOHOYK-
TVBHUM PO3MadoM; TPMBOXHUX PO3MafiB, Takux siK
naHiyHW posnag 3 aropadobieto abo 6es, aropado-
6is 63 aHamHe3y NaHiYHOro po3anagy, KOHKpEeTHI ¢o-
6ii, Hanpvknag, 6083HbL NEBHOT TBAapUHK, CouianbHUN
cTpax, couianbHi ¢o6ii, 06ceCcnBHO-KOMMYIbCUBHUIA
posnaf, CTPeCOoBi po3faaun, BKIOYa4n nocTrpaBma-
TUYHUWIA CTPECOBUI po3nap, i roCTPUn CTPECOBUA PO3-
nap, i pos3nagu reHepanisoBaHoi TPUBOMK; MorpaHuy-
HUX po3rnadiB 0cobuCTOCTi; WKM3oMpeHii Ta iHLWKUX
NCUMXOTUYHUX PO3nagiB, HanmpuKnag, po3najis LuM3o-
dpeHivHoT hopmu, WM3oadeKTUBHMX po3nagis, Ma-
pPEBHMX PO3MafiB, KOPOTKUX MCUXOTUYHWX PpO3Magis,
pO34iNeHNX MCUXOTUYHMX PO3MafiB, MCUXOTUYHUX
posnagis 3 MapeHHsam abo ranoumHalisMmn, NCuxoTu-
YHUX eni3odiB CcTpaxy, cTpaxy, MOB'A3aHOro 3 Mcuxo-
30M, MCMXOTUYHMX PO3fadiB HacTPOIO, TaKMX SIK BaXK-
KMA  KNacU4HUI  OenpecuBHUA po3naj; po3snagis
HacTpolo, MOB'A3aHUX 3 MCUMXOTUMHMMW PpO3fagamu,
Takux fK rocTpa MaHis i genpecis, noe'sdaHa 3 6ino-
NAPHMM PO3MafoM; po3nadiB HacTpolo, MOB'A3aHUX 3
Lwm3oppeHieto; genipito, AeMeHuUii i aMHECTUYHUX i
iHLULMX KOTHITMBHUX abo HevpoaereHepaTUBHUX PO3-
nagis, Takmx gk xsopoba lMapkiHcoHa (PD), xBopoba
XaHTiHrToHa (HD), xBopob6a Anburenvepa, ctapeya
AeMeHuis, AemeHuis Tuny gemeHuil Anburerimepa,
po3rnagu nam'siTi, BTpata BUMKOHaBCbKOI OYHKLIT, Cy-
OWHHAa AeMeHLUiq | iHWi AeMeHuil, Hanpuknag, BHacni-
Jok BlJ1-3axBoptoBaHHsi, TpaBMW TOfIOBU, XBOPOOM
MapkiHCOHa, XBOpoOW XaHTiHrToHa, xBopobu [lika,
xBopobu Kpentudgenbsara-Akoba abo 3 BENMKOT Kirnb-
KOCTi MPWYKMH; PYXOBMX pO3rafiB, Takmx sIK akiHesii,
AMCKiHe3iT, BKMoYaryn ciMerHi napokcusmarbsHi auc-
KiHe3ii, enacTtuyHocTi, xBopoba TypeTra, CUHOPOM
CkoTra, mapanivi (PALSYS) i akiHeTW4HO-purigHui
CUHOPOM; eKkcTpanipamiganbHuX PyXoBUX PpoO3rafis,
TaKux SK po3nagm pyxy, BUKNMKaHi fMikyBaHHAM nikap-
CbKuMK 3acobamu, Hanpuknag, NapKiHCOHI3M, BUKIN-
KaHU HerporenTukamu, HemponenTUYHWUA 3MosKic-
HWA CWHOPOM, BUWKMMKaHa Hempornentukamu roctpa
AVCTOHIS, BUKMMKaHa HeMporenTukaMmum roctpa akatu-
3i, BUKNUKaHa HenpornenTukamu ni3Ha AUCKIHE3IA i
BUKIMMK@HWA NiKapCbKUM MiKYBaHHAM MOCTyparbHUA
TPEMOP; 3arneXHiCTb Big XiMIYHUX PEYOBWH i 3BMKaHHS
00 HUX (Hanpuknad, 3anexHicTb Big ankorornto, repoi-
Hy, KOKaiHy, 6eH3opjia3eniHiB, HikoTMHY abo cdeHoba-
p6iTony abo 3BMKaHHA OO0 HWX) i 3BMYOK MOBEAIHKM,
Takux sIK 3BMYKa OO asapTHOI rpuy; i posnagis 3opy,
TakKux K rraykoma i iLueMiyHa peTrHonaris y ccasud,
BKIOYaOUM TOAUHY, WO MICTUTb AesKy KiMnbKiCTb
crnonyku 3a n. 1 abo ii bapmaLeBTUYHO NPUAHATHOT
corni, sika edpeKTMBHa B NiKyBaHHI BKa3aHOro posnagy
abo cTaHy, i hhapMaueBTUYHO NPUAHSATHUIA HOCIN.

10. Croci6 nikyBaHHS po3nagy abo cTaHy, BUOpaHoro
3 OKpPeMUX eni3oanyHMX abo peKypeHTHUX rnMbOKMX
AenpecuBHNX poaradis, AUCTUMIYHUX po3nagis, Oe-
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NpeCcuBHOrO HEBPO3Y i HEBPOTUYHOI Aenpecii, MenaH-
XONiNHOT Aenpecii, BKMOYaK4M aHopekcito, BTpaty
Barn, 6e3CoHHs, paHHe paHkoBe NpobymxkeHHs abo
NMCUXOMOTOpPHY 3aranbMOBaHICTb; aTunoBol Aenpeci
(abo peakTvBHOI genpecii), BKOYaY M MiABULLEHNIA
aneTuT, TiNepCoMHilo, MCUXOMOTOPHY axwuTauiio abo
ApaTiBNUBICTb, CE30HHUA apeKTBHU po3naj i negi-
aTpuyHy Aenpecito; binonsapHux posnagiB abo MaHia-
KanbHOI Aenpecii, Hanpuknad, GinonspHoro | poana-
ay, 6inonapHoro |l po3magy i UMKIIOTUMIYHOrO
po3nagy; KOHOYKTMBHOrO po3nagy; PYWHIBHOroO po3-
nagy noBefiHkW; po3ragy, WO BUABMSETLCA B Aedi-
uuTi yBaru i rinepaktmeHocTi (ADHD); noBeaiHKOBUX
nopyLleHb, MOB'A3aHMX i3 3aTPUMKOK PO3YMOBOIO
PO3BMWTKY, ayTU3MOM i KOHOYKTMBHUM PO3NagoM; Tpu-
BOXXHUX po3rafiB, Takux K MaHiYHWM poarapj 3 aro-
padobieto abo 6e3, aropacobis 6e3 aHamHe3y naHi-
YHOro po3nagy, KOHKpeTHi dobii, Hanpvknaa, 6053Hb
NeBHOi TBapUWHW, couianbHUA cTpax, couianbHi doobii,
06CecMBHO-KOMMYIbCMBHUIA pO3Miag, CTPEeCOBi po3sna-
AW, BKIMOYa4M MoCTTpaBMaTU4HUIA CTPECOBUIA PO3-
nag i rocTpuin CTPECOBUIN po3rag, i po3nagu reHepa-
nisoBaHol TPUBOTY; norpaHnYHNX po3snagis
0coBMCTOCTi; WM30MpeHii i IHWNX MCUXOTUYHUX PO3-
nagis, Hanpuknag, posnagis W13opeHivyHol opmu,
Lwm3oaeKkTMBHUX pOo3rafiB, MapeBHUX po3ragis,
KOPOTKUX MCUXOTUYHWX pO3MagiB, PO3AiNEeHNX MCUxo-
TUYHMX PO3MagiB, NMCMXOTUYHMX PO3NadiB 3 MapeHHsIM
abo ranoumHaUisMK, NMCUXOTUYHMX eni3ofiB cTpaxy,
CTpaxy, MOB'A3aHOro 3 MCMXO30M, MCUXOTUYHUX PO3-
nafiiB HacCTPOIo, TaKUX K BaXKKUIA Kracu4HWiA denpe-
CUBHWA poO3raf; po3rnagiB HacTpot, MOB'A3aHMX 3
NCUXOTUMHUMMW PO3MagamMu, Takux fK roctpa MaHis i
Jenpecis, noe'sidaHa 3 GINONAPHUI PO3NagoMm; pos-
nafis HacCTpoo, MOB'A3aHMX 3 LUM3OPEHIEtD; Aeripito,
OeMeHUii i aMHEeCTUMHUX | iHLMX KOrHITMBHUX abo
HeMpoAereHepaTMBHUX PO3rafiB, TakUx sik xBopoba
MapkiHcoHa (PD), xBopoba XaHTiHrToHa (HD), xBopo-
06a Anbureimepa, cTapeya AeMeHLUisl, AeMeHUia Tuny
JemMeHuii AnburenMepa, posragu nam'aTti, BTparta
BUKOHaBCbLKOI OYHKLi, CyanHHa AeMeHuis i iHwi ae-
MeHUii, Hanpuknag, BHacnigok BlJl-3axBoploBaHHS,
TpaBmu ronosu, xBopobu lMapkiHcoHa, xBopobu XaH-
TiHrTOHa, xBopo6u Mika, xBopobu Kpentudensara-
Akoba abo 3 BENMUKOI KiNbKOCTI MPUYMH; PyXOBKX PO3-
nagiB, TakMx SK akiHesii, OuCKiHesii, BKno4ar4n Ci-
MEeWVHi MapokcuaMarbHi  AWUCKiHe3ii, ChacTUYHOCTI,
xBopoOy Typetra, cuHgpom CkoTra, napanidi
(PALSYS) i akiHeTU4HO-pUrigHWIA CMHOPOM; eKcTpani-
paMiganbHUX PyXOBUX PO3fafiB, TakMxX fK po3nagu
pyXy, BUKNVKaHi MikyBaHHAM fiKapCbkuMu 3acobamu,
Hampuknag, MapKiHCOHI3M, BUKMUKaAHWWA Henponentu-
Kamu, HenponenTUYHWUIA 3MOSIKICHAN CUHOPOM, BUKIU-
KaHa HenponenTukamu rocTpa OWUCTOHIS, BUKNMKaHa
HerponenTMkaMmun roctpa akaTtusis, BUKIMKaHa Hew-
ponenTykamu Mi3HA AUCKIHe3is | BUKINMKaHWUIN nikapchb-
KM niKyBaHHSIM MOCTyparibHU Tpemop; 3arneXxHiCTb
Bi, XiMiYHMX PEYOBWH i 3BMKaAHHS 0 HUX (Hanpuknag,
3anexHicTb Bif ankorornto, repoiHy, kokaiHy, 6eH3ogi-
aseniHiB, HIKOTWMHY abo eHobapbitorny abo 3BMKaHHS
00 HYX) i 3BNYOK MOBEAiHKM, TakMX SIK 3BMYKa A0 a3a-
PTHOI rpu; i po3nadiB 30py, TakMX SIK rnaykoma i iwe-
Mi4Ha peTuHONaTiA y ccaBUs, BKMOYAOYW NIOAUHY,
Wo nepenbavac BBeAeHHH ccaBUeBi, WO noTpebye
TaKoro nikyBaHHSA, AesKOi KifbKOCTi cronyku 3a n. 1
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abo i hapmaLeBTUYHO MPUNHSATHOT coni, sika edek-
TVBHA B JiKyBaHHi BKa3aHOro po3nagy abo cTaHy.

11. Cnocib 3a n. 10, B skoMy po3nag abo cTaH, Lo
nignarae nikyBaHHO, BUOMpatoTb 3 Knacu4Hoi genpe-
cii, genpecii B hopMi okpeMux eni3oaiB, peKypeHTHO
Jenpecil, AuTa4oi genpecii, BUKNMKAHOT 3MOBXUBaH-
HAM peyoBUHaMW, MICNSINOOroBoi Aenpecii, AUCTUMIT,
LMKIOTUMIT, BinonsipHoro poanagy, WmM3odpeHii, Lwm-
30ad)eKTMBHOrO po3fiady, MapeBHOro posnagy, Bu-
KIMUKaHOTO PEeYOBUHaMM MCUMXOTUYHOIO po3nagy, Ko-
pPOTKOrO  MCUXOTUYHOTO  po3ragdy, pPOo3AineHoro
NCMXOTUYHOIO POo3nagy, NCMXOTUYHOrO po3nagy, 3y-
MOBFIEHOIO 3aranbHYM CTaHOM 3[0pOB'A, i po3nagy
Lwn3odgpeHivHol popmu.

12. ®apmMaueBTMYHa KOMMO3WLis AN MiKyBaHHA pO3-
nagy abo cTtaHy, BUOPaHOro 3 OKpemux eni3oAnyHMX
abo peKypeHTHUX rnMboKMX OenpecuBHUX PO3rafis,
AVCTUMIYHUX pO3nagiB, OenpecrMBHOrO HeBPO3Y i He-
BPOTUYHOI Aenpecii, MenaHxoninHoi genpecii, BKo-
Yalun aHopekcito, BTpaTy Baru, Ge3COHHs,, paHHE
paHkoBe MpobymKkeHHs abo NCMXOMOTOpPHY 3aralb-
MOBaHiCTb; aTnnoBoi Aenpecii (abo peakTnBHOI Ae-
npecii), BKIIOYaYM MiABULUEHWIA aneTuT, rinepcom-
Hito, MCUXOMOTOPHY axuTauito abo [paTiBMuMBICTb,
CEe30HHU abeKTVBHUIA po3nagd i nediaTpuyHy genpe-
cito; GinonapHux posnagis abo MaHiakanbHoOiI aenpe-
cii, Hanpwknaga, 6inonapHoro | poanagy, 6inonsipHoro
Il po3nagy i LMKNOTUMIYHOIO pPo3naay; KOHAYKTUBHOIO
posnagy; PYVHIBHOro po3nagy rnoBegiHKW; po3nagy,
Lo MposBMSAETLCSA B AeddiumTi yBaru i rinepakTMBHOCTI
(ADHD); noBegiHKOBUX MOpYLUEHb, MOB'A3aHUX i3 3a-
TPVMMKOIO PO3YMOBOIO PO3BUTKY, ayTU3MOM i KOHAYK-
TVBHUM PO3MadoM; TPMBOXHUX PO3MafiB, Takux siK
naHiYHW posnag 3 aropadobieto abo 6es, aropado-
Oist 6€3 aHamMHe3y NaHiYHOro po3naay, KOHKPETHI ¢o-
Oii, Hanpwuknag, 60513Hb NEBHOT TBApPWHM, CoLiarnbHUNA
cTpax, couianbHi ¢o6ii, 06ceCcnBHO-KOMMYIbCUBHUNA
posnaf, CTPeCOoBi po3ragun, BKIOYa4n nocTrpaBma-
TUYHUI CTPECOBUI po3rnag i roCTpUn CTPeCcoBUn pos-
nag, i pos3nagu reHepanisoBaHoi TPUBOMK; MorpaHuy-
HUX po3nadiB ocobuctocTi; wWwu3odpeHii i iHWKUX
NCUXOTUYHUX PO3nagiB, HanmpuKnag, po3nagie LUM30-
dpeHivHOoT hopmMu, WM3oadeKTUBHMX po3nagis, Ma-
pPEeBHMX PO3MafiB, KOPOTKUX MCUXOTUYHWX pO3Magis,
pO34ineHMX MCUXOTUYHMX PO3MafiB, MCUXOTUYHUX
posnagiB 3 MapeHHam abo ranoumHalisgMmn, NCuxoTu-
YHUX eni3odiB CcTpaxy, cTpaxy, MOB'A3aHOro 3 Mcuxo-
30M, MCMXOTUYHUX PO3fadiB HacTPOIO, TaKMX SIK BaX-
KMA  KNacU4HUI  JenpecuBHUA po3naj; posnagis
HacTpolo, MOB'A3aHUX 3 MCUMXOTUMHMMW PO3fagamu,
TakMX K rocTpa MaHis i genpecis, nos'asaHa 3 6ino-
NAPHMM PO3MafoM; po3nadiB HacTpoLo, MOB'A3aHUX 3
Lm3odppeHieto; penipito, AeMeHUii i aMHECTUYHUX i
iHLULMX KOTHITMBHUX abo HeripoaereHepaTUBHUX PO3-
nagis, Takmx gk xsopoba lMapkiHcoHa (PD), xBopoba
XaHTiHrToHa (HD), xBopob6a Anburenvepa, ctapeya
AeMeHuis, AemeHuis Tuny gemeHuil Anburerimepa,
po3nagn nam'siTi, BTpata BUKOHaBCbKOI COYHKLIT, Cy-
OWHHA AeMeHLUiq | iHWi AeMeHuil, Hanpuknag, BHacni-
Ook BlJ1-3axBoptoBaHHsi, TpaBMW TOfI0OBU, XBOPOOU
MapkiHCcOHa, xBOpoOW XaHTiHrToHa, xBopobu [lika,
xBopobu Kpentudenbara-Akoba abo 3 BENMKOi Kinb-
KOCTi MPWYKMH; PYXOBUX PO3rafiB, Takmx SIK akiHesii,
AuCKiHe3iT, BKNoYardn ciMerHi napokcusmMmarnbeHi auc-
KiHe3ii, cnacTuyHocTi, xBopoby TypeTra, CUHOPOM
Ckotra, mapanivi (PALSYS) i akiHeTW4HO-purigHui
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CVYHOPOM; eKkcTparnipamiganbHUX PyXoBUX PO3rafis,
TakUX SIK PyXOBi po3naau, BUKMMKaHI MiKyBaHHAM Ii-
Kapcbkumy 3acobamu, Hampwknag, NapKiHCOHI3M,
BUKIMMKAHWUA  HeWpornenTukamn,  HenponenTu4HUn
3MOSIKICHAN CUHAPOM, BUKMMKaHa HewponemnTukamm
rocTpa AWCTOHIS, BUKNIMKaHa HeMporenTukamm roctpa
akaTusid, BUKMMKaHa Henporne nTukamu MisHs OUCKiHe-
3i9 | BUKMUKAHUN MeaVKaMEHTO3HUM FiKyBaHHSAM MO-
CTypanbHUN TPEMOp; 3anexHiCTb Bif XiMiYHUX peyo-
BVH i 3BMKaHHSI 0O HUX (Hanpuknagd, 3anexHicTb Bif
ankorono, repoiHy, KokaiHy, 6eH3opfiaseniHiB, HikoTu-
Hy abo cdeHobapbiTony abo 3BMKaHHSA A0 HKX) i 3BU-
YOK MOBEAiHKWN, TakuX SIK 3BMYKA A0 asapTHOI rpw; i
po3nagiB 30py, Takux sk rraykoma i ilemiyHa petu-
HomaTis y ccaBug, WO MiICTUTb

(a) cnonyky 3a n. 1 abo ii papmaLeBTUYHO NPUAHAT-
Hy Cinb;

(b) iHWWIA dapmaueBTUYHO aKTUBHWIA 3acib, SKui €
aHTugenpecaHToM abo 3acnokiinMeMM 3acobom, i

(c) hbapmaLeBTUHHO NPUAHATHUIA HOCIN.

13. Crocib oTpumaHHs crnonyku bopmymm 6:

R4
Powoﬁ
R5

6

Xsy
N~ o
k

ne
P saBnsie coboto H, 6eH3un, n-meTokcMbeH3un, TpeT-
6yTvngumeTuncunin abo TpeT-6yTMngudeHincunin;

n siBnsie coboto uine yucro Big 1 go 4;

Z siBnsie coboto N, C abo CH;

Q sBnisie co6oto N, C abo CH;

—X——-Y - gaBnse cobow -CHz-CH, -CH €H-, -
CH2-NH-, -NH-CH>-, -N=CH-, -CH=N-, -O-CH»- abo -

CH2-O-, mpuyomy — X——-Y — moxe Oyt HeoboB's-
3KOBO 3aMillgHUM B Oyab-siKOMy BiAMNoBiZHOMY Micui
3B'S3yBaHHA OfIHUMM-YOTMPMa 3aMicHukamu R% R?,
R3iR;

R' sBnsie coGoto BomeH, -C(=0)CHs abo (C+-C3)
ankin;

Rz, R2', R% i R* HesanexHo BMOpaHi 3 BOAHI0, ranore-
Hy, LjiaHo, okco, rigpokcu, -C(=0)CHs, (C1-Ca)ankiny i
(C1-Cs)ankokcu, npuyoMy arnkinbHi oparmMeHT rpyn
(C1-Cy)arkiny, (C1-Cs)ankoken i -C(=O)CHs moxyTb
OyTM HeoOOB'A3KOBO 3aMILLEHVMW OAHUMU-TPbOMA
atoMamu Topy i MOXYTb OyTI TakoX HEOBOB'A3KOBO
3aMilLeHMKN TakMM 3aMiCHUMKOM, siKk aMiHo abo rigpo-
Kew; i

R* i R® HezanexHo BUOpaHi 3 BOAHIO, rarorexy, uia-
Ho, rigpokcyu, -C(=O)CHs, (C4-Cs)arkiny i (Cs-
Cs)ankoken, npuyomy arkineHi dparmeHtv rpyn (Cq-
Cs)ankiny, (Cq-Cas)ankokeu i -C(=0)CHsz moxyms 6ytn
Heo0bO0B'A3KOBO 3aMilLEHMN OOHUMU-TPbOMa aToma-
MU PTOpY | MOXYTb BYTM TakoXX HEOBOB'SI3KOBO 3aMi-
LLEHVMM TaKnM 3aMiCHUKOM, sik aMiHO abo rigpokcu;

B IKOMY NMPOBOASATL B3aEMOZI0 Crosnyku popmymm 5:
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R4
X
Sy
A
RS R
5
ae

Q,Z XY, R1 R*iR® TakKi, AK BU3HAYeEHi BULLE, i

R13 siBnse coboto Cl, F, Br, S(O)Me abo SO-Me,

i3 cnonykoto cpopmynm PO(CH2),CH20H B npucyTHO-
CTi OCHOBU i MixpasHoro katanizaTopa.

14. Croci6 3a n. 13, ge MikdasHui kaTanizaTop siB-
nse coboto xnopug abo 6p0M|/J, TeTpabyTunamoHito.
15. Cnoci6 3an. 13, oe R'® sBnsie coboto F.

16. Cniocib oTpumanHsa crionyku 3a n. 1, ge A 3 dop-
mynu 1 sBnsie coboto -(CH2)mO- | m aBnse coboto
uine yucno Big 2 go 5, B sKOMy NpoOBOAATL B3aEMO-
Jito cnonyku popmyru 4a:
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R4
Oﬁ
RS

4a

neQ,Z, —X——-Y -, R1, R*iR® Taki, K BU3HaYeHi B
n1,

i3 Crnonykow HacTynHOi hOpMynn B MPUCYTHOCTI OC-
HOBW:

ne G Takmi, Sk BU3HadYeHun B n. 1.

NaHun BUHaxig, BigHOCUTbCS no
[1,8]HacpTMpnanH-2-0oHIB | cropigHeHux crnonyk, Ao
crnocobiB OTpMMaHHS BkasaH1X Crosyk, 4o dapmade-
BTUYHMX KOMMO3ULIN, WO MICTATb iX, i 4O X 3acTocy-
BaHHS AN NiKkyBaHHA LIM30peHil Ta iHWKWX 3axBo-
ploBaHb LeHTpanbHoi HepsoBoi cuctemu (LIHC).

[1,8]HacpTMpNanH-2-0HM | criopigHeHi crnonyku 3a
JaHuUM BMHaxoOoM 3B'A3yloTbCs 3 AonamiHoBuMu Do
peuenropamn. [lesiki 3 HUX MPOSIBASAOTb aKTUBHICTb
SIK YacTkoBi aroHicTn D2 peuenTopis, a iHWI NposBns-
10Tb aKTMBHICTb SIK aHTaroHICTV BKadaHUX peLenTopiB.

|HWI reTepoumKmiyHi MoxigHi, 3acCTOCOBHI AnsA ni-
KyBaHHS LWM3odpeHii, BkasaHi B [maTeHTi Cnony4yeHux
LWraTiB Ne5350747, BgaHomy 27 BepecHsa 1994p., i B
nateHTi CnonyyeHux LLTaTiB Ne6127357, BugaHomy 3
*oBTHa 2000p.]. BkasaHi nateHTn B MOBHOMY 06'emi
BKITHOYEHi B JaHWIA OMUC SIK MOCUNAHHS.

[HWMMK reTePOLMKNIYHUMU MOXIOHUMU AK aHTU-
NCUXOTUYHI 3aco0bum € Ti, siki BkadaHi B [PCT naTeHTHIn
ny6nikauii WO 93/04684, onybnikoBaHin 18 6epesHs
1993p., i B 3aaBUi Ha eBponencbku nateHT EP
402644A, sixa onybnikoBaHa 19 rpyaHs 1990p.]. Bka-
3aHi 3a9BKM Ha NaTeHT B MOBHOMY OO'eMi BKIOYEHi B
AaHWIM OMUC AK NMOCUIaHHS.

OaHui BuHaxig BigHOCUTbCA 4O cronyk dhopmynu

*I

ne G saBnse coboto

1

\/\/

L/\/\

1

(i

A saBnse coboto -(CH2)mCHo., -(CH2)mO- abo -
(CH2)mNH-, ne m siBnsie coboto uine ymcrno Big 2 0o 5
i ne oguH abo gBa atomu Byrneuw abo asoTy rpyn -
(CH2)mCH2-, ~(CH2)mO- i -(CH2)mNH- mMoxyTb 6yTn
3aMillieHi, HeobOOB'AI3KOBO i He3aneXxHo, ogHuM abo
JBOMa 3aMiCHUKaMK, He3arneXxHo BubpaHumu 3 pTopy
i MeTuny, abo ABoma 3amiCHVUKamu, NpUegHaHUMK 0
OZIHOTO i TOrO >X aToMa BYITEL0 3 YTBOPEHHSAM, pa3om
3 aTOMOM BYITIELIO, O KOO BOHWU NPUEOHaHI, cripo-
LMKIonponinbHoro abo cnipoumknobyTunbLHOro Kinb-
s

D sBnsie coboto N, C abo CH 3a ymoBw, Lo Komm
D aBnsie coboto N, To KOXeH atoM BYrreLto, koBarne-
HTHO MpueaHanui Ao D, npuegHaHuin Yepes oavHap-
HUI 3B'A30K;

Z i Q He3anexHo sensAoTe coboto N, C abo CH
npu YMOBI, WO, NPUHanMHi, ogunH 3 Z i Q aBnsie coboto

—X==-Y - qgnse coboto -CH,-CHs,-, -CH=CH-, -
CH2-NH-, -NH-CHy-, -N=CH-, -CH=N-, -O-CH»- abo -

CH2-O-, npuiyomy —X——=Y = moxe 6yTn HeoBoB's3-
KOBO 3aMilleHuMm B Oyab-sakomy BI,EI,I'IOBI,EI,HOMy MICLgI
3B' ﬂ3yBaHHﬂ OAHUM-4OTVPMa 3aMiCHMKaMM R% R?,
i R
V i W HesanexHo aBnaoTb coboto N, C abo CH;
Kinbue AA saBnsie coboto HacudeHe abo HeHacu-
yeHe 5-, 6- abo 7-uneHHe kapbouwkniyHe KinbLe,
npu4omMy oAuvH, ABa abo Tpu ByrneueBmx atoMu Kinb-
us AA, siki He € crniNbHUMK 3 BEH30MbHUM Kinbuem



1

rpymm (i), MoXyTb Oyt 3amillgHi, HeOOOB'A3KOBO i
He3aneXHo, aToMOM a3oTy, KUCHI0 abo cipku;

R’ sBnsie co6oto BozeHs, -C(=0)CHjs abo (C+-C3)
ankin;

Rz, Rz, R® i R® HesanexHo BUOpaHi 3 BOAHI, ra-
noreHy, UuiaHo, okco, rigpokcn, -C(=O)CHs, (Ci-
Cs)ankiny i (C4-C4)ankokcu, npuyoMy ankinbHi dpar-
meHTM rpyn (Cq-Cs)ankiny, (Cq-Ca)amkokcn i
C(=0)CH3z MoxyTs 6yT1 HeobOB'A3KOBO 3aMiLLeHUMU
OAHVM-TPbOMa aToMamMmn Topy i MOXYTb BYTU TakoX
HeoOOB'A3KOBO 3aMilLleHMMM TakMM 3aMiCHUKOM, $iK
amiHo abo rigpokcuy;

R* i R® nesanexHo BMOpaHi 3 BOOHIO, rarnoreHy,
uiaHo, rigpokcn, -C(=O)CHs, (C1-Ca)arkiny i (Cs-
Cs)ankoken, npuyomy arnkineHi doparmeHtv rpyn (Cq-
Cs)ankiny, (Cq-Cas)ankokem i -C(=0)CHs moxym 6ytn
Heo6O0B'A3KOBO 3aMiLLEHMUN OOHUM-TPbOMa aToMamu
dTOpY | MOXYTE OYTM TakoXX HEOOOB'I3KOBO 3aMilLe-
HVYMW TaKMM 3aMiCHUKOM, siKk aMmiHO abo rigpokcu;

R®i R’ HesanexHo BMOpaHi 3 BOOHIO | MeTuny;

RS, Rg, Rm, R" i R nesanexHo BMOpaHi 3 BOAO-
Hio, ranoreHy, -C(=O)CHs, (C4-Cs)ankiny i (Cs-
Cs)ankokcu, apuny i apwurokcu, MpudoMy arnkinbHi
dparmeHtTn rpyn (Cq-Cy)ankiny, (Cq-Cs)ankokcm i -
C(=O)CHs i apunbHi i apunokcudparMeHT! MOXyTb
6y HeobOB'A3KOBO 3aMilleHUMM OOHUM-TPbOMA
atoMamu Topy i MOXYTb OyTV TakoXX HEOOOB'A3KOBO
3aMilLeHVMUN TakMM 3aMiCHMKOM, Ik aMmiHO abo rigpo-
Kcu;

R R™ nesanexHo BUGPaHi 3 BOAHIO, raroreHy,
uiaHo, okco, rigpokcn, -C(=0O)CHs, (C+-Ca)ankiny i
(C4-Cs)ankokcn, npudomy arnkineHi cpparmeHTn rpyn
(C4-Cs)ankiny, (Cq-Cy)ankokcn i -C(=O)CHsz moxyTb
6y HeobOB'A3kOBO 3aMilleHUMU OAHUM-TPbOMA
atoMamy Topy i MOXYTb OYTV TakoxX HEOOOB'AI3KOBO
3aMilLeHNMM TaknM 3aMiCHUKOM, SIK aMmiHo abo rigpo-
Kcu;

i hapmaLeBTUYHO MPURHATHI CONi TaKUX CMOMyK.

[aHnin BUHaxig BiAHOCUTBLCS TakoX A0 chapmaue-
BTUYHOT KOMMO3MLii, WO MICTUTb TepaneBTUYHO edpe-
KTUBHY KinbKicTb crionyku cpopmymm 1 abo ii papma-
UEeBTUYHO MPUAHATHOT comi i papmaueBTUYHO
MPUNAHATHUIA HOCIN.

Cronyku coopmynm 1 maroTb KOPUCHI dhapMaueB-
TWYHI | NiKyBarnbHi BMacTUBOCTI.

[aHnin BUHaxig BiGHOCUTBCSA TakoX A0 crnocoby
nikyBaHHa posrnagy abo cTaHy, BUMOpaHOro 3 rpynu,
O CKNagaeTbCHa 3 OKPeMMUX enidoguyHux abo peky-
PEHTHMX OCHOBHUX AeMNPecUBHUX PO3nagis, QUCTUMI-
YHMX pO3ragdiB, AeNPEeCUBHOIO HEBPO3Y i HEBPOTUYHOT
Jenpecil, MenaHxoninHoi Aenpecii, BKNoYayn aHo-
pekcito, BTpaTy Barn, 6€3COHHS, paHHE paHKoBe Mpo-
6yaKeHHs abo NCMXOMOTOPHY 3aranbMOBaHICTb; aTu-
nosoi  pgenpecii (abo  peakTuBHOI  genpecii),
BKIOYaY M NiABULIEHW aneTuT, FinepCcoMHito, ncu-
XOMOTOPHY axuTauito abo ApaTiBiMBICTb, CE30HHUIA
acbekTMBHMIA po3nag i nepiatpudHy genpecito; Gino-
nApHUX po3nagie abo MaHiakanbHoi Aenpecii, Hanpu-
knag, 6inonsipHoro | po3nagy, GinonspHoro Il poana-
Ay | LMKNOTUMIYHMIA po3riag; KOHAYKTUBHOMO po3ragy;
PYMHIBHOTO MOPYLUEHHS1 MOBEAiHKW; MOPYLUEHHS, Lo
nposiBNAeTLCA B Aediuuti yBarn i rinepakTMBHOCTI
(ADHD); noBefiHKOBUX MOpYLUEHb, MOB'A3aHMX i3 3a-
TPVYMKOIO PO3YMOBOIO PO3BUTKY, ayTU3MOM i KOHAYK-
TVBHUM PO3MadoM; TPUBOXHUX PO3NadiB, Takux K
naHiYHUM posnag 3 aropadpobieto abo 6e3, aropado-
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6ist 63 aHamHe3y naHiYHOro po3nagy, KOHKPEeTHi do-
6ii, Hanpvknag, 0053HbL NEBHOT TBApUHU, CoLianbHUN
cTpax, couianbHi ¢obii, 06ceCcMBHO-KOMIMYbCUBHUN
po3nag, CTPecoBi po3naau, BKIoYa4yy nocTrpaBMa-
TUYHUIA CTPECOBUM PO3naj i roCTPUn CTPECOBUA PO3-
nag, i pos3nagw reHepaniaoBaHol TPMBOIMW; MapriHarnb-
HUX pO3rafiB 0CcOOMCTOCTI; WK30dpeHii Ta iHWKX
MCUXOTUYHUX PO3NadiB, Hanpuknag, posmnagiB LUM3o-
ppeHivHoi hopmu, WM3oadeKTMBHMX po3naais, Ma-
pPeBHMX pO3MagiB, KOPOTKMX MCUXOTUYHMX PO3nagis,
pO34iNeHnMX MCUXOTUYHUX PO3MagiB, MNCUXOTUYHUX
po3nagiB 3 MapeHHaM abo ranioumHauisMu, NcuxoTu-
YHUX eni3odiB CTpaxy, cTpaxy, MOB'A3aHOro 3 MCKXO-
30M, MCUXOTUYHMX PO3NadiB HacTPOID, TaKMX SIK BaX-
KM KMacWMHUA OenpecuBHUA po3rad; posnagis
HacTpolo, MOB'A3aHWX 3 MCUXOTUYHUMK pO3fagamu,
Takux Sk rocTpa MaHis i genpecisi, nos's3aHa 3 6ino-
NAPHMM PO3MafoM; NMopyLUEeHb HACTPOLO, MOB'A3aHUX 3
Ln3odpeHieto; aenipito, AeMeHUil i aMHECTUYHUX Ta
HLLUMX KOTHITUMBHUX ab0 HeWpoaereHepaTUBHUX PO3-
napis, Taknx gk xsopoba lMapkiHcoHa (PD), xBopoba
XaHTiHrtoHa (HD), xBopoba AnburenmMepa, ctapeva
JeMeHuis, AemeHuis Tuny AemeHuil Anburerimepa,
po3rnagu nam'siTi, BTpata BMKOHABCbKOI (OYHKLUIT, Cy-
OWHHA AeMeHuis 1 iHWi geMeHuil, Hanpuknag, BHa-
cnigok BlJ1-3axBoptoBaHHs, TpaBMU rofioBu, XBopoou
MapkiHCOHa, XBOpOOW XaHTiHrToHa, xBopobu [lika,
xBopobu Kpentudenbara-Akoba abo 3 BENMKOT Kifb-
KOCTi MPUYUH; pO3nafiB pyxy, Takux K akiHesii, guc-
KiHe3iT, BKIoYalun CiMelHi napoKcuamMarnbHi AUCKiHe-
3ii, enactmdHocTi, xBopoby TypeTra, CUHOPOM
CkoTra, mapanidi (PALSYS) i akiHeTW4HO-purigHuni
CUHAPOM; eKcTpanipamigarnbHUX pyXoBUX MOPYLUEHb,
TaKUX PYXOBi MOPYLUEHHS, BUKMMKAHI MiKyBaHHAM ni-
Kapcbkvmn 3acobamu, Hanpwknag, NapKiHCOHI3M,
BUKMUKAHWUA  HeWponenTukamun,  HenponenTudHUn
3MOSKICHAN CUHAPOM, BUKIMKaHa HeMpornenTmkamm
rocTpa AWCTOHIS, BUKNMKaHa HeMponenTukaMm rocTpa
akaTuisa, BUKNUKaHa HerposenTukaMmuy nisHa AucKiHe-
3i9 | BUKNUKaHUIM NiKapCbKUM NiKyBaHHSM nocTyparb-
HUA TPEMOP; 3aneXHICTb BiA XiMIYHUX PEYOBUH i 3BU-
KaHHS 40 HWX (HampvKnag, 3anexHiCTb Big ankororto,
repoiHy, kokaiHy, 6eH3ogjiaseniHiB, HikOTUHY abo de-
HoBapb6itany abo 3BMKaHHSI O HUX) | 3BUYOK NOBEiH-
KW, TaKMX SIK 3BMYKa OO a3apTHOI rpy; i po3naais 30py,
TaKyX SIK rnaykoma i illemiyHa peTtvHonaTis y ccaBus,
BKITHOYAIOY M NIOGUHY, WO MICTUTb BBEAEHHS CCaBLEBI,
Wo noTpebye Takoro niKyBaHHSA, OEsKOT KifbKOCTi
crnonyku 3a n.1 abo ii dhapmaueBTUHHO NMPUIAHATHOT
corni, ska edpeKTMBHa B NiKyBaHHi BKa3aHOro posnagy
abo cTaHy.

JaHuin BUHaxig BigHOCUTBLCSA TakoX A0 dhapmaue-
BTUYHOI KOMMO3WLii Anst nikyBaHHA Oyab-AKoro pos-
nagy abo cTaHy, BKa3aHOro BuLle, WO MICTUTb Kiflb-
KicTb crnonyku cpopmyrm 1 abo ii cdhapmaueBTU4HO
NPUMHATHOT COMi, ePeKTMBHY B NiKyBaHHi BKa3aHOro
po3nagy abo cTaHy, i hapMauLeBTUYHO MPUAHATHUN
HOCIN.

HaHnn BuHaxig BigHOCUTBCS TakoX AO Crocoby
OTPUMaHHA CrOJSyKN HaBeOeHOl Huk4Ye dopmynn 6.
Crionyka copmymm 6 € MPUIAHATHOK AnA 3acTocy-
BaHHS SIK MPOMDPKHA crofyka B CUHTe3i cronyk dop-
Mynu 1:



ne
P saBnsie coboto H, 6eH3nn, n-MeToKcubeH3un,
TpeT-0yTnoumeTuncunin abo TpeT-
6yTvnoudeHincunin;
n siBnsie coboto uine yucro Big 1 go 4;

Q, Z, —X—-Y - R' R*i R® taki %, six Bu3Haue-
Hi BULWEe ans dopmynm 1.

Croci6 oTpumaHHa crionyku dopmymm 6, Lo
BKIOYAE B3aEMOLit0 Cronykn oopmynm 5:

ae

Q,Z XY, R1, R*iR%- Taki, Ik BU3HaAYeHi BULLE B
cbopM}/ni 1;i

R asnse co6oto Cl, F, Br, S(O)Me abo SO>Me,

i3 crnonykoto cpopmynm: PO(CH2),.CH2OH B npu-
CYTHOCTiI OCHOBM i MbXba3Horo kaTtanisatopa.

Jannn BuHaxig BigHOCUTBCSA TakoX A0 Crocoby
OTpUMaHHs crnonyku popmymm 1, ge A aense coboto -
(CH2)mO- i m aBnsie coboto uine yncro Big 2 0o 5, wo
BKIOYAE B3aEMO/I0 crionyku doopmynu 4a:

ne Q,z, ~X-—-Y- R' R*i R®- 1axi, sik Bu3Ha-
YeHi B dpopmyni 1, i n sBnsie coboto uine ymcno Big 1
ho 4,

i3 crnonykow HacTynHoi popMynn B NPUCYTHOCTI
OCHOBM:

G

\DI
i
|

NH

ae G Takuii, SK BU3HavYeHu Buwe B dopmyni 1.
G sBnse cobol0 MepeBaKHO CTPYKTYPY HACTYMHOI
copmynu:
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R13

{ih

ne

AA saBnsie coboto 6-4neHHe Hacu4eHe abo HeHa-
cuyeHe Kinbue; i

R" i R™ nesanexHo BUOpaHi 3 BOOHIO, ranoreHy,
uiaHo, okco, rigpokcu, -C(=O)CHs, (C1-Cs)ankiny i
(C4-Cs)ankokcu.

TepMiH «arkin» npu BUKOPUCTaHHI B AaHOMY
OMUCi BKIOYaE, SIKWO He BKa3aHO iHakKLWe, HacuyeHi
OfHOBarneHTHi BYrneBOAHEBI pagukanu, WO MICTATb
Hepo3aranyXeHi, posranyxeHi abo LMKNiYHi CKagoBi
YacTuHu abo ix kombiHauii. MNpuknagn «arnkinbHUX»
rpyn BKIOYaloTb, ane He 0OMEeXYTbCA HUMU, METUS,
etvn, nponin, idonponin, 6yTtun, i3o6ytnn, BTOp- i
TpeT-0yTnn, neHTun, rekcun, remrun, 3-eTunbyTun,
LMKIONpOonif, UMKNoOYTUM, UUKMONEHTW, LUKIOreK-
CWn, LMKIOrenTun, HopOopHIn i Tomy nogibHe.

TepMiH «ankokcu» Mpu BUKOPUCTaHHI B AaHOMY
onuci, o3Havae, AKLIO He BKasaHo iHakuwe, «ankin-O-
», e «arkin» Takum, siKk BU3HavyeHun sulle. lNpukna-
ON «arnkoKCU»-rpyn BKIOYaTb, ane He obMexyoTb-
CS HMMU, METOKCM, ETOKCHU, MPOMOKCK, BYTOKCK i NeH-
TOKCMW.

TepMiH «apun» npu BUKOPUCTaHHI B 4aHOMY Onu-
Ci BiQHOCUTbCS, SKLWO He BKa3aHo iHaKlle, 40 apoma-
TUYHOro 5- abo 6-4neHHoro KapOOLMKIIYHOrO KinbLs,
Oe OOVH aToM BYINeLHo KifnbLUs KOBaNeHTHO NpueagHa-
HWI OO iHLIOT YacTUHW CMONYKK.

TepMiH «apurokcu» Mpu BUKOPUCTAHHI B JaHOMY
onuci BigHOCUTbCS [0 apwury, e OAVH aTOM BYrfeLo
apoMaTM4HOro KinbUs KOBaneHTHO MpueaHaHWA a0
iHWOI YacTuHM cronykn Yepes -O-, okcn abo (C1-Ca)
anKOKCUMbHOIO 3armLuKy.

TepMmiH «oanH abo Aekinbka 3amiCHUKIB» Npu BU-
KOPUCTaHHI B 4aHOMYy ONUCi BiAHOCUTLCHA OO0 4ucna
3aMiCHUKIB Big 0QHOro A0 MakCUManbHOro 4ucra 3a-
MICHWKIB, MOXITMBOIO Ha OCHOBI YMCra MiClpb 3B'A3Y-
BaHHs, LLO €.

TepMiH «ranoreH» Mpu BUKOPWUCTaHHI B JaHOMY
OonuCi BKMOYae, SKWO He BKadaHo iHakwe, d¢Top,
xrop, 6pom i noa.

TepMiHM «MiKyBaHHSI», «LLO MiKye» Mpu BUKOPUC-
TaHHI B JaHOMYy OMUCi BiOHOCATLCS OO0 NiKyBaHHS,
noserweHHs, iHribyBaHHa po3Butky abo nonepe-
IKEHHs1 po3ragy abo cTaHy, [0 SKOro 3aCTOCOBYETh-
CcA faHui TepMiH, abo nonepemkeHHs ogHoro abo
OinbLUe cumnToMiB BKa3aHoro ctaHy abo posnagy.

Cronyku cpopmymm 1 i hapmaueBTUHHO MPUIAHS-
THi coni BKasaHuX Cromfyk ChifbHO Ha3vMBalOTb B Aa-
HOMY OMKUCi SIK «HOBI CMOSYKM 3@ AaHUM BUHaxXog4oMy i
«aKTMBHIi CMONYKN 3@ AaHUM BMHAxX040M».

lMepeBaxHi BapiaHTM [AaHOro BWHaxody BigHO-
cATbCca o crnonyk opmynu 1 i ix papmaueBTUYHO
NPUAHATHUX conel, e G saBnse coboto rpyny dop-
Mynu ii i kinbLe AA aBnsie coboto 6eH30MbHE Kinbue.

IHWi nepeBaxHi BapiaHTM gaHOro BWHaxody BiA-
HOCATbLCS A0 crnonyk oopmynm 1 i X dhapmMaueBTUYHO
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NPUIHATHUX coneit, ae — X——-Y — sBnsie coboto -
CHaz-NH-.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony Big-
HOCATbCS A0 cnonyk popmymm 1 i ix papmaleBTUYHO
NPUAHATHUX conel, ae G aBnse coboto HadpTvn i R™i
R™ HesarnexHo siBMsOTL CO60I0 BoaeHs abo dTop.

|HWIi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCS A0 cnonyk popmymm 1 i ix papmaueBTUYHO
NPUHATHUX COnewn, Ae, NPUHaNMHI, oauH R" a6o R™
aBnsie coboto ptop abo MeTokcK.

|HWI nepeBaxHi BapiaHTM gaHOro BWHaxony BiA-
HOCATbCA A0 cnonyk popmymm 1 i ix papmaleBTUYHO
npUHATHNX conew, ae G aBnse coboto rpyny dop-
Mynu, BUGpaHoT 3:

abo

O

Meo N

IHWI nepeBaxHi BapiaHTW AaHOro BWHaxody Bia-
HOCATbCS A0 cnonyk popmymm 1 i ix papmaLeBTUYHO
npuUMHATHMX conell, ge G saBnse cobow 2,3-
auxrnopdeHin.

IHWI nepeBaxHi BapiaHTU OaHOro BWHaxody Bia-
HOCATbCS A0 crnonyk popmymm 1 i ix papmaleBTUYHO
npunHATHUX coner, ae W i V aensatoTte coboto C abo
CH.

IHWI nepeBaxHi BapiaHTU AaHOro BWHaxody Bia-
HOCATbCS A0 cnonyk popmymm 1 i ix papmaLeBTUYHO
npurHATHMX conen, ae D aBnsie coboto N, Q sBnse

coBoto N, Z siBnsie cobowo CH, —X——-Y— qgnse
coboto -CH-CHo- abo -CH=CH- i R1, R*iR® asnsitoTh
co6010 BoAEHb.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony BiA-
HOCATbCA A0 crnonyk popmymm 1 i ix papmaueBTUYHO
npunHATHUX coner, ae W i V aensatoTte coboto C abo
CH a6o ge T1inbkm ognH W abo V sensie coboto N.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony BiA-
HOCATbCA A0 cnonyk popmymm 1 i ix papmaleBTUYHO
NPURHATHUX conen, e i Q, i Z sensitoTe coboro N.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCA A0 crnonyk popmymm 1 i ix papmaleBTUYHO
NPUHATHUX COnewn, ae R*i R® aBnsitoTb cobolo Bo-
O€EHb.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCA A0 cnonyk popmymm 1 i Tx dhapmaLeBTUYHO
npURHATHUX conel, ae D sasnse coboto N.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCA A0 cnonyk popmymm 1 i Tx dhapmaLeBTUYHO
NPUAHATHUX conel, ae A aBnsie coboto -(CH2)4O-.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCSA A0 crnonyk popmymm 1 i Tx dhapmaLeBTUYHO
npuURHATHUX conen, ae Q sBnse coboto N i Z aBnse
coboto C abo CH.
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|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony BiA-
HOCATbLCA A0 cnonyk popmymm 1 i Tx dhapmaLeBTUYHO
npURHATHUX conen, ae Q sBnse coboto N i Z aBnse
coboto N.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony BiA-
HOCATbCS A0 crnonyk popmymm 1 i Tx dhapmaLeBTUYHO

NPUIHATHUX coreit, ae — X——-Y — sBnsie coboto -
CH>-CH>- abo -CH=CH-.

|HWi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCA A0 cnonyk popmymm 1 i ix papmaleBTUYHO
NPURHATHUX conen, Ae R’ siBnsie co6oto BOAEHD.

|HWI nepeBaxHi BapiaHTM gaHOro BWHaxony BiA-
HOCATbCA A0 cnonyk popmymm 1 i ix hapmaueBTUYHO
npURHATHUX conen, ae Q siensie coboto C abo CH i Z
aBnsie coboto N.

|HWIi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCA A0 crnonyk popmymm 1 i ix dpapmaleBTUYHO

NPUIHATHUX coneit, oe — X~ ——Y — sBnsie cobolo -O-
CHo-.

|HWIi nepeBaxHi BapiaHTM gaHOro BWHaxony Bia-
HOCATbCS A0 crnonyk popmymm 1 i ix papmaleBTUYHO

NPUIHATHUX conen, ae —X———Y — spnse co6oto
CHy-O-.

IHWi nepeBaxHi BapiaHTU OaHOro BWHaxody Bia-
HOCATbCS A0 cnonyk popmymm 1 i ix papmaLeBTUYHO
NPUHATHNX conen, ge A aBnse coboto -(CH2)m-CHz-,
ae m sBnsie coboto 3 abo 4.

|HWIi nepeBaxHi BapiaHTM gaHOro BuHaxony BiA-
HOCATbCA A0 cnonyk popmymm 1 i ix papmaueBTUYHO
nNpUHATHNX conew, e G aBnse coboto rpyny dop-
mynu (i) i W i V, obugea, sensaoTe coboto N abo W
aBnsie coboto N, a V aBnsie coboto C abo CH.

OpHa rpyna KOHKpeTHWX BapiaHTiB AaHOro BUHa-
xof4y BigHocUTbCA 0 crnonyk dpopmymm 1 iix papma-
LeBTUYHO MPUIHATHUX CONEW, Ae BCi aToMu kapbouu-
KniyHoro kinbua AA € atomamu Byrneut. [aHi
BapiaHTX BKIOYaTb HACTYMHI CAONykK i iX hapma-
LeBTUYHO NPUIAHATHI coni. Cnocobun cuHTe3y KOXHOI 3
BKa3aHWX CMOMyK ONUCaHi HxX4Ye B po3aini npuknaais.

7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
in)6yTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;

7-{4-[4-(2-Xnop-3-meTundeHin)ninepasunH-1-
in)oyTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(3-Xnop-2-meTundeHin)ninepasunH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(2,3-OumeTundeHin)ninepasunH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2-Xnop-3-hpTopdeHin)ninepasuH-1-
in)6éyTokcu}-3,4-gurinpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(3-Xnop-2-pTopdeHin)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2-Xnop-3-
TpudTopMeTUndeHin)ninepasuH-1-injoytokcm}-3,4-
aurigpo-1H-[1,8]Hadp TMpUANH-2-0H;
7-{4-[4-(2,3-Anxnop-4-dpTopdeHin)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuamH-2-oH;
7-{4-[4-(2-Xnop-4-dTopcheHin)ninepasunH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8JHad TpuanMH-2-oH;
7-{4-[4-(2-XnopdpeHin)ninepasuH-1-in)6yTokcn}-
3.,4-purigpo-1H-[1,8]HacdTmpmanH-2-0H;
7-[4-(4-BicheHin-2-inninepa3uH-1-in)6yTokcu]-3,4-
aurigpo-1H-[1,8]Hadp TMpUANH-2-0H;
7-{4-[4-(2,5-AnxnopdeHin)ninepasmH-1-
injoyTokcu}-3,4-gurinpo-1H-[1,8JHad TpuamH-2-oH;
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7-{4-[4-(2-Xnop-4-dTOp-5-
meTundeHin)ninepasunH-1-in]6yTokcu}-3,4-gurigpo-
1H-[1,8]Hacb TpMAUH-2-0H;
7-{4-[4-(5-Xnop-2-meTundeHin)ninepasuH-1-
in6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TvpnanH-2-oH;
7-{4-[4-(2-Xnop-4-dTOp-3-
MeTundeHin)ninepasuH-1-in]oytokcn}-3,4-gurigpo-
1H-[1,8]Hacb TMpMAaNH-2-0H;
7-{4-[4-(3-ETundpeHin)ninepasuH-1-in)oyTokcu}-
3.,4-purigpo-1H-[1,8]Hacb TpMAUH-2-0H;
7-{4-[4-(3-Xnop-2-meTokcudeHin)ninepasunH-1-
in)6yTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(3-MeTun-2-cheHokcudeHin)ninepasunH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2,3-OnmeTOKCHdEHINMNiNEpa3nH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2-ETokcndeHin)ninepasuH-1-in)oyTokcu}-
3,4-purigpo-1H-[1,8]Hacd TpmanH-2-0H;
7-{4-[4-(2-Xnop-3-eToKcudeHin)ninepasunH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanMH-2-oH;
7-{4-[4-(2-Xnop-3-meTokcudeHin)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8JHad TpuanH-2-oH;
7-{4-[4-(2-Xnop-3-i3onponokcudeHin)ninepasuH-
1-in]6yTokeu}-3,4-gurigpo-1H-[1,8]Hach TMpmManH-2-0H;
7-{4-[4-(3-MeTOKCU-2-MeTUNdeHIN)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8JHad TpuamH-2-oH;
7-{4-[4-(5-Xnop-2-i3onponokcudgeHin)ninepasuH-
1-in]6yTokecwn}-3,4-gurigpo-1H-[1,8]Hadb TMpnamH-2-oH;
7-{4-[4-(2-13onponokcudeHin)ninepasuH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2-1306yTOKCUD EHIN)NiNEPa3UH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-{4-[4-(2-AueTnn-3-xnopdeHin)ninepasmH-1-
in]oyTokecu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(3-Xnop-2-eTundeHin)ninepasunH-1-
in]oyTokecu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2-AueTnn-3-pTopdeHin)ninepasmH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2-ETvn-3-cTOpdeHin)ninepasmH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(3-AueTnn-2-xnopdeHin)ninepasmH-1-
in]oytokeu}-3,4-gurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(3-AueTundeHin)ninepaswH-1-
in]oytokeu}-3,4-gurigpo-1H-[1,8]Hacd TMpnanH-2-0H;
7-{4-[4-(2-AueTvndeHin)ninepasun-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-{4-[4-(2-ETundpeHin)ninepasuH-1-in]oyTokcu}-
3,4-avrigpo-1H-[1,8]Hadp TMpMANH-2-0H;
7-[4-(4-o-Toninninepa3suH-1-in)6yTokcu]-3,4-
aurigpo-1H-[1,8]Hadb TpnAUH-2-0H;
7-{4-[4-(2-TpndTOpMeTUNEHIN)NiNepasmnH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{4-[4-(3-TpudTopMeTUNdeHin)ninepasuH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmManH-2-oH;
7-[4-(4-PeHinninepasuH-1-in)oyTokcu]-3,4-
aurigpo-1H-[1,8]Hadb TpnAnH-2-0H;
7-{4-[4-(4-DTOpheHin)ninepasuH-1-in]oyTokcu}-
3,4-aurigpo-1H-[1,8]Hacp TMpMAanH-2-0oH;
7-{4-[4-(2,4-OncpTopdeHin)ninepasuH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-(4-{4-[2-(1,1-OudpTopeTvin)deHin]ninepasuH-1-
in}oytokcm)-3,4-gurigpo-1H-[1,8]JHadb TMpnamH-2-oH;
7-[4-(4-MipnanH-2-inninepasuH-1-in)6yTokcu]-3,4-
aurigpo-1H-[1,8]Hadb TpuAnH-2-0H;
7-{4-[4-(6-MeTunnipnanH-2-in)ninepasux-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
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7-{4-[4-(6-ETvnnipngun-2-in)ninepasux-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{4-[4-(6-Linkno nponin-nipugunH-2-in)ninepasuH-
1-in]6yTokewn}-3,4-gurigpo-1H-[1,8]Had TMpManH-2-oH;
7-{4-[4-(4-MeTunnipumignn-2-in)ninepasuH-1-
in6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TpnanH-2-oH;
7-[4-(4-HadbTaniH-1-inninepaswux-1-in)oyTokcu]-
3,4-purigpo-1H-[1,8]Hacp TmpmanH-2-oH;
7-{4-[4-(5,6,7,8-TeTparigpoHadpTaniH-1-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(3-PTOP-5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Hadb TMpUANH-2-0H;
7-{4-[4-(8-0oKkc0-5,6,7 8-TeTparigpoHadTaniH-1-
in)ninepasuH-1-in)oytokcu}-3,4-gurinpo-1H-
[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(7,7-OumeTnn-8-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3swuH-1-in]oytokcu}-
3,4-purinpo-1H-[1,8]Hacb TpMAUH-2-0H;
7-{4-[4-(7,7-OndTop-8-0KCO-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3swuH-1-in]oytokcu}-
3,4-purinpo-1H-[1,8]Hacb TpMANH-2-0H;
7-{4-[4-(7,7-OndpT0Op-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oyTokcu}-
3.,4-purigpo-1H-[1,8]HacdTMpmanH-2-0H;
7-{4-[4-(7-okco0-5,6,7 8-TeTparigpoHadTaniH-1-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Had TMpPUANH-2-0H;
7-{4-[4-(7-Tigpokcn-5,6,7 ,8-TeTparigpoHadtaniH-
1-in)ninepasuH-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Had TMpPUANH-2-0H;
7-{4-[4-(5-Okco-5,6,7,8-TeTparigpoHadptanis-1-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Had TMPUANH-2-0H;
7-{4-[4-(5,5-OudpTOpP-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oyTokcu}-
3.,4-purigpo-1H-[1,8]Had TmpmanH-2-0H;
7-[4-(4-lnpaH-4-inninepaswvH-1-in)oyTokcu]-3,4-
aurigpo-1H-[1,8]Hacp TMpUANH-2-0H;
7-{4-[4-(2-OkcoiHgaH-4-in)ninepaauH-1-
inoyTokcu}-3,4-gurinpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2,2-AndTOpiHOaH-4-in)ninepa3uH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8JHad TpnanH-2-0H;
7-{4-[4-(6,7,8,9-TeTparigpo-5H-
6eHsoumknorenteH-1-in)ninepasun-1-in)oytokcmn}-3,4-
avrigpo-1H-[1,8]Hacp TMpUANH-2-0H;
7-[4-(4-HadbTaniH-1-inninepuann-1-in)oyTokcu]-
3,4-aurigpo-1H-[1,8]Hadp TMpmAnH-2-oH
7-{4-[4-(7T-DTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-{4-[4-(8-DPTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokecu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(6-PTOPHadTaNiH-1-in)ninepasnH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-{4-[4-(5-PTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(4-DTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(3-PTOPHadTaNiH-1-in)ninepasnH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2-DTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(6,7-AndpTopHadTaniH-1-in)ninepasuH-1-
in]oytokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
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7-{4-[4-(7-MeTokcuHad TaniH-1-in)ninepasuH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TpnanH-2-oH;
7-{4-[4-(7-XnopHadTaniH-1-in)ninepasuH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TpnanH-2-oH;
7-{4-[4-(5-XnopHadTaniH-1-in)ninepa3uH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TvpnanH-2-oH;
7-{4-[4-(6-XnopHad>TaniH-1-in)ninepa3uH-1-
in)6yTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(8-XnopHadTaniH-1-in)ninepasuH-1-
in)oéyTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(7-AueTvnHadpTanin-1-in)ninepasuH-1-
in)oéyTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(6-AueTvnHadTaniv-1-in)ninepa3uH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(5-AueTvnHadpTanin-1-in)ninepasuH-1-
in)oyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(4-AueTvnHadpTanin-1-in)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2-AueTvnHadpTanin-1-in)ninepasuH-1-
injoyTokcu}-3,4-gurinpo-1H-[1,8Had TpuamH-2-oH;
8-{4-[4-(7-Okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAnH-2-inokeun)oyTun]ninepasuH-1-
infHadTaniH-2-kapboHiTpU;
N-(8-{4-[4-(7-Okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAnH-2-inokeun)oyTun]ninepasuH-1-
infHadTaniH-2-in)aueTamia;
7-{4-[4-(2,3-AnxnopdeHin)ninepasmH-1-
inoyTokcu}-1H-[1,8]Had TMpMaOnH-2-0H;
7-{4-[4-(2-Xnop-3-
TpudTopMeTUndeHin)ninepasuH-1-in]joytokcu}-1H-
[1,8]Hadb TMPUANH-2-0H;
7-{4-[4-(2-AueTnn-3-xnopdeHin)ninepasmH-1-
inoyTokcu}-1H-[1,8Hadb TMpMaOnH-2-0H;
7-{4-[4-(3-Xnop-2-eTundeHin)ninepasunH-1-
injoyTokcu}-1H-[1,8Hadb TMpManH-2-0H;
7-{4-[4-(2-AueTnn-3-pTopdeHin)ninepasmH-1-
injoytokcu}-1H-[1,8Hadp TMpManH-2-0H;
7-{4-[4-(3-AueTnn-2-xnopdeHin)ninepasmH-1-
inoytokcu}-1H-[1,8Hadp TMpManH-2-0H;
7-{4-[4-(2-Xnop-4-pTOp-5-
MeTundeHin)ninepasun-1-in]oytokcm}-1H-
[1,8]Had TMPUANH-2-0H;
7-{4-[4-(2-Xrnop-4-dpTOP-3-
mMeTundeHin)ninepasun-1-in]oytokcm}-1H-
[1,8]Had TMPUANH-2-0H;
7-{4-[4-(5-Xnop-2-i3onponokcudeHin)ninepasmH-
1-in]6yTokcn}-1H-[1,8]Hadb TUpMANH-2-0H;
7-{4-[4-(2-13onponokcudeHin)ninepasun-1-
inoyTokcu}-1H-[1,8Hadh TMpManH-2-0H;
7-{4-[4-(2-1306yTOKCUDEHIN)NiNEPa3UH-1-
inoytokcu}-1H-[1,8Hadh TMpMaAnH-2-0H;
7-[4-(4-o-ToninninepasuH-1-in)oyTokcu]-1H-
[1,8]HadTMPUANH-2-0H;
7-{4-[4-(4-DTOpbeHin)ninepasuH-1-in]oyTokcu}-
1H-[1,8]HadbT"pmanH-2-0OH;
7-{4-[4-(3-Xnop-4-dTopcheHin)ninepasunH-1-
imoyTtokcu}-1H-[1,8Hadh TMpManH-2-0H;
7-{4-[4-(3-TpudTopMeTUNdeHin)ninepasuH-1-
inoyTtokcu}-1H-[1,8Hach TMpMANH-2-0H;
7-{4-[4-(2-TpndTOpMeTUNEHIN)NiNepasmnH-1-
imoyTtokcu}-1H-[1,8Hach TMpManH-2-0H;
7-(4-{4-[2-(1,1-OucbTopeTvin)deHin]ninepasmH-1-
imbyTokcn)-1H-[1,8]Hacd TpnanH-2-oH;
7-{4-[4-(2-Xnop-3-meToKCUdeHIn)ninepasunH-1-
imoyTtokcu}-1H-[1,8Hacp TMpMANH-2-0H;
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7-{4-[4-(2-Xnop-3-eToKcundeHin)ninepasunH-1-
imoyTtokcu}-1H-[1,8Hacp TMpMANH-2-0H;
7-{4-[4-(2-Xnop-3-izonponokcudeHin)ninepasuH-
1-imjoytokcu}-1H-[1,8JHad TMpMANH-2-0H;
7-{4-[4-(3-MeTun-2-dbeHokcudeHin)ninepasmH-1-
imoyTtokcu}-1H-[1,8Hacp TMpMANH-2-0H;
7-{4-[4-(3-Xnop-2-dTopdheHin)ninepasunH-1-
in]oytokeu}-1H-[1,8]HadTMpmanH-2-0H;
7-{4-[4-(2-Xnop-4-dTopcbeHin)ninepasnH-1-
in]oytokeu}-1H-[1,8]HadTMpmManH-2-0H;
7-{4-[4-(2,3-Ouxnop-4-dTopdeHin)ninepasuH-1-
in]oytokeu}-1H-[1,8]HadTMpmanH-2-0H;
7-{4-[4-(2-XnopdpeHin)ninepasunH-1-in)0yTokcu}-
1H-[1,8]Hadb TMPNANH-2-0H;
7-[4-(4-BiceHin-2-inninepa3uH-1-in)byTokcum]-1H-
[1,8]Hadp TMPMANH-2-0H;
7-{4-[4-(3-MeToKCU-2-MeTUNdeHin)ninepasuH-1-
in]oytokeu}-1H-[1,8]JHad TMpmanH-2-0H;
7-{4-[4-(2-Xnop-3-dpTopdheHin)ninepasunH-1-
in]oytokeu}-1H-[1,8]HadTMpmanH-2-0H;
7-{4-[4-(6-LimknonponinnipyanH-2-in)ninepasuH-
1-in]6yTokeu}-1H-[1,8]Hacp TMpmanH-2-oH;
7-[4-(4-MipumiguH-2-inninepa3uH-1-in)6 yTokcu]-
1H-[1,8]Hadb TMPNANH-2-0H;
7-{4-[4-(4-MeTokcunipumignH-2-in)ninepasuH-1-
im6yTokcu}-1H-[1,8]JHacbTmpnanH-2-oH;
7-[4-(4-1npan-4-inninepasuH-1-in)6yTokcn]-1H-
[1,8]HadpTMpMAanH-2-0H
7-{4-[4-(5,6,7,8-TeTparigpoHadpTaniH-1-
in)ninepasun-1-in)6yTokcu}-1H-[1,8]Hacb TMpmamH-2-
OH;
7-{4-[4-(3-PTOP-5,6,7,8-TeTparigpoHadpTaniH-1-
in)ninepasuH-1-in)6yTokcu}-1H-[1,8]Hacb TMpnamH-2-
OH;
7-{4-[4-(8-0okco0-5,6,7 8-TeTparigpoHadTaniH-1-
in)ninepasuH-1-in)6yTokcu}-1H-[1,8]Hacb TMpnamH-2-
OH;
7-{4-[4-(7,7-OumeTnn-8-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepaswuH-1-in]oytokcu}-
1H-[1,8]Hadb TMPMAUH-2-0H;
7-{4-[4-(7,7-OumeTnn-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3swuH-1-in]oyTokcu}-
1H-[1,8]Had> TMPNAUH-2-0H;
7-{4-[4-(7,7-OndTop-8-0KC0O-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3swuH-1-in]oyTokcu}-
1H-[1,8]Hacb TMpMANH-2-0H;
7-{4-[4-(7,7-OndpT0Op-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oyTokcu}-
1H-[1,8]Hacb TMpMANH-2-0H;
7-{4-[4-(7-Okco-5,6,7,8-TeTparigpoHadptaniy-1-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Had TMpnaonH-2-
OH;
7-{4-[4-(7-Okco-5,6,7,8-TeTparigpoHadptaniy-1-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpnaonH-2-
OH;
7-{4-[4-(7-Tigpokcn-5,6,7 ,8-TeTparigpoHadpTaniH-
1-in)ninepasuH-1-in)oytokcu}-1H-[1,8]Hadb TMpmanH-2-
OH;
7-{4-[4-(5-Okco-5,6,7,8-TeTparigpoHadptanis-1-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpmanH-2-
OH;
7-{4-[4-(5,5-OudpTOpP-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oyTokcu}-
1H-[1,8]Hadh TMpMANH-2-0H;
7-{4-[4-(3-OkcoiHgaH-4-in)ninepaaunH-1-
injoyTokcu}-1H-[1,8Hadb TMpUANH-2-0H;
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7-{4-[4-(2-OkcoingaH-4-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-{4-[4-(2,2-OncpTopiHoaH-4-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-[4-(4-HadbtaniH-1-inninepaswun-1-in)oyTokcu]-
1H-[1,8]Hacb TMpMANH-2-0H;
7-{4-[4-(6-PTOpHadTaNiH-1-in)ninepasuH-1-
in)eyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-{4-[4-(7-DPTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8JHadb TMpNANH-2-0H;
7-{4-[4-(8-PTOpHadTaniH-1-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-{4-[4-(5-PTOpHadTaniH-1-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-{4-[4-(4-DTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8JHadb TMpNANH-2-0H;
7-{4-[4-(3-PTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8JHadb TMpNANH-2-0H;
7-{4-[4-(2-DPTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8Hadb TMpMANH-2-0H;
7-{4-[4-(6,7-OundbTopHadpTanin-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpMAnH-2-0H;
7-{4-[4-(7-XnopHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpMaOnH-2-0H;
7-{4-[4-(6-XnopHadTaniH-1-in)ninepa3unH-1-
injoyTokcu}-1H-[1,8]Hadb TMpUONH-2-0H;
7-{4-[4-(5-XnopHadTaniH-1-in)ninepa3uH-1-
injoyTokcu}-1H-[1,8]Hadb TMpMaOnH-2-0H;
7-{4-[4-(8-XnopHadTaniH-1-in)ninepa3uH-1-
inoyTokcu}-1H-[1,8]Had TMpMaOnH-2-0H;
7-{4-[4-(7-MeToKCU-HacbTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpManH-2-0H;
7-{4-[4-(6-MeTokcnHadTaniH-1-in)ninepaswH-1-
injoyTokcu}-1H-[1,8Hadb TMpManH-2-0H;
7-{4-[4-(7T-AueTvnHadpTaniH-1-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpManH-2-0H;
7-{4-[4-(6-AueTunHadpTaniH-1-in)ninepa3uH-1-
inoytokcu}-1H-[1,8Had TMpnanH-2-0H;
7-{4-[4-(5-AueTvnHadpTaniH-1-in)ninepasuH-1-
inoytokcu}-1H-[1,8Hadb TMpManH-2-0H;
7-{4-[4-(4-AueTvnHadpTaniH-1-in)ninepasuH-1-
injoytokcu}-1H-[1,8Hadp TMpManH-2-0H;
7-{4-[4-(2-AueTvnHadpTaniH-1-in)ninepasuH-1-
inoytokcu}-1H-[1,8Hadh TMpManH-2-0H;
8-{4-[4-(7-Okco-7 8-gurigpo-[1,8]HacdTMpnanH-2-
inokcn)oyTunjninepasuH-1-infHad TaniH-2-
KapOoHiTpum;
1-MeTnn-7-[4-(4-HacpTanin-1-inninepasuH-1-
in)6yTokcu]-1H-[1,8Hadh TMpManH-2-0H;
7-{3-[4-(2,3-AuxnopdeHin)ninepasunH-1-
injnponokcu}-1H-[1,8]Hacd TMpnanH-2-0H;
7-[3-(4-HadbTaniH-1-inninepaswH-1-in)nponokcu]-
1H-[1,8]HadbT"pmanH-2-0H;
7-[3-(4-HadbTtaniH-1-inninepaswH-1-in)nponokcu]-
3,4-avrigpo-1H-[1,8]Hadp TMpMANH-2-0H;
7-{2-[4-(2,3-AuxnopdeHin)ninepasunH-1-
injetokcu}-1H-[1,8]Hacd TpUONH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepaaun-1-in]-1-
meTunbyTtokewn}-3,4-gurigpo-1H-[1,8]Hacb TMpmamH-2-
OH;
7-[1-MeTun-4-(4-HadTaniH-1-inninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepasun-1-in)-1,1-
anmeTundytokewn}-3,4-gurigpo-1H-[1,8]Hadb TMpmgun-
2-0H;
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7-[1,1-OumeTun-4-(4-HadpTaniH-1-inninepaswn-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{5-[4-(2,3-OuxnopdeHin)ninepasunH-1-
injnenTun}-3,4-gurigpo-1H-[1,8]Had TMpMAnH-2-0H;
7-{5-[4-(2-Xnop-3-meTundeHin)ninepasunH-1-
injneHTun}-3,4-gurigpo-1H-[1,8]Had TMpMANH-2-0H;
7-{5-[4-(2,3-Ouxnop-4-dpTopdeHin)ninepasuH-1-
injneHTun}-3,4-gurigpo-1H-[1,8]Had TMpMANH-2-0H;
7-{5-[4-(5,6,7,8-TeTparigpoHadtaniH-1-
in)ninepaaun-1-injnenTun}-3,4-gurigpo-1H-
[1,8]Hadp TMPMANH-2-0H;
7-[5-(4-HadbTaniH-1-inninepasuH-1-in)neHTun]-
3,4-purigpo-1H-[1,8]Hacp TMpMAanH-2-oH;
7-{5-[4-(2-Xnop-4-dhTopdheHin)ninepasunH-1-
injneHTun}-3,4-gurigpo-1H-[1,8]Had TMpMAnH-2-0H;
7-{5-[4-(2-Xnop-4-dTOp-3-
meTundeHin)ninepasuH-1-injneHTun}-3,4-gurigpo-1H-
[1,8]HadpTMPMANH-2-0H;
7-{5-[4-(6-MeTvnnipnamH-2-in)ninepasuH-1-
injneHTun}-3,4-gurigpo-1H-[1,8]Had TMpMANH-2-0H;
7-{5-[4-(6-ETvnnipngunH-2-in)ninepasuH-1-
injneHTun}-3,4-gurigpo-1H-[1,8]Had TMpMAnH-2-0H;
7-{5-[4-(6-Uukno nponinnipuanH-2-in)ninepasuH-
1-injneHTun}-3,4-gurigpo-1H-[1,8]Had TMpMANH-2-0H;
7-{5-[4-(4,6-OumeTunnipnanH-2-in)ninepasuH-1-
injnentnn}-3,4-gurigpo-1H-[1,8]Had TMpMAnH-2-0H;
7-{5-[4-(2,3-OunxnopdeHin)ninepasuH-1-
injnentnn}-1H-[1,8]Had TpNANH-2-0H;
7-{4-[4-(2,3-OunxnopdeHin)ninepasnH-1-
injoyTokcu}-4-metun-1H-[1,8]Had TMpMANH-2-0H;
7-{4-[4-(2,3-OunxnopdeHin)ninepasuH-1-
injoyTokcu}-4-metn-3,4-gurigpo-1H-
[1,8]Hadb TMPWMANH-2-0H;
7-{5-[4-(2,3-OunxnopdeHin)ninepasuH-1-
injnenTun}-4-memn-1H-[1,8]Had TMpnamnH-2-oH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
inj6yTokcu}-3-metun-1H-[1,8]Had TMpMANH-2-0H;
7-{5-[4-(2,3-OunxnopdeHin)ninepasuH-1-
inlneHTMn}-3-metnn-1H-[1,8]Hacd TMpUANH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injoyTokcu}-3-metun-3,4-gurigpo-1H-
[1,8]Had TMpPUANH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injoyTokcu}-3,4-gumetun-1H-[1,8]Hacb TmpmamH-2-oH;
7-{5-[4-(2,3-OuxnopdeHin)ninepasuH-1-
inlneHTun}-3,4-gumetnn-1H-[1,8Hacd TpnanMH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injoyTokcu}-3-pTop-1H-[1,8]Hadb TMpMAUH-2-0H;
3-®T0op-7-[4-(4-HadbTaniH-1-inninepa3uH-1-
in)6yTokcu]-1H-[1,8]Hadb TMpMAnH-2-0H;
7-[4-(4-HadpraniH-1-inninepa3uH-1-in)6yTokcu]-3-
(2,2,2-TpndpTopetnn)-1H-[1,8JHad TMPMOUH-2-0H;
7-{4-[4-(2,3-AnxnopdeHin)ninepasumH-1-
injoyTokcu}-3,3-gumetun-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]6ytokcu}-3,3-aumenn-1H-[1,8JHad mpuann-2,4-
AioH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]6yTokcu}-4-rigpokeu-3,3-gumetnn-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0H;
4 ,4-NnmeTun-7-[4-(4-HadbTaniH-1-inninepa3uH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]oyTokcu}-4,4-gumetnin-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0H;
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4.4-Nnmetvin-7-{4-[4-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oytokcu}-
3,4-purigpo-1H-[1,8]Hacp TMpmanH-2-oH;
7-[4-(4-1Hpan-4-inninepa3wH-1-in)6yTokcn]-4,4-
anmveTtnn-3,4-aurigpo-1H-[1,8]Had TvpnamH-2-oH;
7-{4-[4-(2-Xnop-3-meTundeHin)ninepasuH-1-
injoytokcu}-4,4-gume™n-3,4-gurigpo-1H-
[1,8]Hadb TMpPUANH-2-0H;
7-{4-[4-(3-Xnop-2-meTundeHin)ninepasuH-1-
injoyTokcu}-4,4-gpumeTun-3,4-gurigpo-1H-
[1,8]Hadb TMpUANH-2-0H;
7-{4-[4-(6-Uukno nponinnipugunH-2-in)ninepasvH-
1-in]6yTokcu}-4,4-pumeTnn-3,4-avrigpo-1H-
[1,8]Hadb TMpPUANH-2-0H;
7-{4-[4-(2-ETundpeHin)ninepasuH-1-in]oyTokcu}-
4.4-numetnn-3,4-gurigpo-1H-[1,8]Hacp TMpnanH-2-oHx;
7-{4-[4-(2-1306yTOKCHEHIN)NiNepa3nH-1-
injoyTokcu}-4,4-gpumeTun-3,4-gurigpo-1H-
[1,8]Had TMPUANH-2-0H;
7-{4-[4-(2-130nponokcudeHin)ninepasuH-1-
injoyTokcu}-4,4-gpumeTun-3,4-gurigpo-1H-
[1,8]Had TMPUANH-2-0H;
7-{4-[4-(2,3-AnxnopdeHin)ninepasuH-1-
in]6yTokcu}-6-memmn-3,4-gurigpo-1H-
[1,8]Had TMPUANH-2-0H;
7-{4-[4-(2,3-AnxnopdeHin)ninepasmH-1-
in]6yTokcu}-6-memmn-3,4-gurigpo-1H-
[1,8]Had TMPUANH-2-0H;
6-MeTtnn-7-[4-(4-HadbTaniH-1-inninepasuH-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]6yTokcu}-6-ptop-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0H;
6-PTOp-7-[4-(4-HadpTaniH4-inninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
6-PTOp-7-[4-(4-iHOaH-4-inninepa3nH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
6-Xnop-7-[4-(4-HacbTaniH-1-inninepasunH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
6-bpom-7-{4-[4-(2,3-gnxnopdeHin)ninepasnH-1-
in]oyTokecu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
6-bpom-7-[4-(4-HadpTanin-1-inninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]oyTokcu}-5-memn-3,4-gurigpo-1H-
[1,8]Had TMPUANH-2-0H;
5-MeTun-7-[4-(4-HadTaniH-1-inninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
5-MeTtun-7-{4-[4-(5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepasun-1-in)oyTokcu}-3,4-gurigpo-1H-
[1,8]HadhTMPUANH-2-0H;
7-[4-(4-1HgaH-4-inninepaavH-1-in)byTokcn]-5-
meTun-3,4-gurigpo-1H-[1,8]Hadb TpnAnH-2-0H;
7-[4-(4-1Hgan-4-inninepaavH-1-in)byTokcn]-5-
TpudTopmeT™n-3,4-gurigpo-1H-[1,8]Had TvpnamH-2-
OH;
7-[4-(4-HadbTaniH-1-inninepaswH-1-in)byTokcn]-5-
TpudTopmeTn-3,4-gurigpo-1H-[1,8]Hadb TMpnanH-2-
OH;
7-{4-[4-(5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepaawun-1-in)oyTokcn}-5-TpudTopmeTnn-3,4-
aurigpo-1H-[1,8]Hacb TpMAauH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]oyTokeu}-3,4-gurigpo-1H-nipugo[2,3-d]nipymignH-
2-0OH;
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7-[4-(4-HadbTaniH-1-inninepasun-1-in)oyTokcul-
3,4-aurigpo-1H-nipuao[2,3-d]nipuMignH-2-oH;
7-[4-(4-1ngan-4-inninepaaun-1-in)byToken]-3,4-
avrigpo-1H-nipuao[2,3-d]nipumianH-2-oH;
7-{4-[4-(5,6,7,8-TeTparigpoHadtaniH-1-
in)ninepaawun-1-in]oytokcun}-3,4-gurigpo-1H-
nipuao[2,3-d]nipumignH-2-oH;
7-{4-[4-(7-DTOpHad TaniH-1-in)ninepasmH-1-
in]oyTokeu}-3,4-gurigpo-1H-nipugo[2,3-d]nipymignH-
2-0H;
8-{4-[4-(2-Okco-1,2,3,4-TeTparigponipngo[2,3-
d]nipumiguH-7-inokcun)byTunjninepasmH-1-
iMfHad TaniH-2-kapboHITPUT;
7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]oyTokeu}-3-metn-3,4-gurigpo-1H-nipugo|2,3-
d]nipumiguH-2-oH;
3-MeTun-7-[4-(4-HadTaniH-1-inninepasuH-1-
in)6yTokcu]-3,4-gurigpo-1H-nipugo|[2,3-d]nipymig nH-
2-0OH;
7-{5-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injneHTun}-4,4-gumeTnn-1,4-aurigponipngo|2,3-
d][1,3]okcasnH-2-oH;
6-{5-[4-(2,3-OunxnopdeHin)ninepasuH-1-
injneHTun}-4H-nipnao([3,2-b][1,4]okcasnH-3-0H;
6-{5-[4-(5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepaaun-1-injneHTun}-4H-nipngo[3,2-
b][1,4]okcasnH-3-0H;
6-{4-[4-(2,3-OnxnopdeHin)ninepasuH-1-
in]oyTokeu}-4H-nipngo[3,2-b][1,4]okcasnH-3-oH;
6-[4-(4-IHpan-4-inninepasun-1-in)6yTokcu]-4 H-
nipnno[3,2-b][1,4]okcasnH-3-0H;
6-[4-(4-HadbtaniH-1-inninepaswH-1-in)dyTokcu]-
4H-nipnpol[3,2-b][1,4]okcasnH-3-0H;
6-{4-[4-(6-MeTokcHnipuanH-2-in)ninepas3uH-1-
inj6yTokcu}-4H-nipnao[3,2-b][1,4]okcasnH-3-0H;
6-{4-[4-(7-DTOpHadpTaninH-1-in)ninepasuH-1-
inj6yTokcu}-4H-nipnao([3,2-b][1,4]okcasnH-3-0H;
6-{4-[4-(5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepa3un-1-in)oyTokcu}-4 H-nipngo[3,2-
b][1,4]okcasnH-3-0H;
2-{4-[4-(2,3-OuxnopdeHin)ninepa3uH-1-
in)6yTokcu}-8H-nipnao([2,3-d]nipumignH-7-oH;
2-{4-[4-(2-13onponokcudeHin)ninepasunH-1-
inj6yTokcu}-8H-nipnao([2,3-d]nipumignH-7-oH;
2-[4-(4-lHpaH-4-inninepaswvH-1-in)oyTokcu]-8H-
nipnao[2,3-d]nipumianH-7-oH;
2-[4-(4-HadpraniH-1-inninepasuH-1-in)dyTokcu]-
8H-nipnoo[2,3-d]nipumiguH-7-oH;
6-PTOp-4-MeTUN-2-[4-(4-HacpbTaniH-1-
inninepasuH-1-in)6yTokcmn]-8H-nipmugo[2,3-
d]nipymiguH-7-oH;
2-{4-[4-(6-I30onponinnipnanH-2-in)ninepasnH-1-
in]6yTokcu}-4-metun-8H-nipnao[2,3-d]nipumignH-7-
OH;
2-{4-[4-(6-EvnnipngmnH-2-in)ninepasuH-1-
injoyTokcu}-4-metnn-8H-nipuao[2,3-d]nipumignH-7-
OH;
2-[4-(4-lHpaH-4-inninepa3suvH-1-in)oyTokcu]-4-
MeTun-8H-nipnao[2,3-dnipumianH-7-oH;
4-Memn-2-{4-[4-(5,6,7 ,8-TeTparigpoHadptaniH-1-
in)ninepasun-1-in)oyTokcm}-8H-nipngo[2,3-
d]nipymignH-7-oH;
2-{4-[4-(7-PTOpHadTaniH-1-in)ninepasnH-1-
in]6yTokcu}-4-metmn-8H-nipngo[2,3-d]nipumignH-7-
OH;
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2-{4-[4-(7-MeTOKCUHad TaniH-1-in)ninepasuH-1-
inj6yTokcu}-4-metun-8H-nipugo[2,3-d]nipumignH-7-
OH;

4-MeTnn-2-[4-(4-HadpTaniH-1-inninepasuH-1-
in)6yToken]-8H-nipnao([2,3-d]nipumiguH-7-oH;

2-{4-[4-(7-PTOpHadTaniH-1-in)ninepasuH-1-
inj6yTokcu}-4,8-gumemn-8H-nipuao[2,3-d]nipymiguH-
7-0OH;

2-{4-[4-(7-MeTOKCUHad TaniH-1-in)ninepasuH-1-
injoyTokcu}-4,8-gumeTmn-8H-nipupo([2,3-d]nipumiguH-
7-0OH;

7-{5-[4-(2,3-OunxnopdeHin)ninepasuH-1-
injnenTnn}-3,4-gurigpo-1H-[1,6]Had TMpMANH-2-0H;

7-{4-[4-(5,6,7,8-TeTparigpoHadpTaniH-1-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,6]Hadb TMPWMANH-2-0H;

7-[4-(4-HadbTaniH-1-inninepaswuH-1-in)oyTokcu]-
3,4-pvrigpo-1H-[1,6]Had TMPUAUH-2-0H;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injoyTokcu}-3,4-aurigpo-1H-[1,6]Hacdb TpnanH-2-oH;
7-[4-(4-1HpanH-4-inninepa3uH-1-in)6yTokcu]-3,4-
avrigpo-1H-[1,6]Hadp TMpMAanH-2-0H;
7-{4-[4-(7-DPTOpHadTaniH-1-in)ninepasuH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,6]Hacd TMpnanH-2-oH;
8-Bpom-7-[4-(4-HadbTaniH-1-inninepa3uH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,6]Hacd TMpnanH-2-oH;
8-Bpom-7-{4-[4-(2,3-guxnopdeHin)ninepasuH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,6]Hacd TMpnanH-2-oH;
8-Xrnop-7-{4-[4-(2,3-guxnopdeHin)ninepasmH-1-
in]6yTokcu}-3,4-aurigpo-1H-[1,6]Hacd TMpnanH-2-oH;
8-Xrnop-7-[4-(4-HacbTaniH-1-inninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,6]Hacd TMpnanH-2-oH;
7-[4-(4-HadptaniH-1-inninepa3un-1-in)dyTokcu]-2-
okco-1,2,3,4-teTparigpo-[1,6]Hacp TpnanH-8-
KapOOHOBOTKMCIIOTUME TUIOBUREQIP;
8-Me1un-7-[4-(4-HadTaniH-1-inninepasuH-1-
myna)byTokcu]-3,4-gurigpo-1H-[1,6]JHadb TMpnamH-2-
OH;

7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]oytokcu}-1H-[1,6]HacdTMpManH-2-oH;

7-{4-[4-(5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepasun-1-in)oyTokcun}-1H-[1,6]Hacd TMpnamH-2-
OH;

7-[4-(4-1HpaH-4-inninepaswnH-1-in)oyTokcu]-1H-
[1,6]HadTMPUAUH-2-0H;

7-[4-(4-HadbtaniH-1-inninepasun-1-in)oyTokcu]-
1H-[1,6]Hadp TMPUANH-2-OH;

7-{4-[4-(7T-DTOpHadTaniH-1-in)ninepasnH-1-
in]oytokecu}-1H-[1,6]HacdTMpManH-2-0H;

7-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
injoytunamin}-1H-[1,6]Had TMPNANH-2-0H i

7-{5-[4-(2,3-AuxnopdeHin)ninepasunH-1-
injnenTun}-4,4-gumeTtnn-1,4-gurigponipugol4,3-
d][1,3]okcasnH-2-0H.

Lla »x cama rpyna KOHKpeTHUX BapiaHTiB gopat-
KOBO BKIOMaE HaCTYMHi CMONyKM i iX papMaLeBTUHHO
MPUAHATHI coni:

7-{4-[4-(7-TpndTopMeTUNHad TaniH-1-
in)ninepaawun-1-in)oyTokcun}-3,4-gurigpo-1H-
[1,8]HadTMPUANH-2-0H;

7-{4-[4-(7-TpndpTOopMeTUNHad TaniH-1-
in)ninepasuH-1-in]6ytokcu}-1H-[1,8Had TMpManH-2-
OH;

7-(4-{4-[7-(2-TigppokcieTokcu)HadpTanin-1-
injninepaswH-1-in}oyTokcu)-3,4-gurigpo-1H-
[1,8]HadpTMPUANH-2-0H;
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7-(4-{4-[7-(2-MeToKCieTokCcM)HadpTaniH-1-
injninepaswnH-1-in}oyTokcu)-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0H;
7-(4-{4-[7-(2-AmiHoeTokcu)Hadb TaniH-1-
injninepasuH-1-in}oyTokcu)-3,4-gurigpo-1H-
[1,8]HacbTMPUANH-2-0H;
7-(4-{4-[7-(2-OumeTunamiHoeTokcu)HadpTanix-1-
injninepasuH-1-in}oyTokcu)-3,4-gurigpo-1H-
[1,8]HacbTMPUANH-2-0H;
7-(4-{4-[7-(2-TigpokcieTokcu)HadpTani-1-
injninepasux-1-in}oytokcn)-1H-[1,8]Had TMpManH-2-
OH;
7-(4-{4-[7-(2-MeToKCieTokcM)HadpTaniH-1-
injninepasux-1-in}oytokcn)-1H-[1,8]Hadd TMpManH-2-
OH;
7-(4-{4-[7-(2-AmiHoeTokcu)Hadb TaniH-1-
injninepasuH-1-in}oytokcn)-1H-[1,8]Hadd TMpManH-2-
OH;
7-(4-{4-[7-(2-OumeTunamiHoeTokcu)HadpTanix-1-
inninepaswH-1-in}oytokcn)-1H-[1,8]Hadd TMpManH-2-
OH;
7-{4-[4-(7-DTOpHad TaniH-1-in)ninepnanH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{4-[4-(2-Xnop-3-eTundeHin)ninepasuH-1-
imoyTtokcu}-1H-[1,8Hacp TMpManH-2-oH;
7-{4-[4-(7,8-OncpTopHadpTaniH-1-in)ninepasuH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpManH-2-0H;
7-{4-[4-(7,8-OuncpTopHadpTaniH-1-in)ninepasuH-1-
imoyTokcu}-1H-[1,8Hacp TMpManH-2-oH;
7-{4-[4-(6,8-OuncpTopHadpTaniH-1-in)ninepasuH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{4-[4-(6,8-OuncpTopHadpTaniH-1-in)ninepa3uH-1-
in6yTokcu}-1H-[1,8JHacp TMpManH-2-oH;
7-{4-[4-(5,7-OndbTopHadpTaniH-1-in)ninepasuH-1-
im6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TpnanH-2-oH;
7-{4-[4-(5,7-OudbTopHadpTaniH-1-in)ninepasunH-1-
in)eyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-{4-[4-(8-TpudpTopmeTUNHadTaniH-1-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(8-TpudpTopmeTUNHadTaniH-1-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpnaonH-2-
OH;
7-{4-[4-(2,2-OumeTuniHgan-4-in)ninepasuH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TvpnanH-2-oH;
7-{4-[4-(2,2-OumeTuniHgan-4-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-{4-[4-(2,2-OuncpTOp-3-0KCOIHAAH-4-iN)Ninepa3nH-
1-in]6yTokcu}-3,4-gurinpo-1H-[1,8]Hadb TMpnaonH-2-oH;
7-{4-[4-(2,2-OuncpTOp-3-0KCOIHAAH-4-iN)Ninepa3uH-
1-in]6yTokcu}-1H-[1,8JHadd TUpMANH-2-0H;
7-{4-[4-(2,2-OumeTun-3-okcoiHoaH-4-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Hadb TMpPUANH-2-0H;
7-{4-[4-(2,2-OumeTun-3-okcoiHoaH-4-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpmaonH-2-
OH;
7-{4-[4-(7-DPTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-5-metun-3,4-gurigpo-1H-
[1,8]Had TMpPUANH-2-0H;
7-{4-[4-(7-DPTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-5-metun-1H-[1,8Hacd TpnanH-2-oH;
7-{4-[4-(8-PTOpHadTaniH-1-in)ninepaswH-1-
injoyTokcu}-5-metun-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0H;
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7-{4-[4-(8-DTOpHadTaniH-1-in)ninepasuH-1-
inj6yTokcu}-5-metun-1H-[1,8]Hadd TMpMANH-2-0H;
6-dT1op-7-{4-[4-(7-pTOpHacTaniH-1-in)ninepasmH-
1-in)6yTokewn}-3,4-gurigpo-1H-[1,8]JHacb TMpMAamH-2-oH;
6-PTOp-7-{4-[4-(7-pTOPHadTaniH-1-in)ninepasuH-
1-in]6yTokcu}-1H-[1,8JHadd TMpMANH-2-0H;
6-PTOp-7-{4-[4-(8-pTOPHadTaniH-1-in)ninepasuH-
1-in]6yTokewn}-3,4-gurigpo-1H-[1,8]JHacb TMpMamH-2-oH;
6-PTOp-7-{4-[4-(8-pTOPHadTaniH-1-in)ninepasuH-
1-in]6yTokcu}-1H-[1,8JHadd TMpMANH-2-0H;
7-{4-[4-(7-DTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-4,4-gpumeTun-3,4-gurigpo-1H-
[1,8]Hadh TMpUANH-2-0H;
2-{4-[4-(7-PTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-8H-nipnao[2,3-d]nipyMiamH-7-oH;
2-{4-[4-(8-PTOpHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-8H-rapuao[2,3-d]nipumiguH-7-oH;
2-{4-[4-(7-MeTOKCUHad TaniH-1-in)ninepasuH-1-
injoyTokcu}-8H-nipnao[2,3-d]nipymiamH-7-oH;
2-{4-[4-(7-PTOpHadTaniH-1-in)ninepasuH-1-
in]6yTokcu}-5,8-aurinpo-6H-nipuao[2,3-d]nipymignH-
7-0OH;

2-{4-[4-(8-PTOpHadTaniH-1-in)ninepasuH-1-
in]6yTokcu}-5,8-aurinpo-6H-nipuao[2,3-d]nipymignH-
7-0OH;

2-{4-[4-(8-PTOpHadTaniH-1-in)ninepasuH-1-
in]6yTokcu}-4-metmn-8H-nipnao[2,3-d]nipuMignH-7-
OH;

2-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]6yTokcu}-4-metmn-8H-nipnao[2,3-d]nipuMignH-7-
OH;

2-{4-[4-(7T-DTOpHadTaniH-1-in)ninepasnH-1-
in]6yTokcu}-4-memmn-5,8-gurigpo-6H-nipugol[2,3-
d]nipyumignH-7-oH;

2-{4-[4-(2,3-OuxnopdeHin)ninepasunH-1-
in]6yTokcu}-6-prop-4-metvn-8H-nipmao[2,3-
d]nipymignH-7-oH;

6-PTOp-2-{4-[4-(7-pTOpPHadpTaniH-1-im)ninepasuH-
1-in]6yTokcu}-4-metnn-8H-nipnao[2,3-d]nipumignH-7-
OH;

6-PTOp-2-{4-[4-(8-bTOpPHadpTaniH-1-im)ninepasuH-
1-in]6yTokcu}-4-metnn-8H-nipnao[2,3-d]nipumignH-7-
OH;

4 4-NnmeTun-7-[4-(4-innninepasuH-1-in)6yTokcu]-
1,4-purigponipuao[2,3-d][1,3JokcasnH-2-0oH;

6-[4-(4-HadbTaniH-1-inninepasuH-1-in)dyTokcu]-
4H-nipuoo|2,3-blnipasuH-3-oH;

6-[4-(4-HadbTaniH-1-inninepasuH-1-in)dyTokcum]-
1,4-purigpo-2H-nipuao[2,3-b]nipasuH-3-oH;

7-{3-[4-(7-PTOPHadTaNiH-1-in)ninepasnH-1-
injnponokcu}-3,4-gurigpo-1H-[1,8]Hadp TpuanH-2-oH;

7-{3-[4-(7-PTOPHadTaNiH-1-in)ninepasnH-1-
injnponokcu}-1H-[1,8]Had TMpMAUH-2-0H i

7-[5-(4-HacbtaniH-1-inninepasun-1-
in)neHTunokecw)-3,4-aurigpo-1H-[1,8]HacdTMpnanH-2-
OH.

IHWa rpyna KOHKpPeTHWUX BapiaHTiB AaHOro BUHa-
Xo[y BigHOCUTbCA 40 crnosyk popmyrm 1 i ix pbapma-
LUEeBTUYHO MPURHATHUX conen, Ae, NpUHanMHI, OOuH 3
aToMiB Byrneuto kapboumknivyHoro kinbus AA, siki He €
cninbHUMK 3 BeH30MbHUM Kinbuem rpymm (i), 3amile-
HW/ He3arneXxHO aToMOM asoTy, kucHio abo cipku.
[aHi BapiaHT\ BKMtoYalTb HACTynHi crnonyku i ix da-
pMaLeBTUYHO MPUIAHATHI coni. Cnocobu cuHTesy Ko-
XHOT 3 BKa3aHUX CroMyK ONucaHi B HaBeAEHMX HDKYe
npvknagax.
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7-{4-[4-(2-Okco-2,3-gurigpobeH3ookcason-7-
in)ninepaawun-1-in)oytokcu}-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0H;
7-{4-[4-(2,3-AurigpobeH3odypaH-7-in)ninepasnH-
1-in]6yToken}-3,4-gurigpo-1H-[1,8]Had TMpMAWH-2-0H;
7-{4-[4-(2,2-OumeTnn-2,3-AurigpobeH3odypaH-7-
in)ninepaawun-1-in)oytokcu}-3,4-gurigpo-1H-
[1,8]HacbTMPUANH-2-0H;
7-[4-(4-XpomaH-8-inninepa3unH-1-in)oyTokcu]-3,4-
aurigpo-1H-[1,8]Hadh TpWAnH-2-0H;
7-{4-[4-(2,2-AnmeTnn-2H-xpomeH-8-in)ninepasuH-
1-in]6yTokewn}-3,4-gurigpo-1H-[1,8]Had TMpMAnH-2-0H;
7-{4-[4-(2,2-OnmeTunxpomaH-8-in)ninepasux-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{4-[4-(Cnipo[xpomeH-2,1'-LiuknoneHTaH]-8-
in)ninepaawux-1-in]oytokcun}-3,4-gurigpo-1H-
[1,8]HacbTMpUANH-2-0H;
7-{4-[4-(3,4-Aurigpocnipo[xpomeH-2,1'-
UMKnoneHTaH]-8-in)ninepasun-1-in)6ytokcu}-3,4-
aurigpo-1H-[1,8]Hadb TpWANH-2-0H;
7-{4-[4-(2-MeTun-2H-xpomeH-8-in)ninepasnH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpManH-2-oH;
7-{4-[4-(2-MeTunxpomaHn-8-in)ninepasunH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{4-[4-(2,3-AvrigpobeH3odypaH-4-in)ninepasuH-
1-in]6yTokewn}-3,4-gurigpo-1H-[1,8]Had TMpManH-2-oH;
7-{4-[4-(1,3-OurigpoiszobeH3odypaH-4-
in)ninepaawun-1-in)oytokcun}-3,4-gurigpo-1H-
[1,8]HacbTMpUaNH-2-0H;
7-[4-(4-XpomaH-5-inninepasuH-1-in)oyTokcu]-3,4-
aurigpo-1H-[1,8]Hadb TMpuanH-2-0H;
7-[4-(4-130xpomaH-5-inninepasux-1-in)dyTokcu]-
3,4-purigpo-1H-[1,8]Hacp TMpmanH-2-oH;
7-[4-(4-130xpomaH-8-inninepa3suk-1-in)oyTokcu]-
3,4-purigpo-1H-[1,8]Hacb TMpmanH-2-oH;
7-{4-[4-(2,3-Ourigpo6eH3o[1,4]aiokcmH-5-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(3,4-Ourigpo-2H-6eH30[b][1,4]aiokceniH-6-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(2,2,3,3-TeTpacpTop-2,3-
avrigpobeHso[1,4]giokcnn-5-in)ninepaswH-1-
in)oyTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(2,2-OncpTop6eH3o[1,3]aiokcon-4-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Had TMpPUANH-2-0H;
7-{4-[4-(4-OkcoxpomaH-8-in)ninepasnH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(3,3-01meTun-4-okcoxpomaH-8-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Hadb TMpPUANH-2-0H;
7-{4-[4-(3,3-OumeTunxpomaH-8-in)ninepasuH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuamH-2-oH;
7-[4-(4-beH3odypaH-7-inninepasuH-1-
in)6yTokcu]-3,4-gurinpo-1H-[1,8Had TpuanH-2-0H;
7-{4-[4-(1H-lnpon-7-in)ninepa3uvH-1-in]6yTokcu}-
3.,4-purigpo-1H-[1,8]Had TMpmanH-2-0H;
7-{4-[4-(1H-Inpon-4-in)ninepa3uH-1-in]6yTokcu}-
3.,4-purigpo-1H-[1,8]HacdbTmpmanH-2-0H;
7-{4-[4-(1-MeTun-1H-iHgo n-4-in)ninepaswH-1-
injoytokcu}-3,4-gurigpo-1H-[1,8JHad TpuamH-2-oH;
7-[4-(4-beHn3olb]tiodheH-4-inninepa3uH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-[4-(4-beH3o[1,2,5]okcapiazon-4-inninepa3uH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
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7-[4-(4-beH30[1,2,5]tiagiason-4-inninepasnH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacb TpnanH-2-oH;
7-{4-[4-(2-TpudTopmeTun-3H-6eH3oimigazon-4-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Hadb TMpUANH-2-0H;
7-{4-[4-(1-MeTun-1,2,3,4-TeTparigpoxiHoMiH-5-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(1-ETvn-1,2,3,4-TeTparigpoxiHoniH-5-
in)ninepasuH-1-in)oytokcu}-3,4-gurinpo-1H-
[1,8]Hadb TMpUANH-2-0H;
7-[4-(4-XiHoniH-8-inninepa3uH-1-in)6yTokcun]-3,4-
aurigpo-1H-[1,8]Had TMpuAnNH-2-0H;
7-[4-(4-XiHoniH-5-inninepa3uH-1-in)6yTokcun]-3,4-
aurigpo-1H-[1,8]Had TMpuANH-2-0H;
7-[4-(4-130xiHoniH-8-inninepa3suH-1-in)oyTokcu]-
3.,4-purigpo-1H-[1,8]Hacd TMpmanH-2-0H;
7-[4-(4-130xiHoniH-5-inninepa3suH-1-in)oyTokcu]-
3,4-purigpo-1H-[1,8]HacdTMpmanH-2-0H;
7-{4-[4-(3-DTOpXiHOMIH-5-iN)ninepa3nH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuamH-2-oH;
7-{4-[4-(3-DTOpXiHOMIH-8-iN)ninepasnH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8Had TpuamH-2-oH;
7-{4-[4-(2-MeTunxiHo niH-8-in)ninepa3uH-1-
injoytokcu}-3,4-gurigpo-1H-[1,8JHad TpuamH-2-oH;
7-{4-[4-(2-MeTOKCUXiHOMIH-8-iN)ninepa3uH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2-EToKCcUXiHONiIH-8-in)ninepa3nH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2-MeTOKCUXiHOMIH-5-iN)ninepa3uH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-[4-(4-XiHokcaniH-5-inninepasuH-1-in)oyTokcu]-
3,4-avrigpo-1H-[1,8]Hadp TMpMANH-2-0H;
7-{4-[4-(2-OnmeTrnamiHoxiHo NMiH-8-in)ninepasuH-
1-in]6yTokcwn}-3,4-gurigpo-1H-[1,8]JHadb TMpnanH-2-oH;
7-{4-[4-(2-MeTunamiHoxiHoniH-8-in)ninepa3uH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(2-Okco-1,2-gurigpoxiHoniH-8-
in)ninepaaun-1-in)oyTokcu}-3,4-gurigpo-1H-
[1,8]HadhbTMPUANH-2-0H;
7-{4-[4-(2-Okco-1,2,3,4-TeTparigpoxiHomiH-8-
in)ninepaawun-1-in)oyTokcu}-3,4-gurigpo-1H-
[1,8]HadbTMPUANH-2-0H;
7-{4-[4-(1-MeTun-2-okco-1,2,3 4-
TeTparigpoxiHoniH-8-in)ninepasunH-1-in)6yTokcn}-3,4-
aurigpo-1H-[1,8]Hacb TpMAauH-2-0H;
7-[4-(4-XpomaH-8-inninepasuH-1-in)6yTokcu]-1H-
[1,8]HadhTMPUANH-2-0H;
7-{4-[4-(2,2-AnmeTnn-2H-xpomeH-8-in)ninepasuH-
1-imjoyTokcu}-1H-[1,8Had TMpManH-2-0H;
7-{4-[4-(2,2-AnmeTnnxpomaH-8-in)ninepasux-1-
imoyTtokcu}-1H-[1,8Hacp TMpMANH-2-0H;
7-{4-[4-(2-MeTun-2H-xpomeH-8-in)ninepasnH-1-
imoyTtokcu}-1H-[1,8Hacp TMpManH-2-0H;
7-{4-[4-(2-MeTunxpomaHn-8-in)ninepasuH-1-
imoyTtokcu}-1H-[1,8Hacp TMpManH-2-0H;
7-{4-[4-(Cnipo[xpomeH-2,1'-LiuknoneHTaH]-8-
in)ninepasun-1-in]6ytokcu}-1H-[1,8]Had TMpManH-2-
OH;
7-{4-[4-(3,4-Qurigpocnipo[xpomeH-2,1'-
LUKIIO NeHTaH]-8-in)ninepa3swuk-1-in]oytokcu}-1H-
[1,8]HacbTMPUANH-2-0H;
7-{4-[4-(2,3-AvrigpobeH3odypaH-7-in)ninepasuH-
1-imjoytokcu}-1H-[1,8JHad TMpMANH-2-0H;
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7-{4-[4-(2,2-OumeTnn-2,3-gurigpobeHsodypaH-7-
in)ninepasunH-1-in]6ytokcu}-1H-[1,8Hadd TMpManH-2-
OH;

7-[4-(4-XpomaH-5-inninepa3nH-1-in)oyTokcu]-1H-
[1,8]HachbTMpUANH-2-0H;

7-{4-[4-(2,3-AurigpobeH3odypaH-4-in)ninepasvH-
1-inj6ytokcu}-1H-[1,8JHad TMpMANH-2-0H;

7-{4-[4-(2,3-AvrigpobeH3o[1,4]aiokcnH-5-
in)ninepasun-1-in]6ytokcu}-1H-[1,8]Hadb TMpManH-2-
OH;

7-{4-[4-(2,2-OudbTopbeH3o[1,3]aiokcon-4-
in)ninepasun-1-in]6ytokcu}-1H-[1,8]Hacb TMpMAnH-2-
OH;

7-{4-[4-(1,3-Aurigpon3obeH3odypan-4-
in)ninepasun-1-in]6ytokcu}-1H-[1,8]Hadb TMpMAanH-2-
OH;

7-{4-[4-(4-OkcoxpomaH-8-in)ninepasunH-1-
in6yTokcu}-1H-[1,8Hacp TMpmanH-2-oH;

7-{4-[4-(3,3-AumeTunn-4-oKCOXpomaH-8-
in)ninepasuH-1-in]oyTokcu}-1H-[1,8]Hacd TMpnonH-2-
OH;

7-{4-[4-(3,3-OumeTunxpomaH-8-in)ninepasmH-1-
in)oyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;

7-[4-(4-130xpomaH-5-inninepasuH-1-in)dyTokcu]-
1H-[1,8]Hacb TpMANH-2-0H;

7-[4-(4-130xpomaH-8-inninepa3swuk-1-in)oyTokcu]-
1H-[1,8]Hacb TpMANH-2-0H;

7-{4-[4-(3,4-Ovrigpo-2H-6eH30[b][1,4]giokceniH-6
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpnonH-2-
OH;

7-[4-(4-XiHoniH-8-inninepa3uH-1-in)6yTokcn]-1H-
[1,8]Hadh TMpUANH-2-0H;

7-[4-(4-XiHoniH-5-inninepa3sunH-1-in)6yTokcu]-1H-
[1,8]Hadh TMpPUANH-2-0H;

7-[4-(4-XiHoKcaniH-5-inninepa3sunH-1-in)6yTokcu]-
1H-[1,8]Hacb TMpMANH-2-0H;

7-{4-[4-(1H-IHgon-4-in)ninepa3uH-1-in]6yTokcu}-
1H-[1,8]Hacb TMpMANH-2-0H;

7-[4-(4-BeH3ob]TiodeH-4-inninepasuH-1-
in)6yTokcu]-1H-[1,8]Hadb TMpMANH-2-0H;

7-[4-(4-BeH3odypaH-7 -inninepa3uH-1-
in)6yTokcu]-1H-[1,8]Hadb TMpNANH-2-0H;

7-{4-[4-(1-AueTnn-1,2,3,4-TeTparigpoxiHoniH-5-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpmaonH-2-
OH;

7-{4-[4-(1-MeTun-1,2,3,4-TeTparigpoxiHoniH-5-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Had TMpmaonH-2-
OH;

7-{4-[4-(1-ETun-1,2,3,4-TeTparigpoxiHoniH-5-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpmanH-2-
OH;

7-{4-[4-(2-MeTOKCUXiHOMIH-8-iN)ninepa3unH-1-
injoyTokcu}-1H-[1,8]Hadb TMpManH-2-0H;

7-{4-[4-(2-EToKkCcuxiHONiIH-8-in)ninepa3uH-1-
injoyTokcu}-1H-[1,8]Hadb TMpMANH-2-0H;

7-{4-[4-(2-OnmeTnamiHoxiHo MiH-8-in)ninepa3suH-
1-in]6yTokcu}-1H-[1,8]Hadd TMpMANH-2-0H;

7-{4-[4-(2-MeTunamiHoxiHoniH-8-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Had TMpUaOnH-2-0H;

7-{4-[4-(3-DTOpXiHOMIH-5-iN)ninepa3unH-1-
injoyTokcu}-1H-[1,8]Hadb TMpUaOnH-2-0H;

7-{4-[4-(3-PTOpXiHOMIH-8-iN)ninepa3unH-1-
injoyTokcu}-1H-[1,8]Had TMpUaOnH-2-0H;

7-{4-[4-(2-Okco-1,2-gurigpoxiHoniH-8-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Had TMpManH-2-
OH;
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7-{4-[4-(2-Okco-1,2,3,4-TeTparigpoxiHomniH-8-
in)ninepasuH-1-in)oyTtokcu}-1H-[1,8Hacd TMpnanH-2-
OH;

7-{4-[4-(1-MeTun-2-okco-1,2,3 4-
TeTparigpoxiHoniH-8-in)ninepa3suH-1-in)oyTokcu}-1H-
[1,8]Hadh TMpUANH-2-0H;

7-[4-(4-beH30[1,2,5]okcagiazon-4-inninepasnH-1-
in)oytokcu]-1H-[1,8]Hadb TMpNANH-2-0H;

7-[4-(4-beH30[1,2,5]tiagiason-4-inninepasnH-1-
in)6ytokcu]-1H-[1,8]Hadb TMpNANH-2-0H;

7-{4-[4-(2-TpndpTopmeTUN-3H-6eH30iMinazon-4-
in)ninepasuH-1-in]oyTtokcu}-1H-[1,8Hacd TMpnaonH-2-
OH;

4,4-NnmeTnn-7-[4-(4-xiHO NiH-8-inninepa3uH-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;

7-{4-[4-(2,3-Ourinpo6eH30o[1,4]aiokcUH-5-
in)ninepasuH-1-in)oyTtokcu}-4,4-gpumeTun-3,4-aurigpo-
1H-[1,8]Hacb TMpMANH-2-0H;

4 .4-NnmeTtnn-7-{4-[4-(2-okco-1,2,3,4-
TeTparigpoxiHoniH-8-in)ninepaswuH-1-in]6yTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnNH-2-0H;

4.4-NnmeTnn-7-{4-[4-(2-okco-1,2-aurigpoxiHoMiH-
8-in)ninepasuH-1-in]6yrokcu}-3,4-gurinpo-1H-
[1,8]Had TMPUANH-2-0H;

7-[4-(4-beH3odypaH-7-inninepasuH-1-
in)6yTokcu]-4,4-gpumeTun-3,4-gurigpo-1H-
[1,8]Had TMPUANH-2-0H;
7-[4-(4-Xpoman-8-inninepasuH-1-in)oyTokcu]-4,4-
anveTun-3,4-gurigpo-1H-[1,8]Hadp TMpUAnNH-2-0H;
6-PTOp-7-[4-(4-XiHOMIH-8-iNninepa3uH-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8Had TpuanH-2-0H;
6-PTOp-7-[4-(4-i30XiHOMIH-5-iNninepasuH-1-
in)6yTokcu]-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-[4-(4-Xpoman-8-inninepasuH-1-in)oyTokcu]-1H-
nipuao[2,3-d]nipumianH-2-oH;
7-[4-(4-XpomaH-8-inninepa3suH-1-in)dyTokcu]-3,4-
avrigpo-1H-nipyao[2,3-d]nipyMianH-2-0H;
7-{4-[4-(2,3-OurigpobeH3odypaH-7-in)ninepasuH-
1-in]6yTokcwn}-3,4-gurigpo-1H-nipngo[2,3-
d]nipymignH-2-oH;
7-{4-[4-(3,4-Ovrigpo-2H-6eH30o[b][1,4]aiokceniH-6-
in)ninepasun-1-in)oyTokcu}-3,4-gurigpo-1H-
nipuao[2,3-d]nipumianH-2-oH;

6-{4-[4-(2-MeTunxiHo niH-8-in)ninepa3unH-1-
in]oyTokcu}-4H-nipngo[3,2-b][1,4]okcasnH-3-0H;

6-[4-(4-XiHoniH-8-inninepa3wH-1-in)oyTokcum]-4H-
nipnao[3,2-b][1,4]okcasunH-3-0H;

6-{4-[4-(2-Okco-1,2,3,4-TeTparigpoxiHoriH-8-
in)ninepaawun-1-in)oytokcm}-4H-nipngo[3,2-
b][1,4]okcasvH-3-0H;
6-[4-(4-XpomaH-8-inninepa3sunH-1-in)oyTokcu]-4H-
nipuao[3,2-b][1,4]JokcasunH-3-0H;
6-{4-[4-(2,3-OurigpobeH3o[1,4]aiokcnH-5-
in)ninepaawun-1-in)oytokcn}-4H-nipnoo[3,2-
b][1,4]okcasvH-3-0H;
2-{4-[4-(2,3-OurigpobeH3o[1,4]aiokcnH-5-
in)ninepaawun-1-in)oytokcmn}-8H-nipngo[2,3-
d]nipyumignH-7-oH;
2-[4-(4-XpomaH-8-inninepasuH-1-in)6yTokcu]-8H-
nipuao[2,3-d]nipumianH-7-oH;
2-[4-(4-XiHoniH-8-inninepaswH-1-in)6yTokcu]-8H-
nipuao[2,3-d]nipumianH-7-oH;
2-{4-[4-(2,3-AvriapobeH3odypaH-7-in)ninepasunH-
1-in]6yTokeu}-8H-nipnao[2,3-d]nipumignH-7-oH;
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2-{4-[4-(3,4-Avrigpo-2H-6eH3o[b][1,4]aiokceniH-6-
in)ninepaawun-1-in)6ytokcmn}-8H-nipngo[2,3-
d]nipyumignH-7-oH;

2-{4-[4-(2,2-OAnmeTnnxpomaHn-8-in)ninepasuH-1-
in]oyTokeu}-8H-nipngo[2,3-d]nipumignH-7-oH;

2-{4-[4-(2,2-AndTOp6eH30[1,3]giokcon-4-
in)ninepaawun-1-in)6ytokcn}-8H-nipngo[2,3-
d]nipyumignn-7-oH;

2-{4-[4-(2,2-AnmeTvn-2,3-gurigpobeH3odypan-7-
in)ninepaawun-1-in)6ytokcn}-8H-nipngo[2,3-
d]nipyumignH-7-oH;

2-{4-[4-(2-MeTunxiHo niH-8-in)ninepasunH-1-
in]oyTokeu}-8H-nipngo(2,3-dnipumignH-7-oH;

2-{4-[4-(2,3-Avriapo6eH3o[1,4]aiokcUH-5-
in)ninepaawux-1-in)oytokcu}-4-meTun-8H-nipngo|[2,3-
d]nipumiguH-7-oH;

2-{4-[4-(2,3-AvrinpobeH3odypaH-7-in)ninepasunH-
1-in]6yTokeu}-4-meTnn-8H-nipugo[2,3-d]nipymiguH-7-
OH;

2-[4-(4-beH3odypaH-7-inninepasunH-1-
in)6yTokcu]-4-memn-8H-nipnao[2,3-d]nipymMignH-7-
OH;

2-[4-(4-XpomaH-8-inninepa3swuH-1-in)oyTokcu]-4-
mMeTun-8H-nipuao[2,3-d]nipumianH-7-oH;

4-MeTnn-2-{4-[4-(2-okco-1,2,3 4-
TeTparigpoxiHoniH-8-inyninepasuH-1-in)oyTokcu}-8H-
nipuao[2,3-d]nipumianH-7-oH;

4-MeTun-2-[4-(4-xiHo niH-8-inninepa3uH-1-
in)6yTokcm]-8H-nipngo[2,3-dnipumignH-7-oH;

7-[4-(4-XpomaH-8-inninepa3suH-1-in)oyTokcu]-3,4-
aurigpo-1H-[1,6]Hadp TMpUANH-2-0H;

7-{4-[4-(2,3-AvrigpobeH3odypaH-7-in)ninepasuH-
1-in]6yTokewn}-3,4-gurigpo-1H-[1,6]Had TMpMAnH-2-0H;
7-{4-[4-(2,2,3,3-TeTpadTOp-2,3-
avrigpobeH3so[1,4]giokcnn-5-in)ninepaswH-1-
in6yTokcu}-3,4-aurigpo-1H-[1,6]Hacb TpnanH-2-oH;
7-{4-[4-(2,2-OncbTop6eH3o[1,3]aiokcon-4-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,6]Hadb TMPMANH-2-0H;
7-{4-[4-(2,3-Ourigpo6eH3o[1,4]aiokcmH-5-
in)ninepasun-1-in)6ytokcu}-3,4-gurigpo-1H-
[1,6]Hadb TMPMANH-2-0H;
7-{4-[4-(2,3-OurinpobeH3odypaH-7-in)ninepasuH-
1-in]6yTokem}-1H-[1,6]Hacp TMpmanH-2-oH;
7-{4-[4-(2,3-Ovrinpo6eH3o[1,4]aiokcmH-5-
in)ninepasun-1-in)6yTokcu}-1H-[1,6]Hacd TMpnamH-2-
OH;

7-[4-(4-XpomaH-8-inninepa3uH-1-in)6yTokcu]-1H-
[1,6]HaddTMPUANH-2-0H i

7-{4-[4-(2,2-OncpTop6eH3o[1,3]aiokcon-4-
in)ninepasun-1-in)6yTokcm}-1H-[1,6]Hacd TMpnamH-2-
OH.

Lisa xx cama rpyna KOHKpeTHUX BapiaHTiB gogat-
KOBO BKIOMaE HaCTYMHi CMOSyKM i TX dpapmaueBTU4HO
NPUMAHSTHI coni:

7-(4-{4-[2-(2-Tippokcie TokcK)xiHONiH-8-
in)ninepaswuk-1-in}oytokcn)-3,4-gurinpo-1H-

[1,8]Had TMpPUANH-2-0H;

7-(4-{4-[2-(2-MeTOKCiE TOKCM)XIHOMIH-8-
in)ninepaswuh-1-in}oytokcn)-3,4-gurinpo-1H-
[1,8]Hadb TMpPUANH-2-0H;

7-(4-{4-[2-(2-AMiHOETOKCW)XiHONiIH-8-
in)ninepaswuh-1-in}oytokcn)-3,4-gurinpo-1H-
[1,8]Hadb TMPUANH-2-0H;
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7-(4-{4-[2-(2-OmeTUnamiHoe TOKCK)XiHOMiH-8-
imjninepaswux-1-in}6yTokcun)-3,4-gurigpo-1H-
[1,8]HacbTMpNanH-2-0H;

7-(4-{4-[2-(2-Tippokcie Tokcm)xiHONiH-8-
in)ninepaswuk-1-in}oyTtokcun)-1H-[1,8Had TMpnanH-2-
OH;

7-(4-{4-[2-(2-MeTOKCi€ TOKCM)XIHOMIH-8-
in)ninepaswuk-1-in}oytokcun)-1H-[1,8Had TMpnanH-2-
OH;

7-(4-{4-[2-(2-AmiHOETOKCW)XiHONiIH-8-
in)ninepaswuk-1-in}oyTokcun)-1H-[1,8Had TMpnaonH-2-
OH;

7-(4-{4-[2-(2-OumeTnnamiHoe TOKCU)XiHOMi H-8-
in)ninepaswuk-1-in}oytokcun)-1H-[1,8Had TMpnaonH-2-
OH;

7-{4-[4-(2-TippokcmeTUNXpoMaH-8-in)nine pasuH-
1-in]6yTokcu}-3,4-gurinpo-1H-[1,8]Had TMpnaonH-2-oH;

7-{4-[4-(2-AmiHOMe TUNXpOMaH-8-in)ninepasuH-1-
injoyTokcu}-3,4-gurinpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(3-Tigpokcn-2,2-gumeTnnxpomaH-8-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Had TMpPUANH-2-0H;
7-{4-[4-(2,2-0meTunn-3-okCoXpomaH-8-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Had TMPUANH-2-0H;

7-{4-[4-(2-TippokcMe TUNXpoMaH-8-in)nine pasuH-

1-in]6yTokcu}-1H-[1,8]JHadd TUpMANH-2-0H;

7-{4-[4-(2-AmiHOMe TUNXpOMaH-8-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpMANH-2-0H;

7-{4-[4-(3-Tippokcn-2,2-AMmMe TUNXpoMaH-8-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpmanH-2-
OH;

7-{4-[4-(2,2-AvmeTnn-3-oKCOXpoMaH-8-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Had TMpmanH-2-
OH;

7-{4-[4-(3-MeTunxpomaH-5-in)ninepasnH-1-
in]6yTokcu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;

7-{4-[4-(3-TippokcnmeTUNXxpomMaH-5-in)ninepasuH-
1-in]6yTokcwn}-3,4-gurigpo-1H-[1,8]Hacb TMpMAanH-2-oH;

7-{4-[4-(3-AmiHOMeTUNXpoMaH-5-in)ninepaaunH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
5-{4-[4-(7-Okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAanH-2-inokcun)oyTun]ninepasmH-1-
in}xpomaH-3-kapBoHITpuIT;
7-{4-[4-(3,3-OumeTnn-4-0KCOXpoMaH-5-
in)ninepasun-1-in)oytokcun}-3,4-gurigpo-1H-
[1,8]Had TMPUANH-2-0H;
7-{4-[4-(3,3-OumeTnnxpomaH-5-in)ninepasmH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(4-MeTunxpoman-5-in)ninepasuH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-{4-[4-(3-MeTunxpomaH-5-in)ninepasuH-1-
inoytokcu}-1H-[1,8Hadh TMpManH-2-0H;

7-{4-[4-(3-TippokcnmeTMNXpomaH-5-in)ninepasuH-

1-in]6yTokcn}-1H-[1,8]Hadb TUpMAONH-2-0H;
7-{4-[4-(3-AmiHOMeTUNXpoMmaH-5-in)ninepasunH-1-
inoyTtokcu}-1H-[1,8Hadp TMpManH-2-0H;
5-{4-[4-(7-Okco-7 8-pgurigpo-[1,8]Hach TMpnanH-2-
inokcun)oytunninepasun-1-in}xpoman-3-kapboHiTpuIT;
7-{4-[4-(3,3-OumeTunn-4-oKCOXpomaH-5-
in)ninepasuH-1-in]6ytokcu}-1H-[1,8Had TMpManH-2-
OH;
7-{4-[4-(3,3-QumeTunxpomaH-5-in)ninepasmH-1-
imoyTtokcu}-1H-[1,8Hach TMpManH-2-0H;
7-{4-[4-(4-MeTnnxpomaH-5-in)ninepasuH-1-
imoyTtokcu}-1H-[1,8Hach TMpMAnH-2-0H;
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7-[3-(4-XpomaH-8-inninepa3sunH-1-in)nponokcu]-
3,4-avrigpo-1H-[1,8]Hacp TMpMANH-2-0H,;
7-[3-(4-XpomaH-8-inninepa3snH-1-in)nponokcu]-
1H-[1,8]HacbTMpMANH-2-0H;
7-{4-[4-(1,2,3,4-TeTparigpoizoxiHomiH-8-
in)ninepaawun-1-in]oytokcu}-3,4-gurigpo-1H-
[1,8]HachTMPUANH-2-0H;
7-{4-[4-(1,2,3,4-TeTparigpoizoxiHomiH-8-
in)ninepasun-1-in]6ytokcu}-1H-[1,8]Hadd TMpManH-2-
OH;
7-{4-[4-(1,2,3,4-TeTparigpoi3oxiHomiH-5-
in)ninepaawun-1-in)oytokcun}-3,4-gurigpo-1H-
[1,8]HacbTMpUANH-2-0H;
7-{4-[4-(1,2,3,4-TeTparigpoizoxiHomiH-5-
in)ninepasun-1-in]6ytokcu}-1H-[1,8Hadd TMpManH-2-
OH;
7-{4-[4-(2-ETvn-2,3-gurigpo-1H-i3oiHgon-4-
in)ninepaawux-1-in)oytokcun}-3,4-gurigpo-1H-
[1,8]HachTMPpUANH-2-0H;
8-{4-[4-(7-Okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAaunH-2-inokcun)byTun]ninepasuH-1-
in}xiHo NiH-2-kapOoHITpWIT;
8-{4-[4-(7-Okco-7 8-purigpo-[1,8]Hach TMpManH-2-
inokcu)6yTun]ninepasuH-1-in}xiHoniH-2-kap6oHITpuUT;
7-{4-[4-(3-MeToOKcii3oxiHOMIH-5-in)ninepa3uH-1-
in]oyTokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH;
7-{4-[4-(3-MeToOKCii30XiHOMIH-5-inm)ninepa3uH-1-
inoyTtokcu}-1H-[1,8Hacp TMpManH-2-oH;
5-{4-[4-(7-Okco-5,6,7,8-TeTparigpo-
[1,8]Hadp TMpmaunH-2-inokcn)byTun]ninepasuH-1-
in}xiHO NiH-3-kapboHITpUM;
5-{4-[4-(7-Okco-7 8-gurigpo-[1,8]Had TMpmanH-2-
inokcu)oytmnninepasun-1-in}xiHoniH-3-kapboHiTpun;
7-{4-[4-(3-XnopxiHoniH-5-in)ninepasuH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TpnanH-2-0H i
7-{4-[4-(3-XnopxiHoniH-5-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H.
HacTynHi cnonyku i ix dpapmMaueBTUYHO MPUAHAT-
Hi coni € nepeBaxHVMKU BapiaHTamn cronykn opmy-
m1:
7-[4-(4-HadbtaniH-1-inninepaswux-1-in)oyTokcu]-
3,4-purigpo-1H-[1,8]Hacp TMpmAanH-2-oH;
7-[4-(4-HadbTaniH-1-inninepaswun-1-in)oyTokcu]-
1H-[1,8]Hacb TpMAUH-2-0H;
7-{4-[4-(7-DTOpHadTaniH-1-in)ninepasuH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TvpnanH-2-oH;
7-{4-[4-(7-DTOpHadTaniH-1-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8JHadb TMpNANH-2-0H;
7-{4-[4-(8-PTOpHadTaniH-1-in)ninepasuH-1-
in)oéyTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(8-PTOpHadTaniH-1-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
7-{4-[4-(2-MeTokcuxiHoniH-8-in)ninepasuH-1-
in)oyTokcu}-3,4-gurigpo-1H-[1,8Hacd TpuanH-2-oH;
7-{4-[4-(2-MeTokcuxiHoniH-8-in)ninepa3uH-1-
injoyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
2-(4-[4-(7-PTopHadTaniH-1-in)ninepasuH-1-
injoyTokcu}-4-metun-8H-nipuao[2,3-d]nipumignH-7-
OH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injoéyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpMANH-2-0H;
7-{4-[4-(5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Had TMPUANH-2-0H;
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7-[4-(4-1npan-4-inninepaswvH-1-in)byTokcun]-3,4-
aurigpo-1H-[1,8]Hadb TMpuAnNH-2-0H;
7-{4-[4-(6,7-OuncpTopHadTaniH-1-in)ninepa3uH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,8]Hacb TpnanH-2-oH;
7-{4-[4-(6,7-OuncpTopHadTaniH-1-in)ninepas3unH-1-
injoyTokcu}-1H-[1,8]Hadb TMpNANH-2-0H;
4-MeTnn-7-[4-(4-HadpTaniH-1-inninepasuH-1-
in)oyTokcu]-1H-[1,8]Hadb TMpNANH-2-0H;
4.4-NnmeTnn-7-[4-(4-HadbTaniH-1-inninepa3uH-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
5-MeTun-7-[4-(4-HadTanis-1-inninepasun-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-{4-[4-(2,3-OuxnopdeHin)ninepasuH-1-
injoyTokcu}-5-metun-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0H;
6-PTOp-7-[4-(4-HadbTaniH-1-inninepasnH-1-
in)6yTtokcu]-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-[4-(4-BeH3ob]TiodeH-4-inninepasuH-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8Had TpuanH-2-oH;
7-[4-(4-BeH3o[1,2,5]tiagiazon-4-inninepasuH-1-
in)6yTokcu]-3,4-gurinpo-1H-[1,8Had TpuanMH-2-oH;
7-[4-(4-beH3o[1,2,5]Tiagiason-4-inninepasuH-1-
in)6yTokcu]-1H-[1,8]Hadb TMpMaOnH-2-0H;
7-[4-(4-HadptaniH-1-inninepasuH-1-in)dyTokcu]-
3,4-purigpo-1H-nipuao[2,3-d]nipMmiguH-2-oH;
3-MeTun-7-[4-(4-HacbTanin-1-inninepasuH-1-
in)6yTokcu]-3,4-gurinpo-1H-nipuao[2,3-d]nipumignn-
2-0OH;

7-{4-[4-(7-PTOpHadTaniH-1-in)ninepaswH-1-
injoyTokcu}-3,4-gurinpo-1H-nipuao[2,3-d]nipumignn-
2-0OH;

7-{4-[4-(7-PTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,6]Hacd TMpnanH-2-oH;

2-{4-[4-(7T-®TOpHadTaniH-1-in)ninepasnH-1-
in]6yTokcu}-8H-nipngo[2,3-d]nipumiguH-7-oHi

6-{4-[4-(7-PTOPHadTaniH-1-in)ninepasnH-1-
in]oyTokcu}-4H-nipngo[3,2-b][1,4]JokcasmH-3-0H.

HacTynHi cnonyku i ix dhapmMaueBTUYHO MPUAHAT-
Hi coni € 0co6nNMBO NepeBaXHUMY BapiaHTaMu Crosny-
kv popmyrm 1:

7-[4-(4-HadptaniH-1-inninepa3uH-1-in)oyTokcu]-
3,4-aurigpo-1H-[1,8]Hadp TMPpMAUH-2-0H;

7-[4-(4-HadptaniH-1-inninepasun-1-in)oyTokcu]-
1H-[1,8]Hadh TMpUANH-2-0H;
7-{4-[4-(7T-PTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokecu}-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oH;
7-{4-[4-(7T-PTOpHadTaniH-1-in)ninepasnH-1-
injoytokcu}-1H-[1,8Hadh TMpManH-2-0H;
7-{4-[4-(8-DTOpHadTaniH-1-in)ninepasnH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Hacd TMpnanH-2-oH;
7-{4-[4-(8-PTOpHadTaniH-1-in)ninepasnH-1-
inoytokcu}-1H-[1,8Hach TMpMAnH-2-0H;
7-{4-[4-(2-MeToKCUxiHOMiIH-8-in)ninepasunH-1-
in]oytokeu}-3,4-gurigpo-1H-[1,8]Hacd TMpnanH-2-0H;
7-{4-[4-(2-MeToKCcuxiHoniH-8-in)ninepasunH-1-
imoyTokcu}-1H-[1,8Hadb TMpNANH-2-0H i
2-{4-[4-(7-PTOpHadpTaniH-1-in)ninepasnH-1-
in]oyTokcu}-4-metmn-8H-nipnao[2,3-d]nipuMignH-7-
OH.

Crnonykn cdopmymm 1 MOXyTb MICTUTU XipanbHi
LEHTPU i, ODKe, MOXYTb iCHyBaTW B PIi3HUX €HaHTiO-
MepHUX i fiactepeoMepHux popmax. [aHuin BuHaxig
BiQHOCUTLCS 0 BCiX OMTUYHUX i30MepIB i BCiX CTepeo-
i3omepiB cnonyk popmymm 1, sk y BuUrnagi pauemiy-
HUX CyMilLen, Tak i y BUrnsifi OKpeMUX eHaHTIOMepIB i
JiacTepeoisomepiB BKasaHuUX CMOnykK, i X cymiwen i
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00 BCix hapMaLeBTUYHNX KOMMO3MLIN, WO MICTATb iX,
i BkaszaHMx BuLle criocobiB MikyBaHHA 3 iX 3acTocy-
BaHHAM. OkpeMmi i3oMepn MOXyTb OyTU OTpUMaHi Bi-
OOMUMW MeToAamu, TakKUMW SIK OMTUYHE PO3LiNeHHs,
ApoboBa kpucTanisauisi, ONTUYHO CeNeKkTMBHAa peak-
uis abo xpomatorpadiyHe po3ainieHHs Npyu oTpUMaH-
Hi KiHLLEBOro MpoAyKTy abo MOro NMpOMPKHOIO NMPOAyK-
Ty. Okpemi eHaHTiOMepu cronyk hopmymm 1 MOXyTb
MaTu nepeBar B MOPIBHSAHHI 3 paUeMiYHUMU CyMi-
LWamMmn BKasaHWX CMoslyk B MiKyBaHHI pisHMX po3nagis
abo cTaHiB.

Ockinbku crnonykn choopmymm 1 € OCHOBHVUMM CMO-
rniykamu, BCi BOHV 34aTHi yTBOpOBAaTU Pi3Hi coni 3 pis-
H/AMU HEeOpraHiYHUMW i OpraHiyHMMK KUCroTaMmu. Xou
Taki coni MoBWHHI OYyTN (bapMaLEeBTUYHO MPUNHATHU-
MW Anst BBEAEHHS B OpraHiamMm TBapuWH, ane Ha npak-
T YacTto ByBae BakaHuM BMAINSTYM OCHOBHY CMOMy-
Ky 3 peakuinHol cymiwi y Burnsgi gpapmaueBTUYHO
HeMPUMHATHOI coni i NOTiIM MPOCTO NepeTBoploBaTh y
BiMbHY OCHOBHY Cronyky 06pobkoio NMy>kHUM peareH-
TOM, MiCAST YOro BiNbHY OCHOBY MepeTBOplOBaTU B
dapMaLEeBTUYHO  MPUMAHATHY  KUCIOTHO-agUTUBHY 1
Cinb. KWCNOTHO-aguTWBHI COMi OCHOBHWX CrOMyK 3a
AaHUM BUHaxXo4oM lerko oTpumytloTb 06pobKoto oc-
HOBHOT CMOMNyKM MO CYTi €KBiBaneHTHOW KiMbKiCTO
BMOpaHoOi MiHepanbHOi abo oOpraHiyHoi KMCroTn vy
BOAHOMY PO34MHHMKY abo y BIi4MoBiAHOMY OpraHid-
HOMY PO3YMHHWUKY, TakOMy siKk MeTaHon abo eTaHon.
PeTenbHMM BUNaprOHHAM PO34YMHHMKA Ferko oTpu-
MylOTb HeobxigHy TBepay cinb. Kucnotm, o BuKopu-
CTOBYIOTbCSl A1 OTPUMaHHSA apMaueBTU4HO Mpu-
MHSATHUX KUCIIOTHO-aQUTMBHUX CONEN BKa3aHWX BULLE
OCHOBHMX CMONYK 3a AaHUM BMHaxXodoM, € KucroTa-
MW, SKi YTBOPIOOTb HETOKCUYHI KUCMOTHO-aQUTUBHI
coni, TO0TO coni, Wo MicTATb bapmaueBTUYHO Mpu-
MHATHI aHioHW, Taki 9K rigpoxnopwua, rigpobpomia,
rigponoama, Hitpat, cynbdar abo bGicynbdar, doc-
dart abo kucrmi docdar, auertart, nakTart, uuTpat
abo kucnui uuTpat, TapTpaTt abo GiTapTpaT, cykuu-
HaT, Maneart, doymapar, rniokoHaT, caxapart, 6eHsoar,
MeTaHCynbdoHaT, eTaHcynbdoHaT, 6eH3on cynbdo-
HaT, n-TonyoncynedoHar i namoat (Tobto 1,1'-
MeTuneHbic(2-rigpokcun-3-HadToar)).

[aHnin BUHaxig oxonmtoe TakoX i30TONIYHO MiYeHi
CMOJyKW, SIKi 0QHaKoBI i3 crnonykamu dopmyrm 1, 3a
BUHATKOM TOrO, IO oAuH abo binbLie aTomiB 3amille-
Hi aTOMOM, LLIO Mae aTOMHy Macy abo macoBe 4YnCHo,
SIKi Bigpi3HSOTLCS Bi4 aTOMHOI Macu abo MacoBOro
yucna, WO 3BMYanHO icHYlO T B Mpupogi. MNpuknaau
i30TONIB, sIKi MOXYTb OYTVM BBEAEHI B KOMO CMOMyK 3a
AaHUM BMHaxo4oM, BKIOYaloTb i30TOMM BOAHIO, BYr-
neuto, a30Ty, KI/ICH}O (Poccpopy, CIpKI/I d:)TOpy i xnogy,
Taki sik 2H, *H, ©*c, "'c, ™c, N, %0, "0, 3'p,
%g, 8F j % 5cl, BignosigHo. Cronyk1 3a gaHum BMHa-
X040M, TX MAponikM i hapmMauUeBTUYHO MPUAHATHI COri
AaHnx cnonyk abo gaHnx Nponikie, siki MiCTATb Bkasa-
Hi i3oTonu i/abo i3oToNM iHLLMX aToOMIB, 3HAX0AATLCS B
ob'emi pgaHoro BuHaxody. [esiki i30TOMYHO MiveHi
CMOMyKW 3a A4aHWM BMHAxX04oM, Hampuknag, Ti, B sKi
BBe/ieHi paflioakTUBHI i30Tonm, Taki sik °H i 'C, 3acTo-
COBHi B aHari3ax posnoginy nikapcbkux 3acobis |/a6o
TKaHUHK CyBCTpaTy. 130TOMM TPUTOBaHMI, T06TO °H, i
Byrneub-14, 10670 “C, 0co6rMBO nepeBaxHi yepes
NerkicTb X OoTpUMaHHs i getektoBaHocTi. Kpim Toro,
3aMilleHHs Binbll BaXKKMMW i30TOMaMM, TakUMK K
nevitepin, To6TO 2H, MOXe AaTu Aeski TepaneBTUYHI
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nepesary, WO OTPMMYKOTbCS BHacnigok GinbLuoi me-
TabonivHOI CTINKOCTI, HaMpuknaa, NiABULLEHUA HaniB-
nepiof icHyBaHHs in vivo abo 3HWkeHi HeobXigHi oo-
3u, i, omke, Moxe OyTM MepeBaXHUM B AesKuX
obcTaBuHax. I13oTonivyHO MiveHi cronyku popmymm 1 i
iX mponiky 3BMYaAMHO MOXYTb OyTM OTpuMmaHi 3a [o-
NMoMOrot0 METOAUK, PO3KPUTUX Ha cxemax i/abo B mpu-
Krnagax, OMnMCaHUX HWK4Ye, i3 3aMiHOK i30TOMIYHO He
Mi4YeHOro peareHTy nerko AOCTYMHWUM i30TOMIYHO Mi-
YeHUM peareHToM.

B oagHOMy KOHKpeTHOMy BapiaHTi crnocoby niky-
BaHHA po3ragy, WO MpOMOHYETbCS BIAMOBIAHO A0
JaHoro BuHaxody, abo cTaHy, BubpaHoro (posnagy
abo cTaHy) 3 OCHOBHOI Aenpecii, enisogndHoi aenpe-
Cii, pekypeHTHOI Aenpecii, AuTayol genpecii, BUKK-
KaHOi 3rOBXUBaHHAM pEeYOoBMHaMK, NICrAMNOOroBoi
aenpecii, aucTumii, LumMknoTumii i GinonspHoro poana-
Ay.

IHWMI BiNbl KOHKPETHWUI BapiaHT 4aHOro BUHa-
XO4y BIOHOCWUTLCA OO BKa3aHOro Bule crocoby, B
AkoMmy po3nag abo cTaH, WO nignsrae nikyBaHHIO,
BUOUpaloTb 3 LWM30dpEHii, LM30ad)eKTUBHOIO po3na-
Ay, MapeBHOro posnagy, MCUXOTUYHOro po3rnagy,
BMKIMKAHOTO PEYOBMHOI, KOPOTKOMO MCUXOTUHHOMO
posnagy, iHOYKOBaHOro MCUXOTUYHOTrO posragy, ncu-
XOTWYHOrO po3nagy, 3yMOBIIEHOro 3aranibHUM CTaHOM
3[10pOB's, i LLM30dpPeHONOAIOHMIA po3nag,.

IHWMI BinbL KOHKPETHWUI BapiaHT 4aHOro BUHa-
XO4y BiOHOCWUTLCA OO BKa3aHOro Bule crocoby, B
AkoMmy po3nag abo cTaH, WO nignsrae nikyBaHHIO,
BMOMpaloTb 3 ayTmusmy, ayTU4HOrO posrnagy, ycknag-
HEHb 3 MOBOW, TakuMX $IK 3aikaHHs, i po3nagu, Lo
nposBnAeTLCA B AediumnTi yBaru i rinepakTUBHOCTI.

IHWMI BiNnbLu KOHKPETHWUI BapiaHT 4aHOro BUHa-
XO4y BIiOHOCWUTLCA OO BKa3aHOro Bule crocoby, B
sAkoMmy po3nag abo cTaH, WO Mignsrae nikyBaHHIO,
BMOUpaloTb 3 po3ragy reHepanizoBaHOi TPUBOTW,
naHiyHoro  posmnagy, 06CceCcMBHO-KOMMYIbCMBHOIO
posnagy, NocTTpaBMaTU4HOro CTPEecOBOro po3nagy i
¢o6in, BkoYatoum couianeHy ¢obito, aropadobito i
KOHKpeTHI ¢pobii.

IHWMI BinbLu KOHKPETHWUI BapiaHT 4aHOro BUHa-
XO4y BiOHOCWUTLCA OO BKa3aHOro Bule crocoby, B
sAkoMmy po3nag abo cTaH, WO Mignsrae nikyBaHHIO,
BUOUpaloTb 3 akiHesil, OWUCKIHe3il, BKIYaloyn Ci-
MeVHi napokcusamarbHi  AUCKiHe3il, enacTU4HOCTI,
xBopoby Typetra, cuHgpom CkoTra, napanivi
(PALSYS) i aKiHETUMHO-pUrigHWIA CUHOPOM; | ekcTpa-
nipaMmiganbHUX pyxoBMX po3nagis, TakMx SK posnagu
PYXy, BMKNMKaHI NikyBaHHAM IikapCbkuMu 3acobamu,
Hanpuknag, napkiHCOHI3M, BUKMWKaAHUA HenponemnTu-
KaMu, HeNpONenTUYHUIA 3M0SKICHAN CUHOPOM, BUKIU-
KaHa HeWporenTMkamy roctpa OUCTOHIS, BUKNMKaHa
HerpornenTukamMun rocTpa axkatusisa, BUKNUKaHa Hew-
ponenTMkamu ni3Ha gUCKiHe3is | BUKNMKaHWUI nikapcChb-
KMM TiKyBaHHSIM MOCTyparibHWN TpeMop.

IHLWMI GinbLu KOHKPETHWI BapiaHT 4aHOro BUHa-
XO4y BiOHOCWUTLCA OO BKa3aHOro Buwe crocoby, B
sAkoMmy po3nag abo cTaH, WO nignsdrae nikyBaHHIO,
BMOUpaloTb 3 Aenipito, AeMeHUii i aMHEeCTUYHMX Ta
iHLULMX KOTHITMBHUX abo HerpoaereHepaTUBHUX PO3-
nagis, Takmx gk xsopoba lMapkiHcoHa (PD), xBopoba
XaHTiHrToHa (HD), xBopob6a Anburenmvepa, ctapeya
AeMeHuis, aemeHuis Tuny gemeHuil Anburerimepa,
posnagy nam'aTi, CyguHHa AeMeHLUisa Ta iHWuX geme-
HUiT, Hampuknag, BHacnigok Blf1-3axBoptoBaHHS, Tpa-
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BMU rofioBu, XBopobu MapkiHcoHa, XBopoOUu XaHTiHr-
ToHa, xBopobu lNika, xBopobu Kpentudensara-Akoba
abo 3 BENUKOT KiNbKOCTi NPUYKH.

IHLWMI GinbLlu KOHKPETHWI BapiaHT 4aHOro BUHa-
XO4y BIOHOCWUTLCA OO BKa3aHOro Bulie crocoby, B
SAKOMY Cronyky copmynm 1 BBOAATbL NOAWHI ANs ni-
KyBaHHs1 Oyab-sikux ABox abo Oinblue CynyTHiX po3-
nagiB abo craHiB, BUOpaHMX 3 po3nagiB i cTaHiB, BKa-
3aHVX B Oygb-IKOMY 3 OMMCaHMX BULLEe CrocobiB.

Ons nikyBaHHs Aenpecii, TpuBOry, LWM30dpeHil
abo iHWKWX po3nagis i cTaHiB, BKa3aHUX BULUE B OMu-
cax crnocobiB i papmaueBTUYHMX KOMMO3ULiA 3a Aa-
HWM BMHax04OM, HOBi CMOMyKM 3a AaHWUM BUHAxX04oM
MOXYTb OyTV BMKOpUCTaHi B KOMOiHaLii 3 ogHum abo
AekinbKoma iHWMMK aHTugenpecaHTamm abo npotmT-
puBOXHUMK 3acobamu. Mpuknagu knacis aHTHAenpe-
CaHTiB, AKi MOXYTb OyTn BUKOpUCTaHi B KOMOiHaUil 3
aKTVBHUMMW CMOflyKamn 3a AaHWM BMHaxo4oM, BKIHO-
YarTb iHriGITOpM 3BOPOTHOrO 3axOMNSIEHHS HOpEMiHe-
pUHyY, CENEKTVBHI iHrGITOPM 3BOPOTHOMO 3axOMneH-
Hs1 cepoToHiHy (SSRI), aHTaroHictn NK-1 peuenropis,
iHribiTopn mMoHoamiHokcmngasn (MAOI), 3BOpOTHI iHri-
6iTopn moHoamiHokcuaasu (RIMA), iHriGiTopu 3Bopo-
THOTO 3axOMfeHHs1 CepoTOHIHY | HopagpeHaniHy
(SNRI), aHTaroHicTM  KOPTMKOTPOMIH3BIMbHSAYOro
daktopa (CRF), aHTaroHicTM o-agpeHopeuenTopiB i
atunivyHi aHTugenpecaHTy. BignosigHi iHriGiTopu 3BO-
POTHOrO 3axonfeHHs HopeniHedPpuHy BKIKOYaOTb
TPUUUKIN TPETUHHUX aMiHiB | TPULMKIN BTOPUHHUX
amiHiB. BignoBigHi TPULMKNN TPETUHHUX aMiHIB i Tpu-
LUMKIM BTOPUHHWUX aMiHiB BKIMOYaOTb aMiTpUNTURIH,
KrominpamiH, gokceniH, iminpamiH, TpuMinpamid, go-
TieniH, OyTpwniniv, inpiHgon, nodenpamiH, HopTpUI-
TUMiH, APOTPUNTUMIH, amoKcaniH, Ae3unpamiH i man-
pPOTUMIH. BignosigHi CerneKTUBHI iHriGiTopun
3BOPOTHOMO 3aXOMSIEHHs CEPOTOHIHY BKMOYalOTh
dryokceTuH, ¢riyBoKCaMiH, MApOKCeTUH i cepTparniH.
Mpuknaam iHridiTopiB MOHOAMIHOKCMAA3M BKIHOYAOTH
isokapbokcasung, deHen3nH i TpaHinuuKnonpamiH.
BignosigHi 3BOpOTHI iHribiTOpy MOHOaMiHOKcHMaasn
BKIOYalOTb MoOkrobemig. BignosigHi iHribitopu 3Bo-
POTHOrO 3axonfieHHsi CEepPOTOHIHY i HopaapeHarniHy
OnA 3acTOCyBaHHA B JaHOMY BMHaxo4i BKIOYaloTb
BeHnadpakcuH. BignosigHi aHTaroHictn CRF Bknoya-
I0Tb CMONYyKW, ONUCaHi B [3asiBKaX Ha MiKHapoOHWUA
nateHT NeNe WO 94/13643, WO 94/13644, WO
94/13661, WO 94/13676 i WO 94/13677]. BignosigHi
atuniyHi - aHTMOEenpecaHTn BKIYaTe  OynponioH,
niTin, HepasodoH, Tpa3odoH i BinokcasuH. BignosigHi
aHTaroHictu NK-1 peuentopa BKknovatTb Ti, ki onu-
caHi B [nybnikauii MikHapogHoro nateHty WO
01/77100].

BignosigHi knacu npoTUTPMBOXHKUX 3acobiB, ki
MOXYTb OyTV BUKOpPUCTaHi B KOMOGIHALii 3 aKTUBHMUMM
criofiykamMmy 3a AaHvM BMHaxo4oM, BKIoYalTe OeH-
30fia3eniHn i aroHicTM abo aHTaroHICTM CEepPOTOHIHY
1A (5-HT1a), 30oKpema, HemnoBHi aroHicTM 5-HT1a, i
aHTaroHiCTU KOPTUKOTPOMIH3BINMbHAIOYOro haktopa
(CRF). BignoBigHi 6eH3ogiaseniHn BkoYaTe ann-
pasonam, XropAias3ernokcug, KrnoHasenam, xropase-
nam, giasenam, ranasenam, riopasenam, oKkcasenam i
npasenam. BignosigHi aroHicTm abo aHTaroHicTu pe-
uenropa 5-HT1a BktovatoTs 6ycnipoH, dnesmHokcaH,
renipoH i incanipoH.

HaHnin BuHaxig BiZHOCUTLCSA TakoX A0 Crnocoby
nikyBaHHa posnagy abo cTaHy, BMOpaHOro 3 rpymnu,
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O CKMNadaeTbCHa 3 OKPeMUX enizoguyHux abo peky-
PEHTHNX OCHOBHMWX AeNpecuBHUX po3nagiB, AUCTUMI-
YHUX po3ragiB, AeNPEeCUBHOIO HEBPO3Y | HEBPOTUYHOI
Jenpecil, MenaHxoninHoi Aenpecii, BKMOYa4y aHo-
pekcito, BTpaTty Baru, 6€3COHHsI, paHHE paHKoBe Mpo-
6yaKeHHs abo MCUXOMOTOPHY 3aranbMOBaHICTb; aTu-
niyHoi  genpecii  (abo  peakTMBHOT  Aenpecii,
BKMOYaouM MiABULLEHUA aneTuT, FinepCoMHI0, ncu-
XOMOTOPHY a@kuTauito abo ApaTiBfMBICTb, CE30HHUM
achekTMBHUI po3naj i negiaTpudHy Aenpecito; 6ino-
NApHUX po3nagiB abo MaHiakanbHoi genpecii, Hanpu-
knag, 6inonspHoro | po3naay, 6inonsipHoro Il posna-
4y i UMKNOTIMIYHMIA po3naj; KOHOYKTUBHOMO po3nagy;
PYVHIBHOrO po3nagy noBefiHKkW; po3nagy, Lo nposiB-
naeTbesa B Aediuuti yBary i rinepaktmeHocTi (ADHD);
NoBeaiHKOBMX MOpPYLeHb, MOB'A3aHMX i3 3aTPUMKOIO
pPO3yMOBOro pPO3BWUTKY, ayTW3MOM | KOHOYKTUBHUM
po3ragoM; TPUBOXKHWUX PO3MagiB, TakUX K MaHiYHUIA
po3nag 3 aropadobieto abo 6es, aropadobis 6e3
aHamHe3y MaHiYHOro po3nagy, KOHKpeTHi ¢obii, Ha-
npuknag, 6053Hb NEBHOI TBAPUHU, CoLianbHWM CTpax,
couianbHi pobii, 06cecMBHO-KOMMNYIbCUBHWIA po3rnag,
CTPEeCOBi po3nagW, BKMOYalouM MOCTTpaBMaTUYHUN
CTPEeCcoBMN po3naf i rocTpum cCTpecoBwur posnag, i
po3nagu reHepanisoBaHoi TpMBOrKW; MapriHanbHUX
po3nafiB 0coOMCTOCTi; LWM3OMPEHIi i IHLMX NCUXOTK-
YHUX po3naais, HaMpuKnaa, po3nagis W13oMpeHivHoI
dopMM, WN30adekTUBHNX po3nadiB, MapeBHUX PO3-
rnafiB, KOPOTKUX MCUXOTUYHMX PO3NadiB, Po3gineHux
NCUMXOTUYHUX PO3nagiB, NCUXOTUYHMX PO3nadiB 3 Ma-
peHHsM abo ranoumHaliaMmn, NcUXoTUYHUX eni3odis
cTpaxy, cTpaxy, MoB'si3aHOro 3 MCUXO030M, MCUXOTWY-
HUX PO3rafiB HacTPO, TaKMX AK BaXKKUA KIaCcU4HUI
JenpecuBHU po3nad; pos3nafiB HacTpolo, nos'ssa-
HMX 3 MCUXOTUMHMMW poO3fagamMu, Takux siK rocTpa
MaHis1 i genpecis, nos'sa3axHa 3 6inonsipHMM po3nagom;
po3nafiB HacTpolo, NMoB'A3aHux 3 LWN3odpPeEHieto; ae-
nipito, AeMeHLUil | aMHECTUYHMX Ta iHLINX KOTHITUBHUX
abo HerpogereHepaTMBHMX pO3nagiB, Takunx K XBO-
pob6a lMapkiHcoHa (PD), xBopoba XaHTiHrtoHa (HD),
xBopoba AnbLrerimepa, cTapeya AeMeHLis, AeMeHLis
TMNy AemeHuil ArbureriMepa, posnaau nam'aTi, BTpa-
Ta BUKOHaBCbKOT (PYHKUIl, CyanHHA AeMeHUuis i iHLwi
AemeHuii, Hanpuknaa, BHacnigok BlJ1-3axsoptoBaHHS,
TpaBmu rornioeu, xBopobu lMapkiHcoHa, xBopobu XaH-
TiHrTOHa, xBopoOu llika, xBopobu Kpentudensara-
Akoba abo 3 BEMUKOT KiNlbKOCTi MPUYMH; PyXOBUX PO3-
nagiB, TakMx SK akiHesil, AuckKiHesii, BKo4Yal4un Ci-
MeVHi napokcusmarbHi  AUCKiHe3il, enacTU4HOCTI,
xBopoby Typetra, cuHgpoMm CkoTra, napanivi
(PALSYS) i akiHeTU4HO-pUrigHMIA CUHOPOM; eKcTpani-
paMiganeHuX po3nagis pyxy, Takux ik posnagu pyxy,
BVKIMKaHi NiKkyBaHHsM nikapcbkumu 3acobamu, Ha-
npuKknag, MapKiHCOHI3M, BUKNWKaHWA HenponenTuka-
MU, HEMPOMENTUYHWA 3NOSKICHUI CUHAPOM, BUKIMKa-
Ha HelponenTykamu roctpa QAOWCTOHIS, BWKIMKaHa
HerpornenTukamMun rocTpa axkatumsisa, BUKNUKaHa Hew-
ponenTrkamu ni3HA gUCKiHe3is | BUKNMKaHWUI nikapcChb-
KM niKyBaHHSIM MOCTYparbHUn Tpemop; 3anexHiCTb
BiJ XiMiYHMX PEYOBWH i 3BMKaHHSA 4O HUX (Hanpuknag,
3anexHicTb Bif ankorosnto, repoiHy, kokaiHy, 6eH3opgi-
aseniHiB, HIKOTUMHY abo deHobapbitany abo 3BMKaHHS
[0 HWX) | 3BMYOK MOBESiHKM, Takux siK 3BMYKa OO asa-
PTHOI pu; i po3ragiB 30py, TakUX SIK rnaykoMma i iwe-
Mi4Ha peTuMHOMaTis y ccaBus, WO noTpebye Takoro
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MiKyBaHHs, BKMOYaYM NOOWHY, WO BKIOYAaE BBe-
AEHHS BKa3aHOMYy CCaBLEBI

(a) cnonykn cdopmyrm 1 abo ii dhapmMaLeBTU4HO
MPUMAHATHOT COni;

(b) iHWOT cbapmaLEeBTUYHO AaKTUBHOI CMOSYKM, sika
€ aHTugenpecaHtoM abo 3acnokiimmeum 3acobom,
abo ii papmaueBTUYHO NPUIAHATHOT COori;

npu4omy akTVBHI crionyku (a) i (b) mpucyTHi B Ki-
NbKOCTAX, e(PeKTUBHNX B MiKyBaHHi 4aHOro posnagy
abo cTaHy.

Binbll KOHKPETHW BapiaHT JaHoro BUHaxo4y
BiAHOCUTBLCSA OO0 BKa3aHOro Bulle crnocoby, B SKOMY
po3snag abo cTaH, WO nignsarae nikyBaHHO, BUOMpa-
10Tb 3 rMMBOKOI Aenpecii, enisoanyHoi genpecii, peky-
peHTHOT Adenpecil, AuTaYol genpecii, BUKNMKaHOI 30~
BXMBaHHAM peyoBUHaMK, NICAANOSIOroBoi Aernpecil,
AVUCTUMIT, LMKNoTuMIT | BinonspHoro posnagy.

IHLWMIM GinbLlu KOHKPETHWI BapiaHT 4aHOro BUHa-
X0A4y BIAHOCWUTLCA OO BKa3aHOro Buwe crocoby, B
sAkoMmy posnag abo cTaH, WO nignarae mnikyBaHHIo,
BMOUpatoTh 3 LUM30PEHIi, LM30adheKTMBHOIO po3rna-
Ay, MapeBHOro posragy, MCUXOTUYHOro posragy,
BMKMNKAHOTO PEYOBMHOIO, KOPOTKOTO MCUXOTUHHOTO
po3nagdy, po34ineHoro ncMxoTUYHOro posrnagy, ncu-
XOTWMYHOrO po3ragy, 3yMOBIIEHOro 3arafibHUM CTaHOM
340poB'q, i po3naay Wmn3odpeHiYHoI hopMu.

IHWMI GinbLl KOHKPETHWI BapiaHT 4aHOro BUHa-
XOA4y BIiAHOCWTLCA OO BKa3aHOro Buwe crocoby, B
sAkoMy posnag abo cTaH, WO nignarae mnikyBaHHIo,
BMOMpaloTb 3 ayTM3My, BCEOXOMIOYOro posnagy
PO3BUTKY, YCKMaAHEHb 3 MOBOIO, TakuX SIK 3aiKaHHS, i
posnagy, Wo nposenaeTbcA B AediuunTi yBaru i rinep-
aktuBHocTi (ADHD).

IHLWMIM GinbLlU KOHKPETHWI BapiaHT 4aHOro BUHa-
X0A4y BIiAHOCWTLCA OO BKasaHOro Buwe crocoby, B
AkoMmy poanag abo cTaH, WO nignarae mnikyBaHHIo,
BMOUpaloTb 3 po3ragy reHeparnizoBaHO! TPUBOTH,
naHiYyHoro  posnagy, 06ceCcUBHO-KOMMYIbCUBHOIO
po3nagy, NocTTpaBMaTW4HOro CTPECOBOMO po3nagy i
¢o6in, Bktoyatoum couiansHy ¢obito, aropadobito i
KOHKpeTHI ¢pobii.

IHLWMIA GinbLl KOHKPETHWUI BapiaHT 4aHOro BUHa-
X0A4y BIiAHOCUTLCA OO BKasaHOro Buwe crocoby, B
Akomy posnag abo cTaH, WO nignarae mnikyBaHHIO,
BMOUpatoTb 3 akiHe3il, AWCKIHE3il, BKIOYayn Ci-
MEeWVHi MapokcuaMarnbHi  AWUCKiHe3il, CchacTUYHOCTI,
xBopoOy Typetra, cuHgpom CkoTra, napanivi
(PALSYS) i akiHeTU4HO-purigHUin CMHOPOM; i ekcTpa-
nipaMiganbHUX PyXoBMX pO3rafiB, Takux $K PYXOBi
po3nagu, BUKNUKaHI MiKyBaHHAM nNiKapCbKMMU 3aco-
Oamu, Hanpuknag, MapKiHCOHI3M, BUKIMUKaHWIA HEVPO-
nenTukamu, HemponenTUYHUA 3MOSIKICHUA CUHOPOM,
BMKMMKaHa HewvporenTMkamn rocTpa AWCTOHIS, BU-
KruKkaHa HeMpornenTMkaMu rocTpa akaTuisi, BUKIMKa-
Ha HeVponenTukaMmy NisHS OUCKIHE3IA | BUKIMKaHUI
nikapcbK1M fikyBaHHAM MOCTypanbHUiA TpeMop.

IHLWMIM GinbLlU KOHKPETHUI BapiaHT A4aHOro BUHa-
X0Ay BIiAHOCUTLCA OO BKasaHOro Buwe criocoby, B
skomy poanag abo cTaH, WO nignarae mnikyBaHHIO,
BMOUpatoTb 3 Aenipito, AeMeHUil i aMHECTUYHUX i iH-
LUMX KOTHITMBHUX abo HeripodereHepaTVBHUX poO3ra-
hiB, Takux gk xBopoba [MapkiHcoHa (PD), xBopo6a
XaHTiHrtoHa (HD), xBopoba Anburenmepa, ctapeda
JeMeHLUis, aemMeHuia Tuny AemeHuii Anburerimepa,
po3nagu nam'ati, BTpata BUKOHaBCbKOI PYHKLi, Cy-

OWHHa JeMeHuis 1 iHWi gemMeHLii, Hanpuknag, BHa-
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cnigok BlJ1-3axBoptoBaHHS, TpaBMu rofioBu, XBopoou
MapkiHCOHa, XBOpOOW XaHTiHrToHa, xBopobu [lika,
xBopobu Kpentudenbara-Akoba abo 3 BENMKOT Kirb-
KOCTi MPUYMH.

IHWMI BiNbl KOHKPETHWUI BapiaHT 4aHOro BUHa-
XoA4y BIiOHOCUTbCA [0 BKasaHOro Bulle crocoby, B
SKOMY cronyky dopmynu 1 i gjooaTkoBo aHTUAenpe-
caHT abo NpOTUTPMBOXHMUIA 3aci®é BBOOATb THOAMHI
Ansa nikyBaHHSA 6yab-sikux ABOX abo Ginblue cymnyTHiX
po3nagiB abo cTaHiB, BUOpaHUX 3 po3nafiB i CTaHiB,
BKa3aHux B Oyab-KOMy 3 OMMcCaHuX BULLE crnocobis.

JaHuin BUHaxig BigHOCUTbLCS TakoX A0 dhapmaue-
BTUYHOI KOMMO3WLi Ans nikyBaHHst po3nagy abo cTa-
Hy, BUOpPaHOro 3 OKpPeMuX enizoAnMyHMX abo pekypeH-
THUX FIMBOKNX AeNPecUBHUX PO3nagis, AUCTUMIYHUX
posnaais, AenpeCuUBHOIO HEBPO3Y i HEBPOTUYHOT Ae-
npecii, MenaHxoninHoi Aenpecii, BKIOYayn aHopek-
cito, BTpaty Baru, 6€3COHHs, paHHE paHkoBe Mpoby-
[DKeHHA abo  MCMXOMOTOPHY  3arafibMOBaHICTb;
aTtunivyHoi aenpecii (abo peakTMBHOI genpecii, BKo-
Yyauu MigBULLEHUA aneTuT, rinepCOMHil0, NCUXOMO-
TOPHY axuTauito abo opaTiBNUBICTb, CE30HHUIA adhek-
TUBHWUI po3nag i nediatpuyHy genpecito; 6inonsapHux
po3nagiB abo MaHiakanbHOi Aenpecii, Hanpuknag,
6inonspHoro | poanagy, 6GinonapHoro Il posnagy i
LUMKNOTUMIMHUIA  pO3nad; KOHAYKTMBHOTO po3nagy;
PYVHIBHOIO po3nagy noBefiHKkW; po3nagy, Lo nposiB-
naeTbes B Aediuuti yBaru i rinepaktmeHocTi (ADHD);
NoBegiHKOBKX MOPYLIeHb, MOB'A3aHMX i3 3aTPMMKOIO
pPO3yMOBOro pPO3BWUTKY, ayTW3MOM | KOHOYKTUBHUM
po3agoM; TPUBOXKHWUX PO3MagiB, TakUX SK MaHiYHUIA
po3nag 3 aropadobieto abo 6Ges, aropadobis 6e3
aHamHe3y MaHiYHOro po3nagy, KOHKpeTHi ¢obii, Ha-
npuknag, 60583Hb NEBHOI TBAPUHU, CoLianbHWA CTpax,
couianbHi pobii, 06cecMBHO-KOMMNYIbCUBHWIA po3rnag,
CTPEeCcOBi po3fnagW, BKMOYalouy MOCTTpaBMaTUYHUI
CTPEeCcOBWW po3naf i rocTpum CTpecoBwur posnag, i
po3nagu reHepanisoBaHoi TpMBOrKW; MapriHanbHUX
po3nafiB 0coOMCTOCTi; LWM3OMPEHIi | IHLMX NCUXOTH-
YHUX po3naais, HaMpuKaa, po3nagis W13oMpeHivHoI
dopMM, WN30adekTUBHNX Po3nadiB, MapeBHUX PO3-
rnafiB, KOPOTKUX MCUXOTUYHMX PO3NadiB, Po3gineHux
NCUXOTUYHUX PO3nagiB, NMCUXOTUYHMX PO3nadiB 3 Ma-
peHHsM abo ranoumHaliaMmn, NCUXoTUYHUX eni3odiB
cTpaxy, cTpaxy, MoB'i3aHOro 3 MCUXO030M, MCUXOTWY-
HUX PO3rafiB HacTPO, TAKMX AK BaXKKUIA KIaCUYHWUA
JenpecuBHU po3nad; pos3nafiB HacTpolo, nos'ssa-
HMX 3 MCUXOTUMHMMW pO3fagamMu, Takux siK rocTpa
MaHis1 i genpecis, nos'sa3aHa 3 6inonsipHUM po3nagom;
posnafiB HacTpolo, NMoB'A3aHuxX 3 LWN3odpPeEHieto; ae-
nipito, AeMeHUil i aMHeCTUYHUX | THLWMX KOTHITUBHUX
abo HerpogereHepaTMBHMX pPO3nagiB, TakuMx K XBO-
po6a lMapkiHcoHa (PD), xBopo6a XaHTiHrtoHa (HD),
xBopoba AnbLrerimepa, cTapeya AeMeHLUis, JeMeHLis
TNy AemeHuil ArbureriMepa, posnagu nam'aTi, BTpa-
Ta BUKOHaBCbKOT (PYHKUIT, CyanHHA AeMeHUuis i iHLwi
AemeHuji, Hanpuknaa, BHacnigok BlJ1-3axsoptoBaHHS,
TpaBmu rornoeu, xBopobu lMapkiHCoHa, xBopobu XaH-
TiHrTOHa, xBopoOu llika, xBopobu Kpentudensara-
Akoba abo 3 BENMUKOT KiNbKOCTI NPUYKH; PyXOBUX PO3-
nagiB, TakMx K akiHesil, OuckiHesii, BKo4Yal4un Ci-
MeVHi napokcusamarbHi  AUCKiHe3il, enacTU4HOCTI,
xBopoby Typetra, cuHgpom CkoTTa, napanivi
(PALSYS) i akiHeTU4HO-pUrigHWUIA CUHOPOM; eKcTpani-
paMiganbHUX PyxoBUX PO3MadiB, TakMx SIK po3nagu
pYXy, BMKNVKaHI NikyBaHHAM TikapCbkuMu 3acobamu,
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Hanpuknag, napkiHCOHI3M, BUKMWKaAHUA HenponenTu-
KaMu, HeNpOoNenTUYHUIA 3MOSKICHAN CUHOPOM, BUKIU-
KaHa HeWponenTMKamy roctpa OWUCTOHIS, BUKNMKaHa
HerpornenTMkamMun rocTpa akatumaisa, BUKNUKaHa Hew-
ponenTukamu ni3HA gUCKiHe3is | BUKNMKaHWI nikapcChb-
KM niKyBaHHSIM MOCTyparbHUin Tpemop; 3anexHiCTb
Bi XiMiYHMX PEYOBWH i 3BMKaHHSA 4O HUX (Hanpuknag,
3anexHicTb Bif ankorono, repoiHy, kokaiHy, 6eH3opni-
aseniHiB, HIKOTUMHY abo deHobapbitony abo 3BUKaHHSA
[0 HWX) | 3BMYOK MOBESiHKM, Takux siK 3BMYKa OO asa-
PTHOI pu; i po3ragiB 30py, TakUX SIK rnaykoMma i ie-
Mi4Ha peTuMHOMaTis y ccaBus, WO noTpebye Takoro
NiKyBaHHs1, BKIHOYaK4u MIOANHY, WO MICTUTb

(a) cnonyky 3a n.1 abo ii papmaueBTM4HO Npu-
NHATHY Cinb;

(b) iHWY dbapMaLeBTU4HO aKTUBHY CMOJYKY, SKa €
aHTugenpecaHToM abo 3acrnokinueum 3acobom, abo
1i papmMaLeBTUYHO MPURHATHY Cinb i

(c) bapmaLeBTVHHO NPUAHATHUIA HOCIK;

npu4omMy akTVBHI crionyku (a) i (b) npucyTHi B ki-
NbKOCTAX, e(PeKTUBHNX B MiKyBaHHI 4aHOro posnagy
abo cTaHy.

AKTUBHI CMONYyKW 3a AaHVM BMHaxXo4OM MOXYTb
OyTn OTpMMaHi Tak, AK ONMCaHO HUXYe. AKLO He BKa-
3aHO iHaKLle, Ha cxemMax peakuin i B onuci, Wo cnigye
pani, A, Z, D, W, Q kinbue AA, G, X, Y, R-R™, dop-
mMyna 1, NyHKTUpHa niHis, wo 3'egHye X i Y, i rpynn
dopmyn (i) i (i) - Taki, Ik BU3Ha4eHi BULLE.

Cxema A
R* p*
af X -~ ad
bl S OKUCTIEHHS 2N
"o\,h\j/“‘ /g’.’ i
00" of E n o8 i,
1 R
2 3
8. R
I G\D/jl Z//:i’ixv
NaBH{OAG); N \J’hn/l,

Ha cxemi A nokasaHui crnocié oTpMMaHHsi Cnosyk
dopmynm 1, ge A asnse coboto (CH2)mO-, HeoboB'A3-
KOBO 3aMillleHUi, SK MOKasaHo BULLE Y BU3HaAYEHHI
dopmymm 1 (Takoxx 3BaHWX SIK cnonyku choopmynm 1A).
Hanuii crnocib BKMlo4Yae OKMUCNEHHS Cnonyku hopmynm
2 nepioguHaHom [ecca-MapTiHa abo iHWMM BignoBi-
OHUM OKUCIIOBaYeM, Takum K IBX (o-
NoJoKcMOEH30MHa KMUCIoTa), oKcarninxnopua B gume-
Tmncynecokenai (AMCO) (okucneHHa 3a CsepHOM
(Swern)) abo PCC (xropxpomart nipuauHito), 3 oTpu-
MaHHAM BignosigHoro anbaerigy dopmynm 3. OaHa
peakuis Moxe OyTM 3giicHeHa B AWXIIOpMETaHi
(CH2Cly), Tetparigpodypati (TI®P), aumeTuncynbgo-
keuai (OMCO) abo kombiHauii oBox abo GirbLie Bka-
3aHMX PO3YMHHUKIB. BigHoBHe amiHyBaHHs G-
3amilleHoro ninepuamHy abo ninepaswHy, sk nokasa-
HO Ha cxeMmi A, 3 BMKOPUCTaHHAM MeToauK, Aobpe
BiJOMUX baxiBUAM B AaHin ranysi TexHiku, i3 criony-
Koo dopMyrm 3 Aae BianosigHy crosnyky opmynm
1A. BigHoBHe amiHyBaHHSI MoOxe Oyt 3philicHeHe,
Hanpuknag, 3 BUKOPUCTaHHSIM MeToAiB KaTani TM4HOro
rigpyBaHHs abo 3 BUMKOPUCTaHHAM rigpWOHOTO BigHO-
BHWVKa, TaKoro sk TpualeTokcuboporigpug HaTtpito abo
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uiaHboporigpug HaTpito. PO34vMHHMKOM Ons  AaHoi
peakuii Mmoxe crnyxutn 1,2-auxrnopeTaH, TeTparigpo-
dypaH, aueToHiTpun, aumeTundgopmamia abo Kombi-
Hauis oBox abo Ginblue BKa3aHUX PO3YUHHMKIB 3 He-
oboB's3koBMM  godaBaHHsM  1-10  ekBiBaneHTiB
ouToBoi kucroTu. Npu BUKOPUCTaHHI rigpoxrnopuay
abo rigpobpomigy ninepasvHy abo ninepuguHy (coni)
3BMYaMHO 4OJal0Tb OCHOBY, TaKy SIK TPMETUIIaMiH.

Cxema B

z/“é[

L =0OMs, OTs, Br, Cl

Owﬁk

1A

G\@‘H

OCHOBA

AnbTepHaTuBHO crionyku copmymm 1A MOXyTb
6yTV oTpumaHi BignosigHo 0o cxemu B. Tigpokcurpy-
ny cronykn cpopmMymnm 2, BUKOPUCTOBYIOUM TpaguLinHi
MeTOAM, NepeTBOPHTL Y BigxiaHy rpyny (L) 3 oTpu-
MaHHAM BiAnoBiAHOI cronykn copmynm 4, ae L ssnse
co6oto mesunaT (OMs), Tosunar (OTs) abo ranoreH,
Takun, sik 6pom, rog abo xnop. MNepeBaxHo L sBnse
coboto xnop. OTpumaHy crionyky dopmynm 4 noTim
nigoawTs B3aemogii 3 G-3amilleHMM  ninepasvuHoM
abo ninepugMHOM, SIK MokasaHo Ha cxeMi B, 3 oTpw-
MaHHsIM HeoOXxiaHoT cronyku popmymm 1A. [aHy pe-
aKLUjlo MepeBaXHO NMPOBOASATb B MPWUCYTHOCTI OCHOBMW,
Takoi sik kapOoHar kanito, kapboHaT HaTpito, kapboHaT
uesito, TpyeTunaMmiH abo giisonponinetunamiy. Pos-
YMHHWMKOM, LLIO BUKOPWUCTOBYETLCSH, MOXe OyTu aueTo-
HiTpUN, BOAa, TeTparigpodypaH, [AiokcaH, aueToH,
MeTuni3obyTunkeToH, 6eH3on abo Tonyon abo Kombi-
Hauis gBox abo Oinblue BkazaHWX PO3YMHHMKIB. AK
KaTanisatop B peakLii MOXyTb OyTn BUKOPUCTaHI He-
opraHiyHi coni, Taki sik nogua HaTpito abo kanito. Te-
Mriepatypa peakuii MoXe 3MiHIoBaTUCA B MexXax Bif
npubM3HO TemnepaTypu HaBKOMMWLLUHBOrO cepeno-
BMWWA A0 MpuBMM3HO TemnepaTypu KUMiHHA PO34YMH-
HMKa, L0 BMKOPUCTOBYETLCS MPW HarpiBaHHi i3 3BOpoO-
THUM XOmnoAaunbHUKOM. Peakuis moxe Oy Takox
nposefeHa npy MiKpOXBWIbOBOMY BUMPOMiHIOBaHHI.

Cxema C

/\ *s
o Z:J: j\: ‘H’\on

ocnosa
P =H, Bn, THP, TBS, TBOPS

nFL,

R =CLF, By, S{O)Me, S0;Me

J rinpysanHs
Ry
3HATTSH 3aXHCTY Zﬁ/‘- X§Y rmpyaanm /\/
5§ — ]bI 3
N TJ\Q )LQI J\,

2A i
Ha cxemi C nokasaHuii crnocié oTpyMaHHsi Cnosyk
dopmymm 2A (oe X 3B'si3aHui 3 Y nofBiHMM 3B'A3-
KoMm) i 2B (me X 3B'A3aHuii 3 Y oguHapHUM 3B'SI3KOM).
HopasaHHa 2-20 exsiBaneHTiB Aiony  dopmynu
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HOCH2(CH2),OH, ge n siBnsie coboto uine yucno Big
1 no 4, abo 1-4 eksiBaneHTn BignoBiAHMM YNHOM MO-
HosaxuLeHoro giony dpopmymm POCH2(CH2)noH, ge
n sBnsie coboto uine yucrno Bia 1 go 4 i P saBnsie co-
6oto TeTparigponipaHin (THP), Gensun (Bn), n-
MeTokcubeHaun, TpeT-6ytmnaumeTuncunin (TBS) abo
TpeT-6mirmmcbeH|ncmn|n (TBDPS), po cnonyku do-
pmymm 5, ae R™ sensie coBolo xrop, dTop, Gpom,
S(O)CHs abo SO.CHas, aae BsignosigHy cnonyky dop-
Mynu 6 (abo 2A, KOnM BUKOPUCTOBYHOTb SIK peareHT
He3axulleHuii gjon). Haiibinbw nepeeakHo R'™
nsae coboto dptop. Peakuito nposoasAm B npmcyTHocn
OCHOBW, Takoi $K TpeT-OyTokcua kanito, TpeT-
OyTokcua, HaTpito, rigpva HaTpito, rigpva kanito, gjiso-
nponinamig niTito, Gic(TpumeTuncunin)amig  niTito,
Oic(TpymeTuncunin)amig Kanito abo
Oic(TpymeTuncunin)amig HaTpito. BignosigHi po3yunH-
HWKW N9 AaHOoT peakuil BktoYatoTb TeTparigpodypaH
(Tr®), piokcaH, AUMETUIOBUIA edip ETUNEHTTIKO I,
anmeTtnndgopmamia  (OMPA), N-meTunniponiguHoH
(NMP) abo ammetuncynedokeug (AMCO) abo kombi-
Haujto Box abo GinblLue BKazaHMX PO3UYNHHUKIB. Tem-
nepatypa peakuii Moxe 3MiHioBaTUCA B MeXax Bif
nNpubMM3HO TemnepaTypu HaBKOMMULUHBOrO cepeno-
BMLWA A0 MpuBMM3HO TemnepaTypu KUMiHHA PO34MH-
HWKa, LLIO BMKOPWCTOBYETLCS MPW HarpiBaHHi i3 3BOpO-
THUM XOSOAMNITbHAKOM.

Bsaemogisa cnonyku oopmymm 5 3 2-20 eksiBarne-
HTamu giony dopmyrm HOOH>(OH2),OH, ge n aense
cobolo Uine ymcno Big 1 oo 4, abo 1-4 ekBiBaneHTamu
MoHo3axuLleHoro giony dopmynm POCH(CH2),OH 3
OTPUMaHHSIM crofnykn hopMynm 6, ik onucaHo BuLLE,
nepeBaXHO 3AINCHIOTb B MPUCYTHOCTI KaTaniTUYHOT
KiNbKOCTI MiX(ha3HOro katarizatopa, Takoro sk Xrio-
pug abo Gpomig TeTpabyTunamoHito. 3acTocyBaHHsI
MikdpasHoro Katanisatopa 36inbluye LIBMAKICTb 3B'S-
3yBaHHS | 4O3BOMSE 3A4IMCHIOBATY peakuito npu BinbLu
HM3bKi TeMnepaTypi, Hixx 6yno 6 moxruee 6e3 kara-
nizatopa. 3actocyBaHHA MiKdasHOro karanizatopa
TaKOX 3Ha4YHO 3MEeHLUye YTBOPEHHS AUMEPHMX Mobiy-
HWUX MPOAOYKTIB.

3 cnonyk cdopmynm 6, ae P saBnsie coboto TeTpa-
rigponipaHin (THP), moxe Oyt 3HATUIA 3axucT Tpa-
AVUiiHUM cnocobom, Takum sk obpobka PPTS (n-
TonyoncynbsdgoHat nipuanHito), abo n-
TONyosiCyNb(POHOBOKO KUCIIOTO B €TaHoni, 3 oTpw-
MaHHSM BignoBigHMX crofyk chopmymm 2A. 3 crionyk
dopmyrm 6, pge P aBnge cobowo  TpeT-
oytungumeTuncunin abo TpeT-OyTMnandeHincunin,
MoXe OyTV 3HATUIA 3axuUCT TpaguuiiHuM crocobom,
Takum sik obpobka TeTpabyTunamoHindTopMaom B
TeTparigpodypaHi, 3 OTPUMaHHAM Cronyk opMymnu
2A.

Cnonykn chopmymm 2A abo cronykv dopmymnm 6,
ae P asnge coboto H abo 6eH3un, MoxyTs GyTu Bia-
HOBMeHi MeTodamu KaTaniTUMHOTO ridpyBaHHA 3
OTPUMaHHAM BIiANOBIgHUX crionyk opmynu 2B. Ha-
npvknag, rigpyBaHHs mMoxe OyTn npoBefeHe 3 BUKO-
puctaHHsaM 5-20% nanagito Ha akTMBOBaHOMY BYrinfi
B PO3UYMHHUKY, TAKOMY SIK MEeTaHOI, eTaHon, TeTpari-
OpodypaH, ouToBa KucroTa, aAumeTundopmMamig abo
koMbiHauis aBox abo Ginblue BkazaHWX PO3YMHHUKIB,
npoTArom nepiogy Big MpubrmM3Ho 5 rogwvH o npu-
6rm3Ho 48 roguH, nepeBakHO NPUONM3HO 24 roanHW,
npy TUCKY BOAHIO Big npubnusHo 1 go npmbrmsHo 5
atMocdep, nepeBakHo npmbnmsHo 1 atmocdepa.
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AnbTepHaTuBHO crionyku copmymm 2B MOXyTb
OyTm oTpumaHi rigpyBaHHAM 3 BUKOPUCTaHHAM Crio-
cobiB, Jo6pe BijOMMX haxiBLsSM B AaHil ranysi TEXHi-
KW, Taknx sIK onucaHi BuLle, cnonyk copmynu 8, ro-
Ka3aHuX HuKYe:

R‘
Z/\ X_\\‘Y
PO /]‘ N /)\
0" da N 0Bn
(Bn = BeHaun)
8 ,
AKi ineHTnYHI cnonykam cpopmymm 6, ae P saBnse
coboto 6eH3un, ane B AKUX 3aMiCHUK OKCO 3aMiHEeHWUH
Ha BeH3unmnokeu.
BignosigHo Ao iHWOro BapiaHTa crnonyku chopmy-
m 2B MoXyTb GyTM OTpMMaHi crioYaTtKy 3HATTSM 3a-
XWCTY i NOTIM rigpyBaHHSAM BignoBigHMX cronyk dop-
mynu 8 crnocobamu, gobpe Bigomumn daxisuaMm B
OaHin ranysi TexHiku, TakuMmu, sik onmcadi Buwle. Cno-
nykvn dopmynm 8 mMoxyTe Byt oTpumaHi cnocobom,
aHarnoriyHum crnocoby, SKUA BUKOPUCTOBYHOTH ANA
OTpUMaHHs crnonyk dopmyrm 6 Ha cxemi C, ane B
AKOMY peareHT opmynmM 5 3aMiHEHW Ha Cronyky
copMynu 7, NokasaHy HKYe.

R4
2/\ J:X%Y
cs/l\ E‘Q N)\OBn
RS

(Bn = GeHaun)
7

Crionykn copmynm 7 MOXyTb OyTm oTpumaHi
3iCHEHHAM B3aemogii BiAMOBIAHWX CMONyK dopmy-
m 5A, ne R" aensie coboto xrop, 3 6eH3unbpomigom
i kKapboHaToM cpibria B TOMyoni, WO KUMMTb i3 3BOPO-
THUM XOfloAWIbHUKOM. B anbTepHaTMBHOMY BapiaHTi
cnonykn chopmynm 7, ge Z sensie coboto CR®, MOXYTb
OyTM oTpuMaHi 34iMCHeHHAM B3aemogii 2,7-Auxrop-
[1,8]HadbTMpUaMHY 3 OOHMM eKBiBaneHTomM GeH3uro-
BOrO CMMPTY B MPUCYTHOCTI OCHOBW, Takol siK TpeT-
6yTokcua Kanito, TpeT-OyTokcua HaTpito, rigpug Ha-
Tpito, rigpug  kanito,  Agiisonponinamig  niTito,
Gic(TpumeTuncunin)amig niTito,
Gic(TpumeTuncunin)amig Kanito abo
Gic(TpumeTuncunin)amig Hatpito. BignosigHi po3unk-
HWKM N8 AaHOT peakuil BKtoYaloTb TeTparigpodypaH
(Tr®), piokcaH, AUMETUIOBUIN edip ETUNEHTTIKO o,
anmetnndopmamia  (OMPA), N-meTunniponiguHoH
(NMP) abo aumeTtuncynedokeug (AMCO) abo kombi-
Hauito Box abo Ginblue BKazaHMX PO3YUHHUKIB. Tem-
nepaTtypa peakuii Moxe 3MiHiBaTUCS Big Npubnn3HO
-20°C pgo TemnepaTypu HaBKOSMLUHLOMO CepedoBu-

wa.
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Cxema D

R‘
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A1) 1A(2)

Ha cxemi D nokasaHuii iHLWWIA croci® OTpyMaHHsI
cdopmyrm 1A. [ogaBaHHs cronyku dopmynu 9 go
crnonykn dopmyrm 7 dae BianosigHy cronyky dop-
mynun 10. [laHy peakuito 3BM4aiHoO MPOBOAATL B NpU-
CYTHOCTi OCHOBMW, TaKoi SK TpeT-0yToKcua Kanito, TpeT-
6yToKCcKA HaTpito, rigpua Hatpito, rigpua kanito, giizo-
nponinamig niTito,  Gic(TpumeTuncunin)amig  niTito,
Gic(TpumeTuncunin)amig Kanito abo
Gic(TpumeTuncunin)amig Hatpito. BignosigHi po3ynk-
HUKM OnA AaHoi peakuil BkmoyawTs TI®, giokcad,
aumeTunosun edpip etuneHrnikono, AM®A, NMP i
OMCO abo kombiHauito aBox abo Oinblle BKasaHMX
pO34MHHUKIB. TemnepaTypa peakuii Moxe 3Haxoau-
TCA B Mexax Big npubmmaHo -78°C go Temnepatypu
HaBKOMULLHBOrO CepefoBMLLIA, MepeBaXHO Big Mpu-
6nm3Ho -20°C go npubnmaHo 0°C. Crionyku chopmynm
10 moxyTs ByTn febeH3unboBaHi cnocobamu kaTani-
TUYHOIO TiApYBaHHSA B M'SIKMX YMOBax 3 OTPVMMaHHAM
BignoBigHMx cnonyk dopmymm 1A(1). Hanpuknapg,
rigpyBaHHs Moxke OyTn mpoBeAeHe 3 BUKOPUCTaHHSIM
5% nanapgito Ha akTMBOBaHOMY BYriNsli B PO34MHHUKY,
TakoMy sik MeTaHon, eTaHon abo TP abo kombiHaLisa
ABOX abo Ginblie BKa3aHWX PO3YMHHVWKIB, MPOTAroM
6rm3bko 1 roguHn. KatanituiHe rigpyBaHHS Cronyk
dopmynm 10 abo 1A, Wo npoBoauTLCH B BinbLL XOp-
CTKMX ymoBax (ko G cymicHe 3 ymoBamu rigpyBaH-
Hs), Aae cnonyku dopmymm 1A(2). Hanpwknag, rigpy-
BaHHA Moxe OyTu mpoBedeHO 3 BMKOPUCTaHHAM 5-
20% nanagito Ha akTMBOBaAHOMY BYFiffi B PO34YNHHU-
Ky, TakOMy sIKk MeTaHor, eTaHon, TI®, ouToBa Kucro-
Ta abo JM®PA abo kombiHauis ABox abo binbLue BKa-
3aHMX PO3YMHHUKIB, NPOTAroM Big NpMbnM3Ho 5 roguH
[0 npubrmmsHo 48 roguH, nepeBaKHO MPOTArOM Mpu-
65m3HO 12-24 roanH.

Cronykun coopmymm 1A, ge D asnse coboto N, Ta-
KOX MOXYTb OyTv OTpMMaHi 34iNCHEHHsM B3aemogii
crnornykn coopmynu 11, nokasaHoi Hux4e

R4

HN/\ Zlﬂix‘\y

k/N\/Nu\o)\ & NJ\O
R® R
1 ,

ae n siBnsie coboto uine yucro Big 1 oo 4, i3 cro-
nykolo copmyrm G-L% pe L? sBnsie co6oio 6pom,
noa, xnop abo tpudgnart (OTf), B ymoBax amiHyBaHHS
no byxsanbay (Buchwald) 3 BukopucTaHHaM Manapgi-
€BOro karanizatopa, sik onucaHo B [J. Org. Chem.,
2000, 65, 1158]. Hanpuknag, 3B'si3yBaHHA MOXe ByTu
npoBedeHe 3 BUKOPUCTaHHAM KaTaniTUYHOI KinbKOCTI
aueTarty nanagito (Pd(OAc).) abo
Tpuc(ambeHnsunigeHaueToH)amnanagito(0) (Pax(dba)s)
i docdiHoBOrO nirangy, Takoro K 2-
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avumknorekcundocdiHo-2'(N,N-

avMeTnnamiHo)bideHin, 2-
(amuuknorekcundocdiHo )BicbeHin, 2-(oun-TpeT-
6yTMndocdiHo)bideHin abo 2,2'-
bic(audeHrindocgino)-1,1'-6iHacdbtaniH  (BINAP) B

MPUCYTHOCTI OCHOBM, TaKkoi sk kapboHaT uesito, TpeT-
6yTokcua Hatpito abo cocdat kanito (KsPO4), B pos-
YMHHWKY, TaKkoMy, SK Tonyon, giokcaH abo gumeTuro-
Bun ecpip etunexrnikorto (DME). Temnepatypa pea-
KUii MOXe 3MiHBaTMCA B MeXax Big npubruvsHO
TemnepaTypu HaBKO/MLLHbOro cepejoBua 4O MNpu-
6nM3HO TemnepaTypu KUNIHHS PO3YMHHMKA, LU0 BUKO-
PUCTOBYETLCS MPU HarpiBaHHi i3 3BOPOTHUM XOMoAuW-
TbHUKOM.

Cxema E
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Ha cxemi E nokasaHui crnocié oTpyMaHHsi Cnosyk
dopmynm 1, ge A asnse cobor (CHz)mCHz-, Heobo-
B'A3KOBO 3aMiLLEeHWI, SiK MOKasaHo BULUE Y BU3HAYEH-
Hi hopmymm 1 (cmonyka cpopmymm 1B). Ak nokasaHo
Ha cxemi E, cnonyku dopmymm 5 moxyTtb 6yTn nigaa-
Hi B3aemogii 3 XoparnkeHinbopOHOBOK KUCMOTO
dopmynm Cl(CH2),CH=CHB(OH)., ae n siBnsie coboto
uine ymcno Big 1 0o 4, B ymMoBax nornepeYvyHoro 3B'a-
3yBaHHa no Cyayki (Suzuki) 3 BUKOPUCTaHHAM nana-
giesoro katanizatopa [Chem. Rev. 1995, 95, 2457] 3
OTPUMaHHAM BignoBigHMX crnonyk gopmyrm 12. Ha-
npvknag, 3B'A3yBaHHSA Moxe OyTn nposeeHe 3 BUKO-
puUCTaHHAM KaTanTuiHoT KinbKoCTi TeTpa-
Kic(TpudeHindocdiH)nanagito(0) B  MpuUCyTHOCTI
OCHOBMW, Takoi Ik BOAHWI kapOoHaT HaTpito, rigpokcua
HaTpito abo eToKcwA, HaTpito, B PO3UYMHHKKY, TaKkOMy
ak TP, giokcaH, AuMeTUnoBui edpip eTUNeHrniko o,
etaHon (EtOH) abo 6GeH3on. Temnepatypa peakuii
MOXe 3MiHIOBaTUCS B MeXax Big mpubrmsHo Temre-
paTypu HaBKOMMWLUHLOrO cepedoBuia 40 Mpubnn3HO
TemnepaTtypu KUMiHHA PO3YMHHUKA, LU0 BUKOPUCTOBY-
€TbCS MPU HarpiBaHHi i3 3BOPOTHUM XOSOANITbHUKOM.
OTpumaHi crnonyku dpopmMymm 12 noTiM nigaaroTe B3a-
emogjii 3 G-3amiweHnm ninepasmHoM abo ninepuau-
HOM, §IK Moka3aHO Ha cxeMi E, 3 oTpumaHHsaM Bigno-
BigHWX crnonyk popmymm 13. [aHy peakuito 3BM4anHoO
NPoBOASATb B NPUCYTHOCTI OCHOBMU, TaKoi sk kapboHaT
Kanito, kapboHaT HaTpito, kapboHaT uesito, TpueTuna-
MiH abo giisonponineTunamiH. TWMOBi PO3YNHHUKK
BKMOYaloTb aueToHiTpun, soay, TI®, giokcaH, aue-
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TOHKW, MeTUni300yTUNKeTOH, 6eH3on abo Tonyon abo
koMbiHaLito ABoX abo GinblLue BKazaHWMX PO34YMHHMKIB.
Ak kaTanisaTopu B peakuii MoXyTe OyTn BMKOPUCTaHI
HeopraHivHi coni, Taki sk hoaua HaTpito abo kanito.
Temnepatypa peakuii MoXe 3MiHIOBaATUCA B Mexax
Bi4 MpMbnM3HO TemnepaTypu HaBKOMULIHbOIO cepe-
JoBuWa A0 MpubnM3HO TemnepaTypu KUMiHHA po3-
YMHHWKA, L0 BUKOPWUCTOBYETLCH MPU HarpiBaHHi i3
3BOPOTHUM XOMoAaurbHUKOM. Peakuis moxe 6ytn Ta-
KOX MpoBedeHa Mig, MiKpOXBUIIbOBUM BMMPOMIHIOBaH-
HaMm. [MgpyBaHHsa crnonyk cpopmynm 13 cnocobamu,
nobpe BigomMyMu dhaxiBuaM B [aHid ranysi TexXHiKu,
Aae HeobxigHi cnonyku copmynm 1B. Hanpwknag,
peakuis rigpyBaHHst Moxxe 6yTn npoBeadeHa 3 BUKOPY-
CTaHHAM KaTaniTU4HOro Hikeno PeHes B PO3YMHHUKY,
TaKoMy sIk MeTaHor, eTaHon abo TI®d abo kombiHauis
ABox abo Oinblue BKazaHWX PO3YMHHUKIB, MPWU TUCKY
BOAHIO Big npnbnmsHo 1 atmocdepu oo npubnmsHo 5
aTMocdpep, nepeBaxHo npu NpubmsHo 1 atmocdepi.

Crionyku doopmym 5, ge R™ sBnsie coboto XJop,
dTOp abo 6pom i X 3B'si3aHMI 3 Y MoAaBiHUM 3B'A3-
KOM, MOXYTb OyTW OTpVMMaHi Aia30TyBaHHSAM aHarsori-
YHUX cronyk, Ae R 3amilieHnin amiHOrpynot, 3 BUKO-
PUCTaHHSIM HITPUTY HaTPIo i NOTIM YNOBMIOBAHHAM in
situ Aia3oHIN-ioHy [Xepenom rarioreHy, Takum sK
hTOpOBOAEHL, BpOMOBOAEHs, TeTpadTopbopHa Kuc-
nota (HBF34), xnopoBogeHb, xnopug migi(l), 6pomo-
BoAeHb abo Gpomig migi(l). Hanpuknag, peakuis 3
YTBOPEHHAM crosnyku dopmyrm 5, ae R™ sBnsie co-
6010 xrop, Moxe 6yTn NMpoBedeHa B KOHLLEHTPOBAHIN
XINOPOBOAHEBIN KUCIOTi 3 HEODOOB'sI3K0BOID A06aBKO
xropuay Mmigi(l) npu Temnepatypi Big npubNM3HO
20°C po npubnusHo TemnepaTypu HaBKOMLLHLOMO
cepepoBulla. Y pasi pTopyBaHHs 3 AeaMiHyBaHHSM
peakuis moxe ByTn mocureHa 3acToCyBaHHSM OCHO-
BW, Takoi SK nipyauH, 9Kk onucaHo B [Tetrahedron,
1996, 52, 23]. Cronyku copmyrm 5, ge R™ sBnse
coboto xrop, pTop abo Gpom i X 3B'si3aHM 3 Y oawn-
HapHMM 3B'sI3KOM, MOXYTb OyTW OTpuMaHi nodibHUm
crnocobom, B SIKOMy amiHOBaHMWA MoYaTKOBUA MaTepi-
arn, onMcaHun BuLLe, croyaTky nigaatoTb rigpyBaHHIO
crnocobamun, nobpe BigomMuMM baxiBUsAM B AaHin ra-
nysi TexHiku, Hanpukniag, BukopuctoByroun 5-20%
nanagin Ha akTMBOBaHOMY BYriffi B PO3YUHHUKY, Ta-
KOMY SIK OLTOBa KMCIoTa, 1H.-6H. X1TOpOBOAHEBA KMC-
nota abo AM®A, npoTarom Big npmbnusHo 12 roguH
00 NpubnunsHo 24 roguH.

Cronykn cdopmynm 5, ne R’ Bigpi3HAETbCA Bifg
BOAHIO, MOXYTb OYTV OTPMMaHi 3 aHaroriYHUX CrosyK,
ne R' aBnsie co6oto BOAEHb, 34INCHEHHAM B3aemogil
TakMX aHamnoriyHuWX Cronyk i3 cronykow d¢opMymnu
R'Br B NPUCYTHOCTI OCHOBM, Takoi siKk TpeT-byTokcug
Kanito, rigpua Hatpito, Aiisonponinamig nitito abo
Oic(TpymeTuncunin)amig niTito, B pO34YMHHKKY, TaKOMy
ak TI®, giokcaH, AMMeTUNoBUA edbip eTUNeHr koo,
OM®A abo JMCO abo kombiHauis aBox abo OinbLue
BKa3aHWX PO34MHHUKIB. BigrnosigHi Temnepatypu ans
[aHoi peakuii 3HaxoasiTbcA B iHTepBani Big npubnus-
Ho 0°C po mpubrmM3HO TemnepaTypy KUMHHA PO3YUH-
HWKa, LLIO BMKOPUCTOBYETLCS MPW HarpiBaHHi i3 3BOpO-
THUM XOSOAMNITbHAKOM.
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Ha cxemi F nokasaHuii anbTepHaTVBHWUI crnocib
oTpumaHHs cronyk popmynm 5A (1) [J. Org. Chem.
1990, 55, 4744]. (Cnonykn copmyrm 5A (1) e crony-
Kamu copmyrm 5, ge X sBnsie coboto CR® Y sBnsie
coGoto CR? i icHye mogiiHuii 38'a30k Mbk X i Y). Op-
ToOMeTarnoBaHHA crnonyk cdopmymm 14 i noganbLlia
0bpobka enekTpodinamu, WO maTb opmyny, Mo-
KasaHy Ha cxemi F, patotb cronyku copmymm 15.
KoHpgeHcauisa cronyk ¢opmymim 15 3 eHonaTtamu
cKknagHoro edpipy ankiny, Wwo mMatoTb opMyry, noka-
3aHy Ha cxeMi F, pae signosigHi crionykn dopmynm
16. Knn'aTiHHS i3 3BOPOTHUM XONOAUMBHUKOM CMONYK
dopmyrm 16 y BOAHIN KUCMOTI, Takin SK 3H. XNIOpPOBO-
AHeBa kucroTa, 3 HeOOOB'SI3KOBUM 3aCTOCYBaHHSAM
CMiBPO34MHHMKA, TakKoro $K AiokcaH, Aae BignoBiagHi
crnonyku popmyrnm 5A (1).

Cxema G
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Ha cxewmi F nokasaHui iHWMi cnocié oTpMmaHHs
crnonyk popmyrmm 2A-1. [JoaaBaHHs BianoBiAHUM Yu-
HOM MOHO3axuLLEeHOoro aiony , Ae n siBnse coboto uine
yncno Big 1 go 4 i P aBnge coboto TeTparigponipaHin
(TrM; THP), 6eHsun abo TpeT-OyTMnAMMETUICUnin,
[o crnonyk copmymm 17 pae crnonyku dopmynu 18.
Peakuito npoBoaaTb B MPUCYTHOCTI OCHOBU, Takol K
TpeT-OyToKCKA, Kanito, TpeT-6yTokcua HaTpito, rigpvag

HaTpito, rigpug  Kanito, giisonponinamig  niTito,
Gic(TpumeTuncunin)amig niTito,
Gic(TpumeTuncunin)amig Kanito abo

Gic(TpumeTuncunin)amig Hatpito. PO34YMHHUKOM, LU0
BUKOPUCTOBYETLCH, MOXe Oytn TI'®d, piokcaH, anme-
™nosun ecpip etunedrnikomto, OAM®A, NMP ab6o

82541

50

OMCO abo kombGiHauis ABox abo bGinblue BkazaHUX
pO34MHHUKIB. TemnepaTypa peakuii Moxe 3MiHioBa-
Tca B iHTepBani Big npubnmsHo 0°C go mpmbnuaHo
TemnepaTtypu KUMiHHA PO3YMHHUKA, LU0 BUKOPUCTOBY-
€TbCS1 MPUW HarpiBaHHi i3 3BOPOTHNM XOMOANITbHAKOM.

AnbTepHaTuBHO crnonyku dopmynm 18 MOXyTb
6yTM oTpumaHi i3 cronyk ¢opmyrnm 17 crnocobom,
onuMcaHvM Ana oTpuMaHHA crofyk dpopmyrm 15 Ha
cxewmi F.

KoHaeHcauis crnonyk dopmyrm 18 3 eHonatamu
ckrnagHoro edipy, Wo MaoTe opmyry, nokasaHy Ha
cxemi G, gae MPOMPKHI CknagHi a-rigpokciedipw, ski
06po6nsoTe BOAHOK KUCIIOTOM, Takok SK 3H. XIo-
poBOAHeBa KucnoTta, 3 HeobOB'A3KOBUM 3aCTOCYBaH-
HAM CLUBPO3YMHHMKA, TaKoro K AioKcaH, mpu Temre-
paTypi, WO 3MiHIOETbCA Big NpUbnM3HO Temnepatypu
HaBKOMULLHBOrO cepeaoBuLla A0 MPMBIM3HO Temre-
paTypy KUMiHHS PO34YMHHUKA NPUY HarpiBaHHi i3 3BOpo-
THUM XOSIOOWUIIbHUKOM, 3 OTPMMaHHAM crosnyk dop-
mynu 2A-1.

BignoBigHo 00 anbTepHATUBHOrO BapiaHTa 3Ain-
CHEeHHA B3aemofii no Tuny peakuii XopHepa-
BagcsopTta-EMmoHca crnonyk dpopmyrm 18 3 ketodpo-
coHaTamu, WO MaloTb PopMyny, nokasaHy Ha CxXeMi
G, B MpUCYTHOCTI OCHOBM, Takoi siK rigpug HaTpito,
eTokcug, HaTpito abo BYyTUNNITIA, B PO3YMHHKMKY, Tako-
My sk TT®, AMCO, giokcaH, AumeTunosui edip etu-
neHrnikono, etaHon abo 6eH3on abo KkomGiHaLis
OBOX abo Girblie BkazaHWX PO34YMHHWKIB, A€ Bigno-
BidHi MPOMDKHI a,B,-HeHacuyeHi cknagHi edipun. JaHa
peakuis Mmoxe ByTu TakoX npoBefeHa 3 BMKOPUCTaH-
HSM Xropuay niTito i ocHoBMm, Takoi sk DBU (1,8-
nia3abiuukno[5.4.0lingeu-7-eH) abo TpueTunamiH, B
PO34YUHHMKY, TakOMy SIK aleToHiTpun abo TI®. Mpo-
MDKHI o,f3,-HeHacudeHi cknagHi edipm notim 06po6b-
NA0Te BOOHOK XIOPOBOAHEBOK KUCMOTO 3 Heobo-
B'I3KOBMM 3aCTOCYBaHHSAM CMiBPO3YMHHUKA, TAKOrO 5K
JioKcaH, 3 OTpMMaHHsIM HeobXigHOI cnonyku dopmy-
nm 2a-1. Temnepatypa gaHoi peakuil Moxe 3MiHIoBa-
TMCA B iHTepBani Big npubnusHo Temnepatypu Ha-
BKOSMLLUHbOTO cepefoBuLa no npwbnM3Ho
TemnepaTtypu KUNiHHA PO34YMHHMKA MPWU HarpiBaHHi i3
3BOPOTHUM XOSIOONSTbHUKOM.

Cxema H
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Ha cxemi H nokasaHuii cnocié oTprMaHHsi Cnosyk
dopmynm 5B-1, 5B-2 i 5B-3. OpTomeTantoBaHHs cro-
nyk popmyrmm 14, ax onucaHo ona cxemu F, i noga-
nbwa obpobka edipom 3-0KCOMPOMIOHOBOI KWCIOTH,
dopmyna SKkux rnokasaHa Bue Ha cxemi H, nae Big-
nosigHi cronykn dopmyrm 19. Peakuis moxe 6ytu
npoBedeHa B PO34MHHUKY, TakOMy siK TeTparigpody-
paH, Mpyu Temnepartypax B iHTepBani Big nNpubnusHoO
78°C po mpubnmsHO TemnepaTypu HaBKOSMLUHbOIO
cepefoBuLLa, NepeBaxHO Big npubrmmaHo -78°C go
npnbmm3aHo 20°C. Kun'ATiHHA i3 3BOPOTHUM XOMoau-
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TNbHUKOM crionyk popmMymm 19 y BOOHIN KUCTOTI, Takin
AK 3H. XJIOpOBOAHEBa KWCroTa, 3 HeobOB'sI3KOBUM
3aCTOCYBaHHAM CMiBPO3UYMHHWMKA, TaKOro SIK AiOKCaH,
Aae BignosigHi crnonykn dopmynm 5B-1. Cronyku
dopmynm 5B-2 MoxyTb OyTn oTpumaHi obpobkoto
BiAMOBIAHMX crionyk opmynm 5B-1 TpuetuncinaHom
B TPUTOPOLTOBIN KUCIOTI Mpy Temneparypi Big npu-
6nmM3HO KIMHATHOT TemnepaTtypyu OO Temnepatypu
KWUMiHHA po3uuHHUKa. Cronykn dopmymm 5B-3 mo-
XyTb 6yTn oTpumaHi o6pobkoto crionyk dopmynm 5B-
1 okucrnioBadeMm, Takum €K nepioguvHaH [ecca-
MapTiHa, IBX a6o PCC, npubmmsHo npu Temnepartypi
HaBKOSMULUHBOrO CepefoBHULLa B PO3YMHHUKY, TakoOMy
SK guxrnopmeTaH, avxnopeTtaH, TI® abo AMCO abo
KoMbiHaLis 4Box abo OinbLue BKa3aHUX PO34YMHHMKIB.

Cxemal
R‘ 2
5
B s s e o g oo
8,
O orona OcHOBa ngl~Q 5
& =Br, 1, Cl, OMs, OTs
x:o.s NH 5B(4)

Ha cxewmi | nokasaHuii cnocidé oTpyMaHHsi Cnonyk
dopmynm 5B (4) [aue. PCT 3aasky WO 02/056882].
AnkinysaHHsA crnonyk coopmynm 20 ckrnagHuM edipom
dopmynm, nokasaHoi Ha cxemi | (L = Br, I, Cl, OMs,
OTs), pae signosigHi crionykn dopmymm 21. Hany
peakuito 3BuyariHO MPOBOASATL B MPUCYTHOCTI OCHOBM,
Takoi sk kapboHaT kanito abo rigpug HaTpito, B po3-
YMHHWKY, TakoMy SK aueToHiTpun, TP, giokcaH, aue-
TOH, MeTuni3o0yTnnkeToH, ©OeH3on, Tomyon abo
OM®A abo kombOiHalis ABox abo Oinblue BKasaHUX
pO34MHHUKIB. Temnepatypa AaHoi peakuii Moxe 3Mi-
HIOBaTUCA B iHTepBani Big nNpubnvu3HoO Temnepartypwu
HaBKONMULLHBOrO cepeaoBuLa A0 MPMBIM3HO Temre-
paTypy KUMiHHS PO34YMHHUKA NPY HarpiBaHHi i3 3Bopo-
THUM XxoroaunbHUKoM. HiTporpyna crionyk popmynm
21 Moxe 6yTv BigHOBrEHa 3ani3HUM MOPOLLKOM i Ou-
TOBOIO KMCIIOTOI 3 AoAdaBaHHAM abo 6e3 gogaBaHHSA
PO34MHHMKA, Takoro sk MeTaHon abo Boga, Mpu Tem-
nepartypax Big, npubrM3HoO KiMHaTHOT TeMnepaTypu o
npubM3HO TeMmrnepaTypyu KWMNIHHA PO3YMHHMKA, LWO
BMKOPWCTOBYETLCHA MPW HarpiBaHHi i3 3BOPOTHUM XO-
rogunbHuKoM. BkasaHi yMOBM MPMBOAATL TakoX A0
3aMMKaHHS LMKIY 3 YTBOPEHHAM crnosyk oopmynu 5B

(4).
Cxema K
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Ha cxemi K nokasaHui crnocié oTpyMaHHsi Crosyk
dopmynm 5B-5. Cronyku chopmymm 22 MoXyTb ByTu
HarpiTi 3 pigkMM amiakom B repMeTU4HO 3aKyrnopeHin
peakuinHii nocyauHi Npu Temnepartypax Big npubnu-
3Ho 40°C po npubnmsHo 100°C B pO3YMHHUKY, TAKOMY
Ak TT'®, 3 oTpyMaHHAM crnonyk doopmynm 23. BigHos-
NEHHs cknagHoro edipy, crnonyku 23, Ao BianoBigHo-
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ro CNMpTy 3 BUKOPUCTaHHAM niTiManmioMiHiAriapuay B
TpaguuinHMx ymoBax, obpe BigoMux daxiBusMm B
OaHin ranysi TexHikv, i noganblie OKUCIEHHS OTpu-
MaHOro CrMpTy OKWUCMOBayeM, TakMM $IK MaHraHat
Gapito, giokcug mapradus, IBX, nepiognHan [ecca-
MapTiHa abo PCC, B pO34MHHMKY, TaKOMy K OUXIIO-
pMeTaH, TI'® a6o AMCO abo kombGiHauis gBox abo
Oinblue BKasaHUX PO3YMHHUKIB, [aloTb BignoBigHi
anbgerian bopmymm 24. Crnonykn popmynm 24 noTim
nigoawTb B3aemogil 3 (kapbeTokcMmeTH-
neH)TpudeHindochopaHom abo nofibHUM peakTu-
BOM BiTTira B pO34YMHHUKY, TakoOMy SIK OUXIIOpPMeETaH,
xrnopodopM, TI'®d, 6eH3on abo Tonyon, mpu Temne-
paTtypi Big MpMGM3HO KiIMHATHOI TemnepaTtypu .o
npubM3HO TeMmnepaTypyu KWNIHHA PO3YMHHMKA MpuU
HarpiBaHHi i3 3BOPOTHUM XOJIOAUMBHUKOM 3 OTPUMaH-
HAM BIAMOBIAHUX cronyk popmymm 25. Y pasi maHra-
HaTy Gapito okucneHHs i peakuis BiTtira moxyTtb 6yTn
3[iNcHeHi no opgHopesepByapHii meToaumui [J. Org.
Chem. 1998, 63, 4489]. NgpyBaHHsa cronyk hopmynm
25 cnocobamu, BigomMumu haxiBusiM B OaHii ranysi
TeXHiKW, HampwKnad, Tak, K OMMcaHo BuULUe, nepeBsa-
)KHO 3 BUKOPMUCTaHHSAM nanagito Ha cynbdarti 6apito, B
PO34MHHUKY, Takomy sk TI'®, gae BignosigHi cknagHi
amiHoedpipn. OTpumaHi amiHoedipy MOXyTe OyTu
nigaaHi UMknizauii 3 oTpMMaHHAM Ccronyk oopmynu
5B-5 HarpiBaHHAM npw Temnepartypi Big npubnnsHo
50°C po npnbnmnsHo TemnepaTypu KUMiHHA PO3YUHH-
Ka npu HarpiBaHHi i3 3BOPOTHUM XONOAUINBbHUKOM B
PO3YMHHMKY, TakoMy §IK eTaHon, MeTaHon abo i3o-
nponaHosn, nepeBaXHO 3 KaTamniTUYHOK KiNbKiCTO
kucnoTu (a came TsOH) abo ocHoem (a came DBU).

Cxema L
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%
W
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p - [lApYBaHHSR a?

2B-1

Ha cxemi L nokasaHnuii anbTepHaTMBHWUI crnocib
OTPUMaHHs cronyk dopmynm 2A-2 i 2B-1. Crionyku
dopmMynm 26 MOXyTb OyTM OTpUMaHi 3AINCHEHHAM
B3aemogii crnonyk copmymm 5A-2 3 6eH3nnoBum
CMMPTOM B MPUCYTHOCTI OCHOBW, Takoi $IK TpeT-
6yTokcua Kanito, TpeT-OyTokcua HaTpito, rigpug Ha-
Tpito, rigpug  kanito,  Adiisonponinamig  niTito,
Gic(TpumeTuncunin)amig niTito,
Gic(TpumeTuncunin)amig Kanito abo
Gic(TpumeTuncunin)amia Hatpito. BukopucToByBaHi
PO3YMHHMKM MOXYTb BKIO4aTK TeTparigpodypaH,
[iokcaH, gumeTurnoBuni edpip eTuneHrmikono, auMe-
Tunpopmamia, N-meTunniponiguHOH, AUMETUNCYIb-
dokcmp abo kombiHaLito ABOX abo Ginblue BkasaHMX
paHile po3ynHHWKIB. Temnepatypa peakuii Moxe
3MiHIOBaTMCA Big TemnepaTypy HaBKOSMLIHbOIO ce-
pefoBuLa 4O TeMnepaTypy KUMiHHA PO3UMHHMKE, WO
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BUKOPUCTOBYETLCA MPU HarpiBaHHi i3 3BOPOTHUM XO-
noguneHukoM. Crionyku copmymm 26 MOXyTs OyTu
nigoadi B3aemogii 3 BignoBiAHMM YMHOM MOHO3aXU-
WeHuMm gionom, nepesaxHo P=Bn, B ymoBax peakuil
MiuyHOBy 3 oTpMmaHHaAM crnonyk doopmymm 27. Turno-
Bi YMOBW peakuii BKMOYalTb BUKOPUCTaHHA AieTun-
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niasoaukapbokcunaty (DEAD) i TpudeHindocdivy B
PO3YMHHMKY, TakoMmy sk TeTparigpodypaH. Cronyku
dopmymm 27 MOXyTb OyTW rigpoBaHi 3 OTPUMaHHSAM
crnonyk cpopmyn 2A-2 i 2B-1 cnocob6amu, onMcaHnuMmm
B 3B'A3KY 3 rigpyBaHHsM criofiyk opmMynm 8 Ha cxemi

Cxema M
R R
R N POy, R A AN
H ] NaNy
— fo ———
cl 7 OCHOBA ~ATho
28 29
nt A
t]
A x N 1) BIIHOBHHK a31Ty R 0
| ST | o PhaPCHCOEL
——
POy @, 2)DIBALH Ao N
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Ha cxemi M nokasaHuii anbTepHaTMBHUI crocib
oTpuUMaHHA crnonyk doopmynu 2B-2. [logaBaHHA Bia-
MOBIAHMM YMHOM MOHO3axMLLUEHOTO Ajony , Ae N fAB-
nsie coboto uine yucno Big 1 oo 4 i P saiBnsie coboto
TeTparigponipanin (TIT; THP), 6eH3un abo TpeT-
6ytmngumeTuncunin (TBS), go cnonyk doopmynm 28
Aae BignosigHi cnonyku oopmymm 29. any peakuito
3BUYaNHO MPOBOAATb B MPUCYTHOCTI OCHOBW, TaKol
Ak TpeT-OyToKcwua, Kanito, TpeT-byTokcua Hatpito,

rigpva HaTpito, giisonponinamig niTito,
Gic(TpumeTuncunin)amig niTito,
Gic(TpumeTuncunin)amig Kanito abo

Gic(TpumeTuncunin)amia HaTpito B PO3YMHHUKY, Ta-
KoMy sik TI®, giokcaH abo gumeTurnosun edip eTu-
neHrnikono, nepesaxHo TIP. Temnepatypa peakuii
MOXe 3MiHIOBaTUCA B iHTepBani Big npubnusHo -
70°C po nmpubrmsHo kiMHaTHOI Temnepatypu. Cno-
nykv dpopmynm 29 moxyTe 6yTv nigaaHi B3aemogii 3
asngoM HaTtpilo B PO3YMHHMKAX, Takux gk OMOA,
NMP abo AMCO abo kombGiHauis aBox abo GinbLie
BKa3aHWX PO3YMHHKKIB, 3 OTPUMaHHAM cronyk dop-
mynn 30. Temnepatypa peakuii Moxe 3MiHoBaTUCA
B MeXax Bi Npubrm3HoO KiMHaTHOIT TemnepaTtypu 8o
nNpuGMM3HO TemnepaTypyu KUMiHHA PO3YMHHMKA MpK
HarpiBaHHi i3 3BOPOTHUM XONOAUMbHMKOM i nepesa-
XHo cknagae 6mm3bko 70°C. Asung crnonyk doopmym
30 moxe 6yt BiIHOBMNEHMI JO aMiHY 3 BUKOPUCTaH-
HAM TpaauUinHUX BiIHOBMIOBANbHMX areHTiB, BidOMUX
daxiBusM B AaHin ranysi TexHiku, nepeBakHO rek-
cametungucuntiad [(MesSi)2S], B po34mHHKKY, Ta-

Cxema N
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A [
i\ Xy —R% R A ~
HO. N z HO. | = N
» RE=C1,8y, | 23

KoMy sk MeTaHon abo etaHon. lNopanblle BigHOB-
MEHHs LjaHorpynM Jo anbAerigy 3 BUKOPUCTaHHAM
rigpuay LiisobyTMnanoMiHilo B pO34YMHHUKY, TakoMy
Ak TF®, npmbrmsHo npu 0°C gae crnonykn chopmynm
31. Cnonykn cpopmynm 31 MoxyTe OyTn nigaaHi
B3aeMogil 3 (kapbeTokcumeTH-
neH)TpudeHingochopaHom abo nofibHUM peakTu-
BOM BiTTira B po34nHHKKY, TakOMy SIK AUXIIOpMETaH,
xrnopodopM, TId, 6eHson abo Tonyon abo cymiw
ABOX abo Ginblue BKazaHWX PO3YMHHUKIB, MPU TEM-
nepatypi Bia Nnpubnn3HO KiMHaTHOT TemnepaTtypu 8o
NPUGMM3HO TemnepaTypy KUMiHHA PO3YMHHMKA Mpu
HarpiBaHHi i3 3BOPOTHUM XOTOAUIbHUKOM 3 OTpu-
MaHHsM cronyk doopmym 32. Crionyku doopmym 32
MOXYTb OyTV rigpoBaHi cnocobamu, BigommmMm chaxi-
BUSM B JaHin ranysi TexHiku, Hanpuknag, 3 BUKOpuc-
TaHHAM nanagilo Ha akTMBOBaHOMY BYrinni, nanagito
Ha cynbdarti 6apito abo Hikens PeHes, B pO34MHHM-
Ky, TaKOMy sik MeTaHor, eTaHon, TF® abo kombiHa-
Lis OBOX BKa3aHMX BULLE PO3YUHHMKIB. OTpuMaHi
cknagHi amiHoedipy MoXyTe ByTV nigaaHi Lmkniauii
3 OTPUMaHHAM BIiAMOBIAHWX crnonyk popmynn 2B-2
HarpiBaHHSM Mpu Temnepartypi Big npubnmsHo 50°C
[0 MpubnM3HO TemnepaTypy KUMIHHA PO3YMHHMKA
npu HarpiBaHHi i3 3BOPOTHUM XONOAWUSIbHUKOM B
PO3YMHHMKY, TaKOMy SIK €TaHosl, MeTaHon abo i3o-
nponaHon abo cymiw gBox abo Ginblie BkazaHUX
PO34MHHUKIB. [lepeBaXXHO BUKOPUCTOBYIOTb KaTani-
TUYHY KinbKIiCTb KucnoTu (a came TsOH) abo ocHoBM
(a came DBU).

Ha cxemi N nokasaHuii cnocié oTpumaHHs cro-
nyk cdopmyrm 2B-3. BigrnosigHi cronykn cgopmynm
2B perioceneKkTmBHO raroreHyoTb N-
6pomcykumHamigom, N-xrmopcykumHamigom abo N-
noacykumHamigpom B JM®A npu Temnepatypax B
iHTepBani Big NpubM3HO KiIMHATHOT TeMnepaTtypu 4o
npubmmsHo 80°C 3 oTpUMaHHAM Crofyk dopmMynm
2B-3 [J. Med. Chem. 2003, 46, 702].
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Ha cxemi O nokasaHuii crnocié oTpMMaHHsI Cnoyk
dopmynm |1B-2. Crionykn cbopmyrm 15 moxyts 6yTn
nigaadi B3aemogii 3 xrioparnkeHinbopoHOBMMU KUCTIO-
Tamu (n=1-3) B ymMOBax MonepeyHoro 3B'a3yBaHHs Mo
Cysyki 3 BUKOpUCTaHHSAM ManagieBoro katanisaTtopa,
SIK OMUCaHO B 3B'A3KYy 3 OTPMMaHHAM Cronyk hopmy-
mm 33 ana cxemn E. Mopanbwa B3aemogia 3 G-
3amilleHMKM ninepasvHamu abo ninepuauHamu gop-
Mynu, nokasaHoi Ha cxemi O, y BigMoBigHOCTI 3i cro-
cobamu, ommcaHumn ans cxemu E, gae BignosigHi
cnonykn oopmynm 34. Cronyku bopmynm 34 MOXYTb
6yTV ranoreHoBaHi B MPUCYTHOCTI KaTanisatopa, Ta-
KOro siK Hikernb PeHes, B pO3YMHHUKY, TAKOMY SIK eTa-
HOM, MeTaHon, TeTparigpodypaH abo KombGiHauis
[ABOX BKa3aHuX BULLUE po3umHHUKIB. MNoganblie Buaa-
NEHHs niBanoinNbHOT rpynM B KUCIMX yMOBax, nepe-
BaXHO 3 BMKOPWUCTaHHSAM 3H. BOAHOT XNIOPOBOAHEBOI
KMUCNOTW, Npu TemnepaTtypax Big NpubnusHo KiMHaT-
HOI TemnepaTtypu 0O NpUGMU3HO TeMnepaTypu KuniH-
HSl PO34YMHHMKA MPU HarpiBaHHi i3 3BOPOTHUM XOMOAuW-
nbHUKOM Aae cronykn copmymm 35, Cronyku
dopmynm 35 moxyte OyTv niggaHi B3aemogii 3 peak-
TMBaMu [piHbsIpa, TakKMMKU AK ankinvarHinbpomigwn, B
pPO34YMHHUMKAX, Takux K TeTparigpodypaH, AieTuro-
BN edip, Tonyon abo koMbiHauis OBOX BkasaHUX
BMLUE PO34YMHHUKIB, MPW TemnepaTtypax Big npubmms-
Ho -78°C po npubrmM3Ho KiMHaTHOI Temnepatypu 3
OTPMMaHHSIM BigMoBigHMX crmpTiB. Moganbwa obpo-
6ka peaktuBamu, TakMummn gk ocreH, kapOoHingiimi-
pason (CDI), 4-HiTpodeHinxnopdopmiat, MeTunIxIo-
pdopmiaT abo deHinxnopdopmiar, i3 3acToCcyBaHHAM
abo 6e3 3acTocyBaHHA OCHOBW, Takoi Sk TpueTuna-
MiH, nipuguH, 6ikapboHaT kanito abo kapboHaT Karnito,
B PO3YMHHUKAX, TakuMx K TeTparigpodypaH, MeTus-
TpeT-6yTnnosun ecdip (MTBE), Boaa, Tonyon, rekca-
HW, rentaH abo kombiHaLis ABOX BKa3aHWX BULLE PO3-
YMHHKKIB, Aae cronyku coopmymm I1B-2 [J. Med. Chem.
1998, 63, 8536].

OTpyMaHHs iHWKMX crionyk dhopmynm 1, KOHKpeT-
HO He oMMcaHWX B MonepeaHbOMY eKcrepuMeHTanb-
HOMY pO3aini, MoXe OyTu 34iicCHEHE 3 BUKOPUCTaH-
HsIM KOMOiHaLii oMMcaHuX BULLE peakLii, 04eBUOHUX
Ons axisuiB B AaHiN ranysi TeXHIKW.

Y KOXHIN 3 peakuiin, onmMcaHux i NpoincTpoBaHnX
BULUE, TUCK HE € KPUTUYHWM, SIKLLIO HE BKa3aHO iHaK-

we. 3BMY4aNHO NMPUNHATHUM € TUCK Big npubnusHo 0,5
atMocdbepu o npubnmsHo 5 atmocdep, npudomy, 3
TOYKM 30PYy 3PYYHOCTi, NEPEBKHNM € TUCK HaBKOMNW-
LWHbOro cepefoBua, To6T0 NMpmMbnusHo 1 atmocde-
pa.

Crionykn copmynm 1 i MPOMDKHI Ccronyku, noka-
3aHi Ha npeacTaBneHUX BULLE CXeMax peakuin, Mo-
XyTb OyTW BuAINeHi i ounLleHi TpaguuinHIMn MeTo-
jamy, TakuMu  GK  nepekpuctanisauia  abo
XpomaTorpagiyHe po3gineHHs.

Crionykn copmymm 1 i ix dapmaueBTU4HO Npu-
MHATHI coni MOXyTb OyTM BBedeHi ccaBusM Oyab-
AKUM 3 TakuX LUNAXIB, SIK nNepoparnbHWiA, napeHTepa-
NbHWA (TakURW, SK NAWKIPHUIA, BHYTPILUHbOBEHHWIA,
BHYTPIiLLUHbOM'A30BUI, iHTPacTepHanbHUA i MeToaoM
BIMMBaHHSA), peKTanbHWii, OykanbHuii abo iHTpaHasa-
NbHUA. 3BMYaMHO € Hanbinbw OGaxaHum BBOAUTU
BKa3aHi CroJsyku Jo3amun B Mexax Big npubdnmsHo 3mr
Ao npubnusHo 600mr Ha goby y BUrMsAi pa3oBux abo
po3aineHnx o3 (to6To Big 1 0o 4 no3 Ha poby), xou
HEMUHYYi KOMMBaHHS B 3anexHocTi Big Tuny, macu
Tina i ctaHy naudieHTa, WO MigAaeTbCsa NiKyBaHHIO, i
Bif iHAMBIAyanbHOI YyTNMBOCTI MauieHTa 4O OaHoro
MeaUKaMeHTY, a TaKkoX Bif Tuny BUOpaHOi nikapcbKoi
dopmu i nepiogy yacy i iHTepBany BBegeHHs. Arne
HanbinbLw 6akaHum € piBeHb OO3yBaHHA B iHTepBari
Big npubnmaHo 10mMr go npubrmsHo 100mr Ha Joby. Y
OesIKMX BUNagkax MoXyTb Oyt GinbLu HiXX OCTaTHIMK
piBHI 4O3yBaHHA HWXYe HWKHbOI MEXi BKa3aHoro iH-
TepBary, a B iHLUMX BUNagKax MoXyTb OyTv BUKOpUC-
TaHi wWe Oinbl BUCOKI A03n 6e3 BCAKMX LUKIAIMBUX
nobiyHuX edekTiB, MPY YMOBI WO Taki GinbLl BUCOKI
[03K1 CroYaTky po3dinaioTb Ha Adekinbka mMammx 403
AN BBEAEHHS NpoTArom goou.

HoBi cronykun 3a gaHMm BMHaxoA40M MOXYTb ByTu
BBeEHi Hapi3Ho abo B KoMOiHaLlii 3 dpapmaLeBTU4HO
NPUIHATHUMW HocisMM abo pospimpkyBadamu Oyab-
SKUM 3 BKasaHWX BuLe crnocobis, Npuyomy Take BBe-
OeHHs1 Moxe OyTu 3pjicHeHe opfHielo fo3ok abo
MHOXWHHUMMK Jo3aMun. 30Kpema, HOBI likapCbKi 3aco-
61 3a gaHMM BUMHaxo4oM MOXYTb ByT BBeAeHi y Bu-
rnagi HanpisHOMaHITHILLMX NiKapcbkux ¢opM, ToOTO
BOHUM MOXYTb OyTV o6'egHaHi 3 pisHMMK dapmaues-
TUYHO MPUAHATHUMMU IHEPTHUMM HOCIIMU B pOpMi
TabreTok, Kancyrs, KOpPXWKiB, NacTUIioK, kapamerboK,
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CYMo3uTopIiB, XXenenHnx Lykepok, renis, nact, Masen,
BOOHWX CYCMEH3ii, PO34MHIB ONs iH'EKUin, enikcupis,
cuponiB i ToMmy nogibHoro. BkasaHi Hocii BkmoyaroTb
TBepAi po3pimKyBadi abo HarMoBHIOBaYi, CTEPUIbHI
BOOHI cepedoBULLA i Pi3HI HETOKCUYHI OpraHiyHi pos-
YUHHKKM | T.4. KpiM Toro, nepoparnbHi dhapmMaueBTUYHI
KOMMO3KWUii MOXYTb OyTW BiAMOBIOHUM YMHOM MifCO-
rogXeHi i/abo 3abesneveHi kopureHTamu. 3BU4ANHO
MacoBe BifHOLUEHHS HOBWX CMONyK 3a AaHWM BWHa-
X0O0M [0 hapMaueBTUHHO MPUAHATHOrNO HOCIA 3Ha-
XOAUTbCS B iHTepBani Big npubrmaHo 1:6 o npubnu-
3H0 2:1, nepeBakHO Big npubrmsHo 1:4  po
npubnnsHo 1:1.

[na nepopanbHOro BBeOeHHS MOXYTb OyTu Bu-
KOpuCTaHi TabneTku, WO MICTATb pi3Hi HanoBHIOBaui,
TaKi K MiKpOKpuCTaniyHa Lentonosa, uutpaTt HaTpito,
kapboHaT kanbLito, docdaTt AvkanbLito i rmiuuH, pa-
30M 3 Pi3HMKM PO3puXIoBa4aMu, TakMMK SIK KPOX-
Manb (MepeBaXHO KyKypyA3sHWA, KapTonnsHui abo
MaHiOKOBUIA KpOXMarnb), anbriHoBa KucroTa i Aeski
KOMIMIEKCHi curnikaTu, i 3B'A3yBanbHUMK pevyoBUHaMM
ONs rpaHyrioBaHHA, TakMMU §K MONiBiHiNMiponigoH,
caxapo3a, XenaTuH i apasiicbka kameab. Kpim Toro,
4YacTo AyXe KOpUCHUMM AN TabreTyBaHHA € mMacTu-
INbHi PEYOBUHU, Taki SIK cTeapaT MarHito, naypuncy-
nbdhat HaTpito i Tanbk. TBepai koMno3uii nogibHoro
TMNY MOXYTb OYTW TakoX BUKOPWUCTaHi SIK HaroBHIO-
Bauyi B XXenaTMHOBUX Karncynax; nepeBaxHi maTtepianm
B 3B'A3KYy 3 LMM BKMOYAIOTb TaKOX flakTto3y abo Mmo-
JIOYHUIA LIYKOP, @ TaKoX MOSieTUMEHTMIKONi 3 BUCOKOIO
MorneKkyrnspHoto Macotw. Konv gns  nepopanbHoro
BBeJAEHHS MOTPiOHI BoaHi cycneHsii i/abo enikcupwy,
aKTUBHUIA KOMMOHEHT MOXe OyTW 3MilLaHWiA 3 pi3HUMK
nigconomkysadamy abo peyoBMHaMK, LLO KOPUryoTb
CMaK i 3amax, pe4oBuHoW, WO nigdapbosye, abo
GapBHVYKamMu i, Npu HeoOXiOHOCTI, eMynbryr4uMmn
i/abo cycrneHaytouMmn pevyoBUHaMK, TaKOX 3 BUKOPU-
CTaHHAM MpU LbOMY TakuMx po3pipKyBadiB, siK BOAA,
eTaHor, MPOMiNeHrnikonb, rniLepuH i pi3Hi BignoBiaHi
X KOMOiHaLT.

Ona napeHTepanbHOro BBeAEHHS MOXYTb OyTu
BMKOPWCTaHI PO3YMHW CMOMYKM 3@ AaHNM BUHAxX04oM
B ce3amoBoMy abo apaxicoBomy macni abo y BogHO-
My nponineHrnikoni. BogHi po34nHu npu HeobxigHOCTI
NnoBWHHI OyTK 3abesnedyeHi BignoBigHUM Oydepom
(nepeBaxHo pH OGinbwe 3a 8), npudomy crno4vaTky
pob6rsiTb pigkuiA po3pimKyBay i30TOHIYHMM. BkasaHi
BOJHI PO3YMHU € MPUAHATHUMMU ANS BHYTPILLHLOBEH-
HUX iH'eKuin. MacnsHi po34ymHN € NPUAHATHAMW ANA
BHYTPiLUHbOCYrNo60BUX, BHYTPILUHEOM'S30BMX | Mifg-
LWKIPHMX iH'EKUiN. BUMroToBneHHA BCiX BKasaHWX po3-
YMHIB B CTEPUIIbHUX YMOBax Moxe OyTu nerko 3ginc-
HeHe cTaHAapTHUMKU apMaueBTUHHUMU MeToAamu,
nobpe BinoMyMu daxiBLAM B AaHiN ranysi TEXHIKW.

Hannn BuHaxig BigHOCUTbCA OO0 CMOCcoOiB niky-
BaHHS TPUBOIW, Aenpecii, Wwn3odpeHii 1 iHWKMX po3-
napiB, BKasaHUX B onuci cnocobiB 3a JaHUM BUHaXo-
AOM, [ie HOBa Croflyka 3a AaHUM BUHaxoAoM i OAauH
abo pgekinbka iHLMX aKkTUBHUX 3acobiB, BKasaHUX BU-
we (Hanpuknag, aHtaroHict NK1 peuenropa, Tpuum-
KNiYHWA aHTUgenpecaHT, aHTaroHict SHT1D peuen-
Topa abo iHribiTOp 3BOPOTHOrO  3aXOMIIEHHS
CEepPOTOHiHY), BBOAATb Pa3oM SIK YaCTUHY OAHI€l i Tiei
camoi hapmaLeBTUYHOT KOMMO3WLi, a TakoX OO Cro-
cobiB, B SK/X BKa3aHi aKTVBHi 3acobu BBOAATL po3fi-
NbHO SIK YaCTUHY BIiAMNOBIOHOT CXEeMU BBEOEHHS aKTu-
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BHMX 3aco0iB, MpM3Ha4YeHoi Ana oTpMMaHHA nepesar
KoMbiHoBaHOi Tepanii. BignoBigHa cxema BBeOEHHSA
aKTMBHMX 3aco0iB, BeMMYMHA KOXHOI JO3M aKTUBHOIO
3acoby, WO BBOAWUTLCSH, | KOHKPETHI iHTepBanu Mix
[03aMM KOXKHOro aKkTMBHOro 3acoby 3anexarb Bif
cyb'ekTa, WO nignarae nikyBaHHIO, KOHKPETHOrO aKTu-
BHOrO 3aco0y, L0 BBOAUTLCS, | XapakTepy i TSHKKOCTI
KOHKpeTHOro po3nagy abo cTaHy, WO nignarae niky-
BaHHI0. 3BMYaliHO HOBI CMOMYKX 3@ 4aHNM BUHAxX040M
NPV BUKOPUCTaHHI SK EAMHUIA akTMBHWI 3acib abo B
KOMOiHaLii 3 iHLMM aKTMBHMM 3acobom BBOASATL A0-
pocnii moauHi B KinbKOCTI Big npubnmsaHo 3mr go
npubrmsHo 300Mr Ha goby y Burnsgi pasoBoi 403U
abo po3pineHux 003, nepeBaxHo Big npubnmsHo 10
8o npubrmaHo 100mr Ha goOy. BkasaHi cnonyku mo-
XyTb OyTn BBedeHi Mo cxemi go 6 pasis Ha goby, ne-
peBakHO 1-4 pa3u Ha foby, oco6mmBo nepeBaxHo 2
pasu Ha Joby i HambinbL nepeBaXHO OOWH pa3 Ha
[oby. Ane MOXIWBI, 3BMYAHO, 3MiHW, LLO 3anexartb
BiJ BMAY TBApWHW, LIO Mignsarae nikyBaHHLo, i 11 iHOW-
BidyanbHOI peakuii Ha BKka3aHui Nnikapcbkuii 3acid, a
TakoX Bif Tuny BUOpaHoi nikapcbkoi doopmu i nepiogy
yacy i iHTepBany BBeAeHHs1 NnikiB. Y Oeskux Bunagkax
MOXYTb ByTU BinbLl HXX JocTaTHIMK piBHI 403yBaHHA
HKYe HUXKHBbOT MeXi BKa3aHoro iHTepBary, a B iHLKX
BMMagKax MoXyTb OyTV BUKOPUCTaHI e BinbLu BUCOKi
[o3n 6e3 Oyab-skux LWKiANMBMX MOBIYHMX edekTiB,
npy yMOBI L0 Taki GinbLl BUCOKI 403K CnovaTky po3-
AiNATb Ha Aekinbka Manux o3 ANsi BBeAEHHs npo-
TArom oom.

3anponoHoBaHa goboBa Ao3a iHribitopa 3BopoT-
Horo 3axonneHHa SHT, nepeBaxHO cepTpaniHy, B
KOMOiHOBaHMX crocobax i KOMMo3uLisX 3a JaHum
BMHaxo4OM CKrnagae Ans nepoparbHoro, napeHTepa-
nbHoro abo GykanbHOro BBeAEHHsI cepedHi Jopoc-
nin noauvHi Ans nikyBaHHA BKasaHWX BULLE CTaHIB Big
npubrmsHo 0,1mr go npubnmaHo 2000Mr, nepeBakHO
Big mpmbnuaHo 1mr go npubnusHo 200mr iHriGiTopa
3BOPOTHOro 3axomnneHHs SHT Ha oauHWYHY 003y, SKy
MOXHa BBOAMWTW, Hanpuknag, 1-4 pasu Ha goby. [o-
6oBa po3a aHtaronicta 5HT1D peuentopa, Wwo npo-
NOHYETLCS, B KOMBIHOBaHUX criocobax i KoMMno3uisix
3a JaHMM BMHaxXo4OM CKMajae Afisi nepopanbHoro,
napeHTeparnsHoro abo GykanbHOro BBeAeHHs cepef-
Hi gopocniv MioavHi AN NiKyBaHHSA BKazaHWX BULLE
cTaHiB Big npubmmsHo 0,01mr oo npubnmsHo 2000wmr,
nepeBaxHo Big npubnuaHo 0,1Mr go npubnusHoO
200Mr aHTtaroHicta 5HT1D peuenTtopa Ha OAWHWUYHY
[03Yy, Ky MOXHa BBOAUTW, Hanpuknag, 1-4 pasu Ha
[oby.

Ons iHTpaHa3anbHoro BBedeHHs abo BBeAeHHs
iHransuieto HoBi CMoMykM 3a AaHUM BUHAXo4OM 3BU-
YalHO BMOae y BUIMAA4i CTPYMeHs po3ymHy abo cy-
CrneHsii 3 NocyauHM 3 HacOCOM MaLieHT, 34aBrioun
nocyavHy abo Aitoun Hacocom, abo y Burnsigi aepo-
305bHOTO CTPYMEHS 3 MoCcyAuHM nig Tckom abo pos-
nunoBaya i3 3acToCyBaHHSAM Bi4MOBIAHOrO nponene-
HTa, Hanpuvknag, avxnopandTopmeTaHy,
TpuxnopdTopMeTaHy, AuxnopTeTpadpTopeTaHy, Liok-
cvgy Byrneuto abo iHWoro BignoBigHoro rasy. Y pasi
aepo30rbHOI yMakoBKU Mi4 TUCKOM OAMHWMYHA A03a
Moxe 6yTn BU3Ha4YeHa 3a JOMNOMOrol BCTaHOBIIEHOIO
KnanaHa Ansa Bugadi Ao3oBaHol KinbkocTi. [NocyanHa
nig Tuckom abo posnurioBayemM MoXxe MiCTUTUM PO3UMH
abo cycneHsito akTMBHOI crnonyku. Kancynm abo kapT-
pUmKi (BUroTOBMEHi, Hanpuknag, 3 >KenatuHy) Ans
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3acTocyBaHHA B iHranatopi abo iHcydnaTopi MoXyTb
MICTUTM CKNag 3 NOPOLUKOMOAIGHOT cyMmilli cnonyku 3a
JaHuM BUHaxodoM i BiAMoBigHOT OCHOBM MOPOLLKY,
Takol SK MakTo3a abo kpoxmarnb. Cknag 3 akTMBHUMMU
cronykamu 3a AaHUM BUHaxo40M 1S NiKkyBaHHSA BKa-
3aHMX BMLUE CTaHiB Yy cepedHbOl OOPOCHOoi MoavHU
nepeBakHO pobnsaTb Takum, LWOO KOXHa BigMipsHa
Josa abo «Buxrony» aepo3onto mictue(na) Big 20Mmkr
no 1000mkr aktmBHOT cronyku. 3aranbHa goboBa
[03a, WO BBOAWUTLCA 3 aepo3ofieM, 3HaxoAuTbCH B
iHtepsani Big 100mkr go 10mr. BBegeHHst moxe Bytu
3pobrneHe gekinbka pasis Ha goby, Hanmpuknag, 2, 3, 4
abo 8 pasie, 3 Bugadeto, Hanpuknag, 1, 2 abo 3 gos
KOXEH pa3.

3paTHiCTb HOBMX CMOJYK 3@ AaHWM BUHAxXOAO0M
3B'agyBaTnca 3 gonamiHosum Dy peuentopoMm Moxe
OyTM BM3HayeHa TpaguUiiHUM METOAOM MiYeHMX
aToMiB 3 BWKOPUCTaHHAM pafioakTMBHOrO niraHagy.
Bci peuentopy MOXyTb GyTM reTeporeHHO ekcnpeco-
BaHi B KNITMHHMX MiHiAX | HA MeMGpaHHMX NpenapaTax
3 AaHWX KNMITMHHUX MiHIN MOXYTb 6YT NPOBeAEHi ekc-
nepvMeHTU Mo OMMCaHMX HWx4Ye MeToaukax. Meto-
OOM HeniHiNHOT perpecii 3HWKEeHHs1 crneumgiyHoro
3B'AI3yBaHHS, LU0 3anexXuTb Big KOHUeHTpauii, MOXYTb
6yTV BM3Ha4veHi koHueHTpauii 1Cso. [1na nepeTBopeH-
Hs koHUeHTpauin ICso B Ki (Ki) moxe 6yTn BukopucTa-
He piBHAHHA YeHra-lpyccodda.

AHani3 3B'a3yBaHHs 3 gonamiHoBuMm D2 peuernro-
pom:

3B'A3yBaHHs [3H]cninep0Hy 3 MeMbpaHHUM npe-
napatom 3 knituH CHO-hD,L 3gincHiooTs B 250MKn
50mMM Tris-HCI 6ydepa, wo mictute 100mMM NaCl,
1MM MgClz i 1% OMCO npu pH 7.4. OybnikaTHi 3pas-
KW, WO MicTaTb (B ropsaky JoLaBaHHs) BMMPOOOBY-
BaHi crnonyku, 0,4HM [*H]cninepoH i npnbnuaHo 12mMkr
Oinka, iHkyOytoTb mpoTarom 120 XBUIMH Mpy KiIMHAT-
Hii Temnepatypi. 3B'A3aHWN pagioniraHa BigAINALTb
WBUAKUM DINbTPYBAHHAM MPU 3HWKEHOMY TUCKY Ye-
pe3 CKNoBOMOKOHHI dinbTpn Whatman GF/B, 3a3ga-
nerigb 06pobneHi 0,3% nonieTuneHiMmiHOM. YTpumaHy
Ha iNbTPi pagioakTUBHICTE BM3HAYalTb PiOUHHOK
CLMHTUIIALIHOIO CNeKTPodoTOMETPIEI.

BukopucToBYytOUM OMUCaHUA BULLE aHanis, Bu-
npo6oByBanu Crosyku, BkasdaHi B 3arofioBkax onvca-
HUX HWXK4Ye npuknagis, npu UboMy crneuudivyHe 3B'a-
3yBaHHHA, BM3HadeHe B npucytHocTi 1 MM
ranonepugony, ctaHoBuno 95%. Bci Bka3daHi B 3aro-
foBKax CMoNyku nokasyBamm 3HadveHHs Ki, meHLe
abo popiBHoe 75HM (OvB. HaBeaeHi HWKYe Tabnmui 1
i 2). MepeBakHi BapiaHTV Cronyk 3a AaHWUM BUHAXo-
OOM rnokasylTb 3HaveHHs Ki nepeBaxHo He Oinblue,
Hi>X 100HM, Ginbw nepeBaxHo He Ginblie 50HM, we
Oinbw nepeBakHO He Oirblwe Hk 25HM, HalbinbL
nepeBakHO He OinbLue, HixX 10HM.

82541

60

BHyTpilWIHIO aKTUBHICTL MO BigHOWeEHHO A0 D2
CMOMyK, BKasaHMX B 3arofloBKax OMMCaHMX HWXK4Ye
npvknagis, BM3Ha4anu, BMKOPWCTOBYKOYM OMMUCAHWUMN
HVXXYe aHani3 nornMHaHHs [3H]TI/IMi,D,VIHy.

AHani3 nornMHaHHs [3H]TVIMi,EI,I/IHy 0N BU3HaYeH-
HS BHYTPILUHbOI aKTMBHOCTI MO BigHOLLEHHO A0 Do

KniTuHn ouuwanm Big cupoBaTkM OBOKPaTHUM
npommBaHHAM 200MKN cepedoBula, WO He MICTUTb
cupoBaTku. Y KOXHY AIMKY gogasanv 90mkn cepefo-
BMLLA, LIO HE MICTUTb cuMpoBaTKuW. [NnaHweTn iHKyGy-
Banv ABi-Tpu roguHn. JJoaasanu B ssMky 10Mkn cepe-
AOBULA, WO MICTUTE CMUPOBATKY, $IK MO3UTMBHUN
KOHTPOIb, HOCIil (CepefoBuLLE, WO HE MICTUTb CUPO-
BaTKW), HEraTMBHWA KOHTpOmnb (aHTaroHicT) abo BuW-
npobyBaHi crnonyku i ctangapTn (10mkn 10MkM pos-
YMHY 3aMicTb KiHUEBOi KoHUeHTpauii 1mkM) B
cepenoBULL, LLO He MICTUTb cupoBaTku. [naHweTn
noseptanu B iHkyOaTop. Yepes BiciMHagusaTb rogvH
Aofasanu [3H]TMMi,EI,I/IH (0,5mkKi/amky B 10mkn cepe-
O0BULLA, WO He MICTUTb CMPOBATKW) i MnaHweTV no-
BepTarm B iHkybaTop. Yepes 4oTupu roamMHu gogasa-
m  TpuncuH  (0,25%) (100mk/amky). TMnaHweTw
noBepTanu B iHkybaTop Le pa3s. Yepes roguHy aHanis
nepepuBany WBMOKAM (ifbTPyBaHHSAM 4epe3 CKIo-
BOJOKOHHI pinbTpn Whatman GF/3. ®inbTpn npomu-
Banu 4otupu pasm 500mn 50mMM 6ycepa Tris-HCI, pH
7,0, Hanpuknag, BUKOPUCTOBYHOUM CKNaganbHUK Kni-
TmH Brandel MLR-96T. PapioaktuBHicTb, WO 3anu-
wunaca Ha dinbTpax, ouiHioBanW, Hampuknag, 3a
JOMOMOrO PIAVHHOIO CUMHTUMSLIMHOMO NiYnribHUKa
Wallac 1205 Betaplate (edpektusHicte 50%). BHyTpi-
LUHIO aKTMBHICTb BU3HaYanm sik 3aranbHe MOrfMHaHHS
(1mMkM xiHnipon) MiHyCc cepefoBullg, IO HE MICTUTb
cvpoBaTku (MOrMMHaHHA  BiACYTHE). BunpobysaHi
cronyku nopisHioBanuM 3 1MKM xiHniporiom (noBHUI
aroHict DA), akun knacudikysanm sk nposis 100%
BHYTPIilLHLOI aKTMBHOCTI. Bci aHanisn nepesaxHO
pobnATe 3 MOTPOEHHSAM, 3a¥iMaloyn MPU LbOMY KOX-
HAMU fiKaMy OOWMH MOBHWIA CTOBMYUK (8 AMOK) Ha
nnaHLueTi.

Cronyk1 3a gaHMM BMHaxo4oM MpOSBIsOTb Me-
peBaxHO, npuHanMHi, 1-90% BHYTPILLHIO aKTUBHICTb,
Oinbw nepeBakHO, npuHaMHi, 10-90% aKTUBHICTb,
Oinbw nepeBakHO, NpuHaMHi, 10-80% aKTUBHICTb,
6inbw nepeBaxHo, npuHanMMHi, 20-60% BHYTpILLHIO
aKTUBHICTb, e Oinblw nepeBakHO, NpuHaviMHi, 30-
50% BHYTPILLHIO aKTMBHICTb.

KoxxHa 3 BKasaHMX B 3arofioBkax CMofyk, oTpu-
MaHuX Tak, SIK OMNCaHO B HaBeAEHWX HWKYe Mpukna-
Aax, Takox Oyna nepeBipeHa 3 BMKOPUCTaAHHAM OMu-
caHoro Buwe aHanidy. Bci nepeBipeHi B gaHomy
aHanisi crnonykn BUSIBUMM BHYTPILLHIO aKTUBHICTb Bif
2 po 83 npoueHTiB. PesynbTtaTty, oTpuMaHi Bifl KOXXHOT
3 nepesipeHnx cronyk, Ame. B Tabmmuax 1 i 2, HaBe-
OEHNX HUXKYe.
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TABJIALIA |
[puxian D, Ki (M) BuyTpiums aktusHicTs 10 D) (%)

Al 1,0 30

A2 1,0 29

A3 3,0 35

Ad 2,5 28

AS 2.5 29

Ab 1,0 31

AT 1,0 15

A8 10,0 7

A9 5.5 9
Al0 5,7 31
All 6,5 6
Al2 2,0 11
Al3 11,4 21
Al4 5,5 7
AlS 4.5 4
Al6 3.5 16
Al7 1,0 15
AlB 7,7 HE BUITTPOBYBAHO
A19 19,5 10
A20 0.7 19
A2l 6,7 HE BUITPOEYBAHO
A22 45 36
A23 14,9 HE BUITPOBYBAHO
A24 16,5 40
A25 1,0 27
A26 1,0 33
A27 1,4 38
A28 3.5 2
A29 2,5 20
A30 15,5 11
A3l 2,0 26
A32 2,0 7
A33 15,5 31
A34 0,5 8
A35 0,3 24
A36 5,0 38
A37 2,2 46
A38 6,0 23

A39 7.9 56
A40 12,0 32
Adl 9,1 28
A42 4.9 28
A43 52,0 75
Ad4 222 51
AdS 2,8 34
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Ad6 2,0 41
Ad7 75,9 HE BUITPOBYBAHO
A48 0,8 34
A49 1,4 21
A50 0,8 14
AS1 0,4 20
AS52 2,0 32
A53 53 HE BUTTPOBYBAHO
AS4 0.6 HE BUIIPOBYBAHO
AS5 0,2 HE BUITPOBYBAHO
AS56 2,5 29
AS7 9.4 HE BUITPOBYBAHO
A58 30,4 48
A59 45 30
A60 1,0 13
A61 22 HE BUIIPOBYBAHO
A62 0,9 27
A63 35,0 4
A64 3,5 36
A65 1,0 36
A66 2.0 49
A67 1,0 19
A68 6,0 17
A69 2,0 10
A70 11 14
ATl 1,6 3
AT72 3,5 HE BUIIPOBYBAHO
AT3 1,0 23
AT4 4,0 37
A75 4 36
AT6 87 16
AT7 10,8 36
A78 14 24
AT9 15,0 24
AS80 23,5 30
A81 247 4
A82 28,1 2
A83 2,5 36
A84 3,0 11
Bl 1,0 19
B2 2,5 22
B3 3,9 8
B4 14 22
BS 3,0 2
B6 1,0 16
B7 5,0 28
B8 2,0 17
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BY 17 23
B10 12 34
B11 14 3]
B12 49 38
B13 112 45
Bl4 6,5 37
B15 2,5 17
B16 2.5 41
B17 1,7 43
B18 3,0 32
B19 46 HE BUITPOBYBAHO
B20 13,0 HE BUITPOBYBAHO
B21 6,7 HE BUITPOBYBAHO
B22 1,0 36
B23 2,5 15
B24 46 10
B25 23 43
B26 11,5 23
B27 9.8 47
B28 1,4 3]
B29 1,0 32
B30 28,0 83
B3] 69,5 76
B32 ) 19
B33 2.0 26
B34 0,7 14
B35 04 20
B36 3,0 39
B37 40 HE BUIIPOBYBAHO
B38 0,6 HE BAITPOBYBAHO
B39 1,0 HE BUITPOBYBAHO
B40 14 36
B4l 42 HE BUITPOBYBAHO
B42 8,5 37
B43 3,0 I3
B4 0,7 27
B45 0,6 HE BHUIIPOBYBAHO
B46 1,0 29
B47 0,3 44
B48 1,0 19
B49 0,9 50
B50 1,0 51
B51 35 36
B52 3,5 17
B53 1,1 26
BS54 2.8 15
B35 1,0 HE BUIIPOBYBAHO
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B36 2,0 28
B37 41 21
B38 12,5 42
B39 5,1 37
B60 16 28
B61 23,9 18
B62 1,0 21
B63 47,9 18
B64 17,0 27
B65 92 10
B66 29,2 33
B67 2,5 39
B68 45 17
il 6,6 43
C 4,7 24
C3 6.8 22
ca 541 3
Cs 14 40
C6 2,0 44
7 2,0 46
C8 14 33
C9 26 34
C10 7.0 5
Cl1 16,4 7
Cl12 13,5 12
C13 2,0 14
Cl4 65,5 10
Cl15 32,0 8
C16 46,7 34
C17 20,5 21
C18 7.1 34
C19 10,4 13
C20 2,0 33
DI 1,0 3]
D2a 2.9 20
D2b 2.0 24
D3 45 15
D4 2,0 16
D5 18 15
Dé6a 2,5 17
D6b 3,0 24
D7 3,0 15
D8 22 8
D9 1,0 15
D10 0,9 22
DIl 14 30
DI2 5,0 3
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D13 2.8 19
D14 0,4 3
D15 0,6 25
DI6 3,0 31
D17 39 29
DI8 47 37
DIY 32 39
D20 2,0 44
D21 12,5 24
D22 5.2 42
D23 6,9 33
D24 13,4 32

D25 16 31

El 2,0 32

E2 13 2

E3 1,0 31

E4 22 38

ES 2,0 21

E6 3,5 32

E7 6,3 19

E8 1,4 26

E9 14 34

E10 1,0 31

Ell 1,0 19

E12 1,0 39

E13 5,0 11

El4 28,5 36

EL5 39,8 20

F1 0,6 8

F2 1,0 30

F3 0,8 15

F4 14 23

F5 L0 32

F6 0,6 37

F7 0,5 1

F8 1,0 15

F9 3.9 11

Gl 7.5 27

2 3,9 6

G3 1.4 25

G4 0,7 HE BATIPOBYBAHO
G5 0,6 HE BUITPOBYBAHO
G6 66,7 HE BATTPOBYBAHO
G7 0,8 HE BUIIPOBYBAHO
G8 1,0 HE BUITPOBYBAHO
H1 1,0 28

2 1,0 ]
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H3 1,8 25
H4 49 38
HS 3,0 34
Hé6 1,0 42
H7 8,8 46
H8 1,3 HE BUITPOBYBAHO
H9 1,0 HE BUTTPOBYBAHO
H10 3,0 44
HI1 0,4 23
HI12 1,0 34
H13 15,4 36
H14 9,3 33
I1 5,0 17
12 9,0 37
13 14,5 33
14 HE HE BUITPOEYBAHO
BHUTTPOEYBAHO
15 13,9 23
16 1,0 24
17 7.4 37
18 5,9 25
19 4.5 19
110 9.5 21
111 8,7 19
112 HE HE BUITPOBYBAHO
BHUITPOEYBAHO
[13 2,0 19
i14 3.5 24
115 2.5 20
116 2. 27
117 1,0 32
118 1,6 54
119 7.5 22
TABJIULIA 2
HMpuxknan | D, Ki (sM) BuyTpimss aktuBHicTs 10 D, (%)
Al 0,4 73
A2' 1,4 21
A3 1,0 37
A4l 1,0 18
AS' 2,2 31
Ab' 2,0 42
AT 4,0 34
A8 1,4 30
A9 1,0 30
Al0Q' 0,4 HE BUIIPOEYBAHO
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All' 3,0 17
Al2 2,8 HE BUITPOBYBAHO
AlL3' 0,7 14
Al4' 3,0 HE BUITPOBYBAHO
Al HE HE BUTIPOBYBAHO
BUIIPOBYBAHO
Al6 2,5 15
Al7 1,0 15
AlS' 14 13
AlY' 1.4 40
A20' 65,1 HE BUITPOBYBAHO
A21' 1,0 24
A22' 0,7 HE BUIIPOBYBAIIO
A23' 1,1 39
A24' 2,0 6
A25' 14 36
A26' 12,5 12
A27' 0,5 21
A28 03 21
A29' 74 33
A30' 8.9 41
A3l 0,6 HE BUIIPOBYBAHO
A32' 28,0 27
A33' 17.3 18
A3 1.0 38
A3S' 1.4 20
A36 0,6 62
A37 1.6 45
A3’ 1.0 20
A39' 0,4 HE BUITPOBYBAHO
A4D' 1,0 30
A4l 1,0 32
A4 0,7 HE BUITPOBYBAHO
A43' 25,2 32
A44’ 18,6 29
A4S’ 42 HE BUIIPOBYBAHO
A4 37 HE BUIIPOGYBAHO
A4T 15,9 32
A48’ 74 34
A49' 75 38
BI' 1,0 %)
B2 1,0 33
B3' 2.0 50
B4' 1,0 28
B3' 0,3 HE BUIIPOBYBAHO
B6 1,0 33
B7 1,0 43
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B8 1,0 21
BY' 1,0 40
B10' 1,0 22
BII' 1,0 21
B12 2,0 24
B13' 2,0 33
B4’ 2,0 HE BUIIPOBYBAHO
B1S' 94 HE BUTTPOBYBAHO
BI6' 11 4
B17' 14 HE BUITIPOBYBAHO
B18' 14 HE BUIIPOBYBAHO
B19 1,0 HE BUITPOBYBAHO
B20’ 1,0 16
B21' 1,0 18
B22' 1,0 12
B23' 5,5 7
B24' 0,8 42
B25' 1,0 21
B26' 12 26
B27 17,9 34
B28' 75 44
B29' 31,9 26
B30' 1,0 42
B3I’ 0,6 HE BUIIPOBYBAHO
B32' 1.4 HE BUIIPOEYBAHO
B33' 42 HE BUTNIPOBYBAHO
B34’ 0,7 35
B35' 0,4 HE BUIIPOBYBAHO
B36' 12,9 36
B37' 32 39
B38' 3,0 46
B39’ 5.7 29
B40' 3,9 49
B4l' 0.8 HE BUITPOBYBAHO
cr 6,2 38
Y 1.9 22
C3' 7,0 19
c4' 18,4 21
Cs' 3,0 23
C6 14 24
DI’ 2,0 24
D2’ 5,0 40
El' 1,0 12
E2' 0,5 9
E3' 0,7 8
E4' 0,4 26
FI' 0,7 HE BUITPOBYBAHO
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E2 2.4 HE BUTTPOBYBAHO
F3' 10,1 HE BUITPOBYBAHO
F4' 1,0 HE BUITPOBYBAHO
F§' 0,8 HE BUTTPOBYBAHO
Gl 10,0 20
G2 3,5 21
G3¥ 17,6 28
G4' 9,0 13
GS' 8,5 7
G6' 0,7 17
G7 1,4 38
G8&' 2,5 32
G9' 5,5 21

Gl 1,0 18
GII' 2,0 39
GI12' 3,0 36
G137 25 HE BUTIPOBYBAHO
Gl14' 15,0 44
G15' 3.4 41
HI' 4.9 22
H2' 6,9 15
H3' 2,0 22
H4' 0,6 21
H5' 5.5 14
Hé' 6,5 21
H7' 3,9 17
H8' 3,5 32
HY' 0,6 31
HacTynHi npuknagu inocTpyiloTb  OTpUMaHHS YMHOM COTli i KOHLLEHTpYBamy 3 OTpUMaHHsIM OpaH-

Oesikux Crosyk 3a JaHUM BMHaxogom. Temnepatypum
nnaereHHs1 He BigkopekToBaHi. JaHi AMP npeacta-
BMEHi B YaCTMHaX Ha MiNbWOH i BIAHOCATLCS OO0 CUH-
XPOHI3ylOHOro curHany OemnTepilo Big pPO3yYMHHMKA
3paska. byab-ske MocuMnaHHa Ha «Bka3aHy B 3aro-
MOBKY CMONyKy» B MPeACTaBMEeHUX HWX4Ye Mnpukna-
Aax BiAHOCWUTLCSA OO CrOMyKW, Ha3BaHOT B 3arofioBKYy
[AaHOro KOHKPETHOTO MPYKIaay.

Mpuknagun

Mpuknag A1 - CwHres  7-{4-[4-(2,3-
avxnopdeHin)ninepasuH-1-in]6yTokcun}-3,4-aurigpo-
1H-[1,8]Hadb TMPNAUH-2-0HY

Mepwy npombkHy cronyky, 2-6eH3urnokcu-7-
xrnop-[1,8]JHaddTMpuAnH, OTPUMYBaMM TakMm YUHOM.
Oo po3umHy Gensunmosoro crmpty  (5,0mn,
48,0mmorb) B TI'® (50mn), oxonomkeHoro go 0°C
popasanu KOtBu (1M B TI®, 46mn, 46,0mmornb).
PozunH nepewmiwysanu npu 0°C npoTarom 20xB. i
noTiM JoJaBanu Yepes3 KaHmo A0 cycneHsii 2,7-
avxnop-[1,8]HacbtvpmnaunHy (10,0r, 50,2mmorb, [J.
Org. Chem. 1981, 46, 833]) B OM®A (50mn) i TI®
(50mn), oxonomkeHoi go 0°C. OparkeBy CycneHsito
nepemiwysanu npu 0°C npoTtarom 15xB. i npu Kim-
HaTHin Temnepatypi npoTtarom 30xB. Peakuito racu-
m Hacudenum NH4Cl i H2O. Cymiw ekctparysanu
EtOAc. OpraHivyHui wap dinbTpyBanu Yyepes uenit
AN BuganeHHs opaHXeBoro rmmHonoAibHoro ocaay.
OpraHiyHuii wap npommnsamm H2O i HacudeHnm pos-

KeBOi TBepaoi peyoBuHU. TBepay pevoBuHy abcop-
6ysanm Ha SiO2 i ouvwanM  piguHHOIO
xpomatorpadieto (2% EtOAc/48% rekcann/50%
CHxCl,) 3 oTpvmaHHsIM MepLioi NPOMBKHOI CMOSTyKU
y Burnagi  6inoi  TBepmoi  peyoBuHu  (6,37r,
23,5mmorb, 51%). MC: APCI: M+1: 271,0 (TouHa
Maca: 270,06).

Opyry npompkHy crionyky, 2-6eHsunokcu-7-(4-
6eHsunokcmbyTtokeu)-[1,8]JHacbTpnanH, oTpumyBa-
M TakuMm YuHOM. [do po3umHy 4-GeHsunokcu-1-
OytaHony (4,9mn, 28,2mmonb, 1,2ekB.) B TId
(20mn), oxonompkeHoro oo 0°C popasarm KOtBu
(1M B TT®, 27mn, 27Mmonb, 1,15ekB.). Po3uuH ne-
pewmiwysamm npu 0°C npotarom 20xB. i noTiM goga-
Banu yepe3 KaHomMmo A0 cycneHsii 2-6eH3nnokeun-7-
xnop-[1,8]HadpmpuanHy (6,35r, 23,5Mmorb), OTpU-
MaHOT TaK, sik onmcaHo Bule, B TI® (70mn), i oxo-
nompxysarm go 0°C. PeakuiHa cymil ctaBana ro-
mMoreHHoto. Yepesz 30xs. mpu 0°C, popasanu
Hacudennn NH4Cl i HoO gnsa raciHHa peakuiiHoi
cymiwi. Cymiw ekctparyBarm EtOAc. OpraHiyHui
wap npomusamm HacudeHnm NaHCOs, HxO i Hacu-
YeHUM pOo34MHOM corli, cywmnun Hag NaxSOy i KoH-
ueHTpyBanu. HeounweHuin npogykt abcopbysanu
Ha SiO2 i oumwanu pignHHoto xpomatorpadieto (10-
15% EtOAc/rekcaHn) 3 oTpUMaHHAM APYroi NPOMiK-
HOi cronmykn y BuUrNAgdi >xoBToro macna (4,64r,
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11,19Mmmonb, 48%). MC: APCI: M+1: 415,2 (TouyHa
maca: 414,19).

TpeTio NPOMDKHY CronyKy, 7-(4-
rigpokcnbyTokcm)-3,4-gurigpo-1H-[1,8Had puamnH-
2-0OH, OTpUMyBanu TakmMMm YuHOM. [JO pO3uuHy 2-
6eH3nnokcu-7-(4-6eH3nMNoKCUOYTOKCH)-
[1,8]HadTpmanHy (4,64r, 11,19vmmorb) B MeOH
(100mn) gogasanu 20% Pd/C (1,5r) i cymiw rigpy-
Banu npoTtarom 22rod. PeakuinHy cymiwl inbTpy-
Banu, KOHUEHTPYBamM i ounLani piguHHOK Xpoma-
Torpadpieto (5% MeOH/CH.Clz) 3 oTpumaHHsMm
BKa3aHO| B 3arofioBKy CroJiyku y Burnagi 6inoi Tee-
pooi pedvoBuHu (2,44r, 10,33mMorb, 92%). MC: AP-
Cl: M+1: 237,1 (TouHa maca: 236,12).

TpeTio MPOMBKHY CMOMyKy TakoX OTpUMyBanm
rigpyBaHHAM 7-(4-rippokcundyTtokcm)-1H-
[1,8]HadbTMpMAOMH-2-0HY (NPOMiXKHa cronyka B Mpw-
knagi B1 Hwkue).

YeTBepTy NPOMiKHY crnonyky, 4-(7-okco-5,6,7,8-
TeTparigpo-[1,8JHadb TMpmMaonH-2-
inokcn)oyTupanbgerig, OTpMMyBarnM, BUKOPUCTOBY-
oYM peakuito okucneHHss no [eccy-MapTiHy abo
peakuito okucrieHHs no CBepHy, SK ONMUCaHO HIKYe.

OxkucneHHs no [eccy-MapTiHy: 40 KanamyTHOro
po3unHy nepiognHaHy [ecca-MapTtiHa (2,80r,
6,60mmore, 1,5ekB.) B CH2Cl> (13mn) popasanu
PO34UH 7-(4-rippokcnbytokcn)-3,4-gurinpo-1H-
[1,8]JHadbTpmamnH-2-oHy  (1,04r, 4,40Mmonb) B
CHxCl> (25mMn) yepes kaHiomto. PeakuiiHy cymil
nepemillyBanu npu KiMHaTHIN Temnepartypi npoTs-
rom 5rod. i 30epiramy B XOMOAMIbHWKY MPOTArOM
Houi. opaBamm cymiw (1:1) HacudeHoro NaxS203 i
HacuyeHoro NaHCOs (50mn) i motim Et0. Cymiww
nepemiwysanu npoTtsarom 10xB. i NOTiIM ekcTparyBa-
m Et,O/EtOAc (2:1). OpraHivyHui wap npomusanm
HacudyeHnMm NaHCO3s i Hacu4eHMM po34MHOM Cofi,
cyumnu Hag NaxSOs i KOHUeHTpyBanu 3 OoTpMMaH-
HsIM YeTBepTOi MPOMBKHOI Cronyku y Burnsaai onigo-
xoBT1oro macna (1,06r, BUKOPMCTOBYBANM HeouuLLe-
HUM B HacTynHin peakuii). MC: APCI: M+1: 235,1
(TouHa maca: 234,10).

OckucrneHHs no CBepHy: po34nH okcaninxropugy
(9,97mn, 112mmornb) B CH2Cl> oxonompkyBarm ao
70°C i obGepexHo pogmasarm OMCO (15,6mn,
220mMmorb). Po3unH nepewmiwysamm npu 60°C npo-
Tarom 10xB. i nOTiM Aodasany no kpannsax npu -50~-
60°C po3unH 7-(4-rigpokcmbyTtokcu)-3,4-aurigpo-1H-
[1,8]HadbTpuanH-2-oHy (23r, 97,5mmons) 8 AMCO
(70mn). PeakuinHy cymiw nepemiwysanu npu -60°C
npoTtarom 20xB. i NOTIM JoJasBanu Mo Kpannsx Tpu-
eTvnamin (72mn, 0,513morb). PeakuinHy cymiw Ha-
rpisanv go KiMHaTHOT TemnepaTypu i nepemiwysanu
npotarom 30x8. Cymilwl BMMBanu B KpwkaHy BoAy i
Bigainanu opraHiyHy casy. BogHy dasy ekctpary-
Banu CH2Cly, ob'egHyBanu 3 opraHiyHow asoio,
NPOMMBAaNM HAaCUYEHM PO3YMHOM COJli, CYLUMIN HaZ
NazSO4 i KOHUEHTpyBanM y BakyyMi 3 OTPUMaHHSAM
HeoumweHoro npoaykTy. OuMLIEHHS KOJIOHKOBOIO
xpomartorpadieto (rekcaH:etmnaueTaT 2:1) 3 noga-
NbLUOKO MepekpucTanisauieto Aano 4eTsepTy Mpomi-
XHy cronyky (12,71, 54,3mmons, 56%).

Ha ocTtaHHin cTagii cuHTesy BKasaHy B 3aronos-
Ky cnonyky, 7-{4-[4-(2,3-guxnopdeHin)ninepasunH-1-
in]oytokeu}-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oH,
OTpUMyBanM TakuM YMHOM. [10 po34mHy 4-(7-0Kco-
5,6,7 8-tetparigpo-[1,8]Had TMpnanH-2-
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inokcn)oymmpaneaerigy (1,06r, HeouuweHwn npo-
OYKT 3 rnonepeHboi peakuii) gogasamm po3unH 2,3-
avxnopdeHinninepaswHy (1,02r, 4,40mMmonb) B Aux-
nopeTaHi (5Mn). Po3unH nepemiwyBanu mpoTsArom
15xB. i NaBH(OAc)s (1,21r, 5,72mmonb, 1,3eks.)
jopasanu y Burnagi nopolky. PeakuinHy cymiw
nepemillyBann npu KiMHaTHIW Temnepatypi npoTs-
rom 3rog. i racunm HacudeHnm NaHCOs i HO. Cy-
miw ekcTparyBarm EtOAc. OpraHiyHuid wap npomu-
Banu HacudeHum NaHCOj;, HO i HacudeHum
po3umHom cori, cywmnm Hag NaxSOy i KOHUEHTpY-
Banv 3 OTPUMaHHAM XXOBTOro mMacna 3 riHoto. Ouu-
WeHHs piguHHO  xpomartorpadiieto (4% Me-
OH/CH2Cl2) gano Bka3saHy B 3arofioBKy CHOJYKY Yy
Burnagi 6inoi ninm (1,20r, 2,67mMMonb, 61% 3a 2
ctapii). Otpumysanun HCI cinb po34nHeHHsIM Bkasa-
HOT B 3aronosky cronyku (800mr, 1,78vmornb) B Et:0
(20mn) i CHoCl2 (2mn) 3 nopanbwymM AOA4aBaHHAM
1H. HCI B Et:O0 (1,75mn). OTpumanuin Gimmin ocag,
30upamm dinbTpyBaHHAM, npomuBanu EtO i cyum-
M 3 oTpuMaHHAM Ginoi TBepaoi peyoBuHM (801 Mr).
MC: APCI: M+1: 4491 (TouHa maca: 448,14).

BapiaHT Lboro x camoro cnocoby BUKOPUCTOBY-
Banu AN OTPMMaHHS iHWMX CMOMyK, K OMUCaHo B
npuknagax Hwk4e, Ae Ha KiHUeBi cTagil cuHTesy

2,3-avxnopdeHinninepasvH  3aMmiHioBanM  iHLWMMMN
cronykamm.
Mpvknag A2 - CuHtes 7-{4-[4-(2-xmop-3-

meTundeHin)ninepasuH-1-in]6yTokcu}-3,4-gurigpo-
1H-[1,8]Hacb TMpMAaNH-2-0HyY

7-{4-[4-(2-Xnop-3-meTundeHin)ninepasuH-1-
inj6yTokcu}-3,4-gurigpo-1H-[1,8]Hacb TpnanH-2-oH
oTpumyBamm crnocobom, nogibHMM 40 OMMcaHoro B
npuknagi A1, 3a BUHATKOM TOro, WO Ha KiHUEBIN
cTagii cuHTe3y pgofasanu rigpoxrnopug 2-xrnop-3-
meTundpeHinninepasuHy  (506mr, 2,05mMmorb) Ao
pO34nHYy 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]HadbTMpMamMH-2-inokcun)oyTupanbgeriny  (npwm-
6rm3Ho 1,9mmornb) B auxnopetadi (10mn) 3 noga-
nbuwmM  pgopasaHHaMm  EtsN  (0,53mn, 3,76MMomb,
2ekB.). NaBH(OAc); (557wmr, 2,63mmonb, 1,4ekB.)
jofaesanu y BuUrnagi nopouwky. PeakuinHy cymiw
nepemiwyBany npu KiMHaTHIN Temnepatypi (npwu-
6nm3Ho 25°C) npoTtsarom 4 roguH i o6pobnsinn sk B
npuknagi A1.

OunweHHsa piguHHOto xpomatorpadieto (3-4%
MeOH/CH.Clz) gano Bka3aHy B 3arofiloBKy CMOJyKy
y Burnsagi 6inoi niHm (430mr, 1,00mmonb, 53% Big
crmpTy). MiHy po3uymHanu B Et20 i kpuctanisysanm
6iny TBepay peuvoBuHy (337mr). MC: APCI: M+1:
429,2 (TouHa maca: 428,20).

Mpvknag A3 - CwuHtes 7-{4-[4-(3-xmop-2-
MeTundeHin)ninepasun-1-in]oytokcn}-3,4-gurigpo-
1H-[1,8]Hadb TMpUANH-2-0HY

CnigyBann metoguui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, 3a BUHATKOM TOro, WO Ha KiHUEBIN
cTagii metoauku 2,3-guxnopdeHinninepasvH 3ami-
HIOBanM 2-xnop-3-MeTundeHin ninepasuHoMm.

OunweHHsa piguHHoto xpomatorpadieto (3-4%
MeOH/CH.Clz) gano Bka3aHy B 3arosfiloBKy CMOJyKy
y Burnsagi 6inoi nikn (558mr, 1,30mMmonsb). MiHy po3-
ynHamm B Et20 i pogasanu 1H. HCI B Et,O (1,3mn).
OTpumarun 6inmin ocag 36upamm inbTpyBaHHAM,
npomuBanm Et20 i cywmnu 3 oTpumaHHsam 6inoi Tee-
pgoi pevoBuHn (538mr). MC: APCI: M+1: 429,2 (1o-
YHa maca: 428,20).
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Mpvknag A4 -  CwuHtes  7-{4-[4-(2,3-
AvmeTundeHin)ninepaauH-1-in)oytoken}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npvknagy A1, BUKOPUCTOBYIOUN 1-(2,3-
anMeTundeHin)ninepasuH, 3 OTPUMaHHSM BKa3aHoi
B 3aronoBky crionykn. MC: APCI: M+1: 409,2 (TouHa
maca: 408,25).

Mpvknag A5 - Cuntes 7-{4-[4-(2-xmop-3-
dTOopdeHin)ninepasmH-1-in]oyTokeu}-3,4-gurigpo-
1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucToBytoun  1-(2-xrop-3-
dTOpdheHiIn)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3arornoBky cronyku (296wmr, 53%). MC: APCI: M+1:
433,2 (TouyHa maca: 432,17).

Mpvknag A6 - CuHtes 7-{4-[4-(3-xmop-2-
dTOpdheHin)ninepasuH-1-in]oyTokcwn)-3,4-avrigpo-
1H-[1,81HacbTMpMaAnH-2-0HY

CnigyBann metoguui BiJHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucToBytoun  1-(3-xrop-2-
dTOpdheHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 433,2 (To4Ha
Maca: 432,17).

Mpvknag A7 - CwuHtes 7-{4-[4-(2-xmop-3-
TpudTopMeTUNdeHin)ninepasuH-1-in]oytokcm}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

MpomikHy CronyKy, 1-(2-xnop-3-
TpudTopMeTUNEHIn)ninepasuH, oTpuMmyBanu Ta-
KMM 4YmHOM. [o po3umHy 2-xrop-3-TpudTopmeTun
deHinoBoro  edgipy  TpUTOpMETaHCY NbHOHOBOI
kucrnotu (5,0r, 15,20MMomb), WO nepemillyeTbCs, B
Tonyoni (50mMn) npu KiMHaTHIN TemnepaTtypi goaa-
Bann  1-Boc-ninepasuH  (3,39r,  18,20mmorb),
Tpuc(anbeHaunigeHaueToH)gunanagin(0)
(Pd2(dba)s)  (3,49r, 38,10mmomb), TpeT-2,2'-
bic(audeHnin)docdgiHo-1,1'-6iHacdTn (BINAP)
(4,27, 68,60mMMmonb) | TpeT-6yTOKCMA HaTpito (2,04T,
21,30mmorb ). Cymiw aerasyBany, HanosHioBanu Na,
Aerasysamm i Harpisanu npu 80°C npoTtsrom 1,5ro4.
Cymiw po3basnanu eTunaueTatom, ogasBanum uenit
i OoTpMMaHy cymilWl nepemillyBany npu KiMHaTHIN
Temnepatypi npoTtarom 15x8. Cymiw inbTpyBanu
Yepes3 MogyLuKy cumikaremo i nodyLky npomMusanv
[OAAaTKOBUMM KinbKocTAMM etunaueTary. O6'eaHa-
HAM PO3YMHHMK BUAANSANM y BaKyymi i 3anuiok
O4MLLAnn Ha KOJIOHLi 3 cunikarenem, BUKOPWUCTOBY-
Ho4YM cymiw rekcaHu-etunauetar (5:1) gk enoeHT, 3
OTpUMaHHaAM TpeT-O6yTunosoro edipy 4-(2-xnop-3-
TpudTopMeTUNdeHin)ninepasuH-1-kapboHOBOI  Kuc-
rom (2,30r, 42%) y Burmsgi macna. 'H SAMP
(400Mru, CDCl3): 8 7,35 (m, 2H), 7,22 (g, 1H), 3,62
(ywwp, c, 4H), 3,05 (ywwmp, c, 4H), 1,55 (c, 9H).

o posunHy TpeT-6yTnnosoro edipy 4-(2-xnop-
3-TpudpTopmeTMndeHin)ninepasnH-1-kap6oHOBOI
kucrotn (2,0r, 5,49vmonk) B guxnopmeTaHi (15mn),
Lo nepemiwyeTbcsi, oxonomkeHomy go 0°C, goga-
Banu TpudgTopouToBy KMcnoTy (6,26r, 54,90Mmornk ).
OTpumaHy cymil nepemillyBany npu KiIMHaTHIA Te-
MnepaTtypi NPOTArOM HOMi i BuAansanu y Bakyymi
po3umHHUK. 1o 3anuwky gopdasanu edip i TBepay
peyoBuUHy, Lo YyTBOpUNacs, BiadinbTpoByBarm 3
OTPUMaHHsAM npomikHoi cronykn (1,1r, 55%) nig
OesnocepeHbO BULLE BKa3aHOK HAa3BOH). "H amP
(400MrI'y, CDCl3): 8 9,85 (ywwp, ¢, 1H), 7,55 (g, 1H),
7,40 (g, 1H), 7,30 (m, 1H), 7,25 (c, 4H), 7,20 (c, 4H).
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CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BUKOPUCTOBYHOUM MPOMDBKHY CHOSYKY
1-(2-x110p-3-TprdTOpMETUNEHIN)NiNEPa3UH, 3
OTPVMMaHHsIM BKa3aHoi B 3arornoBky cronyku (0,65r,
71%). 'H SAMP (400Mry, CDCls): & 7,65 (c, 1H),
7,40-7,20 (m, 3H), 6,40 (g, 1H), 4,25 (1, 2H), 3,15
(ywwp, c, 4H), 2,85 (1, 2H), 2,70 (ywwp, c, 4H), 2,45
(T, 2H), 1,80 (m, 2H), 1,65 (m, 2H). MC ES: m/z
483,01 (M+H)" (TouHa maca: 482,17).

Mpuvknag A8 - CwHrtes 7-{4-[4-(2,3-gnxiop-4-
dropdeHin)ninepasmH-1-in]6yToken}-3,4-gurigpo-
1H-[1,8]HadbTMpMANH-2-OHY

Cnigysanu metoauui BiJHOBHOIMO amiHyBaHHS 3
npvknagy A1, BukopwucTtoBytoum 1-(2,3-guxrop-4-
dTOpcheHin)ninepasmH, 3 OTPMMaHHAM BKa3aHoi B
3aronosky crioniyku. MC: APCI: M+1: 467,1 (TouHa
maca: 466,13).

Mpuknag A9 - CwuHres 7-{4-[4-(2-xnop-4-
dropdeHin)ninepasnH-1-in]6yToken}-3,4-gurigpo-
1H-[1,8]HadbTMpMANH-2-OHY

CnigyBanu metoauui BiJHOBHOIMO amiHyBaHHS 3
npuknagy A1, BukopucToBytoun  1-(2-xmop-4-
dTOpcheHin)ninepasmH, 3 OTPUMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 433,2 (TouHa
maca: 432,17).

Mpuknag A10 - CuHTes 7-{4-[4-(2-
xropdeHin)ninepasuH-1-in]oytokeu}-3,4-aurigpo-
1H-[1,8]HacpTMpMANH-2-OHY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BUKOPUCTOBYIOHUN 1-(2-
xrnopdeHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronyku. MC: APCI: M+1: 415,2 (TouHa
maca: 414,18).

Mpuknag A11 - CwHte3 7-[4-(4-GideHin-2-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,8]HacpTMPpUANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopucToBytoun  1-OicbeHin-2-
inninepasuH, 3 OTPMMaHHAM BKa3aHOi B 3arorioBKy
cronykn. MC: APCI: M+1: 4573 (touHa wmaca:
456,25).

Mpuknag A12 -  CuHres  7-{4-[4-(2,5-
avxnopdeHin)ninepasuH-1-in]oyTokcun}-3,4-gurigpo-
1H-[1,8]Hacb TMpMANH-2-OHY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BUKOPUCTOBYIOYUN 1-(2,5-
avxnopdeHin)ninepasuH, 3 OTpUMaHHsIM Bka3aHoi B
3aronosky cronyku (0,399r, 82%). MC: APCI: M+1:
4491 (TouyHa maca: 448,14).

Mpwknag A13 - CuHTes 7-{4-[4-(2-xnop-4-dTOP-
5-meTundenin)ninepaswux-1-in]6ytokeu}-3,4-aurigpo-
1H-[1,8]Hacb TpMAaNH-2-0HyY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopucToByoun 1-(2-xnop-4-cpTop-5-
MeTuUndeHin)ninepasuHrigpoxnopuag, 3 OTPUMaHHAM
BKa3aHoi B 3aronoBky cronyku (0,277r, 57%). MC:
APCI: M+1: 447,2 (TouHa maca: 446,19).

Mpuknag A14 - CwHre3 7-{4-[4-(5-xnop-2-
meTundeHin)ninepasunH-1-in]6yTokcn}-3,4-gurigpo-
1H-[1,8]Hacb TMpMAUH-2-0HyY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopucToBytoun  1-(5-xrop-2-
MeTuUndeHin)ninepasvH, 3 OTPMMaHHAM BKa3aHoi B
3aronosky crnionyku (0,358r, 77%). MC: APCI: M+1:
429,2 (TouyHa maca: 428,20).
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Mpvknag A15 - CuHtes 7-{4-[4-(2-xnop-4-TOp-
3-meTundperin)ninepasuH-1-in]oytokeu}-3,4-gurigpo-
1H-[1,8]Hacb TMpMAnH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHsI 3
npvknagy A1, BukopuctoByroun 1-(2-xnop-4-ptop-3-
MeTun deHin)ninepasuHrigpoxnopwua, 3 OTPUMaHHAM
Bka3aHoi B 3arofioBky crionyku (0,463r, 96%). MC:
APCI: M+1: 447,2 (TouHa maca: 446,19).

Mpuknap, A16 - CuHtes 7-{4-[4-(3-
eTundeHin)ninepasuH-1-in]6ytokcu}-3,4-gurigpo-
1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHs 3
npvknagy A1, BUKOPUCTOBYHOUN 1-(3-
eTundeHin)ninepasvH, 3 OTPMMaHHAM BKa3aHoi B
3aronosky cronykn. MC: APCI: M+1: 409,2 (To4Ha
Maca: 408,25).

Mpvknag A17 - CwuHtes 7-{4-[4-(3-xnop-2-
MeTokcudpeHin)ninepasuH-1-in]6ytokcn}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAanH-2-oHy

MpombkHy Crosyky 1-(3-xnop-2-
MeTOKCU(peHIN)ninepasuH oTpuMMyBanu TakuM Y-
HOM. Po3uynH 2,6-guxnopaHisony (1,55mn,
11,30mmonb) B cyxomy Tonyori (40mn) aerasyBanu
npotarom 10xB., nNpoAdyBalyM pPO34YMH a30TOM.
OTpumMaHui po34ymH NoTiM Jo4aBany Yepes KaHoo
B komby, wo mictute Boc-ninepasvH (3,16,
16,90mmomb), CsoCOsz (5,151,  15,80mmornb),
Pdo(dba); (414wmr, 0452mmonb, 4mon%) i 2-
avuuknorekcungocdiHo-2'-(N,N-
avMeTunamiHo)bicheHin (356w, 0,904mmorb,
8mon.%) B atmocdepi a3oTy. PeakuiiHy cymiw Ha-
rpisarm npu 100°C npoTtsarom Houi (16roa.). MC no-
KasyBaB HeBenMKUI MiK NpoayKTy i Benvkui nik Boc-
ninepasmHy. TWX (10% EtOAc/Hex) nokasyeana
nnamMy nNpoaykTy. PeakuinHin cymili gaBanu oxorso-
HYTW OO KiMHaTHOI TemnepaTtypu i gogasanm Et0.
Cymiw @inbTpyBanmM 4Yepes Uuenit, NpomMuBal4u
Et20. dinbTpar npommsanu 3 pas3u 0,5M numoHHo
KucrnoTolo  (Ans  BupaneHHs HagmipHoro Boc-
ninepasvHy) i oauH pa3 HacM4YeHUM PO3YMHOM COTi,
cywumnu Hag MgSOs i kOHUeHTpyBanu 3 OTpUMaH-
HAM Kopu4HeBoro macna. OunweHHs SiO2 xpomato-
rpacpieto (10% EtOAc/rekcann) pano  TpeT-
OyTnnoBwi edip 4-(3-xrop-2-
MeTokcudpeHin)ninepa3uH-1-kapboHOBOI  KMCIOTU Y
Burnagi 6nigo-xoBToi TBEpAoi pevoBuHU (278wmr,
8%).

o posunHy TpeT-6yTunosoro edipy 4-(3-xrop-
2-meTokcugeHin)ninepasuH-1-kapboHOBOI  KUCTOTH
(273mr, 0,835mMmomb) B CH.Cl2 (4mn) gopasanm
T®O (4mn) npu KiMHaTHIN TemnepaTypi. PeakuinHy
CyMill MepeMillyBany npu KiMHaTHIA TemnepaTypi
MPOTArom 1 roAnHW i KOHUEHTPYBanM 3 OTPMMAaHHAM
YepBOHYBaTO-KOpUYHEBOro Macrna. OunweHHs SiOz
xpomartorpadieto (10% MeOH/CH2Cl2 3 1% NH4OH)
pano 1-(3-xrop-2-meTokcudeHin)ninepasuH y Bu-
rnagi  6nigo-xoBToi TBEpAOI PeEYOoBUHWM | Mmacna
(137wmr, 0,604mmonb, 72%). MC: APCI: M+1: 2271
(TouHa maca: 226,09).

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHSA 3
npvknagy A1, BukopuctoByloum  1-(3-xrop-2-
MeToKcudpeHin)ninepasuH, 3 OTPYMaHHSAM BKa3aHoT B
3aronioBky crionyku. MC: APCI: M+1: 4452 (TouHa
maca: 444,19).
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Mpuvknag A18 - CwuHtes 7-{4-[4-(3-meTun-2-
deHokcudeHin)ninepasuH-1-in[dytokcn}-3,4-
aurigpo-1H-[1,8]Hacb TpMAnH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHS 3
npvknagy A1, BukopucToBytoun  1-(3-metun-2-
deHokcudeHin)ninepasuH, 3 OTPMMaHHAM BKa3aHoi
B 3aronoBky crnonyku. MC: APCI: M+1: 487,2 (TouHa
maca: 486,26).

Mpwknag A19 - CwHres  7-{4-[4-(2,3-
avmeTokcudpeHin)ninepasun-1-in]oyTokcmn}-3,4-
aurigpo-1H-[1,8]Hadb TpMAnH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHS 3
npuknagy A1, BUKOPUCTOBYIOUN 1-(2,3-
OnMeTOoKCUMeHIn)ninepaswH, 3 OTPMMaHHAM Bkasa-
Hoi B 3aronosky cronyku. MC: APCI: M+1: 441,6
(TouHa maca: 440,24).

Mpuknag A20 - CuHTe3s 7-{4-[4-(2-
eTokcudeHin)ninepasunH-1-in]6ytokcu]-3,4-gurigpo-
1H-[1,8]HadbTMpMaOnH-2-0HY

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BUKOPUCTOBYIOUN 1-(2-
eTokcudpeHin)ninepasuH, 3 OTPUMaHHAM BKa3aHOi B
3aronoBky cronyku (475wmr, 87%). MC: APCI: M+1:
425,2 (TouHa maca: 424,25).

Mpvknag A21 - CwuHte3d 7-{4-[4-(2-xnop-3-
eTokcudpeTn)ninepasuH-1-in)6ytokcu}-3,4-aurigpo-
1H-[1,8]HadbTMpMANH-2-OHY

Mepy NPOMDKHY CrOJIyKY, 2-xnop-3-
€TOKCUHITPOOEH30M, OTPUMYyBanM TaknMM  YVHOM.
3aBucb 2-xrop-3-HiTpodpeHony (5r, 28,8MMorb),
kapboHaty kanito (4,0r, 28,8mmonb) i WopeTaHy
(4,8mn, 60mmonb) B aueToHiTpuni (100Mn) kun'atm-
M i3 3BOPOTHWMM XONOAMIBHUKOM MPOTArom 6rog,.
Micna oxonogxysaHHA BuaansanuM inbTpyBaHHSAM
coni i inbTpaT KOHUEHTpyBarm o0 TBepOol pedvo-
BMHU. TBepady peyvyoBuHYy po3TMpanu B AieTUIoOBOMY
edipi (100mn). TpuUTypaHT KOHUEHTpyBanu 3 oTpu-
MaHHsIM NepLUOi NPOMDPKHOI cnonyku (6,5r). MpoToH-
Hn AMP nokasaB criekTp, WO BiAMOBIAae CnekTpy
CTPYKTYpY OaHOT CMONYKK.

Opyry NPOMDKHY CrOJTYKY, 2-xrop-3-
€TOKCiaHiniH, oTpuMyBanu Takum YmMHOM. [Jo po3uu-
Hy 2-xrop-3-eTokcuHiTpobeHsony (6,5r, 28,8mmons),
Boau (50mMn) i kpwkaHoi ouToBOI kucrot (16,5mn) B
meTaHoni (200mn) popaBanu Fe nopowok (16,1r,
28,8Mmorb). 3aBucb HarpiBarm npu KUMATIHHI i3
3BOPOTHUM XONOAUIbHMKOM MpoTaroMm 90 XBWIMH,
oxonomkyeamm i inbTpyBanu. PinbTpar KOHLEHT-
pyBanu y Bakyymi 0O TBEpAOI peyoBUHU, SKY PO3Tu-
pamm y Bogi (~100mn) 3 OTpMMaHHsIM COJi OUTOBOI
KMcnoTun HeobxigHoro npoaykty. OTpumaHy cinb, sika
6yna nuiue NOMipHO PO3YMHHOIO Y BOAi, NepeTBOpIo-
Banu y BinbHy ocHoBy NaHCOs i ekcTtparyBanu
CHCIz, cywmnm Hag NaxSO4 i KOHueHTpyBanmu 3
OTPUMaHHSAM Apyroi npoMikHoi crnonyku (5r). MC:
APCI: M+1:171,9 (TouHa maca: 171,05).

TpeTio  mpoMmixHy  crnonyky, 1-(2-xnop-3-
eTokcudpeHin)ninepasnH, OTPUMyBanu TakuM YUHOM.
Cymiw 2-xnop-3-eTokciaHiniHy (3,0r, 17,5Mmorb) i
6ic(2-xnopeTun)amiHrigpoxnopuay (3,12r,
17,5MMorb) HarpiBamu npu KUMSATIHHI i3 3BOPOTHUM
XonoaunbHMKoM B xrop6eHsoni (20mn) npoTsrom
48roa. 1o oxonomKeHOro po3yunHy goaasanu aieTu-
nosun ecpip (200mn) 3 OTPUMaHHSIM KPUXKOT TBEpPOi
peyvoBuHN, SKy 36upamm inbTpyBaHHAM. BogHuii
pO34MH OTpMMaHoro matepiany o6pobnsanu Hacude-
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HuM NaHCOs, ekctparysanu CHCls, cywmmm Hag
NazxSO4 i KOHUEHTpYyBanu OO0 Macna, sike ouuLanu
xpomartorpadieto (MPLC, 15% MeOH B CHCI3) 3
OTPUMaHHSAM TpeTbOoi MNPOMDKHOI cronyku (3,5r,
14,6mmorb, 83%) y Burnagi macna. MC: APCI: M+1:
241,1 (ToyHa maca: 240,10).

Hapewri posunH 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]HadbTMpuamnH-2-inokcun)oytupanbgeriny  (0,4r,
1,17mmorb) i 1-(2-xnop-3-eTokcudbeHin)ninepasmHy
(0,445r, 1,85mmonb) B 1,2-guxnopeTani (30mn) ne-
pemiwysamm npoTtarom 15xB., nicna Yoro gopasanu
NaBH(OAc)s (0,46r, 2,17mMmonb) y BUMMAAI MOPOLL-
Ky. PeakuinHy cymiwl nepemillyBanu npu KiMHaTHIN
Temnepartypi npotarom 18roA. i racunuM Hacu4eHUM
NaHCO3 i H20. Cymiw ekctparysanu CHCIs. Opra-
HiYHMI Wwap npomuBany HacudeHuMm NaHCOs, HoO i
HacuyeHuM po3ymHoM corli, cywmnu Hag NaxSOy i
KOHLIEHTpYBanu 3 oTpMMaHHsaM Macra. OuniieHHSA
piguHHoto  xpomatorpadiieto (1% MeOH/CH.CIy)
Jarno npoaykt y Burnagi 6inoi niHn. Po3mpaHHs
OTPUMaHOT NiHW B MiHIManbHil KiNbKOCTi AieTUIoBOro
edbipy Aano BkasaHy B 3arofioBKYy CMONyKYy Yy BUrNsai
6inmx kpuctanis (300wmr, 0,655mMmonb, 56%). T. mn.
110-112°C. MC: APCI: M+1: 459,2 (ToyHa maca:
458,21).

Mpuknag A22 - CwuHres 7-{4-[4-(2-xnop-3-
MeTokcudpeHin)ninepasuH-1-in]6ytokcn}-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-oHy

1-(2-Xrnop-3-meTokcudeHin)ninepasuH  oTpyMy-
Banu ro MeToauui aonqa 1-(2-xnop-3-
eTokcudpeHin)ninepasuHy B npuknagi A21.

Crnigysanu meToauui BiGHOBHOIMO amiHyBaHHSA 3
npvknagy A21, BukopuctoByroun 1-(2-xrop-3-
MeToKcudpeHin)ninepasuH, 3 OTPUMaHHAM BKa3aHo| B
3aronosky cronykn. MC: APCI: M+1: 445,6 (TouHa
mMaca: 444,19).

Mpuknag A23 - CwuHte3d 7-{4-[4-(2-xnop-3-
isonponokcuderin)ninepasuH-1-in)6yTokcm]-3,4-
avrigpo-1H-[1,8]Hacp TMpnanH-2-oHy

1-(2-Xrnop-3-isonponokcudeHin)ninepasvH
oTpumyBarm o wmetoguui  anms 1-(2-xnop-3-
eTokcudpeHin)ninepasuHy B npuknagi A21.

Cnigysanu metoauui BiGHOBHOIMO amiHyBaHHSA 3
npvknagy A21, BukopuctoByrun  1-(2-xrop-3-
i3onponokcudeHin)ninepasnH, 3 OTPUMaHHAM BKa-
3aHoi B 3aromnoBky cronyku. MC: APCl: M+1: 4732
(TouHa maca: 472,22).

Mpuknag A24 - CuHte3 7-{4-[4-(3-meTOKCK-2-
mMeTundeHin)ninepasumH-1-in]6yToken}-3,4-gurigpo-
1H-[1,8]Hadp TMpUANH-2-0HY

Cnigysanu metoauui BiJHOBHOTO amiHyBaHHS 3
npvknagy A1, BukopuctoBytoun 1-(3-meTokCK-2-
MeTundeHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 4252 (TouHa
mMaca: 424,25).

Mpuknag A25 - CwHtes 7-{4-[4-(5-xnop-2-
isonponokcuderin)ninepasuH-1-in)6ytokcu}-3,4-
aurigpo-1H-[1,8]Hadb TpMAUH-2-0HY

HOo cycnensii  4-(7-okco-5,6,7 ,8-TeTparigpo-
[1,8]HadbTpnanH-2-inokcm)oymmpansgerigy (0,241r,
1,02mmorb, 1eks.) i 1-(5-xnop-2-
isonponokcuderin)ninepasuiy (0,382r, 1,13mmorb,
1,1ekB.) B gwxyopeTtaHi (5mn)  gogasanu
NaBH(OAc)s (0,583r, 2,75mMmomb, 2,67ekB.). 3aBuci
AaBanM MOXIMBICTb MepeMillyBaTUCs MPOTHAroM
Houi Mpu KiMHaTHIN TemnepaTtypi (18rog.). AHani3
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BEPX nokasyBaB, WO peakuis B OCHOBHOMY 3aKiH-
yeHa. Cymiw posbaensamm EtOAc i racunm Hacuye-
HAM NaHCOs. OpraHiyHy a3y noTiM npomusanu
HacudeHnMm po3vmHoMm coni, cywmnu Hag NaxSOs,
dineTpyBanu i ynaptoBanu y BakyyMi. OuMLLEHHS
xpomartorpadieto Ha cunikareni (100% EtOAc) i no-
panblwe ytBopeHHs HCI coni 3 BMkopucTaHHsSM 1H.
HCI B edipi ganu BKkasaHy B 3arorfioBKy CrMOJyKY
(0,219r, 25%). MC: APCI: M+1: 473,2 (To4yHa maca:
472,22).

Mpuknag A26 - CuHTes 7-{4-[4-(2-
isonponokcuderin)ninepasuH-1-in)6yTokcu}-3,4-
aurigpo-1H-[1,8]Hadb TpuAnH-2-0Hy

MeToavka BIiOHOBHOIO amiHyBaHHSA, onucaHa
BMlle B npuknagi A25, 3 BukopucTaHHaMm 1-(2-
isonponokcudeHin)ninepasvHy gana BkaszaHy B 3a-
rornosky cnonyky (0,152r, 32%). AHanis Ha CHN
paBs: C, 67,72; H, 7,81; N, 12,55. BkasaHi gaHi 064u-
cneHi gnst CosHzaN4O3 nnmoc 0,13 HoO (3anmiikoBuii
PO3YNHHUK).

Mpuknag A27 - CuHTes 7-{4-[4-(2-
i3obyTokcudeHin)ninepasuH-1-in)6yrokcu}-3,4-
aurigpo-1H-[1,8]Hadb TpuanH-2-oHy

MeToavka BIiOHOBHOIO amiHyBaHHS, onucaHa
BMlle B nMpuknagi A25, 3 BukopucTaHHam 1-(2-
i306yTOKCUDEHIN)NiNnepa3nHy gana Bka3aHy B 3aro-
nosky crionyky (0,177r, 37%). AHania Ha CHN pfas:
C, 63,22; H, 7,65; N, 11,19. BkasaHi gaHi ob4ucneHi
ans CasH3asN4O3x1,05HCI.

Mpvknag A28 - CuHtes 7-{4-[4-(2-aueTun-3-
xropdeHin)ninepasuH-1-in]oyTokeu}-3,4-gurigpo-
1H-[1,8]Hacb TMpMANH-2-0HyY

MpomikHy cnonyky, 1-(2-xnop-6-ninepasuH-1-
indeHin)eTaHoH, OTpMMyBanM TakMM YUHOM. Y
250mn konby goaasanu ninepasuH (72r, 0,834morb)
i 1-(2-xnop-6-cTopbeHin)eTaHoH (24r, 0,139morb) 3
noganbwmMm HarpisaHHam go 120°C npotsrom 2
rogvH. HagmipHui ninepasvH noTiM BigraHann 3
Konbu y BakyyMmi 3 OTpYMaHHSM KOPUYHEBOTO Macna,
sike 3atBepaiBano. OTpumane macno (10r) ounwanm
xpomatorpadpieto  Ha  cunikareni  (guxnopme-
TaH/mMeTaHon 98:2) 3 oTPUMaHHAM NPOMBKHOI Crosy-
Ku (4,89r).

Mo meToawui, nodibHIN 4O METOOUKN iHLLIMX MpU-
Knagis BULLE, 1-(2-xnop-6-ninepa3uH-1-
incpeHin)eTaHoH 3B'A3yBany BiOHOBHUM aMiHYyBaH-
HSIM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAMH-2-inokcu)oyTupanbaerigom 3 no-
AanblWuMK  TUMOBOKO OOPOOKOK | OYULLEHHAM 3
OTPMMaHHSIM BKa3aHOi B 3arofioBKy CMOfyKW, T. M.
115°C. MC: APCI: M+1: 457,2 (toyHa wm™aca:
456,19).

Mpvknag A29 - CwuHtesd 7-{4-[4-(3-xnop-2-
eTundeHin)ninepasuH-1-in]6ytokcn}-3,4-aurigpo-
1H-[1,8]Hacb TMpMANH-2-0HY

MpomikHy cronyky, rigpoxrnopuga 1-(3-xop-2-
eTundeHin)ninepasuHy, oTpUMyBanu TakuM Y/MHOM.
o 1-(2-xrop-6-ninepaswvH-1-indeHin)eTaHoHy
(2,45r, 10,3mmornb) gogaeanu TpMTOpOLTOBY KUC-
noTty (18r) i TpueTuncinax (18r) 3 noganbLwWUM kumn's-
TiIHHAM i3 3BOPOTHUM XOJOAUSBHUKOM MPOTAroM 5
rogvH. [icns oXonomKeHHs po3yuH yraptoBanu i
3anuLok cycnenaysanu y sogi. Josoaunm pH go 13
poaasaHHAM 4H. NaOH 3 noganbLlumm ekctparyBaH-
HSIM gieTurnoBum edipom. OpraHiyHWi wap cyLmnm
Had cynbdaTtoM MarHito i ynaptoBanm 3 OTpUMaHHAM



87

XKOBTOroO Macna, sike AUCTUNoBanu i kpucTtarnisysanm
y BUMMSAi rigpoxrnopuay 3 edipHoro po3uyvHy goaa-
BaHHAM edipHoi HCI.

Mo meToawmui, nodibHIN 4O METOOUKM iHLLIMX MpU-
Knagis BULLIE, rigpoxrnopwua, 1-(3-xnop-2-
eTundeHin)ninepasvHy 3B'A3yBany BiJHOBHUM aMmi-
HyBaHHAM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAMH-2-inokcun)oyTupanbaerigom 3 no-
AanblWuMn  TUMoBOK OOpPOOKOK | OYULLEHHAM 3
OTPMMaHHSIM BKa3aHoi B 3arofioBky cronyku. MC:
APCI: M+1: 443,2 (TouHa maca: 442,21).

Mpvknag A30 - CuHTes 7-{4-[4-(2-aueTun-3-
dTOopdheHin)ninepasut-1-in]oyTokcu}-3,4-avrigpo-
1H-[1,8]Hacb TMpMANH-2-0HY

Mepwy npomixHy cromnyky, TpeT-0yTunoBuii
edip 4-(2-aueTun-3-cpropdeHin)ninepasuH-1-
KapOOHOBOI KMUCIOTU, OTPUMYBaNN TakuM YMHOM. [1o
aueToHiTpuny (100mn) pgopaBarm  boc-ninepaswH
(28,63r, 0,153mornb), 2,6-gudTopaueTodeHoH (24r,
0,154monb), kapboHat kanito (53r, 0,384monb) i
dTopug kKanito (8,93r, 0,154monb) 3 nogansLwmM
HarpiBaHHaM go 100°C npoTarom 24 roavH. KoHueH-
TPyBaHHA PO34MHY y BaKyymi Aano Cymiw TBepaux
YacTUHOK, sKi BMAINANM inbTpyBaHHAM. [lepuly
MPOMiXKHY CMOfyKy OTpUMYBanu nepekpuctaniaaui-
€l0 3 eTunaueTaty, T. nn. 88°C.

Opyry  npomixHy  crnonyky, 1-(2-cbTop-6-
ninepasuH-1-ineHin)eTaHoH, OTpUMyBanM TakuUM
yuHom. [lo amxnopmetany (10mn) gopnasanm TpeTt-
OyTnnoBun edip 4-(2-aueTun-3-
dTOpdheHin)ninepasnH-1-kapboHoBOI  KACOTM 3
OTPMMaHHsAM po3uuHy. [opgasanu TpudpTopouToBYy
KMcroTy (2,12r) 3 noganbLimMm nepeMillyBaHHAM npu
25°C npotarom 3 roguH. Cymiw ynaptoBanm i 3amm-
LLIOK pO34unHANM B AieTuroBomy edipi i Bogi. MoTim
posoaum pH po 13 gopgasaHHam 4H. NaOH i edip-
Hy a3y gekaHTyBanu. EdpipHy dasdy cywmnm Hag
cynbartom MmarHito, inbTpyBanu i KOHUEHTpyBanu
Yy BaKyyMi 3 OTPUMaHHSAM BKa3aHOI B 3arofioBKy Cro-
nykn y Burnagi 6inoi tBepgoi pevosuHn (1,09r), T.
nn. 64°C.

Mo meToawmui, NoAibHIN 4O METOAUKM iHLLIMX NpU-
Knagis BULLE, 1-(2-cpToOp-6-ninepasuH-1-
inceHin)etaHoH 3B'A3yBanu BiAHOBHUM aMiHyBaH-
HAM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAnH-2-inokeun)byTupanbaerigom 3 ro-
AarnblUMMK  TUMOBOKD OOPOOKOK | OYWLLEHHAM 3
OTPVMMaHHsIM BKka3aHoi B 3arorioBky crionyku. MC:
APCI: M+1: 441,3 (TouHa maca: 440,22).

Mpuknag A31 - CwHres 7-{4-[4-(2-eTvn-3-
dTOpdheHin)ninepasuH-1-in)6yTokcu}-3,4-aurigpo-
1H-[1,8]Hadp TMpUANH-2-0HY

MpombkHy cronyky, rigpoxnopug 1-(2-eTun-3-
dTOpcheHIn)ninepasvHy, OTpYMyBanu TakuM YMHOM.
o 4-(2-aueTun-3-dpropdeHin)ninepasunH-1-
kapbOHOBOI kucrnoTn TpeT-6yTunosoro edipy (2,0r,
6,2Mmonb) gopasanm  TpMPTOPOLTOBY  KUCHOTY
(10,6r) i Tpmetuncinad (7,2r) 3 noganbWwMM Harpi-
BaHHAM MpPU KUM'SATIHHI i3 3BOPOTHUM XONOAUMbHU-
KoM mpoTsroM 5 roauH. lNicna oxonoaxysBaHHA po3-
YMH ynaploBanu i 3anvLok cycrneHgyBanu y BOgi.
Hosogumm pH po 13 gopgaBaHHsm 4H. NaOH 3 no-
JanbwmnM  eKkcTparyBaHHAM  JieTUrnoBuMM  edipom.
OpraHiyHui Wwap cywmmv Hag cynbdaToM MarHito i
yrnaptoBanmm 3 OTPMMaHHSM >XOBTOrO Macra, sike au-
cTunoBanu i KpuctanisyBanmm y Burnsgi rigpoxmnopu-
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Ay 3 edipHOro posvmHy gogasaHHAM edipHoi HCI 3
OTpVMaHHsIM NpoMixkHoi cnonyku (0,907r).

Mo meToauui, noaibHIM 4O METOAMKK iHLIMX MpWY-
Knagis BULLE, rigpoxnopva 1-(2-enn-3-
dTOpdheHIn)ninepasmHy 3B's3yBanu BiJHOBHUM aMmi-
HyBaHHAM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]HadbTMpMAanH-2-inokcun)bytupanbaerigom 3 ro-
AanblWnMMM  TUMoBOK OOPOBKOID | OuULLEHHAM 3
OTPVYMaHHsIM BKa3aHoi B 3aronioBky cronyku. MC:
APCI: M+1: 427,2 (TouHa maca: 426,24).

Mpuknag A32 - CuHtes 7-{4-[4-(3-aueTnn-2-
xropdeHin)ninepasuH-1-in]oytokcu}-3,4-aurigpo-
1H-[1,8]Hadp TMpUANH-2-0HY

Mepwy npombkHy crnonyky, 1-(3-amiHo-2-
XrnopdpeHin)eTaHoOH, OTpUMYyBanu Takum YmHoM. [o
TTro (400mn) pofaeanu 1-(2-xnop-3-

HiTpodeHin)etaHoH (13,11, 065,6mmonb, [European
Journal of Medicinal Chemistry, 1989, 24, 479-84)) i
noTim Hikenb PeHesa (2,0r) i goBognmm Tuck go 25
(OyHTIB Ha KB. OIOMM razonofibHMmM BoAHEM MpOTs-
rom 24 rogvH. Cymiw dinbTpyBarmm i ynaptosanu ao
Macna. Macno pecycneHgyBanv y Boi i gieTurnoBo-
My edipi, inbTpyBanu i opraHiyHy a3y OeKaHTy-
Banu. [logaBaHHs rekcaHy 4arno KpucTanivyHy teepgy
peyoBUHy, SIKY BiAdinbTPOBYBarM i CyLUMnM y Baky-
YMi 3 OTPUMMaHHSAM nMepLUoi MPOMDKHOI CMOSyKU Yy
BUrMsgi TBepAoi peyosuHn (9,3r).

Opyry npomixHy crnionyky, TpeT-0yTnnosuii edip
4-(3-aueTun-2-xnopdeHin)ninepasuH-1-kapboHOBOT
KMCIOTK, OTpMMYyBanM Takum YumHoM. o meToauui,
nofibHin [0 MeToaukM oTpumaHHs  1-(6,7,8,9-
TeTparigpo-5H-6eH3oumknorenTeH-1-in)ninepasuty,
1-(3-amiHo-2-xropbeHin)eTaHoOH nepeTBOplOBanM B
HEOoUULLEHUIA 1-(2-xnop-3-ninepaauH-1-
indeHin)etaHoH (8,51r, 35,6MMonb), 4o sikoro Jo-
naeanu On-TpeT-6yTunokcukapboHaT (7,78r,
35,6MMorb) y BUMMSA4i PO3YMHYy B AUXIIOPMETaHi
(40mn). Yepe3 2 roguHM CyMill KOHUEHTpyBamm i
ounLany xpomartorpadieto Ha cunikareni, entio4n
OVXMopMeTaHoOM i eTunaueTatoM, 3 OTPUMAaHHAM
Opyroi NpoOMPKHOI crionykn y Burnagi macna (4,96r).

TpeTio MPOMPKHY crionyky, TpudTopaueTart 1-(2-
xrop-3-ninepasunH-1-indeHin)etaHoHy, oTpumyBanu
TaknuMm YmHoM. o guxnopmeTaHy (10mn) gogasanu
TpeT-0yTUIoBMNn edip 4-(3-aueTun-2-
xropdeHin)ninepasnH-1-kap6oHoBoi kucrnotu (1,01r,
2,98Mmorb) i noTiMm  TPUATOPOLITOBY  KUCIOTY
(0,5mn). Cymiw nepemiwysanu npu 25°C npoTsarom
2 roAvH i BMAananM BMNaploBaHHSAM PO3YMHHMKA 3
OTPUMaHHSIM TPEeTbOol MPOMDKHOI CMONYKW Yy BUrNAAi
macna.

Mo meToawuui, nodibHIN 4O METOAVKK iHLIMX MpW-
knagis  Buwe, TpudTopaueTar  1-(2-xrop-3-
ninepasuH-1-indeHin)eTaHoHy 3B'A3yBanu  BiQHOB-
HUM amiHyBaHHAM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAauH-2-inokcun)bytupanbaerigom 3 no-
AanblunMn  TUNoBoto OBpobKolo | ouuLeHHAM 3
OTPMMaHHSIM BKa3aHOT B 3arofioBKy CrOfyku, T. nil.
138-139°C. MC: APCI: M+1: 457,2 (TouyHa maca:
456,19).

Mpuknag A33 - CuvHres 7-{4-[4-(3-
aueTtundeHin)ninepasuH-1-in]oyTokcu}-3,4-gurigpo-
1H-[1,8]HacbTMpMANH-2-OHY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npvknagy A1, BukopucToBytoum 1-(3-ninepaswH-1-
indeHin)eTaHoH, 3 OTPUMaHHSIM BKa3aHOi B 3arorio-
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BKy cronykn. MC: APCI: M+1: 423,2 (ToyHa maca:
422,23).

Mpuknap, A34 - CuHtes 7-{4-[4-(2-
aueTtunderin)ninepaswH-1-in]éyTtokcu}-3,4-gurigpo-
1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npuknagy A1, BukopucToBytoun 1-(2-ninepasuH-1-
incpeHin)eTaHoH, 3 OTpMMaHHAM BKa3aHOi B 3arono-
BKy cronykn. MC: APCI: M+1: 4233 (ToyHa maca:
422,23).

Mpvknag A3 5 - Cwuntes 7-{4-[4-(2-
eTundeHin)ninepasuH-1-in]6ytokcn}-3,4-gurigpo-
1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npvknagy A1, BUKOPUCTOBYHOUN 1-(2-
eTundeHin)ninepasuH, 3 OTPMMaHHAM BKa3aHoi B
3aronosky cronykn. MC: APCI: M+1: 409,2 (To4Ha
Maca: 408,25).

Mpuknag, A36 - CuHtes 7-[4-(4-0-
ToninninepasuH-1-in)oyTtokcu]-3,4-gurinpo-1H-
[1,8]Had TMpUANH-2-0HY

CnipyBann metoguui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BUKOPUCTOBYHOUMN 1-(2-
MeTundeHin)ninepasuH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 3952 (To4Ha
Maca: 394,24).

Mpuknag, A37 - CuHtes 7-{4-[4-(2-
TpudTopmMeTUndeHin)ninepasuH-1-injoytokcm}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BUKOPUCTOBYHOUN 1-(2-
TpudTOpMETUNEHIN)NiNEpasuH, 3  OTPUMAHHSAM
Bka3aHoi B 3aronioBky crnonyku. MC: APCI: M+1:
449,2 (TouHa maca: 448,21).

Mpuknag, A38 - CuHtes 7-{4-[4-(3-
TpudTopmMeTUndeHin)ninepasuH-1-injoytokcm}-3,4-
aurigpo-1H-[1,81HacdTMpnamH-2-oHy

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy A1, BUKOPUCTOBYHOUN 1-(3-
TpudTopMEeTUNEHIN)NIiNEpasuH, 3  OTPUMAaHHSM
BKkasaHoi B 3arofioBky cronyku. MC: APCl: M+1:
449,3 (TouyHa maca: 448,21).

Mpuknag A39 - CuHTes 7-[4-(4-dbeHinninepas3un-
1-in)6yTokcm]-3,4-gurigpo-1H-[1,8]Hacp TMpmanH-2-
OHY

CrnigyBanu meToauui BiJHOBHOIMO amiHyBaHHSA 3
npuknagy A1, BUKOPUCTOBYOUM 1-heHinninepasuH,
3 OTPUMaHHSAM BKa3aHoi B 3arofioBky cronyku. MC:
APCI: M+1: 381,1 (TouHa maca: 380,22).

Mpwuknag, A40 - CuHTe3 7-{4-[4-(4-
TopdeHin)ninepasmH-1-in]oyTokeu}-3,4-gurigpo-
1H-[1,8]Hadp TMpUANH-2-0HY

CrnigyBanu metoauui BiJHOBHOIMO amiHyBaHHSA 3
npuknagy A1, BUKOPUCTOBYHOUN 1-(4-
dTOpdheHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 3994 (TouHa
mMaca: 398,21).

Mpuknag  A41 - CwuHres  7-{4-[4-(2,4-
andpTopderin)ninepasuH-1-in)6yTokcun}-3,4-gurigpo-
1H-[1,8]Hadp TMpUAnNH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHSA 3
npuknagy A1, BUKOPUCTOBYHOUN 1-(2,4-
andTopdeHin)ninepasvH, 3 OTpMMaHHSAM BKa3aHoi B
3aronosky cronykn. MC: APCI: M+1: 417,2 (TouHa
mMaca: 416,20).
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Mpuknagn A42 - Cwuntes 7-(4-{4-[2-(1,1-
OwndpTopeTun)deHinninepaswn-1-imbyToken)-3,4-
aurigpo-1H-[1,8]Hacb TpMAanH-2-0HY

Mepwy npomikHy cnonyky, 1-6pom-2-(1,1-
andpTopetnn)beH3on, OTpMMyBanM TakuM 4YMHOM.
PosunH 1-(2-6pomdeHin)etaHoHy (3,98r, 20mMmorb)
B DAST (5,3mn, 40mMMornb) HarpiBanm npu 55°C npo-
TArom 48rof., oxonompkyBanm Ao KiMHaTHOT Temre-
patypu, po3basnsanu CCls (20mn) | BUnMBamm Ha nig
(100r). Cymiw ekctparysamm CCls (2x40mn). O6'en-
HaHi opraHiyHi pasnM cywmnu, KOHUeHTpyBamm i
ounann xpomatorpadieto Ha cwurikareni 3 oTpu-
MaHHSIM MepLUOi MPOMbKHOI crionyku (2,2r, 50%). 'H
AMP (400MI'y, CDCl3): 8 7,60 (m, 2H), 7,45 (1, 1H),
7,20 (m, 1H), 2,05 (7, 3H).

Opyry NMPOMIKHY CMosyKy, 12-(1,1-
andTopeTun)eHin]ninepasvH, OTPUMYBanu Takum
YYHOM. Yy CyMiLL 1-6pom-2-(1,1-
andpropetun)bensony (1,3r, 5,91mmonb), ninepasu-
Hy  (0,64r, 7,39Mmmorb), Pdy(dba)s  (1,30r,
1,42mmorb), BINAP (0,82r, 2,63mmonb), NaOtBu
(0,80r, 8,30mMmonb) B Tonyoni (40mn) 6ap6oTyBanu
rasonogioHun Nz nmpotarom 10xs. Cymiw noTiM Ha-
rpisarm npy 110°C npoTsarom 2rof., OxXonom,Kysanm
0o KiMHaTHOi Temnepatypu, posbasnsnu EtOAc
(300Mmn), dinbTpyBanM Yepes NoOAyLLKY LeniTy i KOH-
ueHTpyBanu. 3ammwwok o6pobnanu 1H. HCI go pH=2
i fppommBanm edipom (2x50mn). BoagHy dasy nigny-
xHioBamm KK2CO3 oo pH=11 i ekctparyBanu CHxCl;
(3x50mn). O6'eaHaHi opraHiyHi asu cywmnu i KoH-
LeHTpyBanu 3 OTPUMaHHAM ApYroi MPOMDKHOI Cro-
nykm (0,80r, 60%). 'H SIMP (400MIy, CDCl3): & 7,60
(m, 1H), 7,40 (m, 1H), 7,38 (m, 1H), 7,20 (m, 1H),
3,00 (m, 4H), 2,90 (m, 4H), 2,10 (1, 3H).

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BUKOPUCTOBYIOHUN 1-2-(1,1-
andTopeTtun)deHin]ninepasvH, 3 OTPUMaHHSIM BKa-
3aHoi B 3arorioBky crionyku (0,48r, 91%). 'H AMP
(400MrI'y, AMCO-ds): 3 10,40 (c, 1H), 10,20 (c, 1H),
7,50 (m, 4H), 7,35 (m, 1H), 6,40 (g, 1H), 4,20 (c, 2H),
3,60 (m, 2H), 3,30-3,00 (m, 8H), 2,80 (m, 2H), 2,50
(m, 2H), 2,10 (1, 3H), 1,90-1,70 (m, 4H).

Mpvknag A43 - CwHtes 7-[4-(4-nipnanH-2-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,8]HadpTMpNanH-2-oHy

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BuKopucToByloun  1-mMipuanH-2-
inninepasuH, 3 OTPMMaHHAM BKa3aHOI B 3arorioBKy
cnonykn. MC: APCI: M+1: 382,1 (ToyHa wmaca:
381,22).

Mpuknag, Ad4 - CuvHtes 7-{4-[4-(6-
MeTUnnipuanH-2-in)ninepasuH-1-in)éytokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

Oo cycneHsii Gicrinpoxnopuay 1-(6-
meTunnipugnH-2-in)ninepasuyy (0,77r, 3,08Mmorb)
B guxropetaHi (10mn) pgogasarmm E&N (1,0mnm,
7,17mmorb) i cymiw nepemiwyBanu npoTtsarom 30xB.
[Jopnasann 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]HadTpmanH-2-inokcn)oytupansgerig  (0,85r,
3,63MMmorb) y BUrnsAi po3vnHy B AvxropeTaHi (3mn)
i cymill nepemiwyBanu npu KiMHaTHIN TeMnepaTypi
npotdarom 15x8. [Hopasarmm  NaBH(OAc)s (1,1r,
5,2vmmonb) y Burnagi TBepAoi PevOoBUMHM | CyMmill
nepemiwysanu fnpu KiMHaTHIN Temnepartypi npoTa-
rom 3rog. PeakuivHy cymiw BnvBanm B EtOAC i
npomvBarm HacmdeHum NaHCOs i HacudeHnm pos-
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YnHOM corli, cywmmm Hag MgSOy i KOHUEeHTpyBanm.
3anmmwok po3snoginanu mix EtOAC i BogHO NMMMOH-
Hoto kucnototo 3 pH 4,5. MNMpoaykT Hanpasnsanun y
BOOHWMA LWap BUOIPKOBO MoHag AOMilloK. BopgHwuii
wap Heutpanisysarm tBepaum NaHCOs go pH 8 i
ekctparyBanu EtOAc. OpraHiyHuii wap npomMmyeanu
HacuyeHuM po3YMHOM coni, cywmnm Hag MgSOg i
KOHLIEHTPYBanu 3 OTpMMaHHSAM BKa3aHOi B 3arosioB-
Ky cronyku y Burnagi mnkoi ninv (0,77r). MNiHy pos-
YuHanm B Et20 | 06pobnsinm 6e3BogHMM rasonogio-
Ham HCI 3 oTpumaHHaM 6Ginoro ocagy. Cymiw
dinbTpyBanu, npomusanm EtO i rekcaHamum i cyum-
M 3 oTpuMaHHAM 6inoi TBepaoi peyoBuHM (616Mr).
MC: APCI: M+1: 396,1 (TouHa maca: 395,23).

Mpvknag A45 - Cuntes 7-{4-[4-(6-eTvnnipngunH-
2-in)ninepasuH-1-in]oyrokcu}-3,4-gurinpo-1H-
[1,8]Had TMpUANH-2-0HY

Jo posunHy 1-(6-eTvnnipngmnH-2-in)ninepasuHy,
(0,41r, 2,13mmork) B guxrnopeTaHi (15mn) ponaea-
m EtsN (0,22r, 2,13mMmornb) i cyMill nepemiltyBanm
npotarom  5xB., pgopasarm  4-(7-okco-5,6,7,8-
TeTparigpo-[1,8JHad TMpmanH-2-
inokcn)oytupanbaerig, (0,50r, 2,13mmonb) y Burnagi
pO34uHy B AuxropeTaHi (3mn) i cymiw nepemillyBa-
N1 npu KiMHaTHIN TemnepaTypi npoTtarom 15xB. [do-
pasanm NaBH(OAc)s (0,63r, 3,00mmonb) y Burnagi
TBEPOOl PEeYOBUHU i peakLiiHy cyMill nepemillyBa-
N1 Npuv KiIMHaTHIM TeMmnepaTypi npotarom 2roa. Pea-
KuinHy cymiw racnmm HacudeHum NaHCOs i ekcTpa-
rysarm  EtOAc. OpraHiybuii  wap npomuBanu
HacuM4yeHUM po34mHOM coni, cywmmm Hag MgSOy i
KOHUeHTpyBanu. OuullieHHS pPiAMHHOK XpomaTtor-
padieto (Biotage 40M, rpagieHTHe ernoOBaHHSA
100% CH2Cl3 - 99% CH.Cl,/MeOH) gano BkasaHy B
3arofiloBKy CMOSyKy y BWUrnsgi nunkoi 6inoi niHm
(413mr, 1,01Mmonb, 47%). MiHy po3unHamm B EtO i
006pobnanm 6e3BogHMM rasonogibHum HCI 3 otpu-
MaHHsiM Ginoro ocagy. Cymiw cinbTpyBanu i cywm-
M 3 oTpuMaHHaAM Ginoro nopouwky (287wmr). MC:
APCI: M+1:410,3 (TouHa maca: 409,25).

Mpuknag, A46 - CuHtes 7-{4-[4-(6-
LUKIIo nponinnipugmH-2-in)ninepasuH-1-in)6yTokcm}-
3,4-avrigpo-1H-[1,8]Hadp TMpUANH-2-0HY

Cymiw 4-(7-okco-5,6,7 8-TeTparigpo-
[1,8]HadbTMpmanH-2-inokeun)oyTupansaerigy  (0,47r,
2,0mMmmonb) i 1-(6-uvknonponinnipngnH-2-
in)ninepasuHy (0,41r, 2,0mMMonb) B AOuxIiopeTaHi
(12mn) nepemiwyBarmm npoTtarom 20xB. i gogasanu
NaBH(OAc)s (0,55r 2,6mmornb). PeakuinHy cymilu
nepemillyBanu npu KiMHaTHIN Temnepartypi npoTs-
rom 2,5roa. PeakuinHy cymill racunm HacuyeHuMm
NaHCO3 i ekctparyBarm Et,0. OpraHiyHnn wap
MPOMMBANM HAaCUYEHM PO3YMHOM COJfli, CYLUMIN Haf
MgSOs i koHueHTpyBanu. OuWLIEHHS PIOVHHOO
xpomartorpadieto (Biotage 12M, entotoBaHHs CHCI3)
[arno BkasaHy B 3arofioBKy CMOfyKy y BUrfsgai mac-
na. Macrno posuumHanu B Ei;O i 06pobnsnu 6e3Boa-
HUM rasonogibHum HCI 3 otpumaHHsam ocagy. Cy-
Miw ginbTpyBamu, npomusanm EtO i rekcaHamu i
Cylmnm 3 oTpumaHHsM 6inoi TBepaoi peyoBUHU

(121mr). MC: APCl: M+1: 4223 (TodyHa Maca:
421,25).
Mpuknag A47 - CuHtes 7-{4-[4-(4-

MeTUnNipUMIgUH-2-in)ninepasuH-1-in)6yTokcn}-3,4-
aurigpo-1H-[1,8]Hadh TpMAUH-2-0HY
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Mo meToauui, nodibHIN 4O METOAVKK iHLIMX MpW-
Knagis BuLle, rigpoxrnopug 4-metun-2-ninepasuH-1-
innipymignHy [US 6303603] 38'A3yBanm BigHOBHUM
amiHyBaHHsM 3 4-(7-okco-5,6,7,8-teTparigpo-
[1,8]Hadh TMpMAanH-2-inokcun)bytupanbaerigom 3 no-
AanblnMMM  TUNoBoto OBpoOKoID | ouuLEHHAM 3
OTPVMMaHHsIM BKa3aHoi B 3aronioBky crionyku. MC:
APCI: M+1: 397,2 (TouHa maca: 396,23).

Mpuknag A48 - CwuHTe3 7-[4-(4-HadTaniH-1-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0HY

CrnigyBanu meTtoaunui npuknagy A1, BUKOpUCTO-
BylouM rigpoxrnopug 1-HadpTaniH-1-inninepasuHy.
OunweHHa piguHHolo xpomatorpadieto (4% Me-
OH/CH2Cl2) gano Bka3aHy B 3arofiloBKy CHOJYKY Yy
Burnsgi 6inoi niy (595mr, 1,38MMonb). MNiHy po3yu-
Hann B Et,O i pogaBanm 1H. HCI B Et,O (1,4mn).
OTpumaHuin 6inuin ocag 36vpanu dinbTpyBaHHAM,
npomusanm Et,O i cywmnm 3 oTpuMaHHsim Ginoi Tee-
paoi peyosuHn (600mr). "H AMP (400Mru, AMCO-
de): 6 10,69 (yuwmp, c, 1H), 10,26 (c, 1H), 8,10 (m,
1H), 7,88 (m, 1H), 7,63 (g, 1H), 7,52-7,41 (m, 4H),
7,14 (g, 1H), 6,34 (g, 1H), 4,20 (1, 2H), 3,59 (m, 2H),
3,39 (M, 4H), 3,22 (m, 4H), 2,75 (1, 2H), 2,44 (1, 2H),
1,87 (ywwp.m, 2H), 1,75 (m, 2H). MC: APCI: M+1:
431,2 (TouHa maca: 430,24).

Mpvknag A49 - Cuntes 7-{4-[4-(5,6,7,8-
TeTparigpoHadTanii-1-in)ninepasuH-1-in]éyTokcu}-
3,4-purigpo-1H-[1,8]Hacp TMpmAanH-2-oHy

CnigyBanu metoguui B npuknagi A1, Bukopuc-
TOBYHOUM 1-(5,6,7,8-TeTparigpoHadTaniH-1-
in)ninepasuH. O4YMLIEHHA pigUHHOK XpoMaTtorpadi-
€to (0-5% MeOH/CH.Cl,) pano BkasaHy B 3arofioBKy
crnonyky y Burnagi 6inoi niHm (668mr, 1,53mmMornb).
MiHy po3unHamm B CH3CN i TBepaa peyoBuHa Buna-
Jana B ocaf, skui 36upanu inbTpyBaHHSM, Npo-
muBanm Et,O i cywmnm 3 otpumanHsam 6inoi TBepaoi
peyoBuHu (657mr, 1,51mMmorb, 52%). MC: APCI:
M+1: 4352 (TouHa maca: 434,27).

Mpwvknag A50 - Cuntes 7-{4-[4-(3-dTOp-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3swuH-1-in]oyTokcu}-
3,4-gurigpo-1H-[1,8]Had TpUANH-2-0HY

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npuvknagy A1, BukopucToBytoum 1-(3-cptop-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasvH, 3 oTpMMaHHAM
Bka3aHoi B 3aronosky crionyku (0,461r; 72%). MC:
APCI: M+1: 453,3 (TouHa maca: 452,26).

Mpvknag A51 - CuHTtes 7-{4-[4-(8-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepaswuH-1-in]oytokcu}-
3,4-gurigpo-1H-[1,8]Hadb TMpMaOnH-2-0HY

Mepwy npomikHy cronyky, 8-rigpokcu-3,4-
aurigpo-2H-HadpTaniH-1-0H, OTpUMyBanu TakuMm 4u-
HOM. PosuuH HadpTaniH-1,8-giony (1,00r,
6,24mmork, [J. Org. Chem. 2002, 67, 5190]) B eTa-
Homi (100mn) o6pobnanm 10% Pd/C (Bomorui,
0,342r), noTtim rigpyBarm npu 50 cyHTax Ha KB.
aonm Hx npotarom 3 roguH. Cymiw dinbTpyBanu
Yepes MOAYLKY LeniTy i NogywKy npomuBanmm eta-
HonoMm. ®inNbTpaT KOHUEHTpYBanM y BakyyMmi 3 oTpu-
MaHHSIM KOpW4YHEBOro Macra. Macrno ouuwanu ko-
FNOHKOBOI xpomartorpadieto (rekcaHw/eTunaueTar,
7:1) 3 OTPUMaHHAM MepLUOi MPOMDKHOI CMOSyKM
(0,760r, 78%) y Burnsai xoBToi piauHn. 'H SMP
(400Mry, AMCO-de): 6 12,44 (c, 1H), 7,46 (1, 1H),
6,80 (g, 1H), 6,77 (g, 1H), 2,90 (T, 2H), 2,69 (1, 2H),
2,05-1,98 (m, 2H).
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Opyry npomikHy cnomnyky, 8-okco-5,6,7,8-
TeTparigpoHadTaniH-1-inosun ecdpip TpudTOopmeETa-
HCYNbOHOBOI KUCMOTW, OTPUMYBANM TakMuM YMHOM.
KopuyHeBWin po34mH, WO OXONOMKYETLCH NMboJoM 8-
rigpokcu-3,4-aurigpo-2H-Hadtaniz-1-oHy (0,76r,
4,68vMorb) B AuxrnopmeTaHi (25mn) obpobnsinu
xropugom nitito (0,20r, 4,72mMmorb) i MOTIM TpreTu-
namiHom (0,65mn, 4,66mmonk). [lo cymiwi gogasanu
no Kpannsax TpudTopmeTaHcynb(OoHOBUI aHrigpua
(0,8mn, 4,76mmornb). Ticns ek3oTepmivHoro 3ara-
CaHHA peakLil oTpyMaHy cyMill nepemillysanu npu
0°C npoTsrom 1 roguHw, Micrist YOro racunu BOAoH i
eKkcTparyBanu guxnopmeTaHom. Exkctpakti cywmnu
Hap 6e3BogHuUM NaxSO4, inbTpyBamm i KOHLEHTPY-
Banu y BakyyMi 3 OTPMMaHHsIM KOPWYHEBOro Macna.
Macno ouuw@nn KoroHKOBOK Xpomarorpadieto
(rekcanu/eTunauetar, 4:1) 3 OTpMMaHHaM Apyroi
npomixkHoi crionyku (1,164r, 84%) y BUrnsai »osToi
piguin. "H SIMP (400Mry, CDCls): & 7,52 (1, 1H),
7,33 (@, 1H), 7,13 (g, 1H), 3,04 (1, 2H), 2,72 (71, 2H),
2,20-2,10 (m, 2H).

TpeTio NpPOMPKHY Cromnyky, TpeT-0yTuUnoBun
edip 4-(8-okco-5,6,7 8-TeTparigpoHadTaniH-1-
in)ninepa3uH-1-kapOoOHOBOI  KACMOTK, OTpUMYyBanu
TakMm YmHoM. TeTparigpodypaH (20mn) gerasysanu
a3oToM npoTarom 15 xBunMMH, NoTim obpobnsamm 2-
(amn-TpeT-6yTUNndocdiHo)6ideHinom (0,304,
1,02mmorb) | gerasyBany MpOTAroM e 5 XBUIWH.
Oo oTtpumaHoi cymiwi pogasarmm 8-okco-5,6,7,8-
TeTparigpoHadTaniH-1-inosun edip TpudTOpMETa-
HcynbgoHoBOi kucnotn (3,00r, 10,20mMmonb), Boc-
ninepasvH (2,279r, 12,20mmonb) i docdat kanio
(3,03r, 14,27mMorb), a noTiM aueTar nanagio
(0,228r, 1,02MMonb) | OTpMMaHy cymill aerasyBanu
a3oToM npoTaroMm 5 xBunuH. KopuuHeBy cycreHsito
Harpieamm npu 80°C npotsrom 3 fib, noTiM oxorno-
KyBanu A0 KiIMHaTHOI Temnepatypu i po3baensnu
etvnaueTtatoM. CycrneHsito inbTpyBanm 4epes ro-
AYLIKY LeniTy i nogyLUKy npoMUBanv etunaueTaTom.
dinbTpaT KOHUEHTpYBanmM y BakyyMi 3 OTPUMaHHAM
KopuyHeBOro macna. Macno ouvwany KoJoOHKOBO
Xpomatorpadieto  (rekcaHu/eTunaueTart, rpagieHT
7:1-3:1) 3 OTpMMaHHAM TPETbOI MPOMDKHOI CMOMyKn
(1,237r, 37%) y BUrmsAi kopuiHeBoro macria. 'H
AMP (400Mly, CDCl3): 6 7,34 (1, 1H), 6,86 (1, 2H),
3,70-3,62 (m, 4H), 3,06-2,96 (m, 4H), 2,94 (1, 2H),
2,62 (1, 2H), 2,10-2,00 (m, 2H), 1,48 (c, 9H).

UeTBepTy NpOMDKHY crionyky, 8-ninepasuH-1-in-
3.,4-purigpo-2H-HadpTaniH-1-0H, oTpMMyBann Takum
ynHomM. KopuiHeBwui po3udnH TpeT-6ytunoBoro edipy
4-(8-0kco-5,6,7,8-TeTparigpoHad TaniH-1-
in)ninepasuH-1-kap6oHoBoil KMUCoTK (1,089r,
3,30mmork) B gmxnopmeTaHi (10mn) obpobnanu
TpUTOPOLTOBOKD  KucrnoToo  (5mn, 64,9mmorb).
OTpumaHy cymil nepemillyBany npu KiIMHaTHIA Te-
Mnepatypi npotarom 1,5 rognH. TeMHuUin KopuyHe-
BUA PO3YMH KOHLIEHTPYBanu y BakyyMi 3 OTpUMaH-
HAM  yeTBepToi  mpombkHoi  cronyku  (1,03r,
KiNbKICHWI) y BUrnsai KOpMYHEBOro Macra. H amP
(400MI'y, AMCO-ds): 8 8,69 (ywwp, c, 2H), 7,43 (T,
1H), 6,96 (g, 2H), 3,31-3,23 (m,4H), 3,16-3,11 (m,
4H), 2,91 (1, 2H), 2,54 (1, 2H), 1,99-1,91 (m, 2H).

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopuctoBytoum 8-ninepasuH-1-in-
3,4-avrinpo-2H-Hadptanin-1-oH, 3 OTpMMaHHAM BKa-
3aHoi B 3aronosky crionyku (0,411r, 61%). 'H AMP
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(400MrI'y, CDCl3): 8 7,53 (ywwup, c, 1H), 7,36 (g, 1H),
7,32 (g, 1H), 6,88 (g, 1H), 6,81 (a, 1H), 6,35 (g, 1H),
4,22 (g, 2H), 3,14-3,05 (m, 4H), 2,92 (g, 2H), 2,85
(@, 2H), 2,75-2,67 (m, 4H), 2,67-2,59 (m, 4H), 2,49
(T, 2H), 2,08-2,00 (m, 2H), 1,84-1,75 (m, 2H), 1,75-
1,66 (M, 2H). MC ES: 449,26 (M+H)" (TouHa maca:
448,25).

Mpuknag A52 - Cuntes 7-{4-[4-(7,7-gpumeTnn-8-
0KC0-5,6,7,8-TeTparigpoHadTaniH-1-in)ninepasunH-1-
in]oyTokeu}-3,4-gurinpo-1H-[1,81Hadb TpnanH-2-oHy

Mepwy npomixHy crnomnyky, TpeT-O0yTuUrnoBuiA
edip 4-(7,7-gpumeTnn-8-okco-5,6,7,8-
TeTparigpoHadTanin-1-in)ninepa3suH-1-kapboHOBOI
KUCIOTWU, OTPUMYBanM TakuM YnHOM. [lo mepemiLuy-
BaHOIo PO34uMHy Cronyku TpeT-6yTunosoro edipy 4-
(8-okco-5,6,7,8-TeTparinpoHadpTaniH-1-
in)ninepasuH-1-kap6oHoBoOI KUCNOTH (1,25r,
4,1mMmmonb) B GessogHomy TI®d (20mn) gopasanu
Mel (2,33r, 16,4mmorb, 4,0ekB.). PeakuiiHy cymill
oxonogpkyeanm go 0°C i gpopaBarm TpeT-OyTokcua
kanito (1,4r, 12,3mmonb, 3,0ekB.). PeakuinHy cymill
HarpiBanmm OO0 KiMHaTHOT TemnepaTtypu i nepemilly-
Banu npotarom 30xs. TLUX nokasysana, Lo peakuis
He 3akiHdyeHa. [loaaBarm HagmipHui Mel (1,0mn) i
nepeMillyBaHHs NPOAOBXKYBanM npu KiMHaTHIN TeM-
nepaTtypi nNpoTArom Le oAHiEl roamHn. Peakuiiny
CyMill racunu BOAOI i eKkcTparyBanu eTuraueta-
ToMm. Ekctpaktm cywmmm Hag NaxSOs i KOHUEHTpY-
BanuM 3 OTPUMAHHSAM nMepLUoi MPOMDPKHOI CrOSyKn
(1,20r, 88%) y BMrnsigi TEMHO-KOBTOIO ryCTOrO Mac-
na, sike MepeHoCuUnM Ha HacTynHy cTagito 6e3 goaa-
TKOBOTO oumieHHs. 'H AMP (CDCls, 400Mru): &
7,30 (1, 1H), 6,90 (m, 2H), 3,70 (m, 4H), 3,00 (ywwp,
c, 4H), 3,95 (1, 2H), 1,90 (1, 2H), 1,50 (c, 9H), 1,20
(c, 6H); ES MC: 359,23 (TouHa maca: 358,23).

Opyry npombkHy crnonyky, 2,2-gumeTnn-8-
ninepasuH-1-in-3,4-gurinpo-2H-HadptaniH-1-oH,
OTpMMyBamm Takmm YmHoM. OXONOMKYBaHWUA PO3YMH
TpeT-6ytnnosoro  edipy  4-(7,7-AMMeTUN-8-0KCO-
5,6,7 8-TeTparigpoHadTanin-1-in)ninepasuH-1-
kapboHoBoi kucrotn (0,60r, 1,8mMmorb) B guxnop-
meTaHi (10,0mn) o6pobnsanm TPO (5,0mn) i nepemi-
LWyBanM nNpoTArom 2rof. npu KiMHaTHii TeMmneparypi.
PO34nHHUKM BUOanamm npu 3HWKEHOMY TUCKY i
oyKLann KOoMOHKOBOK Xpomatorpadieto, entorooun
5% meTaHonoM B AUXIIOPMETaHi, 3 OTPUMaHHAM
apyroi nmpombkHoi cronyku (0,50r, 77%) y surnsagi
KOBTOI TBepaoi pedyoBuHn. 'H SAMP  (CDCls,
400Mru): 6 9,80 (ywwmp, c, 2H), 7,30 (1, 1H), 6,90 (Mm,
2H), 3,50 (ywwp, c, 4H), 3,30 (ywwp, c, 4H), 3,00 (T,
2H), 1,90 (7, 3H), 1,20 (c, 6H); ES MC: 259,14 (Touy-
Ha maca: 258,17).

CnigyBann metoguui BiJHOBHOIO amiHyBaHHs 3
npuknagy A1, BUKOPUCTOBYKOUM 2,2-ANMETUNT-8-
ninepasuH-1-in-3,4-gurigpo-2H-HadTaniH-1-oH, 3
OTpMMaHHsIM BKa3aHoi B 3aronosky crnonyku (0,20r,
60%). '"H AMP (CDCls, 400Mru): & 7,80 (ywwp, c,
1H), 7,40-7,20 (m, 2H), 6,90 (g, 1H), 6,85 (g, 1H),
6,40 (g, 2H), 4,30 (m, 2H), 3,10 (ywwp, c, 4H), 3,00-
2,80 (m, 4H), 2,80-2,60 (m, 6H), 2,50 (1, 2H), 1,90-
1,60 (m, 6H), 1,15-1,05 (m, 6H); ES MC: 477,25 (10-
YHa maca: 476,28).

Mpuknag A53 - CuHTtes 7-{4-[4-(7,7-oumeTun-
5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasuH-1-
injeyTokcu}-3,4-gurinpo-1H-[1,8JHad TpuamH-2-oHy
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MpomikHy cronyky, 1-(7,7-oumeTnn-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH,  oTpuMmyBanu
TakuM  YuHOM. 2.2-NumeTun-8-ninepasuH-1-in-3,4-
avrigpo-2H-HadTaniH-1-oH4 (0,60r, 1,8MMorb) pos-
ynHamm B BFs-OEtz (6,0mn) i gogasanu Tpuetunci-
naH (1,8mn, 10,8mmonb, 6,0ekB.). PeakuiviHy cymiLw
HarpiBamm B repMeTMYHO 3akyrnopeHin npobipui npu
90°C npoTarom 6roa. 3akyrnopeHy npobipky oxoro-
DKyBanuv i O peakuinHol cymili gogasann Hagmip-
HUM edpip. Binun ocap, wo yTBOpUBCSA, 30Mpanu di-
NbTPYBaHHSAM. MpombkHUIA npogykt (0,40,
KiNbKICHWU) BUKOPWUCTOBYBaNM Ha HacCTYMHiA ctagii
6e3 oYMLIEHHS. H AmP (CDCls3, 400MI'u): 6 7,60 (g,
1H), 7,20 (m, 2H), 4,00 (m, 2H), 3,80 (m, 2H), 3,45
(m, 2H), 3,10 (m, 2H), 2,90 (T, 2H), 2,65 (c, 2H), 1,60
(T, 2H). ES MC: 245,17 (TOo4Ha maca: 244,19).

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucToBytoun 1-(7,7-gumeTun-
5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasuH, 3 oTpu-
MaHHSIM BKa3aHOI B 3arofioBKY CrOMyKW. "H amp
(CDCl3, 400Mr): & 7,80 (ywwp, ¢, 1H), 7,40 (g, 1H),
7,10 (1, 1H), 6,90 (m, 2H), 6,40 (g, 1H), 4,15 (1, 2H),
2,95-2,45 (m, 16H), 1,80-1,70 (m, 4H), 1,50 (7, 2H),
1,25 (1, 2H), 1,00 (c, 6H). ES MC: 463,28 (TouHa
Maca: 462,30).

Mpuknag A54 - Cuntes 7-{4-[4-(7,7-oudTOp-8-
oKco-5,6,7,8-TeTparigpoHadTaniv-1-in)ninepasunH-1-
injoyTokcu}-3,4-gurinpo-1H-[1,8JHad TMpnamH-2-oHy

Mepwy npomiXHY cronyky, TpeT-0yTunoBui
edip 4-(7,7-pndpTOp-8-0KCO-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasunH-1-kap6oHoOBOI
KUCMOTW, OTpUMyBarm Takum 4mHom. 1M LiIHMDS B
Tro (38,5mn, 38,5mMmorb) oxonomkyBarm go -78°C
i jogaBanm no Kpannsix TpeTt-OytunoBuii edip 4-(8-
oKco-5,6,7,8-TeTparigpoHadTaniH-1-in)ninepasunH-1-
kapboHoeoi kucnot (3,64r, 11mmons) B TT® (8mn).
PeakuinHy cymiw nepemiwysanu npu 0°C npoTsirom
2,5rof. i noBTOpHO oxornompkysarm go -78°C. Jona-
Banm no kpamnax  N-cptopbeHsoncynsdoHimig
(12,14r, 38,5mmonb) B TI'® (25mn) i peakuinHy cy-
Mill mepeMillyBannm npOTAroM HOYi Mpu KiMHaTHIN
Temnepartypi. [lonaBamm HacuieHnin po3umH NH4Cl i
cymiw ekctparysanu Et,O. KonoHkoBa xpomartor-
padia opaHKeBOro MacnsHUCTOro Marepiany 3
enotoBaHHAM cymiwiwo EtOAc:Hex (2:8) 3 noganb-
wok 3MiHo o (2,5:7,5) gana neplly NpPOMiKHY
crionyky (0,42r) y BUrnsgi ryctoro opaHkeBoro Mac-
fa pa3oM 3 CyMILLLLIO BKa3aHOi B 3arofoBKy CMoJlyKu
3 MoHodTopoBaHolo crionykoto (1,69r). 'H SIMP
(400Mry, CDCl3): & 7,42 (7, 1H), 6,91 (g, 1H), 6,83
(@, 1H), 3,72 (m, 4H), 3,16 (1, 2H), 3,11-2,96 (ywwp,
c, 4H), 2,56-2,42 (m, 2H), 1,43 (c, 9H).

Opyry npomikHy crnonyky, 2,2-gudptop-8-
ninepasuH-1-in-3,4-gurigpo-2H-Hadptanis-1-oH,
OTPUMYBamM TakuMm 4uHOM. [O po3umHy TpeT-
O6ytnnosoro edipy 4-(7,7-audTop-8-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3suH-1-kap6oHOBOI
kucriotn (0,42, 1,14mmore) B MeTaHoni (10mn) go-
faBarmM  no kpamnax  auetunxnopug  (0,8mn,
11,46Mmonb). PeakuiiHy cyMill nepemillyBanm npo-
TAFOM HOYi MPW KiIMHAaTHIN Temnepatypi. PO34nHHUK
BMMaptoBanM y BakyyMi i po3TpaHHs B GieTUnoBomy
edipi gasano gpyry npombkHy cronyky (0,31r, Kinb-
KICH.) Yy BUrmsifi XKOBTOI TBEPAOI PEYOBUHU. H AMP
(400Mrl'y, AMCO-ds). & 7,58 (1, 1H), 7,06 (g, 1H),
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7,03 (@, 1H), 3,34 (m, 6H), 3,21 (m, 4H), 3,11 (m,
2H).

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopucToBylouM 2,2-AudTOp-8-
ninepasuH-1-in-3,4-gurinpo-2H-Hadtaniy-1-oH, 3
OTPMMaHHAM BKa3aHOT B 3arofioBKy CHOSYKU. H
AMP (400Mly, AMCO-de): & 10,24 (c, 1H), 7,61 (T,
1H), 7,56 (g, 1H), 7,08 (g, 1H), 7,06 (g, 1H), 6,38 (4,
1H), 4,22 (1, 2H), 3,62 (m, 2H), 3,41-3,03 (m, 11),
2,78 (1, 2H), 2,62-2,42 (m, 4H) 1,98-1,74 (m, 4H).

Mpuknag A55 - CwHtes 7-{4-[4-(7,7-pndpTOp-
5,6,7 8-TeTparigpoHadTanin-1-in)ninepasuH-1-
injoytokcu}-3,4-gurinpo-1H-[1,8]Hadb TMpMANH-2-0HY

Mepwy npomixHy crnomnyky, TpeT-0yTunoBuii
edip 4-(7,7-audpTop-5,6,7,8-TeTparigpoHadTaniy-1-
in)ninepasuH-1-kapOboOHOBOI  KMCMOTW, OTpUMyBanu
TakuM 4YnHOM. OXOMOMKYBaHWA bOAOM  PO3YWH
TpeT-0yTnnoBoro edipy 4-(7-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3suH-1-kapboHOBOI

kucnotn  (0,720r, 2,20MMonb) B AUXIIOPMETaHi
(10mn) 0obpobnanu bic(2-
MeTOKcieTun)amiHocipkaTpudTopuaom (1mn,

5,40MMomb). TEMHO-KOPUYHEBUIA PO34YUH HarpiBanu
00 KiMHaTHOI TemniepaTtypu i nepemillyBann npoTs-
rom Houi. Cymiw obepexHo po3baensnm BoAok i
eKkcTparysanu guxnopmeTaHom. Ekctpakti cywwmnu
Hap 6e3BogHUM NaxSO4, inbTpyBamm i KOHLEHTPY-
Banu y BakyyMi 3 OTPMMaHHsIM KOPU4YHEBOro mMacna.
Macrno ouvwann KOMOHKOBOK Xpomartorpacdieto
(rekcanu/eTunauetar, 10:1) 3 OTPMMaHHSAM nepLUOT
NMPOMDKHOT CrosyKu (IO,172r, 22%) y surnsagi G6inoi
TBepdoi peyosuHu. H AMP (400MIy, CDCls): &
7,19 (1, 1H), 6,98-6,92 (m, 2H), 3,66-3,40 (M, 4H),
3,24 (1, 2H), 3,02 (7, 2H), 2,88-2,74 (m, 4H), 2,28-
2,14 (m, 2H), 1,49 (c, 9H).

Opyry npomixHy crnonyky, 1-(7,7-ondpTop-
5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasuH, oTpwu-
MyBanM Takum YvHOM. Po3umH meTtaHony (3mn), Wwo
OXOJIOMKYETbCA NbOAOM, 06pobnsnM aueTUNXxmnopu-
aom (0,6mn), noTim nepemiwysamm npu 0°C npoTs-
rom 15 xBunuH. [logasanu TpeT-0yTunosui edip 4-
(7,7-pnpTop-5,6,7 ,8-TeTparigpoHadpTaniH-1-
in)ninepasuH-1-kap6oHoBOI KUCMOTK (0,172r,
0,49MMoOSb) 3 OTPMMaHHSIM MPO30POro XOBTOrO PO3-
YUHY, SIKMIA 3rogoM MOBiNbHO MYyTHIB. Micnsa nepemi-
LyBaHHA MpuW KiMHaTHIn Temnepatypi npoTtarom 1,5
roguH, cycneHsito po3basnsamm gieTnnosmm edipom i
apyry npomikHy crionyky (0,141r, KinbkicHuiA) 36u-
parmv BaKyyMHUM DinbTpyBaHHsaM y Burnagi 6inoi
TBepaoi peyoBuHW. 'H AMP (400Mru, IMCO-de): &
9,04 (ywwp, c, 2H), 7,21 (1, 1H), 7,02-6,97 (m, 2H),
3,34-3,20 (m, 6H). 3,06-2,92 (m, 6H), 2,30-2,14 (m,
2H).

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucTtoBytoum 1-(7,7-gudTop-
5,6,7 8-TeTparinpoHadTaniH-1-in)ninepasuH, 3 oTpu-
MaHHsIM BKadaHoi B 3aronoBky cronyku (0,271r,
92%). '"H AMP (400Mry, CDCla): § 7,57 (yump, c,
1H), 7,36 (g, 1H), 7,17 (1, 1H), 7,00 (g, 1H), 6,92 (4,
1H), 6,36 (4, 1H), 4,23 (1, 2H), 3,22 (1, 2H), 3,01 (T,
2H), 2,95-2,83 (m, 6H), 2,70-2,58 (m, 6H), 2,49 (T,
2H), 2,26-2,13 (m, 2H), 1,86-1,75 (m, 2H), 1,74-1,64
(M, 2H). ES MC: 471,26 (M+H)" (TouHa wmaca:
470,25).



97

Mpvknag A56 - CuHTtes 7-{4-[4-(7-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-injoytokcu}-
3,4-purigpo-1H-[1,8]Hacp TmpmanH-2-oHy

Mepwy npomixHy cnonyky, 1-(7-meTtokcu-5,8-
avrigpoHadptaniv-1-in)ninepasuH, oTpumyBanm Ta-
KM uyuHoM. Awmiak (30mn) 36upanu B 3-ropnin
125mMn KpyrnoAoHHi konbi mpu -78°C. [o Hboro
Jodaeanu nocnigoBHo izomponaHon (7mn), 1-(7-
MeToKcuHadpTaniH-1-in)ninepasux, (3,0r,
8,43mmork) i TeTparigpodypaH (7mn). o TeMHo-
KOPUYHEBOro PO34MHY JoAaBanv MeTaneBun HaTpin
(795mr, 35mMmoreb) nopuismm npoTtarom 10 XBUMKH.
BrnakntHun po3uuH nepemiwysanm npu -78°C npo-
TArom 1 roguHuW, MoTiM HarpiBanu 4o KiMHaTHOI TeM-
nepatypu npotarom 2 rogvH. [ogasanu Boay
(150mn) i cymiw nepemiwyBanu 10 xBUNWH i cipuii
ocag BiAdINbTpPOBYBaM i  NpoMmMBanyM  BOAOKO
(2x20Mmn) 3 OTPUMaHHAM MepPLUOT MPOMDKHOI CMOSTyKX
(1,471, 71%) y BUrnsAi cipoi TRepaoi peuosuHM. 'H
AMP (400Mly, AMCO-dg): & 7,22 (T, 1H), 6,80-6,65
(m, 2H), 4,63 (T, 1H), 3,55 (c, 3H), 3,80-3,70 (m, 2H),
3,65-3,55 (m, 3H), 2,86 (T, 4H), 2,70 (T, 4H).

Opyry npomikHy cnonyky, 7-{4-[4-(7-meTokcu-
5,8-aurigpoHadptanin-1-in)ninepasuH-1-in]6yTokcu}-
3.,4-purigpo-1H-[1,8]HacdbTMpMANH-2-0H, OTpUMyBanu
Takum 4umHoM. 1-(7-MeTokcmn-5,8-gurinpoHadTaniv-
1-in)ninepasuH  (329wmr, 1,35mmonb) i 4-(7-okco-
5,6,7 8-Tetparigpo-[1,8]JHadTvpnamH-2-
inokcn)oympanegerig (300mr, 1,28MMonb) po3uywn-
Hsanu B amxropeTaHi (10mn). Tpuetunamid (329wmr,
3,85mMmork) goaaeanu i cymil nepemillyBanu npo-
tarom 10 xBunuH. Jopasanu TpualeTokcnboporia-
pua Hatpito (285wmr, 1,35MMonb) i Cymil nepemiLuy-
Banu npotsarom 1 roguHu. CyMmiw racunu BOZOH
(20mn) i ekcTparyBamm guxnopmeTtaHom (20mn).
OpraHiyHui Wwap NpoMMBanM HaCMY4eHUM PO3YMHOM
coni (20mn), cywmnu Hag 6e3BOOHMM CynbdaTom
HaTpito, inbTpyBanu i ynaptoBanu. HeounweHy
TBEpAY PEYOBUHY OYMLLANM KOJFIOHKOBOKO XpOMaTor-
padieto (5:95 meTaHon/eTunaueTar) 3 OTPMMAHHAM
apyroi npombkHoi cronyku (330mr, 56%) y Burnsgi
Ginoi ninm. 'H AMP (400MrIy, CDCl3): 6 7,55 (c, 1H),
7,36 (g, 1H), 7,17 (1, 1H), 7,00-6,85 (m, 2H), 6,38 (g,
1H), 4,80 (1, 1H), 4,20 (7, 2H), 3,60 (c, 3H), 3,50-
3,45 (m, 2H), 3,44-3,38 (m, 2H), 3,00-2,90 (m, 4H),
2,88 (1, 2H), 2,70-2,50 (m, 6H), 2,50-2,40 (m, 2H),
1,85-1,55 (m, 4H).

7-{4-[4-(7-MeTokcu-5,8-gurigpoHadTaniy-1-
in)ninepaawun-1-in)oytokcu}-3,4-gurigpo-1H-
[1,8]HadbTMpnamH-2-oH (325mr, 0,704MMOnNb) PO34K-
HAnu B eTaHoni (5mn) i 10% HCI (1mn). Cymiw ne-
peMillyBanu npu KiMHaTHIN TeMnepaTypi NPOTArom 2
rogvH, NoTiM racunm HacuyeHum bikapboHaTom Ha-
Tpito (10mn) i ekcTparyBanu etunauetatoM (20mn).
OpraHiyHuii Wwap NpoMuBamM HacU4eHUM PO34MHOM
coni (20mn), cywmnu Hag 6e3BogHMM Cynbdartom
HaTpito, inbTpyBanu i ynaptoBanM. HeouueHy
TBEPAY PEYOBMHY OYMLLANM KOJIOHKOBOKO XpOMaTor-
padieto (2:98 meTaHon/eTunaueTar) 3 OTPUMAHHAM
BKa3aHoi B 3aronoBky cronyku (180mr, 57%) y Bu-
rnaai 6inoi miHw. "H amP (400Mry, CDCI3): 6 7,60
(c, 1H), 7,38 (g, 1H), 7,20 (7, 1H), 7,02-6,96 (m, 2H),
6,36 (g, 1H), 4,20 (7, 2H), 3,60 (c, 2H), 2,06 (1, 2H),
3,00-2,80 (m, 6H), 2,80-2,40 (m, 10H), 1,80-1,60
(4H); MC ES+ 449,06 (M+H)" (TouHa maca: 448,25).
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Mpvknag AS57 - CwHres 7-{4-[4-(7-rigpokcu-
5,6,7,8-TeTparigpoHadptanin-1-in)ninepasuH-1-
in]oyTokeu}-3,4-gurinpo-1H-[1,8]Had TMpnanH-2-oHy

Do PO34MHY 7-{4-[4-(7-0kco-5,6,7,8-
TeTparigpoHadTanii-1-in)ninepasuH-1-in]6yTokcu}-
3,4-purigpo-1H-[1,8]Hacp TMpMAnH-2-oHy (0,24,
0,54mmorb) B MeTaHoni (5mn) godasany nopuisiMy
NaBHs (0,081r, 2,14mmorb). PeakuiiHy cymiw ne-
peMilwyBanu Mpu KiMHaTHIA TemnepaTtypi NpoTArom
30x8. i racumm HacudeHum posdmHoM NH4Cl i crony-
Ky ekctparyBanu CHzClz (2x20mn). Opranivynui wap
NPOMMBANM HacU4eHUM po3uvuHoMm corni (20mn), cy-
wurv Hag 6e3BogHnM NapxSOs, inbTpyBanu i yna-
ptoBanM. HeouneHnin MpoayKT oYMLANN KOJIOHKO-
Bolo  xpomatorpacdieto  (10%  metaHon B
eTvnaueTaTi) 3 OTPUMaHHSM BKa3aHOi B 3arosioBKy
cnonyku (0,16r, 67%) y Burnsaai 6inoi TBepgoi peyo-
BuHKM. 'H AMP (400Mru, CDCl3): § 7,54 (c, 1H), 7,36
(@, 1H), 7,12 (1, 1H), 6,93-6,85 (m, 2H), 6,35 (g, 1H),
4,23 (1, 2H), 4,14-4,09 (m, 1H), 3,20-3,19 (m, 1H),
3,02-2,83 (m, 8H), 2,66-2,47 (m, 10H), 1,83-1,67 (m,
6H). ES MC: 451,27 (M+H)" (Touna maca: 450,26).

Mpuknag A58 - CuHTtes 7-{4-[4-(5-0kco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3swuH-1-in]oyTokcu}-
3,4-gurigpo-1H-[1,8]Hadb TpUaANH-2-0HY

Mepwy npomikHy cronyky, 5-amiHo-3,4-gurigpo-
2H-HadpTaniH-1-oH, oTpMMyBanuM TakuUM YMHOM. 5-
Hitpo-3,4-gurigpo-2H-Hadtanin-1-oH [Chem.
Pharm. Bull. 1988, 36, 481] posuuHanu B TI®
(400mn) | popaBamm RaNi (3r) 3 noganbLumm nigeum-
LLEeHHAM TUCKY B peakuinHin nocyamHi o 100 dyHTiB
Ha KB. AlonM rasonodioHMm BoaHeM. o 3aKiHYeHHi
PO34MH ynapoBanu y Bakyymi 3 OTPUMaHHAM TBep-
00T peyoBuHN, SIKYy KpucTanisyBanm 3 CyMilli guxro-
pmeTaH/rekcaH 3 OTPMMAaHHSIM MepLUOi NPOMDKHOI
crnonyku (16,54r). T. nn. 118-120°C.

Opyry npomixHy crnonyky, 3-[2-(5-okco-5,6,7,8-
TeTparigpoHadTaniH-1-inamiHo )eTunjokcasoniguH-2-
OH, OTpMMyBanM TakuUM YMHOM. Y BIiAMNOBIOHOCTI 3i
cnocobom, ommcaHum B nitepatypi [Tetrahedron
Lett. 1994, 35, 7331], po aueToHiTpuny (300mn)

popaesanu  5-amiHo-3,4-gurigpo-2H-HadpTaniH-1-0H
(10r),  kapboHaT  wuesio  (30,0r) i @ 2-(2-
OKCOOKcasoniguH-3-in)eTunosun  edpip  Tonyon-4-

cynbdoHoBOI kucrnoTn (34r) B atmocdepi a3oTy 3
noganswmm HarpieaHHam npu 100°C npotsarom 48
roavH. Bngananu y Bakyymi pO3UYMHHWK i 3anuLLoK
PO3YMHANKM B AMXropMeTaHi i po3baBnsnu Hacude-
HUM pO34YnHOM cori. [uxrnopmeTaHoBy hasy cyuim-
N1 Hapg, cynbaToM HaTpilo | aKTMBOBAHUM BYTiMfsM.
dinbTpat ynaptoBamm go macna (17,7r), sike KpucTa-
nidyBanocb npu cTosiHHi. baratopasoBum po3TupaH-
HAM B pJieTunoBomy edpipi BUOIpkOBO Bugansnu
HaaMipHi peareHTU i goMmiwku. TBepay pevoBUHY,
LLO 3anunLIMMacs, PO3YNHANN B AUXIIOPMeTaHi i Xpo-
MaTtorpadyBanu Ha curikareni (QuxrnopmeTaH 3 rpa-
aieHTom o 4% meTaHony). [pyry mpoMbKkHy criosy-
Ky  Kpuctanisyparmm 3  Cymiwi  AieTurnosun
edip/gnxnopmeTaH (8,8r).

TpeTio NpoMiKHY crionyky, 5-ninepa3suH-1-in-3,4-
aurigpo-2H-HadTaniH-1-0H, oTpUMyBann TakuMm 4u-
HoOM.  3-[2-(5-Okco-5,6,7 8-TeTparinpoHadTaniH-1-
inamiHo )eTunjokcasoniguH-2-oH (8,6r) po3unHsam B
200mn guxnopmeTtaHy. Po3uuH GapbotyBanu 6e3-
BOAHMM rasonofioHum HBr 3 ocampkeHHsIM XXOBTO-
3eneHoro Macna. Po3yvH ynaptoBanuM [0 >KOBTOI
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KpUXKOi MiHW. TliHy HarpiBanu Ha macrnsHin 6aHi oo
175°C npotdarom 1,5roa. lMiHy po3nnasnsnm i noBTo-
PHO MiHUNW Yy BUrNagi KPUXKOT MiHW 3 3HEerasoByBaH-
HAM. OTpuMaHy MiHy 3HOBY PO3MIaBnANU i 3aTBep-
DKyBanu. 3ammMwok po3ymHarm B 200Mn cymiwi
(50:50) Bopa:guxnopmeTaH. Po3unH dinbTpyBam,
nepemiwlysanu i guxnopmeTaHoBY pa3y AeKkaHTyBa-
nm. pH BogHoT casn gosoaunu o 14 gogaBaHHAM
4H. NaOH i cymiw ekcTparyBanu guxiiopMeTaHOM.
OuxnopmeTaHoOBUI PO3YMH CYLLMIK Hag, CyfbdaToMm
HaTpito i binbTpyBanM Yyepes KOpPOTKy NMPOOGKy curi-
kareno. dinbTpar ynaptosamm go macna (7,7r). Ma-
Cro cycrneHgyBsanu B gieTunoBoMy edipi, inbTpy-
Banu AOfs BMOANeHHs He3HayHOro Hepo34MHHOTO
Matepiany i 6apboTyBanu 6e3B04HMM razonoibHMM
HCl 3 oTtpumaHHam TBepgoro ocagy. CycneHsito
dinbTpyBanu, npommusanu edipom i CyLLMnn y Baky-
yMi 3 OTPUMaHHAM TpeTbOi MPOMDKHOI CMONyKU Yy
BUNAAi XxnopoBoaHeBoi coni (5,55r, 66%).

Mo meToawuui, nodibHIN 4O METOOUKN iHLLIMX MpU-
Knagis  Buwe, S-ninepasuH-1-in-3,4-gurigpo-2H-
HadTaniH-1-oH 3B'A3yBanu Bi4HOBHUM aMiHyBaHHSIM
3 4-(7-okco-5,6,7,8-TeTparigpo-[1,8JHad TMpMAnNH-2-
inokcn)byTupanbgerigoMm 3 MoganblwyvMu TUMOBOO
00po6KOIO | OYNLLEHHAM 3 OTPMMAHHSIM BKa3aHOi B
3aronosky crnonyku, T. nn. 169-170°C. MC: APCI:
M+1: 4492 (TouyHa maca: 448,25).

Mpvknag A59 - CwHrtes 7-{4-[4-(5,5-anudTOp-
5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasunH-1-
injoyTokcu}-3,4-gurigpo-1H-[1,8JHad TpuanMH-2-oHy

Mepwy npoMixHy cronyky, 5-6pom-1,1-gudTop-
1,2,3 4-TeTparigpoHadptaniH, oOTpMMyBann Takum
YnHoM. Po3umH 5-6pom-3,4-gurigpo-2H-HadtaniH-1-
OHYy (4,02r, 17,86MMorb) i Bic(2-
MeTOoKcieTu)amiHocipkoTpudTopmnay (6,5mn,
35,25Mmornb) B repMeTUHHO 3aKyrnopeHoMmy nnacT-
MacoBoMy ByTni HarpiBamm npu 65°C NpoOTAroM Houi.
KopuyHeBui po3ynH po36aBnsinu ANXNIOPMETaHOM i
NPOMMBaNM HaCcM4eHUM pPOo34MHOM GikapboHaTy Ha-
Tpito. OpraHiyHMIM eKCTpaKT cywmnm Hag 6e3BogHM
NazxS04, dinbTpyBanu i KOHUEHTpYBamM y BakyyMmi
[0 KopuyHeBOro macna. Macrno ouvwann KOSOHKO-
BOIO Xpomatorpadieto (rekcaH) 3 OTpPUMaHHAM nep-
Wwoi mpombkHOI cronyku (1,749r, 40%) y surnagi
*oBToi pignHn. "H AMP (400Mru, CDCl3): § 7,78 (g,
1H), 7,68-7,60 (m, IH), 7,18 (1, 1H), 2,85-2,79 (m,
2H), 2,31-2,19 (m, 2H), 2,06-1,98 (m, 2H).

Opyry npomikHy cnonyky, 1-(5,5-andptop-
5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasuH, oTpu-
MyBarn TakMm YmHoMm. YKOBTWIM po3dnH 5-6pom-1,1-
andTop-1,2,3,4-TeTparigpoHadptaniHy (1,024,
4,14mmorb) B Tonyoni (20mn) gerasyBanu a3oToMm
npotarom 30 xBWnuH. Po3unH o6pobnamm  2-

(amumknorekcundocdiHo )oideHinom (0,145r,
0,41mmore) i nmotim  ninepasuHom  (0,393r,
4,56mmorb), TpeT-6yTokcugom  Hatpito  (0,600r,
6,22vmore) i auetatom  nanagito  (0,093r,

0,41mmorb). OTpUMaHUI KOPUYHEBUIA PO3YMH Aera-
3yBanun a3oToMm npotarom 10 XBUMWH, MOTIM Harpi-
Banu npu 110°C npotsarom 1,5rog. Cymiw oxoro-
KyBanu OO KiMHATHOI  Temnepartypu, MOTiM
dinbTpyBanu 4epes noaywky uenity. [ogyLiky
npoMmBanyM QUxXnopmMeTaHoM i (inbTpaT KOHUEHTPY-
Banu y BakyyMi 0O KOPWYHEBOI piavHW. PignHy pos-
6asnsinm 3H. HCI go pH 1 i noTim ekcTparyBamm au-
xropmeTaHoM. OpraHiyHuiA LWap BYKUAamm i BOGHUN
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wap nignyxyeanu 2H. po3uunHom KOH go pH 12.
BoaHuin wap ekctparysann AuUXOPMETaHOM i eKCT-
pakt cywmnmm Hag 6e3sogHuM NaxSO4, dinbTpyBa-
NN | KOHUEHTpYBarnu y Bakyymi 3 OTpUMaHHAM Apyroi
npomixHoi crnonyku (0,310r, 30%) y Burnsgi Kopuy-
HeBoro macna. 'H AMP (400MrI'y, CDCl3): 8 7,43 (g,
1H), 7,30 (1, 1H), 7,11 (g, 1H), 3,06-2,97 (m, 4H),
2,97-2,88 (m, 6H), 2,36-2,22 (m, 2H), 2,00-1,90 (m,
2H).

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npvknagy A1, BukopuctoBytoun 1-(5,5-gmdpTop-
5,6,7,8-TeTparigpoHadTaniH-1-in)ninepasuH, 3
OTPMMaHHsIM BKa3aHoi B 3aronoBky cronyku (0,310r,
60%). 'H AMP (400Mry, CDCl3): § 7,58 (ywwp, c,
1H), 7,44 (g, 1H), 7,36 (g, 1H), 7,30 (1, 1H), 7,12 (g,
1H), 6,36 (g, 1H), 4,20 (7, 2H), 2,92 (1, 4H), 2,86 (T,
2H), 2,82-2,76 (m, 2H), 2,70-2,52 (m, 6H), 2,48 (T,
2H), 2,34-2,22 (m, 2H), 2,00-1,90 (m, 2H), 1,84-1,76
(M, 2H), 1,74-1,65 (M, 2H). ES MC: 471,12 (M+H)"
(TouHa maca: 470,25).

Mpwvknag A60 - CwuHtes 7-[4-(4-iHpaH-4-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,8]HacpTMpUANH-2-0HY

CnigyBanu npouegypi B npuknagi A1, Bukopwc-
ToBYylOUM 1-iHOaH-4-inninepasvH. O4YMLLUEHHS piauH-
Hoto xpomatorpacdieto (0-5% MeOH/CH.CI2) gano
BKasaHy B 3arofIoBKy Crofyky y Burnsagi 6inoi niHm
(545wmr, 1,29mmonb, 48%). MiHy po3unHamm B Et,0 i
popgasarmm 1H. HCI B Et20 (1,3mn). Otpumanun 6i-
mn ocapg 36upamu  inbTpyBaHHAM, MpOMMBANU
Et,0O i cywmmm 3 oTpumaHHsaM Ginoi TBepaoi pevo-
BuHN (563Mmr). MC: APCI: M+1: 421,5 (To4Ha maca:
420,25).

Mpuknag A61 - CuHtes 7-{4-[4-(2-okcoinaaH-4-
in)ninepaawun-1-in)6ytokcun}-3,4-gurigpo-1H-
[1,8]HacpTMpUANH-2-0HY

Mepwy npomikHy cronyky, 4'-6pom-1'3'-
avrigpocnipo([1,3]aiokconan-2,2'-iHgeH], oTpumyBa-
M Takum YmHoMm. [1o mepemillyBaHOro po3uduHy 4-
6pomiHgaH-2-oHy (2,20r, 10,40mMmonb) B GeH3oni
(60Mmn) gogaBanmm eTUMEHTNIKOMb | MOHOTIApAT napa-
TonyoncynboHoBoi kucrnotn (200mr). OTpumaHy
cymiw Harpisanm npu 110°C npotarom 40rog. 3 Bu-
KopuctaHHaM anapaty Ctapka. Bugananm y Bakyymi
PO3YMHHWK, JOA4aBany eTunaueTar i poO3yuH MPOMM-
BanyM HacuyeHUM po3ynHOM OGikapboHaTy HaTpito,
BOJOIO | HACMYEHUM PO34YMHOM CcOorli. PO34uH cylumnu
(Na2SOg4) i BUOansnm y BakyyMi pO34MHHUK 3 OTpU-
MaHHSIM BKa3aHoT B 3arofioBky crosnyku (2,40r, 90%)
y Burnsai piguim. 'H AMP (400Mru, CDCls): 7,22
(@, 1H), 7,15 (o, 1H), 6,95 (m, 1H), 3,95 (c,
4H),3,20(c, 2H), 3,15 (c, 2H).

Opyry npomixkHy crionyky, TpeT-6yTnnosuii edip
4-(1',3'-gurigpocnipo[[1,3]aiokconan-2,2'-iHoeH]-4'-
in)ninepasuH-1-kapOboOHOBOI  KMCMOTW, OTpUMyBanu
Takum  4YuHoM. [o  po3yuHy  4'-6pom-1',3'-
aurigpocnipol1,3][aiokconaH-2,2'-iHaeHy] (2,12r,
8,35mMMmork) B Tonyoni (40mn), Wo nepemiwyeTbes,
npuv KiMHaTHIn Temnepatypi pAgogasarm 1-boc-
ninepasuH (1,86r, 10,0mmonb),
Tpuc(oubeHsunigeHaueToH)gunanagin(0)
(Pd2(dba)s, 1,91r, 2,08mMmorb), TpeT-2,2'-
bic(amdenin)docdiHo-1,1"-6iHacdptun (BINAP, 2,34,
3,76mmorb) i kapboHart uesito (4,08r, 12,52mmornb ).
OTpumaHy cymiw perasyBanv, HamoBHioBarm No,
pderasysamm i Harpisanu npyu 100°C npoTarom Howui.
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Cymiw posbasnanu etunaueTatoM i dinbTpyBanm
Yepes noAyLwky uenity. dinbTpaT KOHUEHTpyBanu i
3anuLIoK ovuwanm xpomartorpadieto Ha cunikareni
(4:1 rexkcaHu eTumaueTar) 3 OTPUMAHHAM Apyroi
npomixkHoi cronyku (1,60r, 40%) y Burnaai macna.
'H AMP (400Mru, CDCl3): & 7,18 (m, 1H), 6,90 (a,
1H), 6,75 (g, 1H), 4,05 (c, 4H), 3,58 (m, 4H), 3,20 (c,
2H), 3,10 (c, 2H), 2,95 (m, 4H), 1,50 (c, 9H).

TpeTio npomiHy crionyky, 4-ninepasuH-1-
iniHgaH-2-oH, oTpMMyBarM Takum 4uHOM. Cymil
TpudTopoLToBa kucrnoTa-eoaa (9:1, 50mn) gonasa-

m Jo  TpeT-6yTmnnosoro ecdipy  4-(1'.3-
aurigpocnipol1,3][aiokconaH-2,2'-iHaeH]-4'-
in)ninepasuH-1-kap6oHoBOI KWUCIOTK (1,65r,

4,58mmork), oxonomkeHoro go 0°C. OTpumaHy cy-
Miw nepemiwysanu npu 0°C npotarom 3rog. i Buaa-
nAnu y BakyyMi po3duHHUK. [logaBanmm OO 3anuLuKky
edbip i TBEPAY PeYvOBUHY, WO yTBOpUnacs, BigdinbT-
poByBann 3 OTPUMaHHSAM TPETbOI NMPOMDKHOI Crosly-
k1 (1,20r, 75%). 'H SAMP (400Mru, CD30OD): § 7,30
(t, 1H), 7,15 (g, 1H), 7,05 (g, 1H), 3,58 (c, 2H), 3,55
(c, 2H), 3,30 (m, 4H), 3,20 (m, 4H).

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy A1, BUKOpUCTOBYOUM 4-finepasunH-1-
iniHOaH-2-0H, 3 OTPMMaHHSAM BKa3aHOI B 3arorioBKY
cronykn. "H SIMP (400MIy, CDCl3): § 7,55 (yump,
c, 1H), 7,42 (g, 1H), 7,25 (1, 1H), 6,98 (4, 1H), 6,85
(@, 1H), 6,38 (g, 1H), 4,25 (1, 2H), 3,58 (c, 2H), 3,50
(c, 2H), 3,15 (ywmp, c, 4H), 2,90 (71, 2H), 2,60 (m,
6H), 2,45 (m, 2H), 1,80 (m, 2H), 1,65 (m, 2H). MC
ES: m/z 435,19 (M+1)" (TouHa maca: 434,23).

Mpuknag AB62 - CwuHres  7-{4-[4-(2,2-
AndTopiHaan-4-in)ninepaswH-1-in]oyTokeu}-3,4-
aurigpo-1H-[1,8]Hacb TpMAanH-2-0Hy

Mepwy npomikHy cronyky, 4-6pom-2,2-
audptopiHaaH, oTpuMmyBanu Takmum YnHom. o nepe-
MillyBaHOrOo  po3umHy 4-6pomiHgaH-2-oHy  (5,0r,
23,70mmorb) B guxropMeTaHi (20Mr1), 0XonomKeHo-
ro go 0°C, nogaBanu (gieTvnamiHo)cipkoTpudTopua
(DAST) (9,55r, 59,30Mmorb). OTpumaHy cymill ne-
peMilyBanu npu KiMHaTHIA Temnepartypi npoTarom
Houi, po36aBrmsNM [OAaTKOBMM  AMXIOPMETaHOM
(50mn) i racumm kpwkaHoto Bogoto. OpraHivyHui Lwap
BiOAINANMM, NpoMMBanuM HacM4eHUM po3ynHoM Bikap-
OoHaTy HaTpito, BOAOK, HACUYEHNM PO3YMHOM COTTi i
cywnnu (NazS0O4). Bugananm y BakyyMi pO34MHHUK i
3aMMLLIOK OYMLLAMM Ha KOFOHL 3 curiikarenem, BUKO-
PUCTOBYIOUM TEKCaHW $K EfoeHT, 3 OTPUMAaHHAM
nepLoi NpomiKHOT cronyku (2,54r, 46%) y surnsgi
macna. 'H SIMP (400MrI'y, CDCl3): 7,40 (g, 1H), 7,15
(M, 2H), 3,49 (m, 4H).

Opyry npomixHy crnionyky, TpeT-6yTnnosuii edip
4-(2,2-gudTopiHgaH-4-in)ninepasuH-1-kapboHOBOI
KMCIOTK, OTPMMYBaNu TakuMm YuHoM. 1o po3unHy 4-
6pom-2,2-gudpTopiHgaH (2,41r, 10,34mmornb) B TO-
nyoni (65mn), WO nepeMmilyeTbCcs, MpW KIMHATHIN

Temnepatypi pgogasanmu 1-boc-ninepaswH  (2,31r,
12,42mmonb ),
Tpuc(ambeHsunigeHaueToH)aunanagin(0)
[Pd2(dba)s] (2,37r, 2,58 MMmorb), TpeT-2,2'-
Gic(audenin)docgiHo-1,1'-6iHacdTn (BINAP)
(2,90r, 4.66mmonb) i kapboHaT uesito (4,77r,

14,63mmornb ). Cymilw aerasyBanu, HanosHioBanu No,
nerasysanm i Harpisanu npu 80°C npoTsirom 24roA.
Cymiw posbaBnsmm eTunaueTatom, QinbTpyBanm
Yepes3 MoAayLUKy cumikarernto i nodywky npomuBanu
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[0OaTKoBOK  KinbkicTio  eTunaueTaTty. O6'egHaHun
PO3YMHHUK BUAANANM y BaKyyMi i 3afMLLIOK O4YunLLanIn
Ha KONOHUi 3 cwurikarenem, BVKOPUCTOBYIOUM SIK
€rMioeHT cyMill rekcaHu:etunauetaT (4:1), 3 oTpu-
MaHHSIM BKasaHoi B 3arosioBky crionyku (1,40r, 40%)
y Burnsigi macna. 'H SAMP (400Mry, CDCls): & 7,25
(m, 1H), 6,95 (g, 1H), 6,85 (g, 1H), 3,60 (m, 4H), 3,35
(m, 4H), 2,95 (m,4H), 1,45 (c,9H).

TpeTio NpoMbkHY crnonyky, 1-(2,2-andTopiHaaH-
4-in)ninepasuH, OTPUMyBann TakUM YMHOM. PO34umH
TpeT-6ytnnosoro  edipy  4-(2,2-gucpTopiHaaH-4-
in)ninepasuH-1-kap6oHoBoOI KUCIoTn (0,10r,
0,29Mmorb) B MeTaHoni (30mn) gogasanu OO po3-
ynHy aueTunxnopugy (0,35r, 4,44mmornb) B MeTaHo-
ni (50mn), oxonomxkeHoro go 0°C. OTpyumaHy cymiLu
nepemillyBann npu KiMHaTHIM Temnepatypi npoTs-
roM Houi i BUaansnu y Bakyymi po3dmHHuK. ieTuno-
BV edpip JodaBany A0 3anuLlKy i oTpumaHy TBepay
peyoBUHy BiAMIiNLTPOBYBanM 3 OTPUMaAHHAM BKasa-
Hoi B 3aroroBky crionyku (0,07r, 87%). 'H AMP
(400Mry, CD3OD): 8 7,50 (1, 1H), 7,15 (4, 1H), 6,90
(@, 1H), 3,45 (m, 4H), 3,35 (m, 4H), 3,15 (v, 4H).

CnigyBann metoguui BiJHOBHOIO amiHyBaHHS 3
npvknagy A1, BUKOPUCTOBYIOUN 1-(2,2-
andTopiHaaH-4-in)ninepasnH, 3 OTPMMaHHSIM BKasa-
Hoi B 3aronoeky crionyku (0,360r, 69%). 'H AMP
(400MrI'y, CDCI3): & 7,60 (ywwp, ¢, 1H), 7,39 (g, 1H),
7,25 (1, 1H), 6,96 (g, 1H), 6,85 (4, 1H), 6,39 (g, 1H),
4,26 (1, 2H), 3,35 (m, 4H), 3,15 (ywwp, c, 4H), 2,85
(m, 4H), 2,65 (m, 6H), 2,45 (m, 2H), 1,85 (M, 1H),
1,65 (M, 1H). MC ES: m/z 457,10 (M+H)" (TouHa
Maca: 456,23).

Mpuknag A63 - CwHres 7-{4-[4-(6,7,8,9-
TeTparigpo-5H-6eH3ouuknorenTeH-1-in)ninepasuH-1-
in)6éyTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oHy

Mepwy npomixHy cronyky, 1-HiTp0o-6,7,8,9-
TeTparigpobeH3oumKriorenteH-5-0H, oTpuMyBanu
Takum  YuHom. o  250r  (1,56mmomb)  1-
6eH3ocybepcoHy B 5000-mn 4-ropnivi KpyrnogoHHil
Konbi 3 BXO4OM Ans @30Ty, MEXaHIYHOK MELLANKOH i
TepMonapoto gogasanmm 1560mn xrnopodopmy i 125r
(1,56MMonb) HiTpaTy amoHito. lMicns oxonogKyBaH-
Hs1 po34mnHy fo -15°C gogasanm no kpannax 780mn
(1160r, 5,52mMMonb) TpudTOPOLTOBOrO aHrigpuay,
YyTpUMyIOUM TemnepaTtypy Hwxk4e 3a -15°C. YTBopto-
Banacb Oina cycneHsif. PeakuiiHy cymiw nepemi-
wyBamm npu -15°C npoTtarom 1roA. i noTiM Aasanu
M MOXIMBICTb 3irpiBaTncAa 4o KiMHaTHOI Temnepary-
pu i nepemiwysaTtucs npotarom 16roa. [Nposopui
OpaHKeBuU po3ynH BUNMBanu Ha 7,8n Bogu i noTim
ekctparysanu gsoma 4000-mn nopuigmu gnxnopme-
TaHy. OG'egHaHi opraHiyHi Wwapu npomuBanu
4000Mn HacKM4eHOro BOAHOrO po34uHy GikapboHaTy
Hatpito i 4000MN HaCM4YEHOro pPo34MHy Coni, CyLInnIn
(Na2S0Oy) i KOHLEHTPYBanNu y Bakyymi 3 OTPUMaHHSM
cymiwi  maTtepianis  C-8  HiTpauii/C-6  HiTpa-
uii/noyartkoBoro matepiany - 3:1:1. Janun matepian
ob'egHyBanu 3 maTepianom 3 64-rpamoBoro i 250-
rpamoBOro AOCHiAiB, PO3YMHAIM B MpMOnun3Ho 2,5n
refraHy i JOBOOUMM Maike OO0 KUMiHHS i3 3BOPOTHUM
xonoannbHUKOM. TBepAun NPOAYKT MPU HarpiBaHHi
cTaBaB MacrnoM. [ins nepeBefeHHs Macna B pO34uH
JofaBanu JOCTaTHIO KinbKicTb eTunaueTaty. Posun-
Hy JaBanun OXONOHYTW A0 KiMHATHOI Temnepartypu i
MoCTOATU MPOTAroM Houi. KpmucTtamm, wo yteopumcs
Ha CTiHkax konbu, 6ynm BM3HAYeHi K Taki, WO ckna-



103

Janucs B ocHoBHoMy 3 C-8 isomepy. MatkoBy pigw-
Hy BIiOAINAnM i KOHUEHTpyBanmn y BaKyyMi 3 OTpu-
MaHHaM cymiwi maTtepianis C-8 HiTpauii/C-6 Hitpa-
uii/novatkoBoro Mmatepiany -1:1:0,7. 3anuwkoy
TBEPAY PEYOBMHY OYMLLANM KOSIOHKOBOK dreLl-
xpomartorpadieto Ha 3000r giokcmay KpemHio (3a-
BaHTaXEHOro AMXIOPMETaHOM | enioioBaHOro Cy-
miwwo 15% eTunaueTtat-rentaH) 3 OTPUMaHHAM
82.,9r npoaykty. OTpumaHuii Matepian nepekpucTa-
ni3oByBanM 3 CyMilli rentaH-eTunaueTar (3 Kinbkic-
TIO eTvnaueTaTy, skpa3 4OoCTaTHbO, WO6 yTpumy-
BaTW MPOAYKT Bi4 BWUMYCKYy Macra) 3 OTPUMaHHAM
51,0r BkasaHOi B 3arofioBKy CMonykn y Burnsagi 6ni-
[0-KOBTUX ronvaTtux kpuctanis. Matepian, otpuma-
HWIA 3 MaTKOBOT PiAMHK, NMOTIM NepekpucTanisoByBa-
M 3 OTpUMaHHAM LWe 7,11 BKasaHol B 3arorioBKy
CMOMyKN y BUTMISGi )KOBTWX rof4aTmx Kpuctanis.

Opyry npomixHy cnonyky, 6,7,8,9-teTparigpo-
5H-6eH3ouuknorenTeH-1-inamid, oTpuMyBanu Takmm
YuHom. TOO (10mn) popasarm B 50Mn konby i oxo-
nompkyBanm Ha 6aHi i3 cymiwo COx/aueToH. Joaa-
Banu 1-HiTpo-6,7,8,9-TeTparigpobeH3oumKriorenTeH-
5-oH (1,8r) i noTim Tpuetuncinan (10mn). Cymiw
HarpiBarm go 55°C. Yepes 5 roguH cymill ynaptosa-
mm y BUCOKOMY Bakyymi npu 70°C go oTpumaHHSA
3aMMLKy. 3anuLoK PO3YMHANM B rekcaHi, QinbTpy-
Banu i npomuBamm 2H. HCI. MekcaHoBuiA wap npo-
MMBaMM HacW4eHUM PO3YMHOM COfi, CYLUMIM Hapg
cynbdartom HaTpito i ynaptoBanm go macna (2,7r),
sike MicTuno cymiw npodykTis. OTpumaHuin matepian
po3umHAnM B MeTaHoni i gogasanun 10% Pd/C (0,6r).
Cymiw Tpymanu nig TUCKOM ra3onofibHOro BOAHIO
00 50 yHTIB Ha KB. AIONM NPOTArOM 2 rofuH, ficns
Yoro cymiw oinbTpyBanmu i ynaptoBanu Ao macna
(2,46r). Macno xpomatorpadpyBanm Ha cwunikareni
(rpapieHT Big 100% rekcaHy go 60% etunaueTaTty) 3
OTPUMaHHAM ApYroi NPOMDPKHOI CMOMNyKW y BUrNagi
mMacna, sike kpuctanidysamm 3 edipy (0,66r), T. nn.
107-111°C.

TpeTio NPOMDKHY CrOSyKY, 1-(6,7,8,9-
TeTparigpo-5H-6eH3oumknorenTeH-1-in)ninepasux,
OTPMMYBamM Takmm YMHOM. Y npobipky, Lo repme-
TUYHO 3aKynopleTbCs, BBOAUM 6,7,8,9-TeTparigpo-
5H-6eHsouuknorenTten-1-inamiH -~ (0,617r) i 6ic-
avxnopeTunamid HCI (1,3r). Jogasanu xnopbeH3on
(3mn), rekcaHon (1mn) i giisonponineTunamiy (2mn).
Po34unH Harpisanu go 45°C npoTarom 3 roguH, noTim
Harpiarm go 95°C npotarom Houi. Cymiw ynapto-
Banv 3 OTPUMaHHAM CUPOMY, SKUA PO3YMHANM B OU-
XropMeTaHi i npomMuBanu Asa pasu Bogot. Ouxro-
pMeTaHOBUM LWap CYLLMMN Hag CyrnbdaToM HaTpito i
ynaptoBamm fo macna (0,88r). Macrno xpomarorpa-
dyBanu Ha cunikareni i nepekpucTanisoByBanu 3
cyMmili amxrnopmMmeTaHy i edipy 3 OTPUMaHHAM BKa-
3aHoi B 3aronoBky cronyku (0,183r).

Mo meTtoguui, nofibHin meTogumui iHWMX Mpw-
Knagis BULLE, 6,7,8,9-teTparigpo-5H-
O6eH3ouuknorenteH-1-inamiH ~ (0,178r) 3B'a3yBanu
BIOHOBHUM  aMmiHyBaHHAM 3  4-(7-okco-5,6,7,8-
TeTparigpo-[1,8]Hacb TMpManH-2-
inokcn)oyTupanbAerigjom 3 nofanswymMn TUMOBOKO
00po6KOIO | OYMLLEHHSIM 3 OTPMMAHHSAM BKa3aHOi B
3arorioBKy Croflykn y BUrnsgi XMopoBOAHEBOI COfi
(0,109r). MC: APCIl: M+1: 4493 (ToyHa wmaca:
448,26).
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Mpuvknag A64 - CwuHte3 7-[4-(4-HadbTaniH-1-
inninepugunn-1-in)éyTokewn]-3,4-avrigpo-1H-
[1,8]HacpTMPUANH-2-0HY

7-[4-(4-HadbTaniH-1-inninepuanH-1-in)oyTokcu]-
3,4-avrigpo-1H-[1,8]Hadp TMpMANH-2-0H oTpUMyBanu
crnocobom, nogidbHum onmcaHomy B npuknagi A1, 3
BUKOPUCTAHHAM rigpoxrnopuay 4-HadpTaniH-1-
inninepuanHy. OunLIeHHS pigVHHOK XpomaTorpadi-
€to (5% MeOH/CHCI, 3 0,8% NH4OH) gano Bkasa-
Hy B 3arosioBKy Cnonyky y Burnagi 6inoi niHm (474wmr,
1,10mMmorb). MiHy posunHanu B Et2O/CH2Cl2 i goaa-
Banu 1H. HCI B EtO (1,1mn). Otpumanunin Ginuia
ocap 36upanm inbTpyBaHHAM, npomusanm EtO i
cylwmnu 3 oTpumaHHsM 6inoi TBepOoi peyoBUHM

(466Mmr). MC: APCl: M+1: 4304 (TodyHa mMaca:
429,24).
Mpuknag A65 - CuHTe3 7-{4-[4-(7-

dropHadTaniH-1-in)ninepasuH-1-in)6yTokcn}-3,4-
aurigpo-1H-[1,8]Hadh TpnAnH-2-0HY

Mepwy npomikHy  cnonyky, 7-¢pTop-3,4-
aurigpoHadTaniH-1-inosuin ecip TpudTOPMETaHCY-
NbGOHOBOI KUCIOTH, OTPUMYBAnM TakuM YUHOM. 7-
®T1op-1-TeTpanoH (1,0r, 6,10Mmonb, OTPUMaHUA Y
BignosigHocTi 3 [J. Am. Chem. Soc. 1967, 89, 386])
po34nHAnn B TeTparigpodypaHi (20mn), noTiM oxo-
nomkysamnm go -78°C. [Jo oTpyMaHOro po3udnHy Oo-
JaBanu rekcameTungucinasaH nitio  (7,32mn,
7,32mmorb, 1,0M B TeTparigpodypaHi) npoTtarom 5
XxBUNMH. Cymiw nepemiwysanu npu -78°C npoTsrom
1 roguHun i noTim gogasamm ofdHieto nopuieto N-
deHintpudpnamig (2,62r, 7,32mmonb). Cymiwi gasa-
nm 3irpiTnca Ao KiMHaTHOT TeMnepaTtypu i nepemiLy-
Banu ii npotsarom 2 roguH. Cymiw ynaptoBanu, pos-
YnHaAM B eTunaueTati (20mn) i npomwuBanmM  1H.
rigpokcmgom Hatpito (20mn), Bogoto (20mn) i Hacu-
YeHUM po3ymHOM corli (20mn). OpraHiyHMi Wwap cy-
wunu Hag 6e3BogHMM cynbdaTtoM HaTpito, inbT-
pyBanu i ynaptoBarum y Bakyymi. HeouuiieHe macno
dineTpyBanu 4epes KoOpoTKy MpPOOKy cunikarento,
enotoBamm cymiwwio (9:1) rekcaHuw/eTunaueTat 3
OTPMMaHHSIM MepLUoi NPOMBKHOI cronyku (2,061 He-
O4ULLEHOrO MPOAYKTY, KiMbKICH.) y BUrNsdi >KOBTOrO
macra. 'H SMP (400MrI'y, CDCl3): 6 7,20-7,10 (m,
1H), 7,04 (g, 1H), 6,98-6,90 (m, 1H), 6,05 (g, 1H),
2,82 (1, 2H), 2,58-2,46 (m, 2H).

Opyry npoMbkHy cronyky, 7-cptopHadTaniH-1-
inosun edip TpudTOpMETaHCYNMb(OHOBOI KUCMOTH,
oTpumyBanu Takum YMHOM. 7-dT10p-3,4-
aurigpoHadTaniH-1-inosun edip TpudTOpMETaHCY-
nbcpoHoBoI knucnoTu (2,06r, 6,96MMOMb) pO3UNHANN
B piokcaHi (20mn) i popaBanu 2,3-gmxnop-5,6-
avuiaHo-1,4-6eH3oxiHOH (2,371, 10,44mMmomb). Cy-
MiLL KUT'ATUAN i3 3BOPOTHUM XOSOAUITbHUKOM MPOTS-
rom 36 roguH i NOTiM OXOrogpKyBamn A0 KiMHaTHOT
Temnepatypu. Cymiw ynapioBanu y Bakyymi o TBe-
pOOI PeYOBUHM | OYMLLIAM KOSOHKOBOK XpomaTtor-
padieto (rekcaHn) 3 OTPMMaHHAM BKasaHOi B 3aro-
nosky cronyku (1,48r, 72%) y Burmaai 4YepBOHOI
TBepaoi pedoBuHn. 'H AMP (400Mru, CDCls): &
7,98-7,82 (m, 2H), 7,66 (g, 1H), 7,56-7,40 (m, 3H).

TpeTio NpOMBKHY cCrnomnyky, TpeT-6yTunoBui
edip 4-(7-cbTopHadpTaniH-1-in)ninepasuH-1-
KapOOHOBOI KMCMNOTW, OTPUMYBANMM TakMM YMHOM. 7-
dTopHadTaniH-1-inoBun edip TpuUTOpMETaHCYMb-
¢oHoBoi  kucrnotn (1,48r, 5,03mmore) i 1-Boc-
ninepasuH (1,13r, 6,04MMOrb) PO34MHANM B TOYOi
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(10mn) i cymiw gerasysanu npotsirom 30 xsunuH. o
oTpUMaHoi CyMiLLi Jonasanu 2-
(amuuknorekcundocdiHo)biceHin (176w,
0,50mmorb), aueTtaT nanagito (113mr, 0,50Mmonb) i
TpeT-6yTokcua Hatpito (677wmr, 7,04mmornb). Cymiw
nepemiwysanu npy 80°C npotarom 16 roguH i noTim
OXONopKyBanmM A0 KiMHaTHoi Temnepatypu. Cymiw
npomviBanM Bogok (20Mn) i HaCMHEHUM PO3UYMHOM
coni (20mn), cyumnu Hag 6e3BogHMM cynbdatom
HaTpitlo, inNbTpyBanu i KOHUEHTpYyBanM y BaKyyMi.
HeouuweHe Macrno oinbTpyBanuM 4epes KOpOTKY
npobKy cunikareno, entotoyn cymiwwo (3:1) rek-
caHw/eTvnaueTaT, 3 OTPMMaHHAM BKa3aHoi B 3aro-
nosky crnonyku (900mr, 54%) y BMrnsigi KOPUHHEBOTO
macna.

YeTBepTy NPOMBPKHY CronyKy, 1-(7-
dTopHadTaniH-1-in)ninepasvH, oTpyMyBanM TakuM
yuHom. TpeT-Bytnnosun edpip 4-(7-pTopHadpTaniv-
1-in)ninepasuH-1-kapboHoBoi  kucrnotn (900w,
2,73MMOSb) po3yMHANM B guxnopmeTaHi (10mn) i
TpudTopouUTOBIN KcroTi (2mn). Cymiw nepemiluy-
Banu npu KiMHaTHI Temneparypi NnpoTarom 3 roauH
noTim pos3baenanu fgietmnosum edpipom. Teepay
peyoBUHY BiadiNbTPOBYBanM i NpoMmBanu gieTuo-
BUM edipoMm (2x20Mn) 3 OTpMMaHHAM BKa3aHOi B
3arofioBky cronyksr sk coni TOO (415w,
1,21MMorb, 44%) y BUMMAAI ciporo mopoluky. 'H
AMP (400Mry, AMCO-dg): & 8,80 (c, 1H), 8,04 (T,
1H), 7,82 (g, 1H), 7,58 (g, 1H), 7,44 (1, 2H), 7,24 (g,
1H), 3,40-3,30 (m, 4H), 3,20-3,00 (m, 4H).

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucToBytoun 1-(7-cpTopHadpTaniH-
1-in)ninepasuH, 3 OTpMMaHHSAM BKa3aHOi B 3arosioB-
ky crionyku. 'H AMP (400Mry, MCO-de): & 10,25
(c, 1H), 8,00 (1, 1H), 7,80-7,60 (m, 2H), 7,46-7,40 (m,
3H), 7,20 (g, 1H), 6,38 (g, 1H), 4,20 (1, 2H), 3,06-
2,90 (m, 4H), 2,80 (1, 2H), 2,80-2,60 (m, 4H), 2,50-
2,40 (m, 4H), 1,80-1,70 (m, 2H), 1,64-1,55 (m, 2H).
MC ES+ 449,31 (M+1)" (TouHa maca: 448,23).

Mpuknag A66 - CuHTe3s 7-{4-[4-(8-
dpTopHad TaniH-1-in)ninepasuH-1-in]oyTtokcu}-3,4-
aurigpo-1H-[1,8]Hacb TpnAanH-2-oHy

Meplwy npomikHy crnonyky, 8-6pomMHadTaniH-1-
inamiH, oTpumyBanm Takum YMHOM. 8-
BpomHadTaniH-1-kapboHoBy KUCMoTYy (10,0r,
39,8mmork) po3umHanm B CHCI3 (60mn) i fopasanum
koHueHTpoBaHy HoSO4 (20mn). Cymiw nepemillyBa-
m npn 45°C 0o NOBHOMO pO3YMHEHHsT crionyku. IMo-
Tim gogasamm nopuismn NaNs (15,52r, 240,0MMorb,
6,0ekB.), MPMYOMY KOXHY Mofanbluy rnopuiio goaa-
Banu Micns NPUNUHEHHS MiHEHHS Big nonepeaHs0ro
popaeaHHsA. Cymill nepemillyBanu npoTaroM 2rof.
npu 45°C i pogasarm y Bogy (100mn). Cymiw nig-
nyXyBanvM BOAHWM amiakoMm i ekcTparysanu Auxmo-
pmeTaHoM (4x30mn). O6'egHaHi ekcTpakTy cyLumnm
Hag Na S04 i ynaptoBanm 3 oTpyMaHHSAM BKa3aHoi B
3arosfioBKy Cromnyku y BUrnsdi TEMHOI KpucTanivyHol
TBEP/Oi PeuoBuHM (8,5r, 96%). 'H AMP (400Mrw,
CDClz): 8 7,70 (g, 1H), 7,65 (g, 1H), 7,30 (g, 2H),
7,05 (1, 1H), 6,65 (m, 1H), 5,20 (ywwup, c, 2H). MC
(ES+): 221,99 (M+), 223,99 (M+2).

Opyry NPOMDKHY CMOJIyKy, 1-6pom-8-
dpTOpHadTaniH, OTpMMyBanu TakuMm YnHoM. [1o oxo-
NOKYBAHOTO PO34uHy 8-OpomHadpTaniH-1-inamiHy
(8,0r, 36,0mmorb) B TId (10mn) popasarm 48%
HBF4 (50mn) npu 0°C i cymilw nepemiwyBanm npoTs-
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rom 10xB. Po3uvH NaNO: (7,5r, 108,1mmorb,
3,0ekB.) y Bogi (20Mn) gogaBamm i nepemillyBaHHs
npogoBxyBarm npotarom 1rog. npu 0°C, noTim go-
nasamm NaBF4 (20,0r, 180,0mmork, 5,0ekB.). Cymiwi
JaBann 3irpiBatucs OO0 KiMHaTHOT Temnepartypu i
nepemiwysatuca npotarom 1rod. PeakuinHy cymill
GinbTpyBanu i TBEpAy PEYOBUHY MpomMuBann eqi-
pPOM i CyLLMUNN MPOTArOM HOYi Yy BUCOKOMY Bakyymi 3
OTPUMaHHSM Cipoi TBepZoi pe4qoBuHU. OTpumaHy
TBEPAY PEYOBUHY PO34MHANM B xrop6eHsoni (30mn)
i KUN'ATUAN i3 3BOPOTHMM XOSOANIIBHUKOM MPOTAroM
3roa. Po3unHHWMK BUAansanu npu 3HWKEHOMY TUCKY i
TEMHUA 3anuoK po3Tvpanu B rekcadi. »KoBToro
KONbOpY reKCaHOBWI LIap OeKaHTyBamnu i MoBTOPHO-
Banu po3TWpaHHA B rekcaHi Aekinbka pasiB, MoKu
rekcaHoBwiA Wap He cTaBaB 6e36apBHUM. O6'egHaHI
nopuii rekcaHy KOHLEeHTpyBanu 3 OTPUMaHHAM Apy-
roi MPOMDKHOI CMOSyKU Y BUMMSAi TEMHO-KOBTOIO
macna (5,6r, 69%). 'H SIMP (400Mru, CDCls): &
7,78 (m, 2H), 7,60 (g, 1H), 7,35-7,15 (m, 3H).

TpeTio MpomikHy crnonyky, 1-(8-dTopHadTaniH-
1-im)ninepasvH, oTpMMyBamM Takum YuMHOM. Po3umH
Pd(OAc). (0,25r, 1,11mmonb, 0,1ekB.)) i guumknore-
kcundpocdiHobideriny (0,39r, 1,11mmonb, 0,1ekB.)
B Tonyoni (20mn) gerasyBanu 6ap6oTyBaHHsIM raso-
noaioHoro Nz npoTarom 1roa. Jopasanu 1-6pom-8-
dTopHadTaniH (2,5r, 11,1mMmork) B Tonyoni (10mn) i
1-Boc-ninepasuH (2,5r, 13,3mmonb, 1,2ekB.) i NoTim
NaOtBu (1,6r, 16,66mmornb, 1,5ekB.). Cymiw nepe-
miwyBanm npu 80°C npoTarom 18ron. Po3uymHHUK
BMOAMNAMM NMPWU 3HWXKEHOMY TUCKY | 3arMLLOK pO34u-
HAMW B AUXTIOpMeETaHi i inbTpyBanm Yyepes nogyLu-
Ky uenity. Llenit npoMmmBann guxnopmeTtaHoM i 06'-
€OHaHi  inbTpaTM  KOHUEHTpyBamm.  3amnuLiok
ounwanu xpomatorpadieto Ha cunikareni (20% eTtn-
raueTar B rekcaHi) 3 oTpymMaHHAM TpeT-6yTurnoBoro
edipy 4-(8-cpTopHadpTaniH-1-in)ninepasuH-1-
KapOOHOBOI KMCMNOTW Yy BUrMNsigi TemHoro macna (1,4r,
38%). 'H SIMP (400Mru, CDCl3): & 7,60 (a, 1H),
7,50 (g, 1H), 7,40 (m, 1H), 7,10 (m, 2H), 6,95 (g, 1H),
4,504,00 (ywwp, c, 2H), 3,40-3,20 (m, 4H), 2,80-
2,60 (m, 2H), 150 (c, 9H). MC (ES+): 331,08
(M+H)".

TpeT-6yTvnosuin edip 4-(8-cbTopHadTanin-1-
in)ninepasuH-1-kap6oHoBOI KUCMOTK (1,4r,
4,2MMOIb) PO3YMHANM B guxropmeTani (10mn) i
popasarm TOO (10mn) npu 0°C. Cymiwi gasBanu
sirpiBatnca 0o KiMHaTHOI Temnepatypu i nepemilly-
Batucs mpoTsarom 1rod. PO34mHHWKM BMOAnsnu npu
3HWKEHOMY TWUCKY | 3aNnMLLIOK O4MLAnn Xpomartor-
padieto Ha cunikareni (5% meTaHon B guxnopmeTa-
Hi) 3 OTPUMaHHAM TPETbOI NMPOMPKHOI CMOJYKU COTi
T®O (1,3r, 89%). 'H AMP (400Mru, CDCl3): & 7,65-
7,58 (M, 2H), 7,40 (m, 2H), 7,10-7,00 (m, 2H), 3,60-
3,40 (m, 6H), 3,40-3,20 (m, 2H). MC (ES+): 231,11
(M+H)".

CnipyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucTtoBytoun 1-(8-cTopHadpTaniH-
1-imninepasu. 'H AMP (400Mru, CDCls): & 7,60
(m, 2H), 7,50 (m, 1H), 7,40 (m, 3H), 7,10-7,00 (m,
2H), 6,28 (g, 1H), 4,25 (1, 2H), 3,40-3,30 (m, 2H),
3,05-2,80 (m, 6H), 2,65 (1, 2H), 2,60-2,40 (m, 4H),
1,80-1,60 (M, 4H). MC (ES+): 449,19 (M+H)" (TouHa
Maca: 448,23).
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Mpuknag, A67 - CuvHte3s 7-{4-[4-(6-
dTopHadTaniH-1-in)ninepasnH-1-in]6yToken}-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-oHy

Mepwy npoMbkHy cronyky, 6-dpTop-1-TeTpanoH,
OTPUMYBarM Takum YMHoMm. 6-AmiHo-3,4-aurinpo-2H-
HacpTaniv-1-oH (6,45r, 40,1MMOMb) pPO3YMHAIM B
CyMiLli XxflopoBoAHEBOI kucnot (9mn) i Boau (6mn) i
oxonogpkyearm go 0°C. o cymiwi gogasamm no
Kpannax po34uH HiTpuTy HaTpito (2,90r, 42,0MMorb)
y BoAi (4mn) i pogaBanm TeTpadTOpOOpPHY KUCMOTY
(8,0r, 44,0mmonb, 5,71mn, 48% y Bogai). Cymiwi aa-
Banu noctoa™ npu 0°C npoTsirom 30 XBUIMMH i NOTIM
oxonomkyeamm ii go -30°C. Ocap BiadinsTpoByBa-
M i NpomMuBanM XoNlogHUM MeTaHosioM (10mn) i
noTiMm xonogHum gietunosum ecpipom (10mn) 3
OTPUMaHHsM coni Aia3oHito (6, Or 58%) y surnagi
KOpUYHEBOI TBEPOI PEYOBUHM. 'H AmMP (400Mr'w,
OMCO-de): 6 8,70 (c, 1H), 8,59 (a, 1H), 8,30 (a, 1H),
3,10 (1, 2H), 2,78 (7, 2H), 2,20-2,06 (m, 2H).

Cinb giasonito (6,0r, 23,3MMOfb) CyLMNK Npo-
TAFOM HOui Y BaKyyMmi, NoTiM cycneHayBanu B TONyo-
ni (60mn) i nepemiwysanm npu 110°C npotsrom 1
roguHn. Cymill OXONoaXyBanm 4o KiMHaTHOT Temne-
paTypu i AekaHTyBanm pignHy 3 HEPO3YMHHOT CMOSN.
OpraHiyHy cymiw npomuBanu Bogoto (20mn), 1H.
rigpokcmaom Hatpito (20mn) i Bogoto (20mn). Opra-
HiYHMIA Wwap cywmnm Hag 6e3BogHVMM CcyrbghaTom
MarHito, inbTpyBanu i KOHUEHTpyBanu y BaKyyMi.
HeouwweHe macno ouunwany KOsIOHKOBOK XpOMaTo-
rpadieto (8:1, rekcaHw/eTnnaueTaT) 3 OTPMMAHHAM
nepLUol NPoMiXHOT cronyKku (2,87r, 76%) y Burnagi
siCHO-uepBoHoOro Macra. 'H SIMP (400Mru, CDCla):
8 8,04 (1, 1H), 7,00-6,84 (m, 2H), 2,95 (7, 2H), 2,62
(T, 2H), 2,20-2,02 (m, 2H).

Opyry ~ NpPOMbBKHY  CMOMyKy, 6-¢pTOp-3,4-
avrigpoHadTaniH-1-inosun edip TpUdTOpMETaHCY-
NbdOHOBOI KUCIOTW, OTPUMYBAmNN TakMuM YMHOM. 6-
dT0p-1-TeTpanoH (1,00r, 6,10MmoONb) pO34nHANK B
TeTparigpodypaHi (20mn) i oxonogxyBamim [0 -
78°C. [logaBanu Mo Kpanmsix rekcameTunaucinasaH
nitito (7,32mMmonb, 7,32mn, 1,0M po3yuH B TeTparia-
podypaHi) i cymiw nepemiwysanm npu -78°C npoTs-
rom 1 rognHn. logasanu N-cbeHintpudpnamia (2,62r,
7,32mmorb) B TeTparigpodypaHi (5mn) i cymiwi ga-
Banu 3irpiTucs 4o KiMHaTHOT TeMnepartypu npoTarom
1,5roa. i notim BrmBamm ii y Bogy (20mn). Cymiw
eKkcTparyBanu etunauetatom (20mn) i opraHivyHui
Wwap npomMmuBanmm Bogot (2x20mn), 1H. rigpokcuaom
HaTpito (20mn) i HacM4yeHM po34vmHOM cori (20mn).
OpraHiyHuiA wap cywumnu Hag 6e3BogHuMM cynbda-
TOM HaTpito, inNbTpyBanu i KOHUEHTpyBanu y Baky-
yMi. HeouuleHe macro inbTpyBanu yepes KopoT-
Ky npobky cwnikaremo, eroYM rekcaHamu, 3
OTPUMaHHSAM  ApPYroi  NMPOMDBKHOI CI'IOJ'IyKI/I (1,69r,
94%) y BUrmsiAi ACHO-KOPWMYHEBOIO Macna. H amP
(400Mr 'y, CDCl3): & 7,38-7,28 (m, 1H), 7,00-6,84 (m,
2H), 5,99 (1, 1H), 2,84 (7, 2H), 2,60-2,50 (M, 2H).

TpeTio NPOMbBKHY crionyky, 6-cpTopHadTaniH-1-
inosun edip TpugTOopMETaHCYNb(OHOBOI KUCIOTH,
oTpuUmyBanu TakuMm YMHOM. 6-dT1Op-3,4-
aurigpoHadTaniH-1-inosuin edip TpudTOPMETaHCY-
nbgpoHoBOiI kncrnotn (1,69r, 5,72MMonMb) PO3YNHSANK
B piokcaHi (20mn) i popaBanu  2,3-gmxrnop-5,6-
auuiaHo-1,4-6eH3oxiHoOH (1,95r, 8,57Mmonb). Cymill
KNWM'ATUIM i3 3BOPOTHUM XONOAWUITBHUKOM MPOTAroM
36 roguH i noTim gogasanu gogaTkoBun 2,3-AMXIop-
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5,6-auuiaHo-1,4-6eH30xiHOH (649Mr, 2,86MMOMb) i
CYMilll KMM'ATUNKW i3 3BOPOTHUM  XOSOAWITEHUKOM
npotarom we 6 roguH. Cymiw oxomnomxysanu Ao
KiIMHaTHOT TemnepaTtypu, ynaptoBanu Ao0 TBepaoi
pPeYoBVHM | 3aBaHTaKyBanu Ha KOPOTKy MPOOKy cu-
nikarernio, erowYN rekcaHamn, 3 OTPUMaHHSAM
nepLoi npomixkHoi cronyku (1, 24r 74%) y surnagi
XKOBTOI HaniBTBEpPAOI pevyoBUHU. H AMP (400MrI'y,
CDClz): & 8,10-8,05 (m, 1H), 7,80 (g, 1H), 7,60-7,45
(M, 2H), 7,45-7,38 (m, 2H).

YeTBepTy NPOMDKHY CronyKy, 1-(6-
dbTopHadTaniH-1-in)ninepasuH, oTpMMmyBanM TakuMm
YuHOM. 6-PTopHadTaniH-1-inoBun edip TpudTop-
MeTaHCynbOHOBOI kucrnotu (1,24r, 4,23mmorb) i 1-
Boc-ninepasuH (946mr, 5,08MMOMb) po3dMHANN B
Tonyoni (15mn) i cymiw gerasyBanm npotarom 30
XBUIWH. o cyMmiLLi nonasanu 2-
(amuuknorekcundocdiHo ))bicbeHin (148w,
0,42vmork), aueTaT nanagito (95mr, 0,42Mmonb) i
TpeT-6yTokcua, Hatpito (569wmr, 5,92mmonb). Cymil
nepemiwysanu npu 80°C npotarom 30 xBWMMH, Mo-
TiIM OXOMOKYyBanmM [0 KIMHaTHOI TemnepaTypw,
npomusanu ook (20Mn) i HaCMYEeHVM PO34YMHOM
coni (20mn), cywmnu Hag 6e3BogHMM Ccynbdartom
HaTpito, iNbTpyBanu i KOHUEHTpyBamu y BaKyyMi.
HeouuweHe Macno oinbTpyBanu 4epes KOpOTKY
nNpobKy cunikareno, entoyn cymiwwo (3:1) rek-
caHu/eTunaueTaT 3 OTPMMaHHAM HEOYULLEHOro
TpeT-6ytnnosoro  ecipy  4-(6-pTopHadTanin-1-
in)ninepasuH-1-kapboHOBOI KACMOTU Y BUrNAai Kopu-
YHEeBOro Macrna. HeouuweHe macno posyvHANM B
CyMiLLi amxnopmeTaHy (5Mn) i TpudTopoLTOBOI K1C-
notn (5mn) i nepemiwyBanu npu KiMHaTHIA Temne-
patypi npoTsirom 4 roguH. Cymilw ynaptoBarmm y Ba-
KyyMi i pogaBanu gietunosui edpip (30mn). Cipuii
ocaj BiAdinNbTpPoBYBanu i NpomMuBanu AieTUNOBUM
edipom (20mn) 3 OTPUMAHHSM YETBEPTOT NPOMBKHO-
ro cronykn siK cori T<DO (755wmr, 52%) y Burnsgi
cipoi TBepaoi pevosuHn. 'H AMP (400MIy, AMCO-
de): 5 8,80 (c, 1H), 8,24-8,18 (m, 1H), 7,72 (g, 1H),
7,68 (g, 1H), 7,50 (7, 1H), 7,40 (1, 1H), 7,18 (g, 1H),
3,40-3,10 (m, 8H).

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucTtoBytoumn 1-(6-chTopHadbTaniu-
1- |n)r||nepa3v|H 3 OTPUMaHHSIM BKa3aHOi B 3arosioB-
ky crionyku. 'H AMP (400Mry, AMCO-de): & 10,20
(c, 1H), 8,22-7,98 (m, 1H), 7,75 (g, 1H), 7,65 (g, 1H),
7,54-7,48 (m, 2H), 7,44 (7, 1H), 7,20 (g, 1H), 6,40 (4,
1H), 4,24 (1, 2H), 3,70-3,10 (m, 10H), 2,80 (T, 2H),
2,44 (1, 2H), 1,95-1,76 (m, 4H). MC ES+ 449,25
(M+H)" (Touna maca: 448,23).

Mpuknag, A68 - CuHTes 7-{4-[4-(5-
dTopHadTaniH-1-in)ninepasuH-1-in)oyTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAanH-2-oHy

Mepwy npomibkHy crnonyky, 5-6pomHadpTaniy-1-
KapOOHOBY KMCIOTY, OTPUMYBanM TakuMm YuHoMm. [o
cycneHsii HacpTaniH-1-kap6oHoBoi kucrotn (20,14,
0,12mmore) B HOAc (100mn) popaBanu  Br
(6,60mn, 0,13mMonb). Cymiw HarpiBarm npu 110°C
npoTtarom 48rof. i oxonomKyeanm A0 KiMHaTHOI Te-
Mnepatypu. Cymiw cinbTpyBanu, noaywky npomMu-
Bany rekcaHoM i MpoAdyKT CYLMAM 3 OTPUMaHHSM
nepLuoi npomikHoi crnonyku (18,0r) y ernﬂ,u,l cipoi
TBEpPOOl peyoBuHM 3 BUXOAOM 62%. 'H AmP
(400Mr'y, CDCI3): 6 13,40 (ywwmp, c, 1H), 8,90 (g,
J=6,2l'y, 1H), 8,42 (g, J=6,0lu, 1H), 8,25 (g,
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J=54rlu, 1H), 8,00 (g, J=5,3I'y, 1H), 7,80 (m, 1H),
7,60 (m, 1H).

Opyry npomikHy crionyky, 5-6pomHadTaniH-1-
inamiH, oTpMMyBanu Takum 4YuHOM. [JO po3ymHy 5-
6pomHadTaniH-1-kapboHoBoI KUCIOTH (10r,
40mmorb) B t-BuOH (150mMn) gogasanm nocnigoBHO
EtsN (13,6mn, 80mmorb) i DPPA (10,5vn,
48mmonb ). lMicna nepemillyBaHHSA CymiLLi Npuy KiMHa-
THIN Temnepatypi npoTtsarom 1rof., ii kuM'ATMM i3
3BOPOTHUM XONOAUrNbHUKOM mpoTaroMm 16roa. MoTim
BMOANAIM PO3YMHHMK i 3aNMLLIOK OYULLANN XpOMAaTO-
rpadpicto  Ha cunikareni 3 OTpUMaHHAM  TpeT-
6yTMnosoro edipy (5-6pomMHadbTaniH-1-
in)kap6amiHoBoi kucnotn (8,41, 65%) y Burnagi 6inoi
TBepaol pedyoBuHn. 'H SAMP (400MMy, CDCls): &
8,60 (g, J=6,8Iu, 1H), 8,55 (g, J=6,6I"u, 1H), 8,50
(@, J=6,2I'y, 1H), 8,40 (g, J=6,4I'y, 1H), 8,20 (T,
J=6,7T'u, 1H), 8,10 (1, 1=6,3'y, 1H).

MaTepian, oTpMaHu Ha OCTaHHIn cTagii, po3s-
YnHanM B guxnopmeTadi (150mn) i gfogasanu Tpu-
dTopouToBy KMcrnoTy (15mn). OTpumaHy cymiw ne-
pemiwlyBarm  npu  KUMATIHHI i3 3BOPOTHUM
XOMOAMIBbHUKOM NpoTaroM 2rod. Po3uvHHWK Buaa-
nanu. 3anvwoK NpoMMBanu rekcaHoMm 3 OTpUMaH-
HsiM Ginoi TBepaoi PeyvoBMHMW, SIKy CycrneHayBanm B
avxrnopmeTaHi (150mn) i 06pobnsamm sBogHum KOH
(50mn 3 15r KOH). Cymiw nepemilyBann npu Kim-
HaTHIn Temnepatypi npotarom 30xB. OpraHiyHui
wap Biadinanu i BOOHWM LWap ekcTparysanu guxro-
pmeTaHoM (2x50mn). O6'egHaHi opraHivHi  dasn
cyumnu Hag NaxSOs i KOHUeHTpyBanu 3 OoTpUMaH-
HAM Apyroi npombkHoi crnonyku (5,13r, 85%) y Bu-
rmsagi  nyprnypHoi  TBepAol peyOBUHM. H amp
(400Mry, CDCI3): & 8,80 (m, 2H), 7,70 (g, J=7 4Ty,
2H), 7,40 (1, J=6,2l'y, 1H), 7,20 (1, J=6,0u, 1H),
6,80 (g, J=6,2'y, 1H).

TpeTio NMPOMBKHY CMosyKy, 1-6pom-5-
dpTopHadTaniH. OTpUMyBarM TakuM YMHOM: OO OXO-
nompxkeHoro (0°C) posunHy 5-6pomHadTaniy-1-
inaminy (1,0r, 4,52mmorns) B TI® (1mn) gogasanu
48% HBF4 (10mn) i notim posumH NaNO2 (0,49r,
13,58mmornb, 3ekB.) y Bogi (2mn). Mo 3akiHYEHHi
[ofaeaHHs cymil nepemiwysanm npy 0°C npoTtarom
1roa. i popgaearm oo Hei NaBF4 (2,49r, 22, 6MMorb,
5ekB.). Cymiwi gaBanu 3irpituca go KiMHaTHOI TeM-
nepatypu i @inbTpyBanu. TBepay peyoBuHy npomu-
Banu egipoM i CylumnM ApoTAroM HOYi Y BUCOKOMY
BaKyyMi 3 OTPUMaHHAM 3eneHol TBepaol peyoBuHHU,
SIKy cycrneHgyBanu B kcuroni (5mn) i kum'atunm i3
3BOPOTHUM XOrogurbHUKOM npoTtarom 1rog. OTpwu-
MaHy CyMmill nigaasanu xpomMaTorpadii Ha cunikare-
ni 3 OTPUMaHHAM TpeTbol MPOMDKHOI CMOMyKK
(480wmr) y BUrnsigj »KoBTOI TBEPAOI PEYOBUHU 3 BMXO-
nom 47% 3a agi cTagii. H amP (400Mru, CDCl3): 8
8,17 (g, J=74l'y, 1H), 8,10 (g, J=7,4Tu, 1H), 7,90
(@, J=6,2I'y, 1H), 7,55 (m, 1H), 7,40 (1, J=6,4T"u, 1H),
7,20 (m, 1H).

YeTBepTy NPOMDKHY CrosyKy, 1-(5-
dTopHadTaniH-1-in)ninepasuH, oTpMMyBanM TakuMm
ynHom. PosumH Pd(OAc)2 (0,31wmr, 1,38mmonb) i
auuumknorekcundgocgopaundeHin (0,48wmr,
1,38vmorb) gerasysamm 6ap6oTyBaHHAM N2 npoTs-
rom 20xB. [opaBanu 1-6pom-5-pTopHadTaniH
(3,10r, 13,8mmorb) i 1-Boc-ninepasuH (3,08,
16,6mmorb) i notim NaOt-Bu (1,86r, 19,3mmorb).
Cywmiw Harpisanu go 80°C i TpyManu npw gaHin Te-
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Mnepatypi npotarom 16rod. PO34nHHWK BuAansnu
MPY 3HWKEHOMY TUCKY i 3anMLLOK PO3YMHSNM B BH.
HCI (60mn) i npommBanu edipom (3x50mn). BogHy
dazy nignyxysamm tBepamm KOH go pH=11, nicns
yoro ii ekctparyBarm EtOAc (3x100mn). O6'egHaHi
opraHiyHi dasu cyumnmn Hag NaxSOs i KOHUEHTPY-
Banu 3 OTPMMaHHSAM 4eTBepTOl MPOMDKHOI CrOSyKn
(2,10r, 66%) y BUrIsiAi kopuiHeBoro macra. 'H AMP
(400Mry, CDCIs): 3 8,00 (g, J=6,5I'y, 1H), 7,80 (4,
J=6,3l'y, 1H), 7,45 (m, 1H). 7,40 (m, 1H), 7,10 (m,
2H), 3,40-3,10 (m, 8H).

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopucToBytoun 1-(5-cpTopHadptaniH-
1-in)ninepasvH, 3 OTPUMMaHHAM MEpPLUOi MPOMDKHOI
cronykn. 'H AMP (400Mru, CDCls): & 8,00 (a,
J=6,2l"u, 1H), 7,80 (g, J=6,0l"y, 1H), 7,60 (ywwmp, c,
1H), 7,55 (1, J=7,0l'y, 1H), 7,42 (m, 2H), 7,10 (m,
2H), 6,40 (g, J=6,3l'y, 1H), 4,25 (1, J=4,5Tu, 2H),
3,20 (ywwp, c, 4H), 2,90-2,40 (m, 10H), 1,90-1,70 (m,
4H). EnemeHTHWA aHanis: Po3paxoBaHo Ans
CoeH29FN4O2:0,5H0: C, 68,27; H, 6,35; N, 12,25,
3HanpeHo: C, 68,22; H, 6,50; N, 11,85.

Mpuknag, AB9 - CuHTes 7-{4-[4-(4-
dTopHadTaniH-1-in)ninepasuH-1-in)oyTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

Mepwy npomixkHy cronyky, 1-(4-cbTopHadTarniH-
1-in)ninepasuH, oTpuMyBanu Takum YuHOM. CyMmiLl
avuuknorekcundocdiHobideHiny (0,155r,
0,444mmornb, 0,1Mmorb) | aueTaty nanagito (0,099r,
0,444mmornb, 0,1ekB.) B cyxomy Tonyoni (15mn) 6a-
p6oTtyBamm rasonodibHum N2 npoTAroMm ABOX rOAMH.
[o oTpuMmaHOro npo3oporo po3unHy gogasanu 1-
opom-4-cpTopHadpTaniH (1,0r, 4,44mmonb, 1,0ekB.) i
notim 1-Boc-ninepasuH (1,0r, 5,33mMmonb, 1,2eks.).
Jo oTtpumaHoi cymiwi gogasanu NaOtBu (0,600r,
6,22mmorb, 1,4ekB.) i peakuiiHy cymill nepemily-
Banu npu 80°C npoTsarom Houi. PeakuiiHy cymil
OoXonompKyBann OO0 KiMHaTHOI Temnepatypu i pos-
YMHHWK BMOANANM MPU 3HWKEHOMY TUCKY. 3anuLuok
po3yuHsanm B CHoCly, dinbTpyBamm yepes puxnuii
wap uenity i notiv npommuBanm CHxClz. O6'eaHaHi
GinbTpatTn KOHUEHTpYBanu i oumLlany KoOoHKOBOKO
xpomatorpadieto Ha giokeuai kpemHito (20% EtOAc
B rekcai). TpeT-06yTnnosun edpip  4-(4-
pTopHad TaniH-1-in)ninepasuH-1-kapboHOBOT KUCIO-
™ (1,41, HEOYULLEHWUIA) OTPUMYBAnNN y BUrMsAi Tem-
HOT B'A3KOI piavHK, SIKYy BUKOPUCTOBYBANMM Ha HacTy-
MHiN cTanii 6e3 0oAaTKOBOrO OYMLLEHHS. H AMP
(400Mry, CDCI3): & 8,25 (m, 1H), 8,05 (m, IH), 7,55
(m, 2H), 7,05-6,80 (m, 2H), 4,00 (ywwp, c, 4H), 3,00
(ywmp, ¢, 4H), 1,45 (c, 9H). MC: ES+ 331,13 (M+H)"
(ToyHa maca: 330,17).

Jo po3unHy TpeT-6yTmnosoro edipy 4-(4-
dpTopHad TaniH-1-in)ninepasuH-1-kapboHOBOT KUCIO-
™ (1,1r, 3,33mmorb) B CH2Cl> (10mn) pgopasanu
TPO (10mn) npu 0°C. PeakuinHy cymiw HarpiBanu
00 KiMHaTHOI TemnepaTtypu i nepemillyBann npoTs-
rom ofHiel roguHu. Bugansanum po3ymHHUKKM | 3amnm-
LIOK OYMLANM KOJIOHKOBOK Xpomarorpadieto Ha
piokeuai kpemHito (10% MeOH B CH.Clz) 3 oTpu-
MaHHAM nepLoi npomikHoi crnonyku (0,90r, 78%) y
Burnagi  Gnigo-kopnyHeBOi  KpucTaniyHOT TBEpAoi
peyoBuHn. 'H SMP (400Mry, AMCO-dg): & 9,0
(ywwp, c, 2H), 8,28 (m, 1H), 8,08 (m, 1H), 7,65 (m,
2H), 7,30 (m, 1H), 7,08 (m, 1H), 3,45 (ywwmp, c, 4H),
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3,20 (ywwmp, ¢, 4H). MC: ES+ 231,09 (M+H)" (TouHa
maca: 230,12).

CnigyBann metoguui BiQHOBHOIO amiHyBaHHsI 3
npuknagy A1, BukopucTtoBytoun 1-(4-chTopHadpTaniH-
1-im)ninepasnH, 3 OTPMMaHHSAM BKa3aHOi B 3arorioB-
ky cronyku. 'H AMP (400Mru, CDCls): & 8,25 (m,
1H), 8,10 (m, 1H), 7,65 (ywwmp, c, 1H), 7,55 (m, 2H),
7,38 (g, 1H), 7,10-6,95 (m, 2H), 6,35 (g, 1H), 4,25 (T,
2H), 3,10-3,00 (ywwmp, c, 4H), 2,90-2,40 (m, 10H),
1,85-1,55 (M, 4H). MC: ES+ 449,18 (M+H)" (TouHa
Maca: 448,23).

Mpuknag A70 - 7-{4-[4-(3-pTopHadpTaniH-1-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-

[1,8]Had TMpUANH-2-0HY

MepLuy NpoMbKHY Cronyky, MeTUrnoBun edip 3-
pTOopHad TaniH-1-kapboOHOBOI KMCHOTU, OTPUMYBanu
TakuMm 4mHom. OXOnofKyBaHy fbOAOM CYMill Me-
TunoBsoro ecdpipy 3-amiHoHadpTaniH-1-kapboHOBOI
kucnotn (1,76r, 8,75mMmonb) B TeTparigpodypaHi
(2mn) obpobnsnn 48% TeTpadTOpPOOPHOK KUCHIO-
Toto (20mn) i noTim HiTpuTOoM HaTpito (1,81r,
26,20mmorb) y Boai (4mn). CycneHsito nepemillysa-
mm npotarom 1 roamHu nmpm 0°C, noTim goaaeanu
TeTpadTopbopat Hatpito (4,80r, 43,70mmonk). Cy-
CreHsito HarpiBanu oo KiMHaTHOI Temneparypu i ne-
pewmiwysamm npoTtarom 30 xBumH. 3eneHy Cinb gia-
30Hil0  30MparmM  BakyyMHUMM  PinbTpyBaHHAM,
npoMmBanu gieTunosum edipom i CyLumnu y BUCO-
KOMY BaKyyMmi MNpOTAromM Houi. TBepay peyoBUHY
po3baBnsanu xnopbeHzonom (10mn) i NoTiM KMN'ATU-
M i3 3BOPOTHUM XONOAWSBHUKOM NpoTArom 1 rogu-
HW. KOpUYHEBUIN PO3YMH OXONOMDHKYBaNMM OO KiMHAT-
HOT TemnepaTtypu, racunm BOAOK i eKcTparyBanu
avxrnopmeTaHoMm. Ekctpaktv cywwnu Hag 6e3Boa-
HUM NaxSOj4, hinbTpyBamm i KOHUEHTPYBanM y Baky-
yMi O KOpWYHeBOro macna. Macmno ouuvwanm Korso-
HKOBOI xpomatorpadieto (5:1, rekcaHu/eTunaveTar)
3 OTPUMaHHSAM nepLloi npombkHoi cronyku (0,892r,
50%) y BUrMsgi %oBTOi piavkn. 'H SIMP (400Mry,
CDCl3): & 8,89 (g, 1H), 8,00-7,94 (m, 1H), 7,85-7,78
(m, 1H), 7,70-7,62 (m, 1H), 7,60-7,52 (m, 2H), 4,00
(c, 3H).

Lpyry npomixHy crnonyky, TpeT-0yTnnosuii edip
(3-bTopHad TaniH-1-in)kapbamiHoBoi KMCroTw,
OTpVYMYyBarm Takum YumHom. Cymill meTunoBoro edi-
py 3-dTopHadpTaniH-1-kapboHoBoi kucrotn (4,47r,
21,90mmorb) B 2H. KOH (15mn, 30mmorb) | meTa-
Hony (60mrm) KUN'ATUIM i3 3BOPOTHUM XOJIOAMIbHU-
KOM npoTaAroM 2 roauH. Po3yvH oxornogkysamm,
MOTiIM KOHLEHTPYBanM Mpu 3HWKEHOMY TUCKY. 3a-
rMWoK po3basnsanm Bogow i nigkuensmm go pH 1
popasaHHaM 3H. HCI. Teepay peyoBuHy, WO Buna-
na B ocaf 3 po34uHy, i cycneHsito po3basnsmm etu-
nauetatoM. OpraHidHUIA Wap BigAinNsSmm i BOAHUN
wap ekctparyBamm etunauetatom. O6'egHaHi ekcT-
pakt cywmnmm Hag 6e3sogHuM NaxSO4, dinbTpyBa-
M | KOHUEHTPYBanu y Bakyymi 3 OTPMMaHHAM Kap-
6oHoBOi kucrotn (4,08r, 98%) y Burnagi xosToi
TBepOol PeYOBUHMW.

Cywmiw 3-ptopHadTaniH-1-kapboHOBOI K1CMOTH
(3,98r, 21mmonb) B cyxomy TpeT-6yTaHoni (80mr)
06pobnamm TpuetunamiHoMm (6,2mn, 44Mmonb) i
noTim audeHindgocdopunasngom (5,60mn,
26Mmorb ). 2KOBTUIM pO34UH KUMATUIM i3 3BOPOTHUM
XOJIOAMNITbHMKOM MPOTArOM HOMi, MOTIM OXOMOAXYBa-
M | KOHUEHTPYBanM y BakyyMmi. 3anuLiok ouuwanm
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KONMOHKOBOIO  Xpomatorpadieto (7:1, rekca-
HuW/eTunaueTaTt) 3 OTPMMaHHAM OPYyroi NPOMBKHOI
CronyKku $4,78r, 87%) y Burnsigi XKoBToi TBEpadoi pe-
yoBuHM. 'H AMP (400MI'y, CDCl3): & 7,96-7,87 (M,
1H), 7,84-7,75 (m, 2H), 7,56-7,43 (m, 2H), 7,21 (4,
1H), 7,03 (ywwup, c, 1H), 1,48 (c, 9H).

TpeTto npombkHy cronyky, 1-(3-dpTopHadTaniH-
1-in)ninepasvH, oTpMMyBanM Takum YuMHoM. Po3umH
TpeT-0yTMIoBoro edipy (3-dbTOpHadTaniH-1-
in)kapbamiHoBoi kucrnomm (4,78r, 18,30mMMork) B
avxnopmeTaHi (30mn) i TPUdTOPOUTOBIN KUCIOTI
(10mMn) KMA'ATMAKN i3 3BOPOTHUM XOMOAMIIEHUKOM
npoTarom 2 roauH. Cymiww po36aBnsnu 4ieTUNoBUM
edipom i TBepay pevoBMHYy, LIO Bunana B ocaf,
36vpanm BakyyMHUM (DinbTpyBaHHSAM y BUrnsdi coni
T®O (2,137r). PinbTpat HewTpanisysamm 2H. KOH i
eKkcTparysanu guxropmertaHoMm. Ekctpaktv cywwmnm
Hag 6e3BogHMM NaxSO4, inbTpyBamm i KOHUEHTPY-
Banv 40 KOPUYHEBOrO 3anuLuKy. 3anuLoK ouunLLanm
KONMOHKOBOIO  Xpomatorpacdieto (5:1, rekca-
HW/eTunaueTaT) 3 oTpuMaHHaMm 3-dTopHadpTaniv-1-
inaminy (0,967r, 33%). Cinb T®O (2,137r) nepemi-
LLyBanm B reteporeHHomy po3umHi 2H. KOH (10mn) B
avxnopmeTaHi (20mn). OpraHiyHuWiA wap Bigginanm i
BOAHWIA Wap ekcTparysanu guxnopmeTtaHoM. O6'ea-
HaHi ekcTpakt cywwmmm Hag 6e3sogHnm NaxSOs,
(pinbTpyBanu i KOHUEHTpYBanu 3 OTPUMaHHAM goaa-
TKOBOIT KinbkocTi 3-pTopHadpTanin-1-inaminy (1,193r,
40%). 'H AMP (400Mru, CDCls): § 7,78-7,64 (m,
2H), 7,48-7,42 (m, 1H), 7,41-7,34 (m, 1H), 6,90 (4,
1H), 6,54 (g, 1H), 4,30 (ywwp, c, 2H).

PosunH  3-dTopHadTaniH-1-inaminy  (1,00r,
6,20mmork), voguay Hatpito (0,465r, 3,10mMMonb),
giisonponinetunaminy (0,30mn, 3,10MMomb) i rigpo-
xnopwuay 6ic(2-xnopetun)aminy (1,218r, 6,82mMmorns)
B xyniop6eH3oni (10mn) i 1-rekcaHoni (1Mn) HarpiBanu
npyn 150°C npoTAroM Houi. 3 KOPUYHEBOTO PO3YMHY
BMOANAMM PO3YMHHMK BaKyyMHOI MEPEeroHKo i 3a-
TNULLOK OXonoaxysanu 0o KiMHaTHOI TemnepaTtypu.
3anuwok po3basnsnm CYMiLLLLIIO rekca-
Hw/gieTunosui edip (1:1) | NoTiM AekaHTyBanm pos-
YMHHKK. JaHy npoueadypy MOBTOPOBanM, MNicrisi Yoro
TBEpPAY peyvoBuHy 36npanm BakyyMHUM QinbTpyBaH-
HAMm. KopuuyHeBy TBepAdy peyoBuHy po3baBrsnu cy-
Miwwo MeTaHos/xnopodopM i abcopbyBanm Ha
SiOg2, NoTiM 3aBaHTaXXyBam Ha KOJOHKY A4S XpoMa-
Torpadii (meTaHon/rigpokcug amoHito/xnopodopm,
8:1:91) 3 oTpMMaHHsIM KopudHeBOro Macra. Macno
posTvpanu B fdieTunosoMy edipi 3 OTpUMaHHAM
TpeTboi npombkHoi crnonyku (0,173r, 12%), y Burnsagi
KOPUYHEBOI TBEPAOl PEeYOBUHM. H AMP (400MTIw,
OMCO-de): 6 9,20 (ywwp, c, 1H), 8,10 (g, 1H), 7,88
(@, 1H), 7,60-7,41 (m, 2H), 7,02 (g, 1H), 3,20 (ywwp,
c, 4H), 3,05 (yuwmp, c, 4H).

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucTtoBytoun 1-(3-chTopHadbTaniH-
1-in)ninepasuH, 3 OTpMMaHHSAM BKa3aHOi B 3arorioB-
ky cronykn. 'H AMP (400Mru, CDCls): & 8,12 (a,
1H), 7,74 (g, 1H), 7,55 (ywwp, c, 1H), 7,50-7,39 (m,
2H), 7,37 (g, 1H), 7,14 (np, 1H), 6,86 (aa, 1H), 6,36
(@, 1H), 4,24 (1, 2H), 3,16 (ywuwp, c, 4H), 2,87 (T,
2H), 2,75 (ywwmp, c, 4H), 2,64 (1, 2H), 2,54 (T, 2H),
1,88-1,78 (m, 2H), 1,78-1,68 (M, 2H); ES MC: 449,12
(M+H)" (Touna maca: 448,23).
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Mpuknag, A71 - CuvHte3s 7-{4-[4-(2-
dTopHadTaniH-1-in)ninepasnH-1-in]6yToken}-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-oHy

Mepwy npomikHy crnonyky, 1-6pomHadpTaniH-2-
inamiH, oTpumMyBamu Takum YvHOM. [10 poO34uHy Ha-
dpTaniH-2-inamidy (1,03r, 7,2mmonb) B AM®PA gona-
Banu NBS (1,54r, 8,6mmork, 1,2ekB.). CyMiw Harpi-
Banu npu 110°C npoTsarom 2rod., 0XonompKysanm 4o
KiMHaTHOT Temnepatypu, po3unHsim B EtOAc
(150mn) i npomuBann Bogoto (3x50mn). OpraHiyHy
a3y cywmnu Hag NaxSOj i koHUueHTpyBanu. 3amm-
LWOK ouunwanm xpomartorpadieto Ha cwunikareni 3
OTPMMaHHSM MepLuoi  NpompkHoi cronyku  (1,12r,
70%) y Burnagi 4epBOHOI TBEPOOl PEYOBUHM. 'H
AMP (400Mrly, CDCIs): & 8,05 (g, J=5,8I'u, 1H),
7,70 (g, J=6,0l"u, 1H), 7,65 (g, J=6,0l"y, 1H), 7,58 (T,

J=52ry, 1H), 7,30 (1, J=5,1Tu, 1H), 7,00 (a,
J=6,1Tu, 1H), 4,40 (ywwmp, c, 2H).
Opyry NPOMBKHY cronyky, 1-6pom-2-

hTOopHadTaniH, OTpUMyBanu TakuMm YmHoM. [Jo oxo-
nompxkeHoro (0°C) posunHy 1-6pomHadTaniH-2-
inaminy (1,0r, 4,52mmorns) B TI® (1mn) gogasanu
48% HBF4 (10mn) i motim posdmH NaNO2 (0,49r,
13,58mmonb, 3ekB.) y Bogi (2mn). Mo 3akiHYEHHI
AoJ4aBaHHA cyMmill nepemiwysanm npu 0°C npoTsirom
1roa. i pogasann NaBF4 (2,49r, 22,6mmonb, 5ekB.).
Cywmili gaBanu 3irpituca Jo KiMHaTHOT TemMnepartypm
i inbTpyBanu Ti. Teepdy peyoBUHY MpomMuUBanu
eipoM i CyLLIMnM NPOTArOM HOYi Y BUCOKOMY BaKyy-
Mi 3 OTPMMaHHAM CcoOni Aia3oHito y BUrnsai 3eneHoi
TBEPAOI PEYOBUHN, SIKY BUKOPMUCTOBYBANM Ha HacTy-
NHiN cTagii. "H AmP (400MI'y, CDCI3): 8 8,60 (g,
J=6,8y, 1H), 8,55 (g, J=6,6Iu, 1H), 8,50 (a,
J=6,2l'u, 1H), 8,40 (g, J=6,4I'y, 1H), 8,20 (T,
J=6,7T"u, 1H), 8,10 (1, J=6,3I'u, 1H).

Martepian, oTpumaHuii Ha OCTaHHIn cTagii, cy-
cneHgyBamm B kcunoni (5mn) i kmn'aTunm i3 3BopoT-
HUM XOmnoAaunbHUKOM npoTtarom 1rogd. OTpumaHy
cyMmiw nigoaBanu xpomatorpadii Ha cwunikareni 3
OTPVYMaHHsIM ApYroi npoMbkHOi crnonyku (480wmr,
47%) y BUrmsAi KOBTOI TBEpOOi pPeyoBWMHW 3a ABi
cTagii. "H amp (400Mruy, CDCl3): 8 8,22 (g,
J=74Tu, 1H), 7,80 (m, 2H), 7,60 (T, J=6,2'u, 1H),
7,50 (1, J=6,0l"u, 1H), 7,30 (1, J=7,6I"U, 1H).

TpeTio NpomikHy cronyky, 1-(2-cdoTopHadTaniH-
1-in)ninepasvH, oTpMmMyBanM Takum YmHoM. Po3umH
Pd(OAc), (44,8wr, 0,2mMmorb) i 2-
(amumknorekcundocdiHo )oideHiny (70,0mr,
0,2mMonb) perasyBanm 6apboTtyBaHHAM Nz npoTs-
rom 20xB. [opaBanu 1-6pom-2-cpTopHadTaniH
(0,448r, 2mmomb) i 1-Boc-ninepasuH (0,446,
2,4mmonb) i notim NaOtBu (0,27r, 2,8mMmonb). Cy-
Miw Harpisarm go 80°C i Tpumanu npu aHin Tem-
nepatypi npotarom 16rog. PO34YuHHWK Buaansnu
NPV 3HWKEHOMY TUCKY | 3aIMLLIOK O4YMLLanM xpoma-
Torpacpieto Ha cwunikareni 3 OTPUMaHHAM TpeT-
6yTnnosoro ecipy 4-(2-¢pTopHadpTaniH-1-
in)ninepasuH-1-kap6oHoBoi kucrnotu (0,24r, 40%).

CymiLu TpeT-6yTMNoBoro edipy 4-(2-
dbTopHadTaniH-1-in)ninepasunH-1-kapboHOBOT KUCIO-
™ (1,051, 2,83MMmonb) | TOO (1Mn) B guxnopmeTaHi
(10Mn) KMN'ATMNN i3 3BOPOTHUM  XOTOAWITEHUKOM
npoTsarom 2rogd. PoO3uvHHUK BMgansnu npu 3Huxe-
HOMY TUCKY 3 OTPUMaHHSIM YOPHOI TBEPAO! peyoBu-
HU (1,05r), AKy pO34YMHANM B AUXIOpMETaHi (2mn) i
Jofasanu edip 3 0CaDKEHHsIM TPeTbOoi MPOMDKHOI
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cronyku (0,36r) y surmsigi coni T®O. 'H AMP
(400Mru, CDCIs): 5 8,75 (g, J=6,5I'y, 1H), 8,00 (g,
J=6,3l'y, 1H), 7,90 (m, 1H), 7,62 (m, 1H), 7,58 (m,
1H), 7,42 (1, J=6,6I"u, 1H), 3,60-3,10 (m, 8H).

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopucToBytoun 1-(2-cpTopHadpTaniH-
1-in)ninepasvH, 3 OTPMMaHHSAM BKa3aHOi B 3arorioB-
ky cronykn. 'H AMP (400Mru, CDCls): & 8,40 (a,
J=6,2l'y, 1H), 7,80 (g, J=6,0l"y, 1H), 7,60 (m, 1H),
7,55 (m, 2H), 7,42 (m, 1H), 7,37 (4, J=5,9Iy, 1H),
7,20 (m, 1H), 6,35 (g, J=6,3I'y, 1H), 4,25 (T,
J=4,5Iu, 2H), 3,50 (m, 2H), 3,10 (m, 1H), 2,95 (m,
2H), 2,85 (1, J=6,0l'u, 2H), 2,65 (1, J=7,2l'4, 2H),
2,50 (m, 2H), 2,40 (m, 2H), 1,85 (m, 2H), 1,75 (m,
2H).

Mpuknag A72 - CuHres  7-{4-[4-(6,7-
andTopHadTani-1-in)ninepasuH-1-in)6ytokcn}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

Mepwy npomMbkHY crnonyky, 6,7-audTop-3,4-
aurigpoHadTaniH-1-inosu edip TpudTOPMETaHCY-
NbOHOBOI KUCMOTKU, OTPUMYBanun Takum 4YuHom. [1o
oxonompkeHoro (-78°C) posduHy 6,7-andptop-3.4-
aurigpo-2H-HadpTaniH-1-ony  [3,64r,  20MMmoOrb,
Tetrahedron Lett. 2003, 44, 4007] B TI® (40mn)
popasanu LiIHMDS  (24mn, 24MMOrb) NpOTSIrom
10x8. OTpyMaHy cymiw nepemiwysanu npu -78°C
npotarom 1rog. i pgogaBanM  po3ymH  N-
deHInTpudTOpMETaHCYNMbOHIMIaY (8,59r,
24mmorb) B TT® (20mn). Cymiw nepemilyBanu npu
-78°C npotarom we 3roA., racunm HxO i ekcTtpary-
Bann EtOAc (3x50mn). O6'egHaHi opraHivHi hasu
CYLWMNKN | KOHUEHTpYBann 3 OTPMMaHHSAM MepLuoi
MPoOMikHOI crionyku  (6,28r, 100%). 'H SMP
(400Mry, CDCI3): & 7,20 (m, 1H), 7,00 (m, 1H), 6,05
(T, 1H), 2,80 (m, 2H), 2,50 (m, 2H).

Opyry NPOMDKHY CrosyKy, 6,7-
AndTopHadTaniH-1-inosun edip TpudpTOpMETaHCY-
Nb@OHOBOI KUCFOTW, OTPUMYBanu TakUM YUHOM.
Cywmiw 6,7-gndTop-3,4-gurinpoHadptaniy-1-inoBoro
edipy TpudTopmeTaHcynbOHOBOI kucrotn (6,28,
20mmorb) i DDQ (9,08r, 40mMmomnb) B AiokcaHi
(60Mn) kMM'ATMNM i3 3BOPOTHVMM XOJOAWITEHUKOM
npoTArom 24rof. i NOTIM OXOnoKyBanM Ao KiMHaT-
HOT TemnepaTtypu. PeakuiiHy cymiw posnoginanu
MiX rekcaHamu i Bogot. OpraHiyHun wap npomMmBa-
W, CYLUNIM | KOHLEeHTpyBanu. 3anuLuok nponyckanu
Yepe3 MOAYLUKY LeniTy, oYM rekcaHoMm, Lo
jano Apyry npompkHy crionyky (4,38r, 70%) y Bu-
rnsai XKOBTOI TBEpPAOl peyOBUHM. H amP (400MrI'y,
CDCl3): 8 7,80 (m, 2H), 7,70 (m, 1H), 7,50 (m, 2H).

TpeTio NPOMBKHY CMonyKy, 1-(6,7-
andTopHadTaniH-1-in)ninepasuH, oTpuMyBanu Ta-
KMM YmHOoM. MazonofibHun a3ot 6apboTyBanu Yyepes
po34uH 6,7-gudpTopHadpTanin-1-inoBoro edipy Tpu-
hTopMeTaHCY b (POHOBOI KMCnoTu (4,38r,
14,04mmorb ), 1-Boc-ninepasuHy (3,18r,
16,85mmonb), Pd(OAc), (0,31r, 1,4mmonb) i 2-
avuuknorekcundgocdiHobideHiny (0,49r, 1,4mmorb)
B Tomyoni (40mn) npoTtarom 10xB. [dopasanu
NaOtBu (1,89r, 19,66mmornb). OTpumaHy cymill Ha-
rpisarm npu 80°C npoTarom 2rof., OXONomKyBanm
0O KiMHaTHOi Temnepatypu, po3baenanu EtOAc
(40mn) i pinbTpyBanu Yepes nogywky Lenity. dinb-
TpaT KOHLUEHTPYBanu i 3anmLIOK o4MLwany XxpoMaro-
rpacpieto Ha cwunikareni 3 OTPUMaHHAM TpeT-
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6ytmnosoro  edipy  4-(6,7-gudTopHadTaniH-1-
in)ninepasunH-1-kapOoOHOBOI KUCTOTW.

Jo posunHy TpeT-OyTunosoro edipy 4-(6,7-
andTopHadTanin-1-in)ninepaswH-1-kapboHoBoi
kmucnotu (1,15r) B8 MeOH (10mMn) gogaBanu KOHLEH-
TpoBaHy HCI (4mn). OTpumaHy cymiw nepemillysa-
M npu KiMHaTHIN Temneparypi npoTtarom 16roAd. i
KOHUeHTpyBanu y Bakyymi. OTpumaHy TBepay peyo-
BMHY MpOMMBanNM HeBenmkol Kinbkictio MeOH i
edipy i cywumnm 3 OTpUMaHHAM TPeTbOl MPOMDKHOI
cnonykn (0,43r, 11% B pgBi cTagii). H AMP
(400MI'y, AMCO-de): & 9,30 (ywwmp, c, 2H), 8,10 (m,
2H), 7,70 (@, 1H), 7,50 (1, 1H), 7,30 (g, 1H), 3,40
(ywwp, c, 4H), 3,20 (ywwmp, c, 4H).

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npuknagy A1, BUKOPUCTOBYIOUN 1-(6,7-
andTopHadTaniv-1-in)ninepasvH, 3 OTPUMaHHSAM
BKasaHoi B 3aroroBky crionyku (0,25r, 75%). 'H
AMP (400Mly, AMCO-de): 8§ 10,30 (ywwmp, c, 2H),
8,05 (m, 2H), 7,70 (g, 1H), 7,50 (m, 2H), 7,26 (g, 1H),
6,40 (g, 1H), 4,22 (1, 2H), 3,60-3,10 (M, 10H), 2,80
(M, 2H), 2,50 (m, 2H), 1,90-1,70 (m, 4H).

Mpuknag, A73 - CuHTes 7-{4-[4-(7-
MeToKkcuHadpTaniH-1-in)ninepasuH-1-in]oyTtokcu}-3,4-
awvri apo-1H-[1,8]HacdTMpnanH-2-oHy

Mepwy npoMmiXHY crnonyky, TpeT-0yTunoBui
edip 4-(7-meToKCUHad TaniH-1-in)ninepasun-1-
KapOOHOBOT KWCIOTW, OTPUMYBanM TakUM YMHOM.
TpeT-6yTunosun edip 4-(7-rigpokcnHadpTaniH-1-
in)ninepasuH-1-kap6oHoBoi KMUCMOTK (2,0r,
6,10MMOSb) pO3YMHANM B OMMETUNCYbdoKcuai
(7mn) i pgopmaeanu rigpokcupg Hatpito  (366wmr,
9,14mmork). Cymiw nepemiwyBamm npoTtarom 5
XBUIMH | noTim pgopasanu metunvoaug (1,73r,
0,76mn, 12,20mmonb). PeakuiiHy cymilw nepemily-
Banuv npu KiMHaTHiA TemnepaTtypi NpoTaroMm 3 roAuvH,
racunu Bogot (20mn) i ekcTparyBanmm eTunaueTa-
ToM (20Mmn). OpraHiyHuiA Wap npomMvBanmM BOLOK
(2x20mn) i Hacn4yeHum po3umHom cori (20mn), cy-
wunn Hag 6e3BogHMM cynbdaToM HaTtpito, inbT-
pyBanu i KOHUEHTpyBanM y BakyyMmi 3 OTPUMAaHHSM
nepwoi npomixHoi cronyku (1,91r, 92%) y surnagi
oBToro macna. MC: ES+ 343,20 (M+1)+.

Opyry NMPOMBKHY CMosyKy, 1-(7-
MeTOoKcMHadpTaniH-1-in)ninepasuH, oTpMmyBanu Ta-
KAM  YmHOM.  TpeT-6yturnosun  edip  4-(7-
MeTOoKcuHad TaniH-1-in)ninepasunH-1-kap6oHOBOI
kucrotn (1,70r, 4,97MMOMb) PO3YMHANK B AMXIIOP-
mMeTaHi (10mn) i TpudpTOopOUTOBIN KUCTOTI (2Mn).
Cymilw nepemiwlyBanu npu KiMHaTHIN Temneparypi
npoTarom 24 roguH i NoTiM po3baenanu rekcaHamu
(50mn). TBepai pevyoBuHK 36Mpanu BakyyMHUM di-
NbTPYBaHHAM | MpomMuBanM rekcaHamu (2x30mn) 3
OTPVMMaHHSIM ApYroi NpoMbkHoi crnionyku (2,18r, kinb-
KICH.) y BUrnagi MnyprypHOro MOPOLLKY. H AMmP
(400Mry, AMCO-de): & 8,90 (c, 2H), 7,80 (a, 1H),
7,60 (g, 1H), 7,40 (c, 1H), 7,30 (1, 1H), 7,20-7,10 (m,
2H), 3,95 (c, 3H), 3,80-3,40 (m, 8H).

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BUKOPUCTOBYIOUN 1-(7-
MeTOoKcuHadTaniH-1-in)ninepasuH, 3 OTPUMMaHHAM
BKa3aHO| B 3arofioBKy CrOSyKW. "H amp (400Mru,
OMCO-de): 6 10,22 (c, 1H), 7,80 (g, 1H), 7,55-7 42
(m, 2H), 7,40 (c, 1H), 7,26 (1, 1H), 7,18 (g, 1H), 7,10
(@, 1H), 6,40 (g, 1H), 4,20 (1, 2H), 3,84 (c, 3H), 3,15-
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2,90 (m, 4H), 2,80-2,55 (M, 6H), 2,44-2,40 (M, 4H),
1,80-1,50 (M, 4H). MC ES+ 461,22 (M+1)".

Mpuknag A74 - CuHTes 7-{4-[4~(7-
xnopHacdptanin-1-in)ninepasuH-1-in]6ytokcu}-3,4-
aurigpo-1H-[1,8]Hadb TpuAnH-2-0Hy

Mepwy  npomikHy  crnonyky, 7-xnop-3,4-
aurigpoHadTaniH-1-inosun edip TpudTOpMETaHCY-
NbGOHOBOI KUCMOTW, OTPUMYyBanu Takum YmHoM. [Jo
NepMILLyBaHOro po34unHy 7-xrop-1-tetpanoHy (6r,
33,33mmonb) B cyxomy TI®d (140mn) npu -78°C po-
pasamm 1M posuuH Bic(TpumeTuncunin)amig niTito B
Tro (40mn, 40mmonb) npoTtarom 5xB. B atMocdepi
N2. PeakuiiHy cymiww nepemillyBany npoTarom 1roa.
i nonasanu OJHiI€El nopuieto N-
deHInTpudTOopMETaHCYNbOHIMIA (14,44,
40mmorb). PeakuinHin cymiwi gaesamm 3irpituca go
KiMHaTHOT TemnepaTtypu i nepemillyBanu ii NpoTArom
2ro. Po3unvHHVK Bumaananu y Bakyymi i 3anuuiok
po3unHsnu B EtOAc (200mn) i npomumBanu nocnigo-
BHO 2M NaOH, HO i HacuyeHnM po34rMHOM Cori.
CywiHHs Hag NaxSOq i ynaptoBaHHs y BakyyMi Aanm
kopuyHeBe Macrno. OunlleHHsi xpomaTorpadieto Ha
cunikareni (10% EtOAc:rekcann) gamno nepiuy npo-
MiKHy Cronyky y Burmsai macna (9,78r, 95%). 'H
AMP (400MIu, CDCIs): & 7,32 (@, 1H), 7,24 (aA,
1H), 7,12 (g, 1H), 6,06 (1, 1H), 2,84 (1, 2H), 2,53 (M™,
2H).

Opyry npombkHy crionyky, 7-xrnop-HadptaniH-1-
inosun edip TpudTOpMETaHCYNb(OHOBOI KUCMOTH,
OTpMMyBarM TakuMm uYuHOM. [O mepeMilyBaHoro
pPO34MHYy 7-xnop-3,4-avrigpoHadTaniH-1-iniosoro
edipy TpudTopMeTaHcynbgoHoBoi kucrnot (9,0r,
28,8mmore) B pgiokcani (150mn) popasamm 2,3-
avxnop-5,6-avuiaHo-1,4-6eH30XIHOH (13,0r,
57,7Mmmorb). PeakuiiHy cymill kun'atunm i3 3BopoT-
HUM XOTOAUIBHUKOM MPOTAroM 24roA. i Bugansamm y
BakyyMi po3uuHHuK. Jopasanu EtOAc (250mn), cy-
Miw npommearm HoO i HacM4yeHM po3ynHOM cori i
cywmnu Hag NaxSOs. YnaptoBaHHS y BakyyMi i Ko-
MoHKOBa  xpomatorpadis  OTPMMaHoOro  TeMHO-
KOPUYHEBOr0 Macra Ha cwrnikareni 3 enoloBaHHAM
rekcaHamu ganv /:lpyr}/ NPOMIXKHY CMOMyKy Y BUrMsAAi
macna (6,2r, 55%). 'H AMP (400MIu, CDCIs):
8,04 (g, 1H), 7,83 (m, 2H), 7,58-7,48 (m, 3H).

TpeTio NpOMBKHY crnomnyky, TpeT-6yTunosui
edip 4-(7-xnopHadptaniH-1-in)ninepasuH-1-
KapOOHOBOI KMCIOTW, OTPMMYBanmM TakMM YMHOM. Y
BUCYLLEHY B nevi Konby Beoaumm 1-boc-ninepasuH
(3,48r, 19,34mmonb), KsPO4 (4,78r, 22,56mmorb),
Pd(OAc), (0,361r, 1,61mmonb), 2-(au-TpeT-
6ytmndgocdiHo)biHacdpTvn (0,64r, 1,61mMmorb), T
(40mn) i 7-xnopHadpTaniH-1-inoBuii edip TpudTOP-
MeTaHcynboHoBOI kucrnotn (5r, 16,12mmonk). Me-
peMillytoun peakuifHy cymill npu KiMHaTHIN Temne-
patypi, Bugananu 3 Konbu noBiTPA | 3HOBY
HarnoBHioBanun Ti Nz. [JaHuin npouec noBTOpOBaru
Tpu pasu. PeakuinHy cymiw Harpisarm npu 80°C
npotarom 16roa. Oietunosuin ecbip gogasanu npu
KiMHaTHIN TeMmnepatypi i cymiw dinbTpyBanmm yepes
nodyLwky cunikareno. KopnyHeBe macno xpomartor-
padyBann Ha cunikareni, enoYn CYMILLLLIO Tek-
canu:xrnopodpopm (1:1) 3 nogansLLMM NeEpexoaom A0
xrnopodopmy (100%), 3 OTpUMaHHAM TpeTbOoi Mpo-
MDKHOI cronyku (3,651, 63%) y BMrmsigi KOPUYHEBOTO
macra. 'H AMP (400MI'y, AMCO-ds): 6 8,16 (g, 1H),
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7,96 (g, 1H), 7,68 (g, 1H), 7,55 (g, 1H), 7,52 (1, 1H),
7,21 (g, 1H), 3,61 (c, 4H), 2,98 (c, 4H), 1,42 (c, 9H).

YeTtBepTy NPOMDPKHY CronyKy, 1-(7-
xrnopHadpTanin-1-in)ninepasuH, oTpuMmyBanM TakuMm
ynHomMm. 1o po3duHy TpeT-6yTmnnosoro edipy 4-(7-
xrnopHacdpTanin-1-in)ninepasuH-1-kapboHOBOI  KUCIO-
™ (2,4r, 6,89mMMorb) B CH2Cl2 (20mn) npu 0°C po-
JaBanM no Kpannax TpudTOpoUTOBY  KUCIOTY
(5,24mn, 68,96MMonb). PeakuiiHy cymiw nepemity-
Banu Mpu KiMHaTHIN TemnepaTtypi NpoTaromMm 2roA. i
po3yMHHMK BunaptoBamm. [opgasaHHs EO pgamo
YeTBEPTY NMPOMDKHY CMOMyKy Yy Burnsai 6inoi amop-
tHoi comi T®O (1,8r, 73%). 'H AMP (400Mry,
OMCO-de): 6 8,82 (c, 2H), 8,19 (g, 1H), 7,98 (g, 1H),
7,73 (g, 1H), 7,57 (m, 2H), 7,24 (g, 1H), 3,54-3,11
(m, 8H).

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucTtoBytoumn 1-(7-xropHadpTaniu-
1-in)ninepasuH, 3 OTpMMaHHSM BKa3aHOi B 3arosioB-
ky crionyku. 'H AMP (400Mry, IMCO-de): & 10,28
(c, 2H), 8,12 (@, 1H), 7,98 (a, 1H), 7,74 (g, 1H),
7,58-7,49 (m, 3H), 7,28 (g, 1H), 6,38 (g, 1H), 4,24 (T,
2H), 3,64 (m, 2H), 3,50-3,14 (m, 8H), 2,78 (T, 2H),
2,48 (m, 2H), 1,96-1,75 (m, 4H).

Mpuknag, A75 - CuHTe3 7-{4-[4-(5-
xrnopHadptanis-1-in)ninepasuH-1-in]6ytokcu}-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-oHy

Mepwy npomibkHy crnonyky, 5-xrnopHadTaniH-1-
o, OTpMMyBanu TakuMm YMHOM. [JOo XONOAHOro pos-
4YuHy 5-amiHoOHadTaniH-1-ony B koHUeHTpoBaHin HCI
(100mn) i H2O (100mn) npu 0°C gopasanu Mo kpan-
nax po3umH NaNOz (12,36r, 190mmonb) B H2O
(20mn).  CsixonpurotoBanui  CuCl  (17,75r,
190MMOrb) po34uHANM B KOHUeHTpoBaHin  HCI
(20mn) | fopgaBanm oo peakuiiHoi cymili. PeakuinHa
CyMiLL CTaBana gyxe ryctolo, a 3Bepxy peakuivHoi
CyMiLLi 3HAXOAMBCS YOPHUM MiIHUCTUI MaTepian. Jo-
pasanm CH3CN (50mn), wo6 3pobutn peakuiiHy
CyMiLL roMoreHHot. PeakuinHy cymill goBoavMmm go
KiMHaTHOT TemnepaTypu i nepemiwyBamm npu 65°C
npotarom 20xB. OopaeBarm etvnauetaTt (500mn) i
opraHiyHui wap Bigginanu i npommBarm  HxO
(3x100Mn), HACMYEHNM PO3YUHOM COJTi, CYLUMNN Hag,
Na>SO4 i ynaptoBanm y Bakyymi. 30BCiM YOpHUIA Ma-
Tepian xpomaTtorpadysarnu Ha KOMOHLi 3 AioKCuaoM
KpeMHito, enototoun CHCIl3 3 noganbwmmM nepexo-
pom go CHCI3:MeOH (98:2), 3 oTpumaHHsAM nepLioi
NPOMiXKHOI cronykv y Burnsigi macna (4,16r, 19%).
'H AAMP (400Mru, CDCl3): & 8,18 (a, 1H), 7,82 (g,
1H), 7,59 (g, 1H), 7,42-7,37 (m, 2H), 6,86 (g, 1H),
5,96 (c, 1H).

Opyry npomikHy cronyky, 5-xnopHadTanin-1-
inosun edip TpudTOopMETaHCYNb(OHOBOI KUCMOTH,
OTPUMYBamM Takmm YMHOM. [JO XOSIOQHOIO PO34MHY
5-xnopHadptaniv-1-ony (3,7r, 20,78 Mmmornb) B CH2Cl2
(50mn) npu 0°C pomaBarm no  kparnax  EtsN
(5,78mn, 41,6mMmorb), @ noTiM TpUdTOPMETaHCY Mb-
doHoBui aHrigpua (5,24mn, 31,2mMmonb ). PeakuinHy
cymiw nepemiwysanu npu 0-5°C npotarom 30xB. i
popasanu HacudeHun NaHCO3 (50mn). OpraHivHui
Wwap Bigainanu i npoMuBanu HacU4eHUM PO34MHOM
NH4CI, Hacu4eHMmM po34mHOM comi i cylmnu Hapg
NaxSO4. YnaptoBaHHs Y BakyyMi i O4ULLEHHSI XpOMa-
Torpadieto Ha giokemgi kpemHito (3:1 Et,O/rekcann)
Aanu apyry npomikHy crionyky y Burnsgi 6estaps-
Horo macna (5,51, 85%). "H AMP (400Mru, CDCls):
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8 8,38 (g, 1H), 8,02 (g, 1H), 7,71 (g, 1H), 7,60 (m,
2H), 7,58 (g, 1H).

TpeTio NpPOMBKHY CrMomnyky, TpeT-6yTunoBui
edip 4-(5-xnopHadTaniv-1-in)ninepasunH-1-
KapbOHOBOT KUCINOTW, OTPUMYBANM TakUM YUHOM. Y
BUCYLLEHY B nedi konby BBoaunu 1-boc-ninepasuvH
(2,95r, 15,87mmor), KsPO4 (3,92r, 18,5mmornb),
Pd(OAc), (0,296r, 1,32mmornb), 2-(au-TpeT-
6ytmndgocdiHo)biHacdp™in (0,525r, 1,32mmornk), TIO
(40mn) i 5-xnopHadpTaniH-1-inoBuin edip TpudTOop-
MeTaHCynboHoBOI kucrotn (4,1r, 13,22mMmonb).
Mepemilyioum peakuiiHy cymill Npu KiMHaTHIN TeM-
neparypi, Bugansnm 3 konowv nosiTps i 3HOBY 3arnoBs-
HioBarm 11 No. [aHy npoueaypy noBToptoBanu Tpwu
pa3u. TemnepaTypy peakuiiHoT cymilli JoBoAUM A0
80°C i nepewmiwyBanu npotarom 18roa. Oogasanu
JieTunoBuin edip NpuU KiMHaTHIN Temneparypi i cy-
Mill ginbTpyBamm yepes3 noaywky cunikareno. Ko-
PUYHEBMI MACMSHUCTUI MaTepian oyunwani xpoma-
Torpacpieto Ha KOMOHUi 3 [iOKCMOOM  KPEMHIto,
€mioIYM  CyMiLILLKD rekcaHu:xnopodopm (1:1) 3
noganswmM nepexogoM go xriopodopmy (100%), 3
OTPUMaHHSAM TpeTboi MpoMbkHOI crnonyku (1,75r,
41%) y BurMsAi KopudHeBoro Macna. 'H SAMP
(400Mrly, OMCO-ds): 5 8,18 (g, 1H), 7,90 (g, 1H),
7,68 (g, 1H), 7,58 (7, 1H), 7,53 (1, 1H), 7,22 (g, 1H),
3,61 (c, 4H), 2,97 (c, 4H), 1,42 (c, 9H).

YeTBepTy NPOMDKHY CronyKy, 1-(5-
xrnopHadpTanin-1-in)ninepasuH, oTpuMyBanM HacTy-
MHUM YMHOM. [10 po34uHy TpeT-OyTunosoro edipy 4-
(5-xnopHadptanin-1-in)ninepasuH-1-kapboHOBOI  Ku1C-
not (1,85r, 5,35mmons) B CH2Cl> (10Mn1) npu 0°C
Jopasanu no Kpannax TpudpTopmeTaHcynbdOoHOBY
kucrnoTy (4,1mn, 53,5mMmork). PeakuinHy cymiw ne-
pemilyBanu npu KiMHaTHIN TemnepaTtypi MpoTarom
2rof. i po34YMHHKK yraptoBanu y Bakyymi. [lonasaH-
Hs1 Et2O gano 4yeTBepTy NPpOMBKHY CNonyKy y BUrnsagi
6iroi amopdHoi TBepaoi peuosuHN (1,51, 80%). H
AMP (400MI'u, AMCO-de): & 8,84 (c, 2H), 8,19 (a4,
1H), 7,97 (a, 1H), 7,74 (g, 1H), 7,64 (1, 1H), 7,54 (T,
1H), 7,34 (g,1H), 3,54-3,11(m,8H).

CnipyBann metoguui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucTtoBytoumn 1-(5-xnopHadpTaniu-
1-in)ninepasuH, 3 OTpMMaHHSAM BKa3aHOi B 3arorioB-
ky crionyku. 'H AMP (400Mru, AMCO-de): & 10,76
(c, 1H), 10,29 (c, 1H), 8,21 (g, 1H), 7,98 (g, 1H),
7,74 (g, 1H), 7,68 (1, 1H), 7,54 (m, 2H), 7,36 (g, 1H),
6,37 (g, 1H), 4,24 (1, 2H), 3,63 (M, 2H), 3,52-3,13 (Mm,
10H), 2,78 (1, 2H), 1,98-1,68 (M, 4H).

Mpuknag A76 - 7-{4-[4-(6-xnopHadTaniH-1-
in)ninepasuH-1-in]oytokcu}-3,4-gurinpo-1H-
[1,8]Hadb TMPUANH-2-0HY

MpomikHy  crnonyky, 1-(6-xnopHadTaniH-1-
in)ninepasvH, oTpUMyBanM TakuMm YMHOM. [poMiXKHY
CrornyKy oTpumyBanu 3 6-amiHoHadTaniH-1-ony cno-
cobom, onmMcaHuM BuLle B npuknagi A75. "H amP
(400Mry, OMCO-de): 5 8,91 (c, 2H), 8,18 (g, 1H),
8,03 (g, 1H), 7,66 (a, 1H), 7,52 (m, 2H), 7,22 (g, 1H),
3,41 (c, 4H), 3,21 (c, 4H).

Crnigysanu meToauui BiGHOBHOIMO amiHyBaHHSA 3
npuknagy A1, BukopucToBytoumn 1-(6-xropHadpTanit-
1-in)ninepasuH, 3 OTPMMaHHSIM BKa3aHOi B 3aroioB-
ky crionyku (0,50r, 60%), T. nn. 215-216°C. '"H AMP
(400Mry, AMCO-dg): 8 10,66 (c, 1H), 10,22 (c, 1H),
8,18 (g, 1H), 8,03 (a, 1H), 7,64 (a, 1H), 7,58 (m, 3H),



119
7,22 (g, 1H), 6,38 (g, 1H), 4,22 (71, 2H), 3,62 (m, 2H),
3,51-3,09 (m, 10H), 2,78 (1, 2H), 1,98-1,72 (m, 4H).

Mpuknag A77 - 7-{4-[4-(8-xnopHadTaniH-1-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8]Hadb TMpUANH-2-0HY

Mepwy npomikHy crnonyky, 8-6pomHadpTaniy-1-
inamiH, oTpumyBanmM Takum 4YuHOM. A3ug HaTpilo
(7,81r, 120Mmorb) foAaBanu nopuUisiMu 10 cycneHxsii
8-6poMHadhTaniH-1-kapboHoBoI KUCIOTK (5r,
19,92mMmonMb) B KOHUeHTpoBaHih HoSO4 (17,5mn) i
CHCI3 (17,5mn) npu 45°C. PeakuinHy cymiw nepe-
Miwysanm npotsarom 1,5roa. i Bogi (150mn) gopasa-
M npu KiMHaTHIN TemnepaTtypi. Cymiw nignyxysanu
rigpokcngom amoHito i ekctparysamm CHCIz. OpraHi-
YHun wap cywmm Hag NapxSO4 i ynapioBamm 3
OTPUMaHHAM MEepLUOT MPOMIXKHOI CMONYKU Yy BUrNA4i
KOpU4HeBOro Macria (4,48r, 99%). 'H AMP (400Mrwu,
CDCl3): 6 7,68 (aa, 1H), 7,62 (aa, 1H), 7,24 (m, 2H),
7,13 (1, 1H), 6,74 (xB., 1H), 5,20 (c, 2H).

Opyry NPOMDPKHY CronyKy, 1-6pom-8-
xrnopHadTaniH, oTpuMyBann HacTymHUM YnHOM. [o
XOMogHOro  po3dmHy  8-GpomHadpTaniH-1-inamiHy
(4,48r, 20mmornb) B KoHueHTpoBaHin HCI (30mn) i
H2O (25mn) npn 0°C gogaBanm no Kpannsax po3yvH
NaNO2 (3,45r, 50mmonb) B H2O (10mn). Cebkonpu-
rotoBaHun CuCl (13,86r, 140MmOsb) pO34MHANM B
KoHueHTpoBaHin HCI (15mn) i gogaBamm oo peak-
LiHOT cymiwi. PeakuiiHy cymiw gosoaunu o Kim-
HaTHOi TemnepaTtypu i nepemiwysarmm npu 65°C
npoTtarom 30xB. OopaBarm eTtvnauetaT (250mn) i
opraHiyHu wap Bigginanu i npommBanm  HxO
(3x100Mn), HACMYEHNM PO3YMHOM COJi, CYLUMNN Hag,
NaxSO4 i ynaptoBanm y Bakyymi. 30BCiM YOpHMIA Ma-
Tepian ouvianu xpomatorpadieto Ha giokcugi kpe-
MHito, entototoun CHCIl3 3 noganbwmm nepexonom
8o CHCI3:MeOH (98:2), 3 oTpumaHHaM gpyroi npo-
MiKHOI Crionyku y Burmsai macra (2,95r, 72%). 'H
AMP (400Ml'y, CDCl3): 8 7,92 (ga, 1H), 7,82-7,75
(m, 2H), 7,65 (oa, 1H), 7,36 (T, 1H), 7,26 (kB., 1H).

TpeTio NpoMmixkHy crnonyky, 1-(8-xnopHadptani-
1-in)ninepasuH, oTpMMyBanM TakMum YMHOM. Y BUCY-
WeHy B nedi kondy Beogunm 1-boc-ninepaswH (1,2r,

6,47vmMorb), NaOtBu (0,724r, 7,54Mmorb ),
Pd(OAc)2 (0,12r, 0,539mmornb ), 2-
(amumknorekcundocdiHo )bicbeHin (0,12r,
0,539mmornb), Tonyon  (15mn) i 1-6pom-8-

xropHadptanit  (1,3r, 5,39mmornb). TMNepemityroun
peakuiiHy CcyMmill npu KiMHaTHIA Temnepartypi, Buaa-
nanu 3 konbu noBsiTpsa i 3HOBY ii 3anoBHOBamM Na.
[aHy npoueaypy nosToptoBanu Tpu pasu. PeakuinHy
cymiw nepemiwysanm npotarom 3rog. npu 80-90°C.
Hdopnasann gietunoBuin edip Npu KiIMHATHIA Temne-
paTtypi i cymMill ginbTpyBanu Yepes nodyLky cunika-
rero. KopuyHeBMn MacnsaHUCTUIA MaTtepian ouyuna-
nm  xpomatorpacpieto  Ha  giokcudi  KpemHito,
enioYn  cymilLlo rekcaHu:xnopodopm (1:1) 3
noganswmum nepexogom o 100% xrnopodopmy, 3
OTpUMaHHsM  TpeT-OyturnoBoro  edipy  4-(8-
xrnopHacdptanin-1-in)ninepasuH-1-kapboHOBOI  KMCIO-
™y BUrIsAi macna (1,355, 72%). 'H SIMP (400Mrw,
CDCl3): & 7,73 (pa, 1H), 7,56 (aa, 1H), 7,52 (aa,
1H), 7,42 (1, 1H), 7,34 (1, 1H), 7,18 (ag, 1H), 4,16
(c, 2H), 3,38 (c, 2H), 3,22 (m, 2H), 2,76 (m, 2H), 1,45
(c, 9H).

o posuuHy TpeT-6yTunosoro edipy 4-(8-
xnopHacdptanin-1-in)ninepasuH-1-kapboHoBOI  KMCIO-
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™ (1,34r, 3,87mmonb) B CH2Cly (10mn) mpu 0°C
JofaBanu Mo Kpannsx TpudpTopouToBY KUCIOTY
(2,94mn, 38,7mMmornb). PeakuinHy cymill nepemilly-
Banuv npu KiMHaTHIn Temnepatypi npotarom 1,5rog. i
PO34YMHHUK BUMaptoBamm y Bakyymi. [JogasaHHsA Et20
[aro TpeTio NPOMPKHY CronyKy y Burnsai 6inoi amo-
pcHOi TBepAoi peuoBuHn (1,03r, 74%). 'H AMP
(400Mrly, OMCO-ds): 3 8,92 (c, 1H), 8,71 (c, 1H),
7,92 (na, 1H), 7,76 (@, 1H), 7,62 (aa, 1H), 7,54 (T,
1H), 7,46 (m, 1H), 7,33 (np, 1H), 3,44-3,27 (m, 4H),
3,20-2,91 (m, 4H).

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopucToBytoumn 1-(8-xnopHadptaniH-
1-in)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B 3arorioB-
Ky cronykm (0,303r, 48%). 'H AMP (400Mru,
OMCO-de): 6 10,31 (c, 1H), 10,21 (c, 1H), 7,94 (aa,
1H), 7,76 (n, 1H), 7,62 (ag, 1H), 7,54 (m, 2H), 7,46
(t, 1H), 7,32 (g, 1H), 6,38 (g, 1H), 4,22 (7, 2H), 3,62
(m, 2H), 3,44-3,22 (m, 8H), 3,08 (m, 2H), 2,79 (m,
2H), 1,92-1,72 (m, 4H).

Mpuknag A78 - 7-{4-[4-(7-aueTunHacpTaniy-1-
in)ninepasuH-1-in)oytokcu}-3,4-gurinpo-1H-
[1,8]Hadb TMpUANH-2-0HY

Mepwy npomixHy cromnyky, TpeT-O0yTunoBuii
edip 4-(7-TpucbTopMETaHCYINbOHINOKCUHad TaniH-
1-in)ninepasunH-1-kapboOHOBOI KUCIOTW, OTPUMYBaNU
TakuM  YuMHOM.  TpeT-OyTunoBun edip  4-(7-
rigpokcuHadpTanin-1-in)ninepasuH-1-kapboHOBOT
kucrnoTtu (2,00r, 6,09MMOnb) PO34MHANN B AMXIIOP-
MeTaHi (30mn) i popaBanu TpuetunamiH (1,23r,
1,70mn, 12,2mMmornb). Cymiw oxonompkysarm go 0°C
i gogaBanu no Kpannsx TpudTopMeTaHCynbdOHO-
BUM aHrigpug (2,58r, 1,54mn, 9,15mMmonb). Cymiw
nepemiwysanu npu 0°C npotarom 30 XxBWUIMH | Ao-
Aasamm Boay (20mn). OpraHiYHUi Wwap npomMuBanu
HacuveHum BikapboHaTtom HaTpito (20mn) i Hacuye-
HUM pO34MHOM coni (20mn), cywmnnm Hag, 6e3BoaHUM
cynbartomM marHito, inbTpyBanu i KOHUeHTpyBanu
y BaKkyyMmi. HeouuleHe mMacro ouuwanu KOJIOHKO-
Bolo xpomartorpadpieto (5:1, rekcaHw/eTnnauerar) 3
OTPMMaHHSM MepLUoi  MpPoMPKHOI cronyku (2,50r,
89%) y BUIMAAI opaHXeBOro macna, sike 3aTBeppi-
Baro. 'H AMP (400Mru, IMCO-dg): & 8,20-8,10 (m,
2H), 7,78 (g, 1H), 7,65-7,50 (m, 2H), 7,30 (g, 1H),
3,80-3,40 (m, 4H), 3,05-2,90 (m, 4H), 1,40 (c, 9H).

Opyry crnonyky, 1-(8-ninepasuH-1-inHadpTanin-2-
in)eTaHoH, OTpMMYyBanM HacTyMHUM 4YMHOM. TpeT-

OyTnoBun edip 4-(7-
TpUdTOpMETaHCYMbOoHINokcuHadpTaniH-1-

in)ninepa3uH-1-kap6oHoBoiI KMUCMOTK (2,50r,
5,44MMoONb)  po3dMHANM B AuMeTundopmamigi

(15mn) i po3unH perasyBarmm npoTtaroM 30 XBUMWH.
HopaBann nocnigoBHo Tpuetunamin (1,10r, 1,52mn,
10,87mmonb), npocTuid ByTuneiHinosun edpip (2,72r,
3,50mn, 27,17mmork), auetatr nanagio (61wr,
0,27vmore) i 1,3-6ic(audeHindocdiHo)nponaH
(112mr, 0,27MMonb) i cymiw HarpiBarm go 80°C i
nepemillyBanu npoTarom 3 roguH npu AaHii temne-
patypi, micns 4oro TemnepaTtypy 3HWKyBanu Ao
40°C i cymiw nepemiwyBamm npotsarom we 15 ro-
OWH, MOTIM OXONoMKYyBanM A0 KiMHaTHOI Temnepa-
Typu. Cymill ekcTparyBanu gnxropmeTtaHoM (30mn)
i opraHiyHun wap npomuBanm Bogok (3x30mn) i
Hacu4yeHnMm po3ymHom coni (30mn), cywwmnu Hag,
0e3B04HVM CynbdatoM MarHito, QinbTpyBanm i KoH-
LeHTpyBanu y Bakyymi. HeouueHe macno @inbT-
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pyBanu yepes KopoTKy Mpo6Ky cunikarernto, entoroto-
yn cymiwwio (3:1) rekcaHu/eTunaueTat 3 OTPUMaH-
HAM  cymiwi TpeT-OytmunoBoro edipy 4-[7-(1-
6yTokcuBiHIN)HadTaniH-1-injninepasuH-1-
KapbOHOBOI kncnoTn i TpeT-6yTunoBoro edipy 4-(7-
aueTunHadTaniH-1-in)ninepasuH-1-kapOoHOBOI  KnC-
notu (2,14r).

OTpuMaHy cymiw (2,14r) po34MHAIM B CyMiLli
anxrnopmeTaHy (4mn), TpudTOPOLTOBOI  KMCIOTU
(3mn) i Bogm (1mn) i nepemiwyBanu Npu KiMHaTHIN
Temnepartypi npoTtarom 4 roguH. Cymiw ynaptosanu
y Bakyymi i gogasamm rekcanu (30mn). Ocag Biadi-
NbTpOBYBanM i npoMuBanu rekcaHamu (20mn) 3
OTPMMaHHSIM ApYroi MPOMDPKHOI cronyku (2,1r, Kinb-
KiCH.) Yy BUrMsAai oparxeBoi TBepaoi peqoBuHU. H
AMP (400Mrly, AMCO-dg): & 8,95 (c, 1H), 8,70 (c,
1H), 8,05-7,98 (m, 2H), 7,76 (g, 1H), 7,60 (1, 1H),
7,30 (g, 1H), 3,50-3,30 (m, 4H), 3,30-3,10 (m, 4H),
2,75 (c, 3H).

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucToBytoun 1-(8-ninepasuH-1-
inHadTaniH-2-in)eTaHoH, 3 OTPUMaHHSM BKa3aHOi B
3arornoBky crionykt. 'H SIMP (400MIu, CDCla): &
8,85 (c, 1H), 8,00 (a4, 1H), 7,85 (g, 1H), 7,60-7,50 (m,
3H), 7,38 (g, 1H), 7,18 (g, 1H), 4,24 (1, 2H), 3,25-
3,10 (m, 4H), 2,86 (1, 2H), 2,85-2,76 (m, 4H), 2,75 (c,
3H), 2,64 (1, 2H), 2,55 (1, 2H), 1,90-1,70 (m, 4H).
MC ES+ 473,24 (M+H)".

Mpuknag, A79 - CuHtes 7-{4-[4-(6-
aueTtunHadTaniH-1-in)ninepasuH-1-in)6yTokcu}-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-ony

MpombkHy CronyKy, 1-(5-ninepa3uH-1-
inHadTaniH-2-in)eTaHoH, OTPMMYBanM TakMm YUHOM.
MpombkHy cronyky oTpumyBanu 3 TpeT-0yTWUIIOBOrO
edipy 4-(6-rigpokcmHad TaniH-1-in)ninepaswH-1-
KapOOHOBOT KWCIOTM 3@ MEeTOAMKOI, OMWUCaHOK B
npuknaai A78. 'H SIMP (400Mry, AMCO-de): 5 8,90
(c, 1H), 8,65 (c, 1H), 8,20 (a, 1H), 7,98 (g, 1H), 7,86
(@, 1H), 7,60 (1, 1H), 7,36 (4, 1H), 3,60-3,18 (m, 8H),
2,70 (c, 3H).

Cnigysanu metoauui BiGHOBHOIMO amiHyBaHHSA 3
npuknagy A1, BukopuctoBytoun 1-(5-ninepasun-1-
inHadTaniH-2-in)eTaHoH, 3 OTPUMaHHAM BKa3aHOi B
3arornoBky crionyku (366mr, 83%). 'H AMP (400MIy,
OMCO-dg): 6 10,30 (c, 1H), 8,70 (c, 1H), 8,20 (g,
1H), 7,99 (g, 1H), 7,88 (a, 1H), 7,60 (1, 1H), 7,54 (g,
1H), 7,36 (g, 1H), 6,40 (g, 1H), 4,20 (1, 2H), 3,80-
3,60 (m, 6H), 3,40 (1, 2H), 3,30-3,10 (m, 4H), 2,80 (T,
2H), 2,70 (c, 3H), 1,96-1,70 (m, 4H). MC ES+ 473,19
(M+H)" (TouHa maca: 472,25).

Mpuknag A80 - CuHTes 7-{4-[4-(5-
aueTtunHadTaniH-1-in)ninepasuH-1-in)6ytokcn}-3,4-
aurigpo-1H-[1,8]Hadb TpMAUH-2-0HY

MpombkHy CrosyKy, 1-(5-ninepasun-1-
inHadpTaniH-1-in)eTaHoH, OTPMMYBanM Takum YUHOM.
MpombkHy cronyky oTpuMmyBanu 3 TpeT-0yTunosoro
edipy 4-(5-rippokcuHadpTanit-1-in)ninepasuH-1-
KapOOHOBOT KMCMOTW MO METOAMLi, OnuCaHin B Mpu-
knagi A78. 'H SSMP (400Mru, CDCl3): & 8,80 (ywmp,
c, 2H), 8,42 (g, J=7,7T"u, 1H), 8,35 (g, J=7,8'y, 1H),
8,12 (g, J=7,0l'u, 1H), 7,65 (m, 1H), 7,57 (m, 1H),
7,25 (g, J=6,8I'y, 1H), 3,60-3,10 (m, 8H).

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy A1, BukopuctoBytoun 1-(5-ninepasuh-1-
inHadpTaniH-1-in)eTaHoH, 3 OTPUMaHHAM BKa3aHOi B
3aronoBky crionykun (0,41r, 76%). 'H SAMP (400Mrw,
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CDClz): 8 10,05 (c, 1H), 8,40 (g, J=7,8Iu, 1H), 8,30
(@, J=7,5I'u, 1H), 8,13 (g, J=6,6I"u, 1H), 7,70-7,50
(m, 3H), 7,30 (g, J=6,5Tu, 1H), 6,40 (A, J=79Iyu,
1H), 4,30 (1, J=3,2l'y, 2H), 3,70 (m, 2H), 3,60-3,20
(m, 8H), 2,80 (1, J=8Iy, 2H), 2,70 (c, 3H), 2,50 (m,
2H), 2,00-1,80 (m, 4H).

Mpuknag A81 - CuHTes 7-{4-[4-{4-
auetunHadTaniH-1-in)ninepaswH-1-in]6yTokeu}-3,4-
aurigpo-1H-[1,81HadTMpnanH-2-oHy

MpombkHy CronyKy, 1-(4-ninepasuH-1-
inHadpTaniH-1-in)eTaHoH, OTPMMYyBanM Takum YUHOM.
MpombkHy cronyky oTpumysanu 3 TpeT-OyTUIOBOro
edipy 4-(4-6pomHadpTanin-1-in)ninepasuH-1-
KapbOHOBOT KMCMOTM MO METOAMLI, ONMCaHIn B Mpu-
knaai A78. 'H AMP (400Mry, IMCO-de): & 8,90 (c,
2H), 8,80 (g, 1H), 8,20 (g, 1H), 8,10 (a, 1H), 7,60 (m,
2H), 7,20 (g, 1H), 3,45 (c, 4H), 3,25 (c, 4H), 2,65 (c,
3H).

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHsI 3
npuknagy A1, BukopucToBytoun 1-(4-ninepasuH-1-
inHadTaniH-1-in)eTaHOH, 3 OTPUMaHHSIM BKa3aHOi B
3aronoBky crionyku (0,40r, 80%). 'H SAMP (400Mry,
OMCO-de): 3 10,40 (c, 1H), 10,25 (c, 1H), 8,80 (a4,
1H), 8,20 (m, 2H), 7,60 (m, 2H), 7,50 (g, 1H), 7,20 (4,
1H), 6,40 (g, 1H), 4,23 (m, 2H), 3,80-3,20, 10H),
2,80 (m, 2H), 2,70 (c, 3H), 2,50 (m, 2H), 2,00-1,75
(m, 4H).

Mpuknag, A82 - CuHTes 7-{4-[4-(2-
aueTunHadTaniH-1-in)ninepasut-1-in]6yTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnNH-2-oHy

MpomikHy CronyKy, 1-(1-ninepasuH-1-
inHad TaniH-2-in)eTaHoH, OTPMMYBanM TakMM YUHOM.
MpombkHy cronyky oTpumyBanu 3 TpeT-0yTUIOBOro
edipy 4-(2-rippokcuHadTanin-1-in)ninepasuH-1-
KapOOHOBOI KWCIOTW 33 MEeTOAMKOK, OMWCaHOoK B
npuknaai A78. 'H SAMP (400Mry, AMCO-de): & 8,35
(m, 1H), 8,00 (m, 1H), 7,80 (m, 1H), 7,60 (m, 3H),
3,40-3,20 (m, 8H), 2,70 (c, 3H).

CnigyBann metoguui BiQHOBHOIO amiHyBaHHs 3
npuknagy A1, BukopucToBytoun 1-(1-ninepasuH-1-
iNnHadTaniH-2-in)eTaHoH, 3 OTPUMaHHAM BKa3aHOi B
3aromnoBky crionykn. 'H AMP (400MIy, AMCO-de): &
12,90 (c, 1H), 8,30 (c, 1H), 7,90 (m, 2H), 7,80 (m,
1H), 7,70-7,50 (m, 3H), 7,45 (m, 2H), 6,40 (a4,
J=6,5'u, 1H), 4,40-4,10 (m, 4H), 3,70 (m, 2H), 3,40-
3,00 (m, 6H), 2,90 (m, 2H), 2,67 (m, 5H), 2,40-1,90
(m, 4H).

Mpuknag A83 - CuHTtes 8-{4-[4-(7-0kco-5,6,7,8-
TeTparigpo-[1,8]Hadb TMpnanH-2-inokcn)oyTun] nine-
pa3uh-1 -in} Had TaniH-2-kapOoHITPUN

Mepwy npombkHy crnonyky, 6eH3unoBui edip

(7-uiaHoHadTaniH-1-in)kapb6amiHoBoi KMCroTu,
oTpUMyBarnu TaKum YMHOM. Apnykt
Tpuc(anbeHaunigeHaueToH)gunanagito(0) i xmopo-
dopmy (0,24r, 0,23mmorb ), 1,1'-
Oic(amdeHindocadiHo)depoueH (1,04r, 1,87Mmornb),
KCN (3,05r, 47 Ommorb ), 8-

©eH3wurnokcrkapboHinamiHoHad TaniH-2-inosun - edip
TpUTOPMETaHCYMb(OHOBOI KMCrnoTu (10r,
23,52mmornk) i NMP (20mn) o6'egHyBanu nocnigos-
HO i MepeMmillyBanun npu KiMHaTHI TeMnepaTtypi Npo-
TAroMm 20 XBUNWH, AOTU, MOKU HE YTBOPMBCS XOBTUN
KOMMNMEKCHUA MPOAyKT peakuii. PeakuinHy cymiL
nepemiwysanu npotsarom 1rogd. npu 80°C i noTim
OoXonompKyBanu Ao KiMHaTHOT TemnepaTtypu. TeMHo-
KOPUYHEBY peakuiHy CyMmill oyuwann xpomartor-
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pacdieto Ha Aiokcuai KpeMHito, ertoloyn CyMILLLLIO
rekcaHn:EtOAc (8,5:1,5) 3 noganbwmm nepexoaomM
no cymiwi rekcaHun:EtOAc (8:2), 3 oTpumaHHaM
nepwoi npomikHOi cronyku (5,81r, 82%) y Burnaai
KOPUYHEBOro Macna, sike 3aTBepiBano npu CTOSHHI
npu KiMHaTHIn Temneparypi. 'H amP (400Mr b,
CDClz): & 8,34 (c, 1H), 7,93 (a, 2H), 7,70 (4, 1H),
7,62 (m, 2H), 7,46-7,32 (M, 5H), 5,24 (c, 2H).

Opyry npombkHy crionyky, 8-amiHoHadpTaniH-2-
KapOoHiTpun, oTpuMyBamm Takum YmHom. o 6eH3n-
nosoro edipy (7-uiaHoHadTanin-1-in)kapb6amiHoBoi
kucrnotn (5,81r, 19,23mmonb) gopasamm 33% HBr B
HOAc (35Mn) i cymMill nepemillyBanm npu KiMHaTHIl
Temnepartypi npotsrom 6rog. Jogasanm Et20 i npo-
OYKT KpucTanisysanu y Burnsagi XoBTol TBepAdoi pe-
YOBMHW. TBepAy peuvoBMHY MpOMMBaTM Tpu pasu
Et:O 3 oTpvMaHHsM Apyroi MpOMBKHOI CMonyKu
(4,22r, 88%) y Burnsai >K0BTOI TBEPAOI PEYOBUHM.
'H AMP (400Mry, IMCO-de): & 8,68 (c, 1H), 8,16
(@, 1H), 7,86 (m, 2H), 7,69 (1, 1H),7,49(a, 1H).

TpeTio npomMikHy crionyky, 8-ninepasuH-1-
inHadTaniH-2-kapOoHITPMNA, OTPUMYBanM TaknUM 4Yu-
HoM. Cymiw 8-amiHoHadTaniH-2-kapboHiTpuny (1r,
4,03mmorb), Oic(2-xnopeTun)amiHrigpoxnopugy
(0,778r, 4,4mmonb), Nal (0,299r, 2,01mMmonb) i 1-
rekcaHony (1mn) B xrop6eHsoni HarpiBanv npu
140°C npoTsarom 20roa. PeakuinHy Cymill KOHLIEHT-
pyBanu i 3anuwoK nepeMiwlyBann 3i CYMIiLLLLO
Et,O:rekcanm (1:1), nicnst YOro po34YMHHVK OEKaHTYy-
Banu. KopuiHeBuii maTepian ouuwanus xpomartor-
pacdpieto Ha giokcuai KpeMmHito, enooYm CyMILLLLIO
MeOH:CHCI3 (3:97) 3 noganbwmm nepexogom Oo
cymiwi MeOH:CHCI3:NH3 (10:89:1), 3 oTpyMaHHsIM
TpeTboi npombkHoi cronyku (0,751, 79%) y surnagi
sicHo-xoBToro macrna. 'H AAMP (400Mru, CDCls): &
8,79 (c, 1H), 8,64 (c, 1H), 8,13 (g, 1H), 7,80 (m, 2H),
7,64 (1, 1H), 7,37 (g, 1H), 3,62 (m, 2H), 3,42 (m, 2H),
3,12-3,05 (m, 4H).

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHSA 3
npuknagy A1, BuUKOpUCTOBYOUM 8-minepasuH-1-
inHadTaniH-2-kapOoHITPMA, 3 OTPMMaHHAM BKa3aHoi
B 3aroroBky cronyku (0,245r, 37%). 'H AMP
(400Mry, OMCO-de): 5 10,21 (c, 1H), 8,64 (c, 1H),
8,14 (g, 1H), 7,82 (m, 2H), 7,69 (1, 1H), 7,52 (g, 1H),
7,36 (g, 1H), 6,38 (a, 1H), 4,22 (1, 2H), 3,82-3,15 (m,
12H), 2,79 (m, 2H), 1,96-1,76 (m, 4H).

Mpuknag A84 - CwuHted N-(8-{4-[4-(7-okco-
5,6,7 ,8-Tetparigpo-[1,8]Hadp TMpuanH-2-
inokcn)6yTunjninepasuH-1-infHad TaniH-2-
in)aueTamigy

CnigyBanu metoauui BiJHOBHOIMO amiHyBaHHS 3
npuknagy A1, BukopwuctoBytoun N-(8-ninepasuh-1-
inHadpTaniH-2-in)auetamig, 3 OTPMMaHHSM BKa3aHoi
B 3aronoBky crionyku. MC: APCI: M+1: 488,2 (TouHa
maca: 487,26).

Mpuknag A85 - CuHTe3s docdatHoi coni 7-[4-(4-
HadTaniH-1-inninepaswH-1-in)6yTokcu]-3,4-aurigpo-
1H-[1,8]HacbTMpMANH-2-OHY

Mepy NPOMIDKHY CMOSIyKy, 7-(4-
6eH3nnokcmbytokcn)-[1,8]Hadp TMpUANH-2-0H, OTpU-
MyBanu BiAMOBIAHO [0 peakuii, CTUCMNO onucaHoi
HIDKYe, HacTynHUMm YMHOM. 7-®1op-1H-
[1,8]HadpTpnauH-2-oH (210r, 1,28mornb), TeTpaby-
TUNamoHinbpomig (20r, 0,064morb), 4-
6eHaunokcubytaHon (235,8mn, 1,34momb) i TI®
(2,5n) 3aBaHTaxXyBanM B 12-n TpUropny KpyrroaoH-

82541

124

Hy Kkomby, 3abesrneveHy MexaHiYHOK MeLlasnkolo,
Kpane nbHOIo MirKOto | iHepTHOIO aTMocdepoto a3oTy
(ra3). CycneHsito nepemiwysamm npu 25°C npoTsarom
30 xBuNMH. Na oxXono[KyBaHHA peakuiiHOi CyMmiLLi
BMKOpUCTOBYBanM nboasHy 6GaHwo i 1M Tpet-
6yTokecua Kkanito B TI® (2,87n, 2,87monb) gogasanu
Yepes KpanenbHy MiiKy 3 LWBUAKICTIO, WO 3abeane-
yye MigTPUMKY BHYTPILWLHLOI TeMnepaTypu HKYe 3a
30°C. lMo 3akiH4eHHi JoAaBaHHs rycTa 3aBuCb CTa-
Bana po34uHoOM, Skuin nepemiwysanm npu 25°C npo-
TArom 4 rogmH abo Moku He 3aBepLUyBanacsa peakuis
3rigHo 3 aHanisom PX/MC. Ons nigTpymkn Temnepa-
Typw peakuii Hwk4ve 3a 30°C noBinbHO goaasanm 1H.
HCI (1,6n, 1,6Monb) i cymiw nepemiwyBanv npoTs-
rom 30 xsurmH. Bupanamm TIT® 3 BUKOPUCTaHHAM
pPOTOPHOrO BUMNapHuKa i gogaesamm 7N eTunauetary
Ana yTBOpeHHs aBodasHoi cymii. Cymil nepeHo-
CUnv B JinMUnbHy Minky, Ae BOAHWUN Liap 30vpanm i
3HOBY ekcTparyBanu 1n etunauetarty. ETunauertatHi
wapu ob6'egHyBanu, @inbTpyBanu 4Yepes LEniT,
nMpoMuBanM BOAOID, MOTIM HacUYEeHUM PO3UYMHOM
coni i 36upanu. Jogasarmm MgSOa, noTiMm QinbTpy-
Banu i NpOAyKT KOHUEHTpyBanu y BakyyMi 4O XOBTOI
TBephoi peyoBuHn (405r, 1,25monb, 97,8%). MC:
APCI: M+1: 325,1 (TouHa maca: 324,15). H amP
(CDCls).

Opyry NPOMDKHY CronyKy, 7-(4-
rigpokcmbyTtokcu)-3,4-aurigpo-1H-[1,8]Hacb TvpnauH-
2-0H, OTpuMMyBanu BiQMOBIAHO OO0 peakuii, CTUCIO
OMMCaHOT HWXKYe, TakuM 4YuHOM. [lepluy NpOMDKHY
CMOSyKY, 7-(4-6eH3unokcubytoken)-1H-
[1,8]HadpTmpmaunH-2-oH (132,4r, 0,408monb) i MeOH
(1,3n) 3aBaHTaxyBanu B peaktop nig TmckoM 3 20%
nanagiem Ha Byrneui (20,0r, 50% 3BOMNOXeHHs1 BO-
Joto) i rigppyBarm npotsarom 48 roavH npu 45°C i 50
dyHTax Ha kB. AlonmMm. PeakuiiHy cymill KOHTpOro-
Banu Mac-crnektpockonieto abo BEPX. No 3akiH4eHHi
peakuii nanagieBun kaTtanisatop BigdinbTpoByBanu
i inbTpaT KOHLEHTPYBanM A0 He 30BciM binoi Te-
paoi pevoBuHW. Buxig = 96,r, kinbkicHui. MC: APCI:
M+1: 237,1. "H AMP (CDCl3).

TpeTio MPOMPKHY cronyky, 7-(4-xnop6yTokcu)-
3.,4-gurigpo-1H-[1,8]HadT"pmanH-2-0H, oTpuMyBanu
BiQMOBIAHO OO peakuii, CTUCMO OnuMcaHol HWX4e,
Takum 4YmMHOM. [pyry mMpOMikHY crnonyky, 7-(4-
rigpokcmbytokcu)-3,4-gurinpo-1H-[1,8]Hadb TMpuamH-
2-oH (121r, 0,515mornb), nepemiwyBarm 3 TIo
(1,2n) B 3-n Tpuropniv konbi, 3abe3neyeHin kpane-
NbHOIO TNiKOI, TepMonapoto i iHepTHOK atMocde-
poto asoty. [ogaBarm MeTaHCyNbOHINXnopua
(48mn, 0,618morb) i peakuinHy CcyMill OXonoaxKyBa-
m po -11°C Ha 6aHi 3 aueToHoM i bogoM. Yepes
KpanenbHy niky gopasanm TpueTtunamiH (100mn,
0,721morb) 3 WBKAKICTIO, WO 3abe3neyye NiaTpuMKy
BHYTPiLWHLOT Temnepatypu Hwk4e 3a 0°C. Mo 3akiH-
YeHHi OofdaBaHHS peakuiiHy cymill HarpiBanuM Ao
TeMnepatypu HaBKONUWHLOro cepefosumwa. TLX
(50% CHoClz>-etvnaueTtaT) nokadysBana, L0 peakuis
3akiHyeHa. [lo peakuinHoi cycneHsii gogasanu LiCl
(43,6r, 1,03Momb) i kM'ATUNK i i3 3BOPOTHUM XOJIO-
aunbHukom npoTtarom 12 roguH. TWX nokasysana,
WO peakuisa 3akiHyeHa. Buganann TI'® BakyymHow
neperoHkoto i gogasamm etunadeTar (1,2n). OpraHi-
YHWI Wwap npommeamm Bogoto (500mn), Hacu4eHnM
NaHCO3 (500mMn) i Hacu4eHM po34vmHoM coni. Ons
CYLLiIHHA OpraHiYHOro pPO34YMHY BUKOPUCTOBYBaNu
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MgSOys i noTim oro inbTpyBanu, KOHLEHTPYBanM i
CyLUMIM 40 TBEPAOI PeYOBMHU, MILHO NMPUIMNIIOI 4O
CTiHOK Konbu. Buxig = 120r, 92%. MC: APCI: M+1:
255,0. "H AMP (CDCl3).

Hapewri  oTpumyBamm  7-[4-(4-HadpTaniH-1-
inninepaswH-1-in)6ytokcu]-3,4-avrigpo-1H-
[1,8]HadbTMpUAnH-2-0H BigNOBIAHO OO0 peakuii, orm-
caHoi Hwk4ye. TpeTo MPOMiXHY cronyky, 7-(4-
xnop6yTokcu)-3,4-gurigpo-1H-[1,8Hacd TvpuamH-2-
oH (119r, 0,469mork), rigpoxnopua 1-HadTaniH-1-
inninepasuHy (110,71, 0,446mo1b) | kapboHaT Kanito
(185r, 1,339morb) 3aBaHTaxyBanM B 2-11 KpYrio-
OOHHY Kornby, 3abe3neyeHy MexaHi4YHOK MillarsKoto i
3BOPOTHUM xonoaunbHuUKoM. [ogasanu soay (1,2n)
i peakuinHy CyMmill KUM'ATUAKM i3 3BOPOTHUM XOroam-
NbHUKOM npoTaromMm 12 roguH B atMocdepi rasorno-
JibHoro asoTy. PeakuiiHy cyMill oxonoxysanu go
TemnepaTypy HaBKOMULWHLOIO CepefoBuLA i BOAY
AeKaHTyBanM, 3anvialdm CKyn4yeHHs pygysaTo-
KOpUYHEBMX TBEpAMX YacTvHoK. JogaBamm eTtvna-
uetat (1,2n) pazom 3 Bogoto (500mn) i cymi 3 TBe-
pavMM YacTuHKamu nepemiwysanu npotarom 30
XBUIMH 3 yTBOpeHHam 6iwapy. [ogasamm BoAay
(500mn) go eTunaueTaTHOrO LWapy Ans iHLOro npo-
MMBaHHS i MOTIM MPOMMBANM HaCU4EHNUM PO3YNHOM
coni (500mn). dopaBanu MgSO4 go etunauertarty,
AKMN NOTIM iNbTpyBanu i KOHLEHTpyBanu Ao Kopu-
YHeBOI TBepdoi peyoBuHW. Buxig = 164r, 85%. MC:
APCI: M+1: 431,2. '"H AMP (CDCls).

OTpumaHuin MPOAYKT nepekpucTanisoByBanm 3
aueToHiTpuny (7mn/r) HarpiBaHHAM 3aBuCi B aueTo-
HiTpuni 4o 60°C, BHacMigoK Yoro yTBOpOBaBCS pO3-
YMH. PO34MH noTiM OXoromKysBanu 3 LUBMAKICTIO
3°C/roa. go TemnepaTtypu HaBKOMMLLHLOMO cepeno-
BUWaA. [NepekpucTanizoBaHy 3aBWCb MOTIM OXOSO-
okyeanu o 0°C Ha nbopsHii 6aHi, dinbTpyBanu
XOSOAHOIO i CYLLIMNN 3 OTPMMAHHSAM OYMLLEHOTO Ma-
Tepiany 3 uuctotoro no BEPX (294Hm) Buwe 3a
97%. Buxig, nepekpucTanisauii=80-85%.

Mpuknag  B1 - CuHtes  7-{4-[4-(2,3-
anxrnopdeHin)ninepaswuk-1-in]oytokcu}-1H-[1,8]-
HaPTUPUONH-2-OHY

Mepwy npombkHy crnonyky, 2-6eH3unokcu-7-[4-
(TeTparigponipaH-2-inokcun)oyTokcu]-
[1,8]HadbTMpuanH, oTpumyBanu Takum 4YuHoM. [o
po3unHy  4-(TeTparigponipaH-2-inokcu)-1-oytaHony
(3,27r, 18,8mMmonb, 1,2exB.) B TI® (20mn), oxorno-
mxeHoro go 0°C, popgasarmm KOtBu (1M B TIo,
18mn, 18mmonb, 1,15ekB.). Po3unH nepemiwyBanm
npu 0°C npoTtarom 20xB. i noTiM godaBamm 4yepes
KaHOMo [0  cycneHsii  2-6eH3unokcu-7-xmop-
[1,8HadbTupuanHy (4,24r, 15,66mMmonb) B TId
(50mn), oxonomkeHoi go 0°C. PeakuinHa cymiw
BMSIBIIANAcA OpaHKEeBOK i CTaBana rOMOIEHHOI0.
Yepes 30xB. npu 0°C poaasarm HacudeHui NH4Cl i
H20 gns raciHHs peakuinHoi cymiwi. Cymiw ekcTpa-
rysarmm EtOAc. OpraHiyHui wap npomMvBanu Hacu-
yeHum NaHCO3, H2O i Hacu4eHMM po34rHOM Ccofi,
cywmnu Hag NaxSOs i KoHueHTpyBanu. Heouuie-
HUM NpoaykT abcopbyBarm Ha SiO2 i ounwanu pi-
AvHHoo xpomatorpadieto (20-30% EtOAc/rekcaHn)
3 OTPUMaHHSIM MepLUOi MPOMDKHOI CMOMNYKW Y BUrNAAi
6nigo-xoBToro macna (3,71r, 9,08mMmonb, 58%).
MC: APCI: M+1: 409,2 (ToyHa maca: 408,20).
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TpeTio NMPOMDBKHY CMosIyKy, 7-(4-
rigpokcmbytokcn)-1H-[1,8]Hadd TMpMANH-2-0H, OTpK-

MyBarnm Takum YMHOM. 2-beHsunokcu-7-[4-
(TeTparigponipan-2-inokcu)oyTokcu]-
[1,8]HadbTnpuamH (620mr, 1,52MMombL) rigpyBamm 3
BMKOpUCTaHHsM 5% Pd/C B MeOH npoTtsarom 40xB.
PeakuinHy cymiw dinbTpyBanu i KOHUEHTpyBanu.
Banmwok posumHanu B EtOH (5mn) i popgasanu
PPTS (25wvr, 0,10mmorb). Cymiw HarpiBamm npu
60°C npoTsarom Houi. PeakuiiHy CyMmill KOHUEHTPY-
Banu i ouvwanu pigMHHol0 Xxpomatorpadieto (6%
MeOH/CH.Clz) 3 oTpvmaHHAM TpeTbOoi MPOMDBKHOI
cronyku y Burnsai 6inoi teepaoi peyoBuHM (282mr,
1,20mMmorb, 79%). MC: APCI: M+1: 235,1 (TouHa
maca: 234,10).

[aHy npoMbKHY Cronyky TakoX OTpuMyBanu 3
BMKOPWCTaHHSIM HacTyMHOT METOOMKM.

Io cycnensii 60% NaH (83,6r, 2,09monb) B
NMP (1n) gogasanu cyxun 1,4-6ytaHgion (300mn,
3,39MOnb, KOHLEHTPOBAHWA 3 TONYyony) Mo Kpannax
Ond  perynioBaHHs MiHOYTBOPeHHs. Temnepatypa
peakuii nigsuwysanacsa go 50°C i cymiw nepemiLuy-
Banu npu 60°C npotarom 15x8. [ogasamu npu ne-
peMilllyBaHHi 7-xnop-1H-[1,8]Hacb TMpMAMH-2-0H
(146r, 0,813monb) i peakuiiHy CyMmill HarpiBanm npu
68°C nmpotarom 20roa. Jogasanu CH3CN (5n) i cy-
MilW cpinbTpyBanu i ocag Big inNbTPyBaHHS NpPoMuU-
Banm CH3CN (500mn) i TI® (500mn). Ocag Big di-
NbTPyBaHHA 3HOBY CycrneHAayBam, BUKOPUCTOBYHOUN
Tr® (3n), i pogasarm 3H. HClI B MeOH (290mn,
0,870mornb). Cymiw Harpisarm npu 60°C npoTtsrom
1rog. i moTiM binbTpyBanu 4Yepes ueniT, NpoMmBato-
4 TIP (1n). PinbTpaT KoHUEHTpyBanM o ob'emy
500mn i pogasarm TI® (1,5n), Darco (10r) i marHe-
30m (100mn). Cymiw nepemiwysanm npu 40°C npo-
Tarom 30xB. i MOTIM inbTpyBanu, npomusaoumn TId
(500mn). dinbTpaT KOHUeHTpyBanm o 500mn, go-
pasarm CHsCN i cymiw koHueHTpyBanu go 1n.
OTpumaHy TBepAy peuyoBuHy QinbTpyBanM, MpoMu-
Banm CH3CN (200mn) i Et20 (300mn) i cywmnu npu
50°C 3 oTpvMaHHsAM BKa3aHOi B 3arofiloBKy CMOJyKM
(101r, 53%). PinbTpaT MpY CTOSIHHI AaB OOAATKOBI
KpucTanu, siki 3dvpanu ginbTpyBaHHsSM, MpoMmuBanmu
i Cylwmmm, SsIK paHiwe, 3 OTPUMaHHAM [oAaTKOBOI
BKa3aHoT B 3aronoBKy crnonyku (17r, cymMapHuii BuXig
62%).

YeTBepTy npomiXHy cronyky, 4-(7-okco-7,8-
avrigpo-[1,8]Hadp TmpuanH-2-inokcn)oyTrpansgeria,
OTPMMYBamm TakuM YMHOM. 3 BUKOPUCTAHHSAM OKUC-
neHHss nmo CBepHy: OO PO34MHY OKcaminxmopuay
(0,12mn, 1,32mmonb, 1,1ekB.) B CH2Cl2 (2,5mn),
oxonomgpkexoro go -78°C, pogasarm JMCO (0,18mn,
2,6mmonb). PeakuiiHy cymilu nepemillyBanm npoTs-
rom 5xB. i noTim gogasanu 7-(4-rigpokcmbyTokcu)-
1H-[1,8]HadpvpuamnH-2-on  (282mr, 1,20mMmornb) Y
Burnaai posumHy B CHxCly (4,5mn) i AMCO (1,2mn)
Yyepe3 kaHtomo mpotarom 5x8. AMCO HeobxigHui
ONsl po34MHEeHHsa crvpTy. PeakuiiHy cymiw nepemi-
wysanm npoTaroMm 15x8. i gogasamm EtsN (0,83mn,
6,0MMonb, 5ekB.). PeakuinHa cymiw ctaBana kana-
MyTHOK. PeakuiiHin cymiwi faBanyM MOXIMBICTb
nepemiwysaTuca npu -78°C npoTtarom 10xB. i MOTIM
HarpiBamm fo KiMHaTHoi Temneparypu. Yepes 30xs.
npw KiMHaTHI TemnepaTtypi gogasany HxO i cymiw
ekctparyBanm CHoClz. OpraHiyHni wap npomvieanu
HacuyeHuM pOo34YMHOM coni, cywmnm Hag MgSOg i
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KOHLIEHTpYBanu 3 OTpUMaHHsSIM YeTBepTOoT NPOMDBKHOT
CMOMyKN Yy BWUrfs4i  CBITNO-KOPMYHEBOrO Macna
(340wmr), sike BMKOPUCTOBYBaIM B HACTYMHIlN peakuii.
MC: APCI. M+1: 233,1 (TouHa maca: 232,08).

BukopuctaHHa IBX OKUCNEHHS:: A0 PO3YUHY 7-
(4-rippokcudytokcm)-1H-[1,8]Hacp TMpMaMH-2-0HY
(223mr, 0,952mmorb) B OMCO (3mn) popgasanu
po3uuH IBX (400mr, 1,43mmore) B AMCO (4,8mn,
0,3M). PeakuiiHy cymiw nepemiwyBanm npu KiMHaT-
Hi TeMnepaTypi NPOTAroM 6roAd., OXOnomKyBanu 4o
0°C i racumm 5% NaHCOs. Cymiw ekctparyBanmu
CHxCl2 (4x). OpraHiynui wap npomusann 5%
NaHCO3, cywmnm Hag MgSOs i koHUeHTpyBamm 3
OTPMMAaHHSIM BKa3aHO| B 3arofiloBKy CMOMyKW Y BU-
rmagi  6nigo-xoBToi  TBepaoi  pevoBuHM (175w,
0,754mmornb, 79%). MC: APCI: M+1: 233,1 (TouHa
Maca: 232,08).

Oo pPO34nHY 4-(7-okco-7,8-avrigpo-
[1,8]Hadb TMpMAMH-2-inokcn)byTupanbaerigy (He-
OYULLEHMIA MPOAYKT MonepeaHs0i peakLii) B Amxiio-
peTaHi (6Mmr) Aojasanmu 2,3-
anxropdeHinninepasuHrigpoxnopua (321w,
1,20mmorb) i motim EtsN (0,34mn, 2,40MMorb,
2ekB.). OTpumMaHy cycrieHsilo nepemiwlysany npoTs-
rom 5xB. i pogasann NaBH(OAc)s (356wr,
1,68mMorb, 1,4ekB.) y BUrNSAAI nopoLuky. PeakuinHy
CyMill MepeMillyBann Mpyu KiMHaTHIA TemnepaTypi
npotarom 2road. Peakuilo racunm  HacuyeHum
NaHCO3 i H20 i cymiw ekctparysanu EtOAc. Opra-
HiYHMI wap npommBamm HacuyeHum NaHCOs i Ha-
CUYeHUM po3dmHOM cofli, cywmnm Hag NaxSOs i
KoHUeHTpyBanu. OuulLeHHS pPiAMHHOK XpomaTtor-
padieto (4-5% MeOH/CH.CI,) aano BkasaHy B 3aro-
noBKy cronyky y Burmsgi 6inoi niHm  (378wmr,
0,845mmorb, 70% 3a 2 ctagii). MNiHy po3ynHanM B
Et2O/CH2Cly i pogaBarm 1H. HCI B Et20 (0,82Mmn).
OTpumanuin 6inni ocag 36vpamm inbTpyBaHHAM,
npommeanm EtO i cywmnu 3 oTpumaHHsam 6inoi Tee-
pgoi pevoBuHn (355mr). MC: APCI: M+1: 4471 (To-
YHa mMaca: 446,13).

Mpuknag B2 - CwuHte3d 7-{4-[4-(2-xop-3-
TpudTopMeTUNdeHin)ninepasuH-1-injoytokcu}-1H-
[1,8]Hacp TMPUANH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHSA 3
npvknagy B1, BukopuctoByioum  1-(2-xrop-3-
TpudTOopMeTUNMEHIN)NiNepasuH, 3  OTPUMAHHSIM
BkasaHoi B 3aroroBky crionyku (0,55r, 60%). 'H
AMP (400Mry, CDCIs): 8 9,45 (c, 1H), 7,75 (g, 1H),
7,65 (g, 1H), 7,35 (m, 3H), 6,60 (a, 1H), 6,55 (g, 1H),
4,40 (1, 2H), 3,15 (ywwup, c, 4H), 2,65 (ywwp, c, 4H),
2,50 (m, 2H), 1,85 (m, 2H), 1,75 (m, 2H). MC ES: m/z
480,93 (M+H)" (TouHa maca: 480,15).

Mpvknag B3 - Cuntes 7-{4-[4-(2-aueTun-3-
xrnopdeHin)ninepasun-1-in]6yTokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

3a MeTOoAMKO, MOAIGHOK OO METOAMKM iHLIMX
npuknagis BULLE, 1-(2-xnop-6-ninepa3uH-1-
indeHin)eTaHoH 3B'sI3yBanu BiOHOBHUM aMiHyBaH-
HAamM 3  4-(7-okco-7,8-gurigpo-[1,8]Hach TMpmanH-2-
inokcn)oyTmpanbAerigjom 3 noganbwyMn TUMOBOKO
06po6KOIO | OYMLLEHHSAM 3 OTPMMAHHSAM BKa3aHOi B
3aronosky crioniykn. MC: APCI: M+1: 4552 (TouHa
maca: 454,18).

Mpwvknag B4 - CuHtes 7-{4-[4-(3-xrop-2-
eTundeHrin)ninepasuk-1-injoytokcu}-1H-
[1,8]HacpTMPUANH-2-0HY
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3a MeToAMKOIO, MOAIGHOK OO0 METOAMKN iHLIMX
npvknagis  Buwe, rigpoxmopug  1-(3-xrop-2-

eTundeHin)ninepasvHy 3B'A3yBanu BiAHOBHUM aMi-
HyBaHHSM 3 4-(7-okco-7,8-avrigpo-
[1,8]HadhTMpMauH-2-inokcun)bytupansaerigom 3 no-
AanblwmMy  TMNoBoto OBpobKolo | ouuleHHAM 3
OTPUMaHHSM BKa3aHOi B 3arorioBky cronyku. MC:
APCI: M+1: 441,2 (TouHa maca: 440,20).

Mpvknag B5 - CuHtes 7-{4-[4-(2-aueTun-3-
dTOpdheHin)ninepasmH-1-in)6yTokcu}-1H-
[1,8]HacpTMpUANH-2-0HY

3a mMeToAMKOl, MOAIGHOK OO0 MEeTOAMKN iHLIMX
npuknagis BULLE, 1-(2-pTOp-6-NninepasmnH-1-
indeHin)eTaHoH 3B'sI3yBanu BiZHOBHUM aMiHyBaH-
HAM 3 4-(7-okco-7,8-gurigpo-[1,8]Hacp TMpmanH-2-
inokcun)oyTmpanbAerigjom 3 noganbWwyMn TUMOBOKO
00Opo6KOIO | OYNLLEHHAM 3 OTPMMAHHSAM BKa3aHoOi B
3aronoBky cronyku. MC: APCI: M+1: 439,2 (TouHa
maca: 438,21).

Mpvknag B6 - Cuntes 7-{4-[4-(3-aueTun-2-
xrnopdeHin)ninepasun-1-in]oyTokcm)-1H-[
1,8]HacpTMpUANH-2-0HY

3a meToAMKOO, MOAIGHOK OO METOAMKN iHLIMX
npvknagis Buwe, TpudTopaueTat 1-(2-xmnop-3-
ninepasuH-1-indeHin)eTaHoHy 3B'A3yBanu  BiOHOB-
HAM  amiHyBaHHaAM 3  4-(7-okco-7,8-gurigpo-
[1,8]Hadh TMpMaunH-2-inokcn)bytupansaerigom 3 no-
AanblwuMn  TUNoBoto OBpoOKoK | ouULEHHAM 3
OTPMMAaHHSIM BKa3aHO| B 3arofloBKy CMOfyKW, T. M.
108-110°C. MC: APCI: M+1: 455,2 (TouyHa maca:
454,18).

Mpuknag B7 - Cuntes 7-{4-[4-(2-xnop-4-pTop-
5-metundpeHin)ninepasun-1-in]oytokcu}-1H-
[1,8]HacpTMpUANH-2-0HY

CnigyBann metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucTtoBytoum rigpoxnopug 1-(2-
xnop-4-pTop-5-MeTundpeHin)ninepasuHy, 3 oOTpu-
MaHHAM BKaszaHoi B 3arosioBky cronyku (0,246r,
51%). MC: APCI: M+1: 4452 (TouyHa maca: 444,17).

Mpuknag B8 - Cuntes 7-{4-[4-(2-xnop-4-Top-
3-meTunderin)ninepaswux-1-in]éytokeu]-1H-
[1,8]HacpTMpNANH-2-0HY

CnigyBann metoguui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucTtoBytoum rigpoxnopug 1-(2-
xrop-4-pTop-3-MeTundeHin)ninepasmHy, 3 OTpU-
MaHHSM BkasaHoi B 3aronoBky crnonyku (0,223r,
46%). MC: APCI: M+1: 4452 (TouHa maca: 444,17).

Mpuknag B9 - CwuHres 7-{4-[4-(5-xnop-2-
isonponokcudgeHin)ninepasuH-1-in]joytokcu}-1H-
[1,8]HacpTMpNanH-2-0HY

Oo cycneHsii 4-(7-okco-7,8-avrigpo-
[1,8]HadpTpmaunH-2-inokcun)bytupanbaerigy (0,206,
0,887mmonb, 1eks.) i 1-(5-xmnop-2-
isonponokcudeHin)ninepasuHy (0,328r,
0,977mmonb, 1,1ekB.) B guxnopeTaHi (5mn) gopa-
Banu NaBH(OAc)s (0,535r, 2,524mmonb, 2,84ekB.).
3aBuci AaBanu MOXIMBICTb NepeMillyBaTUCa NpoTs-
romM Hodi npu KiMHaTHIN Temnepartypi (18roa.). AHa-
niz BEPX nokasyBaB, WO peaklisi B OCHOBHOMY 3a-
KiHieHa. Cymiw posbaenamm eTunauetaToMm i
racunu HacudyeHnm NaHCOs. OpraHiyHy casy npo-
MUBamM HacWM4eHUM PO3YMHOM COfi, CYLUMIM Hapg
Na;SO4, pinbTpyBarm i ynaptoBanmm y BaKyyMi.
OunweHHa xpomatorpadpieto Ha cunikareni (2%
MeOH/CH.Cl3) i noganbwe ytBopeHHs HCI coni 3
BukopucTanHam 1H. HCI B edipi gamm BkasaHy B
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3aronosky cronyky (0,164r, 39%). MC: APCI: M+1:
471,2 (TouyHa maca: 470,21).

Mpuknap, B10 - CuvHte3s 7-{4-[4-(2-
isonponokcudgeHin)ninepasuH-1-injéytokcn}-1H-
[1,8]Hadb TMpUANH-2-0HY

MeToavka BIiOHOBHOIO amiHyBaHHS, onucaHa
BULLE, 3 BUKOPUCTAHHAM 1-(2-
isonponokcudgeHin)ninepasuHy gana BkasaHy B 3a-
ronosky cronyky. MC: APCIl: M+1: 437,3 (ToyHa
Maca: 436,25).

Mpuknap, B11 - CuHtes 7-{4-[4-(2-
i300yTOKCMbeHIN)ninepasuH-1-in]6ytokcn}-1H-
[1,8]Hadb TMpUANH-2-0HY

MeToavka BIiOHOBHOrO amiHyBaHHS, onucaHa
BULLE, 3 BUKOPUCTAHHAM 1-(2-
i300yTOKCM(beHIN)Ninepa3uHy Jana Bka3aHy B 3aro-
noeky cronyky. MC: APCI: M+1: 451,2 (To4Ha maca:
450,26).

Mpuknag, B12 - CuHtes
ToninninepasuH-1-in)éytokcn-1-1H-
[1,8]Hadb TMpPUANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHs 3
npuknagy B1, BUKOPUCTOBYHOUU 1 -0-
ToninninepasuH, 3 OTpUMaHHAM BKa3aHOi B 3arosioB-
Ky cnonyku. MC: APCI: M+1: 393,2 (TouHa maca:
392,22).

Mpuknapg, B13 - CuHte3s
dTopdeHin)ninepasuH-1-in]oytokcu}-1H-
[1,8]Had TMpPUANH-2-0HY

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BUKOPUCTOBYHOUN 1-(4-
dTOpdheHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 397,1 (To4Ha
Maca: 396,20).

Mpvknag B14 - CwunHtes 7-{4-[4-(3-xnop-4-
dTOpdheHin)ninepasuH-1-in]6yTokcm}-1H-

[1,8]Had TMpPUANH-2-0HY

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopucTtoBytoum  1-(3-xrnop-4-
dTOpdheHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 431,2 (To4Ha
maca: 430,16).

Mpuknag, B15 - CuHtes 7-{4-[4-(3-
TpudTopMeTUNdeHin)ninepasuH-1-in]joytokcu}-1H-
[1,8]Hadb TMPUANH-2-OHY

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy B1, BUKOPUCTOBYHOUN 1-(3-
TpudTopMeTUN(EHIN)NiNepasuH, 3  OTPUMAHHSM
BkasaHoi B 3aronioBky cronyku. MC: APCl: M+1:
447,2 (TouHa maca: 446,19).

Mpuknag, B16 - CuHtes 7-{4-[4-(2-
TpudTopMeTUndeHin)ninepasuH-1-in]joytokcu)-1H-
[1,8]Hadp TMPUANH-2-0HY

CrnigyBanu metoauui BiJHOBHOIMO amiHyBaHHSA 3
npuknagy B1, BUKOPUCTOBYHOUN 1-(2-
TpudTopMeTUN(EHIN)NiNepasuH, 3  OTPUMAHHSM
BkasaHoi B 3aronioBky cronyku. MC: APCl: M+1:
447,2 (TouHa maca: 446,19).

Mpuknag B17 - CwHres  7-(4-{4-[2-(1,1-
andTopeTun)deHin]ninepasuH-1-inyoytoken)-1H-
[1,8]Hadp TMPUANH-2-0HY

Crnigysanu metoauui BiGHOBHOIO amiHyBaHHSA 3
npuknagy B1, BUKOPUCTOBYHOUN 1-[2-(1,1-
andTopeTun)deHin]ninepasvH, 3 OTPUMaHHSM BKa-
3aHoi B 3arorioky cronyku (0,45r, 79%). 'H AMP
(400Mry, OMCO-dg): 8 12,00 (c, 1H), 10,65 (c, 1H),

7-4-(4-o-

7-{4-[4-(4-
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8,00 (g, 1H), 7,81 (a4, 1H), 7,58 (m, 2H), 7,50 (m 1H),
7,30 (m 1H), 6,70 (a4, 1H), 6,40 (g, 1H), 4,40 (1, 2H),
3,60 (m, 2H), 3,30-3,00 (m, 8H), 2,10 (1, 3H), 2,00-
1,70 (m, 4H).

Mpwvknag B18 - CuHtesd 7-{4-[4-(2-xnop-3-
MeTokcudeHin)ninepaswH-1-in]oytokcu}-1H-
[1,8]HadpTMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHSA 3
npvknagy B1, BukopuctoBytoum  1-(2-xrop-3-
MeToKcudpeHin)ninepasuH, 3 OTPYMaHHSAM BKa3aHoT B
3aronosky cronykun. MC: APCI: M+1: 443,3 (TouHa
maca: 442,18).

Mpvknag B19 - CwuHtes 7-{4-[4-(2-xnop-3-
eTokcudpeHin)ninepasuH-1-in]oytokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

CnigyBanu metoauui BiJHOBHOIMO amiHyBaHHS 3
npvknagy B1, BukopuctoByioum  1-(2-xrop-3-
eToKcudpeHin)ninepasuH, 3 OTPUMaHHAM BKa3aHOi B
3aronoBky crionyku. MC: APCI: M+1: 457,2 (TouHa
maca: 456,19).

Mpuvknag B20 - CwuHtes 7-{4-[4-(2-xnop-3-
isonponokcudeHin)ninepasun-1-in]oytokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOTMO amiHyBaHHS 3
npvknagy B1, BukopuctoBytoum  1-(2-xrop-3-
i3onponokcudeHin)ninepasnH, 3 OTPMMaHHAM BKa-
3aHoi B 3aronoBky crionyku. MC: APCI: M+1: 4712
(TouHa maca: 470,21).

Mpvknag B21 - CwHrtes 7-{4-[4-(3-meTun-2-
heHokcndeHin)ninepasuH-1-in]oytokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npvknagy B1, BukopuctoBytoun  1-(3-metun-2-
deHokcudeHinninepasuH, 3 OTPMMaHHAM BKa3aHoi
B 3aronoBky cronyku. MC: APCI: M+1: 485,2 (TouHa
maca: 484,25).

Mpvknag B22 - CwuHtes 7-{4-[4-(3-xnop-2-
dT1OpdheHin)ninepasmH-1-in)6yTokcm)-1H-
[1,8]HadpTMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOIMO amiHyBaHHS 3
npvknagy B1, BukopuctoBytoum  1-(3-xrop-2-
dTOpcheHIn)ninepasmH, 3 OTPMMaHHSM BKasaHoi B
3aromnoBky cronyku. MC: APCI. M+1: 431,2 (ToyHa
maca: 430,16).

Mpvknag B23 - CwuHres 7-{4-[4-(2-xnop-4-
dTOpdheHin)ninepasmH-1-in)6yTokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopuctoBytounm  1-(2-xmop-4-
dTOpcheHin)ninepasmH, 3 OTPMMaHHAM BKa3aHoi B
3aronosky cronyku. MC: APCI: M+1: 431,2 (TouHa
maca: 430,16).

Mpvknag B24 - CwuHres 7-{4-[4-(23-guxiop-4-
dT1OopdheHin)ninepasmH-1-in|6yTokcu}-1H-
[1,8]HacpTMPpUANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npvknagy B1, BukopwucTtoBytoum 1-(2,3-gmxiop-4-
dTOpcheHin)ninepasmH, 3 OTPUMMaHHSM BKa3aHoi B
3aronosky cronyku. MC: APCI: M+1: 465,1 (TouHa
maca: 464,12).

Mpuknag B25 CuHTes
xrnopdeHnuin)ninepasux-1-in]oytokcu}-1H-
[1,8]HacpTMpUANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BUKOPUCTOBYIOHUN 1-(2-
xrnopdeHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B

7-{4-[4-(2-
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3aronosky cronykn. MC: APCI: M+1: 413,1 (TouHa
maca: 412,17).

Mpvknag B26 - Cunte3 7-[4-(4-GideHin-2-
inninepasuH-1-in)6ytokcn]-1H-[1,8]Hadb TMpMANH-2-
OHy

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npuknagy B1, BukopucTtoBytoun  1-GicpbeHin-2-
inninepasvH, 3 OTPMMaHHAM BKa3aHOI B 3arofioBKY
crnonykn. MC: APCI: M+1: 4550 (ToyHa wmaca:
454,24).

Mpvknag B27 - CuHtes 7-{4-[4-(3-meTOoKCK-2-
MeTundeHin)ninepasuH-1-injoytokcn}-1H-

[1,8]Had TMpUANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHsI 3
npuknagy B1, BukopucTtoBytoum 1-(3-meTokcu-2-
MeTundeHin)ninepasunH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 423,2 (To4Ha
Maca: 422,23).

Mpvknag B28 - CwuHtes 7-{4-[4-(2-xnop-3-
dTOopdheHin)ninepasun-1-in]oyTokcm}-1H-

[1,8]Hadb TMpUANH-2-0HY

CnigyBanu metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopucTtoBytoum  1-(2-xrnop-3-
dTOpdheHin)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 431,2 (To4Ha
Maca: 430,16).

Mpuknapg, B29 - CuHtes 7-{4-[4-(6-
LMKIIo NponinnipuguH-2-in)ninepasux-1-in]oyTokcm}-
1H-[1,8]Hadb TMpUANH-2-OHY

CnipyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BUKOPUCTOBYIOUN 1-(6-
LMKIIO NponinnipuguH-2-in)ninepasvH, 3 OTPUMaHHSM
BKka3aHoi B 3aronoBky cronyku. MC: APCI: M+1:
420,2 (TouHa maca: 419,23).

Mpvknag B30 - CwuHtes 7-[4-(4-nipyuMignH-2-
inninepasuH-1-in)éytokcn]-1H-[1,8]Hadb TMpMaMH-2-
OHYy

3a mMeToAuKol, MoAibHOI A0 METOAMKM iHLIMX
npuknagie Buwe, rigpobpomiga  2-ninepaswH-1-
innipumignHy 3B'A3yBanu BiAHOBHUM aMiHyBaHHSM 3
4-(7-okco-7,8-aurigpo-[1,8JHacbTmpuanH-2-
inokcun)oyTupanbgerigom 3 noganblwyMu TUMOBOK
00pOo6KOI | OYNLLEHHSAIM 3 OTPMMAHHSM BKa3aHOi B
3aronosky cronykn. MC: APCI: M+1: 381,1 (To4Ha
maca: 380,20).

Mpuknag, B31 - CuHte3s 7-{4-[4-(4-
MeTOKCUMIpUMIanH-2-in)ninepa3swuH-1-in]oytokcn}-1H-
[1,8]Hadp TMPUANH-2-0HY

Mo meToawnui, NoAibHIN 4O METOAUKN iHLLIMX NpU-
Knagis BuLle, rigpoxrnopua 4-mMeToKcu-2-ninepasmnH-
1-innipumiguHy [nateHt CLUA 6303603] 3B'azyBanu
BiJHOBHUM aMmiHyBaHHAM 3 4-(7-okco-7,8-gurigpo-
[1,8]Hadb TMpMAnH-2-inokeun)byTupanbaerigom 3 ro-
AarnblUMK  TUMOBOKD OOPOOKOK | OYWLLEHHAM 3
OTPVMMaHHsIM BKa3aHoi B 3arorioBky crionyku. MC:
APCI: M+1:411,2 (ToyHa maca: 410,21).

Mpvknag B32 - CwuHres  7-[4-(4-iHoaH-4-
inninepasuH-1-in)éytokcu]-1H-[1,8]Hadb TMpnanH-2-
OHY

Crnigysanu meToauui BiJHOBHOIMO amiHyBaHHSA 3
npuknagy  B1, BUKOPUCTOBYHOUN 1-iHoaH-4-
inninepasuH, 3 OTPVYMaHHAM BKa3aHOi B 3arorfioBKy
cnonykn. MC: APCI: M+1: 419,2 (TodyHa wmaca:
418,24).
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Mpwknag B33 - CwuHtes 7-{4-[4-(5,6,7.8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oyTokcu}-
1H-[1,8]Hadp TMpUANH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHSA 3
npuknagy  BA1, BUKOPUCTOBYIOUN 1-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH, 3 oTpUMaHHSAM
BkasaHoi B 3aronioBky crionyku. MC: APCIl: M+1:
433,3 (TouyHa maca: 432,25).

Mpwknag B34 - Cunrtes 7-{4-[4-(3-¢TOp-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]6yTokcu}-
1H-[1,8]Hadp TMpUANH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHSA 3
npvknagy B1, BukopucToBytoun 1-(3-cTtop-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH, 3 oTpMMaHHSM
BKa3aHoi B 3aronioBky cronyku (0,364r; 54 %). MC:
APCI: M+1: 451,3 (TouHa maca: 450,24).

Mpwknag B35 - CuHTes 7-{4-[4-(8-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]6yTokcu}-
1H-[1,8]Hadp TMpUANH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopuctoBytoum 8-ninepasuH-1-in-
3,4-avrinpo-2H-HadptaniH-1-oH, 3 OTpMMaHHAM BKa-
3aHoi B 3arornoeky cronyku (0,391r, 59%). 'H AMP
(400MrI'y, CDCl3): & 8,89 (ywwp, ¢, 1H), 7,71 (g, 1H),
7,63 (g, 1H), 7,33 (1, 1H), 6,90 (g, 1H), 6,82 (g, 1H),
6,60 (g, 1H), 6,51 (g, 1H), 4,38 (1, 2H), 3,16-3,04 (Mm,
4H), 2,93 (1, 2H), 2,78-2,68 (m, 4H), 2,63 (1, 2H),
2,56-2,48 (m, 2H), 2,10-2,00 (m, 2H), 1,88-1,79 (m,
2H), 1,79-1,67 (m, 2H). MC ES: 447,26 (M+H)" (Tou-
Ha maca: 446,23).

Mpvknag B36 - Cuntes 7-{4-[4-(7,7-pumeTunn-8-
okco-5,6,7,8-TeTparigpoHadtaniH-1-in)ninepasuH-1-
imoyTtokcu}-1H-[1,8Hacp TMpManH-2-oHy

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucTtoBytoun 2,2-gumMeTun-8-
ninepasuH-1-in-3,4-gurigpo-2H-Hadtaniy-1-oH, 3
OTPMMaHHSAM BKa3aHOT B 3arofioBKy CHOJSyKU. H
AMP (CDCls, 400MI'y): 8 9,15 (ywwp, c, 1H), 7,75
(@, 1H), 7,70 (g, 1H), 7,30 (m, 2H), 6,65 (g, 1H), 6,55
(@, 1H), 6,60 (g, 1H), 6,50 (g, 1H), 4,40 (7, 2H), 3,10
(ywwp, c, 4H), 2,90 (1, 2H), 2,60 (ywwp, c, 4H), 2,50
(ywmp, c, 2H), 1,90 (1, 2H), 1,90-1,60 (m, 4H), 1,20
(c, 6H). ES MC: 475,26 (TouHa maca: 474,26).

Mpvknag B37 - CwHtes 7-{4-[4-(7,7-pumeTun-
5,6,7 8-TeTparigpoHadTanin-1-in)ninepasunH-1-
inoytokcu}-1H-[1,8JHach TMpManH-2-oHy

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucTtoBytoun 1-(7,7-gumeTun-
5,6,7 8-TeTparigpoHadTanin-1-in)ninepaswuH, 3
OTPMMaHHSAM BKa3aHOT B 3arofioBKy CHOMYKU. H
AMP (CDCls, 400MIy): 8 9,30 (ywwp, c, 1H), 7,75
(@, 1H), 7,65 (@, 1H), 7,10 (1, 1H), 6,90 (m, 2H), 6,60
(@, 1H), 6,50 (g, 1H), 4,40 (1, 2H), 2,95-2,40 (m,
14H), 1,90(m, 2H), 1,70 (m, 2H), 1,50 (m, 2H), 1,00
(c, 6H). ES MC: 461,29 (To4Ha maca: 460,28).

Mpvknag B38 - Cuntes 7-{4-[4-(7,7-audTOp-8-
0kco-5,6,7,8-TeTparigpoHadytaniH-1-in)ninepasuH-1-
in)eyTokcu}-1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHSI 3
npuknagy B1, BukopuctoBytoun 2,2-angTop-8-
ninepasuH-1-in-3,4-gurinpo-2H-HadptaniH-1-oH, 3
OTPMMaHHAM BKa3aHOT B 3arofioBKY CMOMNYKW. H
AMP (400Mly, AMCO-de): 8 12,03 (c, 1H), 8,02 (c,
1H), 7,84 (g, 1H), 7,60 (T, 1H), 7,09 (g, 1H), 7,06 (4,
1H), 6,64 (g, 1H), 6,38 (g, 1H), 4,20 (1, 2H), 3,61 (Mm,
2H), 3,98-3,03 (m, 13), 1,98-1,78 (m, 4H).
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Mpvknag B39 - CwHtes 7-{4-[4-(7,7-anudTOp-
5,6,7,8-TeTparigpoHadptanin-1-in)ninepaswH-1-
in)eyTokcu}-1H-[1,8]Hadb TMpMANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHsI 3
npuknagy B1, BukopuctoBytoum 1-(7,7-gudpTop-
5,6,7,8-TeTparigpoHadptanin-1-in)ninepaswH, 3
OTPMMaHHsIM BKka3aHoi B 3aronoBky cronyku (0,329r,
78%). 'H AMP (400Mry, CDCla): & 9,02 (ywmp, c,
1H), 7,72 (g, 1H), 7,62 (g, 1H), 7,18 (1, 1H), 6,99 (4,
1H), 6,92 (g, 1H), 6,60 (g, 1H), 6,52 (g, 1H), 4,39 (T,
2H), 3,23 (1, 2H), 3,01 (1, 2H), 2,95-2,84 (m, 4H),
2,74-2,56 (m, 4H), 2,54-2,46 (m, 2H), 2,28-2,13 (m,
2H), 1,90-1,81 (m, 2H), 1,79-1,68 (m, 2H). ES MC:
469,27 (M+1)" (TouHa maca: 468,23).

Mpwvknag B40 - CuHTtes 7-{4-[4-(7-okco-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oyTokcm)-
1H-[1,8]Hadb TMpUANH-2-OHY

MpomibkHy  crnonyky, 7-{4-[4-(7-meTokcK-5,8-
avrigpoHadptaniy-1-in)ninepasuH-1-in]oytokcu}-1H-
[1,8]Hadb TMPUANH-2-0H, OTPUMYBANU TakUM YMHOM.

1-(7-MeTokcu-5,8-aurigpoHadptanin-1-
in)ninepasuH (578wmr, 2,37mMMonb) i 4-(7-okco-7,8-
avrigpo-[1,8]Hacd TpuanH-2-inokcn)byTrpansaeria
(500mr, 2,16MMOfb) PO3UMHAMM B AMXIOpPeTaHi
(10mn). Hopasanu TpuetTUnamiH (655mr,
6,47mMmorb) | cymiw nmepemiwyBamm npotdrom 10
XBUIMH. TpuaueTokcmboporigpug Hatpito (548w,
2,59vmork) gogaeanu i cymill nepemillyBanum npo-
Tarom 1,5 roguH. Cymiw racunu Bogoto (20mn) i
ekcTparyBanu guxnopmeTtaHom (20mr). OpraHidHni
Lwap NpoMmuBanM HacU4eHUM po3vmMHOM cori (20mn),
cywmnu Hag 6e3BoAHMM cynbdatom HaTpito, ginbT-
pyBanu i ynaptoBamu. HeounwieHy TBepay peyoBuHy
ounLLann KoroHKoBOK Xxpomartorpadieto (5:95 Tpu-
eTvnamiH/eTmnaueTar) 3 OTPUMMAaHHSM MPOMDKHOI
crionyku (589wmr, 59%) y Burnsgi 6inoi niHu. 'H AMP
(400Mry, CDCI3): 8 9,40 (c, 1H), 7,75 (g, 1H), 7,60
(@, 1H), 7,18 (1, 1H), 7,00-6,90 (m, 2H), 6,60 (g, 1H),
6,54 (g, 1H), 4,80 (1, 1H), 4,40 (7, 2H), 3,60 (c, 3H),
3,50-3,48 (m, 2H), 3,44-3,38 (m, 2H), 2,95 (1, 4H),
2,80-2,50 (m, 4H), 2,44 (1, 2H), 1,90-1,65 (m, 4H).

7-{4-[4-(7-MeTokcu-5,8-gurigpoHadTaniy-1-

in)ninepasuH-1-in]oytokcu}-1H-[1,8Had TMpManH-2-
OH (360mr, 0,78MMOMb) PO34MHANM B CyMiLli €TaHo-
ny (6mn) i TeTparigpodypany (2mn). [lo oTpumaHoro
po3umHy pogasamm 10% XropoBOAHEBY KWUCMOTY
(1,5mn) i cymiw nepemilyBanu npu KiMHaTHIA TeM-
nepatypi npotarom 15 xBUNUH, NOTIM racunuM Hacu-
YeHum GikapboHaTom HaTpito (10mn). Cymiw ekcTpa-
rygamm eturnayetatom (20Mn) i opraHiyHMn Lwap
NPOMUBAaNM Hacu4eHUM po3yvmHoM cori (20mn), cy-
wunn Hag 6e3BogHMM cynbdaToM HaTpilo, inbT-
pyBanu i ynaptoBanu. HeouwnwwieHy TBepay pe4oBuHy
OYMLLANN KOJIOHKOBOK Xxpomatorpadieto (6:94 Tpu-
eTunamiH/eTnaueTaT) 3 OTPVMMaHHAM BKa3aHOi B
3aronoBky cronykn (263mr, 75%) y surnsgi 6inoi
nitm. "H AMP (400Mru, CDCl3): § 9,15 (c, 1H), 7,76
(@, 1H), 7,60 (g, 1H), 7,20 (1, 1H), 7,00-6,95 (m, 2H),
6,60 (g, 1H), 6,50 (g, 1H), 4,40 (7, 2H), 3,60 (c, 2H),
3,04 (1, 2H), 2,90-2,80 (m, 4H), 2,80-2,40 (m, 8H),
1,90-1,60 (m, 4H). MC ES+ 447,05 (M+H)" (TouHa
maca: 446,23).

Mpuknag B41 - CwHre3 7-{4-[4-(7-rigpokcu-
5,6,7 8-TeTparigpoHadTanin-1-in)ninepasunH-1-
imoyTtokcu}-1H-[1,8Hacp TMpManH-2-oHy
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Oo PO34nHYy 7-{4-[4-(7-0Kc0-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]6yTokcu}-
1H-[1,8]HadbTMpnanH-2-oHy (1,20r, 2,69Mmonb) B
meTaHoni (10mn) popaBarm  nopuismu  NaBHLi
(0,41r, 10,76 mmonb). PeakuiiHy cyMmill nepemilwy-
Banu npu KiMHaTHIN Temnepatypi npoTtarom 30xB. i
racunu HacudeHum posdmHom NH4Cl i cnonyky ekc-
TparyBamm CHyClz (2x20mn). OpraHiyHnin wap npo-
MUBanM HacCU4eHUM po34umHoM cori (20mn), cywmnm
Hag 6e3sogHuMm NaxSO4, dinbTpyBanu i ynaptosa-
. HeouuweHWn MpOAYKT OYMLANM KOJIOHKOBOIO
xpomartorpadieto (10% meTaHon B eTunaueTaTi) 3
OTPUMaHHSM BKasaHoi B 3aronosky crnionyku (0,60r,
50%) y BUrnAgi Ginoi TBepaoi pedoBuHM. 'H AMP
(400Mry, CDCl3): 6 9,25 (c, 1H), 7,72 (g, 1H), 7,63
(@, 1H), 7,12 (7, 1H), 6,91 (g, 1H), 6,85 (g, 1H), 6,59
(@, 1H), 6,52 (g, 1H), 4,23 (1, 2H), 4,13-4,08 (m, 1H),
3,25-3,20 (m, 1H), 3,02-2,83 (m, 6H), 2,61-2,47 (m
6H), 1,88-1,71 (M, 6H). ES MC: 449,26 (M+1)" (Tou-
Ha maca: 448,25).

Mpuknag B42 - CuHtes 7-{4-[4-(5-0kco0-5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]oytokcu}-
1H-[1,8]Hacb TMpMAaNH-2-0HyY

Mo meToawmui, NodibHIN 4O METOOUKN iHLLIMX MpU-
Knagis  Buwe, S-ninepasuH-1-in-3,4-gurigpo-2H-
HadTaniH-1-oH 3B'A3yBanu BiAHOBHUM aMiHyBaHHSM
3 4-(7-okco-7,8-aurigpo-[1,8]Hacb TmpmanH-2-
inokcun)byTupanbgerigjom 3 noganswyMy TUMOBOKO
00po6KOIO | OYNLLEHHAM 3 OTPMMAHHSM BKa3aHOi B
3aronoBky crionyku, T. nn. 158-160°C. MC: APCI:
M+1: 447 3 (TouyHa maca: 446,23).

Mpuknag B43 - CwuHtes 7-{4-[4-(5,5-andTop-
5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasuH-1-
in)oyTokcu}-1H-[1,8]JHadb TMpNANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHsI 3
npuknagy B1, BukopuctoBytoum 1-(5,5-gudTop-
5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasuH, 3 oTpu-
MaHHsIM BKa3aHoi B 3arosfioBky crionyku (0,227r, 37
%). "H AMP (400MIL, CDCl3): & 9,00 (yump, ¢, 1H),
7,72 (g, 1H), 7,64 (g, 1H), 7,44 (g, 1H), 7,30 (1, 1H),
7,12 (g, 1H), 6,60 (g, 1H), 6,52 (g, 1H), 4,40 (1, 2H),
2,98-2,88 (m, 4H), 2,82-2,76 (m, 2H), 2,70-2,54 (m,
4H), 2,48 (1, 2H), 2,36-2,22 (m, 2H), 2,00-1,91 (m,
2H), 1,89-1,80 (m, 2H), 1,77-1,66 (m, 2H). ES MC:
469,03 (M+H)" (TouHa maca: 468,23).

Mpuknag B44 - CuHte3 7-{4-[4-(3-0KkcoiHoaH-4-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Had TMpmaonH-2-
OHYy

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopuctoBytoun 7-ninepasuH-1-
iniHOoaH-1-oH, 3 OTPMMaHHAM BKa3aHOI B 3arofioBKY
cronykn. "H SIMP (400MIy, CDCl3): & 8,92 (yump,
c, 1H), 7,72 (g, 1H), 7,64 (g, 1H), 7,45 (1, 1H), 6,97
(@, 1H), 6,77 (g, 1H), 6,60 (g, 1H), 6,52 (g, 1H), 4,38
(T, 2H), 3,32-3,16 (m, 4H), 3,10-3,02 (m, 2H), 2,80-
2,66 (m, 4H), 2,66-2,62 (m, 2H), 2,58-2,46 (m, 2H),
1,92-1,80 (m, 2H), 1,80-1,66 (M, 2H). ES MC: 432,94
(M+1)" (TouHa maca: 432,22).

Mpuknag B45 - CuHte3 7-{4-[4-(2-okcoiHgaH-4-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpManH-2-
OHY

CrnigyBanu meToauui BiJHOBHOINO amiHyBaHHSA 3
npuknagy B1, BukopuctoBytoun 4-ninepasuH-1-
iniHOaH-2-0H, 3 OTPMMaHHSAM BKa3aHOI B 3arofioBKY
crionykn. "H SIMP (400MIu, CDCl3): & 9,20 (yump,
c, 1H), 7,75 (g, 1H), 7,65 (g, 1H), 7,25 (1, 1H), 7,05
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(@, 1H), 6,90 (g, 1H), 4,40 (1, 2H), 3,55 (c, 2H), 3,45
(c, 2H), 3,05 (ywuwmp, c, 4H), 2,70 (ywwmp, c, 4H), 2,45
(t, 2H), 1,85 (m, 2H), 1,65 (m, 2H). MC ES: m/z
433,21 (M+H)" (TouHa maca: 432,22).

Mpvknag B46 - CwuHres  7-{4-[4-(2,2-
andTopiHaaH-4-in)ninepasuH-1-in)oyTokcu}-1H-
[1,8]Hadb TMpUANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHs 3
npvknagy B1, BUKOPUCTOBYHOUN 1-(2,2-
andTopiHaaH-4-in)ninepasuH, 3 OTPUMaHHsIM Bka3a-
HOi B 3aroroBky crionyku (0,208r, 40%). 'H SIMP
(400MrI'y, CDCI3): & 9,15 (ywwp, ¢, 1H), 7,75 (g, 1H),
7,65 (g, 1H), 7,25 (1, 1H), 6,90 (4, 1H), 6,85 (g, 1H),
6,65 (g, 1H), 6,50 (g, 1H), 4,40 (1, 2H), 3,35 (™, 4H),
3,05 (ywwp, c, 4H), 2,75 (ywwmp, c, 4H), 2,50 (m, 2H),
1,90 (m, 2H), 1,75 (m, 2H). MC ES: m/z 455,11
(M+H)" (Touna maca: 454,22).

Mpuknag B47 - CwHTe3 7-[4-(4-HadTaniH-1-
inninepasuH-1-in)éytokcn]-1H-[1,8]Had TMpnanH-2-
OHYy

Oo CcyMiLui 4-(7-okco-7 ,8-gurigpo-
[1,8]Hadb TMpManH-2-inokcun)oyTupanbaerigy (175wr,
0,754mmonb) i rigpoxnopvgy  1-HadTaniH-1-
inninepasuHy (206mr, 0,829mmons) B DCE (4mn)
popasanu EtsN (0,23mn, 1,66Mmonb). Cymiw nepe-
Miwysanm npotarom 10xB. i fogasanu NaBH(OAc)s
(224wmr, 1,06Mmonb) y BUrMSA NOpOLLKY. PeakuinHy
CyMill MepeMillyBanu npu KiMHaTHIA TemnepaTypi
npoTarom 2rof. i noTiM racumm HacuyeHum NaHCOs.
Cywmiw ekctparyBanm EtOAc. OpraHiyHuii wap npo-
MuBanm HacuyeHum NaHCOs i HacuyeHum po3uu-
HoM coni, cywmmm Hag NaxSOgs i KoHUeHTpyBanu 3
OTpVYMaHHsIM Oinoi niHW. O4YNLLEHHST PIOVHHOK XpPOo-
matorpadieto (5% MeOH/CHxCl2) gano BkasaHy B
3arofiloBKy cronyky y Burnsgi 6inoi nmiHn (260wmr,
0,607Mmmorb, 80%). MNiHy PO3UMHANN B MiHIManbHINA
kinekocTi CH2Cl2 i gopgaBarmm Et,O. Oopasanu 1M
HCI B Et20 (0,6mn) | yTBOptoBaBcs 6inmia ocag. Tee-
pay peyoBuHy 36upamm inbTpyBaHHSAM, MPOMMBa-
m Et20 i cywmnm 3 oTpumaHHsaM Ginoi nnacTiBue-
nofibHoi TBepaoi peyoBuHM (257mr). MC: APCI:
M+1: 4292 (TouHa maca: 428,22).

Mpuknag B48 - CuHTes 7-{4-[4-(6-
dTopHad TaniH-1-in)ninepasuH-1-in]oyTokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucToBytoun 1-(6-cptopHadpTaniH-
1-in)ninepasvH, 3 OTPMMaHHSAM BKa3aHOi B 3arofoB-
Ky crionykn (195mr, 72%). 'H SIMP (400Mru,
OMCO-de): 6 12,00 (c, 1H), 8,20-8,15 (m, 1H), 8,10
(@, 1H), 7,80 (a, 1H), 7,76-7,60 (m, 2H), 7,60-7,40
(m, 2H), 7,20 (g, 1H), 6,65 (4, 1H), 6,40 (g, 1H), 4,40
(T, 2H), 3,70-3,20 (m, 10H), 2,00-1,80 (m, 4H). MC
ES+ 447,18 (M+H)" (TouHa maca: 446,21).

Mpuknag B49 - CuHTes 7-{4-[4~(7-
dTopHad TaniH-1-in)ninepasuH-1-in]oyTokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucToBytoun 1-(7-ptopHadptaniH-
1-in)ninepasvH, 3 OTPMMaHHAM BKa3aHOi B 3arorfoB-
Ky cronykn (250mr, 85%). 'H SAMP (CDCls,
400Mrlu): 8 9,02 (c, 1H), 7,82-7,79 (m, 2H), 7,75 (4,
1H), 7,62 (g, 1H), 7,58 (g, 1H), 7,36 (1, 1H), 7,30-
7,20 (m, 1H), 7,18 (g, 1H), 6,60 (g, 1H), 6,56 (g, 1H),
4,40 (1, 2H), 3,20-3,00 (m, 4H), 2,90-2,60 (m, 4H),
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2,60 (1, 2H), 1,96-1,70 (m, 4H). MC ES+ 447,17
(M+1)" (TouHa maca: 446,21).

MpuknagB50 - CuHTes 7-{4-[4-(8-
dTopHadTaniH-1-in)ninepasuH-1-in)oéyTokcu}-1H-
[1,8]HacpTMpUaNH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucToBytoun 1-(8-cptopHadptaniH-
1-in)ninepasvH, 3 OTPMMaHHSAM BKa3aHOi B 3arorioB-
Ky crionyku (0,32r, 42%). "H SIMP (400MIu, CDCl3):
8 9,20 (ywwp, ¢, 1H), 7.75 (g, 1H), 7,60 (m, 2H), 7,45
(@, 1H), 7,40-7,30 (m, 2H), 7,15-7,05 (m, 2H), 6,60
(a, 1H), 6,48 (4, 1H), 4,40 (1, 2H), 3,40-3,25 (m, 2H),
3,05-2,80 (m, 4H), 2,60-2,40 (m, 4H), 1,90-1,65 (m,
4H). MC (ES+): 447,17 (M+H)" (TouHa wmaca:
446,21).

Mpuknag, B51 - CuHTes 7-{4-[4-(5-
dTopHad TaniH-1-in)ninepasuH-1-injoyTokcu}-1H-
[1,8]Hadb TMpUANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHsI 3
npuknagy B1, BukopucTtoBytoumn 1-(5-chtopHadbTaniu-
1-in)ninepasnH, 3 OTpMMaHHSAM BKa3aHOi B 3arorioB-
ky crionyku. 'H AMP (400Mry, AMCO-de): & 12,00
(c, 1H), 8,03 (@, J=6,3I'u, 1H), 7,97 (g, J=6,2I"u, 1H),
7,85 (g, J=6,I"'u, 1H), 7,75 (g, J=5,8I"u, 1H), 7,50 (m,
2H), 7,35 (m, 1H), 7,22 (g, J= 5,5I'y, 1H), 6,68 (4,
J=6,6ly, 1H), 6,40 (g, J=6,70ly, 1H), 4,40 (T,
J=3,5I'uy, 2H), 3,00 (c, 4H), 2,70 (c, 4H), 2,50 (ywwmp,
¢, 2H), 1,80 (m, 2H), 1,60 (m, 2H).

Mpuknapg, B52 - CuHTes 7-{4-[4-(4-
dTopHad TaniH-1-in)ninepasuH-1-injoyTokcu}-1H-
[1,8]Hadb TMPUANH-2-0HY

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopucTtoBytoun 1-(4-chTopHadpTaniH-
1-in)ninepasuH, 3 OTpMMaHHSAM BKa3aHOi B 3arosioB-
ky cronykh. 'H SIMP (400Mru, CDCls): & 9,20
(ywwp, c, 1H), 8,25 (m, 1H), 8,10 (m, 1H), 7,75 (g,
1H), 7,62 (g, 1H), 7,58 (ag, 2H), 7,106,953 (m, 2H),
6,60 (g, 1H), 6,45 (g, 1H), 4,40 (1, 2H), 3,22-3,00
(ywwp, c, 4H), 2,85-2,60 (ywwmp, c, 4H), 2,55 (m, 2H),
1,95-1,65 (M, 4H). MC: ES+ 44723 (M+H)" (TouHa
Maca: 446,21).

Mpwuknag, B53 - CuHTes 7-{4-[4-(3-
pTOopHad TaniH-1-in)ninepasuH-1-in]oyTokcu}-1H-
[1,8]Hadp TMPUANH-2-0HY

CrnigyBanu meToauui BiJHOBHOIMO amiHyBaHHSA 3
npuknagy B1, BukopucTtoBytoun 1-(3-chTopHadpTaniH-
1-in)ninepasuH, 3 OTPMMaHHSM BKa3aHOi B 3arosioB-
ky cronykh. 'H SIMP (400Mru, CDCls): & 9,00
(ywmp, ¢, 1H), 8,12 (g, 1H), 7,78-7,70 (m, 2H), 7,64
(@, 1H), 7,50-7,38 (m, 2H), 7,14 (o, 1H), 6,86 (aa,
1H), 6,62 (g, 1H), 6,52 (g, 1H), 4,40 (1, 2H), 3,15
(ywwp, c, 4H), 2,76 (ywwp, c, 4H), 2,56 (1, 2H), 1,94-
1,84 (m, 2H), 1,81-1,70 (m, 2H). MC (ES+): 447,05
(M+H)" (TouHa maca: 446,21).

Mpuknag B54 - CuHTe3s 7-{4-[4-(2-
dpTOopHad TaniH-1-in)ninepasuH-1-in]oytokcu}-1H-
[1,8]HadpTpUn anH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHSA 3
npuknagy B1, BukopucToBytoun 1-(2-cpTopHadpTaniH-
1-in)ninepasuH, 3 OTPMMaHHSIM BKa3aHOi B 3aroioB-
Ky cronykn (175mr, 43%). 'H SMP (400Mru,
OMCO-dg): 8 12,00 (c, 1H), 8,30 (g, J=6,5Ty, 1H),
7,97 (m, 2H), 7,83 (m, 2H), 7,60-7,30 (m, 3H), 6,65
(@, J=8,2I'y, 1H), 6,40 (g, J=8,0lu, 1H), 4,40 (m,
2H), 4,00 (ywwp, c, 4H), 3,40-3,10 (m, 6H), 2,00-
1,77 (m, 4H).
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Mpvknag B55 - CwuHres  7-{4-[4-(6,7-
andTopHadTaniH-1-in)ninepasux-1-injéytokcun}-1H-
[1,8]HadpTMpHNaNH-2-0HY

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npvknagy B1, BUKOPUCTOBYIOUN 1-(6,7-
andTopHadTaniv-1-in)ninepasvH, 3 OTPUMaHHAM
BKa3aHoi B 3aroroBky crionyku (0,25r, 70%). 'H
AMP (400MIy, AMCO-de): & 12,30 (c, 1H), 10,55
(ywwp, c, 1H), 8,03 (m, 3H), 7,80 (g, 1H), 7,70 (g,
1H), 7,55 (7, 1H), 7,22 (g, 1H), 6,65 (g, 1H), 6,40 (4,
1H), 4,40 (1, 2H), 3,70-3,10 (m, 10H), 1,90-1,70 (m,
4H).

Mpuknap, B56 - CuHtes 7-{4-[4-(7-
XropHadptanin-1-in)ninepasuH-1-in]6ytokcu}-1H-
[1,8]Hadb TMpUANH-2-0HY

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopucTtoBytoumn 1-(7-xropHadpTaniu-
1- |n)n|nepa3V|H 3 OTPUMaHHSIM BKa3aHOi B 3arosioB-
ky cronykn (0,373r, 45%). 'H AMP (400Mru,
OMCO-de): 3 12,01 (c, 1H), 10,78 (c, 1H), 8,12 (a4,
1H), 8,01 (1, 2H), 7,85 (4, 1H), 7,74 (g, 1H), 7,58-
7,48 (m, 2H), 7,28 (g, 1H), 6,68 (g, 1H), 6,37 (g, 1H),
4,40 (1, 2H), 3,64 (m, 2H), 3,48-3,19 (m, 8H), 1,98-
1,81 (m, 4H).

Mpuknag, B57 - CuHtes 7-{4-[4-(6-
xropHadpTanin-1-in)ninepasuH-1-in]oytokcu}-1H-
[1,8]HadTpU AnH-2-0HY

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npvknagy B1, BukopuctoBytoun 1-(6-xropHadtaniH-
1-in)ninepa3uH, 3 OTPUMaHHSAM BKa3aHoi B 3arosnog-
Ky cronyku (0,403r, 48%). T. nn. 208-209°C. 'H
AMP (400MI'y, AMCO-de): 5 12,01 (c, 1H), 8,16 (g,
1H), 8,06 (g, 1H), 8,02 (a, 1H), 7,83 (g, 1H), 7,64 (4,
1H), 7,55 (m, 2H), 7,22 (g, 1H), 6,64 (g, 1H), 6,39 (4,
1H), 4,40 (1, 2H), 3,62 (m, 2H), 3,53-3,09 (m, 8H),
1,98-1,73 (m, 4H).

Mpuknag B58 - CuHTe3s 7-{4-[4-(5-
xrnopHadptanin-1-in)ninepasuH-1-in]6ytokcu}-1H-
[1,8]Hadp TMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHSA 3
npuknagy B1, BukopucTtoBytoumn 1-(5-xnopHadptaniH-
1- |r|)n|r|epa3V|H 3 OTPMMaHHSIM BKa3aHOi B 3arosioB-
ky crionyku. 'H AMP (400Mry, IMCO-de): & 12,01
(c, 1H), 8,18 (g, 1H), 8,01 (g, 1H), 7,98 (g, 1H), 7,83
(@, 1H), 7,77 (@, 1H), 7,63 (1, 1H), 7,54 (7, 1H), 7,32
(o, 1H), 6,68 (a, 1H), 6,38 (aa, 1H), 4,40 (T, 2H),
3,64 (v, 2H), 3,48-3,15 (m, 8H), 1,98-1,81 (m, 4H).

Mpuknag B59 - CuHTes 7-{4-[4-(8-
xrnopHadptanin-1-in)ninepasuH-1-in]6ytokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BukopucToBytoumn 1-(8-xropHadptaniH-
1- |n)n|nepasle 3 OTPUMaAHHSIM BKa3aHOi B 3arorioB-
Ky cronyku (0,257r, 41%). 'H AMP (400Mru,
OMCO-de): 8 12,04 (c, 1H), 8,02 (g, 1H), 7,92 (aa,
1H), 7,84 (g, 1H), 7,76 (a, 1H), 7,62 (ag, 1H), 7,54
(t, 1H), 7,46 (1, 1H), 7,32 (a4, 1H), 6,66 (g, 1H),
6,38 (g, 1H), 4,38 (1, 2H), 3,62 (™, 2H), 3,55-3,24 (m,
6H), 3,12 (m, 2H), 1,96-1,78 (m,4H).

Mpuknag B60 - CuHTes 7-{4-[4~(7-
MeTokcuHad TaniH-1-in)ninepasuH-1-in]6ytokcu}-1H-
[1,81Hadb TMPMANH-2-0HY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1, BUKOPUCTOBYIOHUN 1-(7-
MeToKCcuHad TaniH-1- |n)n|nepa3v|H 3 OTPUMaHHAM
BKa3aHOT B 3arofioBKy CMOJSIyKW. "H amp (400MrIy,

82541

138

CDClz): & 8,90 (c, 1H), 7,78-7,74 (m, 2H), 7,62 (g,
1H), 7,60-7,40 (m, 2H), 7,26-7,24 (m, 1H), 7,18-7,06
(m, 2H), 6,60 (g, 1H), 6,50 (g, 1H), 4,40 (7, 2H), 3,90
(c, 3H), 3,30-2,80 (m, 8H), 2,60 (1, 2H), 1,90-1,65 (Mm,
4H). MC ES+ 459,21 (M+1)" (TouHa maca: 458,23).

Mpuknag B61 - CuHTes 7-{4-[4-(6-
MeTokcuHad TaniH-1-in)ninepasuH-1-in]6ytokcu}-1H-
[1,8]HadpTMpNanH-2-oHy

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHS 3
npvknagy B1, BUKOPUCTOBYIOUN 1-(6-
MeTOKCHHad TaniH- 1-|n)r||nepa3v|H 3 OTPUMaHHSM
BKa3aHO! B 3arofioBKy CrOMyKu. "H amp (400MrI'y,
CDCl3): & 8,90 (c, 1H), 8,10 (g, 1H), 7,74 (g, 1H),
7,60 (g, 1H), 7,40 (g, 1H), 7,38 (1, 1H), 7,18-7,10 (m,
2H), 6,98 (g, 1H), 6,60 (4, 1H), 6,50 (g, 1H), 4,40 (T,
2H), 3,90 (c, 3H), 3,20-2,80 (m, 8H), 2,58 (T, 2H),
1,90-1,65 (M, 4H). MC ES+ 459,20 (M+H)" (TouHa
Maca: 458,23).

Mpuknag, B62 - CuHTes 7-{4-[4-(7-
aueTunHadTaniH-1-in)ninepasux-1-in)6yTokcm}-1H-
[1,8]Had TMpUANH-2-0HY

CnigyBanu metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopuctoBytoun 1-(8-ninepasuH-1-
inHacpTaniH-2- IJ'I)eTaHOH 3 OTpMMaHHﬂM BKa3aHoi B
3aroroBky crionyk (400mr, 83%). 'H AMP (400Mrw,
OMCO-de): 3 12,00 (c, 1H), 8,70 (c, 1H), 8,10-8,00
(m, 3H), 7,85 (4, 1H), 7,80 (g, 1H), 7,60 (1, 1H), 7,30
(@, 1H), 6,65 (g, 1H), 6,40 (g, 1H), 4,40 (1, 2H) 3,70-
3,60 (m, 2H), 3,60-3,20 (m, 8H), 2,80 (c, 3H), 2,00-
1,80 (m, 4H). MC ES+ 471,23 (M+H)" (TouHa maca:
470,23).

Mpuknag, B63 - CuHTes 7-{4-[4-(6-
aueTunHadTaniH-1-in)ninepasux-1-in)6éyTokcm}-1H-
[1,8]Had TMPUANH-2-0HY

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopuctoBytoun 1-(5-ninepasuH-1-
inHadpTaniH-2-in)eTaHoH, 3 OTPUMAHHSAM BKa3aHoi B
3aroroBky crionyku (300mr, 85%). 'H AMP (400Mrw,
OMCO-de): 6 12,00 (c, 1H), 8,64 (c, 1H), 8,20 (a,
1H), 8,05-7,95 (m, 2H), 7,90-7,80 (m, 2H), 7,60 (T,
1H), 7,36 (g, 1H), 6,64 (g, 1H), 6,40 (g, 1H), 4,40 (T,
2H), 3,70-3,60 (m, 2H), 3,50-3,32 (m, 4H), 3,30-3,10
(m, 4H), 2,70 (c, 3H), 2,00-1,80 (m, 4H). MC ES+
471,17 (M+H)" (TouHa maca: 470,23).

Mpwuknag, B64 - CwuHTes 7-{4-[4-(5-
aueTunHadTaniH-1-in)ninepasuH-1-in)6yTokcm}-1H-
[1,8]Hadp TMPUANH-2-0HY

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopuctoBytoun 1-(5-ninepasun-1-
inHadTaniH-1-in)eTaHoH, 3 OTPUMAHHAM BKa3aHoi B
3aroroBky crionyku (0,39r, 77%). 'H AMP (400Mrw,
CDCls): & 845 (g, J=7,7Tu, 1H), 8,30 (4, J=7,6Iy,
1H), 7,90 (g, J=5,8I"u, 1H), 7,75 (m, 2H), 7,55 (m,
2H), 7,30 (g, J=6,2I'y, 1H), 6,70 (m, 2H), 4,50 (T,
J=3,6l'uy, 2H), 4,00-3,60 (m, 4H), 3,40-3,10 (m, 4H),
2,80 (c, 3H), 2,30 (m, 2H), 2,00 (m, 4H).

Mpuknag B65 - CuHTe3s 7-(4-[4-(4-
aueTtunHadTaniH-1-in)ninepasuH-1-in)6éyTokcu}-1H-
[1,8]Hadp TMPUANH-2-0HY

Cnigysanu metoauui BiGHOBHOIMO amiHyBaHHSA 3
npuknagy B1, BukopuctoBytoun 1-(4-ninepasun-1-
inHadTaniH-1-in)eTaHoH, 3 OTPUMAHHAM BKa3aHoi B
3aroroBky crionyku (0,42r, 69%). 'H AMP (400MIy,
OMCO-dg): 8 12,00 (c, 1H), 10,60 (c, 1H), 8,80 (g,
1H), 8,15 (m, 2H), 8,00 (g, 1H), 7,80 (g, 1H), 7,60 (m,
2H), 7,20 (g, 1H), 6,63 (g, 1H), 6,40 (g, 1H), 4,40 (m,
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2H), 3,80-3,20 (m, 10H), 2,70 (c, 3H), 2,00-1,80 (m,
4H).

Mpuknag, B66 - CuvHtes 7-{4-[4-(2-
aueTunHadTaniH-1-in)ninepasut-1-in]éyTokcu}-1H-
[1,8]Hadb TMpUANH-2-0HY

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npuknagy B1, BukopucToBytoun 1-(1-ninepasuH-1-
iNnHadTaniH-2-in)eTaHOH, 3 OTPUMaHHSIM BKa3aHOi B
3arornoBky crioniykn. 'H SIMP (400Mru, CDCla): &
12,00 (c, 1H), 8,37 (m, 1H), 7,80 (m, 2H), 7,60 (m,
3H), 6,70 (g, J=8,8I'y, 1H), 6,40 (4, J=8,6I'y, 1H),
4,40 (m, 2H), 3,60-3,40 (m, 10H), 2,66 (c, 3H), 1,90
(m,4H).

Mpvknag B67 - CwuHre3s 8-{4-[4-(7-okco-7,8-
aurigpo-[1,8JHadb TrpManH-2-
inokcn)oyTun]ninepasuH-1-injHad TaniH-2-

KapOoHiTpuny
CnigyBann metoguui BiJHOBHOIO amiHyBaHHs 3
npuknagy B1, BukopuctoBytoun 8-ninepasuH-1-

inHad TaniH-2-kapOoHITPMN, 3 OTPMMaHHAM BKa3aHoi
B 3aronoBky cronyku (0,341r, 24%). 'H AMP
(400Mry, AMCO-dg): 8 12,03 (c, 1H), 11,24 (c, 1H),
8,63 (c, 1H), 8,13 (a, 1H), 8,20 (g, 1H), 7,83 (m, 2H),
7,70 (1, 1H), 7,37 (g, 1H), 6,68 (4, 1H), 6,38 (g, 1H),
4,40 (1, 2H), 3,68-3,21 (m, 16H), 2,40-1,90 (m, 4H).

Mpuknag B68 - CwuHtes 1-metun-7-[4-(4-
HadpTaniH-1-inninepasuH-1-in)6yTokcn]-1H-
[1,8]Hadb TMPUANH-2-0HY

MpomikHy CMosyKy, 7-xnop-1-metun-1H-
[1,8]HadbTMPUANH-2-0H, OTpUMYyBanu TakuMm YUHOM.
Oo cycnensii  7-xnop-1H-[1,8]Hadp TMpUAnNH-2-0HY
(1,17r, 6,49mmorb) B TT® (32Mn), oxonomkeHoi oo
0°C, popaBarm TpeT-OyTokcug Kanito (1Mb TIro,
9,7mMn, 9,7mMMornb). Micna nepeMillyBaHHst NPOTSArOM
15xB., pogasarm Mel (0,81mn, 13,0mmonb). Peak-
LinHy cyMiw nepemiwysamm npu 0°C npoTsrom 1roa.
i Mpu KiMHaTHIA TemnepaTtypi npoTaroMm Sroa. Peak-
yito racumm HacudeHnm NH4ClI i H2O. Cymiw ekcTpa-
rysamm EtOAc. OpraHiyHni wap npomMvBanu Hacu-
yeHum NaHCOsz i Hacu4eHMM pO34YMHOM  COfli,
cywmnm Hag NaxSOs i koHUeHTpyBanu. OuYnLLEHHS
pignHHol xpomatorpadieto (Analogix, RS-120, 10-
50% EtOAc/rekcaHn) gano NpoMiKHY CMOMyKy Yy BU-
rnagi 6inoi TBeppoi pevosuHu (0,88r, 4,52mmorb,
70%). MC: APCI: M+1: 195,0 (TouHa maca: 194,02).

0o posunHy 4-(4-HadbTanin-1-inninepaswn-1-
in)oytan-1-ony (422mr, 1,48mMmonb) B TId (5mn),
oxonomkeHoro o 0°C, pogaearm 7-xmnop-1-meTtun-
1H-[1,8]HacpTvpnaun-2-on  (303mr, 1,56mmonb) y
BUMMAAi po3yuHy B TI® (9mn) yepes kaHomno. Peak-
UiMHy CyMill nepemillyBanM npoTAarom MpubmnsHo
2rog. npu 0°C. Peakuito racurm HacuyeHum NH4CI i
cymiw ekctparyBanu EtOAc. OpraHiyHuin wap npo-
mMuBanm HacuyeHum NaHCOs i HacudeHum po3uu-
HoM coni, cywmnm Hag NaxSOs i KOHUEHTpyBamm.
OunweHHa PX (4% MeOH/CH.CI2) gano BkasaHy B
3arofioBky crnonyky y Burnsgi 6inoi niHn (507 wmr,
1,15mMmorb, 77%). YacTuHy BkasaHOi B 3arofioBKy
cronykun (243wmr, 0,549mMonb) posumHaim B Et,O i
popasarim 1H. HCI B EtO (0,55mn). OTpumanun
6inMn ocap 36upanm QinbTpyBaHHAM, MpoOMUBaNM
Et,O i cywmmm 3 oTpumaHHsaM Ginoi TBepaoi pevo-
BUHU (248wmr). MC: APCI: M+1: 443,3 (To4Ha maca:
442,24).
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Mpuknag  C1 - CwHres  7-{3-[4-(2,3-
avxnopdeHin)ninepa3swuH-1-injnponokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

MpombkHy crionyky, 2-6eHsunokcu-7-{3-[4-(2,3-
avxnopdeHin)ninepa3suH-1-injnponokcu}-
[1,8]HacpTMpuanH, otpumyBanu Takum 4uHoMm. [o
cycneHsii rigpoxnopuay 3-[4-(2,3-
avxnopdeHin)ninepasuH-1-injnponan-1-ony (400wr,
1,23mmorb) B TI® (5mn), oxonomkeHoi o -40°C,
popasarim KOtBu (1Mb TIr®, 2,3mn, 2,3mmonb,
1,9ekB.). Cymiw cTaBana kKanamyTHUM PO34MHOM.
Micna nepemiwyBaHHs npoTtarom 20xB. npu -40°C,
JofaBann 4vepe3 KaHwomo 2-6eH3UnoKcu-7-xrop-
[1,8]HacbTvpuamH  (333mr, 1,23mmornb) y BurnsAAai
po3unHy B TI® (8mn). PeakuinHin cymiwi gasanu
noBinbHo 3irpitncst o 0°C npoTtarom 1roa. Peakuito
racuin HacudeHum NH4Cl i H2O i ekctparyBanu
EtOAc. OpraHiyHui Lwap npoMMBaNmM HacU4YeHUM
NaHCO3 i Hacu4eHUM pPO34YMHOM COfli, CYLUMIM Hag
NaxSO4 i koHueHTpyBamm. OuuLUEHHS PiOVHHOIO
xpomartorpadieto (CH2Cl2-2% MeOH/CHCl2) pano
BKa3aHy B 3arofioBKy CMONyKy Y BUINS4i Mpo30poro
macna 3 niHoto (367wmr, 0,701Mmonb, 57%). MC:
APCI: M+1: 523,0 (TouHa maca: 522,16).

2-beHaunokeu-7-{3-[4-(2,3-
avxnopdeHin)ninepa3suH-1-injnponokcu}-
[1,8]HacbTmpuamnH (367mr, 0,701MMork) rigpysanu 3
BMKopucTaHHam 5% Pd/C (0,1r) B MeOH (50mm)
npotarom 1rog. PeakuiiHy cymiw @inbTpyBanu i
KOHUeHTpyBanu. OuuLIeHHs PiAMHHOK XpomaTtor-
padieto (4-5% MeOH/CH.CIl,) gano BkasaHy B 3aro-
NoBKy cronyky Yy Burnsagi 6inoi niHm (181w,
0,418mmonb, 60%). MC: APCI: M+1: 433,1 (TouHa
maca: 432,11).

Mpuknag C2 - CwuHres 7-[3-(4-HadTaniH-1-
inninepaswH-1-in)nponokcu]-1H-[1,8]Hacp TpuamH-2-
OHy

Mepwy npomixHy crnomnyky, TpeT-OyTunoBuiA
edip 4-(3-rippokcunponin)ninepasuH-1-kapboHoBOI
KUCNOTW, OTPUMYBANN Takum YnHoMm. Y 12-n 4-ropny
KPYrriogoHHy konby, 3abesneyeHy MexaHiyHOK Mi-
LUanKo, TepMOMETPOM, BXOJOM A a30Ty i kpane-
NbHOWO ninkoto, 3aBaHTaxysann po3umH N-boc-
ninepasuHy (600r, 3,225momb) B AM®A (3,9n), nicnsi
yoro 6e3BogHUIN kapboHaT kanito (666r, 4,82Morb) i
noTim noamg, HaTtpito (72,5r, 1,25monb). PeakuiiiHy
cymiw nepemiwysanu npu ~80°C npoTtsarom 16roa.,
oxonompKyBanu A0 KiMHaTHOI Temnepartypu, inbT-
pyBanu, npomusanm AM®A (2x200mn) i ynaptoBanu
[0 rycToi macu, sika yTBOpioBana asug MpoTHArom
[obu npu ~5°C. Teepai pevoBuHM BigdinLTpoByBa-
m, npomwuBanu rekcaHamu (3x300mn) i cywmmm y
Bakyymi npu ~50°C 3 oTpumaHHsAM 4381 HeounLLEHO-
ro npoaykty y Burnsgi 6inoro nopoluky. HeouuiieHy
cnonyky po3umnHsanm B 10% meTtaHoni B edipi (2,5n) i
npomnyckanu Yepes HeBeSMKY KOOHKY 3 cunikarenem
(paHiwe npomuTy edipom, Wo MicTMB 2% TpueTtn-
namiH). ®inbTpati ynaptoBanu o ryctol piguHu i
Jodasanu o cymiwi rekcaHu-ecdpip (2:1, 2,5n) npu
nepemillyBaHHi i NpoAoBXyBanM nepeMillyBaHHSA
npoTarom 12roa. mpu ~5°C, dinbTpyBamm, npomu-
Banu rekcaHamu i CyLumnu npoaykt 3 OTPUMaHHAM
BKa3aHO| B 3arorioBKy CMosyku, y Burnsgi 6inoi kpu-
cTaniyHoi TBepgoi pevosuHn (308r, 39%).

Opyry npomixkHy crionyky, TpeT-6yTunoBui edpip
4-[3-(7-6eH3unokcun-[1,8Had TMpUOMH-2-
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inokcm)nponin]ninepa3suH-1-kap6oHOBOI KMCnoTu,
OTPUMyBanM TakuM YMHOM. Y 5-n 4-ropny Kpyrio-
OOHHy Konby, 3abesnevyeHy MexXaHiYHOI MilLaskot,
TEpPMOMETPOM, BXOOOM [Afi a30Ty i KpanefbHo
MiiKol, 3aBaHTaXyBanM PO34YMH TpPeT-OyTuUroBoro
edipy 4-(3-rigpokcunponin)ninepasnH-1-kap6oHOBOI
kucrnotn, (129r, 0,528morb) B 6GessogHomy TI®
(1,6n) i oxonogxysarm go -40°C. o oTpumaHoro
po3uMHy AojaBarM Mo Kpanmiax npoTtarom  1rof.
TpeT-6yTokcua kanito (580mn, 1M B TI'®, 0,58 Mmorb)
i nepemiwysanu npotdarom e 30xB. 2-beH3nnokcu-
7-xnop-[1,8]HadbTmpmuauH (130r, 0,48monb) fonasa-
M [0 peakuinHoi cymiwi nopuismu npu -40°C npo-
Tarom 1rog. PeakuinHy cymiw nepemillyBany npoTa-
rom 4roa., gosoasum go 0°C, nicna 4oro racumm
HacM4YeHUM PO34MHOM Xropuay amoHito (1,5n) i ekc-
TparyBamm eTtunaueTtatom (2n i 1m). O6'egHaHi op-
raHiyHi eKCTpakT! MPOMMUBanU HaCU4EHNUM PO3YNHOM
coni (1n), cywmnu Hag 6e3BogHMM Cynbdatom Ha-
TPito | KOHLEHTPYBamM 3 OTPMMAHHAM HEOYULLEHOTO
NpOAYKTY Y BUrnsaAi TEMHO-KOPUYHEBOI MyCTOI NacTu.
HeouvwweHnn npoaykT ouuwanm xpomatorpadieto
Ha cunikareni 3 BukopucTaHHsam 20-25% eTtunaueTa-
Ty B rekcaHax Ans efioloBaHHA 3 OTPUMaHHAM ApY-
roi MPOMDKHOT CMoNyKK y BUrMsAAi rycToi mamke 6es-
6apsHoi nacTtn (126r, 49,8%).

TpeTio NpPOMPKHY cromnyky, TpeT-0yTunoBun
edip 4-[3-(7-okco-7,8-gurigpo-[1,8JHadTMpPUANH-2-
inokcu)nponin]ninepa3suH-1-kap6oHoBoi KMCrnoTw,
OTpMMyBarM TakuMm 4YuMHOM. [0 pO34MHy TpeT-
OyTnnosoro edipy 4-[3-(7-6eH3unnokcu-
[1,8]Hadb TMpMAnH-2-inokcu)nponinjninepasuH-1-
kapboHoBoi kucnotn (62r, 0,129monb) B MeTaHoni
(600mn) i Tr® (150mn) pogasanu 10% Pd/C (6r) i
cyMilWw rigpyBanM npu atMocdepHOMY TWUCKY npu
KiMHaTHIN TemnepaTypi npoTaroMm 20roa. PeakuinHy
cyMilWw ginbTpyBanu, npoMmBany MeTaHOSIOM, KOH-
LeHTpyBanu i niggaBany BakyyMHOMY CYLLIHHIO Mpu
~50°C 3 OTpUMaHHsIM TPEeTbOi MPOMBKHOI CMOSYyKM Y
BurNagi  6nigo-xoBToi rycToi CMOMMCTOI TBEpPAOi
peyoBuHm (48,81, 94%).

YeTtBepTy npombkHy cronyky, 7-(3-ninepasuH-1-
innponokcn)-1H-[1,8]HacpTMpManH-2-0H, OTpUMyBa-
N TaKUM YMHOM. Y 2-n1 3-ropry KpyrioAoHHY konoy,
3abe3neyeHy MexaHi4YHOK Milliankol i BXogoM Anis
asoTy, 3aBaHTaxyBanM pO34MH TpeT-OyTurnosoro
edipy 4-[3-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAnH-2-inokcu)nponinjninepasuH-1-
kapboHoBoi kucrnom (43,4r, 0,111Morb) B AnxIop-
MeTaHi (500mn) i moTiM TpMdTOPOLTOBY KUCIOTY
(187mn) npu kiMHaTHIM TemnepaTtypi. PeakuinHy
CyMill nepemiwyBanu npu KiMHaTHIN Temnepartypi,
YacaMu BaKyymyluu peakuiiHy konby. BussueLum
BiOCYTHICTb BMXiAHOro Mmatepiany 3 gonomoroto TLUX
(10% wmetaHon B CHoCl3), BMgananmu po34uMHHUKM
CriflbHOK MeperoHKolo 3 Tornyoriom (3x). 3anumiiok
po3Tvpanu B edipi 3 OTPUMaHHAM 621 HEOUMLLEHOTO
npoaykty y surnagi coni T®O. HeouumweHy cinb
T®O cycneHgysamm y Bogi (50mn), nignyxysanu 4H.
NaOH (100mn), nepemiwysanu, npomusanu CHxCla
i mponyckanu yepe3 konoHky HP-20 (300mn), 3a-
3fanerigb MPOMWTY MeTaHOMoM, a MoTiM BOZOH.
KornoHKy peTenbHO npomwuBamm BoAoto, WO6 mpu-
Opatn 6yab-ski 4OMILLKM OCHOBWY, | eMooBanmn MeTa-
HoroM. OTpuMaHWi Npu LbOMY METaHONOBWUN PO3-
YMH ynapitoBanu i 3anuuok posTvpanu B edipi 3
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OTPUMaHHSIM 4YeTBepTOl MPOMDKHOI CMOSlyKU Yy BU-
rnsgi He 3oBcim Binoro nopowky (33r, 100%), T. nn.
192-195°C.

7-(3-MNinepasin-1-innponokcu)-1H-
[1,8]HadbTMpmanH-2-0oH (1,51, 4,2MMonb) BMiLLyBanu
B 25mn konby 3 15mn Tonyony i aseotponyBanu
pocyxa. Cymiw oxonogxysarm go 25°C i goaasanu
1-6pomHadpTaniH  (4,45r, 215mMmork). B okpewmii
konbi po3uuHsnm Pd(OAc), (0,073r, 0,325mMmorb) i
2-puumkriorekcundgocdiHobideHin (0,180r,
0,514mmorb) B gerazoBaHomy 6e3BogHOMY Tonyoni
(3mn). OTpuMaHWi po3umH MOTIM JogasBarm A0 Cy-
CrneHsii ABOX peareHTiB 3a gornomoroto wrpuua. Jo-
pasanm TpeT-6yTokcmg HaTtpito (0,8r, 8,32mmornb),
WO Aarno CycreHsito npu nepemiwyBaHHi. Micnsa ku-
M'ATIHHA CYMilli i3 3BOPOTHUM XOFOAUSTbHMKOM MNPO-
TAFOM HOYi CyMiLLl yriaptoBanu i 3anuLUoK po34mHsnm
B AuxnopmeTaHi i Bogi. Josogurm pH go 4,5 goga-
BaHHAM 1H. NTMMOHHOI KMCMNOTM 3 nodanblumMm Biaai-
neHHsM BoAHoi gpasn. OpraHivyHy ¢hady npommsanu
BoJoto i gosoavnm pH go 12 gogaBaHHAM 1H. rigpo-
KCuay HaTpito i Hacn4eHoro po3uumHy coni. OpraHiyHy
dasy Bigainanu, cywmnu Hag cyrnb@aTtoM Hatpito,
dinbTpyBanu i ynaptoBanu 4o Macna 3 cycrneHgoBa-
HAMW TBEPAUMM YacTWHKaMM. 3anuLLoK OYuMLLanu
XpomaTtorpadieto Ha cunikareni, enoryn aNXrnop-
MeTaHOM 3 noJanbwum rpagieHtom go 20% wmeta-
Homny B eTurnaueTaTi. BkazaHy B 3aronioBky Crosfyky
BUTAryBamu y BUrnsdi KpuctaniyHol TBepAoi peyo-
BuHM (0,262r). MC: APCI: M+1: 4155 (TouHa maca:
414,21).

Mpvknag C3 - CwuHtes 7-[3-(4-HadTaniH-1-
inninepasuH-1-in)nponokewi-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0HY

Mepwy npomikHy cromnyky, TpeT-OyTurnoBuii
edip 4-[3-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadp TMpMAauH-2-inokcu)nponinjninepaswH-1-
KapbOHOBOT KUCINOTH, OTPUMYBaNM Takum YnMHOM. [1o
po3unHy TpeT-0yTurnosoro edipy 4-[3-(7-okco-7,8-
aurigpo-[1,8]HadTrpmamnH-2-
inokcu)nponin)ninepasuH-1-kapboHoBoi KMCroTH
(62r, 0,129monb) B MeTaHoni (600mn) | TTP (150mn)
popgasarm 10% Pd/C (6r) i cymiw rigpyBanu npwm
aTMoCgepHOMY TUCKY MpW KiIMHaTHIA TemnepaTtypi
npotarom 20rof. PeakuinHy cymiw inbTpyBanu,
nMpoMMBanM MeTaHOIIOM, KOHLEHTpyBamm i niggasa-
M BaKyyMHOMY CYLUiHHIO npu ~50°C 3 OTpUMaHHAM
43r 6nigoi >XOBTOI rycTOi CMONMCTOT TBEPAOI peyo-
BuHW. Ti 3HOBY MigAaBanM rigpyBaHHIO PO3UYNHEHHAM
B cymiwi [OM®A-giokcaH-etaHon (0,3n:1n:0,2n) i
popasaHHAM csixoro Pd/C (8r). MNMicna aHanoriyHol
06pobKM OTpUMyBanM nepLly MPOMDKHY CrOMNyKy Y
Burnsgi ryctoi cmomm (37r, 73,5%).

Opyry npombkHy cronyky, 7-(3-ninepaswH-1-
innponokecwn)-3,4-gurigpo-1H-[1,8]JHadb TMpnamH-2-oH,
OTPUMYBanM TakuM YMHOM. Y 2-n1 3-ropry Kpyrro-
OOHHy konby, 3abe3neyeHy MexaHiYHOK MillasKkoto i
BXOOOM Ansi a30Ty, 3aBaHTaXyBanM PO3YMH TpeT-
6ytunosoro edipy 4-[3-(7-okco-5,6,7,8-TeTparigpo-
[1,8]HadpTMpmaunH-2-inokcu)nponinjninepasuH-1-
kapboHoBoi kucnotun (35r, 0,089mork) B guxropme-
TaHi (500mn) i noTim TpudTOPOLTOBY KWUCMOTY
(150mn) npu kiMHaTHIM Temnepartypi. PeakuinHy
CyMilWl nepemiwyBanu Mpu KiMHaTHIN TemnepaTypi,
roavHamun Bakyymylouu peakLiviHy konby. BusensLum
BiACYTHICTb BMXigHOro matepiany 3 gonomoroto TLUX
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(10% wmetaHon B CHCl2), Bugansanm po34MHHUKM
ChiflbHOK MEPETOHKOK 3 TomyosioM (3x) 3 OTpUMaH-
HAM HeouuweHoi comi TPO vy Burnsagi  sAcHo-
KOPUYHEBOI rycTol MacTu. HeouuweHwn matepian
cycnengysarm y Bogi (50mn), nignyxyBanu 4H.
NaOH (100mn), nepemMiwyBanu, ginbTpyBanu, npo-
MVBanM peTernbHO BOAOH i MOTIM edipoM i cylumnn y
BakyyMi Hag P20s npu ~50°C 3 oTpumaHHaM Apyroi
NMPOMIXKHOT CrMOMykn y BUrMsAi He 30BciM Ginoro no-
poLuky (24,4r, 93%), T. nn. 142-46°C.

Mo meToauui, nogibHIN 4O MeToAWKM Mprknaay,
onvcaHoro BuLlg, 7-(3-ninepa3suH-1-innponokcu)-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-oH 3B'A3yBanu 3 1-
OpomHadpTaniHoM, 3 OTPUMaHHSAM BKa3aHOi B 3aro-
nosky crnonyku (0,189r). MC: APCI: M+1: 417,2 (To-
YHa maca: 416,22).

Mpuknagp C4 -  CwuHres  7-{2-[4-(2,3-
anxnopdeHin)ninepa3swuk-1-in]-etokcm}-1H-

[1,8]Had TMpUANH-2-0HY

MpomikHy cronyky, 2-6eH3unokcu-7-{2-[4-(2,3-
anxnopdeHin)ninepaswuk-1-injeTokcu}-
[1,8]HadbTMpUanH, oTpumyBanu Takum 4uHoM. [o
PO34UHY 2-[4-(2,3-puxnopdeHin)ninepasuH-1-in]
etaHony (1,0r, 3,63mmons) B TI® (6mn), oxoro-
mkeHoro pgo -20°C, popaBann 1M KOtBu B TI®
(3,6mn, 3,6mMMorb). Yepes 15xB. wWBuako gogasanu
yepe3 KaHIOMO PO3YMH  2-BEeH3MMOKCK-7-XIop-
[1,8]HadbTpuaomnHy (1,18r, 4,35mmonb, 1,2ekB.) B
Tro (25mn). PeakuinHa cymil ctaBana KOpU4YHEBUM
po3uymMHOM. PeakuinHin cymiwi gaBanu MoBiNbHO
sirpituca go 0°C npotarom 90xB. i moTiM racunm i
Hacudyennm NH4Cl i H2O. Cymiw ekctparyBanu
EtOAc. OpraHiyHvin Lwap npoMMBammM HacUYEHUM
NaHCO3 i HacM4yeHVM pPo34MHOM COni, CYLUMMM Hapg,
NaSO4 i koHueHTpyBarm. OUULLEHHSI PigUHHOM
xpomartorpadieto (CH2Cl2-2% MeOH/CH2Cl3) gano
NpoayKT 3 AoMikaMu 3 gewo 6inbw HM3bkuM Ry
Mopanblue OYWLLEHHA PiAMHHOK Xpomatorpadieto
(75% EtOAc/rekcaHn) gano MPOMDKHY CMOMyKYy Y
BUIMS4I nMpo3oporo macna 3 6Ginoto niHoto (1,36,
2,67vmorkb, 74%). MC: APCI: M+1: 509,0 (TouHa
maca: 508,14).

2-beHawunoken-7-{2-[4-(2,3-
anxnopdeHin)ninepasuk-1-injetokcu}-
[1,8]HadbTnpuanH (1,30r, 2,55Mmomb) rigpyBamm 3
BMKOopuCTaHHsM 5% Pd/C (0,4r) B8 MeOH (100mr)
npotarom 40xB. PeakuiHy cymiw ¢inbTpyBanm i
KoHUeHTpyBanu. OuunlLeHHS PiAMHHOK Xpomaror-
padieto (2-3% MeOH/EtOAc 3 1% NH4OH) pano
BKasaHy B 3aroJyIOBKy CMonyky y Burnsgi 6inoi niHu
(600mr, 1,43mMmorb, 56%). BukopwctoByroun 1H.
HCI B Et;0, otpumysanu HCI cinb y Burnsgi 6inoi
TBepaoi peyoBuHn. MC: APCI: M+1: 419,1 (TouHa
maca: 418,10).

Mpwknag C5 -  CwuHtes  7-{4-[4-(2,3-
avxnopdeHin)ninepasuH-1-in}-1-metnnbyTokcn}-3,4-
aurigpo-1H-[1,8]Hadb TpMAUH-2-0HY

Mepwy npomikHy cronyky, 2-6eH3urnokcu-7-[4-
(TpeT-0yTUNaMMeTUICi NaHinokcu)-1-meTmndyTokcu]-
[1,8]HacpTMpuanH, oTpumyBanu Takum 4YuHom. [o
pO34nHy 5-(TpeT-0yTMnaMeTUICinaHinoKCn)NeHTaH-
2-ony (1,61r, 7,39mmork, [Tetrahedron Lett. 1979,
99]) B TI'® (7mn), oxonomkeHoro o -30°C, poaa-
Bann 1M KOtBu B TI'® (7,4mn, 7,4mmonb). Po3unH
nepemiwysann npotarom 15xB. i gogaBarm  2-
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6eH3nnokecun-7-xnop-[1,8]Had TMpnanH (2,0r,
7,39MMmorb) y BUrnsigi posyvHy B TT® (40mn). Pea-
KUiRHIA cymilli gaBanu 3irpitucs 4o KiMHaTHOT TeM-
nepartypv npoTarom 6rof. PeakuinHy cymiw racunu
HacudeHnm NH4Cl i H2O i ekctparyBanm EtOAc.
OpraHiyHuii Wwap npomuBanu HacudeHum NaHCOs i
HacudyeHnM po3ymHoM coni, cywmnn Hag NaxSOg i
KoHUeHTpyBann. O4MLLEHHS PiAMHHOK XpoMmaTor-
padieto (5% EtOAc/rekcaHn) gano nepiuy npoOMiKHY
cronyky y Burnsgi nposoporo Macra  (1,77r,
3,91mmorb, 53%). MC: APCI: M+1: 4532 (TodHa
maca: 452,25).

Opyry npomikHy cronyky, 4-(7-6eH3unokcu-
[1,8]HadpTMpMAUH-2-inokcu)neHTaH-1-om, OTpUMyBa-
M TakMM YmHOM. [1o0 po3uuHy 2-6eH3unokcu-7-[4-
(TpeT-6yTMnanmMeTUncinaHinokcu)-1-metmundyTokcul-
[1,8]HadbTnpuamHy (1,771, 3,91mmonb) B TID (8mn)
popasarm 1M TBAF B TI® (7,8mn, 7,8mmornb ). Pea-
KUiHa cymill BMUTb CTaBana nyprypHoto. Peakuin-
Hy CyMiLL nepemillyBanm npu KiIMHaTHIA Temnepatypi
npotarom 1roa. Oopaearm Hacudenmn NaHCOs i
cymiw ekctparyBanu EtOAc. OpraHiyHuiA wap npo-
muBarm H2O i HacndeHum po3YMHOM Cori, CyLLMMn
Hag NaxSOy i KOHLEeHTpYBanu 3 OTpMMaHHAM 6nigo-
kopuyHeBoro macna. OuullieHHs pigMHHOI XpoMma-
Torpadieto  (35-40% EtOAc/rekcanu) gamno gpyry
MPOMDXHY CrMonyky y BWrfs4i Mpo3oporo macna
(1,29r, 3,81MMormb, 97%).

TpeTio MPOMPKHY crnonyky, 7-(4-rigpokcu-1-
meTunbyTtokcu)-3,4-gurigpo-1H-[1,8]JHadb TmpnamH-2-
OH, OTpUMyBanu TakuM 4YuMHOM. 4-(7-BeHaunokcu-
[1,8]Hadh TMpMauH-2-inokcu)neHTaH-1-om (1,29r,
3,81mmorb) rigpyBamm 3 BukopucTaHHam 20% Pd/C
(0,35r) B MeOH (50mn) npotsarom 18roa. PeakuiniHy
CymilW cpinbTpyBanu i KoHueHTpyBanm. Ou4ULLEHHSA
piguHHoto  xpomatorpadieto (5% MeOH/CHxCly)
Aarno TpeTo NPOMIXKHY CMOMyKy Yy BUINs4i MpO30poro
macna (0,898r, 3,59MMonb, 94%).

YeTBepTy npoMmikHy crnonyky, 4-(7-okco-5,6,7,8-
TeTparigpo-[1,8]Hap TMpManH-2-inokcu)neHTaHanb,
OTPMMYyBamM HacTyrMHUM 4uHOoM. [o KanamyTHOro
pPO34nHYy peaktuBy Oecca-MapTiHa (2,28r,
5,38umormb) B CH2Cl> (10mn) popaBarm  7-(4-
rigpokcu-1-metunbyTokem)-3,4-avrigpo-1H-
[1,8]HadbTMpUnamH-2-o4 (0,895r, 3,59mMorb) y BuU-
rnsgi po3umHy B CH2Clz (10mn). PeakuiviHa cymil
cTaBarna npo30opoto i NoTim 6nigo-xoBTot. Peakuii-
Hy CyMiLl nepemilyBanu npu KiMHaTHI TeMnepaTypi
npoTarom 6rog. Oopasarm HacudeHuid NaHCOs i
HacudeHnn NaxS203 (1:1) | cymiw nepemiwysanu
npotarom 10xB. Cymiw ekctparyBann EtOAcC/Et:0
(2x). OpraHiyHuiA  Wap npomMMBanNM HacUYEHUM
NaHCOs3, H20 i Hacn4yeHnM po34nHOM cori, CyLUMnmn
Hag MgSOy i KOHUEHTpYBaM 3 OTPUMAaHHSAM KOpWY-
HeBoro macna (901mr, BUKOPUCTOBYBanM HeouuLLEe-
HUM B MojanblumMx peakuisix BigHOBHOrMo amiHyBaH-
Hs). MC: APCI: M+1: 249,1 (ToyHa maca: 248,12).

Oo  posumHy  4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpManH-2-inokcu)neHTaHamo (450mr, He-
ounwenuin) B DCE (10mn) gogasanu rigpoxnopug
2,3-anxnopdeHinninepasvHy (495wr, 1,85mmonb) i
noTim EtsN (0,55mn, 3,96Mmonb ). Cymiw nepemituy-
Banu npoTaroM 10xB. i NOTIM AodaBany MOPOLLKO-
nogi6Hni NaBH(OAc)s (534mr, 2,52mmork). Peak-
UiHy cymiw nepemiwyBannm npu  KiIMHaTHIN
Temneparypi npoTaroMm 2rof. i MOTiM racunu Hacu-
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yeHnm NaHCOs. Cymiw ekcTparysamm EtOAc (2x).
OpraHiyHui wap npomusanu HacuyeHuM NaHCOs i
Hacu4eHuM po3yYMHOM cofli, cywmnm Hag NaxSOy i
KOHUEHTpyBanu 3 OTpUMaHHAM MiHW. OunLleHHSN
piguHHoto  xpomatorpadieto (4% MeOH/CHxCly)
aro BKasaHy B 3arofioBKy Cronyky y Burnagi 6inoi
niHm (507wmr, 1,09vmmonb, 61%). MC: APCI: M+1:
463,1 (TouHa maca: 462,16).

EHaHTiOMepu posginanu  xipansHoto BEPX
(Chiralcel OD).
Mpvknag C6 - CwuHres 7-[1-metun-4-(4-

HadpTaniH-1-inninepasuH-1-in)oyTokcun]-3,4-gurinpo-
1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu onucaHin Bue MeToauLi, BUKOPUC-
ToBYyluM rigpoxrnopun  1-HadTaniH-1-inninepasuHy
(460mr, 1,85MMonb). OuULLEHHS PigUHHOD XpOoMa-
Torpadieto (4% MeOH/CH2Cl2) gano BkasaHy B 3a-
rofioBKy cronyky y Burnagi 6inoi niHn (539wmr,
1,21Mmorb, 67%). MC: APCI: M+1: 4452 (TouHa
Maca: 444,25).

EHaHTiOMepu posginanu  xipansHoto BEPX
(Chiralcel OD).
Mpvknag C7 -  CwuHtes  7-(4-[4-(2,3-

anxnopdeHin)ninepaswn-1-in]-1,1-
anmeTnnbytokeu}-3,4-gurigpo-1H-[1,8Had Tvpuank-
2-0Hy

Mepwy npombkHy crnonyky, 2-6eH3unokcu-7-[4-
(TpeT-0yTMnanmeTuncinaHinokcu)-1,1-
anmeTunbyTtokeul-[1,8]JHaddTMpuanH,  oTpumyBanu
HaCTYMHUM YMHOM. o CyMiLLi 5-(TpeT-
OyTMNOMMETUICINAHINTOKCU)-2-MeTUNNeHTaH-2-0ny
(3,0r, 12,91Mmmonb, [J. Org. Chem. 1997, 62, 3153 i
Tetrahedron Lett. 1979, 99]) i 2-6eH3unokcu-7-xrop-
[1,8]HadbTpyanHy  (3,49r, 12,91mMmonb) B TI®
(100mn), oxonoaxeHoi no 0°C, pogasarm KHMDS
(0,5M B TOonyoni, 25,8mn, 12,91MmMonb). PeakuiiHa
CyMill cTaBana TeMHo-3eneHot. Yepes 30xB. npu
0°C, nboasHy 6aH Buaananu i peakuiiHy cymill
nepemillyBanu npoTaromMm 2rof. npu KiMHaTHIN TeM-
nepatypi. logaBamm HacuieHnn NH4Cl i cymiw ekc-
TparyBarm CH2Cly (2x). OpraHiyHuii wap npomuBa-
m Hacudenum  NHCl i KoHueHTpyBann 3
OTPUMaHHSIM TEMHO-OPaHXeBoro macna. O4YunLLEeHHS
pignHHoto xpomatorpadieto (5% EtOAc/rekcanu)
Aarno neply NpOMKHY CronyKy y BUrnsdi npo3opo-
ro macna (1,64r, 3,51mmorb, 27%). MC: APCI: M+1:
467,1, dparmeHT: 253,1 (TouHa maca: 466,27).

Opyry npomixHy cronyky, 7-(4-rigpokcu-1,1-
anmeTunéytokewn)-3,4-gurigpo-1H-[1,8]Had TMpmauH-
2-OH, OTpUMyBann TakMM YMHOM. 2-BeH3unokcu-7-
[4-(TpeT-OyTUNOMMeTUNCiNaHinokcun)-1,1-
anmeTundytokew]-[1,8]HacpTvpnamH (1,64r,
3,51mmorb) rigpyBamm 3 BukopucTaHHsam 20% Pd/C
(0,5r) B MeOH (50mn) mpoTtsirom 22rog. B ymoBax
peakuii Bugansamm TBS rpyny. PeakuinHy cymiw di-
NbTpyBanu i KOHUEHTpyBamm. 3anmLoK pO34mHANM B
EtOAc i npommBanu HacudeHum NaHCO3 i Hacuye-
HAM po34mHOM coni. OpraHiky KOHUEHTpyBamm i
oymwanu piguHHol xpomatorpadieto (5% Me-
OH/CHCl2) 3 oTpuMaHHAM Apyroi MPOMDKHOI cro-
nyKW y BUrMSAi MpO30poro Macrna, sike 3aTBepmpKy-
Bann y Bakyymi 3 OTpuMMaHHsM Oinoi TBepaoi
peyoBuHM (648wmr, 2,45mmorb, 70%). MC: APCI:
M+1:265,1 (TouHa maca: 264,15).

TpeTio NMpPOMPKHY cronyky, 4-meTtun-4-(7-okco-
5,6,7 8-Tetparigpo-[1,8]Hap TMpuanNH-2-
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inokcu)neHTaHarnb, OTPMMYyBanM TakuM YuHOM. [o
KanamyTHOro posuuHy peaktuBy [decca-MapTiHa
(1,66r, 3,92mmonb) B CH2Cl2 (10Mn) gogasamm 7-(4-
rigpokcu-1,1-gumeTnnbyTtokcm)-3,4-gurigpo-1H-
[1,8]HadbTpnanH-2-oH (648mr, 2,45MmMorMb) y BU-
rnagi po3unHy B CHoCly (5mn). PeakuiviHy cymilu
nepemillyBann npu KiMHaTHIW Temnepatypi npoTs-
rom 5rop. Jopgasanm HacudeHnih NaHCOs3 i Hacuye-
HU NazS203 (1:1) i cymilw nepemillyBanm npoTarom
10xB. Cymiw ekctparyBanun EtOAC/Et20 (2x). Opra-
HiYHUI wap npomusanu HacuyeHum NaHCOs, HoO i
Hacu4yeHnM po34vmHOM cori, cywmm Hag MgSOs i
KOHLIEHTpyBanu 3 OTPUMaHHSM >XOBTOI TBepAol pe-
YOBMHM 3 Macriom (679Mr, BMKOPUCTOBYBarM He-
OUMLLEHVMM B nofanbLlumMx peakuisix BigHOBHOro ami-
HyBaHHd). MC: APCI: M+1: 263,1 (TouHa wmaca:
262,13).

[o pO34MHYy 4-meTun-4-(7-okco-5,6,7,8-
TeTparigpo-[1,8]JHad TMpuanH-2-inokcn)neHTaHarno
(335wmr, Heoumwenuin) B DCE (6mn) gopgasanu rig-
poxrnopug  2,3-guxropdeHinninepasvHy (335w,
1,25mmorb) i notim EtsN (0,35mn, 2,50mmorne). Cy-
MiLl nepemiwysanu npoTtarom 10xs. i NoTiM goaaea-
m nopowkonoAioHui  NaBH(OAc)s (365w,
1,72mmorb). PeakuiliHy cymilw nepemiwyBanm npu
KIMHaTHIA Temnepatypi npoTaroMm 2rof. i noTiM ra-
cum HacudeHum NaHCOs. Cymiw ekcTparyBanu
EtOAc (2x). OpraHidHuii Wwap npomMuBanu Hacude-
HUM NaHCOs, H2O i HacuyeHum po34vvHOM cori,
cyumnu Hag NaxSOs i koHueHTpyBanu. OuunLLeHHS
piauHHoto  xpomatorpadieto (4% MeOH/CHxCly)
[aro BKasaHy B 3arofioBKy Cronyky y Burnagi 6inoi
niHm (395wmr, 0,827Mmonb, 67% 3a 2 cragii). Miny
po3uuHsanu B Et,O i pogpaBarm 1H. HCI B EtO
(0,85mn1). OTpumaHuii 6inun ocag 36vpamm QinNbLT-
pyBaHHaM, npommBanu Et;O i cywmnu 3 oTpumaH-
HAm 6inoi TBepaoi peyoBuHn (386mr). MC: APCI:
M+1:477,1 (touHa maca: 476,17).

Mpvknag C8 - CwuHtes 7-[1,1-gumetvn-4-(4-
HadpTaniH-1-inninepasuH-1-in)6yTokcun]-3,4-gurinpo-
1H-[1,8]Hacb TMpMANH-2-OHY

CnigyBanu onucaHin Bue MeToauLi, BUKOPUC-
ToBYylOUM rigpoxrnopun 1-HadTaniH-1-inninepasuHy
(311mr, 1,25MMonb). OuULLEHHS PigUHHOD XpOoMa-
Torpadieto (4% MeOH/CH2Cl2) gano BkasaHy B 3a-
rofioBKy crionyky y Burnagi 6inoi niHn (384wmr,
0,837mmorb, 68% 3a 2 cTtagii). OTpumyBamm Tak, Ak
onmcaHo Buwe, HCI cinb y Burnagi 6inoi tBeppoi
peyoBuHM (385mr). MC: APCI: M+1: 459,2 (ToyHa
Maca: 458,27).

Mpvknag C9 -  CwuHres  7-{5-[4-(2,3-
anxnopdeHin)ninepasuk-1-injneHTun}-3,4-gurigpo-
1H-[1,8]Hadb TMpMANH-2-0HY

Mepwy npomikHy cronyky, 7-amiHo-3,4-gurigpo-
1H-[1,8]HacbTMpMONH-2-0H, OTpUMyBanNM HacTyMHUM
YUHOM. Po3unH 7-amiHo-[1,8]HacpTMpnanH-2-
ony-HS04 (36,0r, 139mmork, [J. Org. Chem. 1981,
46, 833]) B 6H. HCI (600Mmn) rigpyBanu 3 BUKOPWUC-
TaHHAM 20% Pd/C npoTtsarom 2 gHiB. PeakuinHy cy-
Miw cpinbTpyBanm i noTiM oxonogxyeanm go -50°C.
YTBOpIOBABCS rycTui Ginuii ocag, sk BigdinbTpo-
ByBamm i npomusamm Et,O. OTpumaHy TBepay pedo-
BUHY cycnieHgyBamm B Et;0O, dinbTpyBanm i cywmnm
3 OTPUMAHHSIM MepLUOT MPOMDKHOI CONYKX Y BUINA4i
xropoBoaHeBsoi coni (21,5r, 108mmornb, 78%). MC:
APCI: M+1: 164,0 (TouHa maca: 163,07).
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[pyry npomixHy crnonyky, 7-xnop-3,4-avrigpo-
1H-[1,8]HadbTMpMOUH-2-OH, OTPUMYBaNM TakuUM 4u-
Hom. [lo koHueHTpoBaHoi HCI (80mn), oxonomkeHoi
po -5°C i HacudeHoi rasonogioHum HCI, gopgaBanu
7-amiHo-3,4-avrigpo-1H-[1,8]Hadp TMpuanH-2-oH
(9,0r, 55,0mmonb) 3 oTpMMaHHAM po34vmHy. 3a Jo-
MoOMOro0 LMpMLUa-Hacoca godasarnv Mg MOBepXHo
po3ynH NaNO (9,6r, 137,0mmonb) B H2O (15mn)
npoTsarom 20xB. TemnepaTypa Oyna B iHTepBari Big,
-5°C po -7°C. Cymiw 6yna >XOBTO-OpaHKeBOK Cy-
CrneHsielo Mig 4Yac [oJaBaHHs | cTaBana TEMHO-
3eneHoto nicna gofaBaHHA. PeakuinHy cymiw Bnm-
Banu B HacudeHui NaHCOs; (500mn) mpyu 10°C i
popasanu popatkoBuin TBepaui NaHCOs ana po-
BegeHHst pH go 7. Cymiw ekctparysarmm EtOAc. Op-
raHiyHun wap cywmnnm Hag MgSOy | KOHULEHTpYBanu.
3anmwok po3uuHsanu B Tennomy EtOAc (125mn) i
BigdiNbTPOBYBanM Hepo34MHHUIA MaTepian. dinbT-
pat npomuBanu HacuueHum LUrCO3, cywwmnu Hag
MgSO4 i KoHUeHTpyBanM [0 MeHWoro ob'emy.
OTpvmaHy TBepay pevoBuHY BiadinbTpoByBanm i
CyLUMINN 3 OTPUMaHHAM ApYroi NPOMDKHOI CromyKu
(4,4r, 24,2mmonb, 44%). MC: APCI: M+1: 183,0 (To-
YHa maca: 182,02).

TpeTio MpoMixXHYy cronyky, 7-(5-xnopneHTt-1-
eHin)-3,4-gurinpo-1H-[1,8]Hadh TMpUanH-2-0H, OTpwY-
MyBanM HacTynHUM YMHOM. 1O po3unHy 7-xrop-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-oHy (9,0r,
49,0mMorb) B gumeTokcieTaHi (160mn) gopasanu
Pd(PPh3)s (1,60r, 1,48wvmonb) i notim 3aBucb 5-
Xrop-1-neHTeHiNbopoHOBOI KMCrnoTu (10,97r,
74,0mmore) B ammeTokcieTadi (20mn). [Jopasanu
po3ynH NaxCO3 (10,71) B H2O (50Mmn) i cymiw Harpi-
Banu npoTarom Houi npu 85°C. lUle popasanu
Pd(PPhs)s (0,44r) i peakuiiHy cymill HarpiBanm npu
104°C npoTsirom Hodi. Peakuisi 3akiHunnacs. Peak-
LiHYy cyMiLl OXOonopKyBanm 4O KiMHaTHOI Temnepa-
TypW i opraHiyHmi wap Bigginanu. OpraHivHun wap
oxonomkyBarm o -10°C i npu ubomy yTBOpHOBaBCS
ocag. Teepay peyoBuHY BiadinbTpoByBanu i inbT-
paT KOHUEHTpyBann 3 OTPUMaHHSM KOPWYHEBOIO
mMacrna. Macno posduHsnu B Et,O, npomuBanu 2H.
NaOH i HacuyeHMmM po34MHOM COfli, Cylmnu Hapg
MgSOs i koHUeHTpyBanM 3 OTPUMAaHHAM TBEpPAO|
pevoBuHM. [logaBarm Et,O (450Mn) i Hepo3YnHHY
XKOBTY TBEpPAY PEYOBUHY, IO 3anuwumnacs, Bigdins-
TpoByBanu. ®PinbTpar 06pPOGNANM  aKTUBOBAHWM
BYFiNMsIM i KOHUEHTpyBanu 3 OTPUMAaHHAM TBepaoi
peyoBuHW. TBEpAY Pe4OBUHY NMPOMMBANM XONOAHUM
Et,O i cywmmm 3 OTpMMaHHSIM TPETbOI MPOMBKHOI
crionyku y Burnsagi 6inoi TBepaoi pevosuHu (7,97T,
49,0mmorb, 71%). 7. nn. 70-73°C. MC: APCI: M+1:
251,1 (TouHa maca: 250,09).

YeTBepTy npoMmikHy cronyky, 7-{5-[4-(2,3-
avxnopdeHin)ninepasuH-1-injneHT-1-eHin}-3,4-
aurigpo-1H-[1,8]Hacb TpmAauH-2-0H, oTpumyBanu
Takum YMHOM. [o cymiLLi 2,3-
anxnopdeHinninepasuHy (2,2r, 9,52mmors) i 7-(5-
xropneHT-1-eHin)-3,4-gurigpo-1H-[1,8]Hadb Tpuamnt-
2-oHy (2,15r, 8,58mmors) B CH3CN (20mn) gopasa-
m po3unH K2COs3 (2,5r, 18,1mMmornk) B H2O (10mn)
notim Kl (0,1r). PeakuiiHy cymiw HarpiBanu npu
78°C npotarom 3 gHiB. PeakuiiHa cymiw 6yna Bu-
TpaveHa npubmmsHo Ha 50%, Tomy ii HarpiBarm B
MikpoxBunboBii nedvi mpu 120°C npotsarom 90xB.
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PeakuinHin cymiwi gaBanyM oxXonoHyTW OO KiMHaTHOT
Temneparypu, Npu LbOMy Bunaganu B ocag TBepAi
YacTuHkn. CyMill OXOMo[KyBanM B XOSOAUIbHUKY.
TBepai YacTuHkM 36upanu inbTpyBaHHAM i NPOMU-
Banun HyO i Hacu4yeHnM po3ynHom cori. TBepAi Yac-
TUHKN po3unHaim B EtOAC, po3unH npomusanu Ha-
cndeHum NaHCOs i Hacuy4eHMM pOo34YMHOM Ccofli i
cyumnm Hag MgSOs. Po3uuH KoHueHTpyBanu o
3MeHLweHoro o6'emy i 6invn ocapd, WO yTBOPWBCS,
BiacinbTpoByBam i npomuanm Et2O 3 oTpyMaHHAM
6inoi TBeppoi pevoBuHWU. [lepekpucTanisauisa 3
CH3CN pana yeTtBepTy NpOMBKHY CMOMYKY y BUrMsAAi
6inoi TBepoi pevoBuHu (2,08r, 4,57Mmonb, 54%).
MC: APCI: M+1: 4451 (TouHa maca: 444,15).

7-{5-[4-(2,3-AuxnopdeHin)ninepasuH-1-injneHT-
1-eHin}-3,4-gurigpo-1H-[1,8]Hacd TMpnanH-2-oH
(1,85r, 4,16Mmonb) rigpyBanm 3 BUKOpPUCTaHHAM Ra-
Ni (1r) B EtOH/TT® (50mn) npoTtsarom 1,4rof. Peak-
LifHY cyMmill (pinbTpyBanu i KOHUEHTpyBanu 3 oTpu-
MaHHAM TBepaol pevoBuHW. [MepekpucTanisauia 3
rapsyoro CHsCN gana BkasaHy B 3arofioBKy Criosy-
Ky y Burnagi 6inoi TtBepgoi pevoBuHn (1,58r,
3,54mmorb, 85%). MC: APCI: M+1: 4471 (TouHa
maca: 446,16).

Mpvknag C10 - CwHres 7-{5-[4-(2-xm0p-3-
meTundeHin)ninepasnH-1-injneHTun}-3,4-gurigpo-
1H-[1,8]Hacb TMpMAUH-2-0HyY

MpomixHy CMONyKY, 7-{5-[4-(2-xnop-3-
meTundeHin)ninepasnH-1-injneHT-1-eHin}-3,4-
aurigpo-1H-[1,8]Hadb TMpuANH-2-0H, oTpuMyBanu
Takum  uYmHom. [o posumHy NaxCOs (0,28r,
2,6mMmonb) B H2O (2mn) gopasanu rigpoxnopug 2-
Xrop-3-MeTurneHinninepasuHy (0,311r,
1,26mmorb) | 7-(5-xnopneHT-1-eHin)-3,4-avrigpo-
1H-[1,8]HadbTMpnauH-2-o1  (0,30r, 1,20mmonb), a
noTiM KataniTmiHy kinekicte Nal. Cymiw HarpiBanu
npu 95°C npoTtaroM Houi. Micns oxonomKyBaHHA J0
KiMHaTHOT TemnepaTtypu TBepay PeyvoBUHY NPOMU-
Banu gekinbka pasis H2O i cylumnm Hag ctpymeHem
No. OunweHHs piguHHOlo xpomatorpadieto (SiOo,
5% EtOH/CH2Cl2-5% MeOH/CH2Cl,) gano npomix-
Hy cnonyky (471wmr, 1,11mmMore, 92%). MC: APCI:
M+1: 4252 (TouyHa maca: 424,20).

7-{5-[4-(2-Xnop-3-meTundeHin)ninepasunH-1-
inlneHT-1-eHin}-3,4-gurinpo-1H-[1,8]Hacb TMpMAnH-2-
oH (0,322r, 0,758mmonb) rigpyBanu 3 BUKOPMWCTaH-
Ham Ra-Ni (0,5r) B 1:1 EtOH/TI® (50mn) npoTarom
21roa. PeakuinHy cymill ginbTpyBamu i KOHUEHTPY-
Banu. OunLLeHHs piguHHoto xpomatorpadieto (SiOo,
5% MeOH/CH2Cl2-7% MeOH/CH2Cl>) pano BkasaHy
B 3arofioBKy CromnyKy Yy BUrnsdi SICHO-XOBTOI MiHW
(282wmr, 0,660Mmorb, 87%). MC: APCI: M+1: 4273
(TouHa maca: 426,22).

Mpuknag C11 - CuHtes 7-{5-[4-(2,3-anxrop-4-
dTopdheHin)ninepasun-1-injneHTun}-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0HY

MpomibkHy  cnonyky,  7-{5-[4-(2,3-anxmnop-4-
dTOpdheHin)ninepasun-1-injneHT-1-eHin}-3,4-
aurigpo-1H-[1,8]Hadp TMpUANH-2-0H, oTpumyBanm
TakMMm YuHoM. o cymiuwli 7-(5-xnopneHT-1-eHin)-3,4-

aurigpo-1H-[1,8]Hacp TMpuanH-2-oHy (500w,
1,99mmorb) i Gic-rigpoxnopugy  4-cpTop-2,3-
anxnopdeHinninepasudy  (805wmr, 2,50MMmorb,

1,25ekB.) B CH3CN (10mn) gopnasarm K2CO3 (1,10r,
7,98vmork, 4eks.) a notim Kl (66mr, 0,40MMorb,
0,2ekB.). PeakuinHy cymiwl kun'stunm i3 3BOPOTHUM
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xonoaunbHukoM npotarom 2 fai6. Jopasarm H2O,
Wo6 po3umHKTK coni, i cymiw ekcTparyBamm EtOAc.
OpraHiyHui wap npomusanu HacuyeHum NaHCOs i
HacuyeHuM po3ymHOM cofli, cywmnm Hag NaxSOy i
KOHUeHTpyBanu. OuuLieHHs PiAMHHOK XpomaTtor-
padieto (4% MeOH/CH2Clz) gano npomikHy crony-
Ky y Burnsaai 6inoi nivn (768mr, 1,66mMonb, 83%).
MC: APCI: M+1: 463,1 (TouHa maca: 462.14).

7-{5-[4-(2,3-Onxnop-4-TopdeHin)ninepasunH-1-
inlneHT-1-eHin}-3,4-gurinpo-1H-[1,8]Hadb TMpManH-2-
OH (633mr, 1,37MMorb) rigpyBanv 3 BUKOPUCTaHHSIM
Ra-Ni (0,65r) B 1:1 EtOH/TI® (50mn) npoTtsrom
21roa. PeakuinHy cymill ginbTpyBamm i KOHUEHTPY-
Banu. OumnwieHHs piguHHo Xxpomatorpadieto (4%
MeOH/CH.Cl3) gano 6iny niHy (425wmr). MiHy po3uyun-
Hanu B CH3CN i crnonyky kpuctanisyBanu. Teepay
peyoBuHy 36upamm inbTpyBaHHAM, NPOMMUBANM
Et2O i cywmmm 3 oTpymMaHHsAM BKa3aHoi B 3arosioBKy
cronykn y Burnagi 6inoi TBepaoi peyoBuHM (366Mr,
0,786mmorb, 57%). MC: APCI: M+1: 465,1 (TouHa
Maca: 464,15).

Mpvknag C12 - Cwunres 7-{5-[4-(5,6,7,8-
TeTparigpoHadpTaniH-1-in)ninepasuH-1-injneHTun}-
3,4-purigpo-1H-[1,8]Hacb TpmanH-2-0HY

Mepy NPOMDKHY CrOnyKYy, 1-(5,6,7,8-
TeTparigpoHadptaniH-1-in)ninepasvH,  oTpumyBanu
HacTyMHUM YMHOM. Y peakLiliHy konby, Lo MiCTUTb
pO34urH 5,6,7,8-TeTparinpoHadTaniH-1-inamiHy
(10,0r, 67,9Mmmorb) B xnop6eHsoni (10mn), goaasa-
m  rigpoxrnopug  Gic(2-xnopetun)amidy  (12,12r,
67,92mMmorb). PeakuiHy cymiw kun'atunm i3 3Bopo-
THUM XONOoAurbHUKOM NpoTarom 14 roguH. Peakuin-
HY CyMiLLl OXonompKyBanu i ocag inbTpyBamm. ®inb-
TpaT pos3rnodinanuM MK eTunauetaTtom i BOAOM.
OpraHiyHwi Wap NpoMMBanM HaCMY4eHUM PO3YMHOM
coni, cywwmnn Hag NaxSOjs i koHUueHTpyBamm. Oun-
LeHHst xpomaTtorpadpieto Ha cunikareni (0-40% Me-
OH/CH2CI,) pano nepuly MpOMiKHY CrMONyKy y BW-
rnagi  cipyeBato-6inoi TBepgoi  peyoBuHu (8,25r,
56%). MC: APCI: M+1: 2172 (ToyHa maca: 216,16).

Opyry npomikHy cnonyky, 7-{5-[4-(5,6,7,8-
TeTparigpoHadpTaniH-1-in)ninepasuH-1-injnexHT-1-
eHin}-3,4-gurigpo-1H-[1,8]HadTMpnauH-2-oH, oTpwK-
MyBanm Takum YMHOM. Y KOMBY, WO MICTUTb PO3YWH
7-(5-xnopneHT-1-eHin)-3,4-gurigpo-1H-

[1,8]HadbTpuanH-2-oHy  (0,330r, 1,19mmorb) B
CH3CN (8mnm) noonasanmu 1-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasmH (0,388r,

1,79vmork), a notim K2CO3 (0,328r, 2,38Mmorb) i
Kl (0,039r, 0,238mMornb). PeakuinHy cymilu kni'atu-
M i3 3BOPOTHUM XONOAUIILHUKOM npoTsarom 18 ro-
OuH. PeakuinHy cymiwl oxonogxyBanu 4o KiMHaTHOI
Temnepatypu i posnoginanu mik EtOAc i BogHuM
NaHCO3. OpraHiyHui Wwap npomMuBany Hacu4eHUM
posymHom cori, cywmnm Hag NaxSOy i KOHUEHTpY-
Banu 3 OoTpuUMaHHaAM Macna. O4unleHHst XxpomaTor-
padieto Ha curnikareni (0-10% MeOH/EtOAc) aano
Opyry TMpOMDKHY Ccronyky y Burnsgi 6inoi  niHw
(0,308r, 60%). HeBermky YyacTuHy (8 1Mr) noTtim pos-
ynHsam B EtO | popasatn 1M HCI B Et2O (1eks.).
Ocapg, wo ytBOpUBCS, BiadinsTpoByBanu. MNpoaykt
6yB y Burnagi 6inoi TBepgoi peyosuHn (90mr). MC:
APCI: M+1: 431,3 (ToyHa maca: 430,27).
7-{5-[4-(5,6,7,8-TeTparigpoHadtaniH-1-

in)ninepaaun-1-injneHT-1-eHin}-3,4-gurigpo-1H-
[1,8]HadbTnpunamH-2-oH (0,225r, 0,523mmorb) rigpy-
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Banu 3 BukopuctaHHaMm Ra-Ni (0,25r) B TT'® npoTs-
rom 16 roguH. PeakuiiHy cymil cinbTpyBanm i KOH-
LUeHTpyBanM 3 OTPUMaHHsAM niHu. OTpumaHy niHy
po3unHsnim B Et:O i pogaBarm 1M HCI B Et:0
(1ekB.). Ocan dinbTpyBanu i CyLUIMMM 3 OTPUMAHHSIM
BKa3aHO| B 3arofioBKy Crosyku y Burnsgi 6inoi tBe-
paoi pevoBuHn (0,157r, 70%). MC: APCI: M+1:
433,4 (TouyHa maca: 432,29).

Mpvknag C13 - CwuHtes 7-[5-(4-HadTaniH-1-
inninepasuH-1-in)neHtun]-3,4-gurigpo-1H-
[1,8]HacTMpUANH-2-0HY

MpombKHY CrOSyKY, 7-[5-(4-HadpTaniH-1-
inninepasuH-1-in)neHT-1-eHin)-3,4-aurigpo-1H-
[1,8]HacbTMPpUANH-2-0H, OTPUMYBaNn TakMM YUHOM.
3pincHeHHs B3aemogii  7-(5-xnopneHT-1-eHin)-3,4-
aurigpo-1H-[1,8]Hadp TvpuanH-2-oHy 3 1-HadpTaniH-1-
inninepasuHom no Metoauui npuknagy C9 pano
npomixHy cronyky (0,340r, 0,80mmonb, 50%). MC:
APCI: M+1: 427,2 (TouHa maca: 426,24).

MpopyBaHHa  7-[5-(4-HadTanin-1-inninepaswH-1-
in)neHT-1-eHinl-3,4-gurigpo-1H-[1,8]Hadb TMpnamH-2-
OHy 3a MeToaukow npuknagy C9 pgano BkasaHy B
3aronosky cronyky (0,250r, 0,48mmonb, 75%). MC:
APCI: M+1:429,3 (TouHa maca: 428,26).

Mpvknag C14 - CwHres 7-{5-[4-(2-xrop-4-
dTOopdeHin)ninepasuH-1-injneHTnn}-3,4-gurigpo-1H-
[1,8]HadpTMpUANH-2-0HY

MpombKkHY CMONyKY, 7-{5-[4-(2-xnop-4-
dTOopdeHin)ninepasuH-1-injneHT-1-eHin}-3,4-
aurigpo-1H-[1,8]Hadb TpuANH-2-0H, oTpuMyBanu
TakvuM YMHOM. Y Komby, WO MIiCTUTb po3uuH 7-(5-
xropneHT-1-eHin)-3,4-gurigpo-1H-[1,8]Hacb Tnpuann-
2-oHy (0,300r, 1,19mmorb) B CH3CN (8mn) i H20O
(3mn), gogasanu 1-(2-xnop-4-pTopdeHin)ninepasuH
(0,516r, 1,79mmonb), a notim KyCO3 (0,493r,
3,57mmork) i Kl (0,027r, 0,238mmork). PeakuiiHy
CYMill KUN'ATUMM i3 3BOPOTHUM  XOSNOAUIbHUKOM
npotarom 12 roavH. PeakuinHy cymiwl oxonoaxysa-
M Ao KiMHaTHOI TemnepaTtypu, po3baensanm EtOAc i
npomvBarm NaHCO3 i HacMyeHuMm pO3YMHOM COfi.
OpraHiyHui wap cywmnu Hag NaxSOg i KOHUEHTPY-
Banu 3 OTpMMaHHsaM macna. OuuleHHs Xxpomaror-
padieto Ha cunikareni (0-10% MeOH/EtOAc) pano
NPOMiXKHY crnonyky y Burnagi 6inoi miHm (0,363,
71%). HeBenwuky yacTuHy (93 Mr) noTiM po3umHAMM B
EtO i pogasarm 1M HCI B Et,0 (1ekB.). YTBOptOBa-
BCS Ocaf, sIkvMi BiadinbTpoByBanu i CyLLMnn 3 oTpu-
MaHHsM 6inoi TBepaoi peyoBuHu (97mr). MC: APCI:
M+1:429,2 (ToyHa maca: 428,18).

7-{5-[4-(2-Xnop-4-dTopdeHin)ninepasuH-1-
inlneHT-1-eHin}-3,4-gurinpo-1H-[1,8]Hadb TMpManH-2-
oH (0,268r, 0,623mmorb) rigpyBanu 3 BUMKOPWUCTaH-
Ham Ra-Ni (0,2r) B TT'® npotarom 13 roguH. Peak-
LiHy cymilWw inbTpyBanu i KOHLEeHTpyBanu 3 oTpu-
MaHHsM macra. Jopasanu Et2O i npoaykT Bunagas
B ocag. Cymiw @inbTpyBanu i cylwmmm 3 oTpuMaH-
HsIM BKa3aHOi B 3arofioBKy CMOSyku y Burnagi Ginoi
TBepgoi peyosuHu (0,214r, 80%). MC: APCI: M+1:
431,3 (TouHa maca: 430,19).

Mpwvknag C15 - CunHtes 7-{5-[4-(2-xnop-4-dTOPp-
3-meTundeHin)ninepasuH-1-inineHTnn}-3,4-gurigpo-
1H-[1,8]Hadb TMpUANH-2-0HY

MpomikHy crnonyky, 7-{5-[4-(2-xnop-4-dTop-3-
MeTundeHin)ninepasuk-1-injneHT-1-eHin}-3,4-
aurigpo-1H-[1,8]Hadp TMpUANH-2-0H, oTpumyBanm
TakuMm  ymHom. Jo posumHy NaxCOsz (93w,
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0,88mmorb) B H20 (2mn) gogasamm rigpoxnopug 2-
xrnop-4-pTop-3-MeTuneHinninepasnHy (106mr,
0,40mmorb) i 7-(5-xmopneHT-1-eHin)-3,4-gurigpo-
1H-[1,8]Hadpmpuamnn-2-on (100mr, 0,40mmonk), a
noTiM kaTaniTmyHy kinbkicte Nal. Cymiw HarpiBanu
npu 95°C npoTaroM Houi. [Micns oxonomKyBaHHA A0
KiMHaTHOT TemnepaTtypu TBepay PeyvoBUHY MNPOMU-
Banu gekinbka pasis H2O i cylummm Hag cTpymeHem
No. OuniwieHHs piguHHOlo xpomatorpadieto (SiOo,
5% EtOH/CH2Cl2-5% MeOH/CH2CI2) gano npomix-
Hy crnonyky (134wmr, 0,303mmorb, 76%). MC: APCI:
M+1: 4432 (TouyHa maca: 442,19).

7-{5-[4-(2-Xnop-4-Top-3-
MeTundeHin)ninepasuk-1-injneHT-1-eHin}-3,4-
aurigpo-1H-[1,8]Hadp TMpnanH-2-oH (0,382r,
0,862mmorb) rigpyBarm 3 BuKopuctaHHsamM Ra-Ni
(0,5r) B 1:1 EtOH/TT® (50Mmn) npoTarom 12roa. Pea-
KUifHy cymiw dinbTpyBanu i koHUeHTpyBanu. Ouu-
WeHHs piguHHoto xpomatorpadieto (SiOz2, 5% Me-
OH/CH2Cl2-7% MeOH/CH.Cl;) pano Bka3aHy B
3arorfioBKy CMONMyKy Y BUMMsAi SICHO-KOBTOI MiHM
(342wmr, 0,769mmorb, 89%). MC: APCI: M+1: 4452
(TouHa maca: 444,21).

Mpvknag  C16 - CuHtes 7-{5-[4-(6-
MeTuUnnipuanH-2-in)ninepasuH-1-injneHTun|-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-oHy

MpombkHy cronyky, 7-{5-[4-(6-meTnnnipngnH-2-
in)ninepasun-1-in)neHT-1-eHin}-3,4-gurigpo-1H-
[1,8]HachTMPUANH-2-0H, OTpUMYBanNn TakuM YUHOM.
o po3unHy KoCOs (1,16r, 8,38mmonk) B H20O (3mn)
popgasarim  CHsCN  (9wmn), 1-(6-metunnipngnH-2-
imninepasuH (0,84r, 3,35mMMmonb) i 7-(5-xnopneHT-1-
eHin)-3,4-gurigpo-1H-[1,8]HadTmpnaun-2-on  (0,70r,
2,80Mmorb), a noTiM KaTaniTudHy Kinbkicte Kl (8mr).
Cymiw nepemiwyBanm npotsrom 15xB. i noTiM Ha-
rpisamm B MikpoxBuboBin nedi (300BT) npn 120°C
npoTtarom 150xB. lNicna oxonoaxysBaHHA OO KiMHAT-
Hoi Temnepatypu gogasanu HacudeHun NaHCOs i
cymiw ekctparyBanm EtOAC. OpraHivyHuii wap npo-
MMBaMM HacU4EeHM PO3YMHOM COfi, CYLUMMN Hag
MgSOs i KoHUEHTpyBanM 3 OTPMMaHHSM >XOBTOMO
macna. OunleHHs piaMHHOK xpomatorpadieto (ko-
nodka 3 SiO,, 40M Biotage, CH.Cl>-2% Me-
OH/CHCl2) gano npomikHy CronyKy y BUrnsai niHv
(426wmr, 1,09mmons, 39%). MC: APCI: M+1: 3921
(TouHa maca: 391,24).

7-{5-[4-(6-MeTunnipuanH-2-in)ninepasux-1-
injnenT-1-eHin}-3,4-gurigpo-1H-[1,8]Hadb TMpnamH-2-
oH (0,343r, 0,876MMonb) rigpyBanu 3 BUMKOPUCTaH-
HAM 20% Pd/C B EtOH npoTtsarom 103roa. PeakuinHy
cyMmiw dinbTpyBanu i koHUeHTpyBamm. OunLLEHHS
pignHHolo  xpomatorpadpieto  (koroHka 3 SiOo,
Biotage 12, CH2Cl>-1% MeOH/CH2CI,) 3 noganb-
Wwoto nepekpucTanizauieto 3 Et:O gano BkasaHy B
3arosioBKy CrosyKy y Burnagi 6inoro nopotwuky (42wr,
0,01mmorb, 12%). MC: APCI: M+1: 3942 (TouyHa
maca: 393,25).

Mpvknag C17 - CuHtes 7-{5-[4-(6-eTvnnipnguH-
2-inyninepaaun-1-injneHtnn}-3,4-aurigpo-1H-
[1,8]HacpTMpUANH-2-0HY

MpombkHy cronyky, 7-{5-[4-(6-eTvnnipnanH-2-
in)ninepaaun-1-injneHT-1-eHin}-3,4-gurigpo-1H-
[1,8]HahbTMpUANH-2-0H, OTpUMYBanNn TakMM YUHOM.
o po3uunHy K2CO3(1,16r, 8,38Mmork) B H2O (3mn)
popaBarim  CHsCN  (9wmn),  1-(6-etunnipngnH-2-
in)ninepasuH (0,64r, 3,36mMmorb) i 7-(5-xnopneHT-1-
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eHin)-3,4-gurigpo-1H-[1,8]HadTMpmgunH-2-oH (0,70,
2,80MMorb), @ MOTIM KaTaniTuyHy KinbkicTe Kl (8mr).
Cymiw nepewmiwysanm npotarom 15xB. i noTim Ha-
rpisamm B MikpoxBunboBin nevi (300BT) npu 120°C
npoTarom 150xs. licrs oxonomxyBaHHSA 0O KiMHaT-
Hoi Temnepatypu gogasanu HacudeHnn NaHCOs i
cymiw ekctparyBanu EtOAC. OpraHidHuii wap npo-
MMBanM HacW4YEHVM PO3YMHOM COJli, CYLUMMM Hapg
MgSOs i KOHUEHTpyBanM 3 OTPUMaHHSAM >XOBTOTO
macna. OuuleHHs piaMHHOK xpomatorpadieto (ko-
noHka 3 SiO2, 40M Biotage, CHxCl>-1% Me-
OH/CH2Cl2) pano npomixHy cronyky (845wmr,
2,08mmorb, 74%). MC: APCI: M+1: 406,3 (TouHa
Maca: 405,25).

7-{5-[4-(6-eTvnnipngnH-2-in)ninepa3uH-1-
inlneHT-1-eHin}-3,4-gurinpo-1H-[1,8]Hadb TMpMAnH-2-
oH (0,515r, 1,27MMonb) rigpyBanu 3 BUKOPUCTAHHSAM
20% Pd/C B EtOH npotarom 103roa. PeakuiniHy
CyMmiw pinbTpyBanu i KoHueHTpyBanm. Ou4ULLEHHSA
piguHHOlO  xpomatorpadpieto  (konoHka 3 SiOo,
Biotage 12, CH2Cl>-1% MeOH/CH2Cl.) 3 nogans-
ot nepekpucTanisauieto 3 Et;O gano BkasaHy B
3arorioBKy CrofyKy Yy BUINagdi TBepAoi pevoBUHM
(50mr, 0,012mMmorb, 10%). MC: APCI: M+1: 408,2
(TouHa maca: 407,27).

Mpuknag, Cc18 - CuHtes 7-{5-[4-(6-
LMKIIOo NponinnipuguH-2-in)ninepasuk-1-injneHtun}-
3,4-purigpo-1H-[1,8]Hacb TpmanH-2-0HY

MpomikHy CrOSyKy, 7-{5-[4-(6-
LMKII0 NponinnipuguH-2-in)ninepasuH-1-injneHT-1-
eHin}-3,4-gurinpo-1H-[1,8]JHad TMpnanH-2-oH, OTpwY-
MyBanuM HacTymHUM 4uHOoM. [o po3umHy KoCOs
(1,16r, 8,38mmonb) B H.O (6Mmn) gogasanm CH3CN
(9mn), 1-(6-umknonponinnipuaunH-2-in)ninepasmH
(0,68r, 3,35mMmomb) i 7-(5-xnopneHT-1-eHin)-3,4-
aurigpo-1H-[1,8]HacpTMpnanH-2-oH (0,70r,
2,80mMmork). Cymiw nepemiwyBanu npotsirom 15xs.
i noTim HarpiBarmm B MikpoxBunboBin nedi (300BT)
npu 120°C npoTarom 150xB. licnst oxonomKyBaHHst
00 KiMHaTHOT TemnepaTtypu Jofasany HacU4eHUin
NaHCOs3 i cymiw ekctparysanu EtOAC. OpraHivyHui
LWap NPOMMBAN HAaCMYEHUM PO3YMHOM COfli, CYLUM-
m Hap, MgSOQg i KOHUEHTPYBaMM 3 OTPUMAHHSIM XKO-
BTOro macna 3 niHot. O4YMLLEHHS PiAVUHHOK XpoMa-
Torpadieto (kornoHka 3 SiO2, 40M Biotage, CHoClo-
2%0 MeOH/CH,Cl,) aaro npombkHy CriomyKy y BU-
rnagi )KoBToro macna 3 niHoto (443wmr, 1,06mMmorb,
38%). MC: APCI: M+1: 418,3 (TouHa maca: 417,25).

7-{5-[4-(6-Limkno nponinnipugnH-2-in)ninepasuH-
1-injneHT-1-eHin}-3,4-gurigpo-1H-[1,8]Hacb TMpMaunH-
2-0H (0,347r, 0,831mMMmorb) rigpyBamm 3 BUKOpMIC-
TaHHaM 20% Pd/C B TI'® npoTtarom 15rof. Peakuin-
Hy CyMill (pinbTpyBanm i koHUeHTpyBanu. NMepekpu-
ctanizauia 3 rapsyoro CH3CN pana BkasaHy B
3aronioBky CMonyky y Burnsggi 6inoro nmopoLuky
(288wmr, 0,686mmorb, 83%). MC: APCI: M+1: 420,3
(TouHa maca: 419,27).

Mpuknag C19 -  CwHTes  7-(5-[4-(4,6-
avmeTunnipugnH-2-in)ninepasuH-1-injneHTun|-3,4-
aurigpo-1H-[1,8]Hacb TpnAanH-2-0Hy

MpomixHy CronyKy, 7-{5-[4-(4,6-
anmeTnnnipuamH-2-in)ninepasuH-1-injneHT-1-eHin}-
3,4-avrigpo-1H-[1,8]Hadp TMpMANH-2-0H, oTpuMyBanm
Takum  4YuHoM. [o posumHy KoCOs (1,16,
8,38mmors) B HO (3mn) gogasanm CH3CN (9mn),
1-(4,6-gumeTUNNipUaMH-2-in)ninepasvH (0,909r,
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3,34mmorb) i 7-(5-xnopneHT-1-eHin)-3,4-gurigpo-
1H-[1,8]Hadppuagmnn-2-on  (0,70r, 2,80mMmornb), a
noTiM KaTaniTMuHy Kinbkicte Kl (8mr). Cymiw nepe-
MilwyBanm npotarom 15xs. i NoTiM HarpiBanu B Mik-
poxsunboBin nedi (300BT) npu 120°C npoTtsdrom
150xB. lNicna oxonomKyBaHHA OO KIMHaTHOI Temne-
patypu gogasamm HacudeHuii NaHCOs i cymiw ekc-
Tparysarm EtOAc. OpraHiyHuni wap npomMyBanmu
Hacv4YeHUM po34vmHOM coni, cywmmm Hag MgSOy i
KOHLEHTPyBanu 3 OTPUMaHHSIM XOBTOrO Macra 3
niHoto. OunLLeHHs pignHHOIO Xpomatorpadieto (ko-
noHka 3 SiOy, 40M Biotage, CHCI3-1% Me-
OH/CHCI3) pano npoMpkHy CrionyKy y BUIMSAi niHW
(540mr, 1,33mmorb, 48%). MC: APCI: M+1: 406,2
(TouHa maca: 405,25).

7-{5-[4-(4,6-OumeTnnipnanH-2-in)ninepasunH-1-
inlneHT-1-eHin}-3,4-gurinpo-1H-[1,8]Hadb TMpManH-2-
oH (0,54r, 1,33mMmorb) rigpyBanu 3 BUKOPUCTaHHSAM
20% Pd/C B EtOH npoTtarom 58rog. PeakuinHy cy-
MilW inbTpyBamM i KOHUEHTpyBanu. OuuLeHHs pi-
AVHHOlo xpomatorpadieto (komoHka 3 SiO2, Biotage
12, CHCI3-1% MeOH/CHCI3) 3 noganbLioto nepe-
KpucTanisauieto 3 cymiwi Et,O/rekcaHn gano Bkasa-
Hy B 3aroJSIoBKy CrMomnyKky y BUrnsgi He 30Bcim Ginoi
TBepgoi peyoBuHn (313wmr, 0,761Mmmonb, 57%). MC:
APCI: M+1: 408,2 (TouHa maca: 407,27).

Mpvknag C20 - CwuHtes  7-{5-[4-(2,3-
anxnopdeHin)ninepasuk-1-injnextun}-1H-
[1,8]Had TMPUANH-2-0HY

Mepwy  npomixHy  cnonyky, 7-xnop-1H-
[1,8]HadbTMPUANH-2-0H, OTpUMYBanNu TaknMM YUHOM.
Oo PO34MHY rekcameTungucinasaH niTito
(26,3mMmonb, 1,0M B TI®), Wwo nepemiyeTbcs B
Tr® (10mn) npu -78°C, popmaBarm  TpeTt-
6ytunauetatr (3,53mn, 26,3Mmonb) Mo Kpanmsx.
Cywmiw nepewmiwyBamm npu -78°C npotarom 30xB. i
popasanu no kpannsax N-(6-xrnop-3-popminnipnamH-
2-in)-2,2-pumeTnnnponioHamig (3,00r, 12,5mMmork) B
Tro (20mn). YTBOpHOBaBCH XOBTUMA ocag i Cymil
nepemiwysanu npu -78°C npotarom 30 XBUMWH i
HarpiBamm Ao KiMHaTHOT Temnepatypu npoTtsarom 3
rogvH. Jogasanu HxO (10mn), cymilw nepemiwyBa-
M nNpoTsroMm 5 XBUIMH i noTim po3baensanu eTuna-
uetatom (20Mn) i HacuM4eHMM PO3YMHOM  COTli
(10mn). OpraHiyHuiA Wap BigAINSAW, NpoMMBanm
Hacu4yeHnM po3ymHom coni (20mn), cywmnu Hag
NaxSOs, dinbTpyBanu i KOHUEHTPYBanM y BakyyMi.
CronyKky nepekpucTanizoByBanu 3 eTunauetary i
rekcaHiB 3 oTpUMaHHAM TpeT-byTunosoro edipy 3-
[6-xr10p-2-(2,2-aMmMeTMnnponioHinamiHo )nipuauH-3-
in]-3-rigpokcunponioHosoi kucno (3,52r, 79%); T.
nn. 130-132°C. "H AMP (400Mru, CDCla): & 8,25
(ywwp, ¢, 1H), 7,76 (g, 1H), 7,16 (g, 1H), 5,05-4,98
(m, 1H), 4,08 (g, 1H), 2,80 (aa, 1H), 2,70 (aa, 1H),
1,41 (c, 9H), 1,36 (c, 9H); MC ES+ 357,03 (M+H)".

TpeT-6yTnnosun edip 3-[6-x10p-2-(2,2-
AVMeTUNMponioHinamiHo)nipugnH-3-in)-3-
rigpokcmnponioHoBoi kucrnotm (15,43r, 43,3MMorb)
po3unHAnu B giokcaHi (60mn) i gogasamm 3H. HCI
(60mMn). Cymilw KMM'ATUNN i3 3BOPOTHUM XOJOAWIIb-
HWKOM NPOTAroM 4 roguH, OXONoMKyBanM A0 KiMHa-
THOI Temnepatypu i BurmBamm Ha nig. OTpumaHun
ocap BiadinsTposyBanu, npomuanm HxO (2x20mn)
i CyLLMNN 3 OTPUMAHHAM MepLUoT I'IPOMi)KHO'I' CronyKn
(7,80r, >99%); 1. nn. 258-259°C. 'H AMP (400MTIu,
OMCO-de): 5 12,38 (ywwmp, ¢, 1H), 8,14 (g, 1H), 7,94
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(@, 1H), 7,30 (g, 1H), 6,54 (g, 1H); MC ES+ 180,76
(M+) (ToyHa maca: 180,01).

Opyry npowmixHy cronyky, 7-(5-xnopneHT-1-
eHin)-1H-[1,8]Hacb TMpnamH-2-0H, OTPMMYBanM Takum
YuHoM. 7-Xnop-1H-[1,8]HacdTvpuanH-2-o4  (0,10r,
0,56MMorb) po3unHsanM B AiokcaHi (4mn) | goaasanu
Pd(PhsP)s (19mr 0,02mMmorb). Po3unH nepemillysa-
M NpoTAroM 5 XBUIMMH MpW KiMHATHIN TemnepaTypi i
ponaeanu  5-xnop-1-neHTeHinGoOpoHOBY  KUCIIOTY
(0,13r, 0,84mMonb), a moTiM Bigpa3y X BOOHWIA
Na;COs3 (2mn, 2M). Cymiw Harpisanu npu 100°C
npotarom 18 roguH. Cymilw oxonomKyBanm 0o Kim-
HaTHOT TemnepaTtypu, inbTpyBanu yepes ueniT i
po3baBnsimm  etunauetatom (10mn).  OpraHivyHui
Wap NMpoMmBanM HacudeHum po3yvmHoM coni (10mn),
cywmnu Hag NaxSOg4, inbTpyBanu i KOHLEHTpyBa-
M y BaKyyMmi. 3ammLLIOK o4mMLLanM KONIOHKOBOIO XpO-
matorpadieto (eTvraueTar) 3 OTPUMaHHAM Apyroi
npomixHoi crnonykun (45mr, 33%); 7. nn. 125-127°C.
'H AMP (400Mru, CDCls): & 9,35 (yump, ¢, 1H),
7,80 (g, 1H), 7,65 (@, 1H), 7,05 (g, 1H), 6,70 (aT,
1H), 6,60 (g, 1H), 6,55 (g, 1H), 3,60 (1, 2H), 2,60-
2,40 (m, 2H), 2,10-1,90 (m, 2H). MC ES+ 248,79
(M+) (TouHa maca: 248,07).

TpeTto  nmpomikHy  crnonyky,  7-{5-[4-(2,3-
anxnopdeHin)ninepa3suk-1-injneHT-1-eHin}-1H-
[1,8]Hadb TMPUANH-2-0H, OTpUMYyBanNu TaknMM YUHOM.
Woaua watpito (2,18r, 14,52mmonb) gogasanu o
nepemiwyBaHoro po3uumHy 7-(5-xnopneHT-1-eHin)-
1H-[1,8]HadbTMpnouH-2-ony (1,8r, 7,26Mmorb) B
CH3CN (40mn). Cymiw kmn'aTunum i3 3BOPOTHUM XO-
NoANMbHUKOM NPOTAroM 1 roguHW i OXOromKyBanu
0o KiMHaTHOT Temnepatypu. [Jogasanu TpyeTunamiH
(2,20r, 21,78mmonb) i moHorigpoxnopug  1-(2,3-
anxnopdeHin)ninepasuny (2,91r, 10,9MMonb) i cy-
MiLL KUTATUNN i3 3BOPOTHUM XOSNOAMITbHUKOM NPOTS-
rom 5 roguH i oxonogxysanu A0 KiMHaTHOI Temne-
patypu. Cymiw inbTpyBanm i TBepai 4acTuHKM
npomuBarm etunauvetatom (10mn). PinbTpar pos-
6aBnanu etunauetatoMm (20mn), NpoMyBanu Hacu-
yeHum NH4Cl (20mn), HacudenHum NaHCOs3 (20mn),
BoZo (20Mn) i HacM4yeHM po34vmHOM cori (20mn).
OpraHiyHuii wap cywunm Hag NaxSOq, dinbTpyBanu
i KOHUEeHTpyBanu Yy Bakyymi. HeouuleHy TBepay
PEYOBMHY OYMLLAMN KOSIOHKOBOK Xpomatorpadieto
(TpmeTmnamin/CH2Clo, 5:95) 3 oTpuMaHHAM TpeTboi
MPOMDKHOT CrMOMyKW Yy BUrNsAi opaHXeBoi TBepaol
peyoBUHN (700Mr, 22%). T. nn. 176-178°C. "H AMP
(400Mru, CDCI3): 6 8,98 (c, 1H), 7,80 (g, 1H), 7,66
(@, 1H), 7,20-7,10 (m, 3H), 7,00-6,85 (m, 2H), 6,62
(@, 1H), 6,53 (g, 1H), 3,20-3,00 (m, 4H), 2,76-2,60
(m, 4H), 2,50 (1, 2H), 2,40-2,36 (M, 2H), 1,82-1,75
(m, 2H). MC ES+ 443,06 (M") (TouHa maca: 442,13).

7-{5-[4-(2,3-AnxnopdeHin)ninepasunH-1-inneHT-
1-eHin}-1H-[1,8]Hacd TpuanH-2-oH (160w,
0,361Mmornb) rigpyBanM 3 BUMKOPUCTaHHSIM HiKe o
Penes (0,2r) B MeOH npoTtarom 42roa. PeakuinHy
CyMmilWw cinbTpyBanu i KoHUeHTpyBanm. Ou4ULLEHHSA
piguHHoto xpomatorpadieto (5% MeOH/CH.Cly 3
1% NH4OH) gano BkadaHy B 3arofioBKy CrOJyKy Y
Burnagi 6inoi niHn (109mr, 0,245mMMonb, 68%), sKy
popaTtkoBo ouuwlann BEPX gna BupganeHHs manoi
KiNbKOCTi HagMipHO noapibHeHoro nobiyHoro npopy-
kTy. MC: APCI: M-1: 443,1 (TouyHa maca: 444,15).
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Mpukrnag D1 - CwHres  7-{4-[4-(2,3-
avxnopdeHin)ninepa3swuH-1-in]oytokcu}-4-metmn-1H-
[1,8]HacpTMpNanH-2-oHy

Mepwy npombkHy cronyky, 7-xrnop-4-metun-1H-
[1,8]HabTMpNANH-2-0H, OTpUMyBann TakMM YUHOM.
PosunH TpeT-O6ymunauetary (0,6mn, 4,45mMmorb)
Aopasanu rno Kpannsix Ao pO34uMHy
Gic(tpumeTuncunin)amigy nitito (1,0M B T, 4,2mn,
4,2mmorb) B TI® (5mn) npu -78°C. XKoBTuiA po3ymH
nepemiwysanu npotarom 1 roguHun i 4o cymiwi go-
pasanm no kpannsax N-(3-aueTun-6-xnopLupmanH-2-
in)-2,2-gumetTnnnponionamig (0,503r, 1,97mMmorb) B
Tro (5mn). KoBTy cycneHsito nepemillyBanu npu -
78°C npoTtsarom 30 XBUNWH i HarpiBanu 4o KiIMHaTHOT
Temnepatypu. CycneHsis ocsiTnioBanacb A0 XOBTO-
ro po3yuHy i CyMill nepemiwlysBanM Mpu KiMHaTHIN
Temnepatypi npotarom 1,5rog. Cymiw racwnm Bo-
poto i ekctparyBamm CH2Clo. OpraHivHi ekcTpaku
NpPOMVBanM HaCUHEHNM PO34YMHOM COMi, CYLLMIN Hag,
NazxS04, dinbTpyBanu i KOHUEHTpYBammM y Bakyymi
00 KOpWYHEBOI piavHW. PiguMHy oumwwanu KomnoHKo-
BOlO xpomatorpadieto (2:1 rekcaHu/eTunauerar) 3
OTPUMaHHsM TpeT-6yTurnosoro edipy 3-[6-xrop-2-
(2,2-pgumeTunnponioHinamiHo )nipuaunH-3-in]-3-
rigpokcumacnsaHoi kucnotun (0,548r, 75%) y surnagi
*oBToro macria. 'H SMP (CDCl3, 400MIu): 8 10,40
(ywwp, ¢, 1H), 7,37 (g, 1H), 6,98 (g, 1H), 5,61 (c,
1H), 3,03 (g, 1H), 2,67 (g, 1H), 1,56 (c, 3H), 1,45 (c,
9H), 1,32 (c, 9H). MC ES: m/z=370,86, 372,56.

FACHO-KOBTUI PO34KH TPeT-O0yTMMNoBOro eqipy 3-
[6-xr10p-2-(2,2-gumeTMnnponioHinamiHo )nipuauH-3-
in]-3-rigpokcnmacnsHol KMCNnoTu (0,473r,
1,28mmorb) B 3H. HCI (10mn) i giokcaHi (10mn) ku-
MATUM i3 3BOPOTHUM XONOAMUILHUKOM npoTsarom 1
roauHu. XKoBTy CyMill OXOfofaXyBanu 40 KiMHaTHOT
Temnepatypu i ekctparysamm EtO. BogHnun wap
Bigainanm i Hewtpanisysanm NaxCOs. biny tBepay
peyoBUHY BiAAINsSNM Big po3ynHy i TBEpaYy peyvoBUHY
30upanmm inbTpyBaHHSM 3 OTPMMAHHSAM MepLUoi
npomixHoi cronyku (0,232r, 94%) y surnsgi 6inoi
TBepaoi pevoBuMHW. T. nn. 238-239°C. 'H AMP
(AMCO-ds, 400MI'n): 6 12,20 (ywwmp, c, 1H), 8,14 (g,
1H), 7,31 (g, 1H), 6,45 (g, 1H), 2,39 (g, 3H). MC ES:
m/z=194,74, 196,62.

Opyry npomikHy crnonyky, 2-6eH3unokcu-7-
xrnop-4-metun-[1,8JHacbTMpMAYH, OTPUMYyBanu Takum
YMHOM. CymiLu 7-xnop-4-metun-1H-
[1,8]HadbTpmanH-2-oHy (0,208r, 1,07mMmornb), Kap-
6oHarty cpibna (0,176r, 0,64mmonb) | 6eH3MNGpPoOMI-
ay (0,15mn, 1,26mmore) B Tonyoni (5mn) Harpisanu
npu 70°C npoTarom Houi. Cipy cycneHsito ginbTpy-
Banuv yepes LerniT i XXOBTUA (inbTpaT KOHUEHTpyBa-
nn y BakyyMmi [0 KOBTOI TBepdoi peyvyoBuHWU. TBepay
PEYOBMHY OYMLLAMN KOJIOHKOBOKO Xpomatorpadieto
(3:1 rekcanu/eTunaueTat) 3 OTPMMaHHsM Apyroi
npomixHoi cronyku (0,196r, 64%) y Burnsagi He 3o-
BCiM 6iroi TBepaoi peyosuHu. T. nn. 150-151°C. 'H
AMP (CDCls, 400MI'u): 8 8,19 (g, 1H), 7,53-7,48 (m,
2H), 7,43-7,34 (m, 4H), 6,92-6,90 (c, 1H), 5,61 (c,
2H), 2,67 (c, 3H). MC ES: m/z=285,02, 287,03.

TpeTio MPOMBKHY crionyky, 2-6eHaunokcu-7-(4-
6eH3nnokcmbyTokcn)-4-metnn-[1,8JHadd TMpmaH,
OTpVYMyBarm Takmm YnHom. Cymiw 4-6eH3nnokcmu-1-
OyTtaHony (1,40mn, 7,96mmore) B TI® (20Mn) 06-
po6nsinu TpeT-6yTOoKCMaOM Kanito (0,892r,
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7,95MMmorb). XKoBTWI po3ymH NepemillyBanv npoTs-
rom 15 XBUNMH Mpu KiMHaTHIN TemnepaTypi. o cy-
MiWwi  gogaBanmm  2-6€H3UNOKCK-7-XIop-4-MeTun-
[1,8]HadbTnpuanH (1,84r, 6,46mmorb) B TI® (20Mmn)
npu -40°C. TeMHO-4epBOHO-KOPUYHEBY CYMIilll Harpi-
BanuM OO KiMHaTHOI TemnepaTtypu i nepemiwysanu
npotarom 10 xBunMH. Cymill racummM HacuyeHuM
po3umHom NaHCOs (20mn) i ekcTparyBanu eTuna-
ueTatoM (3x30mn). OpraHivHi eKCTPaKT! NPOMMBanM
HacudeHnm po3umHomM coni (30mrm), cywmnu Hag
Na2S0s, dinbTpyBamm i KOHUEHTpPYBanu y BakyyMi
00 KOPWYHEBOrO 3armLLKy. 3anuLoK OoYMLann Ko-
TNOHKOBOO Xpomatorpadieto (5:1 rekca-
HuW/eTunaueTaT) 3 OTPMMaHHAM TPeTbOi MPOMDKHOI
crionyku (1,146r, 41%) y BArAsiAi oBTOI pinHn. 'H
AMP (CDCls, 400MI'u): & 8,08 (g, 1H), 7,54-7,48 (™,
2H), 7,42-7,26 (m, 8H), 6,84 (g, 1H), 6,75 (c, L),
5,60 (c, 2H), 4,59 (1, 2H), 4,54 (c, 2H), 3,58 (1, 2H),
2,58 (c, 3H), 2,00-1,90 (m, 2H), 1,90-1,80 (m, 2H).
MC ES: m/z=428,92 (MH+).

YeTtBepTy NPOMDKHY CronyKy, 7-(4-
rigpokcubyTtokcn)-4-meTtnn-1H-[1,8]Hacd TMpnamnH-2-
OH, OTpUMYyBanu TakMM YuHOM. Y cCymiw 2-
6eH3nnokcu-7-(4-6eH3MNOKCUOYTOKCU )-4-MeTUI-
[1,8]HacbTmpunamHy (1,188r, 2,77mmornb), 10% Pd/C
(Bororun, 0,364r) i metaHony (160mn) B nocyauHi
Mappa nogaeanv Npu nepeMillyBaHHi razonogioHuin
BoAeHb (35 dpyHTiB Ha kB. Atonm) npoTtarom 4,5 ro-
AvH. KaTanisatop BigdineTpoByBanu Yyepes nogyLu-
Ky uenity i nogyLKky npommsanu meTtaHornom. dinbT-
paT KOHUEHTpyBarM Yy BakyyMi 3 OTPUMaHHAM
YeTBepTOi NpomikHoi cronyku (0,580r, 84%) y Bu-
rnsiai 6inoi TBepaoi peyosuHn. T. nn. 172-173°C. H
AMP (OMCO-ds, 400MI'u): 8 11,79 (ywwmp, c, 1H),
8,02 (g, 1H), 6,65 (g, 1H), 6,25 (c, 1H), 4,47 (1, 1H),
4,33 (1, 2H), 3,45 (xB., 2H), 2,36 (c, 3H), 1,82-1,72
(m, 2H), 1,60-1,50 (m, 2H).

BignoBigHo 00 anbTepHaTMBHOrO BapiaHTa Cy-
Miw 1,4-6ytangiony (0,177r, 1,96mmorb) B TIo
(2mn) BMmilwyBanu B repMeTM4HO 3aKyrnoproBaHy
CKnsiHy Tpybky nig Tuckom. Cymiw o6pobnsinu TpeT-
6yTokcugom kanito (0,252r, 2,25Mmornb) | kanamyTHY
Giny cycneHsitlo nepemillyBanM npu KiMHaTHIN Tem-
nepatypi npotarom 15 xsunuH. CycneHsito o6pob-
nann 7-xnop-4-metun-1H-[1,8]HacdTrpmanH-2-oHOM
(0,100r, 0,51mmonb) B TI® (2mn). Tpybky nig Tuc-
KOM 3aKyrnoptoBarm i Harpisarm npu 100°C npoTarom
16 rogvH. Cymilw oxonogXyBamm 0o KiMHaTHOI TeM-
nepatypu i po3baBnsanM  HacUMYEHUM PO3YNHOM
NaHCO3 (10mn) i ekctparyBamm CH2Cla (2x30mn).
OpraHiyHi eKcTpakT NpoMMBaM HaC4EHNM Po34u-
Hom coni (20mn), cywunm Hag NaxSOs, dineTpyBa-
M | KOHUEHTpyBanM y Bakyymi 4o 6inoro sanuiiy.
3anvLoK o4yuMLanM KOJIOHKOBOK Xpomartorpadieto
(5:95 meTaHon/xnopodopM) 3 OTPUMaHHAM YeTBep-
Toi npombkHoi cronyku (0,081r, 63%) y Burnagi 6i-
noi TBepaoi peyoBuHW. T. nn. 172-173°C. 'H AMP
(AMCO-ds, 400MI'n): & 11,79 (yump, c, 1H), 8,02 (g,
1H), 6,65 (a, 1H), 6,25 (c, 1H), 4,47 (7, 1H), 4,33 (T,
2H), 3,45 (kB., 2H), 2,36 (c, 3H), 1,82-1,72 (m, 2H),
1,60-1,50 (m, 2H). MC ES: m/z=248,90 (MH+).

Maty npomikHy cronyky, 4-(5-meTun-7-okco-
7,8-purigpo-[1,8]HacpTMpnanH-2-
inokcn)oyTupanbaerig, OTPUMYBammM TakuM YMHOM.
Cymiw nepioguHaHy [Oecca-MaptiHa (1,764r,
4,16mmorb) B CHoCly (30mn) obpobrnsinun 7-(4-
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rigpokcubytokcu)-4-metnn-1H-[1,8]Hacp TnpnamH-2-
oHom (0,798r, 3,21mmonb) B TT'® (10mn) npm KimHa-
THI TemnepaTypi. 3nerka kanamyTHUA XOBTUIA pO3-
YMH MepeMillyBanm NpoTArom 2 roauvH, po3basnsnu
Et,O i BrmMBanu B HacuyeHwWn BOAHWA po3uynH Na-
HCO3 (20mn), wo micTuTb Tiocynbdat Hatpito (3,8r,
24,0Mmosb). PO34nH, WO He 3MiWyeTbCcs, nepemi-
LwyBanm npoTaroM 5 XBUMWH i OpraHiyHui wap Bia-
ainanun. BogHun wap ekctparysanm Et2O. O6'egHaHi
OpraHiyHi eKCTpakTn MPOMMUBanN HacU4eHUM Po3yu-
HOM coni, cywunn Hag NaxSOa, dinbTpyBanu i KoH-
LeHTpyBanu y Bakyymi 0o Oinoi TBepaoi peyoBuHW.
HeouvweHun anbaerig BukopuctoByBanm 6esnoce-
penHbO Ha HAacTYMHIM cTagii 6e3 oYMLLEeHHS.

HeounweHun  4-(5-metun-7-okco-7,8-avrigpo-
[1,8]HadbTMpWaMH-2-inokcn)byTupanbaeriaq 3 none-
penHboi peakuii B 1,2-guxnopeTaHi (30mn) obpob-
nanm MOHOTiApOXIopuaomM 1-(2,3-
anxnopdpeHin)ninepasviy (1,144r, 4,20mmorb), a
notim TpuetunamiHom (0,90mn, 6,46mMmomb) i Tpu-
aueTokcuboporigpuaom HaTpito (0,955r,
4,50Mmorb). KanmamyTHUIA >KOBTUIA PO3YMH MepeMi-
wyBanmm npu KiMHaTHIN Temnepatypi npoTtarom 1
roguHu. Cymiw racmnm HO i HacudeHnM po3ynHOM
NaHCOs3 i ekctparyBanm CHoClz. OpraHiuHi ekctpa-
KTV NPOMMBAsIM HaCM4E€HUM PO3YMHOM COfli, CYLLMMM
Hag NaxSOg, hinbTpyBanu i KOHUEHTPYBanM y Baky-
yMi 00 >XoBToro macna. Macno ouymwanu KOSoHKO-
BOlO Xpomatorpadieto (5:95 meTaHon/eTunaueTaT) 3
OTPVMMaHHsIM BKa3aHoi B 3arornoBky cronyku (0,97r,
63% 3a 2 cTapji) y Burnagi 6inoi TBepAoi peyoBuHN.
T. nn. 181-182°C. 'H AMP (CDCl3, 400MIwu): § 7,57
(ywwmp, c, 1H), 7,40 (g, 1H), 7,18-7,12 (m, 2H), 7,00-
6,94 (m, 1H), 6,38 (g, 1H), 4,23 (1, 2H), 3,16-3,00 (Mm,
5H), 2,77-2,68 (m, 4H), 2,75-2,56 (m, 1H), 2,52-2,36
(m, 3H), 1,86-1,75 (m, 2H), 1,75-1,64 (m, 2H), 1,28
(@, 3H). MC ES: m/z=460,70, 462,58.

Mpuknag D2a i D2b - CwuHtes 7-{4-[4-(2,3-
avxnopdeHin)ninepasuH-1-in]6ytokcun}-4-meTun-3,4-
avrigpo-1H-[1,8]Hacp TMpnanH-2-oHy

Mepy MPOMDKHY CMosyKy,
rigpokcmbyTtokcm)-4-meTun-3,4-gurigpo-1H-
[1,8]HachTMPUANH-2-0H, OTpUMYBanNM TakuM YUHOM.
Yy CyMiLLl 7-(4-rippokcmbyTokcn)-4-meTun-1H-
[1,8]HadbTpnanH-2-oHy (0,640r, 2,58Mmmork), 10%
Pd/C (Bororui, 0,310r) i meTaHony (160mn) B mocy-
OuHi MNappa nogaBanu npu nepemillyBaHHi ra3omno-
nibHW BogeHb (40 dyHTIB Ha KB. OKOWM) MPOTAromM
Houi. Katanisatop BigdinbTpoByBanu Yyepes nogyLu-
Ky UueniTy i nogyLky npommsann meTtaHomnom. dinbT-
paT KOHUEHTpyBanu y Bakyymi go 6e36apBHoi HaniB-
TBepaol  peyoBuHW.  HaniBTBepgy — peuqoBUHY
o4MLLAnKn KOJOHKOBOK Xpomatorpadieto (5:95 wme-
TaHo J/XNIopodopM) 3 OTPMMAHHSAM MEpLLOi MPOMDK-
Hoi crnonyku (0,510r, 79%) y Burnsgi 6inoi TBepgoi
pevoBuan. T. nn. 99-100°C. 'H SIMP (CDCls,
400Mru): 8 7,60 (ywwmp, c, 1H), 7,40 (g, 1H), 6,39 (g,
1H), 4,24 (1, 2H), 3,77-3,68 (M, 2H), 3,11-3,00 (M,
2H), 2,77-2,68 (m, 2H), 2,46-2,37 (m, 2H), 1,50
(ywwp, c, 1H), 1,24 (g, 3H). MC ES: m/z=250,89
(MH+).

Opyry npomixHy cronyky, 4-(5-meTun-7-okco-
5,6,7 8-Tetparigpo-[1,8]Hacp TMpuanH-2-
inokcn)oytupanbaeria, oTpUMyBanmM TakuM YMHOM.
Cymiw  nepioguHany [Oecca-MaptiHa  (1,511r,
3,56mmorb) B CHoCl2 (30mm) obpobnsnm 7-(4-

7-(4-
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rigpokcmbyTtokcu)-4-metun-3,4-gurigpo-1H-
[1,8]HadbTMpuanH-2-oHom (0,742r, 2,96MMmonb) B
Tr® (10mn) mpu KiMHaTHIN Temnepartypi. 3nerka
KanamyTHUA XOBTUA PO34YMH MepemillyBany npoTs-
rom 2 rogvH, postaenanu Et2O i BrmBanu B Hacude-
HUA BoAaHWM po3unH NaHCOs (20mn), wo Mictutb
Tiocynbdat Hatpito (3,5r, 21,1Mmonb). Po3unH, wo
He 3MilLYeTbCS, NepeMillyBany nNpoTAroM 5 XBUMMH i
opraHiyHui Wwap sigainani. BogHuin wap ekctpary-
Banu Et20. O6'egHaHi opraHiyHi eKkcTpaktm npomu-
BanM HacWYEHUM pPO34YMHOM COnMi, CyLMNnu Hag
NazS0O4, dinbTpyBanu i KOHUEHTpyBarm y BakyyMi
[0 XXOBTOT TBEpAoi peyvoBuHWU. HeouunlieHnn anbae-
rig BUKOpPMUCTOBYBanM 6e3nocepenHbO Ha HaCTYMHiN
cTafii 6e3 OUMLLEHHS.

Heounwennn 4-(5-metnn-7-okco-5,6,7,8-
TeTparigpo-[1,8]Hadh TMpuanH-2-
inokcn)oytmpanbgeria B 1,2-guxnopeTtaHi  (50mn)
0obpobnsnm MOHOTiAPOXIOPUAOM 1-(2,3-
avxnopdeHin)ninepasuHy (1,104r, 4,13mmork), a
notim TpuetunamiHom (0,80mn, 5,69vmmorb) i Tpu-
aueTokcuboporigpuagom HaTpito (0,911r,
4,30mMMmorb). KanamyTHWI >KOBTUIA PO34MH MepeMi-
WwyBanM npu KiMHaTHIN Temnepatypi npotarom 1
roamHn. Cymil racunu BoAoK i HaCUYEHUM po3yn-
Hom NaHCOs i ekctparyBann CH2Clo. OpraHiyHi
€eKCTPaKT MPOMMBaNM HacUYeHUM PO34MHOM COfli,
cywmnu Hag NapxSOs, dinbTpyBanu i KOHLEHTpyBa-
M y Bakyymi Ao >xoBToro macna. Macno ounwanm
KOMOHKOBOK ~ xpomatorpadiieto  (5:95 mMeTa-
Horn/eTunaueTaT) 3 OTPMMaHHSAM BKa3aHoi B 3arofo-
BKy criosyku (1,08r, 79% 3a 2 CTaJ:l,i'I'? y BurnsAgi 6inoi
TBepAoi peyoBuHu. T. nn. 53-54°C. 'H AMP (CDCls,
400Mrlu): & 8,94 (yuwmp, c, 1H), 7,83 (g, 1H), 7,18-
7,13 (M, 2H), 6,98-6,94 (m, IH), 6,62 (g, 1H), 6,38 (4,
1H), 4,38 (1, 2H), 3,16-3,02 (m, 4H), 2,76-2,60 (m,
4H), 2.55-2,46 (m, 2H), 1,90-1,82 (m, 2H), 1,77-1,64
(m, 2H). MC ES. m/z=462,72, 464,58.

EHaHTiOMepu posginanu  xipaneHoto BEPX
(Chiralcel OD) 3 oTpumaHHAM eHaHTiomepiB D2a i
D2b.

Mpvknag D3 -  Cwunres  7-{5-[4-(2,3-
avxnopdeHin)ninepasuk-1-injneHTun}-4-meTmn-1H-
[1,8]Hadb TMpUANH-2-0HY

Mepwy npombkHy cronyky, 7-(5-xnopneHT-1-
eHin)-4-metmn-1H-[1,8]HacdTMpnanH-2-0H.  OTpUMY-
BanuM HacTynHUM 4YuHOM. [lO0 poO3uuHy 7-Xrop-4-
metun-1H-[1,8Hacp TrpmanH-2-oHy (1,01r,
5,20mmorb) B giokcaHi gogasanu Pd(PPhs)s (234w,
0,20mMmork), a noTim 5-xnop-1-neHTeHINGopoHoBY
kucrnoty (1,21r, 8,10mMmonb). JdopaBarm NaxCOs
(1,21r, 11,40mmornb) i BOAY (2MnN) | OTpMaHy cymill
KUM'ATUAM i3 3BOPOTHUM XOJIOAUITBHUKOM MPOTArOM
Houi. OparkeBy reTeporeHHy CyMmill OXONoAXyBanm
00 KiMHaTHOT TemnepaTypu i 3 po3uyuHy Bunagana B
ocap fesika KinbkicTe kpuctanis. Cymiw dinbTpyBa-
m i ginbTpat po3noginanm mik EtOAc i Bogoto.
OpraHiynui wap cyumnn Hag NaxSOs i KOHLEHTPY-
Banu 3 OTPYMaHHSM >XOBTOI TBepdol peyoBuHW. [e-
pekpucTanisauia 3 cymiwi EtOAc/rekcann gana ne-
pwy MPOMDKHY Cronyky Yy Burnagi 30noTucTol
TBepaoi pevoBuHn (815mr, 60%). T. nn. 137-138°C.
'H AMP (CDCls, 400MIwL): & 9,00 (yump, ¢, 1H),
7,88 (g, 1H), 7,13 (@, 1H), 6,946,82 (m. 1H), 6,58-
6,46 (m, 2H), 3,61 (1, 2H), 2,52-2,42 (M, 2H), 2,45 (4,
3H), 2,06-1,98 (m, 2H); MC ES: m/z=263,02, 265,00.
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Opyry  MpoOMDKHy  CMOMyKYy, 7-{5-[4-(2,3-
avxnopdeHin)ninepasuH-1-injneHT-1-eHin}-4-meTun-
1H-[1,8]HadbTMpMOUH-2-OH, OTPUMYBaNn TakuUM 4u-
HOM. Cymiw 7-(5-xnopneHT-1-eHin)-4-memmn-1H-
[1,8]HadTMpmanH-2-oHy (500mr, 1,90mmorb) i K
(316mr, 1,90MmOnNb) KUM'ATUAN i3 3BOPOTHUM XOJIO-
AvnbHUKoMm npoTtsarom 30xB. CyMmill oxonogKyBanmu
00 KiIMHaTHOT Temnepartypu i noTim ob6pobnsnu mo-
Horigpoxrnopuaom  1-(2,3-guxnopdeHin)ninepasuHy
(630mr, 2,40mMorb), a noTim KyCOsz (611w,
4,40mmorb ). XKoBTy CycneH3ito KUMmsTunm i3 3BopoT-
HUM XOJIOAMMBHUKOM NpoTsirom 2 Ai6 i noTim racunu
Bogot. Cymiw ekctparyBamm EtOAc. OpraHiyHui
LWap MPOMMBANN HaCMYEHUM PO3YMHOM COfli, CYLUM-
m Hag NaxSOs i KOHUEHTpyBanu 3 OTPMMaHHAM
oBToro macna. OunLeHHS KOJIOHKOBOK XpOoMaTor-
padieto (5% MeOH/EtOAc) gano Apyry mpOMiKHY
CMoMyKy Yy BUMA4I XOBTOI TBEpAOl peyOoBUHMU
(371mr, 42%). T. nn. 198-199°C. 'H AAMP (CDCls,
400Mru): & 9,03 (ywwp, c, 1H), 7,84 (g, 1H), 7,18-
7,12 (m, 3H), 7,00-6,92 (m, 2H), 6,59-6,46 (m, 2H),
3,16-3,02 (m, 4H), 2,74-2,60 (m, 4H), 2,54-2,47 (m,
2H), 2,45 (g, 3H), 2,40-2,32 (m, 2H), 1,83-1,72 (m,
2H); MC ES: m/z=457,40, 459,35.

7-{5-[4-(2,3-AnxnopdeHin)ninepasuH-1-inneHT-
1-eHin}-4-metun-1H-[1,8]HacpmpmamH-2-oH (880w,
1,92mmorb) posunHaim B TI® (50mn) i BBOogunm B
nocyauHy [lappa, WO MICTUTb CYCMEeH3ilo Hikento
Penes (1,5mn ocamkeHoi cycneHsii y Boai) B EtOH
(50mn). Cymiw rigpyBarmm npu 45 cyHTax Ha KB.
arovm npoTtarom 5,5roa. Peakuia He 3akiHuunacs,
TOMy [ofaBanv [oOaTkoBul Hikenb PeHest (1mn
cycneHsii y Bogi) i cymiw rigpyBanu npu 45 cyHTax
Ha kB. AVM npoTarom 2.,5rof. PeakuiiHy cymiLl
dinbTpyBanu Yepes wap uenity i npomveanm EtOH.
QinbTpaT KOHUEHTpYBanu 3 oTpMMaHHAM 6inoi TBe-
paoi peyoBuHW. OUULLEHHSI KOSIOHKOBOK XPOMaTtor-
padieto (10% MeOH/EtOAc) gano BkasaHy B 3aro-
NOBKY CMONyKy y Burnsagi 6inoi TBepaoi peyvoBUHU
(780Mr, 88%). T. nn. 195-196°C. 'H AMP (CDCls,
400Mru): 8 9,16 (ywwp, c, 1H), 7,88 (g, 1H), 7,18-
7,12 (m, 2H), 7,06 (g, 1H), 7,00-6,92 (m, 1H), 6,50
(c, 1H), 3,14-3,00 (m, 4H), 2,85 (1, 2H), 2,72-2,54 (Mm,
4H), 2,46 (g, 3H), 242 (1, 2H), 1,85-1,72 (m, 2H),
1,64-1,52 (m, 2H), 1,48-1,36 (m, 2H); MC ES:
m/z=459,08, 461,03.

Mpwknag D4 -  CwuHtes  7-{4-[4-(2,3-
avxnopdeTn)ninepasunH-1-in]6ytokcun}-3-metun-1H-
[1,8]HadpTMPUANH-2-0HY

MepLuy npombkHy crnonyky, 7-xnop-3-metun-1H-
[1,8]HachTMPUONH-2-0H, OTpUMYBanNM TakuM YUHOM.
HiisonponinamiH  (CBiXOBIAIrHaHWA  Hag  HaTpiem,
12,8mn, 91,4mmorb, 2,2ekB.) po3umHam B EtO
(40mn) i oxonomkyBanu oo -78°C. lMosinbHO goaa-
Banu 6ytunnitin (2,5M po3umH B rekcadi, 37,0mn,
91,4vmorkb, 2,2ekB.) B atmocdepi asoty. Cymiw
nepemillysanu npoTtarom 15xB. i gopasamm TpeT-
oytmnnponioHat (13,8mn, 91,4mMMonb, 2,2ekB.) Yy
BUIMSIAI po3ynHy B cyxomy TId (20mn). PeakuiiHy
cymiw nepemiwysanm npotarom 30xB. i gopdasanu
N-(6-xrnop-3-hopminnipugunn-2-in)-2,2-
anmeTtunnponioHamig (10,0r, 42,0mmonb, 1,0ekB.) y
BUMMSAI PO34YMHY B MiHIMamNbHIN KiNbKOCTi CYXOro
Tr® (35mn). B iHTepBani 10xB. yTBOpIOBaBCS SICHO-
XOBTUN ocap i nepeMillyBaHHA cTaBaro CKMagHUM.
PeakuinHin cymiwi gasanu 3irpituca oo KiMHaTHoT
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TeMmnepatypu. PeakuinHy cymill, WO cTana TeMHO-
YepBOHOO, BrmMBanu B HacudeHnun NH4Cl (100mn).
OpraHiyHuWiA Wwap Bigginsany i BOOHWA wap ekcTpary-
Banu CHyClo. O6'egHaHi opraHiuHi wapy cywmnm
Hag Na>SO4 i koHueHTpyBanm. OTpumyBamm TpeT-
6yTunosuin edip 3-[6-xrop-2-(2,2-
AVMeTUNMpOonioHinamiHo)nipuanH-3-in)-3-rigpokcn-2-
MEeTUMMPONIOHOBOT KUCMOTWU Yy BUrNsAi )KOBTOMO ryc-
TOro cUpony, SKUM NPU CYLLUIHHI Y BUCOKOMY BakyyMi
nepeTBOPIOBaBCA B MIHOMOAIOHY TBEpPAY PEeYvOBUHY
(20,0r, HeouuweHy). MpodyKT BUKOPMCTOBYBarM Ha
HacTynHin cTagii 6e3 4OOATKOBOMO OYULLEHHS.

TpeT-6yTMnoBuin edip 3-[6-xrop-2-(2,2-
AVMeTUNMPOonioHinamiHo)nipuanH-3-in)-3-rigpokcn-2-
MeTUnnponioHoBoi kucrnotv (20,0r) posunHaim B
piokcani (100mn) i pogasanu 3H. HCI (100mm). Cy-
Mill rnepemillyBann mnpu KUM'ATIHHI i3 3BOPOTHUM
xornoaunbHukoM. Yepes 30xB. We goAdaBanu Aiok-
caH (15Mn), ockinbku B peakuinHin cymiwi 6y ocag,
i OTPMMaHWIA NMPO30PUN PO3YMH KUM'SATUMN i3 3BOPOT-
H/AM XOMOAUIMbHUKOM MPOTArOM HoMi. Peakuiiny
CYMilLl OXONopKyBarnu Ha XONoAHin BoAasHin OaHi,
posbasnanm 20mMn Bogu i HeWTparnisyBamm Hacuye-
HuM KoCOs (80mn). YTBOptoBaBcs 6nigo-xoBTUN
ocag, sikvi Bigainanu ginstpyBaHHaM. Ocap peTte-
NbHO MPOMMBaNM BOZOIK | CylMiM Yy Bakyymi 3
OTPUMaHHAM MepLUOT MPOMDKHOI CMOMyKU Yy BUrNSAi
6nigo-xoBToi 6rmckyyoi TBepdoi pedvoBuHn (7,43r,
38,18mmonb, 93% 3a 2 crtagii). T. nn. 259-261°C;
MC: ES+ 194,78, 196,64 (TouHa maca: 194,02).

Opyry npomikHy cnonyky, 2-6eH3urnokcu-7-
xrnop-3-metun-[1,8]Hacd TMpuauH, oTpUMyBanu Taknum
YUHOM. o CYyMiLLi 7-xnop-3-meTun-1H-
[1,8]HadTMpmanH-2-oHy (0,30r, 1,54mMmonb, 1,0ekB.)
i kapboHaty cpibna (0,30r, 1,08mmorb, 0,7ekB.) B
Tonyoni (10mn) pogasanu 6eH3unbpomig (257 mkn,
2,156mmorb, 1,4ekB.). PeakuiiHy cymiw nepemily-
Banu npu 60° C npoTarom Houi. TWX (50% EtOAc B
rekcaHu) nokasana 3akiHYeHHs peakuii. PeakuiliHy
CyMil (pinbTpyBanu Yepes LEeniT i peTenbHO NnpoMu-
Banu Tonyoriom i CHzClo. OG'egHaHi dinbTpaty
KOHLIEHTPYBamnu npu 3HWKEHOMY TUCKY | 4O 3anuLLKy
popasanu rekcaH (20-30mm). YTBOptoBaBcsa Ginwmi
ocag, sikui 3bmpamu inbTpyBaHHAM i NpomMuBanu
rekcaHom [0 MOBHOMO BMMMBAHHS OBTOro 3abapBs-
neHHs. Opyry npomixkHy cronyky oTpumyBanu y Bu-
rnagi 6inoi TBepgoi pevosBuHM (0,24r, 56%). T. nn.
133°C; MC: ES+ 284,90, 286,56 (TOo4Ha Maca:
284,07).

TpeTio NpoMbkHYy crnonyky, 2-6eH3unokcu-7-(4-
6eH3unokcubyTtoken)-3-metn-1,8JHad TrpuauH,
OTpMMyBarM Takum  4YumHOM. [lo po3unHy 4-
©6eH3awurnokcun-1-6ytaHony (0,254r, 1,4mMmonb, 2,0ekB.)
B 6e3ssogHomy TI® (5,0mn), oxomomkeHoro Ao -
40°C, popasanu TpeT-O6yTokcmp kanito  (0,158r,
1,4mmonb, 2,0ekB.) i cymill nepemillyBanu npoTs-
rom 10xB. [logaBanu po34ymH 2-6eH3UMOKCK-7-Xrop-
3-metun-[1,8Hacpmpnouny  (0,20r,  0,70MMorb,
1,0ekB.) B 6e3sogHomy TI® (5,0mn) i peakuinHin
CyMiLLi faBanu 3irpiTucs Ao KiMHaTHOI TemnepaTypu.
PeakuinHy cymiw nepemiwyBanu npoTtarom 10xs.
npu KiMHaTHIn TemnepaTypi i racunm sogoto (5,0mn).
OpraHiyHy a3y Bigainsamm i BogHy a3y ekctpary-
Banu etunauetatom (2x10mn). O6'egHaHi opraHiyHi
ekcTpakt cywmmm Hag NaxSOg i koHUeHTpyBamm y
BaKyyMi 3 OTPUMaHHSIM XXOBTOIO MacnsHACTOro 3a-
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TMLLKY, SIKMA OYMLIANM KOJIOHKOBOK XpoMaTorpadi-
€to (cunikarenb, rekcaH:EtOAc, 8:1) 3 oTpumaHHsm
TPETbOI MPOMDKHOI cronyku y Burnagi  6nigo-
xoBToro macna (0,160r, 55%). MC: ES+ 428,98
(ToyHa maca: 428,21).

YeTtBepTy NPOMDKHY CronyKy. 7-(4-
rigpokcnbyTokcm)-3-meTun-1H-[1,8]Hadp TvpmanH-2-
OH, OTpMMYBanM TakuMm 4uHOM. [lo po3umHy 2-
6eH3UNoKeu-7-(4-6eH3nnoKenbyToken)-3-meTn-
[1,8]HadbTvpuamHy (1,0r, 4,2mMmonb) B MeTaHomi
(200mn) i Tr'® (20mn) gopasanu 5% Pd/C (0,3r) i
cymiw rigpysanu npu 35 dyHTax Ha KB. OKOMM Mpo-
TArom 4 rogvH. 3aBucb inbTpyBanM Yyepes noayLu-
Ky UeniTy, MpoMuMBanu MeTaHosIoM i (inbTpaT KOH-
LeHTpyBanu y BakyyMi 3 OTPUMaHHSAM 4eTBepTol
NPOMDKHOT CMOMyKK 1y Burnsagi 6inoi TBepaoi pedyo-
BuHu (0,58r, 98%). 'H AMP-cnektp OyB Ayxe 4uc-
TUM, TOMY MPOAYKT BUKOPMCTOBYBA/M Ha HaCTYMHIN
cTagii 6e3 gogatkoBoro ounweHHs. MC: ES+ 249,03
(ToyHa maca: 248,12).

M'ary npombkHy cnonyky, 4-(6-meTun-7-oKco-
7,8-purigpo-[1,8]HacdTmpmamnH-2-
inokcn)oyTupanbgerig, OTPUMYBamm TakuM YMHOM.
Cymiw xnopxpomaty nipuguiito (PCC) (1,195r,
5,5MMonb, 2,5ekB.) i HEWTpansHOro okcvay anomi-
Hito (4,2r, 3,5r/1,0r PCC) B 6e3sogHomy CHyCl,
(20mn) nepemiwysanu npotarom 30xB. Mpu KiMHaT-
Hi Temnepatypi. Po3uuH 7-(4-rigpokcnbyTokcu)-3-
Metun-1H-[1,8]HacdpTrpmanH-2-oHy (0,55r,
2,22mmorb, 1,0ekB.) B CH2Clz (20mn) i TT® (5mn)
JofaBanu OO peakuiiHol cymilli i nepemiwysanu
npoTtarom 2rod. PeakuinHy cymiw cinbTpyBanm ye-
pe3 noayLwky Aiokcuay KpemHito i npomuBanu
CHxCl i notim cymiwwio 5% MeOH/CH2Cl,. O6'ea-
HaHi iNbTpaTM KOHUEHTpYBanuM y Bakyymi 3 oTpu-
MaHHAM M'ATOT NPOMDKHOI CMOMYKW Y BUrnsAi TEMHO-
kopuyHeBoro macna (0,65r), ske BMKOPWUCTOBYBaNM
0€e3 O4YULLIEHHS B HACTYMHIM peakLii.

[o po3unHy HeouwuwweHoro 4-(6-meTun-7-oKco-
7,8-purigpo-[1,8]HacpTMpnanH-2-
inokcn)oympansgerigy (0,65r, 2,24mmonb, 1,0eks.)
B 6e3BogHoMy MeTaHoni (40mn), OXONogKeHoro Ao
0°C, popasarm 2,3-guxnopdeHinninepasuH (1,2r,
4,0mmonb, 2,0ekB.). Cymiw nepemiwyBanv npoTs-
rom 5xB. i gogasanu NaBH(OAc)s3 (2,3r, 11,2mmors,
5,0ekB.). PeakuiinHy cymiw JOBOAMIM OO KiMHaTHOI
Temneparypu i nepemiysany npoTarom Hodi. Pea-
KUiMHY CyMilL racunuM BoAO i KOHUEHTpyBanu And
MOBHOrO BuAaneHHs metaHony. OTpumaHui 6nigo-
3ereHU 3anuLLOK PO34YUHANKM B eTunaueTari i npo-
muarm 0,5H. HCI (1x10Mn), HacM4eHnM po34MHOM
NaHCO3 (1x10mMn) i Hacu4yeHVM PO34YMHOM COfii.
OpraHiyHmi wap cywmnu Hag NaxSOg i KOHLEHTPY-
Banu. 3anuWwoK ouyMWanyM KOMOHKOBOK XpOMartor-
padieto (cunikarens, 2% MeOH/CH2CI.) 3 oTpuman-
HsIM BKa3aHOi B 3arofioBKy CMOSyKM y Burnsagi Ginoi
niHonoAgi6Hoi TBepgdoi peyosBuHn (0,2r, 30%). MC:
ES+ 461,03 463,03 (TouHa maca: 460,14).

Mpuknag D5 - CwHres 7-{5-[4-(23-
avxnopdeHin)ninepaswH-1-injneHTnn)-3-metun-1H-
[1,8]HacpTMPUANH-2-0HY

Mepwy npombkHy cronyky, 7-(5-xnopneHT-1-
eHin)-3-metnn-1H-[1,8]HapTMpnanH-2-oH, OTpUMY-
Banu TakMm YMHOM. [1o pO34MHY crionykun 7-xmnop-3-
meTtun-1H-[1,8]Hacd TpManH-2-oHy (0,75r,
4,11mmorb, 1,0ekB.) B 6e3BogHOMY fiokcaHi (60mn)
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popaeanu  5-xnop-1-neHTeHinGOpoHOBY  KUCIIOTY
(0,92r, 6,17mmorb, 1,5ekB.), K2COsz (5,70r,

41,1mmornb, 10,0ekB.), a notim Pd(PPhs)s (0,19r,
0,16mMmorb, 0,04ekB.). Cymiw kun'ATUMM i3 3BOPOT-
HUM XOMOAWMBbHUKOM MPOTArOoM 48rofd., OXONoMmKY-
Banu i inbTpyBanun 4yepes HEBEMNUKWIA LIap LeniTy.
®inbTpaT KOHLUEHTpyBamM 3 oOTpuMMaHHAM  6rnigo-
XOBTOMO 3anumiuky. O4YULLEHHS KOJIOHKOBOK XpoMa-
Torpadpieto Ha cwunikareni (EtOAc:rekcaHn:MeOH,
1:1:0,2) pano neplly NPOMDKHY CMONyKy y BuUrnsgi
6nigo-xoBToi TBepaoi peyosuHu (0,70r, 79%). T. nn.
128-129°C. 'H AMP (CDCls, 400Mru): & 9,22
(ywwp, c, 1H), 7,75 (g, 1H), 7,50 (c, 1H), 7,10 (g,
1H), 6,90-6,80 (m, 1H), 6,55 (oA, 1H), 3,60 (1, 2H),
2,55-2,45 (m, 2H), 2,25 (c, 3H), 2,10-1,90 (m, 2H);
MC: ES+: 263,05 (M+H)*, 265,06, (TouHa maca:
262,09)

Opyry  NpoMiKHy  CMOMyKYy, 7-{5-[4-(2,3-
avxnopdeHin)ninepasuH-1-in]neHT-1-eHin}-3-meTun-
1H-[1,8]HadTMPMAONH-2-0OH, OTPUMYBaNM TakuUMm 4u-
HoM. [lo nepeMillyBaHOro po3umHy 7-(5-xnopneHT-1-
eHin)-3-metnn-1H-[1,8]HadpTmpnanH-2-ony  (0,47r,
1,79Mmorb, 1,0ekB.) B CH3CN (25mn) pogasanu Kl
(0,30r, 1,79mmonb, 1,0ekB.) i cymiw nepemiwyBanu
npoTsrom 1roa. Jogasarm TpueTunamid (1mn), mo-
Horigpoxnopva 1-(2,3-guxnopdeHin)ninepasuHy
0,47r, 1,79mmorb, 1,0ekB.) i KoCOsz (1,0r,
7,16Mmorb, 4,0ekB.) i cymilw kum'aTunu i3 3BOpPOT-
HUM XOnoaunbHUKOM npoTarom 48roa. Peakuiiny
CyMilLl OXonoaXyBanu A0 KiMHaTHOI Temnepartypu i
dinbTpyBanu. Teepai YacTuHku npommeamm EtOAc
(5mn). dinbTpat posbaenanm EtOAc (20mn) i npo-
MuBarm Bogoto (20mn), HacU4eHWM PO3UYMHOM
NaHCO3 (10mn) i HacndyeHum po3umHoM coni. Opra-
HiYHMIA Wwap cywmmm Hag NapxSOys i KoHUEHTpyBanu.
OumLLeHHS 3anMLLIKy KOSIOHKOBOK Xpomatorpadieto
Ha piokeuai  kpemHio  (EtOAc:rekcaHn:MeOH,
4:4:0,5-1:1:0,5) pano apyry nNpoOMPKHYy CrOmMyKy Yy
Burnagi  6nigo-xoBToi TBepaoi pedvoBuHM (0,28,
34%). T. nn. 82-84°C. "H AMP (400Mru, CDCl3): 6
9,40 (ywwmp, c, 1H), 7,75 (g, 1H), 7,55 (c, 1H), 7,20-
7,10 (m, 3H), 6,90-6,88 (m, 2H), 6,50 (aa, 1H), 3,10
(ywwp, c, 4H), 2,75 (ywwp, c, 4H), 2,52-2,50 (m, 2H),
2,32-2,28 (m, 2H), 2,20 (c, 3H), 1,72-1,68 (m, 2H);
MC: ES+: 457,01 (M+H)", 459,00, (TouHa maca:
456,15).

PosunH 7-{5-[4-(2,3-guxnopdeHin)ninepasunH-1-
inneHT-1-eHin}-3-metnn-1H-[1,8Hacd TpUAnH-2-0Hy
(0,43r, 0,94mmonb) B TT® gogasanm 0o 3aBUCI Hi-
kento PeHess B EtOH. Cymiw rigpyBamu npoTarom
4ropg. npmn 40 coyHTax Ha KB. otoM. PeakuinHy cymill
dinbTpyBanu yepes HeBENUKWA Wap uenity i npo-
muanm CH2Clz i mMeOH. ®inbTpar koHLeHTpyBanu
i o4MWAnM KONOHKOBOK XpomaTorpadieto Ha aiok-
cugi kpemtito (10% MeOH/EtOAC) 3 OoTpuMMaHHsM
BKa3aHOI B 3arorfioBKy Cronyku y Burnsgi onigo-
xoBToi TBepgoi pedosuHu (0,22r, 51,4%). T. nn.
157-158°C. 'H SAMP (400Mry, CDCls): & 9,00
(ywwp, c, 1H), 7,75 (g, 1H), 7,50 (c, 1H), 7,15 (m,
2H), 7,00-6,90 (m, 2H), 3,10 (ywuwmp, c, 4H), 2,80 (T,
2H), 2,60 (ywwmp, c, 4H), 2,42-2,38 (m, 2H), 2,20 (c,
3H), 1,82-1,80 (m, 2H), 1,70-1,60 (m, 4H); MC: ES+:
459,01 (M+H)", 460,97 (TouHa maca: 458,16).

Mpuknag D6a i D6b - CwuHTes 7-{4-[4-(2,3-
anxnopdeHin)ninepasuk-1-in]oytokcu}-3-metmn-3,4-
avrigpo-1H-[1,8]Hacp TMpnanH-2-ony
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Mepwy NPOMDKHY CronyKy,
rigpokcnbyTokcm)-3-meTun-3,4-gurigpo-1H-
[1,8]HahbTMpNANH-2-0H, OTpUMYBann TakMM YUHOM.
Cymiw  2-6eH3unrnokcm-7-(4-6eH3nnokcnbyToken)-3-
metun-[1,8]Hacdbtvpmnagmny (1,8r, 4,2mmonb) i 5%
Pd/C (0,5r) B meTaHoni (250Mn) rigpyBanu npoTsrom
Houi npu 35 dyHTax Ha kB. AtoviM. 3aBuCb iNbTPY-
Banu yepes noAyLuKy Lenity, npoMvBalo4m MeTaHo-
oM, i pinbTpaT KOHUEHTpyBarnm y Bakyymi 3 oTpu-
MaHHsIM cyMiLli 7-(4-rigpokcnbyTtokcu)-3-metun-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy i 7-(4-
rigpokcmbytokcn)-3 -meTtun-1H-[1,8]HacdTMpnonH-2-
OHy Yy Burnsgi 6e3bapBHOro B'sI3KOro  Matepiany
(0,9r). MpoaykTV po3ainanmu KoNoHKOBOK XpoMaTtor-
padieto (cunikarens, 5% metaHon/CH2Cl2) 3 oTpu-
MaHHsIM  neploi  nmpombkHoi  cronykn  (0,45r,
1,80mMMmorb, 43%) y BUrnsgi B'a3koro matepiany i 7-
(4-rippokcubytokcu)-3-meTun-1H-[1,8Hacd TMpnaonH-
2-oHy (0,28r) y BurnsAgi Ginoro nopolky. 3aranbHui
Buxig ctaHoBmB 73%. MC: ES+ 251,15 (TouHa maca:
250,13).

Opyry npoMixHy cronyky, 4-(6-meTun-7-okco-
5,6,7 8-Tetparigpo-[1,8]JHadTvpnamH-2-
inokcn)oyTupanbaerig, OTPUMYBamm TakuM YMHOM.
Cymiw xnopxpomaty nipugunito (PCC) (0,13r,
0,6MMonb, 2,5ekB.) i HEWTpanLHOro okcuay anoMi-
Hito (0,45r, 3,5r/1,0r PCC) B 6e3sogHomy CHyCI.
(5,0mn) nepemiwysamm npotarom 30xB. Npu KiMHaT-
Hi Temnepatypi. Po3uuH 7-(4-rigpokcnbyTokcu)-3-
Metun-3,4-aurigpo-1H-[1,8]Hacd TMpnamH-2-oHy
(0,06r, 0,24mmonb, 1,0ekB.) B CH2Cl2 (5,0mn) i T
(2,0mn) pogaBamm A0 peakuiHoi cymili i nepemi-
wysanmm npoTtarom 2,0rog. PeakuiiHy cymiw ginbT-
pyBanv Yepes nogyLky OiOKCUAY KPpeMHito i npomu-
Banu CH2Cly. O6'egHaHi inbTpaty KOHUEHTpyBanm
y BaKyyMi 3 OTPUMaHHSIM ApYyroi NPOMDPKHOI CHOSyKU
y BuUrnsagi onigo-xoetoro macna. HeounweHuii npo-
aykT (0,05r) BUKOpWCTOBYBanM Ha HacTynHil cTagii
0e3 oUMLLEHHS.

[o po3unmHy HeouuleHoro 4-(6-meTun-7-oKkco-
5,6,7 8-Tetparigpo-[1,8]Hadp TMpuanH-2-
inokcn)oymmpanbaerigy (0,5r, 2,0mmone, 1,0eks.) B
6e3BogHOMy MeTaHorni (40mr), OXOrofKeHoro Ao
0°C, popasarm 2,3-guxnopdeHinninepasuH (1,1r,
4,0mmonb, 2,0ekB.). Cymiwl nepemiwyBany npoTs-
rom 5xB. i pomaBarm  NaBH(OAc): (2,14r,
10,0mmorb, 5,0ekB.). PeakuiHy cymiw gosoavnm
00 KiIMHaTHOT Temnepatypu i nepemiwysanu npoTs-
roMm Houi. TWX nokasyeana, WO BCe Le 3anuwiana-
ca crigoBa kKinbkicTe anbgerigy. Llle popasanu
NaBH(OAc)3 i npogoBxyBanv nepemilllyBaHHSA Mpo-
TArom wWe ofHiei roanHn. TLX nokasyeana, Lo pea-
Kuis 3akiHumnacs. PeakuiiHy cyMill KOHLEeHTpyBanu
pocyxa. OTpumannin 6nigo-3eneHunii 3anmLLIoK pos-
YMHaM B eTunauetati i npomuBarm 0,5H. HCI
(1x10mn), HacudeHnm posdmHom NaHCOs3 (1x10mr)
i HACUYEHUM Po34MHOM cori OpraHiYHUiA Wap cyLm-
m Hag NaxSOgs i KOHUEHTpyBanM. 3anuLiok ovmLa-
M KOJIOHKOBOIO Xpomatorpadieto (cunikarens, 2%
MeOH/CH.Cl3) 3 oTpuMaHHsIM BKa3aHO| B 3arofiloBKy
crionyku y Burnsgi 6e3bapBHoro B'sA3koro marepiany
(0,63r, 75% 3a 2 ctagii). EHaHTiOMepu po3ginanu
xipanbHoto BEPX (Chiralpak AD, 40:60 rek-
caH/EtOH) 3 oTpumaHHsim eHaHTiomepis D6a i D6b.
MC: APCI: M+1: 463,1 (TouHa maca: 462,16).
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Mpwknag D7 -  CwuHtes  7-{4-[4-(2,3-
avxnopdeHin)ninepaswH-1-in[6yTokcmn}-3,4-
aumeTun-1H-[1,8]HacdTMpnanH-2-0Hy

Mepwy  npompkHy  cronyky,  7-xnop-3,4-
aumeTun-1H-[1,8]HacdbTMpnamMH-2-oH,  oTpumyBanu
HacTynmHUM 4uHOM. [o posumHy AiisonponinamiHy
(0,60r, 0,83mn, 5,9Mmorb), WO nepemiyeTbCs, B
Et,O (15mn) nmpm -78°C popaBarm  H-OyTunniTin
(2,4mn, 2,5M B rekcaHax, 5,9mmork). Cymiw nepe-
miwysanu npu -78°C npotsrom 30 xBUIMH i goaa-
Banu no kpannsx TpeT-0ytunnponioHat (0,77r,
0,89vn, 5,9mmornb). Cymiw nepewmiwysanu npu -
78°C npoTtarom 30 xBMNWH i godaBanM Mo Kpannsax
N-(3-aueTnn-6-xnopnipnanH-2-in)-2,2-
anmetunnponioHamig  (0,50r, 1,9mmonb) B EtO
(3mn). YTBOptoBaBCS XOBTUI OCafd i CyMil nepemi-
wysanm npu -78°C npotsarom 30 XBUIMH i Harpisanu
[0 KiMHaTHOT Temnepatypu npoTarom 3 rofauH. Jo-
nasamm sogy (10mn), cymilw nepemilyBanM npoTs-
rom 5 xBUMWH i MOTiM po3baBnanu etTunaueTaTtoMm
(20mn) i Hacu4eHUm po34vmHom cori (10mn). OpraHi-
YHUA Wap BigAinanu, NpoMmMBanmy HacU4EHUM PO3-
YuHoM coni (2x20mn), cywmnu Hag NaxSOa, dinbT-
pyBanu i KOHUEHTpyBarm y Bakyymi. HeouuieHe
Macno nepekpucTanisoByBanu 3 rekcaHiB 3 OTpu-
MaHHAM TpeT-OyTnnosoro edipy 3-[6-xrnop-2-(2,2-
AVMeTUNMPONioHINamiHo )-nipnanH-3-in]-3-rigpokcu-
2-meTtunmacnsaHoi kucnotu (0,48r, 64%). T. nn. 146-
148°C. "H AMP (200MIy, CDCl3): & 10,50 (yump, c,
1H), 7,50 (g, 1H), 6,95 (g, 1H), 5,30 (c, 1H), 3,10
(kB., 1H), 1,48 (c, 3H), 1,45 (c, 9H), 1,30 (c, 9H),
1,22 (g, 3H). MC ES+ 384,82 (M").

BogHy 3H. HCI (20mn) popaBanu po TpeT-
6yTMnosoro edipy 3-[6-xnop-2-(2,2-
OVMeTUNMNPOTOHINamiHo )nipuanH-3-inj-3-rigpokcu-2-
MeTunMacnsHoi kucrnotu (4,5r, 15,8mmorne) B fiok-
caHi (20mn). CyMiw KMM'STUNK i3 3BOPOTHUM XOJ10-
OVINbHUKOM MPOTArOM 4 roAauH, oxornogKysamm 0
KiMHATHOT TemnepaTtypu i Bunuearm Ha nig. OTtpu-
MaHui ocap BiadinbTpoByBanu, NPoOMMBanM Bo4o
(2x20Mn) | cywmmm 3 OoTpMMaHHAM MepLUOi MPOMDK-
HOT crionyku (2,4r, 96%). T. nn. 239-241°C. 'H AMP
(200MrI'y, CDCI3): & 10,0 (ywwp, ¢, 1H), 7,95 (g, 1H),
7,20 (@, 1H), 2,45 (c, 3H), 2,30 (c, 3H). MC ES+
208,99 (M+H)" (TounHa maca: 208,04).

Opyry npoMikHy cronyky, 2-06eH3urnokcu-7-
xnop-3,4-aumetun-[1,8HacpTnpmanH, oTpumyBanu
HaCTYMHUM YUHOM. 7-Xnop-3,4-aumeTun-1H-
[1,8]HadbTMpManH-2-0H (0,20r, 0,96MMOnb ) B TOMyoni
(10mn) o6pobnsanu kapboHatom cpidrna (0,20r,
0.73mmork), a notim 6GeHsunbpomigom (0,25r,
0,17mn, 1,4mmorb). Cymiw nepemiwyBanu npwu
60°C npoTarom 16 roguH. Cymiww oxonoakysanm 4o
KiMHaTHOT TemnepaTtypu, dinbTpyBanu i KOHUEHTPY-
Banu y Bakyymi. HeounweHe macno nepekpwuctani-
30ByBanu 3 rekcaHiB 3 OTpMMaHHSM ApYyrol NpoMbK-
HOT crionyku (87mr, 30%). T. nn. 140-141°C. "H AMP
(400Mru, CDCI3): & 8,20 (g, 1H), 7,55 (g, 1H), 7,42-
7,30 (m, 5H), 5,62 (c, 2H), 2,58 (c, 3H), 2,40 (c, 3H).
MC ES+ 299,04 (M+H)" (TouHa maca: 298,09).

TpeTio MPOMBKHY CMonyKy, 2-6eH3unokcu-7-(4-
©eH3unokcnbyTokecn)-3,4-gumeTun-
[1,8]HacbTMpUanH, oTpumyBanu HaCTYMHUM YUHOM.
Hdo po3unHy 4-6eH3unokcu-1-6ytaHony (500wmr,
0,49vn, 2,77mmornb), Wo nepemiwyeteca B TIP
(6mn), npn -45°C popaBanmm TpeT-OyToKCWA Karito
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(311mr, 2,77mmonb). Cymiw nepemiwysanu mpu -
45°C npotarom 10 xBWrMH i MoTiM gopaeanm 2-
6eH3unokeu-7-xmnop-3,4-gumetun-[1,8JHad TrpnavH
(661mr, 2,31mmorb) B TI® (5mn). Po3umH Habysas
YepBOHYBATOro KOMNbOpY i oMy AaBanu 3irpitucsa oo
KiMHaTHOT TemnepaTtypu npoTtarom 2 roauH. Joaa-
Banu HacudeHun NH4ClI (3mn) | po3uuH posbasnanu
etTvnaueTtaTtom (20mn) i npommueanm Bogoto (20mn),
HacuM4YeHuMm po3ymHom coni (20mn), cywwmnu Hapg
Na2SO4, inbTpyBanu i KOHLEHTPYBanM y BaKyyMmi.
HeouwnweHe macno ounwany KOMoOHKOBOKO XpOMaTo-
rpadieto (2:1 rekcan/EtoO) 3 OTpMMaHHsAM TpeTbol
npomixHoi cronyku (580mr, 57%) y Burnsgi nposo-
poro macna. 'H SIMP (400Mru, CDCl3): § 8,10 (a,
1H), 7,55-7,50 (m, 2H), 7,40-7,20 (m, 8H), 6,80 (4,
1H), 5,60 (c, 2H), 4,56 (1, 2H), 4,54 (c, 2H), 3,58 (T,
2H), 2,55 (c, 3H), 2,30 (c, 3H), 2,00-1,80 (m, 4H).
MC ES+ 442,93 (M") (TouHa maca: 442,23).

YeTBepTy NPOMBPKHY CronyKy,
rinpokcmbytokcn)-3,4-gumetun-1H-
[1,8]HadhTMPUANH-2-0H, OTpUMYyBanNu TaknMMm YUHOM.
o PO34UHY 2-6eHaunokcu-7-(4-
©eH3unokcnbytokcn)-3,4-gumeTun-
[1,8]HadbTpmagmHy (500Mmr, 1,1mmomb) B MeOH
(20mn) popasanun 10% Pd/C (200mr) i cymiw cTpy-
wysanmm npu Tucky Hy 45 cyHTIB Ha KB. OtOWM Npo-
Tarom 3 roguH. Cymiw noTim dinbTpyBanm 4yepes
uenit i KOHUEHTpyBanu y BakyyMi 3 OTPUMaHHSM
YeTBEpPTOi NPOMDKHOI crnonyku (272mr, 92%) y Bu-
rnsgi 6inoi TBepaoi peyosuHn. T. nn. 172-174°C. 'H
AMP (400MIy, AMCO-de): 5 11,80 (c, 1H), 8,02 (g,
1H), 6,61 (g, 1H), 4,42 (1, 1H), 4,34 (1, 2H), 3,45 (T,
2H), 2,34 (c, 3H), 2,04 (c, 3H), 1,80-1,70 (m, 2H),
1,60-1,55 (M, 2H). MC ES+ 263,06 (M+H)" (TouHa
mMaca: 262,13).

Mary npomixHy cronyky, 4-(5,6-aumeTnn-7-
okco-7,8-gurigpo-[1,8]HacpTmpnanH-2-
inokcn)oyTmpanbAaeria, oTpUMyBamM TakUM YMHOM.
[o nepewmiwyBaHoro posyuHy nepiogvHaHy [ecca-
MapTiHa (178wmr, 0,42mmornk) B CH2Cl2 (10mn) mpum
KiMHaTHIn Temnepartypi Jopasanu 7-(4-
rigpokcmbyTtokcm)-3,4-gumeTnsn-1H-
[1,8]HadbTnpnamH-2-oH (100mr, 0,38mMmorb) B TId
(6mn). OTpumaHy cymill nepemilyBanu npotarom 1
roguHn i notim gogasamm Et,O (10mn). Otpumany
cycrneHsito BnvBanu B cymiw HacudeHoro NaHCOs3
(10mn) i NazS203 (464wmr, 2,94MMoMb) | NepemiLLy-
Banu npotsirom 10 xBunuH. OpraHivyHuiA Wwap Bigai-
nanu, npommeanm HacmdeHum NaHCOsz (10mn) i
HacuyeHnM po3ymHom coni (10mn), cywwmnu Hag
NaxSO4, inbTpyBanu i KOHUEHTPYBanM y BaKyyMi.
HeounweHun anbaerig BukopuctoByBamm 6e3 o4u-
LLEeHHs Ha HaCTynHin cTagaii.

Heounwernnn 4-(5,6-gumeTnn-7-okco-7,8-
avrrinpo-[1,8]Hacd TpuanH-2-inokcun)oyTrpansaerig
(100mr, 0,38MMOMb) PO3YMHANIM B AMXMOPETaHi
(7mn) i pgogaBanu  MoHorigpoxrnopug  1-(2,3-
anxnopderin)ninepasvHy  (112mr, 0,42mmorb), a
notim TpueTtunamid (39mr, 0,05mn, 1,14Mmonb).
Cymiw nepemiwyBany npoTsarom 5 xBUnvH i goaa-
Banm NaBH(OAc)s; (81wmr, 0,38mmorb). Cymiw ne-
peMillyBanu npu KiMHaTHIN TemnepaTtypi npoTarom 1
roavHn i gopgasanu Bogy (5mn). OpraHiyHuiA wap
BiO4iNAnNM, npoMuBanm HacU4eHUM PO3YMHOM COTi
(10mn), cywnnm Hag NaxSOs, inbTpyBanu i KoHue-
HTpYBanu y Bakyymi. HeouuwleHy TBepgy pe.qOBUHY
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ouULLAanu KoJoHKOBOK xpoMmatorpadieto (1:9 meTa-
Hon/eTunaueTaT) 3 OTPUMaHHAM BKa3aHOi B 3arofo-
BKy cronyku (123wmr, 68%) y Burnsaai 6inoi TBepaoi
pevoBuHn. T. nn. 161-163°C. 'H SAMP (400Mrwu,
CDClz): 6 8,98 (ywwmp, c, 1H), 7,80 (g, 1H), 7,20-7,10
(m, 2H), 7,00-6,90 (m, 1H), 6,60 (g, 1H), 4,20 (T, 2H),
3,15-3,00 (m, 4H), 2,75-2,60 (m, 4H), 2,50 (1, 2H),
2,40 (c, 3H), 2,20 (c, 3H), 1,85-1,60 (m, 4H). MC
ES+ 474,76 (M) (TouHa maca: 474,16).

Mpwknag D8 -  CwuHres  7-{5-[4-(2,3-
avxnopdeHin)ninepasuH-1-injneHTun}-3,4-oguMeTn-
1H-[1,8]Hacb TMpMANH-2-0HyY

Mepwy npombkHy cronyky, 7-(5-xnopneHT-1-
eHin)-3,4-gumeTun-1H-[1,8]Hacd TMpNaNH-2-0H,
OTpMMyBarM TakuMm 4YuHOM. [o mepemilyBaHoro
po34nHy 7-xrop-3,4-aumeTtun-1H-[1,8]HadTvpuanH-
2-oHy (2,0r, 9,6mMonb) B giokcaHi (20mn) gogasanu
Pd(PPh3)s (334mr, 0,29MMonb) i cymilw nepemiwy-
Banu npoTtaroMm 5xB. [Hopasarm  5-xrop-1-
neHTeHINbopoHoBy kucrnoty (2,140r, 14,42mmornk), a
noTim BogHu NaxCOs3 (2M, 20mn) i cymiw Harpiea-
m npu 100°C npotsrom 18roa. Cymiw oxonomxy-
Banu OO KiMHaTHOI Temnepartypu i po3baensnu Bo-
poto (20mn) i emunauetatom (30mn). OpraHivyHWn
wap Bigainanu i npoMuMBanu HacU4YeHUM PO3YMHOM
coni (20mn), cyumnu Hag 6e3BogHuMm NaxSOs, di-
nbTpyBanu i ynaptoBamm. HeouuiweHy TBepay pevo-
BUHY nepekpucTaniaoBysanm 3 CyMmiLLi
CHxClo/rekcaHn 3 OTpMMaHHSM MepLLOi NPOMDKHOI
CMOSyKW Yy BUrAsAi CBITMO-XOBTOI TBEPAOI peyOoBUHU
(1,12r, 42%). T. nn. 152-153°C. "H AMP (400Mrw,
CDClz): & 8,95 (c, 1H), 7,88 (a, 1H), 7,05 (g, 1H),
6,82 (at, 1H), 6,50 (g, 1H), 3,60 (1, 2H), 2,46-2,40
(m, 2H), 2,39 (c, 3H), 2,22 (c, 3H), 2,04-1,98 (m, 2H).
MC ES+ 277,06 (M+H)".

Opyry  npombkHy  cronyky,  7-{5-[4-(2,3-
avnxnopdeHin)ninepasuk-1-injneHT-1-eHin}-3,4-
anvetnn-1H-[1,8JHacdTpmnanH-2-oH,  oTpumyBanu
HacTynHUM YuHOM. 1o nepemilllyBaHOro po3ynHy 7-
(5-xnopneHT-1-eHin)-3,4-gumeTnn-1H-
[1,8]HadbTMpmamnH-2-oHy  (500mr, 1,81mMmomb) B
CHsCN (20mn) gogasanu moHorigpoxnopug, 1-(2,3-
avxnopdeHin) ninepasuHy (581mr, 2,17mmons), Ki
(361mr, 2,177mmonb) i KoCO3 (1,25r, 9,05mMmonb).
Cymilw KnM'ATUMM i3 3BOPOTHUM  XONIOOUMbHUKOM
npoTarom 48roA., OXonomKyBanu 40 KiMHATHOI TeM-
nepatypu i posbaensanm Bogot (10mn) i CHoCl,
(10mn). OpraHiyHuiA Wap BiaAinNaAnM, npomMusanu
Bogoto (10mMn) i HacuyeHM po3uvmHoM coni (10mn),
cywmnu Hapg 6e3sBogHuMm NaxSOs, inbTpyBamm i
ynaptoBamm y Bakyymi. HeouuwieHy tBepgy peyoBu-
Hy O4MLIanM KOMOHKOBOI Xxpomatorpadieto (5%
MeOH/CH2Cl2) 3 oTpuMaHHAM Opyroi MpOMiKHOI
CMONMyKN Yy BUrNA4i XOBTOI TBEpPAOl pPeyOBUHU
(416Mr, 49%). T. nn. 92-97°C. 'H AMP (400Mrwu,
CDClI3): 8 10,00 (ywwp, c, 1H), 7,85 (g, 1H), 7,10-
7,03 (m, 3H), 6,98-6,80 (m, 2H), 6,56 (g, 1H), 3,10-
3,00 (m, 4H), 2,80-2,60 (m, 4H), 2,50 (1, 2H), 2,40 (c,
3H), 2,38-2,24 (m, 2H), 2,22 (c, 3H), 1,82-1,70 (m,
2H). MC ES+ 471,02 (M+H)" (TouHa maca: 470,16).

7-{5-[4-(2,3-AnxnopdeHin)ninepasunH-1-inneHT-
1-eHin}-3,4-oumeTnin-1H-[1,8]Hacb TMpMANH-2-0H
(80mr, 0,17MMoOnb) PO3YMHANM B MiHIManbHin Kinb-
kocti TI'® (2mn) i po3dmH po3baBnsanyM eTaHONoOM
(10mn). Po3uuH obpobnsinm Hikenem Penes (0,5mn,
3aBUCb Y BOAI) i cTpywyBanu npu Tucky Ha 45 dyH-
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TiB Ha kB. AtonM npoTarom 3rod. Cymiw dinbTpyBa-
v 4vepes uenit. MNogywky uenity npomusanu TId
(2x10mn) i dbinbTpaTt ynaptoBanu y Bakyymi. Heouu-
LeHy TBepay Pe4OBUHY OYMLLAIN KOSIOHKOBOK XPO-
matorpadieto (5% MeOH/CH.CI,) 3 oTpumaHHAM
BKa3aHOi B 3arofioBKy CroJiyku y Burnagi 6inoi Tee-
paoi peyoBuHM (64mr, 80%). T. mn. 202-203°C. 'H
AMP (400Mry, CDCl3): 6 8,98 (ywwp, c, 1H) 7,84 (g,
1H), 7,20-7,15 (m, 2H), 7,04 (g, 1H), 6,98-6,95 (m,
1H), 3,15-3,00 (m, 4H), 2,81 (1, 2H), 2,70-2,55 (m,
4H), 2,46-2,36 (M, 5H), 2,22 (c, 3H), 1,82-1,75 (m,
2H), 1,60-1,50 (m, 2H), 1,45-1,36 (m, 2H). MC ES+
473,00 (M+H)" (TouHa maca: 472,18).

Mpuknag D9 -  CwuHres  7-{4-[4-(2,3-
anxnopdeHin)ninepasun-1-in]oytokcu}-3-gpTop-1H-
[1,8]Had TMpPUANH-2-0HY

Mepwy npomikHy crnonyky, N-{3-cbopmin-6-[4-
(TeTparigponipan-2-inokcu)oyTokeu]nipuanH-2-in}-
2,2-gumeTunnponioHamig, oTpuMyBanu TakuM 4u-
HoM. [o oxonomkeHoro (-78°C) po3unHy 2,2-
anmeTnn-N-{6-[4-(TeTparigponipaH-2-
inokcn)oyTokculnipuanH-2-in}nponioHamigy (7,0r,
20mmornb) B TIT'® popasarm n-BuLi (20mn, 2,5M B
rekcani, 50mmone). Cymiw nepemiwysamm npu 0°C
npotarom 3,5roAd. i MNOTIM OXonogpKyBanu 3BOPOTHO
po -78°C. Hopasanu no kpannax OM®A (4,6mn,
60MMOIb) Mpy eHeprinHomy nepemillyBaHHi. Oxo-
nopKyBarnbHy OaHilo BMOANANMW i peakuiiHin cymiLli
Aasamm 3irpituca go 0°C. PeakuinHy cymiw racunm
HacudyeHnm BogHuM NHACl (20mn) i ekcTparyBanu
EtOAc (300mn). OpraHiyHuiA Wap npomMuBany BO-
Jot (2x20mn) i HacM4eHUM po3yuHom corti (20mn),
cywmnu Hag NaxSOs i KOHUeHTpyBanu 3 OTpUMaH-
HAM Macra, ke OYMLIANM KOFIOHKOBOK XpOMartor-
padieto (20% EtOAc/rekcaHn) 3 oTpUMaHHAM nep-
WOT MPOMDKHOT cronyku y Burnsgi 6nigo-xoBToro
macna (5,8r, 77%). "H ampP (400MI'y, 8 m. g.): 11,50
(ywwp, ¢, 1H), 9,85 (c, 1H), 7,80 (m, 1H), 6,50 (g,
1H), 4,55 (m, 3H), 3,85 (m, 2H), 3,45 (m, 2H), 2,00-
1,50 (m, 10H), 1,40 (c, 9H).

Opyry  npomixHy  crnonyky, 3-dpTOp-7-(4-
rigpokcmbytokcn)-1H-[1,8JHad TMpManH-2-0H, OTpK-
MyBanu Takum YmHoM. o cymiwi N-{3-dpopmin-6-[4-
(TeTparigponipan-2-inokcun)byTokcu]nipuanH-2-in}-
2,2-gumeTunnponioHamigy  (4,10r, 10,85mmorb),

TpueTUn-2-pTop-2-pocdoHoaueTaTty (5,30r,
21,70mmornb, 2eks.) i LiClI (091r, 21,70mmorb,
2exB.) B CHsCN popmpasarm DBU  (3,30r,

21,70MmMorb, 2€KB.) MO Kpamnmnsx 3 TaKO LUBUAKICTHO,
wob Temnepatypa cymiwi He nepesuilyBana 30°C.
Cymiw nepemiwyBanu npu KiMHaTHIN Temneparypi
npoTarom Houi i racumm HacudeHnm NH4Cl (30mn).
Cymiw ekctparyBarm EtOAc (200mn). Opranivnnia
Wwap npomusany Bogot (20mMrn) i HaCU4YEHUM po34n-
HoMm coni (20mn), cywmmm Hag NaxSOg i KOHLEHTPY-
Bann 3 OTPUMaHHAM CyMiwi uuc- i TpaHc-o,B-
HeHacudeHux cknagHux edipis. OTpumaHy cymil
po3unHsanu B aiokcani (40mn) i 3H. HCI (20mn) i kn-
MATUAN i3 3BOPOTHUM XOJIOAUSIEHUMKOM MPOTArOM
2rof. PeakuiHy cymill oxonompKyBanm Ha NboAsHIn
6aHi i Hentpanisysamm KoCOs3 (pH 8). Cymiw ekcTpa-
rysamm TI® (250mn). OpraHiyHuin Wwap npomusanu
HacuyeHnM po3dmHoMm coni (30mn), cywwmnu Hag
NaxSO4 i KOHUEHTpyBanu. 3anuLLIOK OYULLIANK KOJo-
HKkoBol xpomatorpadieto (5% MeO/CH:Clz) 3
OTPUMaHHAM ApYyrol MPOMDKHOI CMONyKW Yy BUrNSai
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6rifo-KOBTOI TBepaoi peyoBuHM (700Mr, 26%). 'H
AMP (400Mly, 8 m. 4.): 7,90 (g, J=8,5'u, 1H), 7,70
(@, J=86Iu, 1H), 6,75 (g, J=8,5I'y, 1H), 442 (T,
J=6,7T'u, 2H), 3,61 (1, J=6,0lu, 2H), 1,90 (m, 2H),
1,70 (m, 2H).

o cycneHsii nepiognHaHy [ecca-MapTiHa
(1,09r, 2,56mmonb, 1,2ekB.) B CH2Cl2 (30Mmn) popa-
Bann po3unH  3-dpTop-7-(4-rigpokcubyTtokcu)-1H-
[1,8]HadbTpmauH-2-oHy (0,538r, 2,13Mmorb) B T
(10mnyOMCO (2mn1). Cymiw nepemiwyBanm npu
KiMHaTHIN TemnepaTypi npotarom 1,5roa. Peakuiiny
cymiw posbaenamm Et,O (100mn) i racunm BogHUM
NaHCO3 (30mn), wo wmictutb NaxS203 (2,36r,
14,91Mmmonb, 7ekB.). [Micns ekcTparyBaHHA EtO
(3x50Mmn) o6'egHaHW OpraHiyHUIA Wap nNpoMuBanu
Hacv4YeHuM po3ymHom coni (20mn), cywwmnu Hag
NazSO4 i KOHUEHTPYBanu 3 OTPYMaHHAM HeouuLLe-
HOro anbgerigy y Burnagi 6nigo-xoBToi TBepAoi
peyoBuHu. [o pos3uuHy anbgeringy B 1,2-
anxnopeTaHi (40mn) gogasanv MoHorigpoxopug 1-
(2,3-auxnopdeHrin)ninepasuyy  (0,803r, 3,0mmorb,
1,4exB.), EtsN (0,54mn, 4,0mmonb, 1,9ekB.) i
NaBH(OAc)s (0,631r, 3,0mmMornb, 1,4ekB.). Cymiw
nepemiwysanu npu KiMHaTHIN Temnepartypi npoTa-
rom 1rod. i MOTIM racunu BOAOK i HaCUYEHUM
NaHCOs. Micns ekcTtparyBaHHs CHCly (3x50mr)
o0'eaHaHuiA opraHiyHui wap cywmmm Hag NaxSOy i
KOHUEHTpyBanu. 3anuwoK O4MWanm KoJIOHKOBOIO
xpomatorpadieto (3% MeOH/CH.Clz) 3 oTpuman-
HAM BKa3aHoi B 3arofoBky crionyku (900mr, 91% B
Asi ctaaii). "H AMP (400MIw, & M. 4.): 12,60 (yump,
¢, 1H), 8,00 (a4, J=8,5I"y, 1H), 7,80 (g, J=8,3I'y, 1H),
7,30 (m, 2H), 7,10 (m, 1H), 6,75 (g, J=8,5T"y, 1H),
4,40 (1, J=7,0ly, 2H), 3,00 (ywump, c, 4H), 2,50
(ywwp, c, 4H), 2,40 (T, J=6,5I'y, 2H), 1,80 (m, 2H),
1,60 (M, 2H); '°F SIMP: -140 m. a.; MC: 465 (M+H)"
(ToyHa maca: 464,12).

Mpuknag D10 - CwuHres 3-cTOp-7-[4-(4-
HadpTaniH-1-inninepasuH-1-in)o6yTokcn]-1H-

[1,8]Had TMPUANH-2-0HY

Oo cycneHsii nepiogvHaHy [ecca-MapTiHa
(0,79r, 1,86mmorb, 1,2ekB.) B CH2Cl2 (20mn) gopa-
Bann po3ynH  3-pTOp-7-(4-rigppokcubyTtokcn)-1H-
[1,8]HadbTMpmanH-2-oHy (0,39r, 1,5mmonb) B TI®
(6mn)yOMCO (2mn1). Cymiw nepemiwlyBany npu Kim-
HaTHIN Temnepatypi npotarom 1,5ron. PeakuinHy
cymiw posbaenam Et,O (100mn) i racunm BogHUM
NaHCO3 (20mn), wo wmictutb NazS203 (1,66r,
10,5Mmorb, 7eks.). [licna ekctparyBaHHs EtO
(3x40mn) o6'egHaHWn OpraHiYHUI Wap NpomMuBanu
Hacu4yeHnMm po3ymHom coni (20mn), cywwmnu Hag
NaxSO4 i KOHUEHTpYBanM 3 OTPUMAaHHAM HeouuLLe-
HOro anbgerigy y Burnagi 6nigo-xoBToi TBepOoi
peyoBuHn. [o posunHy anbgeriny B 1,2-
aunxnopeTaHi (20mn) gogaBanm MoHorigpoxnopug 1-
HadpTaniH-1-inninepasnHy (0,522r, 2,7Mmorb,
1,4exB.), EtsN (0,38mn, 2,.85mmonb, 1,9ekB.) i
NaBH(OAc)s (0,445r, 2,1mmonb, 1,4ekB.). Cymiw
rnepemillyBanu npu KiMHaTHIN Temneparypi npoTs-
rom 1roa. i racunm Bofdoto i HacudyeHnm NaHCOs.
Micna ekctparyBaHHa CH2Clz (3x50mn) 06'egHannin
opraHiyHui wap cywmnnm Hag NaxSOs i KOHUEHTPY-
Banu. 3anvwwoK ouYMWanyM KOMOHKOBOK XpOMartor-
padieto (3% MeOH/CH2Cl2) 3 oTpuMaHHAM Bka3aHo|
B 3aronoBKy cronyku (430mr, 62% B Agi cTaaii). 'H
AMP (400Ml'y, & m. 4.): 12,60 (ywwp, c, 1H), 8,10
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(@, J=6,0ry, 1H), 8,00 (g, J=7,2I'u, 1H), 7,85 (m,
2H), 7,60 (g, J=6,0ry, 1H), 7,50 (m, 2H), 7,40 (4,
J=6,0lu, 1H), 7,10 (g, J=6,0ry, 1H), 6,75 (a4,
J=7,0lu, 1H), 4,35 (1, J=4,0l"y, 2H), 3,00 (ywwmp, c,
4H), 2,60 (ywwmp, c, 4Hg, 2,40 (7, J=3,8I'u, 2H), 1,80
(m, 2H), 1,60 (M, 2H); °F GMP: -140 m. n.; MC: 447
(M+H)" (TouHa maca: 446,21).

Mpvknag D11 - CwunHte3 7-[4-(4-HadTaniH-1-
inninepasuH-1-in)éyTokcn]-3-(2,2,2-Tpud TopeTnr)-
1H-[1,8]Hadb TMpUANH-2-0HY

MpomibkHy crnonyky, 7-(4-rigpokcubyTtokcu)-3-
(2,2,2-TpndpTopetn)-1H-[1,8Had TMPMOUH-2-0H,
OTPMMYBamM HacTynHUM YuMHOM. [1o OxonomKeHoro
(-78°C) po3uuny LIHMDS (47,6mn, 1Mb TI'®) goaa-
Banu etn 4.4 4-tpudpTOpOYTUPAT (8,10r,
47,6MMOrb) Mo Kpanmsx i cymiw nepemiwyBanu
npotarom 1 rogvHn. [opaBarmm po3ymH  N-{3-
dopmin-6-[4-(TeTparigponipaH-2-
inokcn)oyTokeulnipuamH-2-in}-2,2-
anmeTtunnponioHamiay (3,0r, 7,93vmorb) B TI®
(15mn). MoTim npubrpanu oxonogkyBarnsHy 6aHto i
peakuinHin cymilli AaBanu nocTynoBo 3irpisatncs 4o
0°C. Peakuito racunm sogHum NH4Cl (30mn) i cymiw
ekctparyBanm EtOAc. OpraHiyHnin wap npomwveanu
BOAOK i HAaCW4YEHVM PO3YMHOM COfi, CyLIMIM Hapg
NazxSO4 i KOHUEHTpYyBanM 3 OTPUMAHHSAM MPOAYKTY
KOHAeHcaUii, SIKMA BUKOPUCTOBYBANM Ha HACTYMHIN
cTagii 6e3 Jo04aTKOBOro OUYULLIEHHS.

HeouuweHun maTepian, oTpMMaHuiA Ha OCTaH-
HiM cTagii, po3unHsanm B giokcadi (30mn) i 3H. HCI
(15mn). OTPMMaHMN PO3YMH KNI ATUNN i3 3BOPOTHUM
XOMNOAUINBbHUKOM MPOTArOM HOYi | HeWTpanisysanu
K2CO3 (pH 8) npy 0XonomKyBaHHi Ha KpvpKaHiii 6aHi.
Cymiw ekctparysarm EtOAc (3x50mn). O6'egHani
opraHiyHi wapu cywmnu Hag NaxSOs i KOHUEHTPY-
Banu 3 OTPMMaHHAM CyMilli HeOoOXiQHOro MPOAYKTY,
7-(4-rigpokcubyTokcn)-3-(2,2,2-TpudpTopeTnn)-1H-
[1,8]HadbTMpMANH-2-0HY i MOBIYHOrO NPOAYKTY, €Tu-
1oBoOro edipy 2-[2-amiHO-6-(4-
rinpokcmbyTokcn)nipuanH-3-inmeTuneHx]-4,4,4-
TpuTopMacnsaHoi  Kucnotu. HeounweHy cymiwl
po3ynHsanm B MeOH (20mn) i Boai (10mn) i gogasa-
m KOH (1,07r). OtpumaHy cymill nepemillyBanm
NPOTArOM HOYi Mpu KiMHaTHIK Temnepatypi. Cymiw
KOHUEHTpyBanu i 3ammwok ekctparyBarmm EtOAc
(3x50mn). O6G'egHaHi opraHiyHi Wapu cywmnu Hapg,
NaxSOy4 i KOHUEHTpYBanu 3 OTpUMaHHAM Macna, sike
oumwanu xpomartorpadieto Ha cunikareni (3% Me-
OH/CH2Cl,) 3 oTpvMaHHAM MPOMDKHOI CMOMyKn Yy
BUIMSAi XKOBTOI TBepdoi peyvoBuHu (260mr, 10% B
U cTagii). "H AMP (400MIw, & M. A.): 9,78 (yump,
¢, 1H), 7,75 (g, J=5,6l"y, 2H), 6,60 (g, J=5,6 T'u),
4,70 (1, J=3,4 Tu), 4,50 (1, J=3,6 'y), 3,80 (m, 2H),
3,50 (kB., J=7T1, 2H), 1,60-2,00 (M, 4H), "F AMP: -
65 m. a. MC: 317 (M").

Oo cycnensii nepiognHaHy [ecca-MapTiHa
(0,419r, 0,99mmonb, 1,2ekB.) B CH2Cl2 (20mn) po-
AaBanmM  po3uuH  7-(4-rippokcmbyTtokcm)-3-(2,2,2-
TpudTopetvn)-1H-[1,8]HacbTMpnanH-2-oHy (0,26,
0,82vmors) B TI® (8mn). Cymiw nepemiwyBanmu
npu KiMHaTHIn Temnepatypi npoTtarom 1roa. doga-
Bann Et;O (100mn) ana posbaBneHHs peakuiiHoi
cymiwi. Peakuito racunm BogHum NaHCOs3 (20mn),
wo mictutb NazS203 (0,91, 5,74Mmork, 7eks.). Mic-
ns ekctparyBaHHsa Et,O (3x50mn) o6'egHaHwin opra-
HIYHUI LWap MpPOMMBaNU HaCUY4EHUM PO3YMHOM COfli
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(20mn), cyumnu Hag NaxSOs i KOHUeHTpyBanm 3
OTPMMAaHHSIM HeOYMLUEHOro anbAerigy y Burnsagi
6nigo-xoBTOT TBEpAOi peyoBuHU. [JO PO3YMHY He-
ouuweHoro anbgerigny B 1,2-guxnopetadi (20mn)
nopasanu MOHorigpoxropuva 1-HadpTaniH-1-
inninepasuHy (0,286r, 1,15mMmonb, 14ekB.), EtsN
(0,21mn, 1,56mmonb, 1,9¢ekB.) i NaBH(OAc)s3 (0,24 1r,
1,15Mmorb, 1,4ekB.). Cymiw nepemiwyBamm npu
KiMHaTHIn TemnepaTypi npoTtarom 1rod. Peakuito
racunv Bogoto i Hacudenum NaHCOs. Micna ekctpa-
ryBaHHsi CH2Cly (3x50mn) o6'egHaHnin opraHivHui
wap cywmmm Hag NapxSOj4 i koHueHTpyBarm. 3anm-
LLIOK ouuLany KOJIOHKOBOK xpomatorpadieto (2%
MeOH/CH.Cl3) 3 oTpymaHHAM BKa3aHOi B 3arofoBKy
cronyku (200mr, 50% B ABi cTaaii). 'H AMP
(400Mry, 8 m. g.): 9,05 (ywwmp, c, 1H), 8,20 (g,
J=6,2l'y, 1H), 7,80 (g, J=6,0l"y, 1H), 7,75 (m, 2H),
7,58 (g, J=6,3ry, 1H), 7,50 (m, 2H), 7,40 (T,
J=6,3ly, 1H), 7,10 (g, J=53ru, 1H), 6,40 (4,
J=6,5I'y, 1H), 4,40 (1, J=4,2l'u, 2H), 3,50 (k8.,
J=7,5Tu, 2H), 3,20 (ywwp, c, 4H), 2,80 (ywwp, c,
4H), 2,60 (M, 2H), 1,90 (m, 2H), 1,72 (m, 2H), "°F
AMP: 65,6 m. . MC: 511 (M"). EnemeHTHMIN aHa-
ni3: PospaxoBaHo ana CogH2oF3N4O2: C, 65,88; H,
5,69; N, 10,98, 3HangeHo: C, 66,08; H, 589; N,
10,67.

Mpuknag D12 - CwHtes  7-{5-[4-(2,3-
anxnopdeHin)ninepaswuk-1-injneHTun}-3,3-guMeTn-
3,4-purigpo-1H-[1,8]Had TpmanH-2-0HY

MepLy NpoMbKHY Cronyky, MeTurnosun edip 3-
[6-xnop-2-(2,2-amumeTunnponioHinamiHo )nipuanH-3-
in]-3-rigpokcu-2,2-AuMe TUNNpo nioHOBOT KMCrnoTw,
OTpMMyBarM TakuMm 4YuHOM. [o nepeMmillyBaHoro
po3uunHy okcaninxnopugy (11,0r, 87,0mmore) B
CHxCl (180mn) npu 60°C popaeanu po3ymH JMCO
(12,9mn, 182mmornb) B CH2Cl2 (40mn) no kpannsx 3
BMCOKOK LWIBMAKICTIO. OTpUMMaHWiA po34MH Nepemi-
LyBanm MpoTAroM 5xB., MOTIM PO34YMH MeTun 2,2-
anmeTun-3-rigpokcunponioHaty (10,0r, 75.6mmors)
B CH2Cl2 (10mn) gogaBanu no Kpammnsix npoTsrom
10xB. KanamyTHy cymill noTiM nepemillyBann npo-
Tarom 15xB., AoAaly4M MPOTArOM BKa3aHOro 4vacy
Tpuetunamid (52mn, 380MMomb) No kpamnax Ans
NiZTPUMKN TemnepaTypu Ha piBHi abo Hwk4e 3a -
50°C. lMicna nepemillyBaHHA NPOTAromM 5xB. cymiLli
Aasanu 3irpitnca oo KiMHaTHOT Temneparypu, nicns
yoro popasanu Bogy (200mn). Posginanu wapw i
BoaHUM wap ekctparyBanm CH2Cl2 (2x100mn). O6'-
€0HaHi opraHiyHi Wwapu npommBanu nocnigosHo 1M
HCI (100mn), Bogoto (100mr), HACMYEHUM PO34YMHOM
NaHCO3 (100mn), Bogoto (100mMn) i HACUYEHMM PO3-
ynHom coni (100mn), cywmmm Hag NaxSOs, dinbT-
pyBanu i KOHUEHTpyBanu y Bakyymi, OTW, MOKW He
3anmwaBcsa nuwe Hesenunkuii 06'em CHoCly, o6
MiHiMi3yBaTW BTpaTy neTodoro npoaykry. Heoum-
LLEeHWA NPOAYKT OYMLLAMN BaKyyMHOI MEPEroHKOH0 3
OTPUMaHHsM HeobXigHOro MPOAYKTY, METUIOBOrO
edipy 2,2-gumeTun-3-0KCOMpPOmnioOHOBOI  KUCIOTU
(8,1r, 83%, 89°C, 6ina 80mm pT. cToBMYMKA). H
AMP (CDCIs) 8 9,67 (c, 1H), 3,76 (c, 3H), 1,36 (c,
6H).

Ho pPO34nHYy N-(6-xnopnipnguH-2-in)-2,2-
anvetunnponioHamigy (12,0r, 56,6mmone) B TI®
(180mn), wo nepemiwyeTbes npu -78°C, nonasanu
no kpannax H oymunnitii (95,0mn, 153mmorne, 1,6M
B rekcaHax). licrst Toro sk goaaBaHHs 3akiHYyBamnm,
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cymiw Harpianu go -20°C i nepemiwyBanu npu ga-
Hi Temnepatypi npoTarom 3rof. PeakuiiHy cymil
noTim oxornomxyesarm o -78°C i gpogaesamm, vepes
KaHomMo, [0 po34vnHy MeTunosoro edipy 2,2-
OUMeTU-3-0KConponioHOBOI KMUCIOTN (14,7r,
130MmMomb), Wo nepemiwyetocs B TP (50mn) npwm -
78°C. lMicns nepemillyBaHHA MPOTArOM 2rof. peak-
LiHY CyMill racunn gofaBaHHSM HacU4EHOro pos-
4y NH4Cl, posbasnsimm etunauetatom (50mn) i
HarpiBamm o kKimHaTHOT Temnepatypu. OpraHivyHuii
wap Bugansamm i npomusamm sogoto (50mn), Hacu-
yeHnm NaHCOs3 (50mn), Bogoto (50mn) | Hacn4eHUm
posyuHom coni (50mn), cywnmm Hag NaxSOs, dink-
TpyBanu i KOHUEHTpyBanu y BakyyMi. HeounwieHuin
NPOAYKT ouulany xpomartorpadieto Ha cunikareni
(90:10-50:50 rekcaHw/eTvnaueTaT) 3 OTPUMaHHAM
nepwoi npomixHoi cronyku (10,71, 55%) y Burnaai
6rnifo-xoBTOl TBEpAOI peyoBuHu. 'H AMP (CDCl3) &
8,77 (ywwp, c, 1H), 7,65 (g, J= 8,1Tu, 1H), 7,13 (g,
J=8,I"'u, 1H), 5,06 (g, J=3,8y, 1H), 3,70 (c, 3H),
3,61 (@, J=3,9"y, 1H), 1,33 (c, 9H), 1,24 (c, 3H),
1,21 (¢, 3H); MC (ESI) m/z 343 [C16H23CIN2O4 +H]*.

Opyry npomikHy cronyky, 7-xrop-4-rigpokcu-
3,3-oumeTun-3,4-aurigpo-1H-[1,8HacdpTmpnanH-2-
OH, OTpMMyBarm Takum 4YnHom. MeTunosui edip 3-
[6-xr10p-2-(2,2-aMmeTMnNponioHinamiHo )nipuauH-3-
in]-3-rigpokcu-2,2-AuMe TUNNPo NioHOBOT KMCNoTu
(2,0r, 5,8MMOnb) YaCTKOBO PO34MHANM B cyMili 3M
HCI i piokcany (1:1, 120mn). Cymiw kun'atnmm i3
3BOPOTHUM XOJIOAMUIbHMKOM MpoTarom 90xB., OXo-
noaXyBarnu A0 KiMHATHOT TemnepaTtypu i KOHLUEHT-
pyBanu y BakyyMmi. 3anvLiok po3noginsanm Mk etu-
nauetatom (100mn) i HacuU4eHMM  PO3YMHOM
NaHCO3 (100mn). BogHwi wap Buganamm i ekctpa-
rysanm etunauetatom (2x30mn). O6'eaHaHi opraHi-
YHi Wapu NpoMMBamM HacUYEHUM PO3YMHOM COfi
(50mn), cywmnm Hag NaxSOy4, dinbTpyBanu i koHUe-
HTpyBanu. HeounleHWiA 3anuLLoK o4MLwanyM xpoma-
Torpadpieto  Ha cunikareni  (80:20-40:60 rekca-
HuW/eTunaueTaTt) 3 OTPMMaHHAM [OPYroi NPOMBKHOI
cronyku (0,85r, 65%) y Burnsgi 6nigo-xoBToi niHO-
noaiGHoi Teepaoi peyosuHmn. 'H AMP (CDCl3) & 7,78
(ywwvp, c, 1H), 7,69 (g, J=7,7Tu, 1H), 7,04 (g,
J=7,7Tu, 1H), 4,53 (g, J=4,7Tu, 1H), 2,12 (g,
J=5,0r"u, 1H), 1,26 (c, 3H), 1,23 (c, 3H); MC (ESI)
m/z 227 [C1oH11CIN2O2 +H]*; EnemeHTHMA aHania:
PospaxoBaHo ans C1oH11CIN2O2: C, 52,99; H, 4,89;
N, 12,36; Cl, 15,64, 3HanpeHo: C, 53,17; H, 4,88; N,
12,27; Cl, 15,63.

TpeTio MPOMDKHY crosyky, 7-xrnop-3,3-auMeTur-
3,4-avrigpo-1H-[1,8]Hadp TMpMANH-2-0H, oTpUMyBanu
HaCTYMHUM YUHOM. [1O pO34uHy 7-Xnop-4-rigpokcu-
3,3-anmeTun-3,4-avrigpo-1H-[1,8]Hacd TpnanH-2-
oHy (0,71r, 3,14mmonb) B T®O (10mn) goaasanu
Tpuetnncunan (1,5mn, 9,7mMmonb, 3,1ekB.). Cymiw
HarpiBanmm npu KUMN'STIHHI i3 3BOPOTHUM XONOAUIb-
HUKOM MpoTSAromMm 2rod. PeakuinHy cymill oxonoaxy-
Banu OO KiMHaTHOI TemnepaTypu i KOHLEHTpyBanu.
Banmmwok po3umHanu B CHyClz, npomuBanm Hacuye-
HUM NaHCOs3 i Hac4eHUM po34MHOM CONi i KOHLEH-
TpyBamm 3 oTpUMaHHSAM TBEpAOi peyvoBuHW. Teepay
peyoBUHY pOo3TUpann B rekcaHax i BiadinbTpoByBa-
M 3 OTPUMAHHAM TpPeTbOi MPOMDKHOI CMOMyKn
(520mr, 80%). MC: ESI: m/z: 210,98 (TouHa maca:
210,06).
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YeTBepTy MPOMiXHY crnionyky, 7-(5-xnopneHt-1-
eHin)-3,3-gumeTun-3,4-gurigpo-1H-
[1,8]HathbTMPpUANH-2-0H, OTPUMYBaNM TakMM YUHOM.
Y 100-mn KpyrnogoHHy Konby 3aBaHTaxyBamm 7-
xrnop-3,3-aumetnn-3,4-avrigpo-1H-
[1,8]HacdbTmpnaouH-2-oH  (520mr, 2,47Mmorb), 5-
XNOpPNeHT-1-eHiNGopoHOBY KUCMOTY (769w,
5,2mmonb ), Pd(PPhs)s (0,14r, 0,12MMonb, 5Mon.%) i
Na;CO3 (262mr, 247vmmonb). [Oopasanu DME
(20mn) i H2O (5mn) i peakuiviHy cymiw kun'atumm i3
3BOPOTHUM XONOAMIILHUKOM npoTsarom 11rof. Peak-
LiMHY CyMill oxornoKyBanu 0o KiMHaTHOT Temnepa-
TYypu i NepeMiwlyBany MPOTArOM HoMi. PO3YuMHHUKM
BMMaptoBanM i 3anuuwok po3snoginsmm mix EtOAc
(50mn) i H2O (50mn). OpraHiyHuiA Wwap npomMuBanu
H20, Hacnyennm NaHCO3 i HacuyeHVM pO34MHOM
coni, cywwnu Hag NaxSOjs i koHUueHTpyBammn. Ouu-
LWeHHa piguHHOlO xpomatorpadieto (SiO2, 5-35%
EtOAc/rekcaHn) gano 4etBepTy MPOMDKHY CMOYyKY
(560mr, 82%). MC: ESI: m/z: 279,12 (ToyHa maca:
278,12).

Mary NMPOMiKHY  CMOJyKY, 7-{5-[4-(2,3-
OWNXrnopdeHin)ninepasuH-1-in]neHT-1-eHin}-3,3-
anmeTun-3,4-gurigpo-1H-[1,8]Hadb TpMAnH-2-0H,
OTPMMYyBamM HacTyMHUM 4YuHOM. [o po3umHy 7-(5-
XrnopneHT-1-eHin)-3,3-gumeTnn-3,4-auvrigpo-1H-
[1,8]HadbTMpmanH-2-oHy  (0,55r, 1,98mMMomnb) B
CHsCN (50mn) aonasamm 1-(2,3-
anxnopderin)ninepaswuH (0,63r, 2,37mmork ), K2CO3
(0,87r, 6,34mmork) i Nal (0,35r, 2,37mMmonb). Cymiw
HarpiBanu Mpu KUMATIHHI i3 3BOPOTHMM XOnoauIb-
HUKOM npoTaroM 3 Aib. PeakuiviHy cymilw BnvBanm B
H20 i ekctparyBanu CH2Cl,. OpraHivynmi wap npo-
MUBaMM HacU4eHUM PO3YMHOM COfi, CYLUMIM Hapg
Na;SO4 i koHueHTpyBanM. OUULLEHHS PIOUHHOK
xpomatorpadieto (Biotage 25M, CH2Cl2-5% Me-
OH/CHCl2) gano mpoAykT 3 AOMILKOK HeBenuKoi
KiNbKOCTi noyaTkoBOi cronyku Xxropy. [loBTopHe
OYULIEHHA pignHHOK  Xxpomartorpadpieto  (Biotage
25M, EtOAc-5% MeOH/EtOAc) gano uucty m'ary
NPoMiXHy crnonyky (640mr, 68%). MC: ESI: m/z:
473,34 (TouHa maca: 472,18).

Y wevikep MNappa 3aBaHTaxyBarm PtO2 (0,12r) i
popasanu EtOAc (25mn) B atmocdpepi No. Kartanisa-
Top cTpywyBamm B atmocdepi Hz (50 dyHTiB Ha KB.
atorm) npotsarom 10xB. | JogaBamm cycneHsito 7-{5-
[4-(2,3-anxnopdeHrin)ninepa3uH-1-injneHT-1-eHin}-
3,3-oumeTun-3,4-gurigpo-1H-[1,8HacdpTmpnanH-2-
oHy (0,54r, 1,15mmonb) B EtOAc (125mn). Cymiw
ctpywyBarmm B atmocdepi Hz (50 dyHTIB Ha KB.
awonm) npotarom 1,5roa. PeakuiHy cymiw ginbTpy-
Banu yepes uenit, npomueatodn MeOH, i dinbTpar
KOHLIEHTpYBanu 3 OTPUMaHHAM MAacrsiHUCTOro 3a-
nmuky. [logaBanu rekcaHu i CyMmill KOHLEHTpyBanu 3
OTPMMaHHsIM BKa3aHOi B 3arofiloBKy CMOMyKW Y BW-
rnagi 6inoi TBepgoi pevosuHu (0,54r, 99%). MC:
ESI: m/z: 475,32 (TouHa maca: 474,20).

Mpuknag D13 - CwHtes  7-{4-[4-(2,3-
anxrnopdeTtn)ninepasuH-1-in]6ytokcu}-3,3-gumeTmn-
3.,4-purigpo-1H-[1,8]Hacb TMpMaAnH-2-0HY

Mepwy  npomixHy  cronyky, 7-xnop-3,3-
anveTun-1H-[1,8JHacdTmpmnanH-2,4-gioH, oTpumysa-
M Takum YmHoM. [Jo cycneHsii nepioguHaHy Jecca-
MaprTina (5,61r, 13,23mmonb) B CH2Cl2 (25mn) po-
Aasanu po3yuH 7-xrnop-4-rigpokcun-3,3-gumeTun-3,4-
avrigpo-1H-[1,8]Hacp TMpnanH-2-oHy (2,0r,
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8,82mmorb) B CHoClo/TT® (40 mn/10mn) vepes ka-
Hiomo. PeakuiHy cymiw nepemiwysanu npu KiMHa-
THi TemnepaTypi NpoTarom 2 roauH. o 3akiH4eHHi
popasanu cymiw (1:1) HacudeHoro NaxS203 i Hack-
yeHoro NaHCOs3 (75mn), a notim Et,O. Cymiw ne-
pemiwyBanm npotarom 20 XBUMMH i NOTIM eKkcTpary-
Banu cymiwwto EtOAC/Et20 (1:2). OpraHivyHui wap
npomvBanm HacudeHum NaHCOs i HacudeHnm pos-
YnHoMm coni, cyumnu Hag NaxSOy | KoHUEeHTpyBamm 3
OTPUMaHHAM MEePLUOT MPOMIKHOI CMONYKU Yy BUrNAAi
6nipo-xoBToi TBepAoi peyoBuHM (1,96r, 98%). MC:
APCI: M+1: 225,1 (TouHa maca: 224,04).

Opyry NPOMDPKHY CronyKy,
©6eH3unokcnbyTokecn)-3,3-gumeTun-1H-
[1,8]HadbTMpPUANH-2,4-0i0H, OTpUMyBanM TakuMm 4u-
HoM. [1o po3unHy 4-6eH3nnokcubyTtan-1-ony (4,7mm,
26,70Mmorib) B cyxomy TI® fopasanm KO'Bu (1M B
Tro, 25,3mn, 25,34mmonb). Cymiw nepemilysanu
npoTarom 20 XBUMMH i NOTIM AoAdaBanm OO0 PO3YMHY
7-xnop-3,3-aumetnn-1H-[1,8]HacdTmpmnanH-2,4-gioHy
(1,5r, 6,67Mmorb) B cyxomy TI®. PeakuinHy cymil
nepemillyBanu fnpu KiMHaTHIN Temnepartypi npoTa-
roMm 1 roguHu. PeakuiiHy Cymill racunu HacudeHum
NH4Cl i posnoginanu mix Bogoto i EtOAc. OpraHiy-
HW/ wap npomMusanu HacudeHnm NaHCOs i Hacuye-
HUM pPO34MHOM cori, cywmnmn Hag NaxSOy i KoHUeH-
TpyBarm. OuunLLEeHHSA pigMHHOO Xpomatorpadieto Ha
cunikareni (10-40% EtOAc/rekcann) gano apyry
MPOMiXKHY cronyky y Burnsgi 6esbapsHoro macna
(2,25r, 91%). MC: APCI: M+1: 369,5 (To4yHa maca:
368,17).

TpeTio NPOMBKHY CMonyKy,
rigpokcmbyTtokcm)-3,3-aumeTni-3,4-gurigpo-1H-
[1,8]HachTMPUANH-2-0H, OTpUMYBanNn TakuM YUHOM.
7-(4-BeHsunokcunbyTtoken)-3,3-gumeTnn-1H-
[1,8]HadbTpnanH-2,4-gioH (2,26r, 6,13MMmornb) rig-
pyBanu, 3 BukopuctaHHsam 20% Pd/C (0,25r) B TT®
npotsarom 1rog. OTpyMyBanM Cymill BKasaHoi B 3a-
rofioBKy Cronyku i 4-rippokcu-7-(4-
rigpokcmbyTtokcm)-3,3-aumeTnin-3,4-gurigpo-1H-
[1,8]HadbTMpManH-2-0Hy. CyMilw inbTpyBanu i KoH-
LeHTpyBanM 3 OTpMMaHHsaM Macrna. OuvieHHs pi-
OVHHOI xpomaTtorpadieto Ha cunikareni (50-100%
EtOAc/rekcann) pano TpeTio MPOMDKHY CrOMyKy
(0,321r, 19%). MC: APCI: M+1: 265,1 (To4yHa maca:
264,15).

YeTBepTy NpombkHy cnonyky, 4-(6,6-gumeTun-7-
oKco-5,6,7,8-TeTparigpo-[1,8]Hacd TrpnanH-2-
inokcn)oyTmpanbAaeria, oTpUMyBamM TakuM YMHOM.
Ho cycneHsii nepiognHaHy [ecca-MaprtiHa (0,693r,
1,63mmork) B cyxomy CH2Cl2 (5mn) gogasamm pos-
YWH 7-(4-rippokcnbyTtokcm)-3,3-aumeTnn-3,4-
avrigpo-1H-[1,8]Hadp TMpmManH-2-oHy (0,287r,
1,08mmork) B cyxomy CHoCla (5Mn) yepes kaHtonto.
PeakuinHy cymill nepemillyBany npu KiMHaTHIN Te-
Mnepartypi npoTsarom 7 roguH. [logasanu cymiw (1:1)
HacudyeHoro NaHCO3 i HacmueHoro NaxS203 (30mn),
a notim Et,O. Cymiw nepemiwysanu npotdrom 15
XBWUMWH i NOTiIM ekcTparysanu cymiwwio Et2O/EtOAc.
OpraHiyHui wap npomusanu HacudeHum NaHCOs i
HacuyeHnM po3ymHoM cori, cywmnn Hag NaxSOg i
KOHLIEHTpYBanu 3 OTPUMaHHSAM YeTBepTOT NPOMDBKHOT
cronyku y Burnsgi 6inoi tBepgoi peyosuHn (0,268r,
1,02mmorb, 94%). MC: APCI: M-1: 261,0 (TouHa
maca: 262,13).

7-(4-

7-(4-
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0o posunHy 4-(6,6-gumeTnn-7-okco-5,6,7,8-
TeTparigpo-[1,8]Hadp TMpnanH-2-
inoken)oympansgerigy (0,250r, 0,953mmorb) B
DCE (6mn) popasarm rigpoxmopug  1-(2,3-
avxnopdeHin)ninepasuHy (0,255r, 0,953mMorb), a
notim EtaN (0,27mn, 1,90Mmonb). Cymiw nepemiluy-
Banu npotaroM 20 XBUNWH MPU KIMHaTHIN Temnepa-
Typi i gogasann NaBH(OAc)3 (0,282r, 1,33mmorb).
PeakuinHy cymiw nepemiwysanm npotaroMm 2,5rof. i
racunm HacudeHum NaHCOs i Bogoto. Cymiw ekcT-
paryBanu EtOAc i opraHiyHui wap npoMvBanm Ha-
cnyeHum NaHCOs, BOOoK i HACUMHMEHVMM PO3YUMHOM
coni, cywmnu Hag NaxSOgs i koHueHTpyBamm. Oun-
LLeHHs pianMHHO XpomMaTorpadieto Ha cunikareni (0-
5% MeOH/CHCl;) gano niny (0,214r, 0,443mmorb,
46%). Miny po3unHamm B Et,O i 06pobnamm manei-
HOBOIO KUCIOTOI 3 OTpMMaHHAM 6inoi TBepaoi pe-

yoBuHu. MC: APCIl: M+1: 477,1 (ToyHa wmaca:
476,17).
Mpvknag D14 - CwuHtes  7-{4-[4-(2,3-

avxropdeHin)ninepasuH-1-in]6ytokcu}-3,3-
AnmveTtun-1H-[1,8]HadbTMpnanH-2,4-nioHy

Mepwy npombkHy crnonyky, 3,3-aMmeTun-7-[4-
(TeTparigponipan-2-inokcu)oyTokcm]-1H-
[1,8]HadpTMpKanH-2,4-0i0H, OTpUMYBanmn TakuMm 4u-
HOM. Oo pPO34nHYy 4-(TeTparigponipaH-2-
inokcun)bytaH-1-ony (1,93r, 11,07MmMonb) B Cyxomy
Tro (4mn) pogasarm KOtBu (1M B TI®, 10,5mn,
10,5Mmoreb). Cymiw nepemiwyBanm npotsarom 20
XBUIMH i MOTiM Agodasanu OO po3yuHy 7-xrop-3,3-
anmetnn-1H-[1,8]Hadbmpuann-2,4-giony  (0,621r,
2,76mMMmorb) B cyxoMy TId (5mn). PeakuinHy cymiw
nepemiwysanu npu KiMHaTHIN Temnepartypi npoTa-
rom 1 roguHu. PeakuiiHy cymill racunu HacudeHnM
NH4Cl i posnoginanu mix Bogoto i EtOAc. OpraHiu-
HWWA Wwap npomMusanu HacudeHnm NaHCOs i Hacuye-
HUM pPO34MHOM cori, cywmnmn Hag NaxSOy i KoHUeH-
TpyBamm. OunLLEeHHS piguMHHOK XpomaTorpadieto Ha
cunikareni (10-40% EtOAc/rekcaHn) gano nepLuy
MPOMiXKHY CMONYyKy Yy BWMSAI OpaHXeBoro macna
(0,89r, 240mmonb, 88%). MC: APCI: M+1: 363,1
(TouHa maca: 362,18).

Opyry NPOMDKHY CroryKy,
rigpokcmbytokcu)-3,3-gumeTun-1H-
[1,8]HadbTMPMANH-2,4-0i0H, OTPUMYBarmM TakuM 4Yu-
HOM. Oo PO34nHY 3,3-oumeTun-7-[4-
(TeTparigponipaH-2-inokcu)oyTokcu]-1H-
[1,8]HadbTMpmanH-2,4-giony (1,22r, 3,37mMmornb) B
EtOH (15mn) popgasarm PPTS. PeakuiviHy cymiw
HarpiBarm go 60°C mpotarom 3 roguH. PeakuiniHy
CyMill OXOSI04XKYBanm i KOHUEHTpyBanu 3 oTpuMaH-
HAM Macna. OunLleHHS pigMHHOK XpoMatorpadieto
Ha cunikareni (30-70% EtOAc/rekcaHun) gano gpyry
NPOMiXXHY CronyKy y Burnsgi 6inoi tsepgoi pevosu-
HM1 (0,373r, 40%). MC: APCI: M+1: 279,1 (TodHa
Maca: 278,13).

TpeTio npomikHy crnonyky, 4-(6,6-gumeTnn-5,7-
fiokco-5,6,7,8-tetparigpo-[1,8JHadTvpnamH-2-
inokcn)oyTupanbgerig, OTPUMYBamm TakuM YMHOM.
o cycnensii nepiognHany fecca-MapTiHa (2,256,
5,31mmorb) B cyxomy CH2Cl2 (5mn) gogasanu pos-
YUH 7-(4-rippokcnbyTokcm)-3,3-ammeTun-1H-
[1,8]HadbTMpuamnH-2,4-gioHy (0,37r, 1,30mmonb) B
cyxomy CH2Clz (5mn) 4epes kaHiono. PeakuinHy
CyMill MepeMillyBann Mpyu KiMHaTHIA TemnepaTypi
npoTarom 4 roavH. Joaaeanu cymiw (1:1) Hacuue-

7-(4-
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Horo NaHCOs3 i HacuuyeHoro NazS203 (40mn), a mo-
Tim Et20. Cymiw nepemiwysanu npotarom 15 xsu-
fMH | noTim ekcTparyBanu cymiwwo Et,O/EtOAc.
OpraHiyHuii wap npomusanu HacuyeHum NaHCOs i
Hacu4eHuM po3yMHOM cofli, cywmnm Hag NaxSOy i
KOHLIEHTpYyBanu 3 OTPUMaHHAM TpeTboi MPOMDBKHOT
crnonyku y Burnagi >koetoi nnieku (0,52r, 1,22MMormb,
65%). MC: APCI: M+1: 2771 (To4Ha maca: 276,11).

Jo po3sunny 4-(6,6-gumeTnn-5,7-giokco-5,6,7,8-
TeTparigpo-[1,8]JHadp TMpuanH-2-
inokcun)eymmpanbgerigy (0,520r, 1,88mmorns) B DCE
(6Mmm) aofasanmm rigpoxropua, 1-(2,3-
anxnopdeHin)ninepasuHy (0,503r, 1,88mmorb), a
notim EtsN (0,53mn, 3,76Mmonb). Cymiw nepemiuy-
Banu npotaromMm 20 XBUMNWH MPU KIMHATHIA Temnepa-
Typi i popasanm NaBH(OAc)s (0,56r, 2,60mMorb).
PeakuinHy cymiw nepemiyBanu npotarom 2,5roa. i
racunu HacndeHum NaHCOs i Bogoto. Cymiw ekcT-
paryBanu EtOAc i opraHiyHuin wap npomuBanm Ha-
cudeHum NaHCOs, Bogolo i HacMYeHVM pPO34MHOM
coni, cywwunn Hag NaxSOgs i koHUueHTpyBamm. Oun-
LLeHHs1 piamMHHO Xpomatorpadieto Ha cunikareni (0-
5% MeOH/CHxCly) gamo 6iny TBepgy peuqoBuHY
(0,277r, 0,564mmorb, 30%). MC: APCI: M+1: 4911
(TouHa maca: 490,15).

Mpvknag D15 - CwuHtes  7-{4-[4-(2,3-
anxnopdeHin)ninepasuk-1-in]oyTokcu}-4-rigpokcu-
3,3-oumeTun-3,4-aurigpo-1H-[1,8HacdTmpnanH-2-
OHYy

o pO34nHy 7-{4-[4-(2,3-
avxnopdeHin)ninepasuH-1-in]oyTokcmn}-3,3-
anmetnn-1H-[1,8]Hadbmpuann-2,4-giony  (0,132r,
0,268mmornk) B TI® (2mn), oxonogxeHoro o 0°C,
pogasanu NaBHs (0,013r, 0,335mmornb). Peakuivivy
CyMill HarpiBanu A0 KiMHaATHOI TemrnepaTypu i ne-
pemiwyBamm npoTaroMm 3 roAauH. PeakuiHy cymiw
racunu Hacudennm NaHCOs i posnoginanu Mmix
EtOAc i Bogoto. OpraHiyHwiA Wwap npoMuBany Hacu-
YeHUM pOo34MHOM corli, cywmnun Hag NaxSOy i KoH-
LeHTpyBanM 3 OTPMMaHHAM BKa3aHO! B 3arosfioBKy
crnonyku y Burnagi 6inoi tBepgoi pedosunm (0,095r,
0,192mmonb, 57%). MC: APCI: M+1: 493,1 (TouHa
maca: 492,17).

Mpuknag D16 - CwuHtes 4.4-pumeTun-7-[4-(4-
HadTaniH-1-inninepaswH-1-in)byTokcwn]-3,4-aurigpo-
1H-[1,8]Hadp TMpUANH-2-0HY

Mepwy npombkHy cronyky, (6-amiHonipuamH-2-
in)amig 3-meTnnbyT-3-eHOBOI KUCMOTN, OTPUMYBanM
HacTynHuMm  4uMHoMm.  2,5-[liamiHonipuguH  (70r,
0,641monb) posdvHsinu B 2100mn TIT® B 5-n 4-
ropnii konbi, 3abe3neyeHii MexaHi4HO Millarkoto,
niHieto nigsegeHHs Ny i 500Mn kpanenbHO NirKoto.
Y peakuiiHy konoy nogasamm EtsN (447wmn, 5eks.).
3,3-OnmeTunakpunoinxnopug  (76r, 0,641momb)
po3baensmm 700mn TIP i oTpMMaHuin po3yvH goga-
Banu no kpanmnsix B peakuinHy konby. MNMomipHun ek-
30TEPMIYHMIA edbekT, WO crocTepirascs, perynosa-
m 3a ponomoroto 6aHi 3 KpwpKaHo BOAOHD Ans
nigTpumkn Temnepatypu <15°C. licns Toro gk go-
JaBaHHs 3aKiHdyBanu, peakuinHii cymiwi gasanu
3irpiTcsa oo KiMHaTHOT TemnepaTtypu i nepemillysa-
m i1 B atmocdepi N2 npotarom 1,5roa. Peakuiivy
cymiw koHueHTpyBanu i gogasamm CH2Clz. PosumH
CH2Cl> npomuBanm HxO i BogHui wap niggaesanu
3BopoTHI ekcTpakuii CH2Clz. OpraHiyHi wapu 06'-
egHyBamm i cywmmm Hag NapxSOs, dinbTpyBanu i
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KOHLUEHTpyBanu Ao macna. HeouunlieHui npoaykT
OoyNLLANKM KOJIOHKOBOK Xpomatorpadieto 3 BUKOpuUC-
TaHHAM rpagieHTHoi nepecyBHoi da3n  10-30%
EtOAc B rekcaHax. Bci dopakuii, Wwo mictate Heob-
XigHn npoaykT, o6'egHyBamm i KOHUEHTpyBanu Ao
macna. AMP-aHani3 npoaykTy nokasyBaBs, LIO Mpo-
OykT sBnsiB coboto cymiw (1:1) 2 isomepis, anbga-,
OeTa-HeHacuyeHun isomep i OeTa-, ramma-
HeHacu4YeHun i3oMep, WO € MEePLUOD MPOMDKHON
cnonykoto (90,0r, 0,47monb, 73%). MC: APCI: M+1:
192,0 (TouHa maca: 191,11).

Opyry npomixxHy crionyky, 7-amiHo-4,4-gumeTun-
3,4-aurigpo-1H-[1,8]Hacp TMpMAnH-2-0H, oTpUMyBanu
TakuMm  4uHOM.  (B-AmiHomipuauH-2-in)amig  3-
mMeTunbyT-3-eHoBOI kucnoTu (49,2r, 0,26Morb) pos-
yuHsanm B 500mn CH2Cl2 B 1000-mn 3-roprin konbi,
3abe3neyeHin MexaHiyHo Miwarnkot, 125-mn kpa-
nenbHOLO MNivikoto i Tepmonapoto. [logaBamm B konoy
no kpanmsix npu nepemiwyBaHHi MeSOsH (50mn,
0,78monb). Ek3oTepmivyHnn edekT npu AoAdaBaHHi
perynoBanuy 3a 4onoMoroto 6aHi 3 NboAsiHO BOAOD
Anda nigrpumkn Temneparypm <20°C. Cymili gaBanm
MOXIMBICTb MepeMillyBaTca npoTsaroMm 15 XBUMuH.
AICl3 (274r, 2,08morb) cycneHgyBarm B 1500mn
CH2Cl> B 5-n 4-ropnii konbi, 3abe3neyveHin MexaHi-
YyHot Miwarnkoto, 1000-mMn KpanenbHOK TirKoto,
nivieto BeefeHHA N2 i Tepmonapoto. [Jo oTpumaHoi
cycneHsii JogaBanu no Kpannsx po3yuH amigy. 3a
poromoroto 6aHi 3 MbogsHOK BOAOK peryroBanu
eK30TepMiYHUA edekT nNpu JodaBaHHi Ansa nigTpyuM-
kn Temnepatypu <20°C. PeakuinHin cymiwi gasanu
sirpiBatnca 0o KiMHaTHOT Temnepartypu i nepemity-
BaTUCA MPOTAroM Houi. Peakuis BuTpadana Becb
6eTa-, ramma-HeHacudeHuin i3oMep i BBaXKanacs
3aKkiH4yeHot. PeakuiinHy cymill MOBiNbHO BunMBanu
Ha nig, 34INCHI0YN 3BOPOTHE raciHHA. [loraweHy
cymiw gosoamnm o pH 8-10 goaaeaHHAM 2H. KOH.
3 po3ynHy Bunaganu coni i HacudyBanu BogHy da-
3y. CycneHsito nepeHoCUM B AiNnUnbHY MKy i ekcT-
parysanu nBa pasu CYMILLILLIO 100:8:1
CH2Cl2:EtOH:NH4OH. OpraHivHi wapu o6'egHyBamm,
cywumnu Hag NaxSOg, dinbTpyBanu i KOHUEHTPYyBa-
N1 0O HeouuleHoi TBepaol peyvoBuHWU. TBepay pe-
yoBuHy po3Ttupanu B EtOAc i BigdinbTpoByBanu.
OTpumaHi TBepai YacTvHkM Oynm 4McTo OpYroto
npoMixxHot cronykoto (22,4r, 0,117mMorb, 46%).
MC: APCI: M+1: 192,2 (ToyHa maca: 191,11).

TpeTio  npombkHy  crnonyky, 7-¢pTop-4.,4-
anmeTun-3,4-gurigpo-1H-[1,8]Hadb TpnAanH-2-0H,
oTpuMyBanM  HacTynHuM  uYmHoMm.  HF-nipyamH

(100mn) oxonomkysarm go -42°C B 1000 mn HDPE
OyTni 3 BUKOPUCTaAHHSM OaHi 3 CyxvM fbOAOM i
CH3CN. Tlpu eHepritHoMy nepemillyBaHHi JodaBa-
M nopuigmu 7-amiHo-4,4-aumetnn-3,4-aurigpo-1H-
[1,8]HadTMpmanH-2-0H (24,61, 0,129mornb) Ana pe-
ryroBaHHs ek3oTepMidyHoro edekty. o 3akiH4eHHI
BKa3aHOro goaaeaHHa gofdasamm nopuigsmyu NaNO2
(8,9r, 0,1291mornb). Mig yac Toro 1 iHwWoro goaa-
BaHb CMoCTepiranMcsa 3HayvHi eKk30TepMidHi edekTu.
PeakuinHin cymiwi gasamm noTim 3irpisatucsa go 0°C
i nepemiwysaTumca npoTsarom 2rod. PeakuiiHy cymiLl
racunm B 4n HDPE 6yTni, 3anoBHeEHOMY IbOAOM.
MoTiM BOoOHY cycneHsito HeWTpanisysanu, BUKOPUC-
ToBytouM 2H. KOH. OTpumaHuii BOOHUIA PO3YUH EKC-
TparyBarm 3 pasu CHzClo. OpraHivHi wapm cywmnm
Hag NaxSOg, dinbTpyBanu i KOHLEHTPYBaM JOCYXa.
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HagmipHuin nipuavH aseoTponyBanu 3 renraHoM.
MpooyKT cywmnmm y Bakyymi (2MM pT. CTOBM4MKA)
npoTarom 3rof. TpeTio NPOMDKHY CMOMyKy BUAINSANN
y Burnagi 6inoro nopowky (23,06r, 0,119momb,
92%). MC: APCI: M+1: 195,1 (TouHa maca: 194,09).
7-®T1op-4,4-gumeTnn-3,4-aurigpo-1H-
[1,8]HadbTMpUanH-2-0H (247mr, 1,272MMOnNb), 4-(4-
HadpTaniv-1-inninepasun-1-in)dbyTtan-1-on  (365mr,
1,285mMmomb) i TpeT-OyTokeup  Hatpito  (367wr,
3,82MMorb) 3MillyBanu y BUCYLLEHIW 3-ropnit Konbi
B atmocdepi No. Jogasanm NMP i po3unH HarpiBa-
M Ha MacnsHin 6ari go 70°C npoTarom 4 roauH.
PeakuiHy cymill oxonompkysanu A0 KiMHaTHOI TeM-
nepaTypu i BiMBamm B nboAasHy Boay. 3ibpaHy TBe-
pay pevoBuHy cycrneHgysanu B CHxCl. i etunaueta-
Ti i ounwanu piguHHoto xpomartorpadieto (MPLC),
rpagieHt 100% CH2Cl>-100% etunaueTaT) 3 oTpu-
MaHHSIM BKa3aHOi B 3arofiloBKy CMOMYKW Yy BUIMAAi
niHn (280wmr, 0,610Mmonb, 48%). MC: APCI: M+1:
459,2 (TouHa maca: 458,27).

Mpvknag D17 - CwuHtes  7-{4-[4-(2,3-
OuxnopdeHrin)ninepasuH-1-injoytokcu}-4,4-
anveTun-3,4-gurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

Mepy NPOMDKHY CrosyKy, 7-(4-
rinpokcmbyTokcn)-4,4-gpumetTnn-3,4-gurigpo-1H-
[1,8]HadbTMPUANH-2-0H, OTpUMYyBanNu TakMMm YUHOM.
7-®10p-4,4-anmeTnn-3,4-gurigpo-1H-
[1,8]HadbTpmanH-2-oH (5,091, 26,2mMMmorb) | ByTaH-
1,4-gion (11,81r, 131,0Mmonb) 3MmillyBann y BUCY-
WeHin 2-ropnin kondi B atMocdepi No. Jogasanu
NMP (50mn) i po3uuH HarpiBanm Ha macnsHin GaHi
£o 70°C npotsirom Hodi. PeakuiHy cymiw oxoro-
DKyBanuM A0 KiMHaTHOI TemnepaTtypu i BrvBanu B
nboAsiHy BoAy. TBepdy peqoBWHY, LIO yTBOpMNacs,
30upanu i po3Tupanu B aueTOHITpUII 3 OTPUMaHHSIM
BKa3aHOi B 3arosioBKy CMOMyKW y BUrNsgi pyaysaTo-
KOpu4HeBOro mnopolky (1,72r). MatkoBui po34ynH
ekctparyBanm CHoCly, cywmnm Hag NaxSOs, dinbT-
pyBamn i ounwarm MPLC (rpagieHt Big 100%
CH2Clz po 100% etunauetaTty). Cronyky Buginanm
y BUrMS4i cymiwi 3 nobiyHMMK npogyktamu giony.
BkasaHa B 3aronoBky crosiyka yTBoptoBanacs y Bu-
rnagi nposopux kpuctanie (1,09r) nicna nepekpuc-
Tanisauii 3 aueToHiTpUny, a iHwi 340Mr oTpumyBanu
Big Aapyrol nepekpucTtanisauii. MNpoaykTn 3miysanu
3 OTPUMaHHAM cymapHo 3,15r nepLuoi MpOMPKHOI
cnonykn (11,9vmonb, 455%). MC: APCI: M+1:
265,1 (ToyHa maca: 264,15).

Opyry npompkHy cnonyky, 4-(5,5-gumetun-7-
oKco-5,6,7,8-TeTparigpo-[1,8]Hacd TrpnanH-2-
inokcn)oyTmpanbAaeria, oTPUMYyBamM TakuM YMHOM.
7-(4-TippokcnbyTokcm)-4,4-aumeTun-3,4-gurigpo-
1H-[1,8]HacpTmpmaunn-2-oH (1,72r, 6,51Mmonb) pos-
YnHsamM B etunaudeTati (50mn, 0,14M po3uuH) i go-
pasamm IBX (13r, 46,4mmonb). CycneHsito 3aHypto-
Banu B MacnsaHy 6aHio, BcTaHoBneHy Ha 80°C, i
€eHeprinHo nepemillyBanu i3 3BOPOTHUM XONoAUIb-
HUKOM. Yepes 1,5rod. peakuiiHy CyMill OXOnoaxy-
BanuM OO KiMHaTHOT Temnepartypu i inbTpyBanu.
dinbTpaT KOHUEHTpyBanM 3 OTPUMaHHAM Apyroi
MPOMIKHOT CMOMyKWN Yy BUrMsAdi pygyBaTo-KOpUYHEBOI
TBepaoi peyvoBuHn (1,62r, 6,18mmonb, 95%). MC:
APCI: M+1: 263,1 (TouyHa maca: 262,13).

HadbtvpuguHonu npuknagis D17-D25 cuHTtesy-
Banu B KoMOiHaTopHoMy 6ibnioTeyHoMy dhopmari
BiJHOBHUM aMiHyBaHHSIM BIigMOBIAHMX MiNepasnHo-
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BMX rMo4vaTkoBux Matepianis 3 4-(5,5-gumetun-7-
oKco-5,6,7,8-TeTparigpo-[1,8]Hacd TpnanH-2-
inokcu)6yTupanbaerigom 3 rnoganbluMm  34iNCHEH-
HAM MeToAuku, onucaHoi B npuknagi 117. KiHuesi
MPOAYKTM MepeTBOPlOBanM B XIIOPOBOAHEBI CoOni
06pobkoto po3unHom HacudeHoi HCI B MeOH.

BkasaHy B 3aronioBky crionyky Buginsanu (182wmr,
0,381mmorb, 63,5%). MC: APCI: M+1: 477,1 (TouHa
maca: 476,17).

Mpuknag D18 - CwuHtes 4.4-pgumeTun-7-{4-[4-
(5,6,7,8-TeTparigpoHadptanin-1-in)ninepasuH-1-
in]oyTokeu}-3,4-aurinpo-1H-[1,81Had TpnanH-2-oHy

BkasaHy B 3aronioBky Croflyky BuAinamm y Bu-

rnagi  rirpockoniyHoi  niku  (149wmr, 0,322Mmorb,
53,6%). MC: APCIl: M+1: 463,2 (ToyHa Mmaca:
462,30).

Mpuknag D19 - CwHtes 7-[4-(4-inpaH-4-

inninepasuH-1-in)éytokcul-4,4-gumeTun-3,4-
aurigpo-1H-[1,8]Hadb TpuAnH-2-0HY

BkasaHy B 3arofioBky Crofiyky BuAinamm y Bu-
rnagi ninm (158wmr, 0,352mmonb, 58,7%). MC: APCI:
M+1: 449 2 (TouyHa maca: 448,28).

Mpuvknag D20 - CwHres 7-{4-[4-(2-x0p-3-
meTundeHin)ninepasuH-1-in)6yTokcu}-4,4-oumeTnn-
3,4-purigpo-1H-[1,8]Hadp TMpMAnH-2-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi  rirpockoniyHoi  niHm  (159wmr, 0,349mmorb,
58,1%). MC: APCI: M+1: 457,2 (ToyHa wmaca:
456,23).

Mpvknag D21 - CwHres 7-{4-[4-(3-xm0p-2-
meTundeHin)ninepasuH-1-in)6ytokcu}-4,4-oumeTun-
3,4-purigpo-1H-[1,81Had TMpNANH-2-0HY

BkasaHy B 3arofioBky Croflyky BuAinamu y Bu-

rnagi  rirpockoniyHoi  niHn  (144wmr, 0,315Mmorb,
52,5%). MC: APCI: M+1: 457,2 (touHa wmaca:
456,23).

Mpwvknag D22 -  CwHres  7-{4-[4-(6-

UuKIio nponinnipuamH-2-inyninepasuwH-1-in)oyTokcu}-
4 ,4-pumeTun-3,4-gurigpo-1H-[1,8]Hacp Tmpmany-2-
OHy BkazaHy B 3arofioBky Cronyky BUGiNsamm y Bu-
rnagi ninm (143wmr, 0,318mmonb, 53,0%). MC: APCI:
M+1:450,2 (TouHa maca: 449,28).

Mpuknag D23 - CuwHres 7-{4-[4-(2-
etundeHin)ninepasuH-1-in]6ytokcn}-4,4-oumeTnn-
3,4-purigpo-1H-[1,8]Hacp TMpmAanH-2-oHy

BkasaHy B 3arofioBky Croflyky BuAinamv y Bu-
rnagi Teepgoi pedosuHmn (144wmr, 0,330Mmonb, 55%).
MC: APCI: M+1: 437,2 (TouHa maca: 436,28).

Mpuknag, D24 - CwuHres 7-{4-[4-(2-
i306yTOKCUbeHIN)ninepasuk-1-in]oyTokcu}-4,4-
AnmveTtnn-3,4-avrigpo-1H-[1,8]Hacd TvpnanH-2-oHy

BkasaHy B 3arofioBky Croflyky Buainamm y Bu-
rnagi xnoposoaHeBoi coni (237wr, 0,458Mmmork,

60,1%). MC: APCl: M+1: 481,2 (touHa Maca:
480,31).
Mpuknag D25 - CuHres  7-{4-[4-(2-

isonponokcudgeHin)ninepasuH-1-injoytokcu}-4,4-

anmveTnn-3,4-auvrigpo-1H-[1,8]Hacd TvpuanH-2-oHy
BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-

rmsgi xnoposogHesoi coni (213mr, 0,423mMmorb,

55,5%). MC: APCI: M+1: 467,3 (TtouHa Mmaca:
466,29).
Mpukrnag  EA - CwHres  7-{4-[4-(2,3-

avxnopdeHin)ninepasuH-1-in]oyTokcn}-6-meTnn-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-oHy
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Mepwy npomikHY cronyky, 7-6eH3nnokcu-3-
metun-1H-[1,8]HadTMpuanH-2-0H, oTpuMmyBarm Ta-
KMM uuHOM. [lo po3umHy 6eH3uMmoBOro crmMpTy
(4,3mn, 41,4mmonb, 2,3exB.) B OM®A (15mn) goaa-
Barm NaH (1,5r, 54,0mmomb, 3,0ekB.) nopuismu.
BuBinbHanM rasonogibHun Hz i oTpumaHy 3aBuCb
nepemiwysanu npotaroM 30 XBUNMH MpU KiMHATHIN
Temnepartypi. [lo peakuinHoi cymili NoBiNbLHO Aoaa-
Banu po3yuH 7-xrnop-3-metun-1H-[1,8]HadTvpnanH-
2-oHy (3,5r, 18,0mmorb, 1,0exB.) B AM®A (40mn) 3a
gornomMorot wnpuua. PeakuiiHy cymill nepemily-
Banu npotarom Houi mpu 100°C, oxonomkyBanm i
Aofasanu Bogy OO0 MOBHOTO OCaPKEHHs TBepAuX
YactuHok. Ocag 36vpanu dinbTpyBaHHAM i Cyumnu
3 OTPUMAHHSIM NepLLOT MPOMDPKHOI CMONYKM Y BUrNAA
6nino-xoBTOi TBEpAoi peyoBuHu (3,75r, 78%). T. nn.
220-22PC. 'H AMP (400Mru, CDCl3): & 9,55 (yump,
c, 1H), 7,70 (a, 1H), 7,45-7,35 (m, 6H), 6,65 (g, 1H),
5,40 (c, 2H), 2,15 (c, 3H).MC: ES+ 267,02 (M+H)",
ToYHa maca: 266,11.

Opyry npombkHy crionyky, 7-6eH3unokcu-2-(4-
©eH3wunokcnbyTokcn)-3-metnn-[1,8]Hacd TMpuavH,
OTPMMyBamM Takmum YumHoM. [Jo mepMmiluyBaHoOro pos-
YnHy 7-6eH3unokcun-3-metun-1H-[1,8]Hadb TrpunamH-
2-oHy (2,51, 9,4mmork, 1,0ekB.), TpudeHingocdiHy
(7,4r, 28,2mmonb, 3,0ekB.) i 4-6eH3unokcubytaHony
(4,9mn, 28,2mmorb, 3,0eks.) B TI® (250Mn) gopa-
Banu DEAD (4,5mn, 28,2mmornb, 3,0ekB.) no kpan-
nax B atmocdepi azoTty. PeakuinHy cymiw nepemi-
wyBamm npotsarom 2 rogvH i racunm MeOH (10mn).
Po34mHHMKM BMnaptoBanu i 3anuLLoK ouuwany Ko-
noHkoBow xpomatorpadieto (25% EtOAc/rekcanu) 3
OTPUMaHHAM ApYroi NPOMDKHOI CROMNyKW Yy BUrNAgi
onigo-xoBToro B's3koro Macna (1,27r, 32%). H
AMP (400Mry, CDCIs): 8 7,85 (4, 1H), 7,70 (c, 1H),
7,50-7,25 (m, 10H), 6,85 (g, 1H), 5,60 (c, 2H), 4,62
(T, 2H), 4,55 (c, 2H), 3,58 (T, 2H), 2,30 (c, 3H). MC:
ES+ 429,07 (M+H)", TouHa maca: 428,21.

TpeTio NPOMBKHY CMosyKy,
rigpokcmbyTokcm)-6-meTun-3,4-gurigpo-1H-
[1,8]HahTMPUANH-2-0H, OTpUMYBanNM TakuM YUHOM.
Oo pO34KHYy 7-6eH3unokcn-2-(4-
6eHsunnokcnbyTtoken)-3-metnn-[1,8]HadTrpnanHy
(1,25r, 2,92mmornb) B TT® (20Mmn) i MeOH (100Mmn)
popasann 10% Pd-C (1,0r) i cymiw rigpysamm npwm
40 cpyHTax Ha kB. AlonM npoTarom 48 roauH. Peak-
LiHY cymiw ¢inbTpyBanu Yepes wwap uenity. npo-
muBatoum MeOH i CH2Cl,. ®dinbTpat KoHUEeHTpyBanu
i 3aMMLLIOK OYMLLanNn KONOHKOBOK Xpomarorpadieto
(10% MeOH/EtOAC) 3 OTpMMaHHsIM TpeTbOi MPOoMi-
XXHOI cronykn y Burnsgi 6inoi 6nmckyyoi TBepnoi
peyoBuHN (0,555, 76%). T. nn. 118-119°C. 'H AMP
(400MrI'y, CDCl3): 6 7,65 (ywwmp, ¢, 1H), 7,20 (c, 1H),
4,30 (1, 2H), 3,75 (1, 2H), 2,85 (1, 2H), 2,60 (T, 2H),
2,10 (c, 3H), 1,90-1,85 (m, 2H), 1,78-1,62 (m, 2H).
MC: ES+ 251,02 (M+H)", Touna maca: 250,13.

Oo nposoporo po3unHy peaktmBy [ecca-
MapTiHa (0,90r, 2,12mmomb, 1,3ekB.) B CHoCl
(40mn) popaBanu  7-(4-rinppokcubyTokcn)-6-MeTun-
3,4-purigpo-1H-[1,8]Hacp TmpmanH-2-oH (0,40r,
1,6mmonb, 1,0ekB.) i cyMill nepemillyBanu npu Kim-
HaTHI Temnepatypi npotarom 3 roguH. TLUX noka-
3yBana npUCYTHICTb CrigoBOI KiNbKOCTI MOYaTKOBOIo
MaTepiany i ToMy We godasanu peaktus [ecca-
MaprTiHa (0,1r) i cymill nepemillyBanv NpoTsrom Lue
1 rogvHu. PeakuinHy cymiw posbasnanm CHCl, i

7-(4-

82541

180

BMMBamm B HacudeHuin po3ynH NaHCOs, wo mictutb
NazS20s3 (2,0r). Poaginanu wapw i BogHWIA wap ekc-
TparyBarmm CHyClz (2x20mn). O6'egHaHuii opraHiy-
HAA wap cywunu Hag NaxSOs i KOHUeHTpyBamm.
Heouunwenun anbaerig po3unHamm B DCE i gonasa-
] MoOHorigpoxmnopua 1-(2,3-
anxnopderin)ninepasuny, EtsN i NaBH(OAc)s. Pea-
KUiNHY CyMill nepemiwyBanu npoTaroMm 1 roguHu,
po3basnanm CHClz i npomuBanM Hacuy4eHUM
NaHCO3 i Hacu4eHum po3uvuHoM coni. OpraHivyHui
wap cywmrm Hag NaxSOs i koHueHTpyBanm. Ouu-
LUEeHHs1 3anuLIKy KOJOHKOBOK — Xpomatorpadieto
(10% MeOH/EtOAc) pano BkasaHy B 3arorfioBKy
crnonyky y Burnagi 6inoi tBepgoi pevosunHm (0,51,
54%). T. in. 138-139°C. "H AMP (400Mru, CDCl3):
8 7,50 (ywmp, c, 1H), 7,25-7,15 (m, 3H), 6,95 (m,
1H), 4,25 (1, 2H), 3,10 (ywuwmp, c, 4H), 2,82 (T, 2H),
2,65 (ywwmp, c, 4H), 2,60 (1, 2H), 2,50 (1, 2H), 2,10
(c, 3H), 1,80-1,60 (m, 4H). MC: ES+ 463,11 (M+H)",
465,12, ToyHa maca: 462,16.

Mpuknag E2 - CwuHres 6-metun-7-[4-(4-
HadpTaniH-1-inninepasuH-1-in)o6yTokcu]-3,4-gurinpo-
1H-[1,81HacbTMpMAnH-2-0HY

Jdo npo3oporo posuvHy peaktvey [ecca-
MapTtiHa (1,40r, 3,3mmornb, 1,3ekB.) B CHCI
(200mn) popasarm 7-(4-rigppoKcubyToKcn)-6-meTun-
3,4-purigpo-1H-[1,8]HacdbTMpmnanH-2-oH (0,55r,
2,2mMonb, 1,0ekB.) i cymiw nepemillyBanu npu Kim-
HaTHIN Temnepatypi npotarom 4 roavH. TWX nig-
TBEppKyBana 3akiHieHHs peakuil. PeakuiiHy cymiw
po3basnsnm CH.Cl, i BMMBamm B HaCMYEHWI PO34WH
NaHCOs3, wo mictute Na2S203 (3,0r). Cymiw nepe-
MillyBanu i opraHiyHun wap Bigainanu. BogHun wap
ekcTtparyBanu CH2Clz (2x30mn) i 06'egHanwn opra-
HiYHUIA wap cywmmm Hag NaxSOgs i KOHUEHTpyBanu.
Heouunwennn anbaerig po3unHsmm 8 DCE i ponasa-
M MoHorigpoxrnopug  1-HadpTaniH-1-inninepasunHy
(0,76r, 3,08mmorb, 1,4eks.), EtsN (0,5mn, 1,7exB.) i
NaBH(OAc)3 (0,65r, 3,08Mmonb, 1,4ekB.). PeakuiniHy
CyMill nepemiwyBanu npoTarom 1 roguHu, po3bas-
nanu CHoClz i npomuBarm Hacuvennm NaHCOs i
Hacu4yeHUM po34mHOM cori. OpraHivyHWiA LWwap cyLm-
m Hag NaxSOq i koHUeHTpyBammn. OuUMLLEHHST 3amum-
LLKY KOMOHKOBOH) Xpomartorpadieto (5%
MeOH/EtOAcC) aano BkasaHy B 3arosloBKy CMOSyKy y
Burnsagi 6inoi TBepaoi peyosunm (0,40r, 41%). T. nn.
76-78°C. "H AMP (400Mru, CDCl3): & 8,22 (g, 1H),
7,85 (g, 1H), 7,58-7,38 (m, 5H), 7,25 (c, 1H), 7,05 (g,
1H), 4,25 (1, 2H), 3,30-3,10 (ywwp, c, 4H), 2,82-2,65
(m, 4H), 2,65-2,45 (m, 4H), 2,15 (c, 3H), 1,88-1,35
(M, 6H). MC: ES+ 44541 (M+H)’, TouHa maca:
44425,

Mpuknagp E3 -  CwHres  7-{4-[4-(2,3-
aunxnopdeHin)ninepasuH-1-in]6yTokcu}-6-pTop-3,4-
aurigpo-1H-[1,8]Hadb TpMAanH-2-0HY

Mepy MPOMIKHY CMosyKy,
©eH3nnokcmMbyToKkcK)-2-xnop-5-
PTOPHIKOTUHOHITPUI, OTPUMYBAMN TakuM YnMHOM. [lo
pO34KHYy 4-6eH3unokcu-1-6ytaHony (19,44,
108mmorb) B TI® (200Mn), oxonmogXeHoro Ao -
40°C, popaBarv 1M KO'Bu B Trd (108mn,
108MmMomb). Cymilw nepemiwyBany npoTsarom 5xB.
npu -10°C i noTim gopmaBanM [O PO3YMHy 2,6-
anxnop-5-propHikoTnHoHITPUNYy (20,0r, 105MMorb)
B TI® (300mn), oxonompxkeHoro o -70°C, npotarom
25xB. Cymill cTaBana KOpMYHIOBATO-XXOBTOH i AELLO

6-(4-



181

KanamyTHowo. PeakuiiHii cymiwi gasanu sirpitmcs
00 KiMHaTHOI TemnepaTypu npoTtarom 2rod. Buna-
pioBarm TI® i 3anuwok posbasnanu Et20. Cymiw
npomvBanM BOAO, HACUYEHUM PO3YMHOM cofli, TH.
FMMOHHOIO KUCIIOTOM0, BOZOIK i HAacMYEHUM PO34u-
HoM corli, cywmnn Hag NaxSOs i KoHUEHTpyBanu Jo
macna. Macno posuuHanu B cymiwi Et,O/rekcanu i
OXOJIOKYBaMM B  XONOAWUSMBbHUKY MPOTAFOM  HOMi.
YTBOptoBanacs KpuctaniyHa tBepga peqoBuHa, SKy
30upamm inbTpyBaHHsM, MPOMMBANM rekcaHamu i
CYLLMIIN 3 OTPUMaHHAM MepLIOT NMPOMIKHOT CMOMyKu
y Burnagi 6inoi Teepgoi pedosunm (17,0r). PinbTpat
KOHUEHTpyBanu i o4uwanu xpomarorpadieto Ha
cunikareni (Biotage 40L, 0-6% EtOAc/rekcaHu) 3
OTPUMaHHAM [00AaTKOBOI MEepLUOT MPOMDKHOI Crosy-
K y Burnagi 6inoi TBepOoi peyvoBMHM (CymapHO
26,9r, 80,4mmonb, 77%). MC: APCI: M+1: 3351
(TouHa maca: 334,09).

Opyry  npomixHy  cronyky, 2-a3ugo-6-(4-
6GEeH3UMOKCUBOYTOKCH)-5-DTOPHIKOTUHOHITPUI,  OTPU-
MyBanM Takum  4umHoM. [o  po3umHy  6-(4-

6eH3nnokcnbyTokcn)-2-xnop-5-
dTOpHiKOTUHOHITPUAY (20,0r, 60,0Mmonb) B AM®PA
(40mn) gopasanu asug Hatpito (4,271, 65,7vMmornb) i
cymiw Harpisanm npu 70°C npoTarom Houi. Cymiw
BmmBanm B Et2O i npomuBanu Bogoto i HacuyeHum
posumHom coni. Et2O po3umH nponyckanu 4vepes
KonoHky Biotage 12M 3 cunikarenem, cywmnu Hag
MgSOQ4 i akTMBOBaHMM BYFifNsAM i KOHLEHTpYBanm 3
oTpuMaHHsam macna (19,67r). Mepekpuctanisauis 3
cymiwi Et,O/MeOH gana gpyry npomixkHy Cromyky y
Burnagi TBepnoi  pevoBuHu (17,24r, 50,5mMmorb,
84%). MC: APCI: M+1: (TouHa maca: 341,13).

TpeTio  MPOMDKHY  CroOfyKy, 2-amiHo-6-(4-
OEH3UMOKCUBYTOKCU)-5-p TOPHIKOTUHOHITPKI,  OTPU-
MyBanM TakuM 4mHOM. [lo po3sumHy 2-a3ugo-6-(4-
©€eH3UNOKCMBYTOKCK)-5-h TOPHIKOTUHOHITPUIY
(17,2r, 50,4mmonb) B MeOH (450mn) gopasanu
rekcameTtunamcunriad (19,0r, 106,5mmore). Peak-
LiHa cymiw Buainana ras i yepes3 15xB. yTBOptoBa-
BCA ocaf. PeakuiiHy cymiw nepemillyBanu npoTs-
roM Ho4i npu KiMHaTHIN TemnepaTtypi i MOTIM
GinbTpyBanu Ans BUOaneHHs ocamkeHoi cipku. Cy-
Milll KOHUEHTpyBanu i MOTIM 3HOBY PO3YMHAMM B
Et2O. Cymiw oinbTpyBanu 3HOBY AN BuAANEHHS
000aTKOBOI ocamkeHo! Cipkn. PinbTpaT KOHLEHTPY-
Banu | nepekpuctanizopysamm 3 cymiwi Me-
OH/rekcann. TBepay peyoBuHy 36upamm inbTpy-
BaHHAM, MpomuBanM cymiwwto rekcaH/MeOH i
CyLUMIN 3 OTPUMAaHHSAM TPeTbOT NPOMDKHOI CromyKu
(13,74r, 43,57mmork, 86%). MC: APCI: M+1: 3164
(TouHa maca: 315,14).

YeTBepTy MPOMDKHY Cronyky, 2-amiHo-6-(4-
6eHsunnokcmbyToken)-5-cbtopnipuanH-3-
kapbanbgerig, oTpMMyBanu HacTymHWM 4uMHOM. [lo
po34nHy 2-amiH0-6-(4-6eH3MnokcmbyTokcK)-5-
dTOpHIKOTUHOHITPUAY (7,251, 23,0MMorb) B TI®
(40mn), oxonomxkeHomy ao 0°C, nogasarm DIBALH
(1Mb TIr'®, 69mn, 69mmons ). Peakuis 3akiH4yBanacs
yepe3 5xB. [lyke noBiNbHO AodaBany OXONOMLKEHY
2H. HCI (cunbHuii ek3oTepMidHUA edpekT) ANs raciu-
Hsi peakuiHoi cymiwi. Cymiw yTBOptoBana 4epBo-
HWI xenenodibHuin matepian. Jogasamm Et20 i pos-
pinann  wapu.  OpraHivyHun  wap  npomuBanu
HacuyeHnM po34vmHoM coni i Hacuyenum NaHCOs i
noTim dinbTpyBarm yepes uenit. Bece we mir 6ytm
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NPUCYTHIM  AKWA-HEOYOb  KOMMMEKCHWA  MpOAYKT
anoMiHilo, TOMY OpraHiyHUW PO3YMH 3HOBY MPOMMU-
Banu 2H. HCI, Hacn4eHum po34MHOM cofli, Hacude-
HUM NaHCO3 i HacM4eHM pO34YMHOM COfli, CYLLMIN
Hag MgSOs i KOHUEHTpyBamM 3 OTPUMaHHAM He-
OYULLEHOT YeTBepPTOI MPOMDKHOT CroMyku y BUrNAai
opankesoro macna (5,23r, 16,4mmonb, 71%). MC:
APCI: M+1: 319,2 (TouyHa maca: 318,14).

MM'aty npomixHy cnonyky, eTunosuin edip 3-[2-
amiHo-6-(4-6eH3unrnokcmbyTokcu)-5-pTopnipnamH-3-
iMakpumoBoi KUCIOTW, OTPMMYyBanuM TakUM YUHOM.
[Oo po3uuHy 2-amiHO-6-(4-6eH3UNoKCUBYTOKCH)-5-
dropnipuanH-3-kapbansaeriay (5,23r, 16,4mmorb,
HEOUULLEHWIA MPOAYKT 3 nonepeaHboi peakuii) B TI®
(50mn) ponaeanv (kapbeTokCcMmMeTK-
neH)TpudeHindocdopaH (5,72r, 1643mmonb) i
po3ynH HarpiBamm npu 67°C npotarom Houi. Peak-
LiiHY CyMill KOHLIeHTpYyBanu i 3anuLioK ouvuLLanu
pignHHoto xpomartorpadieto (Biotage 65M, 0-10%
EtOAc/CH2Cl2) 3 oTpMMaHHsIM M'ATOT CMOSyKU y BU-
rnsgi >xkoBToi TBepAoi peyvoBuHn (73%). MC: APCI:
M+1: 389 4 (TouHa maca: 388,18).

WocTty NMPOMDBKHY CMosyKy,
6eHsunokcnbyTtoken)-6-dTop-3,4-gurigpo-1H-
[1,8]HachTMPUANH-2-0H, OTpUMYBaNM TakMM YUHOM.
ETtunosui edip 3-[2-amiHO-6-(4-
6eH3unnokcnbyToken)-5-bTopnipuanH-3-injakpnnosoi
kucnoTu (7,18r, 18,5MMonb) rigpyBamm B atmocdepi
Hz (4300 dyHTiB Ha KB. Al0O1M) 3 BUKOpUCTaHHAM Ra-
Ni (2r) B8 MeOH (100mn). PeakuiviHy cymiw ginbTpy-
Banu i koHueHTpyBamm. MC nokasyBana, WO Mo-
OBiHMI 3B'A30K BXe BiQHOBMNEHWN i Aesaka YyacTuHa
mMarepiany uuknisosaHa. MaTepian cycrneHgysanm B
'PrOH i popaeanu rigpaT M-TOMyorncyrb(OHOBOI
kucrnotn (0,41r). Cymiw Harpisarm npu 80°C npoTs-
rom 30xB. HacuueHnn NaHCO3 pgopasamm i cymiw
KOHUEHTpyBanu. 3anuiok posnoginanu mik EtO i
BoAoto. OpraHiyHwi LWwap npomvBanyM Hacu4eHuM
NaHCO3 i Hacu4eHUM pO34MHOM COfi, CYLUMIM Hag
MgSOs i KoHUEHTpyBanM 3 OTPUMaHHSM >XOBTOMO
Macna, ske 3atBepfiBano. [lepekpucTtanisauis 3
cymiwi EtoO/rekcaH gana WwoCTy NPOMBKHY CMOSyKy
y Burnagi 6nigo-xosToi TBEpAoi peyoBuHU. MC:
APCI: M+1: 345,1 (TouyHa maca: 344,15).

CboMy npomikHy  crnonyky, 6-dpTop-7-(4-
rigpokcmbyTtokcm)-3,4-aurigpo-1H-[1,8]Hacb Tvpnaun-
2-0H, oTpMMyBanu Takum YUHOM. 7-(4-
BeHsunokcnbyTtokeu)-6-ptop-3,4-gurigpo-1H-
[1,8]HadbTMpunamH-2-oH (4,79r, 13,9MMonb) rigpysa-
mm B aTMocdepi Hz 3 BukopuctaHHam 20% Pd/C
(1,0r) B EtOH (100mn). PeakuinHy cymiw dinbTpy-
Barnu i KOHUEHTpyBanM 3 oTpMmMaHHaM 3aBuci. [loga-
Bann EtO i TBepai yactuHkM BigdinbTpoByBanm.
dinbTpaT KOHUEHTpYyBanu i npoLec noBToptoBanu 3
OTPUMaAHHAM CbOMOI MPOMDPKHOI CMONYKU Y BUrNAAi
TBepgoi pedvoBuHn (3,2r, 13,0mmorb, 91%). MC:
APCI: M+1: 255,1 (ToyHa maca: 254,11).

Bocbmy npomikHy cronyky, 4-(3-dTop-7-okco-
5,6,7 8-TeTtparigpo-[1,8]Hadb TMpNANH-2-
inokcun)oytvpanbgeria, oTpUMyBanyM TakUM YUMHOM.
Ho posuunHy okcaninxnopugy (1,78r, 14,0mmorkb) B
CHxCl> (25mn), oxonompkeHomy no -70°C, pogasanu
po3sumH OMCO (2,15r, 27, ,6mmonb) B CH2Cl2 (1,5mr)
npoTtarom 4x8. CyMill nepeMillyBanv nNpoTsarom 5xBs.
i gopaBamm npoTsarom 5xB. po3unH 6-¢hpTop-7-(4-
rigpokcnbyTtokcm)-3,4-gurigpo-1H-[1,8JHadp puamnH-
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2-oHy (3,11, 12,0mmork) B AMCO (4,5mn1) i CHoCly
(44mn), oxonogxkeHun o -50°C. Cymiw nepemilly-
Banu npotsirom 10xB. npu -70°C, i BOHa 3aTBepaiBa-
na. PeakuinHy cymiw Harpisamm oo -30°C i popaBa-
m TpreTtunamid (8,9mn, 63,8mMmork), WO Aasarno
CyCreHsito, Wo nepeMiwyetscsa. PeakuinHy cymil
HarpiBamuM [O KiIMHaTHOT TemnepaTtypu MpoTAaromM
30xB. Cymiw gogaBanu Jo BOAM i po3ainanum Lwapu.
OpraHiyHuiA Wwap npoMuBany BOAOK i po3baBneHm
HacM4YeHUM po34mMHOM coni, cywmmm Hag MgSOy i
KOHLUEHTpyBanu 3 OTPUMaHHAM Macrna. 3anuLuok
posnoainanu mix Et2O i BOgHOK NMMMOHHOK KMCHO-
Toto (pH 4,5). OpraHiyHui wap npomusanu po3bas-
neHnm BogHum NaHCOs; i HacuyeHVM po34MHOM
coni, cywmmm Hag MgSOs i KOHUEHTPYBamm 3 oTpu-
MaHHSIM BOCbMOI MPOMDKHOI CHOSYKW Y BUI s )KOB-
Toro macna (1,89r), sike BukopucToByBanu 6esnoce-
penHb0 B HacTymHin peakuii. MC: APCI: M+1: 253,2
(ToyHa maca: 252,09).

Oo cycneHsi rigpoxnopuay 1-(2,3-
anxnopdeHin)ninepasuny (0,80r, 3,0mmorks) B 1,2-
anxnopeTaHi  (10mn)  gogaBamm  TpueTUNamiH
(0,61mn, 6,0mmonb). Cymilw nepemiwyBanm npoTs-
rom 30xB. Npu KiMHaTHIN TeMnepaTypi i fogaBanm 4-
(3-bTOP-7-0KCO-5,6,7,8-TeTparigpo-
[1,8]HadTMpmanH-2-inokcn)oytupansgeriag  (0,76r,
3,0MMonb) y BUMSQl cycneHsii B 1,2-guxrnopeTaHi
(5mn). Cymiw nepemiwysanm npoTtarom 30xB. i go-
nasarmm NaBH(OAc)s (0,89r, 4,2vmore) y Burnagi
TBEpOol pevoBuHU. PeakLUiiHy cymill nepemillysanu
npu KiMHaTHIN Temnepatypi npoTtarom 4roa. Cymiw
BvBarm B cymiw EtOAc/guxnopeTaH i npomunsanm
HacuiyeHnm NaHCOjz i Hacu4eHMM pO34MHOM COfi.
OpraHiyHui Wwap MpoMUBaNM BOAHOK MMMOHHOLO
kucrnotoo (pH 4,5) i Hacu4eHUm po34nHOM COfi,
cywmnm Hag NapxSO4 i KOHUEeHTpyBammM [0 3aBWCi.
Hopnasarm Et2,0 i TBepay peyoBuHy 36upanm ginbT-
pyBaHHAM. Ou4MLLEHHSA PiAMHHOK Xpomatorpadieto
(Biotage 40S, magieHT Big CH2Cl2 go 10% Me-
OH/CHCI3) pgano BKkadaHy B 3arofioBKy CHOMyKYy Y
Burnagi 6inoi TBepmoi  pevoBuHn (738w,
1,58mmornb, 53%). MC: APCI: M+1: 467,3 (TouHa
Maca: 466,13).

Mpuknag E4 - CwunHtes  6-d1op-7-[4-(4-
HadTaniH-1-inninepaswH-1-in)byTokcwn]-3,4-aurigpo-
1H-[1,8]Hadp TMpUANH-2-0HY

BkasaHy B 3arofioBKy Cronyky oTpMmyBanu Big-
HOBHMM  aMiHyBaHHAM  4-(3-cTOp-7-0KCO-5,6,7 8-
TeTparigpo-[1,8]Hacb TMpManH-2-
inokcn)oytmpanbgeriny 3  rigpoxnopuvgom  1-
HadpTaniH-1-inninepasvHy No onucaHi BuLle MeTo-
onui. MC: APCI: M+1: 449,1 (TouyHa maca: 448,23).

Mpuknag E5 - CuHtes 6-cpTOp-7-[4-(4-iHOaH-4-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0HY

BkasaHy B 3arorfioBKy Cronyky oTpMmyBanu Big-
HOBHMM  aMiHyBaHHAM  4-(3-dTOp-7-0KCO-5,6,7 8-
TeTparigpo-[1,8]Hacb TMpManH-2-
inokcn)oymmpanbaerigy 1-iHoaH-4-inninepasvHoM 3a
onucaHoto BuLle metoaukoto. MC: APCI: M+1:439,2
(TouHa maca: 438,24).

Mpuknag E6 - CuHTe3 6-xnop-7-[4-(4-HadpTaniH-
1-inninepa3uk-1-in)6yTokeu]-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0HY

Mepwy npomikHy  crnonyky, 6-xmnop-7-(4-
rigpokcmbyTtokcm)-3,4-aurigpo-1H-[1,8]Hadb Tvpnaunn-
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2-OH, OTPUMYBArnu HaACTYMHUM YUMHOM. [JO pPO34MHY 7-
(4-rippokcnbyTokcm)-3,4-gurigpo-1H-
[1,8]HadpTMpmauH-2-ony (2,0r, 8,46mmork) B MDA
(17mn) pogasanu NCS (1,24r, 9,31Mmonb). Po3umH
nepemillyBanu npu KiMHaTHIW Temnepartypi npoTs-
rom 1 roguHn. Peakuis 6yna BiaCyTHbOIO, TOMY CY-
Miw Harpisanu npu 80°C npotsrom 5 rogwH. [Joga-
Bann BoAy | cymiw ekcTtparyBarm EtOAc.
OpraHiyHuiA Wap npoMuBany BOAOK i HAaCUYEHUM
po3umHom cori, cywmnm Hag NaxSOs i KOHUEHTpY-
Banu. OuuLleHHs pignHHoto xpomatorpadieto (0-5%
MeOH/CH.Cl2) gano neplly MpOMDKHY CMOMyKY Yy
BUrNAgi He 30BciMm Ginoi TBeppoi pedvosuHm (0,71r,
2,62MMmonb, HM3bKWI BKXig OyB i3-3a HeBAanoi xpo-
matorpadii). MC: APCI: M+1: 271,0 (ToyHa maca:
270,08).

Opyry npombkHy cronyky, 4-(3-xnop-7-okco-
5,6,7 8-Tetparigpo-[1,8]Hacp TMpuanH-2-
inokcn)oyTrpanbAeria, oTPUMyBanM HacTynHUM Yu-
HoMm. CycneHsito peaktmBy [ecca-MapTiHa (1,67T,
3,93mmorb) B CHoClz (6Mr1) nepemiwyBamm npoTs-
rom 30xB. i godaBanu 4epes3 KaHomo po3ynH 6-
xrop-7-(4-rigpokcmbyTtokcu)-3,4-aurigpo-1H-
[1,8]HadbTMpmauH-2-ony (0,71r, 2,62MMOIb) B CyMilLLli
CHxCl2 (5mn)/TT® (15mn). PeakuiHa cymiw cTtasa-
na romoreHHoto i xoBTina. PeakuivHy cymiw nepe-
MillyBanu MpwW KiMHaTHIA TemnepaTtypi NpoTArom
6roa. Odopasanm cymiw (1:1) HacuyeHoro NaHCOs i
HacudyeHoro NaxS»03 i cymill nepemilyBany npoTs-
rom 15xB. Cymiw ekctparysanu EtOAc (2x). OpraHi-
YHWI Wap npomuBanu HacudeHum NaHCOs i Hacu-
YEHMM PpO34YMHOM cofi, cywmnum Hag MgSOs i
KOHLIEHTpyBanu 3 OTpMMaHHSIM XOBTOT TBepAol pe-
yoBuHu (0,74r, ynctota npudnmsHo 80%, BMKOpwUC-
TOBYBanM HEOYULLEHUM B HacTyMHin peakuii). MC:
APCI: M+1: 269,0 (TouHa maca: 268,06).

Oo pPO34nHY 4-(3-xnop-7-0kco-5,6,7,8-
TeTparigpo-[1,8]Hadp TMpuanH-2-
inokcn)oyTupanbaerigy (400mr, npubnmnsHo

1,49MMOrb, HEOYMLIEHU MPOAYKT 3 nonepenHbOol
peakuii) B8 DCE (7mn) popasarmm rigpoxmopug 1-
HadpTaniH-1-inninepasuny  (370mr, 1,49Mmonb), a
noTim EtsN (0,42mn, 2,98Mmonb). Po3unH nepemi-
wyBamm npotarom 15xB. i gogaBarm NaBH(OAc)s
(410mr, 1,94Mmorb) y BUrnSAi nopoLuky. PeakuinHy
CyMill MepeMillyBann MpuU KiMHATHIA TemnepaTypi
npoTarom 2roA. i racunm Hacudennm NaHCOs i H20.
Cywmiw ekctparyBanm EtOAc. OpraHiyHui wap npo-
muBarmm HacudeHum NaHCOs, HoO i HacudyeHum
po3yuHom coni, cywmmm Hag NaxSOs i KOHUEHTPY-
Banu. OuniueHHs piguHHoto xpomatorpadieto (0-3%
MeOH/CH.Cl2) gano Bka3aHy B 3arosfiloBKy CMOJIyKYy
y BUrnagi He 3oBcim 6inoi niHn (324wmr, 0,697 MMorb,
47%). Dopasarm Et20 i yepe3 5 xBunmH nepemily-
BaHHA niHa nepeTBoptoBanacs B biny TBepgy pedo-
BUHY. TBepay peuqoBuHy 36vpamm inbTpyBaHHSAM,
npomuBarm Et2O i cywmnum 3 otpumanHam 6inoi Tee-
pooi pevoBuHu. MC: APCI: M+1: 465,2 (TouHa maca:
464,20).

Mpuknag E7 - Cunte3s 6-6pom-7-{4-[4-(2,3-
anxnopdeHin)ninepaswuk-1-in]oytokcun}-3,4-gurigpo-
1H-[1,8]Hadb TMpUANH-2-0HY

Mepwy npoMikHy crionyky, 6-6pom-7-(4-
rinpokcmbytokcn)-3,4-gurinpo-1H-[1,8]Hadb TMpnanH-
2-0H, OTPYMYBarnM Takum YuHoMm. [Jo po34vmHy 7-(4-
rinpokcmbyTokcn)-3,4-gurinpo-1H-[1,8]Hacb TMpmnanH-



185

2-oHy (2,0r, 8,46Mmorb) B IMPA (18mn) gogasanu
NBS (1,70r, 9,30mMmornb). Po3unH nepemiwysanu
npuv KiIMHaTHI TemnepaTypi NPoTAroMm Houi. B iHTep-
Bani 2 roavH peakuinHa cymill cTaBana nypnypHoLo.
Hopaearm Boay i cymiw ekctparyBarm EtOAc. Op-
raHiyHU Wap nNpoMMBanM BOAOK i HACUYEHUM PO3-
YnHoMm coni, cyumnu Hag NaxSOjy | KoHUEeHTpYBamm 3
OTPUMaHHSIM KopuyHeBoro Mmacna. OuuleHHs1 pi-
AvHHolo  xpomartorpadiieto  (0-5% MeOH/CH.CIy)
Jano nepuly npoMiKHY CromnyKy y BUrnsai He 30BCiM
6inoi TBepmoi pevoBuHn (2,13, 6,76mmonb, 80%).
MC: APCI: M+1: 315,0, 317,0 (TouHa maca: 314,03).

Opyry npomixHy cronyky, 4-(3-6pom-7-okco-
5,6,7 8-TeTtparigpo-[1,8]Had TMpnAnH-2-
inokcun)byTupanbgerig, OTPMMyBanuM HacTyMHUM 4Yu-
HoM. CycneHgsito peaktuBy [ecca-MapTiHa (3,28r,
7,74mmorb) B CH2Cl2 (15Mn1) nepemiwyBamm npoTs-
rom 30xB. i gofaBanu 4yepes3 KaHMo PO3YnMH 6-
©pom-7-(4-rinpokcmbytokcn)-3,4-gurigpo-1H-
[1,8]HadbTMpmanH-2-oHy (1,524r, 4,84MMONb) B CY-
Miwi CH2Cly (5Mn)/TT® (20mn). PeakuiiHa cymill
CTaBana roMOreHHoOl i XOBTina. PeakuinHy cymiw
nepemillyBanu fnpu KiMHaTHIN Temnepartypi npoTa-
rom 6rog. i noTim 36epiranmy B XonogubHUKY NpoTs-
rom Houi. Cymiw 1:1 HacudeHoro NaHCO3 i Hacuye-
Horo NazS>03 gogaBamm i cymiw nepemillyBanm
npoTtarom 15xB. Cymiw ekctparyBanu EtOAc (2x).
OpraHiyHuii wap npommBanu HacudeHum NaHCOs i
Hacuv4yeHUM po34YMHOM coni, cywmnn Hag NaxSOy i
KOHLIEHTpYBanu 3 OTpMMaHHSIM >XOBTOI TBepAol pe-
YyoBMHM 3 Macriom (1,51r, BUKOpUCTOBYBaNM Heouw-
LWeHMM B HacTynHin peakuii). MC: APCI: M+1: 313,0,
315,0 (TouHa maca: 312,01).

o pPO34UHYy 4-(3-6pom-7-okco-5,6,7,8-
TeTparigpo-[1,8]Hacb TMpManH-2-
inokcn)oyTnpansaerigy (0,43r, nNpuomM3Ho

1,37MMOSb, HEOYMLLEHUA MPOAYKT 3 nonepegHsol
peakuii) B DCE (6mn) popasanm rigpoxmopug 1-
(2,3-gnxrnopderin)ninepasuHy (367wmr, 1,37Mmorb),
a noTim Et3N (0,38mn, 2,75mMmonb). Po3unH nepemi-
wyBamm npotarom 15xB. i gogaBamm NaBH(OAc)s
(407wmr, 1,92MMorb) Yy BUMMSIAI NOPOLLKY. PeakuinHy
CyMill MepeMillyBanu npu KiMHaTHIA TemnepaTypi
npoTarom 2rof. i racunm HacudeHnMm NaHCOs i H20.
Cywmiw ekctparysanm EtOAc. OpraHiyHuii wap npo-
mmBarmm HacudeHum NaHCOs;, HoO i HacudeHum
po3ynHom cori, cywmm Hag NaxSOs i KOHUEHTPY-
Banu. OunweHHs pignHHo Xxpomatorpadieto (4%
MeOH/CH.Cl2) pano BkasaHy B 3arofioBKy CMONyKY
y Burnagi 6inoi niHn (497wr, 0,941mmonb, 69%).
MC: APCI: M+1: 5270, 529,0, 531,0 (TouHa maca:
526,05).

Mpuknag E8 - CuHTe3 6-6pom-7-[4-(4-HadpTaniH-
1-inninepa3uk-1-in)6yTokeu]-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0HY

o po34nHYy 4-(3-6pom-7-0kco-5,6,7,8-
TeTparigpo-[1,8]Hacb TMpManH-2-
inokcu)6yTupansaerigy (1,11r, Npuonmn3Ho

3,54mmorb, HeounweHut) B DCE (17mn) gogasanu
rigpoxnopug  1-HadTanin-1-inninepasuHy  (0,882r,
3,54mmork), a notim EtN (1,0mn, 7,1mMMonb). Pos-
YMH nepemiwyBanu npotarom 15xB. i JopdaBanu
NaBH(OAc)s (1,05r, 4,96Mmonb) y BUrNSAi MOPOLLKY .
PeakuinHy cymill nepemillyBanv npu KiMHaTHIN Te-
MnepaTtypi npoTarom 2rof. i racumm HacuyeHUM
NaHCO3 i H2O. Cymiw ekctparyBanm EtOAc. Opra-
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HiYHWI Wwap npommuBanu HacuyeHnm NaHCO3, HxO i
HacuM4yeHM po34MHOM cori, cywmnu Hag NaxSOy i
KoHUeHTpyBann. O4MLLEHHA PiAMHHOK XpoMmaTor-
padieto (4% MeOH/CH.CI,) gano BkasaHy B 3aro-
MOBKY CMOMyKYy Yy BUrnagi He 30BCiM 6inoi miHu
(1,37r, 2,69vmornb, 76%). YtBoptoBarmm HCI cinb
PO3YMHEHHAM BKasaHOi B 3arofloBKy CrOMyKM
(138wmr, 0,27mmorb) B cymiwi Et2O/CH2Cl2 3 noga-
newmum pgogasaHHaM 1H. HCI B Et2O (0,3mn). OTpu-
MaHun G6inuin ocag 36upamu inbTpyBaHHAM, Mpo-
muanm Et,O i cylwumnm 3 otpumanHam 6inoi tBepaol
peyvoBuHu (125mr). MC: APCI: M+1: 509,1, 5111
(ToyHa maca: 508,15).

Mpvknag E9 -  CuHtes  7-{4-[4-(2,3-
avxnopdeHin)ninepasuH-1-in]oyTokcu}-5-metnn-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

Mepwy npomikHy cnonyky, M-(7-rinpokcu-5-
meTun-[1,8]Hadb TMpnauH-2-in)auetamia, OTpuMyBa-
M TakuM YuHOM. CycrneHsilo 7-amiHo-4-meTun-
[1,8]HadpTmpmaunH-2-ony (25,6r, 146Mmonb) B oLTO-
BOMy aHrigpugi (375mn) kMn'atumm i3 3BOPOTHUM
XOnoAnIbHUKOM npoTsaroM 4,5 roguH. Cymiw ginbT-
pyBanu rapsivoio i MpOMMBanM OLTOBUM aHrigpuaom
i Etz0. OTpumaHy TBepAy peyoBUHY CyLLIMMN 3 OTPU-
MaHHAM  neploi  npomMbkHOi  cronyku  (28,8r,
132,6mmonb, 91%, >95% unctoTta). O64mcneHo ans
C11H11N3O2: C 60,82, H 5,10, N 19,34; 3HanpgeHo: C
60,88, H5,03, N 19,39.

Opyry npomikHy cronyky, N-(7-xnop-5-metun-
[1,8]HachTMpMaunH-2-in)aueTamin, OTPUMyBanM Takum
yuHoMm. N-(7-Tigpokcu-5-metun-[1,8]HacpTnpuanH-2-
in)auetamig (28,5r, 131,2mMmonb) cycnengyesanm B
POCI3 (280mn) i HarpiBanu npu KMM'ATiHHI i3 3BOpPOT-
HUM XorogunbHUKOM mpoTsarom 90xB., WO Aasano
TEMHUA PO3yuH. PeakuiiHy cymiwl racunu noBifb-
HUM BBeZeHHAM ii B 3-1 Konby, Wwo MicTuTe nig, npu
MeXaHIYHOMY nepeMilllyBaHHI (3aranbHui 06'em 1n).
Cywmiw oxonogxyBamm i HenTpanisysanu go pH 6,5,
BukopwucTtoBytoun 15-50% BogHuii NaOH, 3 oTtpu-
MaHHsiM ocagy. Cymill ginbTpyBanu npoTarom Houi,
npomvBarm H2O i cywmnu 3 OTpMMaHHAM SICHO-
KOPWYHEBOI TBEpAOi peyoBuHW (36r, MicTUIo npo-
AYKT | AeaueTnnboBaHy Crosyky). Teepay pevoBuHy
cycneHgyBamm B KUMASYOMY i3 3BOPOTHUM XOJlO4M-
NbHUKOM TOonyoni i cyMmiwl @inbTpyBanu rapsyoto.
HeposuuHHi TBepai 4acTvHkum Oynu  nepeBaxHo
Ginbw nonsapHUMKM NobGivHMMK mpogykTamu. DinbT-
paT OXonoAXyBanu 4O OTPUMaHHSA ocady, KU 36u-
panu inbTpyBaHHAM i NpoMuBanu TOSyoroM 3
OTpUMaHHSM MaTepiany, sikui OyB 30araveHuii B
HeoOXxigHu nmpoaykT. OTpumaHy TBepay PeuyOBUHY
cycnengyBarm B CH2Clz i Hepo3umHHUIA maTepian
30upanm ginbTpyBaHHAM 3 OTPUMAHHSAM YUCTOI ApY-
roi NPOMPKHOI cnonyku. bpanu gekinbka 4oaaTkoBUX
36opis (cymapHo 18,5r, 78,5Mmorb, 60%). MC: AP-
Cl: M+1: 236,1, 238,1 (TouHa maca: 235,05).

TpeTio NpPOMiKHY CMOMyKy, 7-XInop-5-meTun-
[1,8]Hacp TMpUANH-2-inamiH, oTpUMyBanmmM TakuUM 4u-
HOM. N-(7-xnop-5-meTtun-[1,8]Hacp TpnanH-2-
in)auetamig (11,5r, 48,8mmornb) cycneHgyBarm B
10% H2SO4 (180mn). Cymiw Harpisarm npu 110°C
npoTArom 2roA. i inbTpyBanu rapsyot And suaa-
NEHHs OPYropsigHMX HEepPO3YMHHUX TBEPAMX YacTu-
Hok. [lo cinbTpaty gogasamm HO (180mn), BHachi-
JOK 4Yoro yTtBoptoBaBcs ocad. Cymiw Harpisanu
3HOBY 3 OTPMMaHHAM PO34uHy. HarpiBaHHA mpumm-
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HAMW | gopaBanu  KoHueHTpoBanui NHsOH mpum
LUBWAKOMY NepemillyBaHHi Ao oTpumanHs pH 10.
Cymiw oxonomxysanu i ocag 36upanm dinbTpyBaH-
HAM, npomuBanu HxO i cywumnu 3 oTpMMaHHsM Tpe-
TbOI MPOMBKHOI cronyku y Burnagi 6nigo-xosToi
TBepaoi peyoBuHu (9,24r, 47, 7mmonb, 98%). T. nn.
264-266°C. MC: APCI: M+1: 194,0, 196,0 (TouHa
Maca: 193,04).

YeTBepTy NPOMiIXHY CMOMyKy, 7-XxIop-5-meTus-
1H-[1,8]HadbTMpMOUH-2-OH, OTPUMYBaNn TakuUM 4u-
HoMm. [lo cymiwi 7-xnop-5-metun-[1,8]HacpTrpnamH-
2-inaminy (13,7r, 70,7MMOfb) B KOHLEHTPOBaHIM
H.SO4 (55mn), oxonomkeHoi po 0°C, popaeanu
po3uymH NaNO: (6,3r, 92,0mmork) B H2O (25mn) no
kpannax. Jogasanm we HxO i cymiw nepemilyBanm
npu 20°C npoTtarom 1rog. Cymiw BunuBanu Ha nig.
OTpumaHun ocag BigdinbTpoOBYBanM, nPOMMBaNM
H2O, EtOH i Et,0 i cylumnm 3 oTpMMaHHAM YeTBep-
TOT MPOMbBKHOT cronyku y Burnagi nopowky (13,45r,
69,1Mmorb, 98%).

Mary NPOMDKHY CMonyKy,
©eH3nnokcmbyTokcn)-5 -mMeTun-
[1,8]Hadb TMPUANH-2-0H, OTpUMYyBanu TaknMM YUHOM.
Ho cycnensii 60% NaH (5,71, 144mmors, npoMuUTUIA
Tr® aona suganenHs macna) 8 AM®A (80mn) nosi-
nbHO popaBarm  4-6eHaunokcu-1-6ytanon (25,0r,
137mMmorb). Cywmiw Harpisanu go 70°C i noTiM oxo-
nogkysamm o kKimMHaTHOI Temnepatypu. OTpumaHy
cyMilWl godaeanu OO cycneHsii 7-xrnop-5-metun-1H-
[1,8]HadbTMpManH-2-oHy (12,71, 65,3Mmonb) B MDA
(40Mn) 3 OTPUMaHHSAM KOPUYHEBOTO po34uHy. Cymill
HarpiBarm npu 90°C npotsarom 30xB. i mpu 120°C
npoTtarom 2rof. PeakuinHin cymilli gaBann BMXOro-
HYTW OO KIMHaTHOI TemnepaTypu i nepemilyBaTuca
NpOTArOM Houi. PeakuinHy cymiw BnuBanmu B Ainu-
nbHy ninky i gogasarm EtO, a noTim MmiHimansHy
KinbkicTe H2O. EdbipHa dasa mictuna HagMipHui 4-
6eH3wunokecun-1-6ytaHon. Josoaurm pH BogHoro wa-
py 3 OM®A go 11,5 gogaBaHHAM 1H. NIMMOHHOT KMC-
not, mpu ubomy yTBoptoBascs ocag. Ocapg Bigdi-
neTpoByBamm i npomusamm Et,O. Teepay peyoBuHy
3HoBy cycneHgyBarm B HO (100mn) i gogasanu
EtOH (200mn), wo6 po3umHUTK TBEPAY PEYOBUMHY.
Cymiw cinbTpyBanm yepes uenit Ans BuaaneHHsi
HEePO3YMHHMX TBEPAUX YacTHOK. PinbTpaT po3bas-
nanu HxO (700mn), npu ubOMy Bunagana B ocaj
6nigo-xoBTa TBepAa pedvoBuHa. TBepay PeyoBUHY
36upamm dinbTpyBaHHAM, npommeanm HO i cywmnum
3 OTPUYMaHHAM M'ATOI NPOMDKHOI CMOMyKW y BUrNAAi
TBepaoi pevoBuHn (7,38r, 21,8mmonb, 33%). MC:
APCI: M+1: 339,2 (TouHa maca: 338,16).

WocTty NMPOMBKHY CMosyKy,
rigpokcmbyTtokcm)-5-meTun-3,4-gurigpo-1H-
[1,8]HachbTMPUANH-2-0H, OTpUMYBanNM TakuM YUHOM.
7-(4-beHaunokcnbyTtokcm)-5-metun-1H-
[1,8]HadbTMpuamH-2-oH (7,31r, 21,6mMMonb) rigpyBa-
m 3 BukopucTaHHam 20% Pd/C (1,0r) B EtOH
(100mn). MpoaykT BMMagas 3 po3ynHy B ocaf, nepl
Hi>X OyB BiOHOBNEHWI NMOABINHWI 3B'A30K. [Jonasanu
OM®A (75mn) i cymiw HarpiBanu, Wo6 po34nHATK
TBepAi YactuHki. [ogasanu we 20% Pd/C (1,0r) i
NpoAOBXYBanu rigpyBaHHs, o4HaK MOABIMHUN 3B's-
30k OyB CTikUM OO MOAanbLUOro TiApyBaHHS Mpu
BKaszaHuX ymoBax. PeakuiiHy cymiwl cinbTpyBanm i
PO3YMHHMK KOHLEHTPYyBanM 3 OTPUMAaHHSAM 3aBWUCI.
Hopasarm Et,O i TBEpay pevoBuHy 36upanm inbT-

7-(4-
1

7-(4-
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pyBaHHSM i cywmnM 3  OTpUMaHHaAM  7-(4-
rigpokcmbyTtokcn)-5-meTnn-1H-[1,8]HacpTmpnamH-2-
OHy (4,37r, 17 ,6MMmOnb, 81%).

7-(4-TippokcnbyTokcm)-5-meTun-1H-
[1,8]HadbTnpnamH-2-oH (3,0r, 12,08mMmMonb) rigpysa-
m 3 BukopuctaHHaMm 20% Pd/C B ouTtoBili KMcnoTi
(Mn) npoTarom x roA. PeakuinHy cymilw ginbTpysanu
i KOHUEeHTpyBann 3 OTPUMAaHHAM CyMilli LIOCTOI
MPOMIKHOT Cronyku i BigMoBiAHOI aueTUboBaHOI
cronykn. Cymiw cycneHgysamm B8 MeOH (30mn) i
H20O (10mn) i goBoanrm pH po 14 popasanHAM 50%
BogHoro NaOH. Cymiw HarpiBanu go 45°C. Oopa-
Basnuv KpuxaHy oLToBY KucrnoTy, wob gosecty pH go
7,5, i MeOH Buganamm npu 3HWKEHOMY TWUCKY.
OTpumaHy TBepZy pevoBuHYy BiadinbTpoByBanu,
npomuBarm HoO i cywmnu 3 OoTpMMaHHAM LLOCTOT
MPOMDKHOT CMOSlyKM Yy BUrnagi TBepgol peyvoBUHM
(2,78r, 11,1mmonb, 92%). MC: APCI: M+1: 2511
(TouHa maca: 250,13).

CboMy npoMbkHy cronyky, 4-(4-mMeTus-7-0Kco-
5,6,7 8-TeTtparigpo-[1,8]JHadb TMpNanH-2-
inokcn)oyTvpanbgeriga, oTpUMyBanmyM TakUM YMHOM.
[o posuuHy okcaninxnopugy (1,57r, 12,4mmork) B
CH2Cl> (20mn), oxonomxeHoro go -70°C, gpogasanu
po3unH IMCO (1,90r, 24,38mmornb) B CH2Cl2 (4mn)
npoTarom 4x8. Cymil nepemillyBanm npoTsirom 5xB.
i pgopaeBanu  mpoTAroM  5xB.  po3yMH  7-(4-
rigpokcmbyTtokcu)-5-metun-3,4-gurigpo-1H-
[1,8]HadbTvpuamH-2-oHy  (2,70r, 11,0mmonb) B
OMCO (8mn) i CH2Cl> (40mn). PeakuinHy cymiw
nepemiwysanu npu -70°C npotarom 10xB. 3 BuMa-
AaHHsM B ocag TBepAoi peyoBuHW. Cymiw HarpiBa-
m pgo 50°C npoTtsArom 5xB. i 3HOBY OXOrofpKyBamm -
70°C. Oopasarm EtsN (7,9mn, 56,4MMomb) i cymiL
HarpiBamnm [0 KiMHaTHOI TemnepaTypu nNpOTArom
30xB. PeakuivHy cymiw gogasamm go HxO i po3agi-
nanu wapwu. OpraHiyHun wap npomvBamm HxO, 1H.
JIMMOHHOK Kucrotol (2x) i HacudeHnm NaHCOsg,
cyumnu Hag NaxSOs i KOHUEHTpyBamM OO 3aBuCi.
Dopasarm Et,O i TBEpay peyoBuHy 36upanm ginbT-
pYBaHHSAM 3 OTPUMaHHSAM CbOMOI MPOMDKHOT Crosy-
ku (2,38r, 9,59Mmmonb, 89%). MC: APCI: M+1: 2492
(ToyHa maca: 248,12).

Oo cycneHsi rigpoxnopuay 1-(2,3-
avxropdeHin)ninepasuHy (0,93r, 3,48mmornb) B Aun-
xropeTaHi  (10mn) pgopgasann  EtsN  (0,96mn,

6,92mmork). Cymiw nepemiwysanu npoTtarom 15xs.
i nopaBamm cycneHsito 4-(4-metun-7-okco-5,6,7,8-
TeTparigpo-[1,8]Hadp TMpuanH-2-
inokcun)oymmpansgerigy (0,86r, 3,46mMmorb) B Amx-
rnopetaHi (5mn). MMicna 20xB. 3HAaXOMXEHHSA CyMiLli
npu KiMHaTHIn Temnepartypi, fogasamm NaBH(OAc)s
(1,03r, 4,85MMonb) | peakuiHy cymill nepemillyBa-
N1 Npu KiMHaTHIK TeMnepatypi npotarom 4rog. Pea-
KuiviHy cymiw Brmeanu B CH2Clz i npomusanm H20,
1H. NMMOHHOIO KucnoToto, HacudeHum NaHCOj3 i
HacuM4YeHUM po34YMHOM coni, cywmnu Hag NaxSOy i
KOHUeHTpyBanu fo macna. loaasamm Et,O i opraHi-
Ky OeKaHTyBanu 3 Hepo34YuHHOT cMmonu. dinbTpar
AaB KpuCTamniyHy TBepdy PpevoBuHy, siky 36upanu
GpinbTpyBaHHAM | cywmnn. OYMLUEHHSt PiAVHHOK
xpomatorpadieto (rpagieHtHe emotoBaHHa, 100%
CHCI32% MeOH/CHCI3, konoHka Biotage 40m)
4aro BkasaHy B 3arofioBKy Crosnyky y Burnagi 6inoi
TBepAoi pedvoBuHn (1,12r, 244mmonb, 70%). MC:
APCI: M+1:463,1 (TouHa maca: 462,16).
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Mpvknag E10 - CwuHtes 5-metun-7-[4-(4-
HadpTaniH-1-inninepaaun-1-in)byToken]-3,4-aurigpo-
1H-[1,8]Hacb TMpMAUH-2-0HY

BkasaHy B 3aronioBky Crosiyky oTpMMyBanu Big-
HOBHVMM aMmiHyBaHHAM 4-(4-meTun-7-okco-5,6,7,8-
TeTparigpo-[1,8]Hadp TMpuanH-2-
inokcn)oyTupanbaeriny 3 BUKOPUCTAHHSIM TiApOXIIO-
puay 1-HadbTaniH-1-inninepasuHy Mo onuMcaHiv BuLLe
MeTtoauui. MC: APCIl: M+1: 4452 (ToyHa maca:
444 25).

Mpvknag E11 - CwuHtes 5-metun-7-(4-[4-
(5,6,7,8-TeTparigppoHadTaniH-1-in)ninepasunH-1-
in)oyTokcu}-3,4-gurinpo-1H-[1,8 1Hacd TMpMAanH-2-0Hy

BkasaHy B 3arornioBky Crosiyky oTpMMyBanu Big-
HOBHVMM amiHyBaHHAM 4-(4-meTun-7-okco-5,6,7,8-
TeTparigpo-[1,8]Hadp TMpuanH-2-
inokcun)byTupanbgerigy 3 BukopuctaHHsam 1-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuHy Mo onucaHin
Buwe metoaumui. MC: APCI: M+1: 450,0 (TouHa ma-
ca: 448,28).

Mpvknag E12 - CwuHtes  7-[4-(4-iHoaH-4-
inninepaswH-1-in)6ytokcu]-5-metmn-3,4-aurigpo-1H-
[1,8|Hadb TMPUOMH-2-0HY

BkasaHy B 3aronioBky Crnosiyky oTpuMyBanu Big-
HOBHVMM amiHyBaHHAM 4-(4-meTun-7-okco-5,6,7,8-
TeTparigpo-[1,8JHad TMpmMaonH-2-
inokcn)oyTupanbaerigy 3 BUKOPUCTaHHAM 1-iHoaH-4-
inninepasvHy no omucaHin Buwe meToaumui. MC:
APCI: M+1: 435,6 (TouHa maca: 434,27).

Mpvknag E13 - CwuHtes  7-[4-(4-iHoaH-4-
inninepasuH-1-in)éytokcu]-5-tTpucpTopmeTun-3,4-
aurigpo-1H-[1,8]Hacp TMpuanH-2-oHy

Mepy NMPOMDKHY CronyKy,
©€eH3UNoKcMbyTOoKCK)-2-X10p-4-
TPUPTOPMETUMNHIKOTUHOHITPWA, OTPMMYBanM TaknuMm
YMHOM. Po3ymH 2,6-guxrnop-4-
(TP TOpMETUN)HIKOTUHOHITPUAY (201, 83MMOmb) B
Tr® (200mn) oxomomkysanu go -70°C. Okpemo
oxonompkyBarm ao -40°C posunH 4-6eH3unokcu-1-
OytaHony (15,41r, 85,5mmonb) B TT® (150Mmn) i go-
Aasamm no kpannsix 1M TpeT-6yTokeug kanito B TIO
(85,5mn) i fgaBanu MoXIMBICTb TemnepaTypi Jocsr-
HyTn 10°C npoTarom 15 xBurnmH. OTpUMaHUN Takum
YMHOM PO3YMH JoAaBanm 4o Po3ynHy 2,6-auxnop-4-
(TP TOPMETUN)HIKOTUHOHITPUNY Npu -70°C npoTs-
rom 2 roAvH, a noTim Harpisanu go 25°C npotarom
16 rogvH. TT'® Bugananm y BakyyMmi i 3armLLOK po3-
nodinanu Mk edipom i Bogoto. EdipHy dasy npo-
MMBamM 1H. NIMMOHHOIO KUCIIOTO, HACUYEHNM PO3-
YMHOM COni, CYWMNW Hag cynbartoM MarHito i
dinbTpyBanu. ®PinbTpaTt ynaptoBans 4o Macna, ke
6yno Jocutb YMCTUM A1 BUKOPUCTaHHSA Ha HacTyn-
Hin cTagii.

Opyry  npoMmixHy
©eH3unokcnbyTokcu)-4-
TPUPTOPMETUNHIKOTUHOHITPUI, OTPUMYBaNM HacTy-
nHUM YuHom. o OM®A (60mn) popasarm 6-(4-
©eH3UNoKkcMbyToKCcK)-2-xrop-4-
TpudpTopMeTUNHIKOTUHOHITPUN (32r, 83,1Mmorb) i
asug Hatpito (5,9r, 91Mmork) 3 noganswmm Harpi-
BaHHAM npu 70°C npoTtarom 16 roguH. Cymiw pos-
nodinanu Mk sogoto i edpipom. EcbipHy dasy npo-
MMBaMM HacW4YeHMM PO3YMHOM COfi, CYLUMIN Hag
cynbpatom MmarHito, inbTpyBamu i ynaptoBann 3
OTPUMaHHAM ApYroi NPOMDKHOI CROMyKW y BUrMAAi

6-(4-

cronyky, 2-a3vupgo-6-(4-
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macna (30,7r), AOCUTb YUCTOro Afd BUKOPWUCTAHHS
Ha HacTynHin cTagii.

TpeTio  NPOMiIXKHY
©6eH3unokcmbyTokcu)-4-
TPUPTOPMETUINHIKOTUHOHITPMA, OTPUMYBanM TakuMm
YMHOM. o PO34MHYy 2-a3npo-6-(4-
6eH3unokcmbyTokcu)-4-
TpudpTopmeTUnHikoTuHOHITpUny (30,71, 78,5MMmorb)
B MeTaHoni (150mn), oxonomxkeHomy go 0°C, noga-
Barm 1,1,1,3,3,3-rekcametungucinariaH  (28,02r,
157mmorb). Peakuis Oyna ek3oTepMidHO i 3Hera-
XyBaHHs BigbyBanocs 3a 3 roamHn. HeBenwky Kinb-
KicTb ocagy BigdinbTpoByBamM i inbTpaT OXOno-
[DKYBanu B XonogubHUKY 3 OTPUMaHHAM TBEPOOro
ocagy. Teepay pevyoBuHy BiadinbTpoByBanu, npo-
MUBanM rekcaHom i cywmnu go macu 19,7m. Teepay
peYvoBMHY oYMLLanM XxpomMaTtorpadieto Ha curikareni,
erloloYN ANXIIOPMETaHOM, 3 OTPUMAaHHSIM TpeTbol
MPOMDKHOT CMONykM y BuUrnsgi TBepaol peyoBuHU
(6,08r), T. nn. 94-96°C.

YeTBepTy MpPOMDKHY CrOnyky, 2-amiHo-6-(4-
6eHsunnokcmbyTokeu)-4-Tpudb TopMe TURNIPUANH-3-
kapbanbgerig, oTpMMyBanu HacTymHUM 4uMHOM. [lo
po34nHy 2-amiHO-6-(4-6eH3unrnokcmbyTokcu)-4-
TPUDTOPMETUNHIKOTUHOHITPUITY (8,761, 24MMOnb) B
Tro (40mn), oxonomkeHoro go 0°C, pogasanu 1M
DIBAL B TI® (96mn). Micna nigirpisaHHs go 25°C
npotarom 1 roguHW, CyMmill racumv AOAaBaHHAM
po3umnHy xorogHoi 2H. HCI (200mn). Micna nepemi-
WyBaHHs i migirpisaHHs go 25°C cymiw HenTpanisy-
Banu 0o pH 7 nogaBaHHAM kapboHaTy Kanito i cymil
eKkcTparyBanu gietunosum ecpipom. EcipHi npomums-
Hi BOOM CyWMMM Haf cyrbdaTtoM MarHito, inbTpy-
Banu i ynaptoBanu 3 oTpMMaHHsSIM 4YeTBepTOi MpOMi-
XHOi crnonyku y Burnagi macna (7,5r).

MM'aty npomixHy crnonyky, eTunosuin edip 3-[2-
amiHO-6-(4-6eH3unokcmbyTokcu)-4-
TpUdTOPMETUNNIPUANH-3-iNJakpunosoi KUCIoTH,
OTPUMYyBanM Takum YuMHOM. [JO po3yuHy 2-amiHO-6-
(4-6eH3unnokcmbyToken)-4-Tpudb TopMe TURMIPUANH-3-
kapbanbgerigy (4,66r, 10,6mMMonb) B MeTaHoni
(100mn) popgasamm etunoBui edip (TpudeHindoc-
daHinigeH)ouToBoi  kucrnomm (7,09r, 20,4MMmornb).
Cymiw HarpiBanu go 67°C npotsirom 16 roguH i yna-
ptoBanm go macna. OuuniieHHs xpomaTtorpadieto Ha
cunikareni 3 erlOlOBaHHAM  CYMILLLLIO  Tek-
caH/eTunaueTtaTt gano MATYy MPOMiIKHY CMOMyKy Y
Burnagi macna (4,66r).

WocTty NPOMDKHY CMOSIyKY, 7-(4-
6eHsunnokcnmbyTtoken)-5-TpucbTopmeTn-3,4-aurigpo-
1H-[1,8]HadTMpMANH-2-OH, OTPUMYBaANN TakuUM 4u-
HoM. [1o po3ymHy eTunosoro edipy 3-[2-amiHo-6-(4-
6eH3unnokcnbyToken)-4-Tpudb TopmMe TUnMipUANH-3-
inJakpunosoi kucnot (7,5r, 20mmorke) B TT® (70mn)
popasanun Hikenb Penes (1,5r). PeakuinHy cymiw
nigaasamm TUcky Ao 50 gyHTIB Ha KB. AtOWM rasorno-
nibHMM BogHeM npoTtaroM 16 roguH. Cymiw inbT-
pyBanu, yrnaptoBanu 4O Macna, 3HOBY PO3YMHSANA B
i3onponaHo i (20mn) i pofaeanu n-
TonyoncynboHoBy kucroty (0,24r). Cymiw kun'sa-
TUNM i3 3BOPOTHUM XOJOAUMBHUKOM MPOTAroM 45
XBUMMH. CyMill BfiMBamm B CyMilll HACMYEHOTO Kap-
GoHaTy HaTtpito i gieTnnosoro eqgipy i edipHy dasy
Bigainanu. EdipHui wap npomuBanM HacuyeHuM
pO34MHOM COfli, Cywmnu Hag 6e3sogHuM cynbda-
TOM MarHito, inbTpyBanu i ynaptoBanu 3 oTpumaH-

crofnyky,  2-amiHo-6-(4-
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HAM LLOCTOT MPOMDKHOI CMOMyKWU Yy BUrnsai macna
(3,29r).

Cbomy NMPOMDKHY CMonyKy, 7-(4-
rigpokcnbyTokcm)-5-TpudTopmeTnn-3,4-gurigpo-1H-
[1,8]lHacpTMpNanH-2-0H, OTpuUMyBanM  HacTynHUM
ynHoM. o cymiwi 50:50 Tr®/metaHon (50mn) go-
AaBanm 7-(4-6eH3nnokcnbyToken)-5-TpudtopmeTnn-
3,4-purigpo-1H-[1,8]Hadb T"pManH-2-0H (3,29r,
8,3mmonb), a notim 20% Pd Ha akTuBOBaHOMY BY-
rinni (2,0r). Peakuivivy cymiw niggasanu Tucky oo 50
(yHTIB Ha KB. AIOMM ra3onofibHm BogHEM NpOTS-
rom 48 roguH. Cymiw dinbTpyBanm i ynaptosanu 3
OTPUMaHHAM CbOMOI MPOMDPKHOI CMONYKU Y BUrNA4i
TBEepaoi pevoBuHM (3,29r).

BocbMy  MPOMBKHY — CMONyKY,
TpudpTopmMeTUn-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMANH-2-inokeun)byTupanbaeria, OTpUMy-
Banu TakuM YMHOM. [JO0 pO34MHy okcaninxropugy
(1,1r, 8,77mmorw) i AMCO (1,35r, 17,2mmornb) B
avxrnopmeTaHi (20mn) npu -70°C gogasany po3ynH
7-(4-rippokcubyTtokcn)-5-TpucpTopmeTun-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy (2,32r,
7,62mmorb) B AMCO npoTtarom 10 xBunuH. o cy-
Miwi gogasanu Tpuetunamin (4,0r, 40mMorb) i pea-
KUiiHy cymiw HarpiBanu go 25°C npoTarom 45 xBu-
mmH. Cymilw npoMuBammM NocnigoBHO 1H. IMMOHHOO
KUCMOTOl, HacuieHnM GikapboHaTom HaTpito i Ha-
CUYEHUM PO3YMHOM COfli, @ MOTIM CYLLNIX OpraHivyHy
dasy Hag cynbdaTom MarHito i dinbTpyBann. Pinb-
TpaT ynaptoBanm 3 OTPMMaHHAM BOCbMOI MPOMDKHOI
CMOJYKW y BUrNaai TBepaoi pevyoBuHu (2,28r).

4-(7-0kco-4-

Mo meToawuui, NoAibHIN 4O METOAUKM iHLLIMX NpU-

Knagis BuLle, rigpoxnopua 1-iHaoaH-4-inninepasnHy
3B'A3yBan/ BiAHOBHMM aMiHyBaHHSM 3 4-(7-0kco-4-
TpudTopmeT!n-5,6,7,8-teTparigpo-
[1,8]Hadb TMpMAnH-2-inokeun)byTupanbaerigom 3 ro-
AarnblUMMK  TUMOBOKD OOPOOKOK | OYWLLEHHAM 3
OTPVMMaHHsIM BKa3aHoi B 3arorioBky cronyku. MC:
APCI: M+1: 489,4 (TouHa maca: 488,24).

Mpuknag E14 - CwHTes 7-[4-(4-HadTaniH-1-
inninepasuH-1-in)éyTokcu]-5-TpucpTopmeTnn-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-oHy

Mo meToawmui, NoAibHIN 4O METOAUKM iHLLIMX Npu-
Knagis BULLE, rigpoxnopva 1-HadpTaniH-1-
inninepasuHy 3B'A3yBany BiQHOBHUM aMiHyBaHHSIM 3
4-(7-okco-4-TpudpTopmeTnn-5,6,7,8-tetparigpo-
[1,8]Hadb TMpManH-2-inokcu)byTupanbaerigom 3 ro-
AarnblMMK  TUMOBOKD OOPOOKOK | OYWLLEHHAM 3
OTPVYMaHHsIM BKa3aHoi B 3arorioBky cronyku. MC:
APCI: M+1:499,1 (ToyHa maca: 489,22).

Mpwknag E15 - CwuHtes 7-{4-[4-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]6yTokcu}-
5-tpudbTopmeTnn-3,4-gurinpo-1H-[1,8]Hacb TMpnANH-
2-0Hy

Mo meToauui, NoaibHI 4O METOAMKK iHLIMX MpW-
knagie Buwe, 1-(5,6,7,8-TeTparigpoHadTanin-1-
in)ninepasuH 3B's3yBany BiZHOBHMM aMiHyBaHHSAM 3
4-(7-okco-4-TpudpTopmeTnnn-5,6,7,8-tetparigpo-
[1,8]HadbTMpMAauH-2-inokcun)bytupanbaerigom 3 ro-
AanblwnMMM  TUMNoBOK OBOpOOKOID | OuULEHHAM 3
OTPVYMaHHsIM BKa3aHoi B 3aronioBky cronyku. MC:
APCI: M+1: 503,1 (TouHa maca: 502,26).

Mpuknag F1 - CuHres 7-¥4-[4-(2,3-
avxnopdeHin)ninepasuH-1-in]oyTtokcun}-3,4-gurigpo-
1H-nipngo(2,3-d]nipumignH-2-oHy
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Mepwy npomikHy cnonyky, N-{3-rigpokcumeTus-
6-[4-(TeTparigponipaH-2-inokcu)oyToken]nipngnH-2-
in}-2,2-guMeTnnnponioHamia, OTPUMYyBanM  Takum
YnHoM. OxonomxKyBaHy Nbogom cymiw N-{3-popmin-
6-[4-(TeTparigponipaH-2-inokcn)oyTokeu]nipuanH-2-
iny-2,2-gumetnnnponioHamigy (2,20r, 5,80mmvorns) B
meTaHoni  (20mn) o6pobnanm  NaBHs (0,394,
10,40mMonb) mopuisimu. 3 cymiwi Buginanmcs 6ynb-
fawku. Cymilw HarpiBarmm 40 KiMHaTHOI Temneparty-
pu i nepemiwysanm npotarom 1 roavHn. besbaps-
HW/ PO34YMH racunM BOAOK | KOHLUEHTpyBamim y
BakyyMi. 3anuwwok posbaenanm sogoto i EtOAc. Op-
raHiyHWI Wap BigAdinanu i BOOHWIA Wap ekcTparysa-
mm EtOAc. O6'egHaHi opraHiyHi eKcTpakt mpoMu-
BanM HacWYEHUM pPO34YMHOM COJi, CyLMnu Hag
NazSOs, hinbTpyBamm i KOHUEHTPYBanIM y Bakyymi 3
OTPUMAHHSIM MEepLLOT MPOMIXKHOI CMONyKK ¥ BUrNSgi
XoBTOro Macna (2,21r, «kinbkichun). 'H  AMP
(400MrI'y, CDCl3): 6 7,69 (g, 1H), 7,68 (ywwmp, c, 1H),
6,62 (g, 1H), 4,62-4,58 (m, 1H), 4,38 (g, 2H), 4,26 (T,
2H), 4,04-3,96 (m, 1H), 3,92-3,77 (m, 2H), 3,55-3,42
(m, 2H), 1,92-1,67 (m, 6H), 1,63-1,48 (m, 4H), 1,36
(c, 9H). MC ES: m/z = 381,10.

Opyry npomixHy cronyky, N-{3-azngpomeTun-6-
[4-(TeTparipponipan-2-inokcn)byTokeu]nipuguH-2-in}-
2,2-gumeTunnponioHamia, OoTpuMyBann TakuM 4u-
HoM. OxomomxkyBaHy mbogom  cymiw  N-{3-
rigpokcumeTun-6-[4-(TeTparigponipaH-2-
inokcu)6yTokeulnipnanH-2-in}-2,2-
anmetunnponioHamigy (1,00r, 2,60mmons) i gnde-
Hindocdopunasngy (1,44r, 4,20Mmonb) B TOMyoni
obpobrsmm DBU (7,27r, 4,78vmmonb). PeakuiviHy
CyMilWl HarpiBanu 0O KiMHaTHOI Temnepatypu i ne-
pemiwyBanu npoTtarom 1 roanHu. KOpuyHeBY CyMiLLl
KOHUEHTpyBanu y Bakyymi i posbaenanm EtOAc i
Bogoto. OpraHiyHMi Wwap BiaAdinAnu i BOOHWA Lap
ekctparyBanu EtOAc. O6'egHaHi opraHiuHi ekcTpak-
™ cywmnu Hag NaxSO4, dinbTpyBamm i KOHUEHTPY-
BanM y BakyyMi. 3anuLoK O4MLLANM KOJIOHKOBOIO
xpomartorpadieto (3:1, rekcaHW/EtOAc) 3 oTpuman-
HAM OpYyroi MPOMBPKHOI CMONyKW y BUrnsgi sICHO-
xosToro macrna (0,800r, 75 %). "H amP (400Mrw,
CDClz): & 7,63 (g, 1H), 7,58 (c, 1H), 6,62 (g, 1H),
4,624,59 (m, 1H), 4,30 (c, 2H), 4,26 (c, 2H), 3,92-
3,77 (m, 2H), 3,54-3,42 (m, 2H), 1,92-1,67 (m, 6H),
1,63-1,46 (m, 4H), 1,35 (c, 9H). MC ES: m/z =
406,10.

TpeTio npombkHy cnonyky, N-[3-asugomeTun-6-
(4-rippokcubyTokcm)nipuamH-2-in}-2,2-
AvMeTUnnpornioHamig, OTpMMyBamM TakUM YUHOM.
Cymiw  N-{3-asaugometun-6-[4-(TeTparigponipaH-2-
inokcn)oyTokeculnipnanH-2-in}-2,2-
anmetunnponioHamigy (0,730r, 1,80mmonb), nipw-
OvHiIn - n-TonyoncynbdgoHoBoi  kucrnotv  (0,100r,
0,40mmorb) B EtOH (50Mn) kmun'saTunm i3 3BOpOTHUM
XONOAUIbHUKOM npoTAroM 1 roguHW. PO34uH KOH-
LeHTpyBanu y Bakyymi, noTiMm po3baensnm Bogoto i
EtOAc. OpraHiyHui Wwap Bigainsanu i BOOHUNA Lwap
ekctparyBanu EtOAc. O6'egHaHi opraHivHi ekcTpak-
™ cywmnu Hag NaxSOa, dinbTpyBamm i KOHLEHTPY-
Banu y BakyyMi 3 OTPUMaHHAM TPETbOl MPOMDBKHOI
crnonykn y Burnagi xxostoro macna (0,570r, 99 %).
'H AMP (400Mru, CDCls): § 7,70-7,62 (ywmp, c,
1H), 7,63 (a, 1H), 6,63 (g, 1H), 4,31 (c, 2H), 4,29 (T,
2H), 3,73 (1, 2H), 1,92-1,82 (m, 2H), 1,78-1,68 (m,
3H), 1,35 (c, 9H). MC ES: m/z = 322,20.
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YeTBepTy npomikHy crnonyky, N-[3-asngomeTun-
6-(4-okcobyTokcm)nipugun-2-inl-2,2-
AVMeTUNnporioHamia, OTpMMyBamM TakUM YUHOM.
PosunH nepiognHaHy [ecca-MaptiHa  (0,982r,
2,20mmore) B CHoCl2 (20mn) obpobnsnm  N-[3-
asngomeTun-6-(4-rigpokcnbyTokeu)nipuguH-2-in]-
2,2-pumeTunnponioHamigom (0,470r, 1,46MMonb) B
CH2Cl2 (5Mn) npu kiMHaTHI Temnepartypi. Koty
cyMilWw nepemiwysanu npotarom 1,5rof., NoTiM pos-
6asnsanu Et,O i BnvBamm B HacudeHuin NaHCOs, wo
MicTutb NazS203 (2,50r, 15,80mmonb). Cymiw ne-
pemiwyBanm npoTarom 10 XBUNMH i OpraHiyHWn Wwap
Bigginanv. BoaHui wap ekctparysarm Et,O i 06'eq-
HaHi OpraHiYyHi ekcTpakTy npoMmMBanM HacuyeHUM
po34umHoMm corii, cywmnmm Hag NaxSOgs, inbTpyBanm i
KOHLIEHTPYBanu y BaKkyymi 3 OTPUMaHHSAM HeouuLue-
HOro anbAerigy, SKui BUKOPUCTOBYBamnM Ha HacTyn-
Hii cTaail 6e3 4OOaTKOBOIO OYULLIEHHS.

M'aty npombkHy cronyky, N-(3-a3ugomeTun-6-
{4-[4-(2,3-guxnopdeHin)ninepasuH-1-
injoyTokcu}nipuguh-2-in)-2,2-auMeTUNNpo nioHamig,
oTpuMmyBanM TakuM 4YuHOM. [o po3umHy N-[3-
asugomeTun-6-(4-okcobyTokem)][nipugnH-2-in]-2,2-
anmetunnponioHamigy 8 DCE (50mn) gogasanm 1-
(2,3-pmxnopdeHrin)ninepasuH  (0,553r, 2,10mMmornb),
EtsN (0,295r, 2,90mmonb) i NaBH(OAc)s (0,433,
2,00mmork). Cymiw nepemilyBanyM npu KiMHaTHINA
Temneparypi npotarom 1 roguvHW, NOTIM racumm Bo-
poto i HacndeHum NaHCOs. Cymiw ekctparyBanu
CH2Cl, i o6'egHaHi ekcTpakTu mpomuBanM Hacude-
HWM PO34MHOM cofli, cywunm Hag NaxSOa, dinbTpy-
Banu i KOHUEHTpyBamm y BakyyMi. 3anuLuok ovmLua-
m KOMOHKOBOHO XpomaTtorpadieto (10%
MeOH/EtOAC) 3 oTpyMaHHAM M'ATOI MPOMIXKHOI Cro-
nykn y BUFAsAi koBToro macra (0,455r, 58%). 'H
AMP (400Mry, CDCIs): & 7,62 (A, 1H), 7,61-7,55
(ywmp, ¢, 1H), 7,20-7,14 (m, 2H), 7,00-6,92 (m, 1H),
6,61 (g, 1H), 4,33 (c, 2H), 4,27 (1, 2H), 3,18-3,00 (Mm,
4H), 2,78-2,58 (m, 4H), 2,47-2,41 (m, 2H), 1,89-1,62
(m, 4H), 1,36 (c, 9H). MC ES: m/z = 534,09, 536,04.

Locty npombkHy crnonyky, TpeT-6yTunosui
edip [6-{4-[4-(2,3-anxnopdeHin)][ninepa3uH-1-
inoyTokcu}-2-(2,2-
OVMeTUNMPONioHINamiHO)NipuanH-3-
inveTun]kap6amMiHOBOiI KMUCIOTU, OTPUMYBaNM TakuUm
YYHOM. Cymiw N-(3-a3ungomeTun-6-{4-[4-(2,3-
anxnopdeHin)ninepa3suH-1-in]oyTokcu}nipygnH-2-
in)-2,2-gumetnnnponioHamigy (0,808r, 1,51Mmonb) i
an-TpeT-6yTungukapboHaty (0,326r, 1,54mMmonb) B
EtOH (40mn) o6pobnsanm Hikenem PeHest (2mn cy-
cneHsii y Bogi). Cymiw ctpywysanu npu Tucky Ho 45
dyHTIB Ha kB. Alovim nmpoTarom 3 rogwH. CycneHsito
dinbTpyBanu yepes UeniT i NoAyLwKy LeniTy npoMmu-
Banu EtOH. ®inbTpaT KOHUEHTpyBamm y BaKyyMi.
3anuLok o4ymLianM KOJIOHKOBOK Xpomarorpadieto
(10% MeOH/EtOAC) 3 OTPUMaHHAM LLOCTOi MPOMDK-
HOi crnonykn y Burnagi 6inoi TBepAoi pPeyvoBMHM
(0,619r, 67%). T. nn. 143-144°C. "H SIMP (400Mrw,
CDCl3): & 8,12-8,04 (ywwp, c, 1H), 7,67 (g, 1H),
7,18-7,12 (m, 2H), 7,00-6,92 (m, 1H), 6,58 (g, 1H),
5,64-5,50 (ywwp, c, 1H), 4,24 (7, 2H), 4,08 (g, 2H),
3,15-3,01 (m, 4H), 2,70-2,59 (m, 4H), 2,48 (1, 2H),
1,85-1,64 (m, 4H), 1,43 (c, 9H), 1,35 (c, 9H). MC ES:
m/z =608,22,610,17.

CboMy MPOMDKHY Cronyky, 3-amiHomeTun-6-{4-
[4-(2,3-anxnopdeHin)ninepasuH-1-
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inoyToKCUNipuanH-2-inamiH, OTpUMyBanu Takum
4YnHoM. Cymiw TpeT-6yTunosoro edipy [6-{4-[4-(2,3-
OuxnopdeHin)|[ninepasuH-1-in)6yTokcu}-2-(2,2-
AVMeTUNNPOMioHiNamiHo ) nipuanH-3-
inmeTun]kap6amiHosoi kucnot (0,557, 0,91Mmorb)
B 2H. BogHomy KOH (5mn) i EtOH (20mn) kun'atvunm
i3 3BOPOTHUM XONOAMITBHUKOM MPOTAroM 5 rogwuH.
Peakuis He Oyna 3akiHyeHa (nmigTBepmpkeHo 1H
AMP), TOMy popaBanM [OOATKOBY KinMbKiCTb  2H.
KOH (5mn) i oTpumaHy CyMill KUm'ssTunm i3 3BOpoT-
HUM XOMOAMMBHUKOM MPOTAroM Houi. Cymill oxoro-
DKyBanu 4o KiIMHaTHOT Temneparypw, noTim po3btas-
nanu Bogot i ekctparyBarm EtOAc. OpraHiyHi
ekcTpakt cywmmm Hag NaxSOs, dinbTpyBamm i KOH-
LeHTpyBanu y BakyyMi 3 OTPMMaHHSM KOPUYHEBOTO
Macna, sike BMKOPWUCTOBYBanu Ha HaCTynHin crtagil
0e3 [04aTKOBOrO OYMLLEHHS. "H amP (400MrIy,
CDCl3): 8 7,20-7,10 (m, 3H), 7,00-6,92 (m, 1H), 5,98
(c, 1H), 5,17-5,00 (ywwmp, c, 2H), 4,82-4,71 (ywwmp, c,
2H), 4,18 (1, 2H), 4,14 (g, 2H), 3,192,97 (m, 4H),
2,78-2,50 (m, 4H), 2,45 (1, 2H), 1,85-1,62 (m, 4H),
1,44 (c, 9H).

[o po3umHy HeouuweHoro TpeT-0yTUIIoBOro
edipy (2-amiHo-6-{4-[4-(2,3-
avxropdeHin)ninepasuH-1-in]oyTokcuinipnanH-3-
inMeTun)kapb6amiHOBOT kucrnotn B Aiokcadi (15mr)
popasann 3H. HCI (15mn). OTpymaHy cymil kun's-
TWM i3 3BOPOTHMM XOMOAWIMBHUKOM MPOTAroM 2
roguH, OXoriopKyBanmm OO KiMHaTHOI Temneparypw,
noTiMm HenTpanisysamm HacuieHnm NaCOs. Hent-
panizoBaHui po3unH ekctparyBsanu EtOAc i opraHi-
YHi eKCTpakTM MPOMMBANM HaCUY4EHUM PO34YMHOM
coni, cywmnu Hag NaxSOs, cinbTpyBanm i KOHUEHT-
pyBanu y BakyyMmi 3 OTPMMaHHsM BKa3aHOi B 3aro-
MOBKY CMOMYKM y BWrMs4i KOPWYHEBONO Macna
(0,367r, 94% 3a pBi cTagji). H aAmMP (400MIw,
CDCl3): 8 7,21-7.10 (m, 3H), 7,00-6,91 (m, 1H), 6,00
(@, 1H), 5,40-5,21 (ywuwmp, c, 2H), 4,12 (1, 2H), 3,82
(c, 2H), 3,71 (c, 2H), 3,19-298 (m, 4H), 2,81-2,55
(m, 4H), 2,50 (7, 2H), 1,91-1,43 (m, 4H). MC ES: m/z
-424,00, 425,99.

Cymiw 3-amiHomeTun-6-{4-[4-(2,3-
anxnopdeHin)ninepaswuk-1-in]oyTokcu}nipugmH-2-
inaminy (0,260r, 0,61Mmorb) B TI® (10mn) 06pob-
nanm 4-HiTpoheHinxnopgopmiatom (0,160r,
0,79vmork). Cymiw nepemiwyBanM npu KiMHaTHIN
Temnepatypi npotarom 30 XBUNWH, MOTIM OXOIO-
okyBann go 0°C i o6pobrsnu LDA (0,9wn,
3,8Mmonb, 2,0M B cymiwi renran/TI ®/eTunbeHson).
KopuyHeBy cymiw nepemiwyBanu Mpu KiMHaTHIN
Temnepatypi npotarom 1 roavHu, noTiM racunm Bo-
poto i ekctparyBarm EtOAc. OpraHivHi ekcTpaktu
npomvBanM BOAOK i HacU4eHMM PO34YMHOM COfi,
cywmnu Hag NapSO4, dinbTpyBanu i KOHUEHTPYBa-
My BaKyyMmi. 3anuLok ounwanu npenapaTvBHOO
TOHKOLLAPOBOH Xpomartorpadieto (10%
MeOH/EtOAC) 3 oTpuUMaHHAM Bka3aHOi B 3arosfiloBKy
CMOMyKN Yy BUMAAi AICHO-XXOBTOI TBEPAOi peyoBUHU
(0,071r, 25%). T. nn. 166-167°C. "H AMP (400MIw,
CDCl3): 8 7,25 (c, 1H), 7,19-7,14 (m, 2H), 7,14-7,09
(ywwmp, c, 1H), 6,99-6,94 (m, 1H), 6,32 (g, 1H), 5,57-
5,51 (ywmp, c, 1H), 4,45 (c, 2H), 4,24 (1, 2H), 3,16-
3,02 (m, 4H), 2,75-2,58 (m, 4H), 2,49 (1, 2H), 1,84-
1,64 (m, 4H). MC ES: m/z = 450,03, 452,02.
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Mpvknag F2 - CuHtes 7-[4-(4-HadTaniH-1-
inninepaswH-1-in)oyTokcu]-3,4-aurigpo-1H-
nipnao(2,3-d]nipumignH-2-oHy

Mepwy npombkHy crnonyky, N-{3-a3angomeTun-6-
[4-(4-HadTaniH-1-inninepa3uH-1-
in)6yTokcu]nipugun-2-in}-2,2-auMe TMNNpo nioHamig,
oTpUMyBammM TakvuM YuMHOM. [o po3umHy N-[3-
asngomeTun-6-(4-okcobyTokem)nipugn-2-inl-2,2-
anmeTtunnponioHamia 8 DCE (250mn) pgopasanu
MOHorigpoxnopua 1-HadpTaniH-1-inninepasnHy
(2,81r, 11,30mmomb), EtsN (2,00r, 19,80mmornb) i
NaBH(OAc)s (2,38r 11,20mmorkb). Cymiw nepemi-
wyBanm npu KiMHaTHIM Temnepatypi npotarom 1
roavHW, NoTiM racunu Bogoto i HacudeHum NaHCOs.
Cymiw ekctparyBarm CHzCl, i o6'egHaHi ekcTpakTu
NpPoOMMBanM HaCUHEHNM PO34YMHOM COMi, CYLUMIN Hag,
NazxS04, hinbTpyBanu i KOHUEHTPYBanM y BakyyMmi.
3anvLoK o4yuMLianM KOJIOHKOBOK Xpomartorpadieto
(1:19, EtsN/EtOAC) 3 OTpMMaHHAM MepLloi MpOMDK-
HOI Crofyku y BUrnagi kopuuHesoro macna (2,36r,
59%). 'H AMP (400Mru, CDCls): & 8,26-8,17 (m,
1H), 7,85-7,80 (m, 1H), 7,64 (g, 1H), 7,60 (c, 1H),
7,55 (g, 1H), 7,50-7,44 (m, 2H), 7,41 (1, 1H), 7,10 (4,
1H), 6,64 (g, 1H), 4,31 (c, 2H), 4,28 (1, 2H), 3,25-
3,05 (m, 4H), 2,90-2,62 (m, 4H), 2,55 (1, 2H), 1,90-
1,68 (m, 4H), 1,35 (c, 9H). MC ES: m/z = 516,20.

Opyry npomixkHy crionyky, TpeT-6yTmnosuii edpip
{2-(2,2-gumeTvnnponioHinamiHo)-6-[4-(4-Had TaniH-
1-inninepaauk-1-in)6yTokcu]nipuanH-3-
inveTun}kap6amiHOBOT KMCIOTU, OTPUMYBANN TakUM
ynHoM. Cymiw N-{3-asugomeTun-6-[4-(4-HacdbTanin-
1-inninepaauk-1-in)byTokcu]nipuanH-2-in}-2,2-
AvmeTtunnponioHamigy (2,36r, 4,60mmonb) i Au-
TpeT-6ytunaukapboHaty (1,035r, 4,74mmorb) B
EtOH (80mn) o6pobnisinv nanagiem Ha akTMBOBaHO-
my Byrinmi (10% Bonorun, 1,254r). Cymiw cTpyLy-
Banuv npu TUcky Hy 45 cyHTIB Ha KB. OIOWM MPOTAromM
3,5 roauH. CycneHsito ginbTpyBanM yepes LEniT i
nogywky uenity npomuearm EtOH. ®inbtpart koH-
LeHTpyBanu y BakyyMmi 3 OTpMMaHHAM OpYrol npoMmi-
XKHOT crnomnyku y Burnagi 6inoi TBepaoi pevoBUHU
(2,64r, 97%). T. nn. 80-82°C. 'H AMP (400Mrwu,
CDCl3): & 8,24-8,16 (m, 1H), 8,00 (ywwmp, c, 1H),
7,86-7,80 (m, 1H), 7,66 (g, 1H), 7,55 (g, 1H), 7,50-
7,42 (m, 2H), 7,40 (1, 1H), 7,10 (g, 1H), 6,59 (g, 1H),
5,45 (ywmp, c, 1H), 4,28 (1. 2H), 4,09 (g, 2H), 3,25-
3,05 (m, 4H), 2,85-2,60 (m, 4H), 2,60-2,50 (m, 2H),
1,89-1,60 (m, 4H), 1,42 (c, 9H), 1,35 (c, 9H). MC ES:
m/z = 590,33.

TpeTio MPOMBKHY CMOMyKy, TpeT-0yTunoBui
edpip  {2-amiHO-6-[4-(4-HadpTaniH-1-inninepa3uH-1-
in)6yTokcu]nipuanH-3-inMeTnnikapbamiHoBOi  K1cMo-
™, OTpuMyBanmu Takum YuHOM. Cymiw TpeT-
6ytnnosoro egipy {2-(2,2-gumeTnnNponioHinamiHo)-
6-[4-(4-HadpTaniH-1-inninepa3uH-1-
in)6yTokcm]nipuanH-3-inMeTnnikapbamiHoBOi  K1cMo-
™ (2,641, 4,48MMorb) B 2H. BogHOMY KOH (40mn) i
EtOH (40Mn) Knm'aTunu i3 3BOPOTHUM XOJIOAMITbHU-
KOM NpOTSAromMm Houi. Cymill oxonogXyBamm 0 KiM-
HaTHOI Temnepartypu, NoTiM po30aBnsiiM BOJOM i
ekcTparyBanu EtOAc. OpraHiyHi ekcTpakTv cywmnm
Hag NaxSOg, cbinbTpyBamm i KOHUEHTpPYBanM y Baky-
yMi. 3ammMLIoK o4yuLianM KOSIOHKOBOK Xpomarorpa-
dieto (2,5% EtsN/EtOAC) 3 oTpuMaHHAM TpeTbOoi
NPOMDXHOT cronyku y Burnagi 6inoi TBeppoi pevo-
BuHM (1,30r, 58%). T. nn. 67-68°C. "HAMP
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(400Mru, CDCIs): 6 8,42-8,30 (m, 1H), 7,85-7,60 (m,
1H), 7,55 (g, 1H), 7,51-7,40 (m, 2H), 7,39 (1, 1H),
7,16 (g. 1H), 7,08 (g, 1H), 6,00 (@, 1H), 5,13-5,00
(ywwp, c, 2H), 4,85-4,70 (ywwmp, c, 1H), 4,20 (T, 2H),
4,14 (g, 2H), 3,28-3,04 (m, 4H), 2,90-2,62 (m, 4H),
2,54 (71, 2H), 1,88-1,66 (m, 4H), 1,54 (c, 9H). MC ES:
m/z - 506,19.

YeTBepTy NpOMDKHY Cronyky, 3-amiHoMeTun-6-
[4-(4-HadTaniH-1-inninepa3uH-1-
in)oyToKCU]NipuanH-2-inamiH, OTPUMyBanu Takum
YnHoM. [lo po3umHy TpeT-6yTurnoBoro edipy {2-
amiHo-6-[4-(4-HadbTanin-1-inninepasuH-1-
in)6yTokcu]nipnanH-3-inmeTnnikapbamiHoBOi  K1cno-
™ (1,171, 2,31Mmomb) B fgiokcani (10mn) gogasanu
3H. HCI (10mn). OTpumaHy CcyMmill KMi'AaTUMK i3 3BO-
POTHMM XONOAWIBbHWKOM MPOTAroM 1 roguHW, OXo-
noaxysanu 4o KiMHaTHOT TeMnepartypu, NoTiM HEeNT-
panizyBanu HacudeHnm NaxCOs. HeritpanisoBaHui
po3yuH ekctparyBarm EtOAcC i opraHiyHi ekcTpaktu
NpoOMVBanM HaCUHEHNM PO34YMHOM COMi, CYLLMIN Hag,
NazS04, hinbTpyBamm i KOHUEHTPYBanu y BakyyMmi 3
OTPUMaHHAM 4YeTBEpPTOi MPOMDKHOI CMOSMyKM Yy BU-
rmsgi KopudHeBoro macra (0,92r, 98%). 'H SAMP
(400Mru, CDCI3): 6 8,22-8,15 (m, 1H), 7,85-7,78 (m,
1H), 7,55 (g, 1H), 7,50-7,40 (m, 2H), 7,40 (1, 1H),
7,18 (g, 1H), 7,09 (g, 1H), 6,00 (g, 1H), 5,30 (ywwp,
¢, 2H), 4,20 (1, 2H), 3,79 (c, 2H), 3,71 (c, 2H), 3,28-
3,06 (M, 4H), 2,96-2,64 (m, 4H), 2,56 (1, 2H), 1,88-
1,68 (m, 4H). MC ES: m/z = 406,10.

Cymiww 3-amiHoMeTn-6-[4-(4-HadbTaniH-1-
inninepasuH-1-in)byTokcu]wpuanH-2-inaminy  (0,92r,
2,27vmork) B TI® (25mn) obpobnamm deHinxmop-
dopmiatom (0,40mn, 3,18mmork), a notim EtsN
(0,46r, 4,54mmornb). Cymill nepemillyBamm npu Kim-
HaTHIN TemnepaTypi NpoTArom 1 rogvHW, NOoTiM OXO-
nogkysarm go 0°C i obpobnanm LDA (5,6mn,
11,20MMOTb, 2,0M B CcyMiLLi ren-
TaH/TT d/eTnnbeH3on). KopuyHeBy cymiw nepemi-
wyBanmm npu KiMHaTHIN Temnepatypi npotarom 1
roguHK, NoTiM racunu Bogow i ekctparyesanm EtOAc.
OpraHivyHi eKkcTpakTu nNpoMMBanu BOAOK i Hacuye-
HUM po34MHOM cori, cywmmm Hag NaxSO4, dinbTpy-
Banu i KOHUEHTpyBamm y BakyyMi. 3anuLiok ovmLia-
m KONOHKOBOH XpomaTtorpadieto (2,5%
EtN/EtOAC) 3 oTpumaHHAM BkasaHOi B 3arosioBKy
CMOMyKN Yy BUMAAi SICHO-XXOBTOI TBEPAOI peyOBUHU
(0,204r, 21%). T. nn. 136-138. 'H AMP (400Mrw,
CDCl3): 5 8,24-8,16 (m, 1H), 7,85-7,78 (m, 1H), 7,55
(@, 1H), 7,50-7,42 (m, 2H), 7,40 (1, 1H), 7,25 (g, 1H),
7,09 (g, 1H), 6,84 (ywmp, c, 1H), 6,34 (g, 1H), 5,05
(ywmp, c, 1H), 4,48 (c, 2H), 4,45 (1, 2H), 3,30-2,05
(m, 4H), 2,93-2,60 (m, 4H), 2,55 (1, 2H), 1,90-1,70
(m, 4H). MC ES: m/z=432,11.

Mpuknag F3 - CwuHtes  7-[4-(4-iHoaH-4-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
nipnao[2,3-d]nipumignH-2-oHy

Mepwy npoMbkHY  crnomnyky, 2-amiHO-6-[4-
(TeTparigponipan-2-inokcu)oyTokeunipuanH-3-
kapbanbaerig, oTpumyBany Takum YnHom. Cymi N-
{3-cbopmin-6-[4-(TeTparigponipaH-2-
inokcn)oyTokeulnipugmH-2-in}-2,2-
anmeTtunnponioHamia (9,8r, 25,9mmonb), 2H. KOH
(35mn) i EtOH (40mn) Harpisanum npu 80°C npoTarom
2roa. ETaHon BuMpgananu npu 3HWKEHOMY TUCKY i
3ammwok ekcTtparysamm EtOAc (3x100mn). O6'ea-
HaHi opraHivHi dpasu npommeamm HxO (40mn) i Hacu-
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YeHUM po34mHoM cori (40mn), cywmnm Hag NaxSOgy i
KOHLIEHTpYyBanu 3 OTPUMaHHAM MepLUoi MPOMDKHOT
CMOfyKW Y BUrMsAAI Macna, ke BUKOPUCTOBYBanu Ha
HacTynHi cTagii 6e3 [o4aTKOBOMO OYULLEHHS. H
AMP (400Mry, CDCl3): 8 9,70 (c, 1H), 7,62 (g, 1H),
6,17 (a, 1H), 4,60 (m, 1H), 4,40 (m, 2H), 3,90 (m,
2H), 3,50 (m, 2H), 2,00-1,50 (m, 10H).

Opyry NPOMDKHY Cronyky, 7-[4-
(TeTparigponipan-2-inokcu)oyTokeu]-1H-nipuao[2,3-
ajnipumiguH-2-oH, OTpUMyBanu Takum 4YuHOM. [o
pO34nHYy 2-aMiHo-6-[4-(TeTparigponipaH-2-
inokcn)oyTokculnipuamH-3-kapbanbagerigy, oTpumMa-
HOro Ha ocTaHHin cTagii, B CH2Cl2 (50Mn) gogasanu
TpuxnopaueTtunisouiaHat (5,85r, 31,08mmore) no
kpannsx. o 3akiH4eHHi JofaBaHHA Cymiw nepeMmi-
LyBanu npu KiIMHaTHIN TeMmnepatypi NnpoTarom 1roa.
[o oTpumaHoi cymiwi nocnigosHo gogasanm MeOH
(50mn) i 1H. NaOH (40mn). OTpMMaHUM TakUM Y-
HOM CyMill NMPOAOBXYBanM nepemiwlyBat mpu Kim-
HaTHIN TemnepaTypi npotarom we 1rod. NoTim Bu-
Aananu npy 3HWKEHOMY TUCKY PO3YMHHUK i 3aMMLLIOK
ekcTtparyBanu CHxCl, (3x100mn). O6'egHaHi opraHi-
YHi a3y npommBanM HaCcUYEeHVM PO34MHOM COfi,
CYLUIMNW | KOHUEHTpYBanu. 3anuLlok KpucTanidysanu
3 edbipy 3 OTpUMaHHAM ApYroi NPOMDPKHOI CROonyKu
(6,6r, 79% B ABi cTagii) y Burnsgi 6nigo-xoBToi TBE-
paoi pevoBuHn. 'H SAMP (400Mru, AMCO-de): &
9,00 (c, 1H), 8,00 (g, 1H), 6,60 (g, 1H), 4,60 (m, 1H),
4,40 (m, 2H), 3,70 (m, 2H), 3,40 (m, 2H), 1,90-1,30

(M, 10H).

TpeTio NPOMBKHY CMosyKy, 7-(4-
rinpokcmbyTokcn)-1H-nipuao[2,3-d]nipumiant-2-oH,
oTpyMyBarmM  TakmMm  YmHom.  Cymiw  7-[4-

(TeTparigponipan-2-inokcun)byTokem]-1H-nipnago[2,3-
d]nipumignn-2-ony (4,9r, 15mmone), MeOH (30mn),
Tro (15mn) i 3H. HCI (7,5mn) nepemiwyBamm npu
KiMHaTHI Temnepatypi npotaroMm 1roa. Cymil KoH-
LeHTpyBanM npu 3HWKEHOMY TWUCKY. 3arnuLLoK po3-
YHsam B HxO (30mn) i obepexHo HewTpanisyBanm
HacuiyeHnm NaHCOsz Cymiw ekctparyBarm TIrd
(5x100mn). OG'egHaHi opraHiyHi a3y npomusanu
Hacu4YeHNM PO34YMHOM COfli, CYLLMIN | KOHLEHTPYBa-
M 3 OTPUMaHHAM TPeTbOi NPOMDKHOT cronykm (3,3r,
90%), AKy BMKOPWCTOBYBanmM Ha HaCTyMHin cTagii
0e3 [04aTKOBOrO OYULLIEHHS. "H amP (400Mry,
OMCO-de): 6 9,03 (c, 1H), 8,17 (g, 1H), 6,67 (g, 1H),
4,50 (m, 1H), 4,40 (m, 2H), 3,50 (m, 3H), 1,80 (m,
2H), 1,55 (m, 2H).

UeTBepTy MNPOMIKHY CMOMyKY,
avrigponipuno|2,3-dinipumignH-7-
inokcn)oytupanbAaeria, oTpUMyBamM TakUM YMHOM.
CymiLu 7-(4-rippokcnbyTtokcm)-1H-nipngo[2,3-
d]nipumignn-2-ony (0,512r, 2,18mmors) i IBX (1,9r,
6,6mMMonb) B CH3CN (40mn) HarpiBarm npu 87°C
npoTarom 7rof. Cymill oxonogKyBamm A0 KiMHaTHOT
Temnepatypu, posbaensmu EtOAc (80mn) i dinbT-
pyBanu. [lMogywky petenbHo npomumBanu EtOAc.
O6'egHaHnn binbTpaT KOHUEHTpyBanM 3 OTpPUMaH-
HSAIM 4eTBepTOl MPOMDKHOT CMONyKN y BUrNaai Teep-
007 pevyoBuHU, sika 6yno 3abpyaHeHa geskumu nobi-
YHUMW MpoAykTamun peakuii. OTpumaHy TBepay
pEeyYoBMHY BMKOpPWCTaNM Ha HaCcTyrnHin cTapii 6e3
[0aTKOBOrO OYULLUEHHS. "H ampP (400MI'y, AMCO-
de): 8 12,18 (c, 1H), 9,77 (c, 1H), 8,20 (g, 1H), 6,70
(@, 1H), 4,40 (m, 2H), 2,70 (m, 2H), 2,00 (m, 2H).

4-(2-okco-1,2-
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0o cymiwi  4-(2-okco-1,2-gurigponipuao[2,3-
d]nipumiguH-7-inokcun)oyTupansaerigy, 1-iHoaH-4-
inninepasuHy (0,581r, 2,44mmonb), EtsN (1,70mn,
12,2mmorb) B i-meTun-2-niponiguHoHi (20mn) gona-
Bann NaBH(OAc); (0,65r, 3,05mMmonb) nopuisimm
npotarom 20xB. [lo 3akiH4eHHI AoJaBaHHA CyMill
3anMwanu nepemilysaTmucs npoTarom Hodi. [licns
raciHHst H2O (50mMn) peakuiHy cymill ekcTparysanu
CHzCl2 (3x100mn). O6'egHaHi opraHidHi dasn npo-
MUBanM Hacu4eHuMm po3yvumHom coni (100mn), cywm-
M i KOHUEHTpyBanu. 3anuLUIoK o4MLLanM Xxpomaror-
pacdieto Ha cwunikareni 3 OTPUMaHHAM CMOMMn
(350mr). o po3ymHy oTpumaHoi cMorim B TP (6mn)
i MeOH (2mn) popgasanu NaBHs (63mr) nopuisivu.
Mo 3akiH4yeHHi AodaBaHHA CyMill 3armianu nepe-
MillyBaTUCS MPOTAroM Houi. Peakuito racurm H20.
Cywmiw ekctparyBanu CHxCly (3x50mn). O6'eaHaHi
opraHiyHi dasm cyumnu Hag NaxSOgs i KOHUEHTpPY-
Banu. 3anMLlok ouymLanu xpoMmartorpadieto Ha curni-
Kareni 3 OTPUMaHHAM HaniBTBepOoi PeyvOBUHU, SKY
nepeTsoptoBarm B noro HCI cinb o6pobkoto 1 eksi-
BarneHTomM 1H. HCI B 3miwaHomy po3umHHuKy TI® i
Et,O 3 oTpumaHHAM Bka3aHOi B 3aroryioBKy CMOJyKU
(176mr) y BUrnsai Ginoi TBepaoi peyosutmn. 'H AMP
(400Mrly, OAMCO-ds): 3 10,2 (c, 1H), 9,30 (c, 1H),
7,40 (g, 1H), 7,10 (7, 1H), 6,95 (m, 2H), 6,77 (g, 1H),
6,30 (g, 1H), 4,25 (m, 4H), 4,00 (m, 2H), 3,60 (m,
2H), 3,30-3,00 (m, 6H), 2,80 (m, 4H), 2,00-1,70
(m,6H).

Mpwknag F4 - Cwnres 7-{4-[4-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepa3swuH-1-in]oytokcu}-
3,4-purinpo-1H-nipuao[2,3-d]nipumiguH-2-oHy

CnipyBanu metoguui npuknagy F3, Bukopucto-
BYtOUM 1-(5,6,7,8-TeTparigpoHadtaniH-1-
in)ninepasuvH, 3 OTPYMaHHAM BKa3aHOi B 3arosloBKY
cronykn. 'H AMP (400Mru, AMCO-de): & 10,20 (c,
1H), 9,22 (c, 1H), 7,40 (g, 1H), 7,10 (m, 1H), 6,95 (c,
1H), 6,85 (m, 2H), 6,30 (4, 1H), 4,30 (m, 4H), 3,70-
3,00 (m, 10H), 2,80-2,60 (m, 4H), 1,90-1,60 (m,8H).

Mpuknag F5 - Cuntes 7-{4-[4-(7-cbTOopHadTaniH-
1-in)ninepasuH-1-in)6yTokcu}-3,4-aurigpo-1H-
nipnao[2,3-d]nipumignH-2-ony

CnipyBanu metoguui npuknagy F3, Bukopucto-
Bytoun 1-(7-pTopHadTaniH-1-in)ninepasvH, 3 oTpu-
MaHHsSIM BKa3aHOI B 3arofioBKy CrOSyKW. '"H AMP
(400Mry, OMCO-dg): & 9,25 (c, 1H), 8,00 (m, 1H),
7,80 (m, 1H), 7,75 (m, 1H), 7,40 (m, 3H), 7,20 (4,
1H), 6,95 (c, 1H), 6,30 (g, 1H), 4,23 (m, 4H), 3,70-
3,10 (m, 10H), 1,90-1,70 (m, 4H).

Mpuknag F6 - CuHTes 8-{4-[4-(2-okco-1,2,3,4-
TeTparigponipuao[2,3-d]nipumiguH-7-
inokcn)oyTunjninepasuvH-1-injHad TaniH-2-
KapOoHiTpuny

CnigpyBann metoguui npuknagy F3, BukopucTo-
BytouM 8-ninepaswuH-1-inHadptaniH-2-kapboHiTpun, 3
OTPUMaHHSAM BKa3aHOi B 3arofioBky cronyku. H
AMP (400MIy, OMCO-de): 9,25 (c, 1H), 8,60 (c,
1H), 8,10 (a, 1H), 7,80 (m, 1H), 7,70 (m, 1H), 7,45-
7,30 (m, 2H), 6,90 (c, 1H), 6,30 (g, 1H), 4,25 (m, 4H),
3,80-3,10 (m, 10H), 1,90-1,70 (m, 4H).

Mpwuknag, F7 - CwHres 7-{4-[4-(2,3-
anxnop®erin)ninepasuk-1-injoyrokcu}-3-meTnn-3,4-
avrigpo-1H-nipnao[2,3-d]nipumiguH-2-oHy

MepLuy NMPOMDKHY CMOSyKY, N-[6-(4-
©6eH3unokcmbyTokcn)-3-chopminnipygmnH-2-inj-2,2-
AMMeTUNNPOTOHaMIg, OTpUMyBanu Takum YmHom. o
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PO34UHY 4-6eH3wnnokcn-1-6yTaHony (300mr,
1,66mmore) B AM®A (5mn), wo nepemiwyeTbes,
npun 0°C gopasanu NaH (50wmr, 2,08mmornb). OTtpu-
MaHy cipy 3aBucb nepemiwysany npu 0°C npoTarom
15 xBumH | pgogasanu nopuisgmu  N-(6-xmop-3-
dopminnipuanH-2-in)-2,2-gume TMnnponioHamig
(200mr, 0,83mmomb). Cymiw HabyBama siCHO-
OpaHKeBOro KOMbopy, i BuAINArmMcsa OynbobaLuku.
OpaHxeBin cymiwi gaBamm 3irpitncst 40 KiMHaTHOI
Temnepartypu npotsarom 1 roguHu. [logasamm Bogy
(10mn) i cymiw po3baenanm EtOAc (20mn). OpraHi-
YHWW Wap Bi44insny, npoMueBany Bogoto (2x10mn) i
HacuM4yeHuMm po3ymHom coni (20mn), cywmnu Hapg,
NazSOy4, inbTpyBanum i KOHLEHTPYBanM y BaKyyMmi.
3anvLKkoBe Macro O4YMLLAaNKN KOSIOHKOBOK XpOMaTto-
rpadieto (3:1, rekcaH/EtOAC) 3 OTpUMaHHAM nepLuoi
NPOMDKHOT CroMykM y BUrAsSAdi nNpo3oporo macna
(266Mr, 83%). "H AMP (400MIy, CDCl3): & 11,55 (c,
1H), 9,75 (c, 1H), 7,80 (@, 1H), 7,40-7,20 (m, 5H),
6,44 (o, 1H), 4,60-4,44 (m, 4H), 3,50 (1, 2H), 1,95-
1,70 (m, 4H), 1,36 (c, 9H).

Opyry NPOMDKHY CronyKy, N-[6-(4-
©eH3unokcmbyToKkcK)-3-meTrnamiHoMme TUNNipuanH-
2-in)-2,2-gumeTunnponioHamia, oTpuMyBanM Takum
YnHOM. 1o po3umHy N-[6-(4-6eH3unnokcmbyTokcm)-3-
dopMinnipuanH-2-in]-2,2-aumeTrnnponioHamigy
(1,40r, 3,65mMmonb), wWo nepemiwyetbess, B EtOH
(20mn) npm KiMHaTHI TeMnepatypi Jo4aBanM MOHO-
rigpoxnopug Metunaminy (295wmr, 4,37mmons) i EtsN
(443wmr, 0,61Mn, 4,37Mmorb). Cymill nepemillyBanm
npoTarom 24 roguH i noTiMm oxonomxysanm go 0°C.
Hopasarm NaBH4 (138wmr, 3,65Mmornb) i cymilw Ha-
rpisanu go kiMHaTHOI Temnepatypu npoTtarom 1 ro-
OVHW, noTiM Harpieanm npu 50°C npoTsirom 3 roauH.
CyMmill oxonogxyBanM OO KIMHATHOI Temneparypu,
pogasanu Bogy (20mn) i cymiw ekctparysanm EtOAc
(30mn) OpraHiyHuin Wwap BigAINANM, NpPOMMBaNM
BoZo (20Mn) i HacM4yeHM po34vmHOoM coni (20mn),
cywmnun Hag NaxSO4, dinbTpyBanu i KOHUEHTpPYBa-
M y Bakyymi. HeouwnlleHe Macrio o4umLany KOSoH-
koBoto xpomartorpadieto (5% MeOH/CHxCly) 3
OTPUMaHHAM ApYroi NPOMDKHOI CROMyKW y BUrMAAi
npo3oporo mMacna (1,22r, 84%).

'H AMP (400Mry, CDCl3): & 10,55 (c, 1H), 7,38-
7,22 (m, 6H), 6,39 (g, 1H), 4,46 (c, 2H), 4,38 (1, 2H),
3,64 (c, 2H), 3,53 (1, 2H), 2,42 (c, 3H), 1,90-1,75 (m,
4H), 1,58 (ywwup, c, 1H), 1,36 (c, 9H).

TpeTio MPOMBKHY CronyKy, TpeT-0yTunoBuii
edip [6-(4-6eH3unokcnbyToKkeK)-2-(2,2-
AVMeTUNMPOnioHiNamiHo ) nipuanH-3-
inveTunlmeTMnkap6amiHOBOI K1CNOTW, OTpMMYyBanu
HacTynHUM 4YuHOM. N-[6-(4-BeH3nnokcubyTtoken)-3-
MeTunamiHoMe TUnnipuaunH-2-in)-2,2-
avmeTunnponioHamig (1,22r, 3,06MMorb) po34uHS-
m B MeOH (20mn) i popmaBarm gu-Tper-
6ytungukapbonat (701wmr, 3,21MmMonb). Cymiw ne-
peMilyBanu Mpu KiMHaTHIA Temnepartypi NpoTArom
Houi | gogasamm Boay (10mn). Cymil ekcTparyBanum
EtOAc (20mn). OpraHiyHui Wwap npoMuBanu BoAo
(20mn) i HacM4eHUM po34dmMHOM coni (20mr), cyLwmnm
Hag NaxSOg, cbinbTpyBanu i KOHUEHTPYBanM B Baky-
yMi 3 OTPUMaAHHAM TPEeTbOl MPOMDKHOI CMONyKU Y
BUMMSAi nMpo3oporo macra (1,48r, 97%). 'H AMP
(200Mry, AMCO-de): & 9,55 (c, 1H), 7,44 (g, 1H),
7,40-7,20 (m, 5H), 6,72 (g, 1H), 4,48 (c, 2H), 4,25 (T,
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2H), 4,15 (c, 2H), 3,50 (1, 2H), 2,70 (c, 3H), 1,90-
1,60 (m, 4H), 1,45 (c, 9H), 1,25 (c, 9H).

YeTBepTy NpOMBKHY cronyky, TpeT-0yTurnosun
edip [2-(2,2-gumeTunnponioHinamiHo )-6-(4-
rigpokcmbyTokeu)nipugnH-3-
inMeTunlmeTMnkap6amiHoOBOI KUCMNOTW, OTpMMYyBanu
HacTynHum 4YmHom. TpeT-Bytunosuii ecbip [6-(4-
6eH3nnokcubyToken)-2-(2,2-
AVMeTUNNPONioHiNamiHO ) nipuanH-3-
inMeTun]meTunkapbamiHoBoi KUCIOTH (1,48r,
2,96mMmorb) po3unHsinv B MeOH (20mn) i o6pobns-
m 10% nanagiem Ha akTMBoBaHOMy Byrinmi (400mr).
Cywmiw cTpywysamm B atmocdepi Hz (45 cyHTiB Ha
KB. OlOMM) MpoTaroM 3 roAauH, inbTpyBanu vepes
uenit i npomueanu EtOAc (2x20mn). DinbTpaT KoH-
LeHTpyBann y BakyyMi 3 OTPUMaHHsAM 4eTBepTol
MPOMDKHOT CMONykM Yy BUrnsiAi Mpo3oporo macra
(1,21r, 99%). 'H AMP (400Mru, AMCO-de): & 9,60
(c, 1H), 7,42 (g, 1H), 6,68 (g, 1H), 4,42 (1, 1H), 4,21
(1, 2H), 4,15 (c, 2H), 3,44-3,41 (m, 2H), 2,70 (c, 3H),
1,80-1,70 (m, 2H), 1,60-1,54 (m, 2H), 1,40 (c, 9H),
1,20 (c, 9H).

M'aty npoMixxHy crnonyky, TpeT-0yTunosun edip
[6-{4-[4-(2,3-puxnopdeHin)ninepa3uH-1-in]oyTokcu}-
2-(2,2-gumeTunnponioHinamiHo)nipyuanH-3-
inMeTUn]MeTMNKap6amiHOBOT KUCIOTW, OTpUMyBanu
HacTymHUM 4uHOM. [lOo MepeMillyBaHOro po3vuHy
nepioguHaHy Oecca-MapTiHa (926wmr, 2,18MMmorb) B
CHoCl, (20mn) popgaBarm TpeT-6yTunosun edip [2-
(2,2-gumeTuNnnponioHinamiHo )-6-(4-
riApoKCMOYTOKCU)MipUANH-3-
inmeTun]meTMnkapb6amiHoBoi  kucrnotu  (746wmr,
1,82mmorb) B CH2Cl2 (3mn). Cymiw nepemiwyBanu
npu kiMHaTHIN Temnepatypi npotarom 3,5 roawvH,
noTim BrmMBanu B po3yuH HacudeHoro NaHCOs
(20mn), wo Mictutb NaxS203 (2,01r, 12,7Mmorb).
[BodasHy cymiwl eHepriyHO nepemillyBanu npoTs-
rom 15 xBWNWH i opraniyHmi wap Bigainanmm. OpraHi-
YHWI Wwap npomusanm HacudeHum NaHCOs (20mn) i
HacuM4YeHUM po3ymHom coni (20mn), cywmnu Hapg
NazSOg4, hinbTpyBamm i KOHUEHTPYBaNW y BakyyMmi 3
OTPMMaHHSAM  HeouuweHoro anbgerigy (920w,
99%). Anbgerig (920mr, 1,82MMOnb) PO3YMHANKN B
1,2-puxnopeTaHi (20mn) i JogaBanu MOHOTAPOXIO-
pua 1-(2,3-guxnopdeHin)ninepasuHy (536w,
2,00mmor), EtsN (553mr, 0,76mn, 5,46MMomb) i
NaBH(OAc)s (540mr, 2,55mmonb). Cymiw nepemi-
wyBanmm npu KiMHaTHIA Temnepatypi npotarom 3
roguH i pogasamm Bogy (10mn). OpraHivyHwi Lwap
npomuBanm Bogot (20mn) i HaCMYEHUM PO3YMHOM
coni (20mn), cywmnu Hag NaxSOa, dinbTpyBanu i
KOHLIEHTpYBanu y BakyyMi. HeouuniueHe macno o4u-
lwanm KoJloHKoBOK Xxpomatorpadieto (5% Me-
OH/CH2Cl2) 3 oTpuMaHHsaM M'aTOi NPOMiXKHOT cnony-
Kn y Burnagi niHn (686mr, 61%). T. nn. 57-59°C. 'H
AMP (400MI'u, OAMCO-de): 8 9,56 (c, 1H), 7,44 (g,
1H), 7,38-7,25 (m, 2H), 7,18-7,14 (m, 1H), 6,78 (4,
1H), 4,24 (1, 2H), 4,15 (c, 2H), 3,00-2,95 (m, 4H),
2,64 (c, 3H), 2,60-2,56 (m, 4H), 2,39 (1, 2H), 1,80-
1,75 (m, 2H), 1,63-1,55 (m, 2H), 1,40 (c, 9H), 1,20 (c,
9H).

Wocty npomikHy  crionyky,  6-{4-[4-(2,3-
avxnopdeHin)ninepaswun-1-in]oytokcu}-3-
MeTunamiHoMeTUNNipuamnH-2-inamiH,  oTpMMyBanu
HacTynHUM 4uHoM, TpeT-ByTtunosun edip [6-{4-[4-
(2,3-amxnopdeHin)ninepasuH-1-in]oyTokcn}-2-(2,2-
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AVMeTUNMPONioHINamiHO ) nipuanH-3-
inmeTun]meTMnkapb6amiHoBoi  kucrnotu  (686wmr,
1,11MMOrB) po34mMHANIM B AiokcaHi (4Mn) i foaasanu
3H. HCI (4mn). Po34uH HarpiBanu npu 60°C npoTs-
rom 15 roguH. Po34mH oxonomkysanu 40 KiMHaTHOT
Temnepatypu i HenTpanidyBarM  HacCU4eHUM
Naz2CO3. Cymiw posbaensam sogoto (20mn) i EtOAC
(20mn). OpraHiyHMn Wap nNpoMuBanM BOAOH
(2x20mn) i HacndyeHum posymHom cori (20mn), cy-
wunu Hag NaxSOq, binbTpyBanu i KOHLEHTpYBamm y
BaKyyMi 3 OTPUMaHHSAM LLOCTOT MPOMBKHOI CRONYKN Y
BUIMSAI KOPUYHEBOTO MopoLuky (458mr, 95%). T. nn.
119-121°C. "H AMP (400Mru, CDCl3): § 7,20-7,03
(m, 3H), 7,00-6,95 (m, 1H), 5,97 (g, 1H), 5,20 (ywwp,
c, 2H), 4,18 (T, 2H), 3,65 (c, 2H), 3,25 (ywwp, c, L),
3,15-3,00 (m, 4H), 2,80-2,58 (m, 4H), 2,45 (1, 2H),
2,40 (c, 3H), 1,83-1,63 (m, 4H).

Jdo nepemiwyBaHoro po3uvHy 6-{4-[4-(2,3-
anxnopdeHin)ninepa3swuH-1-in]oytokcu}-3-
MeTunamiHoMe TUNRiPUANH-2-inamiHy (203w,
0,47vmork) B TI® (10mn) npu 0°C popasanu 4-
HiTpoGeH3unxnopgopmiat  (105mr,  0,49mmorb).
Cywiw nepemiwysamm npu 0°C npoTsrom 45 xBunuH
i gogaesanu no kpannax LDA (1,16mn, 2,32mmorb,
2,0M posuvH B cymiwi renran/Tr®/eTnnbeH3on).
Cywmiw nepemiwysanu npotarom 1,5rog. npm 0°C i
noTiM BunuBanu Ha nig. [Jo noraweHoi cymiwi go-
aasarm EtOAc (30mn) i opraniyHmni wap sigainanm.
OpraHiyHni wap npommeanu Bogoto (20mn) i Hacu-
YeHUM po34nHom coni (20mn), cywmnu Hag NaxSOa,
dinbTpyBanu i KOHUEHTpyBanu y BakyyMi. Heouwn-
lWeHe macno ounwanmm npenapatusHoo TLUX (6%
MeOH/EtOAC) 3 OTpMMaHHAM BKasaHOi B 3arofioBKy
CMONYKN Yy BUMMSAI CBITNO-OpaHKeBoi MiHW (66mr,
31%). 'H AMP (400Mru, CDCls): & 7,22 (g, 1H),
7,19-7,10 (m, 2H), 7,00-6,92 (m, 1H), 6,76 (c, 1H),
6,34 (g, 1H), 4,38 (c, 2H), 4,22 (1, 2H), 3,14-3,00 (Mm,
4H), 3,00 (c, 3H), 2,77-2,58 (m, 4H), 2,44 (1, 2H),
1,83-1,60 (m, 4H).

Mpuknagp F8 - CwuHtes 3-metun-7-[4-(4-
HadTaniH-1-inninepaswn-1-in)6yTokcw]-3,4-aurigpo-
1H-Tpnpoo[2,3-d]nipumiguH-2-oHy

Mepwy npomikHy cronyky, TpeT-6yTurnoswi
edip {2-(2,2-gumeTunnponioHinamiHo )-6-[4-(4-
HadTaniH-1-inninepaswH-1-in)byTokcn]nipugnH-3-
inveTunimeTunkapb6amiHoBOi K1CNOTW, OTpUMYyBasnu
TakmMm 4yumHOM. [Oo po3udmHy nepioguHaHy [ecca-
MaprTiHa (3,10r, 7,32MMOIBb), WO NepeMillyeTbCsl, B
CHCl> (40mn) popaeanm TpeT-OyTunoBun edip [2-
(2,2-gumeTunnponioHinamiHo )-6-(4-
rigpokcmbyTokcu)[nipngnH-3-
inveTunlmeTunkap6amiHoBol KMCIOTH (2,00r,
4,88mmorb) B CH2Cl2 (5mn). Cymiw nepemilyBanu
npu KiMHaTHIM Temnepatypi npotarom 3,5 roavH i
notTim BrmMBanu B po3ynmH HacudeHoro NaHCOs3
(40mn), wo mictute NazS203 (5,40r, 34,2mMmorb).
[BodasHy cymill eHeprinHO nepeMillyBany npoTs-
rom 20 XBWMWH i OpraHiyHWA Wap Bigainsanu, npomu-
Banu HacudeHum NaHCOs (30mn) i HacuyeHnm pos-
ysuHom coni  (30mn), cywwmnm Hag NaxSOg,
dinbTpyBanu i KOHUEHTpyBanu y BakyyMi 3 oTpu-
MaHHAM HeouuweHoro anbgerigy (1,95r, 99%).
Anbpgerig (1,95r, 4,88Mmorb) posdnHsnu B 1,2-
anxnopeTaHi (40mn) i gogaBany MoHoriApoxnopwg
1-HadTaniH-1-inninepaswiy  (1,34r, 5,39mmornb),
EtsN (1,49r, 2,05mn, 5,46mmonb) i NaBH(OAc)s
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(1,45r, 6,86mMmonb). Cymill nepemillyBanm npu Kim-
HaTHIN TemnepaTypi npoTaroMm 3 roavH i gogasanu
BoAy (20mn). OpraHiyHuiA Wap npomMuBany BOAOH
(30mMn) i Hacu4eHnm po3yuHom cori (30mn), cywmnum
Hag NaxSOg4, dinbTpyBanm i KOHLEHTPYBaMM y Baky-
yMi. HeounweHe mMacno ouuiany KONloHKOBOK XpO-
matorpadieto (5% MeOH/CH.CI;) 3 oTpuMaHHAM
nepLoi NpoMiBKHOI crnonykn y Burnagi niHv (1,39r,
47%). T. in. 69-71°C. "H AMP (400Mry, AMCO-de):
8 9,58 (c, 1H), 8,15 (g, 1H), 7,85 (g, 1H), 7,60 (4,
1H), 7,56-7,40 (m, 4H), 7,10 (g, 1H), 6,77 (g, 1H),
4,22 (1, 2H), 4,10 (c, 2H), 3,08-2,98 (m, 4H), 2,70 (c,
3H), 2,70-2,58 (m, 4H), 2,45 (1, 2H), 1,85-1,70 (m,
2H), 1,70-1,58 (m, 2H), 1,40 (c, 9H), 1,20 (c, 9H).

Opyry npombkHy cnonyky, 3-meTunamiHoMeTun-
6-[4-(4-HadbTaniH-1-inninepa3uH-1-
in)oyTokcu]NipuanH-2-inamiH, oTpMMyBanu Takum

YUHOM. TpeT-6yTnnosuin edip {2-(2,2-
OVMeTUNMPOonoTNamiHo )-6-[4-(4-Hadptanin-1-
inninepasuH-1-in)oyTokcu]nipnanH-3-
inmetun}imeTunkapbamiHoBoi KUCMOTK (1,39r,

3,31MMOrb) po34nHANM B giokcaHi (6mn) i gogasanu
3H. HCI (6mn). Po3umH Harpisanu npu 60°C npoTs-
rom 8 roguH. Po3unH oxornompKkyBanu A0 KiMHaTHOT
Temnepatypu i HenTpanidyBarM  HacU4eHUM
Na2COs3. Cymiw posbasnsmm Bogoto (30mn) i EtOAC
(30mn). OpraHiyHMn Wwap nNpomMuBanM BOAOH
(2x30mn) i HacndyeHum po3ymHom cori (30mn), cy-
wunu Hag NaxSOg, binbTpyBanu i KOHLEHTpYBamm y
BaKyyMi 3 OTPUMaHHAM OpYroi MPOMDKHOI Crofyku y
BUMTIAAI KOPUYHEBOro Macna (709mr, 73%). 'H AMP
(400Mru, CDCI3): & 8,20 (g, 1H), 7,80 (g, 1H), 7,60-
7,40 (m, 4H), 7,20 (g, 1H), 7,10 (g, 1H), 6,00 (g, 1H),
5,40 (c, 2H), 4,20 (1, 2H), 3,60 (c, 2H), 3,24-3,00 (m,
4H), 2,90-2,60 (m, 4H), 2,57 (1, 2H), 2,40 (c, 3H),
1,85-1,65 (m, 4H), 1,44 (c, 1H).
3-MeTunamiHomeTvn-6-[4-(4-HadTaniH-1-

inninepasuH-1-in)éyTokcu]nipuguH-2-inamid - (709wmr,
1,69Mmorb) posumHanu B TI® (10mn) i oxonomxky-
Banu go 0°C. ®eHinxnopdopmiat (291wmr, 0,23mn,
1,86Mmorb) gonaBarm no kpannsax, a noTim EN
(342wmr, 0,47mn, 3,38Mmmornb). Cymiwi gaBanu 3irpi-
TMCA OO0 KIMHATHOI Temnepartypu npoTaroMm 45 xBu-
mvH. Jopasarm Bogy (20mn) i EtOAc (20mn). Opra-
HIYHWIA Wap BigAinNsnM, npoMyeanu Bogo (2x20mn)
i HAacCU4eHMM po34mHoM coni (20mrm), cywmnu Hag,
NaxSO4, inbTpyBamm i KOHLEHTPYBanNM y Bakyymi 3
OTPUMaHHSIM OBTOi TiHM (850Mmr, 93%). 'H AMP
(400Mru, CDCl3): 5 8,23-8,18 (m, 1H), 7,81 (g, 1H),
7,60-7,04 (m, 11H), 6,02 (g, 1H), 5,24 (c, 2H), 4,38
(c, 2H), 4,20 (7, 2H), 3,24-3,00 (m, 4H), 2,99 (c, 3H),
2,95-2,64 (m, 4H), 2,60-2,50 (m, 2H), 1,90-1,70 (m,
4H).

Oany niHy (850mr, 1,57Mmorb) po3vmHANM B
Tro (20mn) i posdmH oxonomkysarm go 0°C. LDA
(3,94mn, 7,89vmonb, 2,0M po3uuH B cymiwi ren-
TaH/Tr®/eTnnbeH3on) goaaeany no kpanmsx i cy-
Milw HabyBana TeMHO-OpPaHKeBOro Kosbopy. CyMiLuli
JaBanu 3irpiTucs 4o KiMHaTHOI TemnepaTypu npoTs-
rom 1 rogvHn i gopasanu Bogy (10mn) i EtOAc
(20mn). OpraHiyHuiA Wap BigAnNanM, npomMusanu
BoAoK (2x20Mn) i HacWMYEHUM PO3YMHOM  COTli
(20mn), cywmnm Hag NapxSOy4, dinbTpyBanu i koHUe-
HTpYBanu y BakyyMi. 3anuvLikoBe Macrio ouuLianu
KOJOHKOBOI xpomaTtorpadieto (6% MeOH/EtOAC) 3
OTPMMaHHsIM BKa3aHOi B 3arofiloBKy CMOMyKW Yy BW-



203
rnagi scHo-xoBToro nopowky (308wmr, 41%). T. nn.
180-182°C. 'H SIMP (400Mry, CDCl3): & 8,20 (a,
1H), 7,82 (g, 1H), 7,60-7,40 (m, 4H), 7,23-7,20 (m,
1H), 7,10 (a4, 1H), 6,75 (c, 1H), 6,30 (a. 1H), 4,39 (c,
2H), 4,23 (1, 2H), 3,24 (m, 4H), 3,02 (c, 3H), 2,84-
2,60 (m, 4H), 2,80-2,70 (m, 2H), 1,85-1,64 (m, 4H).

Mpuknag, F9 - CwuHres 7-{5-[4-(2,3-
anxnopdeHin)ninepasuk-1-injneHTun}-4,4-ouMeTn -
1,4-gurigpoTtpupo[2,3-d][1,3]okcasunH-2-oHy

Mepwy npomikHy crnonyky, N-[3-aueTtnn-6-(5-
XrnopneHT-1-eHin)nipugnn-2-in]-2,2-
AMMeTUNNponioHamia, OTPMMYBamM TakuM YUHOM.
Jo posunHy N-(3-aueTun-6-xnopnipmgnH-2-in)-2,2-
anmeTtunnponioHamiay (7,0r, 27,5mMmons) B DME
(110mn), npoayToro i gerazoBaHoro No, oofaBanu
Pd(PhsP)s (953mr, 0,83mmore, 3mon.%, Strem).
HopaBarm  5-xnop-1-neHTEHINGOPOHOBY  KUCIOTY
(6,12r, 41,2mmonb, 1,5ekB.), a notiv 2M NaxCOs3
(6,12r, 57,8mmornb B 28mn H20). Cymiw kun'atnmm i3
3BOPOTHUM XOJIOAWUMBHMKOM MPOTArOM Houi. Peak-
LifHY CyMill KOHUeEHTpyBanm i noTiM po3baensnu
Tro (100mn) i nigoasanu ynbTpa3BykoBii 06po6LUi
npotarom 3xB. YTBOptoBaBcs Ginmi nmnkuin ocag.
Cywmiw dinbTpyBarm i npomuBanu TIo. dinbTpar
KOHUeHTpyBanu i abcopbyBamm Ha SiOz. OuneHHs
PiAVHHO XpomaTtorpacieto (20-25%
EtOAc/rekcaHn) gano npoaykT y BuUrnsgi XXoBTol
TBepOol pedvoBuHWU. [MepekpucTanisauis 3 CyMmilli
EtoO/rekcann gana neplly NpOMDKHY CMOMyKy Y Bu-
rnagi 6nigo-KoBTOI KpUCTanivyHoi TBepaoi peyoBUHU
(6,49r, 20,1mmonb, 73%). MC: APCI: M+1: 323,2
(TouHa maca: 322,14).

Opyry npomikHy crnonyky, N-(3-aueTtun-6-{5-[4-
(2,3-amxnopdeHin)ninepasuH-1-injneHT-1-
eHinnipugmnH-2-in)-2,2-guMe TMnnponioHamig, oTpwu-
MyBanu Takum YuHoMm. flo cymiui N-[3-auetnn-6-(5-
XrnopneHT-1-eHin)nipugnn-2-in]-2,2-
AvmeTtunnponioHamigy (6,34r, 19,7mmons) i rigpo-
xrnopvay 2,3-guxnopdeHinninepasuHy (6,35r,
23,75mmorb, 1,2ekB.) B CH3CN (100mn) gogasanu
K2COs3 (8,2r, 59,4mmonb, 3eks.), a notim Kl (332w,
2mmorb, 0,1ekB.). Cymilw Kun'aTtnmm i3 3BOPOTHUM
XornogunsHuKom npotsrom 2 fi6. Jopasamm H2O
0N pO3YMHEHHS Cconen i cymiw ekcTparysBanu
EtOAc. OpraHiyHMin Wap npoMMBamM HacUYEHUM
NaHCO3 i Hacu4eHMM po34YMHOM COMi, CYLUMIM Hag
Na;SO4 i KOHUEHTpyBanM 3 OTPMMaHHAM TEeMHO-
kopuyHeBoro macna. OuMLIEHHA PigMHHOID XpoMa-
Torpadieto (5% EtOAc/CH2Cl2-4% MeOH/CH2Cl,)
[arno sicHo-kopuyHeBy niHy (5,0r). MNepekpucTanisa-
uis 3 CHsCN pgana gpyry npoMikHy Crnonyky y Bu-
rmsgi  CBITNO-pWKYBaTO-KOPUYHEBOI TBepOol peyo-
BUHU (2,451, 4,73mmorb, 24%). dinbTpar
KOHLIEHTPYBanu i ouyvwanu piguHHOIO Xxpomarorpa-
dieto (3-4% MeOH/CH2Cl2) 3 oTpumaHHAM goaat-
KOBOro MpOAYKTY y BuWrnsgi kosToi miHm (1,27T,
2,45mmorb, 12%). MC: APCI: M+1: 517,1 (TouHa
maca: 516,21).

TpeTto npombkHy cronyky, N-(3-aueTtnn-6-{5-[4-
(2,3-guxnopdpeHin)ninepasun-1-in)neHTUNIPUANH-
2-in)-2,2-gumeTunnponioHamia, OoTpMMyBanu Takum
YMHOM. N-(3-AueTun-6- {5- [4-(2,3-
anxnopdeHin)ninepasuH-1-injneHT-1-eHinmnipuamH-
2-in)-2,2-gpumetunnponioHamig (2,40r, 4,62mMmorb)
rigpyBanu 3 BukopuctaHHam Ra-Ni (0,3r) B cymiui
1:1 EtOH/TT® (50mn) npoTtarom 2rof. PeakuinHy
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CcyMmilWw dinbTpyBanu i koHUeHTpyBamm. OunLLEHHS
pignHHoto  xpomatorpadieto (4% MeOH/CHCly)
Aano TpeTio MPOMDKHY CMOMyKY Yy BWUIMsigi XOBTOrO
macna (2,09r, 4,02mmonb, 87%). MC: APCI: M+1:
519,2 (TouHa maca: 518,22).

YeTtBepTy npoMikHy cronyky, 1-(2-amiHo-6-{5-
[4-(2,3-anxnopdeHin)ninepasuH-1-
injneHTUM}NipugnH-3-in)eTaHoH, OTPUMYBanM TakuM
YUHOM. Po3uuH N-(3-auetnn-6-{5-[4-(2,3-
avxnopdeHin)ninepasuH-1-injneHTun}nipuguH-2-in)-
2,2-gumeTunnponioHamigy (2,08r, 4,00mMonb) B 3H.
HCI (50Mn) kmn'aTMnmM i3 3BOPOTHUM XOJIOLMUITbHU-
KOM NpOTArom Hodi. PeakuinHy cymill oxonoaxysa-
M 0o KiIMHaTHOT TeMnepaTtypu 3 YTBOPEHHSAM ocaay.
TBepay pevoBuHy 30vpanu QinbTpyBaHHSAM, MpO-
muBarm H2O i cymnu 3 oTpvMaHHsSIM BKasaHoi B
3arofioBKy Cronyku y BUrMsAAi XXOBTOT TBepaol peyo-
BuHM (HCI cinb, 1,151, 2,44mmonb, 61%). dinbTpat
nignyxyeanu gogasaHHaM 6H. NaOH i ekctparysa-
m CH2Clz (4x). OpraHiyHmnin Wwap npomuBanu Hacu-
YEHUM pO34MHOM cofli, cywmnun Hag NaxSOg4 i KOH-
LeHTpyBann 3 OTpMMaHHAM A04aTKOBOI 4eTBepTol
npomixHoi crnonyku (582mr, 1,34mmonb, 33%), ska
npu aHanisi metogom AMP BusBunacsa 4mctoto i it
BMKOPUCTOBYBaNu Ha HacTYMHii ctagii 6e3 ouneH-
Hs. MC: APCI: M+1: 435,2 (TouHa maca: 434,16).

Maty npomixHy cronyky, 2-(2-amiHo-6-{5-[4-
(2,3-OuxnopdeHin)ninepasnH-1-injneHTnnnipuanH-
3-i)nponaH-2-on, oTpuMmyBarM Takum u4umHOM. [o
PO34MHY 1-(2-amiHo-6-{5-[4-(2,3-
OvxnopdeHin)ninepasuH-1-injneHTmn}nipnamH-3-
in)etaHoHy (575wmr, 1,32mmornk) B TI® (8mn), oxo-
nogpxeHomy o 0°C, nosinbHo popasanu MeMgBr
(3M B Et,O, 2,2mn, 6,60mMonb, 5ekB.). PeakuinHa
cymil 6yna ek30TEPMIYHOIO | CTaBana opaHKeBolo,
nicna 4oro yTBoptoBaBcs ocad. PeakuiiHy cymill
nepemiwysanu npyu 0°C npoTtsarom 15xB. i Npu Kim-
HaTHIN TemnepaTypi npoTarom 2rof. PeakuiviHy cy-
Mill racumm obepexHVM JoOaBaHHAM HaCcU4eHOro
NH4ClI i H2O. Cymiw ekctparysamm EtOAc. OpraHiy-
HAM wap npomuBanu HxO i HacM4yeHnMm po3dYMHOM
coni, cywwmnu Hag NaxSOgs i koHueHTpyBamm. Ouu-
WeHHa piguHHO  xpomartorpadieto (6% Me-
OH/CH2Cl2 3 1% NH4OH) pano 6iny kpucTaniuyHy
TBepay pevoBuHy (490mr, 1,09mmornb, 82%). MC:
APCI: M+1: 451,2 (ToyHa maca: 450,20).

Oo PO34UHY 2-(2-amiHo-6-{5-[4-(2,3-
anxnopdeHin)ninepasuk-1-injneHTun}nipuanH-3-
in)nponaH-2-ony (442wmr, 0,98MMonb) B TI® (4mn) i
Tonyoni (1mn) gogasanu EtsN (0,30mn, 2,15MMormb,
2,2exB.). Cymiw oxonomkysarm o 0°C i pogasanu
docreH (20% B Tonyoni, 0,65mn, 1,3Mmonb). YTBO-
ptoBaBcs ocaf. PeakuiHy cymiwl nepemiwysanu
npu 0°C npoTsrom 15xB. i npu KiMHaTHI Temnepa-
Typi npoTarom 2roa. Jonasanu MeOH pnsa raciHHs
HaaMmipHoro  dhocreHy. [opaBanu  HacuyeHun
NaHCOs3 i H20 i cymiw ekctparysanu EtOAc. Opra-
HiYHMI Wwap npommBany HxO i Hac4YeEHUM pPO34YMHOM
coni, cywwmnu Hag NaxSOy4 i koHueHTpyBanm. Ouu-
WeHHs piguHHO  xpomaTtorpadieto  (3,5% Me-
OH/CH2CI2) gano Bka3daHy B 3arofioBKy CMONYKY Y
Burnagi 6inoi niHu (411wmr, 0,86 1Mmorb, 88%). Miny
po3umHanm B cymiwi Et,O/CH.Cl; i gpopasarm 1M
HCI B Et,O (0,86Mmn). OTpumaHui 6inun ocag 36u-
pamu ¢inbTpyBaHHAM, npommBamm EtO i cywmnu 3
OTpMMaHHsIM nracTiBuenodiobHoi 6inoi TBepaoi pe-
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YyoBuHY (400mr). MC: APCI: M+1: 477,1 (TodHa ma-
ca: 476,17).

Mpvknag  G1 - Cwntes  6-{5-[4-(2,3-
anxnopdeHin)ninepasun-1-injneHTun}-4H-
nipnao(3,2-b][1,4]okcasnH-3-oHy

Mepwy npomikHy crnonyky, 6-(5-xnopneHT-1-
eHin)-4H-nipngo[3,2-b][1,4JokcasnH-3-0H,  OTpUMY-
Banu TakuMm 4uMHOM. [o po3umHy 6-6pom-4H-
nipuao[3,2-b][1,4]okca3uH-3-oHy (2,0r, 8,73mmorb,
[WO 02/056882]) B DME (45wmn) pogaBanu 5-
XrnopneHT-1-eHinbopoHoBy KUCMOTY (1,94r,
13,09mmomb), a notim  Pd(PPhs)s  (0,252r,
0,218mmorb) i 2M NaxCOs3 (1,855r B 8,7mMn H0).
PeakuinHy cymiw kmn'atunm i3 3BOPOTHUM XOSoau-
NbHUKOM MpoTsaroM 14 roguH. PeakuinHy cymill oxo-
noAXKyBanum i posnoginann Mk eTunaueTaTtoM i Bo-
poto. OpraHiyHuin Wwap npomvBanyM Hacu4eHUM
posymHom coni, cywmmm Hag NaxSOs i KOHUEHTPY-
Banu. OunweHHs xpomarorpadieto Ha cunikareni (0-
40% EtOAc/rekcaHn) gano nepily MPOMDKHY Crosy-
Ky y Burnsagi 6inoi tBepgoi pevosunu (1,935r, 88%).
MC: APCI: M+1: 253,1 (TouHa maca: 252,07).

Opyry  npombkHy  cronyky,  6-{5-[4-(2,3-
anxrnopdeHin)ninepasuk-1-injneHT-1-eHin}-4H-
nipnao[3,2-b][1,4]JokcasnH-3-0H, OTpMMYyBanNu Takum
YsnHoM. [lo  po3umHy  6-(5-xmopneHT-1-eHin)-4H-
nipnao[3,2-b][1,4]okcasnH-3-0Hy (0,710r,
2,80mmorne) B CH3CN (10mn) gogaBarm 1-(2,3-
anxnopdpeHin)ninepasvH  (0,974r, 4,21mmonb), a
noTim kap6oHar kanito (0,77r, 5,6mmonk) i ooua
kanito (0,092r, 0,56mMmonb ). PeakuiiHy cymill knm'si-
TUNM i3 3BOPOTHVUM XONOAUSMbHUKOM MpoTarom 14
roavH. PeakuiiHy cymiw oxonogxysanu Ao KiMHaT-
Hoi Temnepatypu i posnoginanm mix EtOAc i H2O.
OpraHiyHui wap npomMusanu HacudeHum NaHCOs i
HacuyeHnM po3ymHoM cofli, cywmnun Hag NaxSOy i
KOHLEHTpYBanu 3 oTpuMaHHaM macrna. OuniieHHs
xpomatorpadieto  Ha cunikareni  (0-7%  Me-
OH/EtOAC) gano gpyry npoOMDPKHY CMOMyKy Y BUIMsAA
6inoi TBepaoi pevosuHu (0,903r, 72%). MC: APCI:
M+1: 447 1 (TouHa maca: 446,13).

6-{5-[4-(2,3-OuxnopdeHin)ninepasuH-1-in)neHT-
1-enin}-4H-nipnao[3,2-b][1,4JokcasunH-3-oH  (0,774r,
1,73mmork) rigpyBanm 3 BukopuctaHHaM Ra-Ni
(0,25r) B TF® npoTarom 16 roguH. PeakuiiHy cymil
dinbTpyBanu i KOHUEHTpYBann 3 OTPUMAaHHAM Mac-
na. JopaBanu eTunaueTat i NpodykT Burnagas B
ocan. Ocap BigginbTpoByBarmM i cywmnu 3 oTpu-
MaHHSIM BKa3aHO|i B 3arofioBKy CMONyku Yy BUrnagi
6inoi TBepaoi pevosuHu (0,645r, 83%). MC: APCI:
M+1: 4491 (TouHa maca: 448,14).

Mpwknag G2 - CwHres 6-{5-[4-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-injneHTun)-
4H-nipnoo[3,2-b][1,4]okcasnH-3-oHy

MpomixHy CrOyKY, 6-{5-[4-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-injnexHT-1-
eHin}-4H-nipnpo[3,2-b][1,4]JokcasuH-3-0H,  OTpUMY-
BanM TakuMm 4YuHOM. [Jo po3uumHy 6-(5-xmopneHT-1-
eHin)-4H-nipnpo[3,2-b][1,4Jokca3un-3-ony (0,408,
1,61mmorb) B CH3CN (7mn) popnasarm 1-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasmH (0,523r,
2,41mMmorb), a noTiM kapboHat kanito (0,445r) i vio-
avg kanito (0,053r, 0,322vmmork). PeakuiitHy cymiL
KUM'ATUIM i3 3BOPOTHUM XONOAWUIBHUKOM MPOTAroM
14 roguH. PeakuiHy cymill oxornomxysanm OO KiM-
HaTHOi Temnepatypu i po3noginam mik EtOAc i

82541

206

H2O. OpraHiynmMii Wwap npoMuBanyM Hacu4eHUM
NaHCO3 i Hacu4eHUM pO34MHOM COfi, CYLUMIM Hag
NaxSO4 i KOHUEHTpyBarM 3 OTPUMaHHSAM Macna.
OunweHHa xpomaTtorpadieto Ha cwnikareni (0-5%
MeOH/EtOAC) gano neplly NpPOMDKHY CrOMyKy Yy
BUrnsgi xosToi TBepAoi pevoBuHu (0,172r, 72%).
MC: APCI: M+1: 433,2 (TouHa maca: 432,25).
6-{5-[4-(5,6,7,8-TeTparigpoHadtaniH-1-

in)ninepaaun-1-injneHT-1-eHin}-4H-nipngo([3,2-
b][1,4]okcasmH-3-0oH (0,098r, 0,226mMmorb) rigpysanm
3 BukopuctaHHsM Ra-Ni B T[® npoTtarom 16 roauH.
PeakuinHy cymiw ¢inbTpyBanu i KOHUEeHTpyBanu 3
OTpMMaHHsAM Macna. OuulleHHs xpomaTorpadieto
Ha cwunikareni (0-5% MeOH/EtOAc) gano BkasaHy B
3aronoBky cronyky y surnaai nnisku (0,059r, 61%).
OTpumMaHuii NpoayKT po3unHsnu B Et,O i gpogasanu
1M HCI B EtO (1 ekBiBaneHT). OTpumaHuii ocag
BiadinbTpoBYyBarM i cywmnm 3 oTpuMaHHaM Ginoi
TBepAoi pedoBuHn. MC: APCI: M+1: 4355 (TouHa
maca: 434,27).

Mpwvknag G3 -  CwuHres  6-(4-[4-(2,3-
avxnopdeHin)ninepaswuk-1-in]oytokcu}-4H-
nipuao[3,2-b][1,4]okcasnH-3-oHy

Mepwy  npombkHy  crionyky, 6-amiHo-4H-
nipuao[3,2-b][1,4]JokcasnH-3-0H, OTpUMyBanNu Takum
YMHOM. Cymiw 6-HiTpo-4H-nipnao[3,2-
b][1,4]okcasnH-3-oHy (34,23r, 0,1755mormb), 20%
Pd-C (3,0r, 50% H20) i AM®A (1n) rigpyBamm npwu
Tmcky Ho 20 dyHTiB Ha kB. Atonm. Yepes 2rog. no-
rMHaHHea Hy npunuHanocsa Ha piBHi 141 dyHTa Ha
KB. AWM. PeakuinHy cymiw @inbTpyBanmm yepes
nodywky uenity (3 mpomuBaHHam OM®A (500mn).
dinbTpat po3basnsnu xonogHoto HxO (2n) 3 oTpw-
MaHHAM TBepAOl peyoBUHU. TBepAy pevyoBUHY 36u-
parmm, npommBarm HO, cycneHgyBanu B EtOH
(150mn), 36upanu, NnpomMmuBanu relTaHoM i CyLumnm 3
OTPMMaHHSIM MepLoi npomikHoI cnonyku (23,60r,

81%) y Burmsgi  cipyBaTo-pwpKYBaTO-KOPUYHEBOI
TBEpOoi peyoBUHM.
Opyry  MPOMDKHY  Cronyky, 6-pTop-4H-

nipngo[3,2-b][1,4]JokcasnH-3-0H, OTpMMyBanu Taknm
yYuHom. lMocyamHy HanereHa (Nalgene) micTtkicTio 1
ranoH (~4,5n) (3 oTBOpamu 3Bepxy Ans BMyCKaHHS
N2 i BBeOeHHS TBEpPAUX YACTMHOK) OXONO[KyBamnu
Ha NbopsHIn GaHi 3 cinnio i BBOAWM B Hel cymill
dTopoBoAeHs-NipuanH (500r). Mpu nepemilyBaHHi
MarHiTHOIO MiLLarkoo NoBiflbHO AoAaBanu nopuismu
nig, CTPYMEHEM N2>  6-amiHo-4H-nipnao([3,2-
b][1,4]okca3uH-3-oH (88,48r, 0,5362Momb, 1,0eks.).
Mo 3akiH4eHHI AodaBaHHS 4epBOHO-KOPUYHEBY CY-
MiWw nepemiwyBanu npotarom 0,25roa. ons 3abes-
neyYeHHsi MoBHOro po3unHeHHs. ObepexHo goaasa-
mm  nopuismu  npotarom  0,5rof.  HITPUT  HaTpito
(44,40r, 0,6435mormb, 1,2ekB.). KoxHe [popaBaHHsi
6yro eKk30TEPMIYHUM | CYNPOBOAMIIOCS BULINEHHAM
HF i No. o 3akiH4eHHi foaaBaHHS peakuinHy CyMill
nepemiwyBanu Ha nboAasaHin 6aHi 3 cinmo NpoTarom
1roa. PeakuiliHy cymiw racvunu nosinbHUM obepex-
HVUM JoJaBaHHSIM Oxono4KyBaHoi nbogom HoO (2n).
OTpumaHy TBepay pevoBuHy 36vpanu, npomuBanv
H2O, nostopHo cycnengyBarmu B HxO (3x1m), 36u-
panu, npommsanu HoO i cywmmm Ha inbTpi npoTs-
rom 1rog. Teepay pevyoBuHy NPOMUBAnu renTaHoMm i
cywmnu nig ctpymeHem No npoTtsarom 2rog. OcTato-
YHe CYLUIHHS Y BaKyyMHil neyi npoTtarom 24rof. npu
~40°C gano gpyry npoMixHy cronyky (69,03r, 76%)
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y BUrnsgi opaHKeBo-KOPUYHEBOI TBEPAOI PEYOBUHN.
T.nn. 179,9-181,2°.

TpeTio NPOMDKHY CronyKy, 6-(4-
6eH3unokcunbyTtoken)-4H-nipuao[3,2-b][1,4]okcasnH-
3-0H, OTpMMyBamM Takvm YMHOM. [OTyBammM po3yuH
4-6eH3unokcnbyraH-1-ony (34,31r, 33,37mn,
190,3mMMmonb) i TpeT-6yTokcmay kanito (1M po3uu;
181mn) B TI® (60mn) i nepemiwyBann 1oro npwm
KiMHaTHIn TemnepaTypi npoTtarom 20xB. [oTyBanu
cycneHsito  6-dpTop-4H-nipnaol[3,2-b][1,4JokcasnH-3-
oHy (8r, 48mmork) B TT® (100mn) i popgaBamm oo
HeT yepes KaH Mo CIMPTOBUN PO34MH OCHOBU. Pea-
KUiNHY CyMill KUM'ATUNN i3 3BOPOTHUM XOMOAMUIbHU-
KOM MpoTAroM 25 roguH. PeakuiiHy cymiw racunu
HacudeHnm NH4Cl i Bogoto. Po3unH goBogvnn go
pH 8 i ekctparyBarm etunauetatom. OpraHivyHWn
LWap MpPoMMBaNM HaCU4EeHUM PO3YMHOM COJSli i KOH-
LeHTpyBanM 3 OTPMMaHHAM TBEPAOi PEYOBUHM.
OunweHHa xpomatorpadieto Ha SiO2  (0-70%
EtOAc/rekcaHn) gano TpeTo MPOMDKHY CMONyKy Yy
BUrnsaAi 6inoi TBepgoi pevosuHu (6,6r, 42%). MC:
APCI: M+1: 329,2 (TouHa maca: 328,14).

YeTBepTy NPOMDKHY CronyKy, 6-(4-
rinpokcmbyTokcn)-4H-nipuao[3,2-b][1,4]JokcasuH-3-
OH, OTpPUMYyBanM TakMM YUHOM. [JO po3yuHy 6-(4-
©6eH3unokcnbyTokeu)-4H-nipuao[3,2-b][1,4]Jokca3un-
3-0Hy (6,4r, 19Mmmonb) B cymiwi MeOH/TI® (100mn)
popasanu 20% Pd/C (1,5r) i cymiw rigpyBanu npo-
TArom 12rof. PeakuiiHy cymiwl ginbTpyBanu, KOH-
LeHTpyBanu i ounwanu piguHHoo xpomarorpadieto
(0-10% MeOH/CH2Cl2) 3 oTpumaHHsM 4eTBepTOl
NPOMDKHOT cronyku y Burnagi 6inoi tBepgoi pedo-
BuHM (4,3r, 18MMomb, 93%). MC: APCI: M+1: 239,1
(TouHa maca: 238,10).

M'aty npomixHy cronyky, 4-(3-okco-3,4-avrigpo-
2H-nipnpno[3,2-b][1,4]okca3nH-6-
inokcn)oyTupanbaerig, OTPUMYBammM TakuM YWMHOM.
[o cycneHnsii 6-(4-rigpokcmbytokcm)-4H-nipnao[3,2-
b][1,4]okcasmH-3-oHy (4,3r, 18,02mMMoMb) B AUXIIO-
petaHi (30mn) popasanu IBX (15r, 54mmorb).
OTpumaHy cymiw Harpisanu npu 80°C npoTsrom 5
roguH. PeakuivHy cymiwl oxonomxkyBanu i nepemi-
wysanm i notim dinbTpyBanu. Ocag Big inbTpy-
BaHHA npomumBarm CHoClo, noku He GyB BUTArHYTUIA
npoaykT. ®PinbTpaT KOHUEHTPyBanmM 3 OTPUMAaHHSM
YepBOHOrO Macra, ke ouuwanu xpomartorpadieto
Ha SiO2 (0-7% MeOH/CHCl3) 3 oTpuMaHHAM ['STOT
MPOMDKHOT CMOMNyKM y BUrMNSAi YepBOHOMO Macna
(3,90r, 16,5mmonb, 92%). MC: APCI: M+1: 237,1
(TouHa maca: 236,08).

o pO34MHYy 4-(3-okco-3 4-gurigpo-2H-
nipnao[3,2-b][1,4]okcasnH-6-inokcn)byTMpansaerigy
(0,325r, 1,37mMMonb) B AuxropeTaHi (6mn) gogasa-
m po3uunH 1-(2,3-anxnopdeHin)ninepasuHy (0,318r,
1,37mMMore) B guxyiopeTtaHi (3mn) yepes KaHIomo.
Cymiw nepemiwyBanu npotaroMm 20 XBUMMH Mpwu
KiMHaTHIV TemnepaTypi i gogaBarm NaBH(OAc)s
(0,377r, 1,78mMorb). PeakuinHy cymiw nepemily-
Banu npoTtaroMm 2,5roA. i racunm  HacuYeHUM
NaHCO3 i Bopgow. Cymiw ekctparyBanm EtOAc i
opraHiyHui wap npomusanm HacudeHum NaHCOs,
BOAOI i HACWYEHVMM PO34YMHOM COfi, CyLMIM Hag
NaxSO4 i koHueHTpyBanu. OuuMLIeHHS Xpomarorpa-
dieto Ha cunikareni (0-5% MeOH/CH2CI.) gano ni-
Hy. Oopasann Et,O i npogykT BunagaB B ocap.
Ocag BiadinbTpoBYBanu i CyluMmm 3 OTPUMaHHSM
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BKa3aHO| B 3arofioBKy CroJlyku y Burnsagi 6inoi tee-
pooi peyoBuHu (0,386r, 0,854mmors, 63%). MC:
APCI: M+1:451,1 (TouyHa maca: 450,12).

Mpuknagp G4 - CwuHres  6-[4-(4-iHoaH-4-
inninepasuH-1-in)6ytokcu]-4H-nipngo[3,2-
b][1,4]okcasnH-3-oHy

CnigyBanu metoauui BiJHOBHOIMO amiHyBaHHS 3
npuknagy  G3, BUKOPUCTOBYIOHUN 1-iHoaH-4-
inninepasuH, 3 OTPMMaHHSAM BKa3aHOi B 3arorioBKy
crionyku (0,24r; 69%). MC: APCI: M+1: 423,3 (TouHa
maca: 422,23).

Mpuknag G5 - CwuHTes 6-[4-(4-HadTaniH-1-
inninepasuH-1-in)6ytokcu]-4H-nipngo[3,2-
b][1,4]okcasuH-3-oHy

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy G3, BukopwuctoBytouM 1-HadpTani-1-
inninepasuH, 3 OTPMMaHHSAM BKa3aHOi B 3arorioBKy
crionyku (0,24r, 56%). MC: APCI: M+1: 433,1 (TouHa
maca: 432,22).

Mpuknag G6 - CuvHtes 6-|4-[4-(6-
MeTOKCUMIipUanH-2-in)ninepasuH-1-in)oéyTokcu}-4H-
nipuao[3,2-b][1,4]okcasnH-3-oHy

CnigyBann metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy G3, BMKOPMCTOBYHOUU 1-(6-
METOKCUMIpUAMH-2-in)ninepasuH, 3  OTPUMaHHAM
BKazaHoi B 3aronosky cronyku (0,21r, 62%). MC:
APCI: M+1:414,2 (ToyHa maca: 413,21).

Mpuknag G7 - CuvHres 6-{4-[4-(7-
dbTopHad TaniH-1-in)ninepasuH-1-in]6yTokcun}-4H-
nipuao[3,2-b][1,4]okca3unH-3 -oHy

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy G3, BMKOPMCTOBYHOUU 1-(7-
dbTopHadTaniH-1-in)ninepasuH, 3 OTpMMaHHSM BKa-
3aHoi B 3aronoBky cronyku (0,31r, 64%). MC: APCI:
M+1: 4513 (TouyHa maca: 450,21).

Mpuknag G8 - CwuHres 6-{4-[4-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]6yTokcu}-
4H-nipnpo[3,2-b][1,4]okcasnH-3-oHy

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy  G3,  BukopuctoBytoum  1-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH, 3 oTpMMaHHAM
BKazaHoi B 3aronosky cronyku (0,23r, 65%). MC:
APCI: M+1: 437,3 (ToyHa maca: 436,25).

Mpuknag  H1 - CwuHtes  2-{4-[4-(2,3-
avxnopdeHin)ninepaswuk-1-in]oytokcu}-8H-
nipuao[2,3-d]nipumianH-7-oHy

Meplly NpOMDKHY CRONyKY, 2-MeTaHCyrbQiHin-
8H-nipnpo[2,3-d]nipumigunH-7-oH, oTpUMyBanu Takum
yuHoMm. [lo cycneHsii  2-meTuncynbdaHin-8H-
nipngo([2,3-d]nipumignH-7-ony (5,0r, 25,9mmonb) B
CHzCl2 (100mm), CHCI3 (50mn) i MeOH (10mn, no-
YaTKOBUN MaTepian BCe Lie He po34MHMBCSH) Aoda-
Banu okcasvpuguH (8,11r, 31,05mmonb, 1,2ekB.) y
BUMMSAi TBepOoi peyvyoBuHW. PeakuinHa cymiw cta-
Bana romMoreHHoto 4epes 3rof. i i nepemiwysanu
MPOTArOM HOMI Mpu KiMHaTHIN TemnepaTtypi. Peak-
UiMHY CyMill KOHUeHTpyBanu i gogaBann Cymill
CHoCl2/MeOH, wob po3umHutn 3ammwok. barato
TBEpOoi pPeyYOoBUHU HEe PO3YMHWUMOCH, TOMY CyMill
(inbTpyBanu 3 oTpMMaHHSAM He 30BciM binoi TBep-
001 peyoBMHM, AKo Oyna neplua NpompkHa crosyka
(2,31r, 11,04mmonb, 43%). MC: APCI: M+1: 210,1
(TouHa maca: 209,03).

Opyry NPOMDKHY Cronyky, 2-[4-
(TeTparigponipaH-2-inokcu)oyTokcu]-8H-nipuao[2,3-
c!lnipyMignH-7-oH, oTpuMyBanM Takum 4umHOM. [o



209

po3uuHy  4-(TeTparigponipaH-2-inokcu)-1-6ytaHony
(4,45r, 25,3mmonb, 2,5ekB.) B TI® (20mr), oxono-
mkeHoro go 0°C, popaBarm 1M KOtBu B TId
(25mn, 25Mmonb). PosumH nepemiwysanu npu 0°C
npotarom 20xB. i NOTIM godaBanu OO cycneHsii 2-
MeTaHcynbdiHin-8H-nipnao[2,3-d]nipumianH-7-oHy
(2,12r, 10,13mmorb) B AM®A (30Mn) npu KiMHaTHIN
Temnepatypi. PeakuiinHa cymiw cTaBana romMoreH-
HOMo i 1T nepemiwyBanu npu KiIMHaTHIA TeMmnepaTypi
npoTarom 1roa. Jogoasamm Hacudenun NH4Cl i HO
ANS raciHHg peakuiiHoi cymiwi. Cymilw ekcTparysa-
mm EtOAc. OpraHiyHui wap npommsanu HoO i Hacu-
YeHUM pOo34mHOM cofli, cywmnu Hag NaxSOy i KoH-
LeHTpyBanu. OunweHHs pignHHOO
Xpomartorpadieto (70% EtOAc/rekcann-100%
EtOAc) pano gpyry npoMmipkHy cronyky y Burnagi
6inoi TBepnoi pedvouHu (1,95r, 6,11Mmonb, 60%).
MC: APCI: M+1: 320,2 (ToyHa maca: 319,15).

TpeTio NPOMBKHY CrosyKy, 2-(4-
rinpokcmbyTokcu)-8H-nipuao[2,3-d]nipumigny-7-oH,
oTpumyBanM Takum 4YmHOM. [o cycneHsii 2-[4-
(TeTparigponipan-2-inokcun)oyTokeum]-8H-nipuao[2,3-
d]nipymignn-7-ony  (1,95r, 6,11mmorme) B EtOH
(30mn) i CH2Cl2 (2mn, popaeanu, wob gonomorTtu
PO3YMHEHHIO MOYaTKOBOrO Marepiany) gogasanu
PPTS (151mr, 0,6mmomnb). Po3unH nepemiwysanu
MPOTArOM HOMI MPW KiMHATHIN TemnepaTtypi i NoTiM
HarpiBarm npu 60°C npoTarom 5rog. PeakuiviHy cy-
Mill KOHLUEHTpyBanM 3 oTpumaHHsM Ginoi TtBepmoi
peyoBuHM. OuuLeHHS PigMHHOK Xpomatorpadieto
(6% MeOH/CH.Cl3) gano TpeTio MPOMiXKHY CMOnyKy
y Burnagi Ginoi TBepmoi pevoBuHn  (1,22r,
5,19vmork, 85%). MC: APCI: M+1: 236,1 (TouHa
Maca: 235,10).

UeTBepTy MNPOMiIKHY CMOMYyKY,
avrigponipuao[2,3-d]nipumignH-2-
inokcn)oyTupanbaerig, OoTPUMYBamM TakuM YWMHOM.
[o posunHy 2-(4-rigpokcmbyTtokcm)-8H-nipnao[2,3-
<1]nipumignn-7-oHy (251mr, 1,07mmone) B8 AMCO
(3mn) gogasanu po3uunH IBX (597wmr, 2,13mMmonb) B
OMCO (7mn, 0,3M). PeakuinHy cymiw nepemillysa-
M npu KiMHaTHIn Temnepatypi npotarom 90xs.,
oxonomkysamm go 0°C i racumm 5% NaHCOs. Cymiw
ekcTtparyBanu CHzClz (4x). OpraHiyHuii wap npomu-
Banu 5% NaHCOs3 i Hacn4eHrm po3ymMHOM cofi, Cy-
wunn Hag NaxSOy i KOHUEHTpYBanM 3 OTPUMAaHHSAM
YeTBEPTOI MPOMDKHOI cronyku y Burnagi 6inoi teep-
noi pevoBuHn (171mr, 0,733mmonb, 69%). MC: AP-
Cl: M+1: 234,1 (TouHa maca: 233,08).

Oo cycneHsii 4-(7-okco-7,8-gurigponipugol[2,3-
d]nipumignH-2-inoken)oyTupansaerigy (235w,
1,01mmorb) B amxnopeTaHi (5mn) gogasanm rigpo-
xropug  1-(2,3-guxnopdeHin)ninepasuHy  (270mr,
1,01lmmorb), a notim EtN (0,28wmn, 2,0mmorb,
2ekB.). Yepe3 10xB. 3HaXOMLKEHHSI MPWU KiIMHATHIN
Temnepatypi gogasamm  NaBH(OAc)s (297w,
1,4Mmornb) y Burnsdi nopowky. PeakuinHy cymiw
nepemillyBann nNpoTArom 2rod. npu KiMHaTHIA TeM-
nepatypi i racuim HacuyeHum NaHCOs i HO. Cy-
miw ekcTparyBarmm EtOAc (3 HeBenuKkow KinbKiCcTO
MeOH, wo6 AonoMortM po3yYMHEHHIO TBEpPAUX Yac-
TVHOK). OpraHiyHWiA LWap npomyBanM Hacu4eHUM
PO34YMHOM COfli | KOHUEeHTpyBanu. OYNLLEHHS PigWH-
Hoto xpomatorpadieto (5% MeOH/CHxCl2 3 1%
NH4OH) pnano Bka3aHy B 3arofioBKy Cromnyky y BuW-

4-(7-okco-7,8-
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rnagi 6inoi TBepgoi pevosuHM (375mr, 0,836Mmorb,
83%). MC: APCI: M+1: 448,1 (TouHa maca: 447,12).

MipumignHn npuknaais Hz i Hi cuHTesyBanu B
koMOiHaTopHOMy 6GibnioteyHomy dhopmari BigHOB-
H/M aMiHyBaHHSIM Bi4MOBIOHMX MiNepasnHOBUX BUXi-
OHux matepianis 3 4-(7-okco-7,8-gurigponipngo[2,3-
d]nipumigun-2-inokcun)byTrpanbaerigom, 3 BUKOPUC-
TaHHAM MeToAuKKM, onucaHol B npuknaai H1.

Mpuknag H2 - CuHTes 2-{4-[4-(2-
isonponokcudeHin)ninepasun-1-injoyTokcu}-8H-
nipuao[2,3-d]nipumianH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi 6inoi TBepaoi pedouHM (223mr, 0,510MmoOTrB,

59,4%). MC: APCI: M+1: 438,1 (ToyHa wmaca:
437,24).
Mpvknag H3 - CuHres 2-[4-(4-iHpaH-4-

inninepasuH-1-in)6ytokcu]-8H-nipngo[2,3-
d]nipyumiguH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamv y Bu-
rnagi 6inoi TBepgoi pedosuHM (270mr, 0,643MmOTb,

75,1%). MC: APCI: M+1: 420,3 (ToyHa wmaca:
419,23).
Mpuknag H4 - CwuHtes 2-[4-(4-HadTaniH-1-

inninepasuH-1-in)6ytokcu]-8H-nipnago[2,3-
d]nipyumiguH-7-oHy

Crnigytoun Takin camin metoauui, siKk B NpuKnagi
H12, 3 BUKOpUCTaHHSM SIK BUXiOHWMX Matepianis 2-
MeTaHCynboHin-8H-nipnao[2,3-d]nipumignH-7-oHy
(300mr, 1,332mmorb, [nateHT CLUA Ne6498163]) i 4-
(4-HadbTanin-1-inninepaswH-1-in)oyTaH-1-omny
(416mr, 1,465MmOrnb), OTPUMYBanuM BKasaHy B 3aro-
FOBKY CroNyKy y BUrnsai 1Bepaoi peyosuHn (300mr,
0,683mmonb, 51,3%). MC: APCI: M+1: 430,2 (TouHa
maca: 429,22).

Mpuknag H5 - CuHTte3 6-pTOp-4-MeTun-2-[4-(4-
HacpTaniH-1-inninepasuH-1-in)dyTokcum]-8H-
nipngo(2,3-cl | nipymiguH-7-oHy

Cnigytoun Takii xe meTtoauui, ik B MNpuknagi
H12, 3 BUKOpUCTaHHSM SIK BUXiOHMX Matepianis 6-
dTOp-2-MeTaHcynb oHin-4-meTnn-8H-nipmnao(2,3-
d]nipymigun-7-oHy  (300mr, 1,166mmonb, [maTeHT
CLWA 6498163]) i 4-(4-HacbTaniH-1-inninepasuH-1-
in)6yTan-1-ony (331mr, 1,166mMmomMb), oTpuMyBanu
BKa3aHy B 3arorfioBKy CrMOMyKy Yy BWrfsigi TBepAoi
peyoBuHM (323mr, 0,684MMomb, 58,7%). MC: APCI:
M+1:462,1 (ToyHa maca: 461,22).

Mpuknag, H6 - CuHTe3 2-{4-[4-(6-
isonponinnipuanH-2-in)ninepasuH-1-in)oyTokcu}-4-
meTnn-8H-nipnao[2,3-d]nipumignH-7-ony

MepLly NpOMiKHY Crionyky, 2-MeTaHCYbOoHin-
4-metun-8H-nipnapo[2,3-cl]nipumignH-7-oH, oTpUMYy-
Banmu  TakMM  YMHOM. PosuvH  4-metun-2-
MeTuncynbdaHin-8H-nipnao[2,3-d]nipumignH-7-ony
(24r, 0,1158Mmorb, [nateHT CLUA Ne6498163]) B Cy-
Miwi CH2Cl2 (1,9n) i meTtaHony (300mn) o6pobnanu
Mm-xroprnepbeHsonHolo  kucrotoo  (103r,  60%,
0,345morb) nopuisMu Npyu KIMHaTHIA Temnepartypi.
Cywmiw nepemiwyBanu npotarom 24roa., OXosomKy-
Banu o ~5°C i racumm HacM4yeHnM po34YuHom Bikap-
OoHaTy Hatpito. TBepai YacTuHkM BigdinbTpoByBa-
N1, NpoMuBanu peTernbHO BOAOHO, a NoTiM edipoM i
CyLLMNW Y BaKyyMi 3 OTPUMaHHSAM MepPLLOi CMonykn y
BuUrnsaai TBepgdoi peyosuHu (10r, 0,042monb, 36%).
MC: APCI: M+1: 240,0 (TouHa maca: 239,04).

Opyry  npomikHy  cronyky, 4-metun-2-[4-
(TeTparigponipan-2-inokcu)oyTokeu]-8H-nipuao[2,3-
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d]nipymiguH-7-oH, OTpuUMyBanu Takum 4YmHOM. [o
po3uuHy  4-(TeTparigponipaH-2-inokcu)oyTaH-1-ony
(27,3r, 0,1567morb), WO OXONOMLKYETLCA Ha NbOAS-
Hii 6aHi, B cyxomy TI'® (125mn) gogasanu no kpan-
nax po3vmH KOtBu (1M, 155mn, 0,155monb) B TTO
npotarom 15xB. Cymiw noTiM nepemiwyBanm Mpu
0°C npoTdarom 2rog. [1o oTpumaHoi cyMilli fjogasanu
CycrneHsito 2-MeTaHCynbOoHin-4-metnn-8H-
nipugo([2,3-dnipumignH-7-ony (15r, 0,0627mMonb) B
OM®A (225mn) npu KiMHaTHIn TemnepaTypi nNpoTs-
rom 15xB. OpaHxeBO-4epBOHY peaKuifHy CyMmiLl
nepemiwysanu fnpu KiMHaTHIN Temnepartypi npoTa-
rom 1,5rog., oxonomKysanmm i racuim Hacu4eHuUM
posumHom NH4Cl (150mn) i Bogoto (2n). Cymiw ekc-
TparyBarm eTtunauetatoM (2x0,75n) i opraHiyHun
Wwap npoMMBanM HaCWMYEHUM PO3YMHOM  COfi
(300mn), cywmmm Hap 6e3BogHMM cynbdatoMm Ha-
Tpito, pinNbTpyBanM Yepes HeBENVKUN LLap curnikare-
no, enwowoun 5% MeTaHonom B eTunauerari
(750Mmn) i KOHUEHTpyBamM. 3anuLUoK noTiM po3Tupa-
N1 B rekcaHi, BiadinbTpoByBanu i cylwumnm 3 oTpu-
MaHHsIM pYroi NMPOMDPKHOI crionyku y Burnagi Ginoi
TBepgoi peyosuHu (16,5r, 0,0495momb 78%). MC:
APCI: M+1: 334,0 (TouHa maca: 333,17).

TpeTio NPOMBKHY CMosyKy,
rinpokcmbyTokcn)-4-meTnn-8H-nipuao[2,3-
d]nipumiguH-7-oH, OTPUMYyBanu Takum YMHoM. CymiLu
4-meTun-2-[4-(TeTparigponipaH-2-inokcn)oyTokcu]-
8H-nipnpoo[2,3-d]nipumignH-7-oHy (16,5r,
0,049wvornk) i PPTS (1,24r, 0,0049monb) B eTaHomi
(250Mmn) i CH2Cl2 (20Mn) nepemiwyBanm npu KiMHa-
THIN TemnepaTypi npotarom 16rogd. 3 nogansLunm
KAM'TIHHAM i3 3BOPOTHMM XoroausbHukoM (~90°C)
npotarom 3rof. KanamyTHy peakuinHy cymiw yra-
ptoBanmm y BakyyMi i 3anuLIoK po3Tuparnv B CyMilli
rekcaH-etunaueTat (150mn, 1:1) i cywmnm 3 oTpu-
MaHHSIM TPEeTbOI NMPOMDKHOT CMOMYyKN Y BUrNSAI XKOB-
Toro nopowky (12,5r, 0,049morb, 100%). MC: APCI:
M+1:250,0 (TouHa maca: 249,11).

YeTBepTy MpOMiXHY crnonyky, 4-(4-metunn-7-
okco-7,8-gurigponipuao[2,3-d]nipumignn-2-
inokcn)oyTupanbaerig, OTPUMyBamM TakuM YMHOM.
PosuunH IBX (26r, 0,092monb) B8 AMCO (220Mm5), Lo
nepemiwyeTbcs, 06pobnanu 2-(4-rigpokcnbyToken)-
4-vetun-8H-nipngo[2,3-d]nipumignH-7-oHom  (11r,
0,0467morb) nopuisMu Npu  nNepeMillyBaHHi  npwu
KiMHaTHIV Temnepartypi npotarom 30xB. i peakuinHy
CyMill nepeMillyBany npu KiMHaTHIA TemnepaTtypi
npoTarom we 2rog. Cymiw oxonomxysanu i 06pob-
nanu Hacndenum NaHCO3 (150mn) i ekcTparyBanu
xrnopocpopMom  (4x0,5n). O6'egHaHMn  opraHivHUN
Wwap npomMmBanmM HacCM4YEHVM PO3YMHOM COfli 3 FbO-
aom (2x), cywummm Hag NaxSO4, dinbTpyBanm i KoH-
ueHTpyBanu. 3anuwiok nepemiwysann 3 edipom,
dinbTpyBanu, npomusanu edipoMm i CyLumnm 3 oTpu-
MaHHSM 6 I HEeOYMLLUEHOrO MPOAYKTY, BUrMsA SIKOro
nokasyeas, LU0 Ue cyMiw. 3ammwwok edipHoro dinb-
TpaTy TakoX MoKa3yBaB HasABHICTb AeSKO! KinbKOCTi
MPOAyKTy, ane B OCHOBHOMY Lie 6yB BUXiQHUI MaTe-
pian. 3anuwok Big cinbTpaTy i HeouMLEHUA Mpo-
aykt (11r) nigaaBany NOBTOPHOMY OKWUCMEHHIO Tak,
SK OMMCaHO BULLE, 3 BUKOPUCTaHHAM cBpkoro IBX
(15,5r, 0,055momb) B AMCO (150Mn), ane nepemi-
wysanm npu 30°C npoTtarom 3rog. OmucaHa BuLue
obpobka gana 4eTBepTy MPOMIKHY CMOMYKY y BW-
rnagi He 3oscim Ginoro nopotuky (8,3r, 0,057morb,

2-(4-
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66,8%). MC: APCIl: M+1: 248,0 (ToyHa wmaca:
247,10).

4-(4-Metun-7-okco-7,8-gurigponipmngo[2,3-
d]nipumigun-2-inokcun)byTupanb aerig (742w,
0,3mmonb) i 1-(6-isonponinnipuanH-2-in)ninepasmH
(62,8wmr, 0,306MMoOrb) 3MillyBanM B MeTUMEHXIOPK-
Ji i nepemiwysanu y dnakoHi noHag CUT NPOTAroMm
10x8. [opaBanu TpualeTokcuboporigpug Hatpito
(89mr, 0,42mmorb) | peakuiviHy cymill nepemillyBa-
i NPOTAroM Houi. PeakuiiHy cymill racumm nosifb-
HUM JodaBaHHSIM BOAM i MOTIM CyMill (PinbTpyBanu.
Bammwok po3noginsamm mixk CH2Cl2 i Bogoto i opraHi-
YHUIA Wap KoHueHTpyBanm. O4MLLEHHS PiAWMHHOK
xpomartorpadieto  (MPLC), rpagieHt Big 100%
CHxCl2 po 100% 10% MeOH B CH2Cly po3uwnHi)
[arno BKazaHy B 3arorioBKy CMOMyKy Y BUrMsiAi HU3b-
konnaekoi TBepAoi peyoBuHu (55mr, 0,126mmorb,
42%). MC: APCI: M+1: 437,3 (TouHa maca: 436,26).

MipyumignHn npuknaanis H6-H11 cuHTesysarm B
koMOiHaTopHOMy 6GibnioteyHomy dhopmati  BigHOB-
H/M aMiHyBaHHSM Bi4MOBIAHMX MiNepasnHOBUX BUXi-
OHNX MaTepianis 3 4-(4-meTun-7-okco-7,8-
avrigponipmao(2,3-d]nipumignH-2-
inokcum)byTupanbaerigom, crigytoun metoauui, onm-
caHin B npuknagi H7.

Mpuknag H7 - CuHTe3 2-{4-[4-(6-eTMNNipManH-2-
in)ninepaawun-1-in)oytokcu}-4-metun-8H-nipngo|[2,3-
d]nipyumiguH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi  HU3bKOMMaBKoi  TBEpPAOi  pevoBuHM (87w,
0,206Mmonb, 68,6%). MC: APCI: M+1: 423,3 (TouHa
maca: 422,24).

Mpvknag H8 - CuHres 2-[4-(4-iHpaH-4-
inninepasuH-1-in)éytokcu]-4-meTnn-8H-nipngo[2,3-
d]nipyumiguH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamv y Bu-
rnagi 6inoro nopowky (66mr, 0,152mmonb, 50,74%).
MC: APCI: M+1: 434,2 (TouHa maca: 433,25).

Mpvknag H9 - CuHTes 4-metun-2-{4-[4-(5,6,7,8-
TeTparigpoHadTaniy-1-in)ninepasuH-1-in]éyTokcu}-
8H-nipnpo[2,3-d]nipumiguH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi 6inoro nopowky (75wmr, 0,167mmonb, 55,86%).
MC: APCI: M+1: 448,3 (TouHa maca: 447,26).

Mpuknag, H10 - CwHres 2-{4-[4-(7-
dTopHad TaniH-1-in)ninepasuH-1-in]oyTokcu}-4-
mMeTun-8H-nipuao[2,3-d]nipumignH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-
msgi - TBeppoi  pedoBuHM  (61mr,  0,132mmorb,
44,06%). MC: APCl: M+1: 4622 (toyHa maca:
461,22).

Mpuknag, H11 - CwHres 2-{4-[4-(7-
MeTokcuHadTaniH-1-in)ninepasuH-1-in]6yTokcu}-4-
meTun-8H-nipuao[2,3-d]nipumignH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-
rnagi 1Bepgoi pedosuHu (43mr, 0,09mmork, 30,3%).
MC: APCI: M+1: 474,3 (TouHa maca: 473,24).

Mpvknag H12 - CwuHtes 4-meTun-2-[4-(4-
HadpTaniH-1-inninepa3uH-1-in)6yTokcn]-8H-
nipnao[2,3-d]nipumignH-7-ony

2-MeTaHcynbdoHin-4-metnn-8H-nipuao([2,3-
d]nipumigun-7-on  (300mr, 1,245mmonb, [naTeHT
CLIA No6498163]), 4-(4-HadpTanin-1-inninepa3uH-1-
in)oytan-1-on (392wmr, 1,379Mmonb) i TpeT-6yTOKCUA
HaTtpito (362mr, 3,76MMOrb) 3MillyBamm y doriakoHi.
HiokcaH (10mn) gogaBamm i po3vnH NepemillyBanm
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npotarom 1roa. PeakuinHy cymill KOHUEHTpyBanu i
noTiM PpO3MNOAiNsanM MK eTunauetatoM i BOAOHO.
OpraHiyHui Wwap npomuBany BOAOH, CYLUMMW Hag
NazS04, inbTpyBamm i koHUueHTpyBanm. OunLleHHS
piguHHoto xpomatorpadiieto (MPLC, rpagieHT Big
100% CHxCl2 pgo 100% posumHy (100:8:1)
CH2Cl2:EtOH:NH4OH) pano BkasaHy B 3arofioBKy
cronyky y Burnaai Teepgdoi peyvoBuHM (220wmr,
0,485mmorb, 38%). MC: APCI: M+1: 4442 (TouHa
Maca: 443,23).

Mpuknap, H13 - CwHres 2-{4-[4-(7-
dTopHadTaniH-1-in)ninepasuH-1-in)oyTokcu}-4,8-
anmeTun-8H-nipnao[2,3-d]nipumiguH-7-oHy

MepLly NpoMiKHY crionyky, 2-MeTaHCybOHirn-
4,8-gumetnn-8H-nipnao[2,3-d]nipumiguH-7-oH, oTpu-
MyBanmM Takum 4uHOM. Po3unH 4,8-gumeTtun-2-
MeTunTio-8-rigponipuanHo[2,3-d]nipumignH-7-oHy
(48,0r, 0,216morb) B cymiwi CHxCl> (2,8n) i meTa-
Hony (410mn) o6pobnanu m-xrnopnep6eH30MHO
kucnoToto (100r, 57-86%) nopuisMu nNpu KiMHaTHIN
Temnepatypi. Cymiw nepemiwyBamm MpOTArOM
24rof., inbTpyBanu i pinbTpaT KOHUEHTpYyBanu.
3anvLoK po3ynHANM B xsiopodhopmi, npomwmBanu
HacuyeHum NaHCOs; (2x300mn), cywmnu Hapg
NazS04, inbTpyBanu i KOHUEHTPYBam 3 OTpUMaH-
HAM HEOYULLEHOrO MNPOAYKTY, SKUA MPU OYULLEHHI
KOJOHKOBOI xpomaTtorpadieto (EtOAc/rekcann) nas
nepLly MPOMBKHY CMomnyKy y Burnsai 6inoi tBepmoi
peyoBuHM (38r,Mmmornb, 0,150Monb, 69%). MC: APCI:
M+1: 2540 (TouHa maca: 253,05).

Opyry npomikHy cnonyky 4,8-gumetun-2-[4-
(TeTparigponipan-2-inokcun)oyTokeum]-8H-nipuao[2,3-
d]nipymignH-7-oH, oTpumyBanu Takum 4YmHOM. [o
po3ynHy  4-(TeTparigponipaH-2-inokcu)oyTaH-1-omny
(82,3r, 0,472monb) B cyxomy TI'® (450mm), oxorno-
mxeHoro go 0°C, pgogasanM Mo Kpanmsx PO3YuH
KOtBu (1Mb TIr®, 473wmn, 0,472Morb) NpOTAroM
1rog. Cymiw nepemiwyBanu npu 0°C npoTsirom
1rog. i noTiM poO3uYuH 2-meTaHCynbdOHI-4,8-
anmeTun-8H-nipuao[2,3-dnipumignH-7-oHy (38r,
0,15monb) B IM®A (475mn) gogasanm npu KiMHaT-
Hi Temnepatypi npotarom 15xB. Cymiw nepemiLuy-
Banu npu KiMHaTHIA TemnepaTypi npotarom 1roA.,
oxonomKysanm i racunu Hacudernm NH4Cl (300mn),
a noTim Bogot (2n) i ekctparysanu EtOAc (3x1n).
OpraHiyHuii Wwap NpoMuBamM HaCcUYeHUM PO34MHOM
coni (3x500mn), cywmnmn Hag MgSOs, dinbTpyBanm i
KOHUEeHTpyBanu. 3anuwoK O4YMLany KOJIOHKOBO
xpomartorpadieto  (EtOAc/rekcaH, 70%-100%) 3
OTPUMaHHSAM ApYroi NPOMDKHOI CROMykW y BUrMAAi
macna (24,6r, 0,071momb, 47,2%). MC: APCI: M+1:
348,0 (TouHa maca: 347,18).

TpeTio NMPOMDBKHY CMosyKy,
rigpokcmbyTtokcm)-4,8-aumeTnn-8H-nipngo[2,3-
d]nipumigunH-7-oH, OTPUMYBanNu Takum YmHom. CymiLu
4,8-gumeTun-2-[4-(TeTparigponipaH-2-
inokcn)oyTokcm]-8H-nipnao[2,3-d]nipymignH-7-oHy
(24r, 0,069momb) i PPTS (1,9r, 0,0075morb) B eTa-
Homi (200mn) HarpiBanu go ~65°C npoTarom Houi.
Cymiw ynaptoBanm y BakyyMmi. 3armLLOK pO3YUHANN
B CH2Cly (500mn), npomwmBanm Bogot (3x100mm),
po3unHom NaHCO3 (2x100mn), cywmnm Hag MgSOa,
dinbTpyBanu i ynaptoBanu y Bakyymi. OTpumaHuii
3anMwoK nepemiwysanu B edipi, BiadineTpoByBa-
nm, npomuBanu edipoMm i cylumnuM 3 OTPUMaHHSAM
TPeTbOl MPOMDKHOI CrOMyKW Yy BUrMsgi He 30BCiM

2-(4-
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6inoi TBepgoi peyoBuHn (9,51, 0,361Mmonb, 52,5%).
MC: APCI: M+1: 264,0 (TouHa maca: 263,13).

YeTBepTy NpOMDKHY Cronyky, 4-(4,8-oumeTnn-7-
okco-7,8-gurigponipuao[2,3-d]nipumignH-2-
inokcn)oytupanbaeriga, oTpUMyBanmyM TakuM YMHOM.
Po3aunH 2-(4-rinppokcnbyTokcu)-4,8-gumeTun-8H-
nipngo([2,3-dnipumianH-7-oHy (9,26r, 0,0351monb),
wo nepemiwyetbes, B8 AMCO (180mn) o6pobnsanu
IBX (19,7r, 0,070monb) i cymill nepemillyBanu npu
KiMHaTHIW TemnepaTypi npoTtsrom 1,5rog. Cymiw
oxonogpkyeanm go 0°C, o6pobnsnu Hacu4yeHum
NaHCO3z (400mn) i ekctparyarm  CHoCl»
(4x200mn). O6'egHaHWn OpraHiYHUA Wap NpoMyBa-
m 15% NaHCOs3, HacM4eHM pPO34YMHOM COTli 3 bO-
aom (2x100mn), cywmnu Hag NaxSO4, dinbTpyBanu
i KoHueHTpyBarm. OTpUMaHWA 3anuLLIOK MEpPEMILLy-
Banu 3 edipoM, inbTpyBanu, npommeanu egipom i
CyLUMNK 3 OTPUMAHHAM YeTBepPTOI MPOMDBKHOI Crosny-
KW y BUrnsaai kKpeMoBo-6inoi TBepaoi pevoBuHu (6,9r,
0,026monb, 75,2%). MC: APCI: M+1: 262,0 (TouHa
maca: 261,11).

4-(4,8-OumeTun-7-okco-7 ,8-gurigponipngo[2,3-

d]nipumigun-2-inokcn)byTrupans aerig (78.,4wr,
0,30mMmorb) i 1-(7-dTOopHadTaniH-1-
in)ninepasuHtpudTopoutoBy  kucroty  (105wmr,

0,306Mmonb) 3MiLLyBanu B MeTUNEHXNopuai i Joaa-
Banu tpuetunamiH (63mr, 0,63mmonb). Cymiw ne-
pemiwyBanu y dnakoHi noHag cut npotarom 10xs.
Hopaearmm TpuaueTokcuboporigpua Hatpito (89w,
0,420mMmornb) | peakuiHy cymill nepemiwysanu
NPOTAroM Houi. PeakuiinHy cymill MOoBiNbHO racunm
BOAOK i OTpMMaHy cymiw inbTpyBanu. 3anuiiok
posnoainanu mixx CH2Cl2 i Bogoto. OpraHivnui wap
nMpoMuBanM BOAOK i KOHUeHTpyBamM. OunLleHHS
piouHHol xpomatorpadpieto (MPLC, rpagieHT Big
100% CHxCl> po 100% 10% MeOH B CH2Cl> pos-
YWHI) Jano BKa3aHy B 3arofioBKy CMOMyKy Y BUrMsAAi
6inoi niHn (89mr, 0,187mmonb, 62,4%). MC: APCI:
M+1:476,2 (TouHa maca: 475,24).

Mpuknag H14 - CwuHres 2{4-[4-(7-
MeTokcuHad TaniH-1-in)ninepasuH-1-injoytokcn}-258
4,8-aumetnn-8H-nipnao[2,3-d]nipumignH-7-ony

BkasaHy B 3arorfioBky CrofyKy oTpyMyBanu Tak,
K OnMcaHo  Bule, BuKopucToBytounm  1-(7-
MeToKcuHadTaniH-1-in)ninepasunH, 3 OTPUMaHHAM
6nigo-xoBToi nitn (91mr, 0,186Mmmork, 62,2%). MC:
APCI: M+1: 488,2 (TouHa maca: 487,26).

NMPUKNAD N1 - CwHres  7-{6-[4-(2,3-
anxnopdeHin)ninepaswuk-1-injneHTun}-3,4-gurigpo-
1H-[1,6]Hacb TMpPMANH-2-0HY

Mepwy  npomikHy  crionyky, (4-amiHO-6-
XnopnipuanH-3-in)MeTaHosn, OTpUMMyBanu  Takum
yuHom. o cycnensii LiAIH4 (2,201, 58mmorek) B TTP
(100mn) gopaBanm po34YvH eTurnoBoro eduipy 4-
aMiHO-6-XIOPHIKOTUHOBOI KUCIOTH (8,0r,
36,2vmorb) Yepes kaHtono. Yepes 90 xBunuH nosi-
nbHo popasarm HxO (2,2mn) i cymiw nepemiltysanu
npoTarom 20 xeunvH. Jogasamm 3M NaOH (2,2mn),
a notim H2O (6,6mn) i cymi nepemiwlysany npoTs-
rom 1 rogmHu. Ocap BiadinbTpoByBanu. OpraHivyHuii
wap npomuBanm HacuyeHum NaHCOs3 i Hacu4eHum
po3yuHom coni, cywmnu Hag NaxSOs i KOHUEHTPY-
BanuM 3 OTPUMAaHHAM MepLUOi MPOMDBKHOI CMOMyKn Yy
BUIMSAj XKOBTOI TBEPAOi peyoBuHM (6,39r, 69%). MC:
APCI: M+1: 159,1 (TouHa maca: 158,03).
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Opyry npombkHy cronyky, eturnosun edip 3-(4-
amiHO-6-xnopnipuanH-3-in)akpunosoi KucnoTu,
OTPUMYBanM Takum YmMHoM. [1o cycneHsii (4-amiHo-6-
xropnipuguH-3-in)metaHony (6,39r, 40,29mmonb) B

CHxCl, popaBarm maHraHat 6Gapito (17,55r,
68,49Mmmorb ), a noTim (kapbeTokcMmeTH-
neH)TpudeHindocdopaH  (19,71r, 52,37mmorb).

PeakuinHy cymiwl kmn'aTunm i3 3BOPOTHUM XOrfoau-
JNIbHVYKOM NpOTAroM 5 roguH i NoTiM nepemillysanm
npu KiMHaTHIM TemnepaTypi npoTaroMm 14 roauvH.
PeakuinHy cymiw inbTpyBanm yepes Lenit, npoMu-
Banu CH2Clz i dinbTpaT koHueHTpyBanu. Jogasanu
Et,O i cymiw nepemiwyBamm npotarom 14 roguH.
Ocag (PhsPO) BigdinbTpoByBamm i ginbTpaT KOH-
ueHTpyBanu. OunleHHs1 piguHHOK Xxpomatorpadi-
eto (30-50% EtOAc/rekcanu) gano Apyry nNpoMiKHY
crnonyky y Burnagi 6inoi tBepaoi pevosunm (5,85r,
64%). MC: APCI: M+1: 227 2 (To4Ha maca: 226,05).

TpeTio NPOMKHY cronyky, eTunoBui ecip 3-(4-
amiHo-6-xnopnipManH-3-in)nponioHoBOI KMcnoTu,
OTpMMyBamM Takum 4YuMHOM. Emunosun edip 3-(4-
amiHo-6-xropnipmuanH-3-in)akpuiosoi KMCNoTU
(2,51r, 11,0mmorb) rigpyBanm 3 BUKOPUCTaHHAM 5%
Pd/BaSO4 B TI'® (100mn) npoTsirom 28 roguH. Pea-
KUiMHY CcyMmiw inbTpyBanu i KOHUEHTpyBanu 3
OTPMMaHHSIM >KOBTOro macna. OuuLleHHs piguHHO
xpomatorpadieto  (20-40% EtOAc/rekcann) pgano
TpeTio MPOMiXKHY cronyky y Burnsgi 6e3bapsHoro
macna (1,191r, 48%). MC: APCI: M+1: 229,0 (To4Ha
Maca: 228,05).

YeTBepTy MPOMBKHY crionyky, 7-xrop-3.,4-
avrigpo-1H-[1,6]Hadp TMpMAanH-2-0H, oTpumyBanm
TakMMm YuHoM. [lo po3umHy eTurnoBoro edipy 3-(4-
amiHO-6-xnopnipManH-3-ir)NponioHOBOI KMCNoTU
(1,034r, 4,53mmorb) B eTaHoni gogasarm DBU. Pe-
akuiHy cymiw Harpisanu go 70°C i nepemiwyBanmu
npoTtarom 20 roauH. PeakuinHy cymiwl oxonoaxysa-
m i koHueHTpyBanm. OuYMLLIEHHS PigUHHOK XpoMma-
Torpadieto (20-50% EtOAc/rekcann) gano yetsepTy
NPOMDXHY CronyKy y Burnsi 6inoi 1sepgoi pevosu-
HM (0,794r, 96%). MC: APCI: M+1: 183,0 (ToyHa
Maca: 182,02).

Maty npomikHy cronyky, 7-(5-xnopneHT-1-
eHin)-3,4-gurigpo-1H-[1,6]HacTMpManH-2-oH, OTpK-
MyBanMm TakmuM 4YuHOM. [lo po3uuHy 7-xsop-3,4-
avrigpo-1H-[1,6]Hadp TMpmanH-2-oHy (0,908r,
4,97mmors) B DME (20Mmn) gogaeanu 5-xnopneHT-
1-eHinbopoHoBy kucrnoty (1,475r, 9,94mmorb), a
notim Pd(PPhs)4 (0,144r, 0,124mmonb) i 2M NaxCO3
(1,053r B 5,0mMn H20). PeakuinHy cymiw kun'atnmm i3
3BOPOTHUM XOMOAWMBHUKOM MPOTSAroM 14 roauH.
PeakuinHy cymill oxonogkyBanu i po3noginsany Mix
EtOAc i Bogoto. OpraHiyHWii wap npoMmBanu Hacu-
YeHUM po34MHOM corli, cywmnun Hag NaxSO4 i KoH-
ueHTpyBanu. OunLleHHs xpomMaTtorpadieto Ha cuni-
kareni (0-40% EtOAc/rekcanun) gano n'aty npoMiXHy
cronyky y Burnsagi 6inoi tBepaoi peyosuHu (0,763r,
61%). MC: APCI: M+1: 253,1 (TouHa maca: 252,10).

lWocty  npomikHy  cronyky, 7-{5-[4-(2,3-
avxnopdeHin)ninepasuH-1-injneHT-1-eHin}-3,4-
aurigpo-1H-[1,6]Hacb TpMAUH-2-0H, oTpumyBanu
Takum 4YmHOM. [JO po34umHy 7-(5-xropneHT-1-eHin)-
3,4-avrigpo-1H-[1,6]Hadp TMpMANH-2-0HY (0,72r,
2,87mmore) B CH3CN (10mn) gogasarm 1-(2,3-
avxnopdeHinninepasvH  (0,994r, 4,30mmonb), a
notim KoCOs (0,793r, 5,74mmomb) i Kl (0,095r,
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0,574mmonb). PeakuiiHy Cymill KUn'sTunm i3 3Bopo-
THUM XOJOAUMbHUKOM MpoTArom 14 roguH. Peakuin-
Hy CyMiLL OXOrnoXyBanu A0 KiMHaTHOT TeMnepaTtypu
i po3noginsmm mik EtOAc i H20. OpraHivynmi wap
npomuBanm HacudeHum NaHCOs i Hacud4eHum poas-
YnHoM coni, cywmnu Hag NaxSOy i KoHUEeHTpYBamm 3
OTpMMaHHsAM Macna. OuulleHHs xpomaTorpadieto
Ha cunikareni (10-40% MeOH/EtOAc) gano wocty
NPOMDXHY crionyky y Burnsiai 6inoi Teepaoi pevosu-
HM (0,903r, 72%). MC: APCI: M+1: 445,1 (TouHa
maca: 444,15).
7-{5-[4-(2,3-AuxnopdeHin)ninepasuH-1-injneHT-
1-eHin}-3,4-gurigpo-1H-[1,6]Hacd TMpManH-2-oH
(0,417r, 0,937mmonb) rigpyBany 3 BUKOPUCTaHHAM
Ra-Ni (0,25r) B TI'® npoTtsarom 2 rogvH. PeakuinHy
CyMiLL PinNbTpyBanu i KOHUEHTpyBanM 3 OTPUMaHHAM
6inoi TBeppoi pevouHu. Oopasarm EtOAc i npo-
OykT Bunagas B ocad. Ocap BigdinbTpoByBanm i
CyWMnM 3 OTPUMaHHAM BKa3aHOi B 3arofioBKy Cro-
nykw y Burnsgi 6inoi tBepgoi pevosuHn (0,391r,
93%). MC: APCI: M+1: 447 2 (TouHa maca: 446,16).

Mpwknag 12 - CwHres 7-{4-[4-(5,6,7,8-
TeTparigpoHadTaniy-1-in)ninepasuH-1-in]éyTokcu}-
3,4-purigpo-1H-[1,6]Hacp TMpMANH-2-0HY

Meplwy npomixkHy crionyky, eTunosun edip 3-
(4,6-giamiHonipManH-3-iN)akpMoBoi KNUCMOTH, OTPU-
MyBamM Takum 4YuHOM. Cymiw (kapbGeTokcumeTu-
neH)TpudeHindocdopaHy (436r, 1,25momb) i 4,6-
AiamiHo mipnguH-3-kapbanb gerigy (131,8r,
0,96momb) B 1,4-giokcaHi (2,0n) kun'sTunm i3 3Bopo-
THUM XorogunbHukoM npoTsarom  2,0roag. Cymiw
oxonomkyeanmm i inbTpyBanu 4epes cunikarenb
(800r), emntototoun cymiwwo 0-10% MeOH/EtOAc.
®inbTpar KoHUeHTpyBamm i 3anuwok (~580r) Buko-
pUCTOBYBanM Ha HacTyrHi ctagii 6e3 goaaTkoBoro
OYNLLEHHS.

Opyry  MpoMiXHYy  CMONykKy, 7-amiHo-1H-
[1,6]HabTMPNANH-2-0H, OTpUMYBann TakMM YUHOM.
3anuLwok, oTpMMaHWi Big onucaHoi Bule npoleay-
py, KUMATUIN i3 3BOPOTHUM XOMOAUIBHUKOM B KOH-
ueHtpoBaHin HCI (1,5n) npotarom 1,5ron. Cymiw
oxonogpkyBanm i po3baenanu Bogoto (2,5n). Mpu 35-
40°C cymiw npommeanu EtOAc (3x). BogHun wap
nignyxysanm 50% NaOH go pH>10 npu oxonomxky-
BaHHi Ha XOJI04HIN BoAsHIM GaHi. OTpuMaHy TBepay
peyvoBuMHy 36upamm @inbTpyBaHHAM, MPOMUBANM
BOAO, METAHOMOM i CyLLIMNX B MeYi 3 OTPUMaHHAM
Apyroi npomikHoi crnonyku (106r, 68% 3a OBi cTagii)
y BUrNsAi He 30BciM Binux kpuctanis.

TpeTio  npomixHy  cronyky, 7-ptop-1H-
[1,6]Hadb TMPUANH-2-0H, OTpUMYBanNu TakMM YUHOM.
Jo nepemiwyBaHoi cymiwi HF-nipugnny (660r) i 7-
amiHo-1H-[1,6]HadTupmanH-2-oHy (58r, 0,36Monb) B
nnactmacosomy OyTtni gogasarm NaNO2 (39,7r,
0,57monb) Mammmu nopuismmn npotarom  30-40xB.
npu OXOoNo[XyBaHHi Ha xorogHin (~10°C) BoasHin
GaHi Ans NigTPUMKN BHYTPILWHBOT Temneparypu 6mm-
3bKO KiMHaTHOT TemnepaTypu. 1o 3akiH4eHHi goaa-
BaHHS CYMiLl Le nepeMillyBany npu KiMHaTHIn TeM-
nepatypi npotarom 20xB., nepLl HiX 1 BUNMBanmm y
Bogy (2,6n) i nepemiwyBamm npotarom 3,0ron.
OTpumaHy TBepAy pevoBuHy 36upanu dinbTpyBaH-
HsM, MpoMuBanM Bodok (2x), cymiwuro EtOAc-
remmaH (1:1, 2x), i cywmnm B nedi 3 OTPUMaHHSM
TpeTboi MPOMDKHOI cronykn (48,6r, 82%) y Burnagi
Onigoi TBEpOOi peYOBUHU.
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YeTtBepTy NPOMDKHY CronyKy, 7-(4-
6eH3nnokcnbytoken)-1H-[1,6JHadd TMpMANH-2-0H,
OTpMMyBarM TakuMm YuHOM. [OTyBamu po3uvH 4-
6eH3unokcubytan-1-ony (35,98r, 199,6mmornb) i
TpeT-OyTokcmay kanito (21r, 188mmornb) B TId
(60Mmn) i mepemilyBanM MOro Npu KiMHaTHi Temne-
patypi npotarom 20xB. loTyBamu cycreHsiio 7-
dTOp-1H-[1,6]Had TMpmAnH-2-oHy (8,1r, 49MmMOrb) B
Tro (100mn) i po3umH cnvpTy gogasanv OO0 OTpu-
MaHOro posuuHy yepes KaHomno. PeakuiiHy cymill
nepemiwysanu npu 80°C npoTarom Hodi. MC noka-
3yBaB B OCHOBHOMY NPOAYKT. TOMY peakuiiHy CyMmiLL
racunn HacudeHnm NH4Cl i Bogoto. Po3unmH goBo-
avnv go pH 8 i ekctparyBanm etunauetartom. Opra-
HIYHUI LWap NpoOMMBanM HaCUY4EeHNM PO3YNUHOM COi i
KOHLIEHTPYBanu 3 OTPMMaHHSM LUOBKOBWCTOI TBEp-
poi pevosuHu. fogasamm EtOAcC i cymiw dinbTpy-
Banu 3 OTpUMaHHsSM OexeBoi TBEpPAOl PEYOBUHW.
AMP nokasyBaB, Wo ue OyB NpoaykT i Moro nepe-
KpuCTanisoByBanu 3 aueToHITPUNY 3 OTPUMaHHAM
yuctoro npoaykty (9,70r). PinbTpaT KOHLEHTpYBanu
i QinbTpyBanu 3 oTpuMmMaHHAM OOAATKOBOro ocagy
(0,788r). ®inbTpaT KOHLEHTPYBaNu i ouMLan xpo-
matorpadieto (0-70% EtOAc/rekcann) 3 oTpumaH-
HsIM JOOATKOBOro NMpoaykTy y Burnsgi 6exesoi TBe-

pooi  pedvoBuHM (2,716r). (CymapHun MpPOAYKT:
13,21r, 82%). MC: APCI: M+1: 325,2 (To4Ha maca:
324,15).

Mary NMPOMDKHY CroryKy, 7-(4-

rigpokcubyTtokcm)-3,4-gurigpo-1H-[1,6JHadp TpuamnH-
2-OH, OTpYMYBanM Takum YuHoMm. [Jo po34vmHy 7-(4-
6eHsunnokcmbyTtokeu)-1H-[1,6]Hadb TpnanH-2-oHy
(7,92r, 24,4mmorb) B cymiwi MeOH/TT® (100mrm)
popasanu 20% Pd/C (1,5r) i cymiw rigpyBanu npo-
TAroMm 59roa. PeakuinHy cymiw dinbTpysBanu, KoH-
LeHTpyBanu i ouunLLany piguHHo xpomMatorpadieto
(0-10% MeOH/CHCl>) 3 oTpumaHHAM N'ATOi NPOMi-
XKHOT crnonyku y Burnagi 6inoi TBepaol pevyoBuHU
(4,11r, 17 Ammonb, 71%). MC: APCI: M+1: 237,1
(TouHa maca: 236,12).

LWocTty npomikHy cnonyky, 4-(2-okco-1,2,3,4-
TeTparigpo-[1,6]Hadb TMpNANH-7-
inokcn)oyTupanbAaerig, OTPUMYBammM TakuM YMHOM.
o cycneHsii 7-(4-rigpokcnbyTokcm)-3,4-gurigpo-1H-
[1,6]HadTMpManH-2-oHy (2,0r, 8,5MMOMb) B AUXIIO-
peTaHi (20mn) gogasanu IBX (71, 25Mmork). OTpu-
MaHy cymi Harpisarm npu 80°C npoTtsarom 5 roguH.
PeakuinHy cymiw oxonogxysanu i noTiM inbTpy-
Banu. Ocag Big inbTpyBaHHs npomusany CH>CHy,
00TW, MOKU He BMAansnu npoaykT. PinbTpar KoHue-
HTPYBanu 3 OTPMMaHHSM >XOBTOI TBEPAO! pe4OBUHU
(1,88r, BUKOpMCTOBYBaNMM HEOYMLLEHUM B HACTYMHil
peakuii). MC: APCI: M+1: 235,1 (ToyHa wmaca:
234,10).

Cnigysanu meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin metoguui npuknagy A1, BUKOPUCTOBYHUM
1-(5,6,7 8-TeTparigpoHadTaniH-1-in)ninepasuH, 3
OTPMMaHHsIM BkadaHoi B 3aronoBky cronyku (0,33r;
56%). MC: APCI: M+1: 435,2 (TouHa maca: 434,27).

Mpuvknag 13 - CwuHtes 7-[4-(4-HadbTaniH-1-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,6]HacpTMPUANH-2-0HY

CnigyBanu meToaumui BiGHOBHOrO amMiHyBaHHS,
nofibHin metoguui npuknagy A1, BUKOPUCTOBYHUM
1-HadpTaniH-1-inninepasuH, 3 OTPUMaHHSAM BKa3aHO!
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B 3aronosky cronykn (0,480r, 87%). MC: APCI:
M+1:431,2 (TouHa maca: 430,24).

Mpuknag 14 - CuvHtes 7-{4-[4-(2,3-
avxnopdeHin)ninepasuH-1-in]oyTokcun}-3,4-aurigpo-
1H-[1,6]Hadb TMPNANH-2-0HY

Cnigysanu meToaumui BiGHOBHOrO amMiHyBaHHS,
nofibHin metoguui npuknagy A1, BUKOPUCTOBYHOYM
1-(2,3-anxrnopdeHin)ninepasvH, 3 OTPMMaHHAM BKa-
3aHoi B 3aronosky crionyku (0,48r; 81%). MC: APCI:
M+1: 4491 (TouHa maca: 448,14).

Mpvknag 15 - CwuHTes  7-[4-(4-iHpaH-4-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,6]HacpTMPUANH-2-0HY

CnigyBanu meToaumui BiQHOBHOro amMiHyBaHHS,
nofibHin metoguui npuknagy A1, BUKOPUCTOBYHOUM
1-iHOaH-4-inninepasuH, 3 OTPUMaHHAM BKa3aHOI B
3aronosky cronyku (0,36r; 66%). MC: APCI: M+1:
421,2 (TouyHa maca: 420,25).

Mpwvknag 16 CwHTes 7-(4-[4-(7-pTopHadTaniH-1-
in)ninepaawun-1-in)oytokcu}-3,4-gurigpo-1H-
[1,6]HacpTMPUANH-2-0HY

Cnigysann meToaumui BigHOBHOro amMiHyBaHHS,
nofibHin metoauui npuknagy A1, BUKOPUCTOBYHUM
1-(7-cbTopHadpTaniH-1-in)ninepasuH, 3 OTPUMAaHHSAM
BKadaHoi B 3aronosky cronyku (0,31r; 68%). MC:
APCI: M+1: 4493 (TouyHa maca: 448,23).

Mpuknag 17 - CuHTe3 8-6pom-7-[4-(4-HadpTaniH-
1-inninepasun-1-in)6yTokeu]-3,4-gurigpo-1H-
[1,6]HacpTMPUANH-2-0HY

Mepwy npombkHy cronyky, 8-6pom-7-(4-
rigpokcmbyTtokcm)-3,4-aurigpo-1H-[1,6]Hadp TpnannH-
2-OH, OTPYMYBarM Takum YuHom. [Jo po3umHy 7-(4-
rigpokcmbyTtokcm)-3,4-aurigpo-1H-[1,6]HadpTpnanH-
2-ony (1,1r, 4,7mmorb) B AMPA (10mMn) goaasanm
NBS (0,91r, 5,1Mmmorb). Po3unH nepemiwysanu npu
KiMHaTHI TeMmnepaTypi npoTarom 2,5roa. PeakuiiHa
cyMmil HabyBamna Ginbl rMMOOKOro XOBTOTO KOMbO-
py. Oogasann HO i cymiw ekctparyBanm EtOAc.
OpraHiynuii wap npomuBanu H2O, i HacuyeHum
po34mHoMm corii, cywmnu Hag MgSOs i KOHUEHTPYBa-
m. OuumweHHa xpomatorpadieto Ha SiO2 (0-7%
MeOH/CH.Cl2) pano neplly MpOMDKHY CMOMyKY Yy
BUrNsgi He 30BciM Ginoi TBepoi pedvoBuHM (1,16,
3,69vmorb, 79%). MC: APCI: M+1: 3150 (TouHa
maca: 314,03).

Opyry npomixHy cronyky, 4-(8-6pom-2-okco-
1,2,3 4-teTparigpo-[1,6]JHacdTpnanH-7-
inokcn)oytvpanbgeriga, oTpUMyBanmyM TakUM YMHOM.
Oo cycneHsii  8-6pom-7-(4-rigpokcnbyTokcu)-3,4-
aurigpo-1H-[1,6]Hadp TMpUANH-2-0HY (1,1,
3,5Mmonb) B guxnopeTaHi (20mn) gogasanu IBX (3r,
10mmonb). OTpumaHy cymiw Harpisanu npu 80°C
npoTAroMm 5 roauH. PeakuinHy cymill oxonomKysanu
i noTim cpinbTpyBanu. Ocag Big inbTpyBaHHA Mpo-
muBamm CHCHz goTu, nokv He BUOansmm NpogykT.
®inbTpaT KOHUEHTPYyBarmM 3 OTPMMAHHSM XOBTOMO
macna. OuniweHHs xpomatorpadieto Ha SiO2 (0-7%
MeOH/CH.Cl2) panmo Apyry MpOMDKHY CMOMyKy Yy
BUrMIsigi >koBTOi TBepaoi peyosumHu (1,01r). MC: AP-
Cl: M+1: 313,1 (TouHa maca: 312,01).

CnigyBann meTtoauui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoauui npuknagy A1, BUKOPUCTOBYHOUM
1-HadpTaniH-1-inninepasvH, 3 OTPUMaHHSAM BKa3aHO|
B 3aroniosky cnonyku (0,62r; 76%). MC: APCI: M+1:
509,4 (TouHa maca: 508,15).
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Mpvknag 18 - CwHres 8-6pom-7-{4-[4-(2,3-
avxropdeHin)ninepasuH-1-in]6yTokcun}-3,4-aurigpo-
1H-[1,6]Hacb TMpPMANH-2-0HY

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
noaioHin metoguui npuknagy A1, BUKOPUCTOBYOUN
1-(2,3-amxnopdeHin)ninepasvH, 3 OTPUMaHHAM BKa-
3aHoi B 3aronosky cronyku (0,43r; 51%). MC: APCI:
M+1: 5270 (ToyHa maca: 526,05).

Mpvknag 19 - CwuHtes 8-xmop-7-{4-[4-(2,3-
anxnopdeHin)ninepasuH-1-in]oytokcu}-3,4-gurigpo-
1H-[1,6]Hadp TMPMAUH-2-0HY

Mepwy npombkHy  cronyky, 8-xrop-7-(4-
rigpokcnbyTtokcm)-3,4-gurigpo-1H-[1,6JHadp puamnH-
2-OH, OTpUMYBarM TakuMm YuHoOM. [Jo po34vmHy 7-(4-
rigpokcnbyTtokcm)-3,4-gurigpo-1H-[1,6JHadp TmpuamnH-
2-oHy (2,0r, 8,46Mmork) B IMPA (23mn) gogasanu
NCS (1,2r, 9,3mmornb). Po3unH nepemiwyBamm npu
KiIMHaTHI TemnepaTypi NpOTAromM 2 rofuH, a peakuil
He Oyro. PeakuiviHy cymiw Harpisarm go 80°C npo-
TArOM Houi, i BoHa nepeTtBopwunacsa 3 6e3bapBHoro
pPO34MHY B TEMHO-KOPUYHEBUN PO3YMH. PeakuinHy
CcyMmilWl oxonogxysamm i noTim gogasamm sogy. Cy-
Miw ekcTparyBanu EtOAc (3x). OpraHiyHui Lwap
npomuBarm HO i Hacv4yeHum po3vmMHOM cofli, Cy-
wunn Hag NaxSOy i KOHUEHTPYBanM 3 OTPMMaHHAM
kopuyHeBoro Mmacra. OuulieHHs xpomatorpadieto
Ha SiO2 (0-10% MeOH/CHClz) aano nepiy npomi-
XHY CMomMyKy y BWUrnagi >KOBTOI TBepdol peyoBUHM
(1,10r, 48%). MC: APCI: M+1: 271,0 (To4Ha maca:
270,08).

Opyry npomikHy cronyky, 4-(8-xmnop-2-okco-
1,2,3 4-teTparigpo-[1,6]HadTMpnamH-7-
inokcn)oyTupanbaerig, OTPUMYBamm TakuM YMHOM.
HOo posumHy  8-x10p-7-(4-rigpokcnbyTokcu)-3,4-
avrigpo-1H-[1,6]Hadp TMpManH-2-oHy (1,05r,
3,88vmorne) B DCE (25mn) popasanu IBX (3,0r,
12mmonk). PeakuinHy cymiw Harpisanu npu 80°C
npoTarom 4,5rog. PeakuinHy cymill oxonomKkysanm i
dineTpyBanu. Ocapg Big ¢inbTpyBaHHA MpomwuBanmu
CH2Cl> poTn, noku He BUMMBANu Becb Npoaykr. di-
NbTpaT KOHUEHTPYBanM 3 OTPUMaHHSIM XXOBTOrO Ma-
crna, SKkuMm 3atBepfiBarno Ha Hacoci. OuneHHsi
xpomartorpadieto Ha SiOz2 (0-10% MeOH/CH.CIy)
fano cymiw nnam. Opyry ApOMDKHY Crosyky oTpu-
mMyBanm 3 Husbkum Buxogom (0,128r, 12%). MC:
APCI: M+1: 269,0 (TouHa maca: 268,06).

Cnigysanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin metoguui npuknagy A1, BUKOPUCTOBYHUM
1-(2,3-guxnopdeHin)ninepasnH, 3 OTPUMaHHSAM BKa-
3aHoi B 3aromnoBky cronyku. MC: APCI: M+1: 483,1
(TouHa maca: 482,10).

Mpuknaga 110 - CuHTes 8-xnop-7-[4-(4-HadpTaniH-
1-inninepa3awn-1-in)6yTokcwn]-3,4-avrigpo-1H-
[1,6]HadpTMPUANH-2-0HY

Cnigysanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin metoguui npuknagy A1, BUKOPUCTOBYHUM
1-HadpTaniH-1-inninepasuH, 3 OTPUMaHHSAM BKa3aHO!
B 3aronosky cronykn (0,041r; 38%). MC: APCI:
M+1: 4652 (TouHa maca: 464,20).

Mpuknag 111 - CuHTe3 meTunosoro edipy 7-[4-
(4-HadTaniH-1-inninepaswnH-1-in)6yTokcu]-2-okco-

1,2,3 4-teTparigpo-[1,6]Hadp TpnamnH-8-kap6oHoBOI
KMcrnoTm

Mepwy npomikHy crnonyky, 8-6pom-7-[4-
(TeTparigponipaH-2-inokcu)oyTokeu]-3,4-gurigpo-1H-
[1,6]HabTMPUONH-2-0H, OTpUMYBanNM TakuM YUHOM.
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Oo posumHy  8-6pom-7-(4-rigpokcnbyTokcu)-3,4-
aurigpo-1H-[1,6]Hadb TMpMAUH-2-0HY (1,24r,
3,93mmor) B cyxomy CH2Cl> gogasamm gurigponi-
paH (0,49r, 5,9MMonb), a NoTiM M-ToNyoncynsdoHaTt
nipugumHito (0,099r, 0,39mmornb). PeakuinHy cymilu
nepemillyBann npu KiMHaTHIW Temnepartypi npoTs-
rom 2 pgi6. PeakuinHy cymiw po3noginsanu Mix edi-
pOM i HacM4yeHM po34mHOM corli. OpraHivyHui Wwap
cywumnm Hag MgSOs i KoHueHTpyBanu. 3anuLuok
3aTBepoKyBanM B XOJIOOMUITbHUKY 3 OTPUMAaHHSIM
nepLUoi MPOMBKHOI cnonyku y Burnsiai 6inoi Teepaoi
peyosuHn (1,57r). MC: APCl: M+1: 399,1 (TouHa
maca: 398,08).

Opyry npoMixxHy crionyky, Metunosui ecpip 7-(4-
rigpokcmbyTokcu)-2-okco-1,2,3 4-TeTparigpo-
[1,6]HadpTMpMAnH-8-kapbOHOBOI  KMCMOTW, OTPUMY-
Banu Takmm 4mHoM. Y 300Mn peakuinHy nocyauHy
BMCOKOIO  TUCKy 3aBaHTaxyBanu 8-6pom-7-[4-
(TeTparigponipaH-2-inokcn)byTokcu]-3,4-gurigpo-1H-
[1,6]HadpTMpnauH-2-oH (0,70r 1,75mmornb), DPPF
(0,149r, 0,175mmonb, 0,1ekB.), EtsN (0,29mn,
2,10mmorb, 1,2exkB.) i MeOH (100mn). MocyamHy
npogysarmm CO i 3aBaHTaxyBanu HuMm o 400 cyH-
TiB Ha KB. AlOMM. PeakuinHy cymiw HarpiBanv i ne-
pemiwysamm npu 100°C npoTtarom 60 roguH. Cymiw
GinbTpyBanu i KOHUEHTpyBanuM 3 OTPUMAHHSM po-
xeBoi TBepdoi pedoBuHU. O4MLLEHHA XpomaTtorpa-
dieto Ha SiO2 (0-20% MeOH/CHCI,) pamo gpyry
MPOMDKHY CMONyKy y BUrMsAi TBepAol peyvoBUHU
(0,381r, 74%). MC: APCI: M+1: 295,1 (To4yHa maca:
294,12).

TpeTio NpOMiPKHY crionyky, MeTurioBun ecdip 2-
0Kco-7-(4-okcobyTokem)-1,2,3,4-TeTparigpo-
[1,6]HadpTMpManH-8-kapbOHOBOI  KMCMOTW, OTPUMY-
Banuv Takum YmHoM. [lo cycneHsii meTurnosoro edipy
7-(4-rippokcubyTokewm)-2-okco-1,2,3,4-TeTparigpo-
[1,6]HacbTMpnamH-8-kapboHoBoi  kucrnotn  (0,340r,
1,15Mmorb) B auxnopeTaHi (6mn) gopmasarm IBX
(1,0r, 3mmonb). OTpumaHy cymiw Harpisamm mnpu
80°C npotarom 5 roguH. PeakuiliHy cymill oxoro-
DKyBanu i nepemiwyBanu i MoTiM inNbTpyBanu.
Ocap Big dinbTpyBaHHa npomusanu CH2Cle potw,
MoKW He BMAanAnu npoaykT. PinbTpar KOHUEHTPY-
Banu 3 OTPUMAHHAM TPeTbOI MPOMDKHOI CrOMyKn Yy
BUIMSAAiI KoBToi TBepAoi pedvoBuHn (0,327r, 97%).
MC: APCI: M+1: 293,0 (TouHa maca: 292,11).

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofioHin metoauui npuknagy A1, BUKOPUCTOBYOYN
1-HadpTaniH-1-inninepasvH, 3 OTPUMaHHSAM BKa3aHO|
B 3aronosky cronyku (0,219 r; 40%). MC: APCI:
M+1:489,1 (TouHa maca: 488,24).

Mpuknag 112 - CwuHred 8-metun-7-[4-(4-
HadpTaniH-1-inninepasuH-1-in)6yTokcun]-3,4-gurigpo-
1H-[1,6]Hacb TMpMAUH-2-0HY

Mepuy NPOMDKHY CronyKy,
rigpokcmbytokcu)-8-metnn-3,4-avrigpo-1H-
[1,6]HadbTMPUANH-2-0H, OTpUMYBanNu TakMM YUHOM.
Oo posumHy  8-6pom-7-(4-rippokcnbyTokcu)-3,4-
aurigpo-1H-[1,6]Hadp TMpuANH-2-oHY ,1r,
0,3mmonb) B DME (5mn) gonasanv metnbopoHoBy
kucrnoty (28wmr, 0,48mmornk), a notim Pd(PPhs)s
9mr, 2,5mon.%) i 2M NaxCOs. PeakuiviHy cymil
HarpiBarm npu 90°C npoTarom 2 pfi6. PeakuiriHy
cymil oxornomxysarm i ekctparyBanm EtOAc (3x),
cywmnu Hag MgSOs i koHUeHTpyBanu. Ou4ULLEHHSA
xpomatorpadieto Ha SiOz2 (0-20% MeOH/CH.CIy)

7-(4-
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Aano nepuwy npombkHy crnonyky (0,036r, 23%). MC:
APCI: M+1: 251,1 (TouHa maca: 250,13).

Opyry npomixHy crnonyky, 4-(8-metun-2-okco-
1,2,3 4-teTparigpo-[1,6]JHacdTvpnamH-7-
inokcun)byTupanbgerig, OTPMMyBanM HacTyMHUM 4Yu-
HoMm. [lo cycneHsii 7-(4-rigpokcubyTtokcn)-8-meTun-
3,4-purigpo-1H-[1,6]Hacp TMpMANH-2-0HY (60mr,
18,02mmonb) B AmxropeTaHi (6mn) gogasamm IBX
(15r, 54mmonb). Cymiw Harpianu npu 80°C npoTs-
rom 5 roguH. PeakuinHy cymill oxonomKyBanu i ne-
pemMiwysamm i noTim dinbTpyBarm. Ocapg Big dinbT-
pyBaHHa npomuBarm CH.Clo goTw, mokum He
BMOANamM npodykT. ®PinbTpaT KoHueHTpyBanu 3
OTPMMaHHsIM 4YepBOHOro Macna. OuunLeHHs Xpoma-
Torpadieto Ha SiO2 (0-7% MeOH/CH2Cl2) gano gpy-
ry NpoOMDKHY CMONyKy Yy BUrMsdi XoBTOI TBepdol pe-
YyoBuHM (50mr, 84%). MC: APCI: M+1: 249,1 (TouHa
Maca: 248,12).

CnigyBann meTtoguui BiJHOBHOIO amiHyBaHHS,
nofibHin oo meToavku npuknagy A1, BUKOPUCTOBY-
toun 1-HadpraniH-1-inninepasuH, 3 OTPMMaHHAM BKa-
3aHoi B 3aronoBky crionyku. MC: APCl: M+1: 4453
(TouHa maca: 444,25).

Mpvknag 113 -  CwuHres  7-(4-[4-(2,3-
anxnopdeHin)ninepasuH-1-in]oytokcu}-1H-

[1,6]Hadd TMPYMAUH-2-0HY

Mepy NMPOMDKHY CronyKy, 7-(4-
rigpokcnbyTokcm)-1H-[1,6]HaddTUpUANH-2-0H, OTpU-
MyBarM Takum udumHOM. bByTtan-1,4-gion (8,24r,
8,12mn, 91,3mmonb) popnaesamm o tBepgoro KOtBu
(6r, 55Mmonb). Oyxe B'A3Ky CyMill nepemillyBanm
npotarom 15xB. nepen popaBaHHAM 7-dpTop-1H-
[1,6]HadTMpMAanH-2-oHy (3r, 18Mmmonb). MoTim do-
pasanm NMP (60mn) i peakuinHy cymil HarpiBanu
npu 70°C npoTarom Houi. PeakuiliHy cymill oxoro-
[DKyBanu i Biveanm B kpwkaHy sogy. Ocag He yTBO-
ptoBaBcsi, ToMy cymiw ekcTtparysarm EtOAc. Opra-
HIYHUI Wap NpoOMMBaNuM HaCM4EHUM PO3YMHOM COni,
cywmnu Hag NaxSOs i koHUeHTpyBanu. O4uLLEeHHS
xpomartorpadieto Ha SiO2 (0-50% EtOAc/Hex) aano
nepwy npoMixHy cronyky (2,36r, 55%). MC: APCI:
M+1:235,0 (TouHa maca: 234,10).

Opyry  npombkHy  crnonyky, 4-(2-okco-1,2-
awvrigpo-[1,6]Had™puamnH-7-inokcn)oyTupansgeria,
OTpYMyBarM TakuMm uumHoM. [o cycneHsii 7-(4-
rigpokcmbyTtokcm)-1H-[1,6]Had TrpuamnH-2-oHy (2,33r,
9,95mMmorb) B amxnopeTaHi (30mn) gogasamm IBX
(8r, 30mMmorb). Cymiw HarpiBarm npu 80°C npoTs-
rom 5 roguH. PeakuiHy cymill oxornomkysanu i ne-
pemiwyBamm i noTim dinbTpyBarm. Ocag Big inbT-
pyBaHHa npomuBarm CHoCla pgotu, nokum He
BMOanamM npodykT. ®PinbTpaT KoHUeHTpyBanu 3
OTPUMaHHSAM ApYroi NPOMDKHOI CrOMykW y BUrMAai
KOBTOI TBepAoi pevoBuHu (2,45r). MC: APCI: M+1:
233,1 (ToyHa maca: 232,08).

CnigyBanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin no meToavkn npuknagy A1, BUKOPUCTOBY-
toun 1-(2,3-guxnopdeHin)ninepasuH, 3 OTPUMaHHAM
BkasaHoi B 3arorioBky crionyku. MC: APCI: M+1:
4471 (TouyHa maca: 446,13).

Mpuknag 114 - CwHres 7-{4-[4-(5,6,7,8-
TeTparigpoHadTaniH-1-in)ninepasuH-1-in]6yTokcu}-
1H-[1,6]HadTMPUANH-2-OHY

CnigyBann meToaumui BigHOBHOrO amMiHyBaHHS,
nofibHin go meTtoavkn npuknagy A1, BUKOPUCTOBY-
toun 1-(5,6,7,8-TeTparigpoHadptanin-1-in)ninepasvH,
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3 OTPMMaHHsIM BKa3aHOi B 3arorfioBKy CrOJfyKu
(0,37r, 66%). MC: APCI: M+1: 433,3 (To4Ha maca:
432,25).

Mpvknag 115 - CwHres  7-[4-(4-iHpaH-4-
inninepasuH-1-in)oytokcu]-1H-[1,6]Hadp TMpMaMH-2-
OHY

CnigyBann meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin no meTtoavkn npuknagy A1, BUKOPUCTOBY-
touun 1-iHgaH-4-inninepasuH, 3 OTPMMaHHAM BKa3aHoi
B 3aronosky cronykn (0,206r, 57%). MC: APCI:
M+1: 4192 (TouHa maca: 418,24).

Mpvknag 116 - CwuHtes 7-[4-(4-HadTaniH-1-
inninepasuH-1-in)éytokcu]-1H-[1,6]Hadp TMpMaMH-2-
OHY

CnigyBann meToauui BiQHOBHOrO amiHyBaHHS,
nofibHin metoguui npuknagy A1, BUKOPUCTOBYHOUM
1-HadpTaniH-1-inninepasvH, 3 OTPUMaHHSAM BKa3aHoi
B 3aronoBky crnonyku (0,18r, 56%). MC: APCI: M+1:
429,2 (ToyHa maca: 428,22).

Mpuknag 117 - CuHTes 7-{4-[4~(7-
dpTopHad TaniH-1-in)ninepasuH-1-in]éyTokcu}-1H-
[1,6]HadpTMPUANH-2-0HY

CnigyBann meToauui BigHOBHOro amiHyBaHHS,
nofibHin no meTtoavkn npuknagy A1, BUKOPUCTOBY-
toun 1-(7-cbtopHadpTaniH-1-in)ninepasuH, 3 oTpw-
MaHHSM BkasaHoi B 3arorioBky crionyku (0,31,
65%). MC: APCI: M+1: 447 3 (TouyHa maca: 446,21).

Mpvknag 118 -  CwuHres  7-(4-[4-(2,3-
avxnopdeHin)ninepaswuH-1-in]oyTunamiHo}-1H-
[1,6]HacpTMPUANH-2-0HY

0o  cymiwi  4-(4-HacbTaniv-1-inninepaswH-1-
in)éytunaminy (1,00r, 3,31mmorb) i 7-cpTop-1H-
[1,6]HadbTMpnamH-2-oHy (517wmr, 3,15Mmonb) B KCU-
nonax (6mn) pogasanu EtsN (0,7mn, 4,8mmornb).
Cywmiw Harpisanu npu 140°C npotsarom 2 fi6. Peak-
LinHy cymiw posnoginanu mik CHoCl i Bogoto. Pos-
YuHHicTb cronykn B CH2Cl, Gyna noraHoto, Tomy
popasanu gesky kinbkicte MeOH. OpraHiuHui wap
npomuBanm HacuyeHum NaHCOs i HacudyeHum pos-
YnHOM cori, cywmnm Hag NaxSOgs i KOHUEHTpyBanm.
OunieHHsA piguHHOK xpomartorpadieto (6-8% Me-
OH/CHClI2 3 1% NH4OH) gano BkasaHy B 3aronos-
Ky CronyKy y Burnsagi 6 nigo-xoBToi TBEpAOi pevoBu-
HU (252wmr, 0,565mmornb, 18%). MC: APCI: M+1:
446,1 (TouHa maca: 445,14).

Mpvknag 119 -  CwuHres  7-{5-[4-(2,3-
avxnopdeHin)ninepasvH-1-injneHtun)-4,4-gpumeTns-
1,4-purigponipuao(4,3-d][1,3]okcasuH-2-oHy

Mepwy npomikHy cronyky, eTurosun edip 4-
aMiHO-6-XIIOPHIKOTUHOBOI  KUCMOTW,  OTpMMYyBanu
TakuM 4uHoM. [1o posuuHy eTunosoro edipy 4,6-
ONXINOpPHIKOTMHOBOT kucrotn (15,0r, 68,2mMmorb) B
Tre® popasarm pigkmi NHs. [NocyaumHy Bucokoro
TUCKy 3anatoBanu i Harpisanu nmpu 65°C npoTtsarom
Houi. PeakuiHy cymill KOHUEeHTpyBanu i poanoAins-
m mix EtOAc i Bogoto. BogHuii wap ekcTparyBanu
EtOAc. O6'egHaHwii opraHiyHuii Wwap MpoMuBanu
HacuiyeHnm NaHCO3 i Hacu4eHMM po34MHOM Cofi,
cyumnu Hag Na2SO4 i KOHUEHTpYBanu 3 OTpUMaH-
HAM TBepAoi peyoBuHW. [lepekpucTanizauisa 3
EtOAc/rekcaHn gana He 30BciM Giny TBepay pedo-
BUHY (1r), sika He Byna npogykTom. ®inbTpar KoHLUe-
HTpyBanu, abcopbyBamm Ha SiO2 i ounwanm piguH-
Holo xpomatorpadieto (20-25% EtOAc/rekcanu) 3
OTPUMaHHAM MEepLUOT MPOMIKHOI CMOMyKU Yy BUrNA4i
6inoi  kpucTtaniyHoi TBepaoi pedoBuHn (10,20r,
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50,8mmorb, 75%). Ctpyktypa Gyna nigtBepmpkeHa
AMP i mac-cnektpomeTpieto. MC: APCI: M+1: 201,0
(TouHa maca: 200,04).

Opyry  nmpomikHy  crnonyky, 2-(4-amiHo-6-
XropnipuguH-3-in)nponaH-2-o1, OTPUMyBanu TaKum
yuHoM. Po3umH eTunosoro edpipy 4-amiHO-6-
XMOPHiKOTMHOBOT Kucrotu (2,50r, 12,5mmore ) B EL,O
(20mn) i TI® (10mn) gogasBany Yepes KaHoM A0
posumHy MeMgBr (3M B Et;0, 20mn, 60mmMorb) B
Et,O (10mn), oxonomkeHoro o 0°C. PeakuinHin
CyMiLLi AaBanu 3irpitmca 4o KiMHaTHOI TemnepaTtypu
i mepemiwyBaTuca MpoTAroM Hodi. Ha aHi konbu
YTBOPIOBABCH rycTUi 3eneHun ocad. PeakuiHy cy-
MiLLl racunu NoBiNbHUM goaaBaHHAM Boau | 1H. HCI.
Ocag po3uuHsaBCs i 3eneHnn Komip 3HukaB. Cymill
ekctparyBanm Et,O. OpraHivyHui wap npomwusanu
HacuyeHuM po3ymHOM cofli, cywmnu Hag NaxSOy i
KOHLIEHTpYyBanu 3 OTPUMaHHAM ApYroi npOMDBKHOT
crnonyku y Burnsagi 6inoi TBepgoi pevoBuHM (2,13r,
11,41mmonb, 91%). CTpykTypa Byna nigTBepmkeHa
AMP i mac-cnektpomeTpieto. MC: APCI: M+1: 187,0
(TouHa maca: 186,06).

TpeTio NPOMDKHY crnonyky, 7-xnop-4,4-gumeTun-
1,4-gurigponipnao[4,3-d][1,3]okcasuH-2-0H, OTpUMy-
BanM TakMM uYuHOM. [o po3uymHy 2-(4-amiHO-6-
XrnopnipuauH-3-in)nponaH-2-ony (500w,
2,68mmorb) B Tonyori (2mn) | TF® (4mn) gogasanu
Tpuetunamid (0,82mn, 5,90mMmork). PeakuiiHy cy-
Miw oxornoakyearm go 0°C i goaasamm 20% po3yvH
docreHy B Tonyoni (1,5mn, 3,21mMmonb). PeakuinHin
CyMiLi AaBanu 3irpitmcsa 4o KiMHaTHOI TemnepaTtypu
i nepemiwyBatuca npoTtsarom 4roa. Ooaasarm Me-
OH, wo6 noracutn HagmipHuin cocreH. [Joaasanu
po3sbaeneHun BogHnii NaHCO3 i cymilw ekctparysa-
m EtOAc. OpraHidyHui wap npoMyBanM Hacu4eHUm
NaHCO3 i Hacn4yeHMM po34MHOM COfi, CYLUIMIM Hag,
NaxSO4 i koHueHTpyBamn. OuWLIEHHs PIOVHHOMO
xpomatorpadieto  (30-35% EtOAc/rekcann) pgano
TpPeT0 NMPOMBKHY Crnonyky y Burnsgi 6inoi tBepnoi
peyosuHm (0,43r, 2,02mmornb, 75%). CTpykTypa by-
na nigtBepgxeHa AMP i mac-cnektpomeTpieto. MC:
APCI: M+1: 213,0 (TouHa maca: 212,04).

YeTBepTy MPOMiXHY cronyky, 7-(5-xnopneHt-1-
eHin)-4,4-gumeTun-1,4-gurigponipmgol4,3-
d][1,3]oKkcasunH-2-0H, oTpuMyBanmm TakuMm YnuHom. o
pPO34MHYy 7-xnop-4,4-gumetnn-1,4-
aurigponipupo[4,3-d][1,3]JokcasnH-2-oHy (444wr,
2,09vmork) B ammeTokcieTani (10mn) pgopaeanu
Pd(PhsP)4 (72mr, 0,063Mmonb, 3 Mon.%). Joaasanu
Yyepes nineTky 5-xnop-1-neHTeHINOOPOHOBY KUCIOTY
(700wmr, 4,72mmonb) y Burnagi 3aeuci B DME (2mn),
a notim 2M NaxCOs (465mr B 2,2mn H2O,
4,39mMMorb). PeakuiviHy cymilw kum'atmunu i 3BopoT-
HAM  XOMOAWSMBHUKOM MPOTArOM Houi. PeakuinHy
CyMiLLl KOHLeHTpYyBamm i gogasanu TI®. Cymiw nia-
[aBanu ynbTpasByKoBi 06pobui mpoTaroMm 2xB. i
OTpUMaHy CycreHsito inbTpyBann uepes UeniT.
dinbTpaT KOHUEHTpyBanu i ouvwanu piguHHo
xpomartorpadieto (50-60% EtOAc/rekcaHnun) 3 oTpu-
MaHHSIM 4YeTBepTOl NPOMDKHOI Cronyku y Burnsagi
6inoi TBepaoi peyoBuHM (440Mmr, 1,57Mmonb, 75%).
Ctpyktypa 6yna nigtBepmpkeHa HAMP i mac-
cnektpomeTtpieto. MC: APCI: M+1: 281,0 (ToyHa
maca: 280,10).

Mary MPOMDKHY  CrOMyKY, 7-{5-[4-(2,3-
anxnopdeHin)ninepasuH-1-injneHT-1-eHin}-4,4-
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anmveTtnn-1,4-gurigponipuaol4,3-d][1,3JokcasunH-2-
OH, OTpMMyBanmu TakuMm 4uHOM. [o cymiwi 7-(5-
XnopneHT-1-eHin)-4,4-gpumetun-1,4-
avrigponipuno[4,3-d][1,3]JokcasnH-2-oHy (435w,
1,55mmorb) B CHCN pgogaBamm posuvH 1-(2,3-
avxnopdeHinninepasvHy  (620mr, 2,68mmonb) B
CHsCN (5mn) uepes kaHomo. Jogasanmn KCOs
(428mr, 3,1mmonb) i Kl (52mr, 0,31MmorB) | peak-
LifHYy cyMilWl KMA'ATUNK i3 3BOPOTHUM XONOAUMbHU-
koM npoTsirom 40rog. Cymiw cinbTpyBanu i npomu-
Banm  CH3CN. ®inbTpar  KOHUeHTpyBanuM i
posnoginanu mix EtOAc i Bogoto. OpraHiyHui wap
npomuBanm HacudeHum NaHCOs i HacuyeHum pos-
YnHOM coni, cywmnm Hag NaxSOgs i KOHUEeHTpyBanm.
OunweHHa piguHHolo xpomatorpadieto (5% Me-
OH/CHCI> 3 0,5% NH4OH) gano 4etsepTty npomix-
Hy cronyky y Burnsgi poxeso-6inoi niHn (558wmr,
1,17mmorb, 76%). MC: APCI: M+1: 4751 (TouHa
maca: 474,16).

7-{5-[4-(2,3-AuxnopdeHin)ninepasunH-1-injneHT-
1-eHin}-4,4-gumetni-1,4-gurigponipngol4,3-
d][1,3]okcasuH-2-oH (452mr, 0,95mMmonb) rigpyBanu
3 BukopucTaHHsam Ra-Ni B cymiwi EtOH/TT®. Peak-
UinHy cymiw cinbTpyBanu i koHueHTpyBamm. Oun-
WeHHs pignHHo  xpomartorpadiieto (5% Me-
OH/CHCI2 3 0,5% NH4OH) gano 6iny niHy (385wmr,
85% uuncToTa). MNiHYy po34MHANM B MiHIManbHIN Kifb-
kocTi EtOAC i npu cTosiHHI yTBOptOBaBCs Ginuii ocag,.
Ocap BigdinbTpoByBarm i npomusanm Et,O 3 oTpu-
MaHHSM BKa3aHOi B 3arorioBKy CrONyku Yy BuUrmsgi
6inoi TBepaoi peyosBuHU (200mr, 0,42mMMornb, 44%).
MC: APCI: M+1: 477 1 (TouHa maca: 476,17)

Mpuknaam rpynm 3

Mpvknag A1' - CwuHtes 7-{4-[4-(2-okco-2,3-
avrinpo6eH3okcason-7-in)ninepasuH-1-in]oyTtokcu}-
3,4-purigpo-1H-[1,8]Hacp TMpmanH-2-oHy

Mepwy npombkHy crionyky, 2-6eH3Urnokcu-7-
xrnop-[1,8]JHacdbTMpnanH, oTpUMyBanM TakmM YUHOM.
HOo po3uvHy GeHsunosoro crmpty  (5,0mn,
48,0mmorb) B TI'®d (50mn), oxonogxeHoro go 0°C,
jopasanu KO'Bu (1Mb Tr®, 46mn, 46,0mmorb).
Po3unH nepemiwysanu npyu 0°C npoTarom 20xB. i
noTiM JoJaBanu 4epes KaHomo A0 cycneHsii 2,7-
anxnop-[1,8JHacdTvpuamHy (10,0r, 502mmors, [J.
Org. Chem. 1981, 46, 833]) B OM®A (50mn) i TI®
(50mn), oxonomkeHoi go 0°C. OparkeBy CycrneHsito
nepemiwysanu npyu 0°C npotsirom 15xB. i nNpu kiM-
HaTHin Temnepatypi npotarom 30xB. PeakuinHy cy-
Miw racunm HacuieHnm NH4Cl i H20. Cymiw ekcTpa-
rysamm EtOAc. OpraHidyHuii Wwap dinbTpyBamm vyepes
LeniT 4ns BMganeHHa opaHXeBoro rmmHonoAibHoro
ocagy. OpraHiynui wap npommeamm H2O i Hacuue-
HVMM PO3YMHOM COSi | KOHLIEHTPYBanu 3 OTPMMaHHAM
OpaHKeBOl TBepAOol peyoBuHW. TBepay pevoBUHY
abcopbyBamm Ha SiO2 i ouMLamm pigMHHOK Xpoma-
Torpadieto (2% EtOAc/48% rekcann/50% CHoCIy) 3
OTPUMaHHAM MEePLUOT MPOMIXKHOI CMONyKU Yy BUrNA4i
Oinoi TBepnoi pedoBuHu (6,371, 23,5mMmornb, 51%).
MC: APCI: M+1: 271,0 (TouHa maca: 270,06).

Opyry npombkHy crionyky, 2-6eH3unokcu-7-(4-
©eH3unokcnbyTokeun)-[1,8]HadbTUpManH, OTpUMyBa-
M TakuMm YuHOM. [1o po3umHy 4-GeH3unokcu-1-
OytaHony (4,9mn, 28,2mmonb, 1,2ekB.) B TId
(20mn), oxonomxkeHoro go 0°C, mopasanu KO'Bu
(1Mb TT®, 27mn, 27mmonb, 1,15ekB.). Po3uuH ne-
pemiwysamm npu 0°C npoTtsarom 20xB. i NoTiMm goaa-
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Banu 4yepes KaHiomo [0 cycneHsii 2-6eH3unnokcu-7-
xrop-[1,8]HacpTvpunaunny (6,35r, 23,5mmons) B TId
(70mn), oxomomkeHoi go 0°C. PeakuinHa cymiw
cTaBana romoreHHot. [licna 30xB. 3HaxoOXeHHS
cymiwi npu 0°C pogasanu Hacudernun NH4Cl i H2O
ANS raciHHs peakuiiHoi cymiwi. Cymil ekcTparysa-
mm EtOAc. OpraHiyHuni wap npomyBany HacudeHnM
NaHCOg3, H20 i HacnyeHnM po34nHOM cori, CyLLMnn
Hag NaxSOs i koHUeHTpyBanu. HeouuweHuin npo-
Aykt abcopbysBanmm Ha SiO2 i ouvwanu piguMHHO
xpomatorpadieto (10-15% EtOAc/rekcanun) 3 oTpu-
MaHHAM OpYroi NpOMDPKHOI CMONYKN Yy BUMMSAI XKOB-
Toro macna (4,64r, 11,19mmonb, 48%). MC: APCI:
M+1: 4152 (TouyHa maca: 414,19).

TpeTio NPOMDPKHY CroryKy, 7-(4-
rinpokcmbytokcn)-3,4-gurinpo-1H-[1,8]Hacb TMpuamH-
2-0OH, OTpUMyBanu TakmMMm 4YuHOM. [JO pO3uuHy 2-
©eH3Unokcu-7-(4-6eH3nnokcMbyToken)-
[1,8]HadbTpmanHy (4,64r, 11,19vmmorb) B MeOH
(100mn) gogasanu 20% Pd/C (1,5r) i cymiw rigpy-
Banu npoTtarom 22rod. PeakuinHy cymiwl inbTpy-
Banu, KOHUEHTPYBamM i ounLLani piguHHO Xpoma-
Torpadpieto (5% MeOH/CHCIl2) 3 oTpumaHHsSM
TpPeTbOi NPOMPKHOI cronyku y Burnsai 6inoi TBepaoi
pedvoBuHM (2,44r, 10,33mmonb, 92%). MC: APCI:
M+1:237,1 (TouHa maca: 236,12).

7-(4-TippokcubyTtokecwn)-3,4-gurigpo-1H-
[1,8]HadbTMPUANH-2-0H TakoX OTpuUMyBanu rigpy-
BaHHSAM 7-(4-rippokcubyTtokecun)-1H-
[1,8]HadbTMpMAMH-2-0HY (MPOMiXKHa crnonyka B Mpu-
knagi B1).

YeTBepTy NpoMikHy cronyky, 4-(7-okco-5,6,7,8-
TeTparigpo-[1,8]Hacb TMpManH-2-
inokcn)oyTmpanbaeria  OTPUMyBarM  OKUCIIEHHAM
TPETbOI NPOMDKHOI CMONYKU, BUKOPUCTOBYHOUU peak-
uito okucrieHHss no [eccy-MapTuHy abo peakuito
okucrneHHs no CBepHY HAaCTYMHUM YUHOM.

OkucnenHs no Oeccy-MapTiHy: 40 kanamyTHOro
po3ynHy nepiogvHaHy [ecca-MaptiHa (2,80r,
6,60mmore, 1,5ekB.) B CH2Cl2 (13mn) popasanu
PO34MH 7-(4-rippokcubyToken)-3,4-gurigpo-1H-
[1,8]JHadbTMpyamnH-2-oHy  (1,04r, 440Mmonb) B
CH2Cl> (25mn) 4yepe3 kaHwomo. PeakuiiHy cymiLu
nepemillyBanu npu KiMHaTHIN Temnepartypi npoTs-
rom 5rop. i 30epiramn B XOnoAWIbHWKY MPOTArOM
Houi. [logaBanm cymiw 1:1 HacudeHoro NazS203 i
HacuyeHoro NaHCO3 (50mn) i motim Et20. Cymiww
nepemiwlysanu npoTtarom 10xB. i NOTiIM ekcTparysa-
m cymiwwo Et,O/EtOAc (2:1). OpraHiunwi wap
npommBanm HacuyeHuMm NaHCOs i HacudyeHum pos-
ymHoM coni, cywmnu Hag NaxSOj4 i KoHUeHTpyBanm 3
OTPUMaHHSIM YeTBepTOl MPOMDKHOI CMOSlyKU Yy BU-
rnagi 6nigo-xosToro macna (1,06r, BUKOpUCTOBYBa-
MM HEOYMLLEHUM B HacTyrHii peakuii). MC: APCI:
M+1:235,1 (TouHa maca: 234,10).

OkucrneHHss 3a CBEpHOM: PO3YMH OKCaninxmo-
puay (9,97mn, 112mmonb) B CH2Cl2 oxonomkysanm
po -70°C i obepexHo popasarm OMCO (15,6mn,
220MmMorb). Po3umH nepemiwysanm npu 60°C nmpo-
Tarom 10x8. i NOTiIM AogaBanu no Kpanmnsax po3yuH 7-
(4-rippokcnbyTokcm)-3,4-gurigpo-1H-
[1,8]HadbTMpuanH-2-oHy (23r, 97,5mmons) 8 AMCO
(70mn) npwn -50~-60°C. PeakuiiHy cymill nepemily-
Banu npu -60°C npotsrom 20xB. i NoTiM gogasanu
no kpannsax Tpuetunamin (72mn, 0,513morb). Peak-
LifHY cyMill HarpiBanu 0o KiMHaTHOT TemnepaTypu i
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nepemiwysanu npotarom 30xB. Cymiw BnvBanu B
KpvbkaHy Boay i opraHivyHy dpasy Bigginanu. BogHy
a3y ekctparyBanm CHoCly, o6'egHyBanm 3 opraHiy-
Holo hbazotlo, MpoOMMBanM HacU4EeHUM PO34YMHOM CO-
ni, cywmnun Hag NaxSOg i KoHUEeHTpYyBamM y BakyyMmi
3 OTPMMaHHSAM HEOYMLLEHOro MpoayKTy. OuunLleHHS
KOJIOHKOBOIO Xpomatorpadieto (rekcaH:etunaueTar
2:1) 3 nopanbLUIO0 MepekpucTanidauieto gano 4et-
BepPTY MPOMiXHY cronyky (12,71, 54,3mMMmonb, 56%).

Oo  posumHy  4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]HadbTMpnamH-2-inokcum)oymmpansaerigy (300wmr,
1,28mmorb) B DCE (6mn) gogaBanm 7-ninepasuH-1-
in-3H-6eH3okcason-2-oH (309mr, 1,41Mmorb, Npuro-
ToBaHui y BignosigHocTi 3 [EP 0189612 i/abo EP
0138280; Drugs the Future, 2001, 26, 128]). lNine-
pasvH He po3uuHaBCs, ToMy pofasarm MDA
(1mn). PeakuinHy cymiw nepemillyBanu npoTAarom
10xB. i gopaBarm NaBH(OAc)3 (380 mr 1,79mmornb).
PeakuinHy cymiw nepemiwyBanu MpoOTAroM 2rof.
npu KiMHaTHIn Temnepatypi. [JogaBanu HacuyeHun
NaHCO3 i cymiw ekctparyBsann EtOAc (pasom 3
HeBenmkol KinbkicTio MeOH). OpraHiyHuid  wap
npomuanm HyO i HACUMEHUM PO3YMHOM COfi i KOH-
LeHTpyBanu 3 OTPUMaHHSAM SICHO-KOPUYHEBOI TBEp-
JOoT peyoBuHU. TBepay peyvoBUMHY PO3YMHANU B
CH2Cl2/MeOH, abcopbysanu Ha SiO2 i ouuwanu
piguHHoto xpomatorpadieto (AnaLogix, RS-40, 0-5%
MeOH/CH.Cl3) 3 oTpumaHHsaM 6inoi TBepaoi pevo-
BuHW. [lopaBamm Et,O i TBepay pevoBuHy 36vpanu
PiNbTPYBAHHAM | CYLLMNN 3 OTPUMAHHAM MPOAYKTY Y
Burnmsagi  6inoi TBepaoi peyoBumHM (360w,
0,823mmonb, 64%). MC: APCI: M+1: 438,2 (TouHa
maca: 437,21).

BapiaHT gaHoi MeToauku BUKOPUCTOBYBanu Ang
OTPMMAHHS iHLUMX CTONYK, K ONUCaHOo B MpuKnagax,
npeacTaBneHuX HWx4Ye, e Ha KiHueBin cTtagil cuH-
Tedy 7-ninepasuH-1-in-3H -6eH3okca3on-2-oH 3ami-
HIOBaIM iHLLUMMK CTIOSyKamu.

Mpvknag A2 - CwuHtes  7-{4-[4-(2,3-
avrinpo6eH3odypaH-7-in)ninepasuH-1-in]oyTokcn)-
3,4-purigpo-1H-[1,8]Hacp TMpmAanH-2-oHy

Mepwy npomixHy crnomnyky, TpeT-0yTunoBuii
edip 4-(2,3-gurinpobeHsodypaH-7-in)ninepasnH-1-
KapOOHOBOI KWCMOTW, OTPUMYBanNM TakUM YMHOM.
PozuunH bic(aubensunigeHaueTtoH)nanagio(0) (4,92r,
0,16momb) i Tonyony (2500mn) gerasyBanm a3oToM
npotarom 15 xBunuH. (Mpumitka: JerasyBaHHA npo-
JOoBXyBanu nig 4yac KOXHOro gofasaHHdA. Yac mix
JofaBaHHAMK cTaHoBuB 15 xBunuH.) MoTim goaa-
Banu Tpu-o-tonindocdiH (4,92r, 0,16mornb), NOTiM
TpeT-6yTokcua Hatpito (53,8r, 0,56monb ), noTim Boc-
ninepasuH (86,8r, 0,47morb), NOTIM PO34uH 7-6pom-
2,3-purippobeHsodypany (79,6r, 0,40morb, npuro-
ToBaHWn y BignosigHocTi 3 [Tetrahedron Lett. 1998,
39, 2219]) B Tonyoni (100mn). PeakuinHy cymiw ne-
pemilyBanu npu KUN'STiHHI i3 3BOPOTHUM Xonoau-
NbHMKOM npoTsirom 16rog. 3rigHo TLWX Becb novart-
KOBUA MaTepian OyB ButpadeHun. OxoromxeHy
peakuinHy cymil ginbTpyBanu 4yepes noayLuky ue-
NiTy. PiNbTpaT KOHUEHTPYBANU MpU 3HWKEHOMY TUC-
Ky | 3anuuoK po3Tupanu B eTuraueTtaTi B rentaHi
(50%). HeposunHHin maTepian BiadinbTpoByBamm i
OTpUMaHUi inbTpaT KOHUEHTpYyBanu npu 3HKe-
HOMY TUCKY. HeoumLleHniA 3anmLwoK ounLLany Koso-
HKOBOI prieL-xpomaTtorpadieto, BUKOPUCTOBYIOUN
etvnauetat B rentaHi (50%), 3 oTpumaHHAM 46,41
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(Bnxig 38%) nepLuoi MPOMBKHOI CMONYKW Yy BUIMSAI
pyayBaTo-KOpUYHEBOT TBEPA0I PEUYOBUHM.

Opyry npomixHy crionyky, gurigpoxnopug 1-
(2,3-gurippobeH3odypaH-7-in)ninepasnHy, OTPUMY-
Banu TakuMm YMHOM. PO34umH TpeT-6yTunoBoro edipy
4-(2,3-purigpobeHsodypaH-7-in)ninepasmH-1-
kapboHoBOi kucrotu (42,3r, 0,139monb) B eTvnaue-
TaTi (420mMn) oxonomKyBanuM Ha MboAsHin 6aHi o
0°C. Oopasamm no kpannsx HCI B etunaueTari (3M,
1,05monb, 350mn). PeakuiiiHy cymiw nepemiwlysanu
npu 0°C npoTtarom 1rod., mMpu TemnepaTypi HaBKo-
MMWHBOTO cepedoBua npoTaroMm 6roAd., npu 50°C
npoTArom 2rof., Npu Temnepatypi HaBKOMWLLHbOTO
cepegosuwa npotarom 16roa. i npu 50°C npoTtarom
2rog. OTpumaHy CycneHsito oxonogKyBamm i oTpu-
MaHy TBepAy pevoBuHy 36upamm i npomuBamm etu-
naueTtaTtoMm, MOTIM CYLWIMNMA Yy BaKyyMHin nedi npu
70°C 3 oTpumaHHsam 32,76r (79% Buxig y Burmsai
an-HCI coni) gpyroi NnpombkHOI Cronykn y BUrNagi
pyaoyBaTo-KOpU4HEBOT TBEpOOl peyvoBuMHW. T. nn.:
posknagaHHsa npu 200°C.

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin go metoaukm npuknagy A1', BUKOpUCTOBY-
toun gurigpoxrnopug  1-(2,3-gurinpobeH3odypaH-7-
in)ninepasuvHy, 3 OTPMMaHHAM BKa3aHOi B 3arofioBKy
cnonykn. MC: APCIl: M+1: 4232 (TouyHa wmaca:
422,23).

Mpvknag A3' - CwuHrtes 7-{4-[4-(2,2-gumeTun-
2,3-pvrippobeH3odypaH-7-in)ninepasunH-1-
injoyTokcu}-3,4-gurinpo-1H-[1,8JHad TpuamH-2-oHy

Mepwy npombkHy crnonyky 2,2-gumeTun-2,3-
avrinpobeH3odypaH-7-inamiH, OTpyMyBanu Takum
YMHOM. [o cyMiLui 2,2-gpumeTnn-2,3-
avrinpobeH3odypaH-7-kap6oHOBOI KMCnoTu
(Maybridge, 6,15r, 32,0mMmonb) B cyxomy TpeT-
OytaHoni  (100mn) pgomaBarm  EtsN  (8,9mn,
64,0mmorb) | cymiw cTaBana romoreHHow. [logasa-
mm DPPA (8,3mn, 38,4MMonb) i peakuiiHy CymiLu
KUM'ATUAM i3 3BOPOTHUM XOJIOQUITIBHUKOM MPOTArOM
HoYi. PeakuiliHy cymill KOHUeHTpyBamm i po3baens-
mm EtOAc. OpraHiky npomuBanu Boow (2x) i Hacu-
YEHUM PO34MHOM conli, cywmnu Hag NaxSOg4 i KoH-
ueHTpyBanu. OunweHHsa xpomatorpadieto Ha SiO2
(AnaLogix RS-120, 2-25% EtOAc/Hex) gano TpeT-
OyTnnoswi edip (2,2-gumeTnn-2,3-
avrinpobeH3odypaH-7-in)kapb6amMiHoBOi  KCMOTU Y
BUrNAgi npo3oporo macna (6,33r, 24,0mmMonb, 75%).

Jo posunHy TpeT-6yTMnosoro edipy (2,2-
onmeTtun-2,3-aurigpobeHsodypaH-7-
in)kapbamiHoBoi  kucnotv  (6,33r, 24,0MMorb) B
CH2Cl> (30mn) gopasanu TPO (25mn). PeakuinHy
cymiww 6apboTyBanu NpoTArom NpUGNM3HO 5 XBUIMH
i mepeMmillyBann npu KiMHaTHIN TemnepaTypi NpoTs-
rom 1rog. PeakuiHy cymill koHueHTpyBanu. He-
ounLleHuI Mmatepian posnoginanu mix EtOAc i Boa-
HAM  NaHCOs. OpraHiyHuin wap npomuBanu
Hacu4yeHM po34rHOM comi, cywmnu Hag NaxSOy i
KOHLIEHTpYyBanu 3 OTPMMaHHAM MepLUoi NPOMDKHOI
CMOMyKn y BUrNadi ACHO-kopuyHeBoi pignHn (3,83r,
23,5mmore, 97%). MC: APCI: M+1: 164,1 (TouHa
maca: 163,10).

Opyry npombkHy cronyky, 1-(2,2-gumetnn-2,3-
aurinpobeH3odypaH-7-in)ninepasuH,  oTpMMyBanu
Takum YMHOM. CymiLu 2,2-gpumeTnn-2,3-
avrigpobeHsodypaH-7-inamiHy (3,83r, 23,5mMmornb),
rigpoxnopuay bic(2-xnopeTun)amiHy (4,61r,

82541

228

25,8mmore), Nal (1,76r, 11,7Mmornb) i rekcunoBoro
crmpTy (3mn) B xrnopbeHsoni (60mn) HarpiBamm mpu
140°C npotdarom Houi. Cymill KOHUEHTpyBamm i 3a-
MMWoK nepemiwyBanyM 2 pasu 3i cymiwwo 50%
Et,O/rekcann. PO34MHHUK Ae KaHTy Bamu, 3anuiato-
yn B KONbi SCHO-KOPUYHEBY TBEPAY PejvOBUHY. 3a-
mwok po3unHsinn B8 MeOH/CHCl, i abcopbysanu
Ha SiO2. OunweHHa xpomatorpadieto Ha SiO2 (8%
MeOH/CH.Cl2 3 1% NH4sOH) gano gpyry npomikHy
CromnyKy y BUINadi SICHO-KOPUYHEBOIO Macna, sike
yacTkoBO  3artBepgiBarnio Ha  Hacoci  (5,05r,
21, 7mmorb, 93%). OTpumaHy TBepay PpeyoBUHY
po3Tvpanu B edipi 3 OTpMMaHHAM He 30BciM birnoi
TBepOol pevyoBuHW, SKY BigdIiNbTpoOBYBanu, Npomu-
Banu edipom i cywmnu. MC: APCI: M+1: 233,2 (1o-
YHa maca: 232,16).

CnigyBann meToauui BiQHOBHOro amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-(2,2-gumeTvin-2,3-gurinpobeH3odypaH-7-
in)ninepasuH, 3 OTPMMaHHSAM BKa3aHOT B 3arofioBKy
cnonykn. MC: APCI: M+1: 4512 (toyHa m™aca:
450,26).

Mpuknag A4' - CwuHtes 7-[4-(4-xpomaH-8-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-[1,8] Ha-
PTUPYU OUH-2-OHY

Mepwy npomixHy cromnyky, TpeT-OyTurnoBuiA
edip 4-xpomaH-8-inninepasunH-1-kapOoOHOBOI KUCIO-
M, OTPMMYyBanu TakuUM YMHOM. PeakuinHy cymiw
rotyBarm B [BOX 3aBaHTaXeEHHSX 3a HaCTYMHOI
cuctemoto. CycneHnsito Pdz(dba)s (0,48r, 0,53Mmorb)
B Tonyoni (500mn) npoayBanu i gerasyBanu, BUKO-
puctoBytoun N2 (6e3nocepefHbO B PO34uMH). Y Cy-
CreHsito 3aBaHTaxyBsanu rac-BINAP (0,99r,
1,6Mmonb), TpeT-6yTOKCHA, HaTpito (28,4,
0,30momb), Boc-ninepasunH (46r, 0,247mornb) i Ha-
pewri 8-6pomxpomaH (45r, 0,21monb, nNpurotoBa-
HUM y BignosigHocTi 3 [Tetrahedron Lett. 1998, 39,
2219]), nicnsa Yoro niHito NpoAyBaHHA Big'eaHyBamM i
peakuito npogoexyBarm B atmocdepi No. PeakuinHy
cymiww Harpiarm go 80-85°C npoTarom ~16roa. (nig
koHTpornem TLIX, 9:1 renran:EtOAc, YO, o). Micna
OXOJIO[KYBaHHA [Ba 3aBaHTaXEHHA dinbTpyBanu
Yepes ueniT, 06'eaHyBamm i BUNaptoBanm poO34YnHHUK.
Xpomatorpadis (3:1 rentan:EtOAc) i po3TtupaHHs
OTpMMaHoi TBepdoi peyoBuHM damm 98,6r (74%)
NepLLOi NPOMIXKHOT cronyku B ABox 36opax.

Opyry npomixHy crionyky, gurigpoxrnopug 1-
XpOMaH-8-inninepasnHy, OTpUMyBanu TakuMm YMHOM.
Pos3unH  TpeTt-Oytmnosoro  edipy  4-xpomaH-8-
inninepasuH-1-kap6oHoBOI KUCIOTH (75,0r,
0,236monb) i eTvnaueTtary (590Mn) oxonomkysanm
Ha nbopasHin 6anHi o 0°C. dogaBamm no Kpannsax
HCI B etunaueTari (3M; 1,77mornb; 590mn). Peak-
LiHy cymiw nepemiwyBanu npu 0°C npoTarom
1roa., Npu TemnepaTtypi HaBKOSMMLUHbOIO CepenoBu-
wa npotsrom 20rog. i npu 50°C npoTtsarom 6roa. (mig
koHTpornem PXMC). OTpumaHy cycneH3ilo 0xomo-
DKyBanu i TBepdy peyoBuHy 36vpanu, npomuBanu
eTunaueTaToM, NoTiM CyLUMMN Y BaKyyMHIA nedi npu
70°C 3 oTpumaHHsam 67,411 (94% Buxig y Burmsai
an-HCI coni) gpyroi npomikHOI cronyku y Burnagi
6inoi TBepAOT pe4OBUHW.

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin metoauui npuknagy A1', BUKOPUCTOBYOUN
aurigpoxriopua  1-xpoMan-8-inninepasuHy, 3 oOTpu-
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MaHHSM Bka3aHoi B 3aronoBky cronyku. MC: APCI:
M+1: 437 2 (TouyHa maca: 436,25).

Mpwvknag A5' - Cuntes 7-{4-[4-(2,2-gumeTnn-2H-
XpomeH-8-in)ninepaswuH-1-in]6yTtokcu}-3,4-gurigpo-
1H-[1,8]Hacb TMpMANH-2-0HyY

Mepwy npomikHy crnonyky, 1-6pom-2-(1,1-
OMMEeTUNMPOn-2-iHinokcn)oeH3on, oTpumyBanu Ta-
KAM 4YuMHOM. [1o po3uuHy 2-meTun-3-0yTuH-2-omny
(4,471, 53,2mmorb) B CH3CN (30Mn1), oxonog)KeHoro
po 0°C, popasarm DBU (10,4mn, 1,5ekB.), a noTim
JofaBanu Mo Kpannsx aHrigpug TpudTopouTOoBOI
kmucnotu (7,5mn, 53,2mMmone) npotsarom 20x8. OTpu-
MaHWI XXOBTUIN PO34nH nepemiwysamm npu 0°C npo-
Tarom 40xB. B OKpemin Kombi, po3yMH 2-
6pomdeHony (8,00r, 46,2mmork) B CH3CN (30Mmn),
oxonompkeHun go 0°C, obpobrsnu DBU (9,0mn,
1,3eks.), a notim CuClz (17wmr). o oTpumaHoro 3e-
NEHOro po3ynHy AodaBany OTPUMaHWA, ik OMUMCaHo
BULLE, PO34MH TpudTopaueTary 2-MeTun-3-0yTmH-2-
ony 4epes kaHtonto npotarom 20xs. npu 0°C. Peak-
LinHy cymiw nepemiwysanu go 2rog. npu 0°C i no-
TiM 30epirany B X0JIOAMIBHUKY MPOTAroM Houi. Pea-
KUiMHY CyMilL KOHUEHTpyBanum i moTiM po3nofinsnu
MK rekcaHamu i Bogot. BoaHuii wap ekcTtparysanu
rekcaHamu. O6'edHaHW OpraHiyHWMi Wap npoMuBa-
m 1H. HCI, 1H. NaOH (2x) i Hacn4yeHnM po34nHOM
coni, cywmmm Hag MgSO4 i kKOHUEHTpYBanu 3 oTpu-
MaHHSIM MepLUol NPOMDKHOI CMOMNyK1 Yy BUrNsAi nNpo-
3oporo macrna (8,25r, 34,5mmonb, 75 %). AMP-
CMEKTP HEOUWLLEHOTO MPOAYKTY BUrMSAaB YUCTUM.

Opyry npoMixHy crnonyky, 8-6pom-2,2-gumeTurn-
2H-xpoMeH, oTpumyBanu TakuMm 4YuHoM. Lo 20mn
N,N-gietTvnanininy npu 180°C gopasamm 1-6pom-2-
(1,1-aMmeTuNNpon-2-iHinokcn)oeHson (8,0r,
33,5MMmorb) 3a gonomoroto Wnpuua B atmocdepi
asoTy. Po3uunH Harpisanu npu 190°C npoTarom Houi
(22rog.). byno Baxko cnigyBaTy 3a peakuieto, BUKO-
puctoBytoun TLUX. PeakuivHin cymili gaBanu oxo-
NOHYTW i MOTIM BRMBanu B cymill rekcaHiB i 1H. HCI.
OpraHiyHui wap npomuBamm 1H. HCI (2x) i Hacnye-
HUM pO34MHOM coni, cyumnu Hag MgSQOy i KOHUEHT-
pyBanv 3 OTPUMaHHAM ApYroi NPOMDKHOI CHONyKU Y
BUrNAAi xoBToi piguHu (7,40r, 30,9mmonb, 92%).
AMP-cnekTp Heo4dueHOro NPOAYKTY BUrMsiAaB XO-
poLumMm.

TpeTio MPOMBKHY CMOMyKy, TpeT-0yTunoBuii
edip 4-(2,2-pumeTnn-2H-xpomeH-8-in)ninepasunH-1-
KapOOHOBOT KWCMOTW, OTPUMYBanM TakUM YMHOM.
Po3unH 8-6pom-2,2-gumeTtnn-2H-xpomeHny (7,22r,
30,2mmorb) B cyxomy Tonyoni (60mn) gerasysanu
npotarom 10xB., NpoAdyBalyM pPO3YWMH a30TOM.
OTpMMaHMin po34mH NoTiM JoAaBanm Yepes KaHIo
B KOmby, wo mictutb Pdz(dba)s (360mr, 0,393mmorns,
2,5von.% B Pd), au-tpeT-6yTundocdiHobideHin
(451mr, 1,51Mmonb, 5 mon.%), NaOtBu (4,06r,
42 ,3mmork) i Boc-ninepasuH (6,75r, 36,2mMMonb) B
aTMocdepi a3oTy. PeakuinHy cymill HarpiBamu npu
80°C npoTarom Houi (17rog.). MC nokasyeana Befm-
KM Mk npoaykTy. PeakuinHin cymiwi gasanu oxorno-
HYyTM 0O KiMHaTHOI Temnepatypu i gogasamm Et0.
Cymiw dinbTpyBanu yepes LeniT, NpoOMMBaYn
Et,O. dinbtpat npommneamm 0,5M nUMOHHO KMCo-
Tolo (3 pasw, Oona BuganeHHs HagmipHoro Boc-
ninepasuHy) i oauH pa3 Hac4YEHUM PO3YMHOM COfi,
cywmnu Hag NaxSOy i KOHUeHTpyBanu 3 oTpuMaH-
HAM TeMHO-4YepBoHOro Macra (mpubnusHo 10r).
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OunweHHa  xpomatorpadpieto  Ha SiO2  (10%
EtOAc/rekcaHn) gano TpeToo MPOMIXKHY CrOSyKy Yy
BUIMISIA| XKOBTOrO Macna, sike 4YacTKOBO 3aTBeppiBa-
no y Bakyymi (4,94r, 14 3mmons, 48%). MC: APCI:
M+1: 3452 (TouHa maca: 344,21).

YeTtBepTy npombkHy crionyky, 1-(2,2-gumeTtun-
2H-xpomeH-8-in)ninepasnH, oTpyMyBarmu TakuM Yu-
HoM. 1o posumHy TpeT-OyTunosoro edipy 4-(2,2-
anmeTnn-2H-xpomMeH-8-inynine pasuH-1-kap6oHOBOI
kucnotu (2,43r, 7,05mmons) B CH2Cl, (15mn) goga-
Banu TOO (12mn). PeakuiiHa cymiw cTtaBana Kopu-
YHEBOIO i il NepemillyBanuM nNpu KiMHaTHIA TeMnepa-
Typi NpoTsAromMm 2rog. PeakuinHy CyMiLL
koHueHTpyBann 2 pasn 3 CHoCly. 3anmwwok posyu-
Hann B cymiwi 5% MeOH/CH2Cl2 3 1% NH4OH, i
CyMmiWw npu ubomy AmMinacs. Po3unH KoHUeEeHTpyBa-
M 3 OTPMMaHHSAM KopuyHeBoro macna. OunLieHHs
xpomartorpadieto Ha SiO2 (8% MeOH/CH2Cl2 3 1%
NH4OH) gano 4yetBepTy NPOMBKHY CMONYKY Y BUrIsi-
Ai 6nigo-kopnyHEBOro Macra, sike 3aTBepgiBano 3
YTBOPEHHSAM pyayBaTO-KOPUYHEBOI TBEPAOI PeyOBU-
Hu (1,19r, 4,87MMorb, 69%).

CnigyBann meToauui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-(2,2-gumeTnn-2H-xpomeH-8-in)ninepasvH, 3 oTpu-
MaHHSM Bka3aHoi B 3aronoBky cronyku. MC: APCI:
M+1: 4632 (TouHa maca: 462,26).

Mpvknag A6' -  CwuHtes  7-{4-[4-(2,2-
AVMeTUNXpomaH-8-in)ninepasmH-1-in]oytokeu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnH-2-oHy

Mepwy npomixHy crnomnyky, TpeT-0yTurnoBuiA
edip 4-(2,2-gpymeTnnxpomaH-8-in)ninepasuH-1-
KapbOHOBOI KWCMOTW, OTPUMYBAanNM TakUM YMHOM,
TpeT-6yTnnosuin edip 4-(2,2-gumeTun-2H-xpomeH-
8-in)ninepa3suH-1-kapboHoBOI KUCIOTH (2,50r,
7,26mMmorb) rigpyBarm B HPL 3 BUKOpUCTaHHSIM
10% Pd/C (1,0r) B MeOH (50mn) npoTtsarom 1,5roA.
PeakuinHy cymiw dinbTpyBanu i KOHUEHTpyBanu 3
OTPMMaHHSIM XKOBTOrO Macrna. HeouuweHe macro
abcopbyBamm Ha SiO: i oumwanu xpomartorpadieto
(10% EtOAc/rekcaHn) 3 OoTpUMaHHAM MepLioi npo-
MDDKHOI CMONykuM Yy BUIMSAi Npo3oporo Macra, sike
3aTBepaiBano 3 yTBOpeHHaAM 6inoi TBepaoi pevoBu-
Hu (1,92r, 5,54mmorb, 76%). MC: APCI: M+1: 347 1
(TouHa maca: 346,23).

Opyry NPOMDKHY CrOIyKY, 1-(2,2-
OVMeTUNXpomaH-8-in)ninepasvH, OTpUMyBanu Takum
YuHoMm. [lo po3sumHy TpeT-6yTunosoro edipy 4-(2,2-
avMeTnnxpomaH-8-in)ninepasuH-1-kapboHOBOI  KuUC-
notn (1,90r, 548mmonb) B CH2Cl2 (10mn), oxoro-
mxeHoro go 0°C, pogasarm TPO (10mn). Mpubupa-
m nbogsHy 6aHio | po3yMH nepemilyBanv npu
KiMHaTHIN TemnepaTypi npoTaroMm 1road. Peakuinny
cyMmilw KoHUeHTpyBanu 2 pa3un 3 CHxCly 3 oTpuman-
HSIM SICHO-KOPMYHEBOIO Macna, fke 3aTteepaisasno Ha
Hacoci 3 YTBOPEHHAM OpYroi NMPOMDBKHOI CMOMyKu Yy
Burnagi 6inoi TBeppoi pevoBuHU Ak Tpuc-TPO corni
(3,12r, 5,30mmonb, 97%). MC: APCI: M+1: 2472
(TouHa maca: 246,17).

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUN
1-(2,2-gumeTunxpomaH-8-in)ninepasuH, 3 OTpMMaH-
HsIM BKkasaHoi B 3arofioBky cronyku. MC: APCI: M+1:
465,2 (TouHa maca: 464,28).
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Mpvknag A7' - CwuHTte3 7-{4-[4-(cnipo[xpomeH-
2,1'-umkrnoneHTaH]-8-in)ninepaswux-1-in]6yTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-oHy

MpombkHy CronyKy, 1-cnipo[xpomeH-2,1'-
LUMKINONeHTaH]-8-inninepasvH, OTpuMyBanuM Takum
yuHom. Crigytoum meToauui nmpuknagy A5', 3 1-
€TVHINUUKIO NEHTaHoy OTpMMYyBanu NPOMIDKHY Cro-
nyky. MC: APCI: M+1: 271,0 (TouyHa maca: 270,17).

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofioHin metoauui npuknagy A1', BUKOPUCTOBYOUN
1-cnipo[xpomeH-2,1'-umknoneHTaH]-8-inninepasuH, 3
OTPMMaHHSIM BKa3aHoi B 3arofioBky cronyku. MC:
APCI: M+1: 489,3 (TouHa maca: 488,28).

Mpvknag A8 - CwuHtes  7-{4-[4-(3,4-
aurigpocnipo[xpomeH-2,1'-LmknoneHTaH]-8-
in)ninepasuH-1-inidytokcu}-3,4-gurinpo-1H-
[1,8]Hadb TMpUANH-2-0HY

MpomikHy CrOIyKY,
aurigpocnipo[xpomeH-2,1'-LumknoneHTaH]-8-
in)ninepasuH, oTpuMyBanM TakuMm YnHom. Crigyroum
MeToauui npuknagy A6', oTpuMyBanu nNPOMiIKHY
cnonyky. MC: APCl: M+1: 273,1 (TodyHa wmaca:
272,19).

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin go metoaukn npuknagy A1', BUKOpUCTOBY-
toumn 1-(3,4-gurigpocnipo[xpomeH-2,1'-LuukrnoneHTaH]-
8-in)ninepasuvH, 3 OTpUMaHHsIM BKa3aHOi B 3aroioB-
Ky cnonykun. MC: APCI: M+1: 4913 (TouHa maca:
490,29).

Mpvknag A9' - Cwuntes 7-{4-[4-(2-meTun-2H-
XpoMeH-8-in)ninepasuH-1-in]oytokcun}-3,4-auvrigpo-
1H-[1,8]Hadh TMpUANH-2-0HY

MpomibkHy crnonyky, 1-(2-meTnn-2H-xpomeH-8-
in)ninepasuvH, oTpuMyBanm TakuMm YnHom. Crigyroum
MeToauui npuknagy A5', 3 6yT-3-uH-2-0my OTpUMY-
Banu npompkHy crnonyky. MC: APCI: M+1: 2311
(TouHa maca: 230,14).

CnigyBann meTtoguui BiOQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOYM
1-(2-meTnn-2H-xpomeH-8-in)ninepasuH, 3 oTpUMaH-
HsIM BKa3aHoi B 3aronioBky crionyku. MC: APCI: M+1:
449,3 (TouyHa maca: 448,25).

Mpuknag  A10'" - CuHtes  7-{4-[4-(2-
MeTunxpomaH-8-in)ninepasux-1-in)6yTokcu}-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-oHy

MpoMbkHY  crionyky, 1-(2-meTunxpoman-8-
in)ninepasvH, oTpUMyBanmm Takum YmHoM. Crigytoym
MeToauui npuknagy A6', oTpuMyBanu nNPOMiIKHY
crnonyky. MC: APCl: M+1: 233,1 (ToyHa wmaca:
232,16).

Cnigysanu meToaumui BigHOBHOrO amMiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-(2-meTunxpoman-8-in)ninepasuH, 3 OTPUMAHHSM
BkasaHoi B 3aronioBky crionykun. MC: APCIl: M+1:
451,3 (TouyHa maca: 450,26).

Mpuknag  A11" - Cwntes  7-{4-[4-(2,3-
ourinpo6eH3odypaH-4-in)ninepasuH-1-in]oyTokcu}-
3,4-aurigpo-1H-[1,8]Hadp TMpMANH-2-0HY

MpombkHy cronyky, 1-(2,3-aurigpobeH3odypaH-
4-in)ninepa3uH, oTpUMyBanM Takum 4mHom. Y 1-n 3-
ropny konby, 3abesneyeHy MexaHiYHOI MilLasnKoto,
TEPMOMETPOM i BXOAOM AMNsl @30Ty, 3aBaHTaXyBanu
po3umH 2,3-gurigpobeHsodypaH-4-inamiby  (12,5r,
0,092morb, [J. Heterocyclic Chem. 1980, 17, 1333])
B xriop6eHsoni (220mn) i 1-rekcaHoni (10mn). Cymiw
06pobnanm JiisonponineTunamiHom (8,2r,

1-(3,4-
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0,063morb), nepemiwysanm npoTtsarom 10xB. i NOTIM
popasanu Nal (4,4r, 0,029mMorb), a NoTiM rigpoxJio-
pua 6Gic(2-xnopeTun)amiHy (16,9r, 0,094morb). Cy-
MiLL KUM'ATUNW i3 3BOPOTHVUM XOSOAMNITbHUKOM MPOTS-
rom 16rod. npu 3o0BHiWHIA Temnepatypi 140°C.
PeakuinHy cymill oxonomKyBanu A0 KiMHaTHOI TeM-
nepatypu, yrnaptoBanu y BakyyMmi i TeMHy rycty pigu-
HY PO34YMHANN B CyMilli xnopodopm-MeTaHon (9:1),
LLO MICTWTb JekKinbka kpanenb amiaky, abcopbysanu
Ha curnikarens i ounLanyi xpomarorpadieto Ha cuni-
Kareni 3 BUKOpuCTaHHAM 5% meTaHony B xnopodo-
pMi Ansa enooBaHHSA. licna ynapioBaHHSA OCHOBHUX
dpakuin oTpuMyBanu NPOAyKT Y BUrNsai ryctoi nac-
™, aky po3tupamm B CH2Cl2 3 oTpumaHHAM npomik-
HoOT cronyku y Burnsigi 6inoro nopowky (8,0r, 38%).

CnigyBann meToaumui BigHOBHOrO amMiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-(2,3-purigpobeH3odypan-4-in)ninepasvH, 3 OTpu-
MaHHsIM BKa3aHoi B 3arorioBky crionykn. MC: APCI:
M+1: (TouHa maca: 422,23).

Mpwvknag A12' -  CwuHtes  7-{4-[4-(1,3-
avrigpoisobeHsodypaH-4-in)ninepasmH-1-
in]oyTokeu}-3,4-aurigpo-1H-[1,8]Had TMpnanH-2-oHy

Mepwy npombkHy cronyky, 1,2-6ic-6poMmeTur-
3-HiTpOBEH30N, OTPUMYBaMM TakMM YMHOM. Y CyXy
konby 3 iHepTHO aTmocdepoto, Wo MicTute 1,2-
anmeTtnn-3-Hitpobenson  (17,00r, 112,4MMOIb,
1ekB.) B 70mn CCls, popaBarm NBS (43,06r,
241,9vmonb, 2,1ekB.) i 6eHsoinnepokcug (0,274r,
1,131mmonb, 0,01ekB.). OpaHxeBy CycrneHsito knum's-
TUIM i3 3BOPOTHUM XOSIOAMUITbHUKOM MPOTArOM ABOX
roguH, nicnst Yoro gogasanu goaaTtkoBo 1,074r Gex-
3oinnepokeuay. PeakuiiHy cymiw kum'atunm i3 3Bo-
POTHUM XOJIOAUIIbHMKOM MPOTArOM ABOX FOAWH i
MoTiM OXONoKyBanu [0 KiMHaTHOI Temneparypu.
PeakuinHy cymiw cinbTpyBamm i npommsamm CClgs
ana BuganenHsa 6inoi TBepaoi peyosuHM. XKoBTWI
dinbTpaT KOHUEHTpyBamM 3 OTPUMaHHAM nepLuol
MPOMIKHOT CMOMNYyKM Yy BUrMNSAI HEOYMLLEHOro mMacra
(30,954r, 89%).

Opyry  npombkHy  crionyky, 4-HiTpo-1,3-
avrigpoisobeH3odypaH, OTpUMyBanu TakuM YUMHOM.
Y konby, wo wmictutb 1,2-6ic-6pommeTnn-3-
HiTpoGeHson (1,129r, 3,655mMmomb, 1ekB.), fofaBa-
mm okcua anomiHito (15r, 147mmone, 40eks.) i Tony-
on (10mn) i cymiw Harpisanu npu 120°C npoTsirom
OBOX roauwH. PeakuiHy cymiw cinbTpyBanu ans
BMOANEHHA OKcuAay aroMiHilo i npomuBanmm eTuna-
uetatoM. PinbTpaT KOHUEHTPYBarm 3 OTPUMaHHAM
XKOBTOI TBEPAOI PEeYOBUHU, SIKY OYMLLANN XpomMaror-
padieto Ha cunikareni (0-10% EtOAc:rekcaH) 3
OTPUMaHHSM apyroi nmpomixkHoi crnonykn (0,546r,
90%). MC: APCI: M-1: 164,9 (TouHa maca: 165,04).

TpeTio MPOMDKHY CrOnyKYy, 1,3-
avrigpoisobeH3odypaH-4-inamiH, OoTpuMyBanuM Ta-
KUM YNUHOM. Po3uunH 4-HiTpo-1,3-

avrigpoizobeHsodypary (5,976r, 36,19mmMorb) B
100mn TP rigpysanu 3 BukopuctaHHsam Ra/Ni. Pe-
aKuUinHy cyMmill ginbTpyBamnu i NoTiM KOHUEHTpyBanu
3 OTPUMaHHAM TPEeTbOoi NPOMPKHOI cronyku (4,996r,

100%). MC: APCI: M+1: 136,2 (ToyHa mMaca:
135,07).
YeTtBepTy NMPOMDKHY CrOnyKy, 1-(1,3-

avrrigpoizobeH3odypan-4-in)ninepasuH, oTpuMyBanu
TaKMM YMHOM. Y peakLUiliHy KoJby, WO MICTUTb pOo3-
4nH  1,3-gurigpoizobeHsodypaH-4-inamiHy  (0,488r,
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3,610mmonb, 1ekB.) B xnopbeHsoni (6mn), goaasa-
m rigpoxnopug  6ic(2-xnopeTun)amiby  (0,907r,
4,260mmonb,  1,18ekB.) i  giizonponineTnnamiu
(0,297r, 2,30mmonb, 0,64ekB.). PeakuinHy cymiw
KUM'ATWUMM i3 3BOPOTHUM XOJIOAUIIbHWUKOM MPOTArOM
14 rogvH. PeakuiiHy cymill oxonoaxysanu i KoHue-
HTpyBanu. OunLeHHA xpomaTorpadieto Ha cunika-
reni (0-40% MeOH/NH4OH:CH2Cl,) pano 4etsepty
npomixkHy crnonyky (0,400r, 54%). MC: APCI: M+1:
205,1 (ToyHa maca: 204,13).

Oo cycneHsii  4-(7-okco-5,6,7 8-TeTparigpo-
[1,8]HadbTMpMamnH-2-inokcun)oyTupanbaerigy (0,278r,
1,186Mmonb, 1,1ekB.) i 1-(1,3-
avrigpoizobeH3odypan-4-in)ninepasuHy (0,217r,
1,064mmorb, 1ekB.) B guxnopeTaHi (5mn) gogasanu
NaBH(OAc)s (0,469r, 4,425mmonb, 3,73ekB.). 3aBu-
Ci JaBann MOXIMBICTb MepeMillyBaTUca MpoTAromM
Houi Mpu KiMHaTHIN Temnepatypi (18rog). Cymiw
posbaenamm EtOAc i racunm Hacudennm NaHCOs.
OpraHiyHy a3y noTiM NPOMUBAIN HaCUYEHUM PO3-
YnHOM cofii, cywmnm Hag NaxSOy, dinbTpyBanm i
ynaptoBamm y Bakyymi. OuniieHHs xpomartorpadieto
Ha cunikareni (2% MeOH/CHCI,) i noganbLuie yTBO-
penHs HCI coni 3 BukopuctaHHsam 1H. HCI B edipi
Aanu BkasaHy B 3aronioBky crionyky (0,143r, 26%).
AHanizom Ha BMmict CHN 3HarnpeHo: C, 64,37; H,
6,54; N, 12,13. ObuucneHi naHi ans
C24H30N4O3x1,00HCI.

Mpuknag A13' - CuHtes 7-[4-(4-xpomaH-5-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-

[1,8]Hadp TMPUANH-2-0HY

Mepy NPOMBKHY CMonyKy, 3-HiTpO-2-
BiHiNpeHon, oTpuMyBann Takum 4ymHoM. [Jo geraso-
BaHOro po34yuHy 2-6pom-3-HitpocheHony (3,00,
13,8umorb) i TpubytuneiHinonoesa - (4,4mn,
15,1immorne) B Tonyoni (70mn) gopaBanm TeTpa-
Kic(TpudeHindocdiH)nanagin(0) (1,59r, 1,38mmork,
10Mon.%). PeakuinHy cymil KnMm'sTuim i3 3BOpOT-
HMM XONOAWUIIbHUKOM MPOTArOM Houi. Cymilw ¢inbT-
pyBanu yepes uenit, npomuatoun EtOAc. Po3ynk-
HUK BMagananu i 3anunLIoK oymianm
xpomatorpacpieto Ha SiO2 (AnaLogix RS-120, 10-
30% EtOAc/rekcaHn) 3 OTPMMaHHSAM nepLuoi npomi-
XKHOT CMONyKW Y BUrMsiAi XKOBTyBaTO-OpaHXeBoi TBe-
pooi peyosunn (1,00r, 6,06MMonb, 44%) MC: APCI:
M-1: 163,9 (TouHa maca: 165,04).

Opyry npombkHy crionyky, 1-aninokcu-3-Hitpo-2-
BiHiNOEH30n, OTpMMyBamM TakmuMm YmHOM. [JOo po3uu-
Hy 3-HiTpo-2-BiHindeHony (1,0r, 6,1Mmonb) B aue-
ToHi (20mn) popaeanm  aninépomig  (1,05mn,
12,immorb, 2ekB.), a noTtim KoCOs (1,67r,
12,1Mmorb, 2ekB.). CyMmill KUM'ATUMM i3 3BOPOTHUM
xonoaunbHukom npotarom 30xB. i nepemillyBanu
npu KiMHaTHIN Temnepartypi NpPoTAroMm Houi. Peak-
LiHy cyMill (pinbTpyBanu, NnpoMmBaloym aueToHOM,
i NoTiM KoHUeHTpyBamm. O4unLIEHHS xpomaTorpadi-
€to Ha SiO2 (AnaLogix RS-40, 2-5% EtOAc/rekcaHu)
Aano Apyry npoMipkHy CrofyKy y BUrfsiAi opaHXeBo-
ro macna (1,00r, 4,87mmork, 80%).

TpeTio NPOMBKHY cromnyky, 5-HiTpo-2H-xpomeH,
OTPUMYyBanM Takum YvHoMm. [1o po3uumHy 1-aninokcu-
3-HiTpo-2-BiHiNnGeHsony (1,0r, 4,9vmons) B CHCl
(25mn) popaBanu katanizatop [py6bca ppyroro
nokoniHHa (207mr, 5mon.%). PeakuiiHy cymiw ne-
peMilyBanu Mpu KiMHaTHIA Temnepartypi NpoTAarom
3rog. Cymill KOHUEHTpYBamm i o4nLianM xpomaror-
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padieto Ha SiO2 (AnaLogix RS40, 2-5%
EtOAc/rekcaHn) 3 OTpMMaHHAM TPeTbOi MPOMBKHOI
CMOSyKN Yy BUrMaAi KOBTOI TBEpPAOl pPeyOoBUHU
(852wmr, 4,81mmonb, 98%). MC: APCI: M-1: 175,9
(TouHa maca: 177,04).

UeTBepTy NMPOMDKHY CMONYKY, XpOMaH-5-inamiH,
oTpMMyBanM TakmMm 4YuMHOM. 5-Hitpo-2H-xpomeH
(800mr, 4,52mmornb) rigpyBanM 3 BMKOPUCTaAHHAM
10% Pd/C B MeOH (50mn) npoTsirom 4,6roa. Xos-
TUN PO34YMH CTaBaB MpPo3opuM. PeakuinHy cymiw
KOHLIEHTpYBanu 3 OTPUMaHHAM YeTBepTOT NPOMDBKHOT
CroNyKn y BWUMAAI ACHO-KOPUYHEBOro Macna, sike
3rigHo AMP i TWX surnsgano ynctum (679wmr, Kinb-
KicH.). MC: APCI: M+1: 150,3 (TouHa maca: 149,08).

Mary MPOMDKHY  CrOMyKY, 1-xpomaH-5-
inninepasuH, OTpUMyBanu TakuM YMHOM. [1o po3unHy
XpOMaH-5-inaminy (679mr, 4,55mMmorne) B xrnopbex-
3omi (12mn) i rekcadoni (0,6mn) gopmasanu rigpo-
xnopug 6ic(2-xnopetun)amiHy (894mr, 5,01MMonb),
Nal (341wmr, 228mmornb) i aAiisonponineTunamin
(0,44mn, 2,50mMMonb ). PeakuiHy cymill KUn'stunm i3
3BOPOTHUM XxoroaurnbHukoM mpyu 140°C nmpoTsrom
20roa. YTBOpIOBaBCS pyayBaTo-KOPUYHEBUI oOcaf.
PeakuinHin cymiwi gaBanyM oxXonoHyT! OO KiMHaTHOT
Temnepatypu i gogasanm rekcaHu. Cymiw ginbTpy-
Banu i MpomMuBarM rekcaHamu. TBepdy Pe4qOBUHY
po3unHsanu B cymiwi MeOH/CH2Cl, i abcopbysanu
Ha SiO2. OuuweHHa xpomatorpacdieto Ha SiO2 (8-
10% MeOH/CHxCI2 3 1% NH4OH) gano n'aty npo-
MDKHY Crionyky Yy BWUrnagi  CBITNO-puKyBaTto-
KOpW4HeBOi TBepAoi peyvoBuHu (548wmr, 2,51Mmorb,
55%). MC: APCI: M+1: 219,1 (ToyHa maca: 218,14).

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin meTtoamui npuknagy A1', BUKOPUCTOBYHOUM
1-xpomaH-5-inninepasuH, 3 OTPMMaHHSAM BKa3aHoi B
3aronosky cronyku. MC: APCI: M+1: 437,3 (TouHa
maca: 436,25).

Mpuknag A14' - CuHTte3 7-[4-(4-i3oxpomaH-5-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,8]HadpTMpNaNH-2-oHy

Mepwy npomikHy cronyky 1-6pom-2-[2-(2-
METOKCIETOKCMMETOKCM)eTUM|0eH30m,  OTpUMyBanu
Takum YmMHOM. [1o po3unHy 2-(2-6pomdpeHin)etTaHony
(7,8r, 38,8mmonb) i giisonponineTunaminy (8,02r,
62mmorb) B 50 mn cyxoro CHxCl, pogasarm MEM
xnopwug (6,261, 50,4mmornb) no kpamnax npu 0°C.
OTpvMaHy cymill nepemillyBanu npu Tih XXe camin
Temneparypi npoTarom 2rog. i obpobnsnm 1H. HCI i
CHzCl». OpraHiynmi wap npommeanu HxO, cywmnun
Hag NaxSOa, KOHLUEHTpPYBanu y BakyyMmi. 3anuLuok
ounwanu xpomatorpadieto (25% EtOAc/rekcanu) 3
OTPMMaHHSM neploi  mpombkHoi crnonyku  (9,0r,
80%). 'H AMP (400Mru, CDCls): & 7,53 (am,
J=1,5ly, J=7,8Iuy, 1H), 7,29-7,23 (m, 2H), 7,09-7,05
(m, 1H), 4,71 (c, 2H), 3,80 (1, J=7,8Iu, 2H), 3,62-
3,60 (m, 2H), 3,51-3,49 (m, 2H), 3,37 (c, 3H), 3,04 (T,
J=78lu, 4H).

Opyry npomikHy crnonyky, 5-GpomizoxpomaH,
OTpVYMYyBarm TakMum YmHom. 1o po3ynHy 1-6pom-2-[2-
(2-meTokcieTokcMeToKeH)eTUn]6eH3ony (4,5r,
15,56mmonb) B 100mn CH2Cl2, pogaBanu po3uuH
TiCls B CH2Cl2 no kpannsix npu 0°C. OtpumaHy cy-
Mill mepeMillyBanu npu Ti Xe camii Temneparypi
npoTarom 1roa. i 06pobnsanu HoO i CH2Clo. OpraHi-
YHUM wap npommBanu HxO, cywmnu Hag NaxSOy i
KOHLIEHTPYBanu y BakyyMi. 3ammLIoK ouuwanu xpo-
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matorpadieto (25% EtOAc/rekcaHn) 3 oTpyMaHHAM
Apyroi MpoMbkHoi crionyku (2,71, 82%). 'H AMP
(400Mru, CDCIs): 8 743 (g, J=7,8u, 1H), 7,05 (T,
J=78lu, 1H), 6,95 (@, J=7,3l'y, 1H), 4,73 (c, 2H),
4,00 (1,J=59Iu, 2H), 3,82 (1, J=5,9'y, 2H).

TpeTio nNpoMibkHy crnonyky, 1-i3oxpomaH-5-
inninepasvH, oTpuUMyBanu Takum YmMHOM. O cymiLli
5-6pom-izoxpomany  (1r, 4,69mmonb),  1-boc-
ninepasuHy (1,05r, 5,6MMoOnb), 2-
avuuknorekcundocdiHobidheHiny (0,066,
0,19vmork) i Pd(OAc)2 (0,42r 0,19Mmomb) B 10Mn
cyxoro perasoBaHoro CgHsCHs gopnasarm NaOtBu
(0,63r, 6,6mMMonb) npu KiMHaTHIN TemnepaTtypi.
OTpumaHy cymiw nepemiwysanm npu 80-90°C npo-
TArom 1rod., oxorofKyBamm i npomyckanu yepes
MoayLwWKy uenity i inbTpaT KOHUEHTpYyBanu y Baky-
yMi. 3anuwiok ounwamnm xpomarorpadieto (25-50%
EtOAc/rekcaHn) 3 OTpUMMaHHAM TPeT-OyTUIIOBOro
edipy 4-i30xpoMaH-5-inninepa3uH-1-kapboHOBOI
kucroy (0,89r, 60%). MC (ES) m/z 319,19 [M+1] "H
AMP (400Ml'y, CDCIs): 6 7,16 (1, J=7,8'y, 1H), 6,88
(@, J=7,8I'u, 1H), 6,75 (g, J=7,8Iy, 1H), 4,79 (c 2H),
3,94 (1, J=5,9I'y, 2H), 3,55 (ywwp, c, 4H), 2,86-2,80
(M, 4H), 1,49 (c, 9H).

JOo po3uuHy TpeT-OyTurnosoro edipy 4-
i30xpomaH-5-inninepasuH-1-kap6oHOBOI KMCnoTu
(0,5r, 1,57mmorb) B cyxomy CH2Cl2 popgasarm 3mn
TPO npu 0°C no kpannsax. OTpumaHy cymill nepe-
MillyBanM npu KiMHaTHIA TemnepaTtypi MpoTAarom
2rof. BvnaptoBaHHA poO34MHHMKA Oarno TpeTio Mpo-
MixHy cronyky (0,52r, kimbkichun). MC (ES) m/z
219,12 [M+1] 'H AMP (400Mru, CDCls): & 8,12
(ywwvp, c, 1H), 7,19 (1, J=73ly, 1H), 6,95 (g,
J=78lu, 1H), 6,82 (g, J=7,8I'y, 1H), 4,82 (c, 2H),
3,98 (1, J=5,8Iy, 2H), 3,54 (ywwp, c, 4H), 3,21-3,19
(m, 4H), 2,80 (1, J=5,4Tu, 2H).

Cnigysanu meToaumui BiGHOBHOrO amMiHyBaHHS,
nofibHin no metoaukm npuknagy A1', BUKOpUCTOBY-
toun  1-i3oxXpomMaH-5-inninepasuvH, 3 OTPUMaHHSAM
BKadaHoi B 3aromnoBky cronyku (0,40r, 58%). MC
(ES) m/z 437,26 [M+1] (TouHa maca: 436,25). 'H
AMP (400MI'y, CDCIs): 6 7,69 (ywwmp, c, 1H), 7,36
(@, J=83ru, 1H), 7,63 (@, J=7,3l'y, 1H), 7,18 (T,
J=7.8u, 1H), 6,92 (g, J=7,8lu, 1H), 6,72 (g,
J=73lruy, 1H), 6,36 (g, J=7,3l'y, 1H), 4,80 (c, 2H),
4,22 (1, J=6,3I'u, 2H), 3,93 (1, J=5,4T"u, 2H), 2,95 (T,
J=49ly, 4H), 2,88-2,80 (m, 4H), 2,67-2,63 (m, 4H),
2,47 (1, J=7,2l'y, 4H), 1,82-1,78 (m, 2H), 1,72-1,69
(m, 2H).

Mpuknag A15' - CuHTtes 7-[4-(4-i3oxpomaH-8-
inninepasuH-1-in)éytokcun]-3,4-guriopo-1H-
[1,8]HacpTMPUANH-2-0HY

Mepwy npomikHy cronyky, 8-6pomizoxpomaH i
6-OpoMi3oxpomMaH, oTpuMmyBanu Takum uYuHOM. [o
pO34nHYy 1-6pom-3-[2-(2-
METOKCIE TOKCUMETOKCU)EeTUI|OEH30N (2,8r,
9,7mmonb) B 50mn CH2Cl> popaBanu po3yuH TiCls
(14,5mmonb) B CH2Cl2 no kpannax npu 0°C. OTtpu-
MaHy CyMill nepemiwyBanu Mpu TiA Xe camin Tem-
nepatypi npotarom 1rog. i o6pobnsinm H20 i CH2Clo.
OpraHiyHuii wap npommBarm H2O, cywwmnun Hag
NaxSOy4 i KOHUEHTpYBanM y Bakyymi. 3anuLioK o4u-
wamm xpomatorpadieto (25% EtOAc/rekcanun) 3
oTpuUMaHHAM 1,81 cymiwi nepLmx MPOMDKHUX Cro-
nyk, 8-6pomizoxpomaHy i 6-OpomizoxpomaHy (~1:4
3rinHo BEPX) 3 Buxogom 90%.
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Opyry npomikHy cromnyky, TpeT-6yTunosoro
edipy 4-i30xpoMaH-8-inninepasunH-1-kap6oHOBOI
KUCNOTW, OTpUMyBanM TakmMm YmHoM. o cymiwi 8-
6pomizoxpomaHy i  6-Opomizoxpomany  (1,8r,
8,4mmonb), 1-boc-ninepasmny (1,9r, 10,15mmorb),
2-pyumknorekcundgocdiHobidheHiny (0,12r,
0,34mmorb) | Pd(OAc)2 (0,076r, 0,34Mmonb) B 15Mmn
cyxoro perasoBaHoro Tonyony pogasanu NaOtBu
(1,13r, 11,8MMonb) mpu  KiMHaTHIA Temneparypi.
OTpumaHy cymiw nepemiwysarmm npu 80-90°C npo-
TArom 1rod., OXoriofKyBanmu i mpornyckanu 4vepes
noayLKy ueniTy i inbTpaT KOHLEHTpYBanM y Baky-
yMi. 3amumwok niggasamm xpomatorpadii  (10%
EtOAc/rekcanun) 3 oTpumanHam 0,2r gpyroi mpomix-
HOI cronykn, TpeT-6yTunoBoro eqgipy 4-i30xpomMaH-
8-inninepa3swvH-1-kap6oHoBoi kucrnotw, i 0,8r perioi-
30mMepa, TpeT-0ytnnosoro edipy 4-isoxpomaH-6-
inninepasnH-1-kapboHOBOI  KUCNOTW, 3 BUXOAOM
37%. Opyry npomikHy crionyky: 'H SAMP (400MIw,
CDCl3): & 7,17 (7, J=7,8I'u, 1H), 6,90 (g, J=7,8Iy,
2H), 4,80 (c, 2H), 3,96 (T, J=5,9I'y, 2H), 3,53 (ywwmp,
c, 4H), 2,87 (1, J=5,8I"u, 4H), 2,80 (1, J=4,4Tu, 4H),
1,48 (c, 9H). MC (ES) m/z, 319,19 [M+1] (To4Ha
Maca: 318,19).

TpeTio npoMbkHy crnonyky, 1-i3oxpomaH-8-
inninepasuH, oTpMMyBanu Taknum YMHoMm. [1o po3vmHy
TpeT-0yTnnoBsoro edipy 4-isoxpomaH-8-inninepasuH-
1-kapboHosoi kucrnotn (0,9r, 2,8mmorb) B 30Mn
cyxoro CH2Cl, popaBarm 5mn TOO nmpu 0°C no
kpannax. OTpMmaHy Cymill nepemillyBanu npu Kim-
HaTHIN TemnepaTypi npotarom 2rog. BunaptoBaHHSA
po3ymHHKKa gano 0,92r TpeTboi MPOMBKHOI CroMyKu
3 Buxogom 98%. H AmP (400Mru, CDCI3): & 8,18
(yump. ¢, 1H), 7,25 (1, J=8,0Iy, 1H), 7,02 (g,
J=8,0l'uy, 2H), 4,89 (c, 2H), 4,07 (1, J=6,0Tu, 2H),
3,46 (ywwp, c, 4H), 3,18-3,15 (m, 4H), 2,94 (T,
J=6,0l"u, 2H). MC (ES) m/z: 219,13 [M+1] (To4Ha
Maca: 218,14).

CnigyBann meTtoguui BiOQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOYM
1-i3o0xpomaH-8-inninepasuH, 3 OTPUMaHHSIM BKa3aHo|
B 3aronosky crnonyku (0,6r, 65%). MS (ES) m/z:
437,26 [M+1] (TouHa maca: 436,25). 'H AMP
(400Mr'y, CDCl3): & 7,69 (ywuwmp, c, 1H), 7,35 (g,
J=78uy, 1H), 7,16 (1, J=7,8Tuy, 1H), 6,95 (4,
J=78y, 1H), 6,88 (g, J=73lu, 1H), 6,35 (4,
J=8,3luy, 1H), 4,78 (c, 2H), 4,22 (1, J=6,3Iu, 2H),
3,94 (1, J=5,8I'y, 2H), 2,93 (1, J=4,9I'y, 4H), 2,88-
2,84 (m, 4H), 2,70-2,62 (m, 6H), 2,55 (1, J=7,8IyU,
2H), 1,82-1,77 (m, 2H), 1,75-1,72 (m, 2H).

Mpuknag A16' -  CwHres  7-{4-[4-(2,3-
avrinpo6eH3o[1,4]piokcuH-5-in)ninepasumH-1-
injoytokcu}-3,4-gurinpo-1H-[1,8JHad TMpnamH-2-oHy

Cnigysanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin oo metoaukm npuknagy A1', BUKOpUCTOBY-
Ho4m 1-(2,3-gurinpo6eHso[1,4]aiokcnH-5-
in)ninepasuH [WO 97/03067], 3 oTpMMaHHAM BKa3a-
Hoi B 3aronosky cronyku. MC: APCI: M+1: 439,3
(ToyHa maca: 438,23).

Mpuknag A17' - CuHtes 7-(4-[4-(3,4-avrigpo-2H-
6eH30[b][1,4]niokceniH-6-in)ninepasunH-1-
injoytokcu}-3,4-gurinpo-1H-[1,8]Had TMpnanMH-2-0Hy

Mo meToauui, nodibHIM 4O METOAMKK iHLIMX MpW-
knagie Buwe, rigpoxmopug  1-(3,4-gurigpo-2H-
6eH3o[b][1,4]niokcenin-6-inyninepaswiy  [J. Med.
Chem. 1988, 31, 1934-1940] 38'A3yBanu BiAHOBHUM
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aMiHyBaHHsAM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]HadbTMpMaunH-2-inokcun)byTupanbaerigom 3 no-
AanbWuMn  TUMoBO OOpOOKOK | OYULLEHHAM 3
OTPUMaHHSIM npomikHoT crnonykn. MC: APCI: M+1:
453,6 (TouHa maca: 452,55).

Mpvknag A18 - CwuHtes 7-{4-[4-(2,2,3,3-
TeTpadTop-2,3-aurinpobeHsol[1,4]aiokcnH-5-
in)ninepasun-1-in)6yTokcu}-3,4-gurigpo-1H-
[1,8'|HadTMpUAMH-2-OHY

MpomikHy cronyky, 1-(2,2,3,3-TeTpadTOp-2,3-
avrigpobeHso[1,4]giokcuH-5-in)ninepasvH, OTpUMy-
Banu TakMMm yuHoM. 1o cymiwi 2,2,3,3-TeTpadTop-
2,3-pgurigpobeHx3o[1,4]aiokcuH-5-inamiHy (8,9r,
40mmonb) i TpeT-6ytvnosoro  edpipy  Bic(2-
xrnopeTtun)kapbamiHoBoi kucrnomm (14,5r, 60mMmore)
B AM®A (200mn) gogasanm NaH (3,2r, 60% macns-
Ha gucnepcis, 80mmork) npu 0°C i oTpumaHy cymill
nepemillyBanu npu Ti Xe camiin Temnepartypi npo-
Tarom 1,0roa. MNMpu BukopucTtaHHi TWX peakuii He
cnocTepiranocs. Cymiw we nepemillyBany npu Kim-
HaTHIN Temnepatypi npotarom 4,0roA., Nnoku aHanis
meTogom PX-MC He noka3aB 3HUKHEHHSI MOYaTKOBO-
ro marepiany. PeakuiiHy cymill racumm BOOHWUM
NH4Cl, ekctparysarm EtOAc, mpomuBanm Hacude-
HMM PO34YMHOM COJli, CYLUIMIN i KOHLUeHTpyBamm. 3a-
TNLLIOK ouunanu drew-xpomarorpadieto
(EtsN:EtOAc:rentaH/1:10:100) 3 oTpMMaHHsM TpeT-
OyTnnosoro ecdipy  4-(2,2,3,3-TeTpadpTOp-2,3-
avrinpo6eH3o[1,4]aiokcuH-5-in)ninepasuH-1-
kapboHoBoi kucnotn (5,2r, 33%) y surnsgi 6e3bap-
BHUWX KpUcTanis.

PosunH TpeT-6yTMnoBoro edipy 4-(2,2,3,3-
TeTpacpTop-2,3-gurinpobeH3o[1,4]aiokcuH-5-
in)ninepasuH-1-kap6oHoBoI KMUCMOTK (12,5r,
0,0319morb) B 1,4-giokcaHi (150mn) 06pobnamm 4H.
HCI B 1,4-giokcaHi (100mn) i cymiw nepemillyBanm
npw KiMHaTHIn TemMnepaTtypi npoTarom 16rog. i noTim
npu 35°C npoTarom 2,0rof., NokM aHania MeToaoMm
PX-MC He nokasaB 3akiH4eHHs peakuii. OTpumaHy
TBEpAy peyoBuHY 36mpanu dinbTpyBaHHSAM, NPOMU-
Banu 1,4-giokcaHoM, edpipom i cywwmnu B nedi 3
OTPMMaHHsIM BKa3aHOi B 3arofiloBKy CMOMyKW Y BW-
rnsai xnoposogHeBoi coni (8,9r, 85%) y Burnagi He
30BCiM Biforo NoOpoLLKy.

Cnigysanu meToaumui BiGHOBHOrO amMiHyBaHHS,
nofibHin no metoaukm npuknagy A1', BUKOpUCTOBY-
ro4um rigpoxnopua, 1-(2,2,3,3-teTpacTOp-2,3-
avrinpo6eH3o[1,4)piokcuH-5-in)ninepasuHy, 3 oTpw-
MaHHsIM BKa3aHoi B 3aronioBky crionyku. MC: APCI:
M+1:511,1 (TouHa maca: 510,19).

Mpuknag A19' -  CwuHres  7-{4-[4-(2,2-
andTopbeHso[1,3]giokcon-4-im)ninepasuH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Hacd TvpnanH-2-oHy

MpomikHy CrOyKYy, 1-(2,2-
andTopbeHso[1,3]giokcon-4-im)ninepasvH, oTpUMY-
Banmu Takum YMHOM. [o cyMmiLLi 2,2-
andptopbeHso[1,3]giokcon-4-inamiHy (27r,
0,156monb) i TpeT-OyTunoeoro edipy Gic(2-
xropeTun)kapbamiHoBoi kucrnotm (75,5r, 0,31morb)
B AM®A (500mn) gogasanu NaH (15,6r, 60% mac-
naHa gwucnepcia, 0,39mormb) npu 0°C i oTpumaHy
CyMill nepemillyBany npu KiMHaTHIA TemnepaTypi
npoTarom 24rof., noku aHania metogom PX-MC He
MoKa3aB 3HWKHEHHsI no4aTKoBOro martepiany. Peak-
uinHy cymiw racunu BogHum NH4Cl, ekcTtparyBanu
EtOAc, npoMuBany HacM4eHUM PO34YMHOM COfli, Cy-
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LUMAK | KOHUEHTpyBanu. 3armLiok ounwanu drew-
xpomartorpadieto  (EtsN:EtOAc:rentan/1:10:100) 3
OTpUMaHHsIM  TpeT-OytunoBoro  edipy  4-(2,2-
andptopbeHso[1,3]giokcon-4-im)ninepasuH-1-
kapboHoBoi kucnotu (12,0r, 22%) y surnsgi 6esba-
PBHMWX KpuCTaniB.

Po3unH  TpeT-byTnnosoro  edipy
andTopbeHso[1,3]giokcon-4-im)ninepasuH-1-
kapboHoBoi kucrnotm (9,9r, 0,029mors) B 14-
piokcaHi (100mn) o6pobnsanu 4H. HCI B 1,4-aiokcaHi
(75mn) i cymiw nepemiwyBanu npy KiIMHaTHIN TeM-
nepatypi npotarom 20roA. i notim npu 35-40°C npo-
Tarom 2,0rof., noku adania metogom PX-MC He
nokasae 3akiH4eHHs peakuii. OTpumaHy TBepay pe-
YOBUHY 30Mpann inNbTpyBaHHsM, NpomMuBanmn edi-
POM i CyLLMIIN B MeYi 3 OTPUMAHHSIM NMPOMDKHOI Cro-
nyku B chopmi xroposogHesoi coni (7,8r, 97%) y
BUrNAAi 6iforo NOpPoLLKy.

CnigyBann meToauui BigHOBHOro amiHyBaHHS,
nofibHin oo metoauku npuknagy A1l', BUKOpUCTOBY-
toun rigpoxropwug 1-(2,2-gudptopbeHso[1,3]aiokcon-
4-in)ninepasuHy, 3 OTPMMaHHSM BKa3aHO! B 3arorio-
Bky cronyku. MC: APCI: M+1: 461,2 (ToyHa maca:
460,19).

Mpuknag A20' - CuHTes 7-{4-[4-(4-oKcoxpomaH-
8-in)ninepaswuh-1-in]6yTokeu}-3,4-aurigpo-1H-
[1,8]HadpTMPUANH-2-0HY

Mepwy npomixHy cronyky, 8-6pom-2,3-
avrigpocnipo[xpomen-4,2'-[1,3]aiokconaH], oTpumy-
Banu TakMMm 4YuHoM. Cymiw 8-O6pomMxpomaH-4-oHy
(0,87r, 3,8MMonb), eTUNEHr MiKO Mo (0,23r,
3,8mmonb) i TsOH B GeHsoni (50mn) kun'atunm i3
3BOPOTHUM XOMOAMMBHUKOM 3 BUKOPUCTaHHAM ana-
paty Ctapka npoTarom 16rog. Cymiw oxonoaxysa-
M Jo KimHaTHOI TemnepaTypu, po3baensnm EtOAc
(50mn), nmpomuBarm BogHum NaHCOs, cywwnu i
KOHLlEHTpyBanu 3 OTPMMaHHAM MepLUOT MPOMDKHOT
crionyku (1,05r). '"H AMP (400MIy, CDCl3): § 7,50
(@, 1H), 7,40 (g, 1H), 6,90 (1, 1H), 4,30 (m, 2H), 4,10
(m, 2H), 4,10 (m, 2H), 2,20 (m, 2H).

Opyry npomikHy crionyky, TpeT-6yTnnosui edip
4-(2,3-gurigpocnipo[xpomeH-4,2'-[1,3]giokconaH-8-
in])ninepasvH-1-kapboHOBOI  KUCIOTK, OTPMMYBanu
Takum 4uHOM. [a3onogibHuii asoT GapboTyBanu
Yyepe3 po3uuH 8-6pom-2,3-aurigpocnipo[xpomeH-
4,2'[1,3)piokconany] (1,05r, 3,89mmorb), 1-Boc-
ninepasuHy (0,86r, 4,67mmonb), Pd(OAc)2 (88 mr) i
2-anumkniorekcundocdiHobideniny (0,14r) B Tonyo-
i (40mn) npoTtarom 10xB. Jogasamm NaOtBu (0,52r,
5,45Mmorb) | oTpMmaHy cymiw Harpisamm npu 110°C
npotarom 3rod. Cymilw oxofnogKyBanm 4o KiMHaTHOT
Temnepatypu, posbasnanm EtOAc (40mn) i dinbT-
pyBanu yepes noayLuky uenity. ®inbTpar KOHUEHT-
pyBanu i 3anuoK o4uwanu xpomartorpadiclo Ha
cunikareni 3 OTpUMaHHAM ApYyrol NPOMBPKHOI CONyKX
(0,55r, 38%). 'H AMP (400Mry, CDCl3): § 7,15 (m,
1H), 6,90 (m, 2H), 4,47 (m, 2H), 4,22 (m, 2H), 4,10
(m, 2H), 3,60 (m, 4H), 3,00 (m, 4H), 2,20 (m,2H), 1,44
(c, 9H).

TpeTio npomiHy crionyky, 8-ninepasuH-1-
inxpomaH-4-oH, oTpMMyBanu Takum YnHoM. [o pos-

4-(2,2-

YUHY TpeT-6yTnnosoro edpipy 4-(2,3-
aurigpocnipo[xpomeH-4,2'-[1,3]aiokconaH-8-
in])nine pa3uH-1-kap6oHOBOI KUCMOTK (0,55r,

1,46mmorb) B MeOH (10mn) goaaBany KOHUEHTPO-
BaHy HCI (4mn). OTpyMaHy cymiw nepemiwysanm
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npu KiMHaTHI TeMmnepaTtypi npoTaroMm 16roa. i KOH-
LueHTpyBanu y Bakyymi. OTpumaHy TBepAay peyvoBUHYy
npomvBanM Hesemwmkoto kinbkicTio MeOH i edipom i
CYLLUIIM 3 OTPUMaHHAM TPeTbOI MPOMDKHOI CMOMNyKM
(0,31r,69%).

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoauui npuknagy A1l', BUKOPUCTOBYOUN
8-ninepa3uH-1-inxpomaH-4-oH 3 OTPUMaHHSAM BKa3a-
HOi B 3arorioBky crionyku (0,32r, 83%). 'H AMP
(400Mru, CDCIs): 6 7,60 (g, 1H), 7,56 (g, 1H), 7,10
(@, 1H), 6,96 (1, 1H), 6,39 (g, 1H) 4,60 (T, 2H), 4,22
(T, 2H), 3,10 (ywwmp, c, 4H), 2,85 (M, 4H), 2,70 (M,
6H), 2,46 (m, 2H), 1,85-1,60 (m, 4H).

Mpwvknag A21' - CuHtes 7-{4-[4-(3,3-gumeTun-4-
OKcoxpomaH-8-in)ninepasuh-1-in]oyTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnNH-2-oHy

Mepwy npomixkHy crnonyky, 3-(2-6pomdeHoken)-
2,2-0UMeTUNNponioHOBY KUCMOTY, OoTpuMmyBanu Ta-
KMM  4YmHOM. [o cymiwi meTtunosoro edipy 3-
MeTaHCYINbPOHINOKCU-2,2-ANMETUNNPONIOHOBOT
kucrnotn (20,00r, 9523mmonb) i 2-6pomdeHony
(16,48r, 95,23mmonb) B aueToHiTpuni (200mn) go-
pasamm Cs2CO3 (46,50r, 142,80Mmornb) i cymiw Ha-
rpiamm npu 100°C B repMeTUYHO 3aKyrnopeHiv Konbi
npoTArom Houi. OTpumaHy cycneHsito ineTpyBamm.
Po34mMHHUK BunaptoBanu i HeouduweHWn Mmatepian
posnoAinanu Mix guxnopmeTtaHom (100mn) i Bogoto
(100mn). OpraHiyHMn Wwap BiA4InNanv i BOAHWA Lwap
eKkcTparyBanu guxnopmeTtaHom (50mr), cyLwumnm Hag,
NaxSO4 i BUMaptoBamm pPO3YMHHMK 3 OTPUMaHHSAM
METUIOBOTO edipy 3-(2-6pomdpeHoken)-2,2-
AMMeTUNNponioHoBoi kucrnotn (19,00r, 70%) y Bu-
rmagi 6esbapsHoro Macna. 'H SMP  (400Mrw,
CDCl3): 6 7,55 (g, 1H), 7,26-7,22 (m, 1H), 6,87-6,80
(m, 2H), 4,02 (c, 2H), 3,72 (c, 3H), 1,40 (c, 6H).

JOo po3uuHy wmeTunosoro edipy (19,00r,
66,20mmorb) B cymiwi TT®:HO (4:1, 50mn) goga-
Banu LiOH-H2O (8,34r, 198,60mmonb) i cymiw ne-
pemilyBanu npu KiMHaTHIA TemnepaTtypi NpoTarom
Houi. OpraHiYHUiA PO3YMHHUK BUMApIOBanv i BOAHWI
wap po3basnsnu sogoto (10mn). Josognnm pH pea-
KuinHOT cymiwi o 3 3 BukopucTtaHHam 1H. HCI. Cy-
Mill eKkcTparyBarmm guxnopmMeTtaHom (2x100mn). Op-
raHiyHunM wap cywunu Hag NaxSO4 i BunaptoBaHHs
PO34MHHMKa Aarno neplly npomikHy cronyky (18,00r,
KinbkicHuin) y Burnaai 6e3bapBHoi TBepaoi peyvoBu-
Hu. "H AMP (400MIu, CDCl3): & 7,52-7,50 (m, 1H),
7,26-7,22 (m, 1H), 6,89-6,80 (m, 2H), 4,03 (c, 2H),
1,41 (c, 6H).

Opyry  npoMikHYy  Cronyky, 8-6pom-3,3-
OVMETUNXPOMaH-4-0OH, OTPUMYBaNM TakMM YMHOM.
o pO34nHYy 3-(2-6pomdeHoken)-2,2-
anmeTtunnponioHoBoi kucrotn (6,00r, 21,98 mmorb)
B xnop6exsoni (150mn) pogasanu Yb(OTf)s (1,36r,
2,20mMmorb) i cymiw HarpiBanu npu 190°C B repme-
TUYHO 3aKyrnopeHin konbi npoTsirom Houi. OTpumany
cycneHsito inbTpyBann. PO34YnHHWK BMMaptoBany i
HeouMLLIEHNA MaTepian po3noainanu Mix Aietuno-
BuM ecpipom (100mn) i Bogoto (50mr). OpraHivyHui
Wwap Biadinanu i BOOHWIA Lap ekcTparysanu gietu-
nosum edipom (50mn), cywmmm Hag NaxSO4 i Buna-
PIOBaHHSI PO3YMHHMKA Aano ApYry MPOMDKHY cnon1y-
Ky (4,00r, 71%) y surnagi 6nigo-xosTtoro macna. H
AMP (400MI'u, CDCI3): 8 7,89 (g, 1H), 6,75 (g, 1H),
6,90-6,81 (m, 1H), 4,25 (c, 2H), 1,20 (c, 6H).

82541

240

TpeTio NpPOMBKHY CMoMyKy, TpeT-0yTunoBui
edip 4-(3,3-aumeTnn-4-okcoxpomMaH-8-in)ninepasuH-
1-kapbOHOBOI KUCIOTU, OTPUMYBANM TakMM YUHOM.
o CyMiLLli 8-6pom-3,3-aMmeTnnxpomaH-4-oHy
(1,60r, 6,27mmorb) i Boc-ninepasuHy (1,40r,
7,53mmorb) B gerasosaHomy Tomyoni (30mn) goga-
Banu auetar nanagito (0,14r, 0,63mmork), 2-(au-
TpeT-6yTnndgocdiHo)bicdenin (0,37r, 1,25mMmMonb) i
TpeT-6yTokcua Hatpito (0,84r, 8,78 Mmmornb). Peakuin-
Hy CyMmiLL HarpiBanu npoTsrom Hodi npu 100°C. Pos-
YMHHWK BMOANANM i CMOMyKY OYULIANN KOJIOHKOBOO
drew-xpomatorpadieto,  BukopuctoBytoun  10%
eTvnaueTaT B rekcaHax, 3 OTPWMaHHAM TPeTbOol
POMiXHOT criomykm (1,30r, 58%). "H AMP (400MIw,
CDCl3): 8 7,60 (g, 1H), 7,10 (ywmp.4, 1H), 6,95-6,90
(m, 1H), 4,20 (c, 2H), 3,63-3,60 (m, 4H), 3,04-3,00
(m, 4H), 1,50 (c, 9H), 1,21 (c, 6H).

YeTtBepTy npomMbkHy crionyky, 3,3-oumeTun-8-
ninepasuH-1-inxpomaH-4-oH, OTpUMyBanmM  TakuM
YnHoM. Po3umH TpeT-6yTunosoro edipy 4-(3,3-
avMeTnIn-4-okcoxpomaH-8-in)ninepasuH-1-
kapboHoBoi kucrnotn (1,30r, 3,6 1mMmork) B AMXIop-
meTaHi (10mn) 06pobnanu TpUTOPOLTOBOK KUCIIO-
Toto (10mn). OTpumaHy cymiw nepemiwyBanu npu
KiMHaTHIN TemnepaTypi npoTarom 2rog. KopuiHesui
PO3YMH KOHLIEHTPyBarm y BakyyMmi i po3baBnsinu
Bogoto (20mn) i pH goBoammm go 7, BUKOPUCTOBYHO-
4n HacudeHun po3unH NaHCOs. Cymiw ekcTparyBsa-
M auxnopmeTtaHoMm (2x40mn). OpraHivyHum  wap
cyumnu Hag NaxSO4 i BMNaproBaHHS PO3YMHHMKA
Jaro 4eTBepTy MPOMIKHY cnonYKy (0,771, 83%) vy
Burnagi 6esbapsHoro macrma. H AMP (400MIu,
CDCl3): 6 7,62 (g, 1H), 7,11 (ywwp.a, 1H), 7,00-6,95
(m, 1H), 4,20 (c, 2H), 3,25-3,19 (m, 8H), 1,22 (c, 6H).

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofioHin metoamui npuknagy A1', BUKOPUCTOBYHOUN
3,3-aumeTun-8-ninepasuH-1-inxpomaH-4-oH 3 oTpu-
MaHHsIM BKa3aHoi B 3aroroBky cronyku (0,41r,
51%). '"H AMP (400Mry, CDCla): § 7,73 (yump, c,
1H), 7,60-7,58 (g, 1H), 7,37-7,35 (m, 1H), 7,11-7,09
(m, 1H), 6,99-6,95 (m, 1H), 6,35 (g, 1H), 4,24-4,21
(m, 4H), 3,11 (ywwmp., 4H), 2,87 (7, 2H), 2,69-2,63 (m,
6H), 2,49 (71, 2H), 1,82-1,67 (m,8H).

Mpuknag A22' - CwHres  7-{4-[4-(3,3-
anMeTunxpomaH-8-in)ninepasux-1-in]6yrokcm}-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-ony

Mepwy npomikHy crnomnyky, 8-6pom-3,3-
AMMETUNIXPOMaH, OTpuMMyBanM TakuMm uYumHOM. [lo
po3yunHy 8-6pom-3,3-gumeTunxpomMan-4-ony (1,90r,
7,45mmorb) B cymiwi BF3-Et,O (6mn) popasanu
EtsSiH (5,19r, 44,71Mmonb) i cymill HarpiBanm npu
90°C B repMeT4HO 3aKyrnopeHii npobipLi NpoTsrom
HOYi. PO34MHHVK BMNapioBanv i HEOUYULEHUA MaTe-
pian posnoginanm mikx CHxCl> (20mn) i Bogoto
(20mn). OpraHiyHni Wwap BigQINAnM i BOAHWA Lwap
ekctparyBanu CHzClz (20mn), cywmnm Hag NaxSOy i
BMMApIOBaHHS PO3YMHHMKA Aarno nepLuy I'IPOMi)KHy
crnonyky (1,10r, 61%) y Burnagi macrma. H AMP
(400Mry, CDCl3): 8 7,34 (g, 1H), 6,96 (g, 1H), 6,74-
6,70 (m, 1H), 3,86 (c, 2H), 2,57 (c, 2H), 1,03 (c, 6H).

Opyry npomixkHy crionyky, TpeT-0yTunoBui edpip
4-(3,3-gumeTunxpomaH-8-in)ninepasuH-1-
KapOOHOBOI KUCIOTK, OTPMMYBanu Takum YnHoM. [1o
CyMiLLli 8-6pom-3,3-aMmeTUNXpomMaHy (0,90r,
3,73mmork) i Boc-ninepasuHy (0,83r, 4,48MMorb) B
gerazosaHoMy Tonyoni (20mn) pgopaeanm auertaT
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nanagito (0,08r, 0,37Mmonb), 2-(ou-TpeT-
6ytundocdiHo)bideHin (0,22r, 0,75mMmornb) i TpeT-
6ytokcmg Hatpito (0,50r, 5,23mmork). PeakuiniHy
cyMmiw Harpisamm npoTaroMm Hodi npu 100°C. Pos-
YMHHWK BMOANANM i CMOMyKY OYULIANM KOJIOHKOBO
drew-xpomatorpadieto,  BukopucToBytoun  10%
eTunaueTarar B rekcawax, 3 OTPUMaHHAM Aapyroi
npomixHoi cronykm (0,65r, 50%). 'H AMP (400MIw,
CDCl3): 5 6,83-6,71 (m, 3H), 3,83 (c, 2H), 3,62-2,96
(ywwp.m, 4H), 2,99-2 96 (ywwmp.m, 4H), 2,55 (c, 2H),
1,48 (c, 9H), 1,03 (c, 6H).

TpeTio NPOMDKHY CronyKy, 1-(3,3-
AVMeTUNXpomaH-8-in)ninepasvH, OTpUMyBanu Takum
YnHoMm. Po3umH TpeT-OyTunoBoro edbipy 4-(3,3-
OumeTtnnxpomaH-8-in)ninepasuH-1-kapboHoBOI  Kuc-
nom (0,65r, 1,88mmornb) B gmxnopmeTaHi (5mn)
0bpobnanm  TpudpTopoUTOBOK  KUCrOTO  (5mn).
OTpvMaHy cymill nepemillyBanu Mpu KiMHaTHIN Te-
Mrepatypi npoTtarom 1road. KopuyHeBUMM pPO3ynH
KOHUEHTpyBanu y Bakyymi i posbasnsanu Bogo
(20mn) i poBoaMnM pH 0o 7 3 BUKOPUCTAHHSIM Hacu-
yeHoro po3udvHy NaHCOs. Cymiw ekcTparyBanu
anxrnopmeTaHoM (2x40mn). OpraHiyHui Wwap cym-
m Hag NaxSOs4 i BunaptoBaHHs PO3YMHHUKA Aaro
TpeTo NpoMikHY crnonyky (0,55r, kinbkicH.) y Burnsaai
6e3bapeHoro Macna. 'H SMP (400Mru, CDCls): &
6,84-6,74 (m, 3H), 3,81 (c, 2H), 3,30-3,22 (m, 8H),
2,55 (c, 2H), 1,03 (c, 6H).

CnigyBann meTtoguui BiOQHOBHOIO amiHyBaHHS,
nofibHin go metoaukn npuknagy A1', BUKOpUCTOBY-
toumn 1-(3,3-gumeTnnxpoman-8-in)ninepasuH, 3 oTpu-
MaHHsIM BKa3aHoi B 3aroroBky cronyku (0,25r,
53%). '"H AMP (400Mry, CDCla): § 7,56 (yuwp, c,
1H), 7,39 (a, 1H), 6,82-6,78 (m, 2H), 6,70 (ywwp, c,
1H), 6,36 (g, 1H), 4,21 (m, 2H), 3,81 (c, 2H), 3,20-
3,00 (ywwp, c, 3H), 2,82 (1, 2H), 2,70-2,60 (m, 6H),
2,55 (c, 2H), 2,30-2,20 (ywwp.T, 2H), 1,82-1,63 (T,
4H), 1,03 (c, 6H).

Mpuknag A23' - CuHtes 7-[4-(4-6eH3odypaH-7-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,8]HadpTMPUANH-2-0HY

Cnigysanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin no metoaukm npuknagy A1l', BUKOpUCTOBY-
toun 1-6eH3odypaH-7-inninepasvH, 3 OTPUMaHHAM
BkasaHoi B 3arorioBky crionyku. MC: APCIl: M+1:
421,2 (TouyHa maca: 420,22).

Mpuknagn A24' - CwuHte3s 7-{4-[4-(1H-iHoon-7-
in)ninepasun-1-in)oyTokcu}-3,4-gurigpo-1H-
[1,8]HacpTMPUANH-2-0HY

Cnigysanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
7-ninepasvH-1-in-1H-iHOon, 3 oTpMMaHHSAM BKasaHo1
B 3aronoBky crnonyku. MC: APCI: M+1: 420,2 (ToyHa
maca: 419,23).

Mpuknag A25' - CwuHtes 7-{4-[4-(1H-iHoon-4-
in)ninepaaun-1-in)oytokcu}-3,4-gurigpo-1H-
[1,8]HadpTMPUANH-2-0HY

Cnigysanu meToaumui BigHOBHOro amMiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
4-ninepasuH-1-in-1H-iHgon. OuunLeHHst  pignHHOK
xpomartorpadieto (0-7% MeOH/CH:Cl2) pano Bka-
3aHy B 3arofioBKy Cronyky y Burnagi niHw. lMiHy pos-
ymHanm B Et20 | TBepaa pevoBuHa Bunagana B ocapg,
(305wmr, 0,727mmonb, 43%). MC: APCI: M+1: 420,2
(TouHa maca: 419,23).
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Mpuknag A26' - CuHtes 7-{4-[4-(1-meTnn-1H-
iHgon-4-in)ninepaswH-1-in)6ytokcu}-3,4-aurigpo-1H-
[1,8]HacpTMPUANH-2-0HY

CnigyBann meToauui BigHOBHOMo amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-meTun-4-ninepasun-1-in-1H-ingon. MC: APCI:
M+1: (TouHa maca: 433,25).

Mpuknag A27' - CuHte3 7-{4-[4-(2-meTnn-1H-
iHgon-4-in)ninepaswH-1-in)6ytokcu}-3,4-aurigpo-1H-
[1,8]HacpTMPpUANH-2-0HY

CnigyBann meToauui BiQHOBHOMo amiHyBaHHS,
nofibHin meTtoamui npuknagy A1', BUKOPUCTOBYHOUM
2-meTun-4-ninepasuH-1-in-1H-iHgon. OunLLEHHSA
pignHHoto  xpomatorpadieto (6% MeOH/CHxCly)
[Aarno BKa3aHy B 3arosioBKy CMOSyKy y BUIMAAI pyAay-
BaTO-kOpU4HeBOI niHM (618wmr, 1,43mmorb, 83%).
MC: APCI: M+1: 434,2 (TouHa maca: 433,25).

Mpuknag A28' - CuHTe3 7-[4-(4-6eH3olb]tioheH-
4-inninepaswvx-1-in)6yTokcu]-3,4-anrigpo-1H-
[1,8]HacpTMPpUANH-2-0HY

CnigyBann meToauui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-6eH3o[b]tiopen-4-inninepasuH. O4YMLLEHHSA piguH-
Hoto xpomatorpadieto (0-10% MeOH/CHxCl2) gano
BKa3aHy B 3arofioBKy Cronyky y Burnsgi macna. fo-
pasarm Et;0 i TBepaa peyoBuHa BMnNagana B ocag,
WO [Jano >KOBTy TBepay pevoBuHy (241w,
0,552mmonb, 89%). MC: APCI: M+1: 437,2 (TouHa
maca: 436,19).

Mpuknag A29' - CuHTes
6eH30[1,2,5]okcagiazon-4-inninepasuH-1-
in)6yTokcu]-3,4-gurigpo-1H-[1,8]Had TMpmanH-2-oHy

CnigyBann meTtoauui BiQHOBHOIMO amiHyBaHHS,
nofibHin meTtoamui npuknagy A1', BUKOPUCTOBYHOUM
rigpoxnopua 4-ninepasuH-1-
in6eHso[1,2,5]okcagiazony [Vogel, Martin; Karst,
Uwe. (2001), mateHT HimeyumHn Ne19936731], 3
OTPMMaHHSIM BKa3aHoi B 3arorioBky crnonyku (0,395r;
74%). MC: APCI: M+1: 423,2 (ToyHa maca: 422,21).

Mpuknag, A30' - CuvHtes 7-[4-(4-
6eH30[1,2 5]tiagiason-4-inninepasuH-1-in)6yTokcu]-
3.,4-gurigpo-1H-[1,8]Had T"pmanH-2-0HY

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
noaibHin metoauui npuknagy A1', BUKOPUCTOBYOUN
4-ninepasuH-1-inbeH3o[1,2,5]tiagiaszon [Lowe, John
A., lll.; Nagel, Arthur A. (1989), nateHt CLUA
Ne4831031], 3 OoTpUMaHHsAM BKa3aHOI B 3arosfioBKy
cnonyku (0,336 r; 60%). MC: APCI: M+1: 439,2 (T0-
YHa maca: 438,18).

Mpuwknag  A31" - CuHtes  7-{4-[4-(2-
TpudTopmeTUn-3H-6eHsimigaszon-4-in)ninepaswH-1-
in)6yTokcu}-3,4-gurigpo-1H-[1,8Had TpuanH-2-oHy

Mepuwy NPOMDKHY CronyKy, 4-HiTpO-2-
TpudTopmeTUn-1H-6eHsimigazon, oTpumyBanu Ta-
KMM YnHOM. B oxonogysaHy konby, WO MiCTUTb 3-
HiTpo6eH3om-1,2-giamiH ~ (3,454r, 22,557Mmmorb,
1ekB.), gogaBarm no Kpannsix TpudTOPOLTOBUIA
aHrigpug (19,33r, 92,04mmonb, 4ekB.). CycneHsito
nepemillyBanu nNpoTArom ABOX rOAWH i MOTIM Bigdi-
NbTPOBYBaNM ICHO-KOPUYHEBY TBEPAY peyoBUHy. [lo
TBEpAOI peyoBuWHWM gopasanv Tonyon (55mn) i n-
TonyoncynbdgonoBy kucroty (10,13r, 53,25Mmormb,
2,361ekB.) i cymiw HarpiBanu npu 120°C npoTsirom
OBOX roavH. PeakuiiHy cymilw oxoromkyBanu Ao
KiMHATHOT TemnepaTtypu i po3baenanm eTunaueTa-
ToM. Po3umH npomuarm 1H. NaOH i noTim Hacuue-

7-[4-(4-
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HUM pPO34MHOM cofli. OpraHiYHUN PO34YMH KOHLIEHT-
pyBanu 3 OTPUMaHHsSM MepLIoT MPOMBKHOT CRONYKN Y
BUMMA4I KOPWYHEBOI TBepdoi pevoBuHM (4,622r,
88%). MC: APCI: M+1: 232,0 (ToyHa maca: 231,03).

Opyry npomikHy crionyky, 2-Tpudptopmetur-1H-
6eHsimigason-4-inamiH, oTpMMyBanM TakMM YUHOM.
Po34nH 4-HiTpo-2-TpndTopmeTun-1H-6eHsiminasony
(3,73r, 16,fmmonb) B 100mMn  cymiwi  (1:1
Tr®:metaHon) rigpysanm 3 BukopuctaHHaMm Ra/Ni.
PeakuinHy cymiwl dinbTpyBanm i MOTiM KOHLIEHTPY-
BanM 3 OTPMMaHHSAM [OpYrol MPOMDKHOI CromyKu
(3,527r, 100%). MC: APCI: M+1: 202,0 (TouHa maca:
201,05).

TpeTio npombkHy crionyky, 4-ninepasuH-1-in-2-
TpudTopmeTUn-1H-6eHsimigazon, oTpumyBanu Ta-
KM YMHOM. Y peakuiiHy Konby, WO MiCTUTb CyMill
2-tpudpTopmeTnn-1H-6eHsimigaszon-4-inamiHy
(0,325r, 1,618mmornb, 1ekB.) i okcuay anoMiHio
(3,27r, 32,7mmonb, 19,8ekB.), goaaBanM rigpoxmo-
pug 6ic(2-xopeTun)amivy (0,600r, 3,363MMmorb,
2,1ekB.). PeakuinHy cymiw Harpisamm go 140°C npo-
TArom 6 roavH. PeakuiHy cymill oxonomxysanm i
06po6nsm 10mn 1H. NaOH (1mn) B meTaHoni. Cy-
Milw  inbTpyBanu i koHueHTpyBanu. OunLleHHSA
Xpomartorpadieto Ha curnikareni (0-40%
MeOH/NH4OH:CH2Cl,) pano TpeTio MPOMiXHy cro-
nyky (0,181r, 41%). MC: APCI: M+1: 271,0 (To4Ha
maca: 270,11).

Ho cycnensii  4-(7-okco-5,6,7 8-TeTparigpo-
[1,8]Hadb TMpMamnH-2-inokcun)oyTupanbaerigy (0,297r,
1,266mmonb,  1,32ekB.) i 4-ninepasuH-1-in-2-
TpudTopmeTUn-1H-6eH3imigasony (0,258r,
0,953mmorb, 1ekB.) B AvxnopeTaHi (5mn) gogasanu
NaBH(OAc)s3 (0,723r, 3,413mmonb, 3,58ekB.)- 3aBu-
Ci JaBann MOXIMBICTb MepeMillyBaTUCa MpOTArom
Houi Mpu kKiMHaTHIM Temnepatypi (18roa.): AHani3
BEPX nokasyBaB, WO peakuid B OCHOBHOMY 3aKiH-
YyeHa. Cymiw po3baBnsnu eTunauyeTaToM i racunu
HacudeHnm NaHCOs. OpraHiyHy a3y noTtim mpo-
MMBaMM HacW4eHUM PO3YMHOM COfi, CYLUMIM Hag
NaxSO4, inbTpyBamm i ynapioBarm y Bakyymi.
OunweHHa xpomatorpadieto Ha cunikareni (2%
MeOH/CH.Cl2) i noganblwe ytBopeHHs HCI coni 3
BukopucTaHHsM 1H. HCI B edipi ganm BkasaHy B
3aronosky crnonyky (0,166r, 35%). MC: APCI: M+1:
489,2 (TouHa maca: 488,21).

Mpuvknag A32' - CwHres 7-{4-[4-(1-meTun-
1,2,3,4-TeTparigpoxiHoniH-5-in)ninepaauH-1-
in]oyTokcu}-3,4-aurigpo-1H-[1,8]Hacd TvpnanH-2-oHy

MpomikHy crnonyky, 1 -mMeTun-5-ninepasuH-1-in-
1,2,3 4-TeTparigpoxiHOMiH, OTpUMyBann TakUM 4u-
HoM. [lo po3unHy TpeT-6yTunnosoro edipy 4-(1,2,3 4-
TeTparigpoxiHoniH-5-in)ninepasuH-1-kap6oHoBoi
kucrotn (1,30r, 4,10MMorb), WO MEpeMIlLyETbCS, B
cymiwii TTO-AMPA (1:1, 40mn) gogasanu NaH (60%
aucnepcia B macni, 0,58r, 24,16mMmork) npu KiMHaT-
Hin TemnepaTtypi. OTpumaHy cymiwl nepemiwysanu
npu KiMHaTHIN Temnepatypi npoTsaroM 1rog., oxoro-
okyBann pgo 0°C i gopaeanum nogmetad (1,75r,
12,30mMMonb). Cymil nepemillyBanmv npu KiMHATHIR
Temneparypi NpoTAromM Houi i po3baensanu eTunaue-
TaToM. [loaaBanu BoAy i opraHiyHUm Wap Biadinsanm.
BogHun wap ekctparyBanu etunauvertatom. O6'en-
HaHi OpraHiyHi eKCTpakTM NnpoMmBanu BOAO, Hacu-
YeHnM po3unHoM cori, cywmmm (NaxSOs) i Buaans-
MMy BakyyMi PO3YMHHMK. 3anuLLOK OYMLLanM Ha
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KOMOHUi 3 cunikarenem, BUKOPUCTOBYHOUM CYMilLLl
rekcaHn-etvnagetat (3:1) K enoeHT, 3 OTPUMaH-
HAM TpeT-0yTunosoro edipy 4-(1-metun-1,2,3,4-
TeTparigpoxiHoniH-5-in)ninepa3suH-1-kapboHoBOI
kucriotn (0,90r, 66%) y Burnsiai piavan. 'H AMP
(400Mrly, CDCls): 8 7,10 (1, 1H), 6,40 (m, 2H), 3,50
(ywwmp, c, 4H), 3,25 (1, 2H), 2,90 (c, 3H), 2,80 (ywwp,
c, 4H), 2,75 (1, 2H), 1,90 (1, 3H), 1,45 (c, 9H).

o po3uuHy TpeT-6ytunosoro edipy 4-(1-
metun-1,2,3,4-TeTparigpoxiHoniH-5-in)ninepaswH-1-
kapboHoBoi kucrnom (0,90r, 2,72mMmorb) B AMXIIOP-
meTaHi (15Mn), WO nepemiyeTbCsl, OXONOMHKEHOTO
po 0°C, pogasanu TpudTopouToBy kucroTy (3,10r,
27,20mmorb). OTpuMaHy cymill nepemiyBanv npwm
KIMHaTHI TemnepaTypi NPOTAroOM Houi | Buaansanu y
BaKyyMi PO3YMHHMK 3 OTPUMAHHSM MPOMIXHOI Cro-
nyku (0,90r, 97%) y Burnsgi nikv. 'H AMP (400Mrw,
CDCl3): 6 9,60 (ywwmp, c, 1H), 7,25 (g, 1H), 6,90 (g,
1H), 6,79 (g, 1H), 3,39 (T, 2H), 3,30 (ywwmp, c, 4H),
3,19 (ywwp, c, 4H), 3,10 (c, 3H), 2,78 (7, 2H), 2,15
(T, 2H), 1,65 (1, 2H). MC ES: m/z 232,12 (M+H)+
(TouHa maca: 231,17).

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin meTtoamui npuknagy A1', BUKOPUCTOBYHOUM
1-metun-5-ninepasux-1-in-1,2,3,4-
TeTparigpoxiHOniH, 3 OTPUMaHHAM BKa3aHol B 3aro-
noky cronyku. 'H AMP (400Mru, CDCls): § 12,95
(ywwp, c, 1H), 7,80 (ywwp, c, 1H), 7,42 (g, 1H), 7,30
(@, 1H), 7,15 (g, 1H), 6,39 (g, 1H), 4,28 (1, 2H), 3,80-
3,60 (ywwp., 4H), 3,45 (ywwmp, c, 2H), 3,18 (c, 3H),
3,15 (yuwmp., 6H), 2,85 (yuwmp, c, T, 4H), 2,65(T, 2H),
2,18 (yump., 4H), 1,85 (1, 2H). MC ES: m/z 450,13
(M+H)" (Touna maca: 449,28).

Mpuknag A33' - CuHtes 7-{4-[4-(1-eun-1,2,3,4-
TeTparigpoxiHoniH-5-inyninepasuH-1-in)oyTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-oHy

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin metoauui npuknagy A1', BUKOPUCTOBYOUN
1-eTnn-5-ninepasuH-1-in-1,2,3,4-TeTparigpoxiHoniH,
3 OTPUMaHHAM BKa3aHOl B 3arofioBky crionyku. H
AMP (400Mry, CDCl3): & 8,50 (c, 1H), 7,35 (g, 1H),
7,00 (1, 1H), 6,28 (m, 2H), 4,30 (7, 2H), 3,60-2,20 (m,
8H), 2,95-2,40 (m, 12H), 1,95-1,75 (m, 4H), 1,05 (T,
3H). MC ES: m/z 464,18 (M+H)+ (TouyHa maca:
463,29).

Mpuknag A34' - CwHte3 7-[4-(4-xiHOnMIH-8-
inninepaswH-1-in)6ytokcu]-3,4-aurigpo-1H-

[1,8]Had TMpPUANH-2-0HY

CnigyBann meTtoguui BiOQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
8-ninepa3suH-1-inxiHoniH. OYULLEHHS PIOVHHOIO XpO-
matorpadieto (0-10% MeOH/CH.Cl2) gano BkasaHy
B 3arofioBKy crnonyky Yy Burnsgi niHn (460wmr,
1,06mmorb, 62%). MC: APCI: M+1: 432,2 (TouHa
Maca: 431,23).

Mpuknag A35' - CwHtes 7-[4-(4-XiHOMIH-5-
inninepaswH-1-in)6ytokcu]-3,4-aurigpo-1H-

[1,8]Hadb TMPUANH-2-0HY

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
5-ninepa3suH-1-inxiHoniH. OYNLLEHHS PIOUHHOIO XpO-
matorpadieto (0-10% MeOH/CH.Cl2) gano BkasaHy
B 3arofiloBKy Cronyky y Burnagi 6inoi teepgoi pedo-
BuHM (517mr, 1,20mmonb, 70%). MC: APCI: M+1:
432,2 (TouyHa maca: 431,23).
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Mpvknag A36' - CwuHTte3 7-[4-(4-i30xiHONIH-8-
inninepaswH-1-in)6yTokcu]-3,4-aurigpo-1H-
[1,8]HacpTMpNanH-2-oHy

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoauui npuknagy A1', BUKOPUCTOBYOUN
8-ninepa3suH-1-ini3oxiHOMiH, 3 OTPUMaHHAM BKa3aHoTl
B 3arofioBKy CMOMykW Yy BUrnsgi »osToi niHn. MC:
APCI: M+1:432,5 (ToyHa maca: 431,23).

Mpvknag A37' - CwHTe3 7-[4-(4-i30xiHONIH-5-
inninepaswH-1-in)6ytokcu]-3,4-auvrigpo-1H-

[1,8]Hadb TMpUANH-2-0HY

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYOUN
5-ninepasuH-1-ini3soxiHoniH, 3 OTPUMaHHAM BKa3aHoi
B 3arofioBKy Crofyku y BWUrnsdi XOBTOT MiHW, SKY
nepekpucTanisosysamm 3 Et2O 3 oTpumaHHsam xoB-
Toi TBepdoi pevoBuHn. MC: APCI: M+1:432,2 (TouHa
Maca: 431,23).

Mpwvknag A38' - CuHTes 7-(4-[4-(3-dpTopXiHOMiH-
5-in)ninepaswuH-1-in]6ytokcn}-3,4-gurigpo-1H-
[1,8]Had TMpUANH-2-0HY

Mepwy npomikHy cronyky, 3-TOPXiHONIH-5-
inamiH i 3-dbTopxiHoniH-8-inamiH, oTpUMyBanu Takmm
YuHom. 3-dTopxiHoniH (2,808r, 19,10Mmorb) oxoro-
pkysann o 0°C i popasarm cipyaHy KWCMoTy
(15mn). o cymiwi no kpannsx AoAaBany UMY
asoTHy kucrnoTy (1,21mn, 1,81r, 29,0Mmork). Cymiw
HarpiBanu Ao KiMHaTHOI Temnepartypu i nepemilly-
Banu npotdrom 1 roguHn. Cymiw Bnveanu B 200mn
KpwkaHoi Boan, racumiv NaOH, nokv BoHa He cTana
OCHOBHOIO, | ekcTparyBanu etunavdetaTtomM (2x30mn).
OpraHiyHi wapun o6'egHyBamm i npoMmBanM Hacude-
HVUM po34mHoM coni (30mr), cywmnnm Hag 6e3BoaHUM
cynbartom HaTtpito, pinbTpyBanu i KOHUEHTpyBanu
y BakyyMi 3 OTpUMaHHAM cymiwi 3-dpTop-5-
HITpoXiHOMiHY i 3-cpTOp-8-HiTpOXiHOMiIHY (3,501, 95%)
y BUrNsgi >koBTol TBEPAOT PEYOBUHU.

CyMiW HITPOXIHOMIHIB PO3YMHANK B eTunaueTaTi
(40mn) | popaBamm 5% nanagii Ha akTMBOBaHOMY
Byrinni (800mr). Cymiw Bmiwysanv B anapart [Nappa
i cTpywysanmm B atmocdepi BoaHo npu 40 dyHTax
Ha kB. Atovm npoTtsarom 1,5roa. Cymiw dinbTpyBanm
yepes UeniT, ynaptoBanu y BakyyMi i 3aruLiok o4m-
LanM KOSIOHKOBOK Xpomatorpadieto (rpagieHTHe
enttoBaHHs Big 3:1 go 1:1, rekcaHw/etunaueTar) 3
OTpUMaHHaAM 3-TopXiHOMiH-5-inaminy (1,79r, 61%)
y BUrNagi KOpUYHEBOT TBEpAOi PeYvOBUHU: [1H AMP
(400Mry, OMCO-dg): 5 8,80 (a, 1H), 8,40 (g, 1H),
7,40 (1, 1H), 7,20 (g, 1H), 6,78 (a4, 1H), 6,00 (c, 2H)]
i 3-pTOpXiHOTIH-8-inaminy (726Mmr, 25%): ['H AMP
(400Mry, CDCI3): & 8,60 (c, 1H), 7,64 (g, 1H), 7,38
(1, 1H), 7,10 (g, 1H), 6,84 (g, 1H), 4,99 (c, 2H)].

Opyry npomikHy crnonyky, 3-dTop-5-ninepasunt-
1-inxiHoniH,  oTpMMyBanuM  TakMM  YMHOM.  3-
dTOpxiHONiH-5-inamiH  (400mr, 2,47MMmonb), rigpo-
xrnopug 6ic(2-xnopeTtun)amiHy (485wmr, 2,72mMmornb ),
noama Hatpito (185wmr, 1,24mmornk) i giisonponine-
Tunamid (0,22mn, 160Mr, 1,24MMOINb) PO34YUHANN B
cymiwi xrnopbeHsony (6mn) i 1-rekcaHony (1mn).
Cywmiw Harpisanu npyn 140°C npoTsirom Houi. Cymilu
OXOJIOKYBanM i KOHUEHTpYBanu y Bakyymi. 3amm-
LIOK 3aBaHTaXkyBarnM Ha curnikarenb i o4uwanu Ko-
noHkoBol  xpomartorpadieto  (1:10:89, rigpokemg
amoHito/MeTaHO N/AnXopMeTaH) 3 OTPMMaHHAM ApY-
roi npombkHoi cronyku (301mr, 53%) y Burnsgi Ko-
PU4HEBOI TBEPAOI PEYOBUHM. H AmMP (400MrI'y,
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OMCO-de): 6 9,00 (c, 1H), 8,20 (g, 1H), 7,80 (g, 1H),
7,65 (1, 1H), 7,24 (g, 1H), 3,30 (c, 1H), 3,20 (T, 4H),
3,05-3,00 (m, 4H).

Cnigysann meToaumui BiQHOBHOro amMiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
3-bTop-5-ninepasuH-1-inxiHomniH, 3  OTPUMaHHAM
BkasaHoi B 3aronioBky crionyku (273wr, 57%). 'H
AMP (400Mry, CDCI3): & 8,80 (c, 1H), 8,15 (g, 1H),
7,80 (g, 1H), 7,62-7,50 (m, 2H), 7,40 (g, 1H), 7,20
(@, 1H), 6,40 (g, 1H), 4,24 (1, 2H), 3,20-3,00 (M, 4H),
2,80 (T, 2H), 2,78-2,60 (m, 4H), 2,60 (1, 2H), 2,56 (T,
2H), 1,80-1,64 (M, 4H); MC ES+ 450,32 (M+H)" (To-
YHa maca: 449,22).

Mpvknag A39' - CuHtes 7-{4-[4-(3-dTopXiHOMIH-
8-in)ninepaswuh-1-in]6yTokeu}-3,4-aurigpo-1H-
[1,8]HacpTMPpUANH-2-0HY

MpombkHy  crnonyky, 3-¢pTop-8-ninepasunH-1-
iNXiHoniH,  OoTpUMyBanmM  TakMM  YMHOM.  3-
®TopxiHoniH-8-inamiH (1,15r, 7,10mMMonb, AuB. no-
nepegHin npuknag), rigpoxnopuvg Bic(2-

xropeTtun)aminy (1,39r, 7,81mMmonb), noamg Hatpito
(532wmr, 3,55mmonb) i giisonponineTunamiy (0,62mn,
459wmr, 3,55MMOMb) pO3UMHANM B CyMilli Xrop6eH-
3ony (15mn) i 1-rekcaHony (2,5mn). Cymiw HarpiBa-
m npn 140°C npotdarom 48 roguH. Cymiw oxoro-
DKYBanu i KOHUEHTpyBanu y BaKyyMi. 3anuiok
3aBaHTaXyBanu Ha curnikaresb i oYMLLanM KOJIOHKO-
BOIO XpomaTtorpadieto (1:10:89,
NHsOH/meTaHon/guxnopMeTaH) 3 OTPUMaHHSAM
nepwoi npomixHoi cronyku (1,37r, 83%) y Burnagi
KOpPWYHEBOI TBEPOI PEYOBUHW. 'H AmP (400Mr'w,
OMCO-de): 6 8,84 (c, 1H), 8,20 (a, 1H), 7,60-7,52 (m,
2H), 7,15-7,10 (m, 1H), 3,60-3,20 (m, 5H), 3,18-3,04
(m, 4H).

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin no metoauku npuknagy A1', BUKOpUCTOBY-
toun 3-dpTop-8-ninepasuH-1-inxiHoniH, 3 oOTpUMaHHAM
BKA3aHOI B 3arofioBky crionyku (426mr, 66%). H
AMP (400Mly, AMCO-de): 8 10,25 (c, 1H), 8,84 (c,
1H), 8,20 (g, 1H), 7,54-7,40 (m, 3H), 7,14-7,00 (m,
1H), 6,40 (g, 1H), 4,20 (1, 2H), 2,78 (7, 2H), 2,64-
2,60 (m, 4H), 2,60-2,39 (m, 8H), 1,80-1,70 (m, 2H),
1,70-1,58 (M, 2H). MC ES+ 450,22 (M+H)" (TouHa
Maca: 449,22).

Mpuknag  A40' - Cuntes  7-{4-[4-(2-
MEeTWUNXiHO NiH-8-in)ninepa3suH-1-in)oyTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnNH-2-oHy

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUN
2-meTun-8-ninepasuH-1-inxiHoniH.  OuuweHHA  pi-
AvHHoto xpomatorpadieto (0-10% MeOH/CH.CIy)
Aarno BKasaHy B 3arosyiloBKy CMOMyKy Yy BMrnagi niHw
(530mr, 1,19mmornb, 60%MMonb). MC: APCI: M+1:
446,2 (TouHa maca: 445,25).

Mpuknag  A41' - CuHTes 7-4-[4-(2-
MEeTOKCUXIHOMIH-8-in)ninepaswuH-1-in]6yTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuAnNH-2-oHy

Mepwy NPOMBKHY CronyKy, 8-xrop-2-
METOKCUXIHOMIH, OTpUMyBanu Takum 4YuHoMm. [o cy-
cneHsii 2,8-guxnopxiHoniny (1,98r, 10,00mmornb) B
MeTaHoni (20mn) popmaarm  NaOMe  (0,81r,
15,00MMOMb) | peakLuiiHy Cymill HarpiBamm npu Ku-
M'ATIHHI i3 3BOPOTHUM XONOAUMBHUKOM MPOTArOM
HOYi. PO34MHHMK BMUMaptoBanu i 3anuLioK po34vmHANm
B emunauetati (50mn) i npomuBanM BOAOM
(2x50mn). OpraHivyHmn wap cywmnu (NaxS0O4) i yna-
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ploBanmM i HEOYMLLEHWIN MPOAYKT OYMLLIANM XpoMaro-
rpadieto (10% EtOAc/rekcaH) 3 OoTpuUMaHHAM nep-
LIOT MPOMBKHOI crnonykun y Burnsai 6es3bapeHoro ma-
cna (1,93r, 99%). "H AMP (400Mru, CDCl3): § 8,00
(@, 2H), 7,70 (g, 1H), 7,60 (g, 1H), 7,28 (1, 1H), 6,98
(@, 1H), 4,10 (c, 3H).

Opyry npomixkHy crionyky, TpeT-6yTunosuii edip
4-(2-meTOKCKXiHONiIH-8-in)ninepa3unH-1-kap6oHOBOI
KMUCIOTU, OTPUMYBaMM TakuM YMHOM. Y BUCYLLEHY B
nedi konby BeoaunM B atMocdepi azoty Pd(OAc).

(0,04r, 0,20mmornb) i 2-
(amuuknorekcundocdiHo ))bicheHin (0,072r,
0,20mmork). Konby BakyymyBamMm, HarnoBHOBanu

a3oToM i MoTiM JodasBanu HacTynHi matepiamm y
BKazaHOMy Mopsaky: geraszoBaHun tonyon (10mn),
8-xrnop-2-meTokcuxiHoniH  (1,00r, 5,14mmomb), 1-
Boc-ninepa3uH (1,15r, 6,18mmonb) i NaOtBu (0,69r,
7,21mmorb). Cymiw nepemiwysamm npu 80°C npo-
Tarom 1,5roa. lNicna oxonompKyBaHHS OO KiMHATHOI
Temnepatypu cymiw po3baBnsnu eTunaueTaToMm i
dinbTpyBanu Yepes wap uenity. PinbTpar KOHUEHT-
pyBanu y BakyyMi. HeouunLueHuin maTepian ounwianu
xpomartorpadieto Ha cunikareni (10% EtOAc/rekcaH)
3 OTPUMAaHHAM ApYrol NPOMDPKHOI CMOSyKW Y BUrNA4i
xoBToro macra (1,00r, 56%). H AmMP (400MTIw,
CDClz): 8 7,98 (g, 2H), 7,40 (g, 1H), 7,30 (1, 1H),
7,10 (g, 1H), 6,90 (g, 1H), 4,05 (c, 3H), 3,75 (1, 4H),
3,38 (1, 4H), 1,50 (c, 9H).

TpeTio  MPOMDKHY  Cromyky, 2-MeToKcu-8-
ninepasuH-1-inxiHoOMiH, OTPUMYyBanM TakMM YUHOM.
o posunHy TpeT-Oytmnosoro  edipy  4-(2-
METOKCMXIHOMIH-8-in)ninepasuH-1-kapboHOBOI  KuC-
notm (1,00r, 2,90MMorb) B guxrnopmeTtaHi (20mn)
aofdasanu TpudptopouToBy kucnoty (4mn) npu 0°C.
PeakuivHy cymiw nepemiwyBanu npyu gaHin Temne-
paTypi npoTtaroM 3roA. i MoTiM gaBanm i 3irpitmca
00 KiMHaTHOI Temnepatypu. Cymiw nignyxysanu
podaBaHHaM HacudeHoro NaHCOs i ekctparysanu
anxrnopmeTaHoM (3x20mr). O6'egHaHWI opraHivHUN
wap cywmnm (NazS04) i ynaptoBamm 3 oTpUMaHHAM
TPeTboi MPOMiKHOI crionyku (0,70r, 99%). 'H AMP
(400Mr 'y, CDCI3): 8 7,98 (g, 2H), 7,40 (g, 1H), 7,30
(T, 1H), 7,10 (g, 1H), 6,90 (4, 1H), 4,05 (c, 3H), 3,50
(M, 4H), 3,30 (m, 4H).

Cnigysanu meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
2-meToKCcK-8-ninepasuH-1-inxiHoNiH, 3 OTPUMaHHAM
BKa3aHO| B 3arofioBKy CrOSyKW. "H amP (400Mry,
CDCl3): 8 7,98 (g, 2H), 7,58 (ywwup, c, 1H), 7,38 (g,
1H), 7,30 (7, 1H), 7,12 (g, 1H), 6,90 (g, 1H), 6,38 (g,
1H), 4,22 (1, 2H), 4,05 (c, 3H), 2,82 (m, 6H), 2,62 (T,
2H), 2,50 (ag, 2H), 1,82 (m, 2H), 1,78 (m, 2H).

Mpuknag  A42' - CwuHres  7-{4-[4-(2-
€TOKCUXIiHOMIH-8-in)ninepa3wun-1-in]oyTokcn}-3,4-
aurigpo-1H-[1,8]Hadb TpnAanH-2-0Hy

MpomibkHy crnonyky, 2-eTokcu-8-ninepasuH-1-
iNXiHOMiH, OTpUMyBanmW TakuM 4uHOM. BkasaHy B
3arofioBKy CroslyKky OTpUMyBanu Mo MeToauui, de-
TanbHO OMUCaHIN BULLe AN 2-MeTOKCK-8-ninepasuH-
1-inxiHoniHy B npuknagi A41'. H AMP (400Mru,
CDCl3): 8 9,30 (ywwmp, c, 2H), 8,05 (g, 1H), 7,55 (g,
1H), 7,40 (v, 1H), 7,30 (g, 1H), 6,96 (g, 1H), 4,50
(xB., 2H), 3,80 (m, 4H), 3,60 (m, 4H), 1,50 (1, 3H).

CnigyBann meToauui BigHOBHOrO amiHyBaHHS,
nofibHin oo metoaukm npuknagy A1l', BUKOpUCTOBY-
IouM 2-eToKCK-8-ninepasuH-1-inxiHoniH, 3 oTpUMaH-
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HSIM BKa3aHoi B 3aronoeky crionyku (0,27r, 80%). H
AMP (400Mry, CDCIs): 6 7,98 (g, 1H), 7,60 (ywwmp,
c, 1H), 7,38 (m, 2H), 7,30 (1, 1H), 7,10 (g, 1H), 6,86
(@, 1H), 6,38 (g, 1H), 4,58 (1, 2H), 4,28 (T, 2H), 3,50
(ywwp, c, 4H), 2,90 (1, 2H), 2,82 (m, 4H), 2,62 (T,
2H), 2,58 (1, 2H), 1,90 (m, 2H), 1,80 (m, 2H), 1,50 (T,
3H); MC (ES): m/z: 47625 (M+H)" (TouHa Mmaca:
475,26).

Mpuknag  A43' - CwuHres  7-{4-[4-(2-
MeTOKCUXiHOMIH-5-in)ninepa3sunH-1-in)6yTokcu}-3,4-
aurigpo-1H-[1,8]Hadp TMpuanH-2-oHy

Mepuy NPOMDPKHY CrOSyKY, 5-6pom-2-
XMOPXiHOMiH, OTPUMYyBaru TakMMm YvHoM. [1o po3un-
Hy 5-6pomxiHoniHy (8,13r, 39,27Mmonb) B Xropo-
dopwmi (70Mn) goaaBanu NepoKCIOLTOBY KUCIOTY i
CYMilll KMM'ATUNKX i3 3BOPOTHUM  XOSOAWITbHUKOM
npotarom 3 roauH. [licna OXonoaXyBaHHA CyMilLLl
BMvMBamM B KpwhkaHy BoAy i Nignyxysanu AodaBaH-
HAM 4H. BoaHoro po3vmHy NaOH po kiHuesoro pH
10. N-okcup ekcTparyBanu etunaueTaTtom i cymnm
(NazS04). Po34ynHHUK BMnaptoBamm 3 OTPUMaHHSM
HeounweHoro npoaykty N-okcugy y Burnagi 6inoi
TBepmoi pedoBuHn (6,61r). Oo N-okcupy (5,20r,
23,31mmonb) npn -10°C o6epexHo goaasanu POCI3
(40mn, BMCOKO ek3oTepMiyHMA). CyMiw noTim nepe-
MillyBanuM MpwW KiMHaTHIA TemnepaTtypi npoTArom
10xB. i HarpiBanu nmpyu 100°C npoTtarom 3 roauH.
HagmipHun POCI3 Bugananu y Bakyymi. 3anuiiok
pPO3YMHANM B AUXIIOPMETaHi, BIMBanuM B KpwKaHy
Boay i gosoavrm pH oo 8. BoaHui wap ekcTtparysa-
m guxnopmeTaHoM. O6'egHaHi opraHivHi Wwapu cy-
WuMnu i ynaptoBanu. HeouvLleHUn NpoayKT ovnLLanm
xpomartorpadieto (5% EtOAc/rekcaH) 3 OTpUMaHHSAM
nepLUoi MPOMDPKHOI cnonyku y Burnaai 6inoi tepaoi
peyoBuHY (1,70r, 30%). 'H AMP (400Mry, CDCl3): 6
8,50 (a, 1H), 8,05 (a, 1H), 7,85 (a4, 1H), 7,60 (aa,
1H),7,50 (g, 1H).

Opyry NPOMDKHY CronyKy, 5-6pom-2-
METOKCUXIHOMIH, OTpUMyBanu Takum 4YuHoMm. [o cy-
cneHsii 5-6pom-2-xnopxiHoniny (0,99r, 4,10Mmonb) B
MeTaHoni (20mn) popmaanm  NaOMe  (0,27r,
4,73MMorb) | peakLiriHy cymill HarpiBanu npu kun's-
TiHHI i3 3BOPOTHUM XONOAUMBHUKOM MPOTArOM HOMYi.
PO34nHHMK BuMapioBanu i 3anmuWoOK PO3YMHANM B
etvnauetaTi (50mn). OpraHiky npoMuBanmmM BOLOH
(2x50mn), cywwmnm (NazxSO4) i ynaptoBamm. Heouu-
LWeHWA MpoayKT ouuwamm xpomatorpadieto (5%
EtOAc/rekcaH) 3 OTpMMaHHAIM [pyroi MPOMDKHOI
cronykn y BurnsiAi Ginmx kpucTarnis (0,79r, 82%). H
AMP (400MI'u, CDCl3): & 8,40 (g, 1H), 7,85 (g, 1H),
7,65 (o, 1H), 7,45 (pa, 1H), 7,00 (a, 1H), 4,10 (c,
3H).

TpeTio  MPOMDKHY  CrOmyKy, 2-MeTOKCU-5-
ninepasuH-1-inxiHoMiH, oTpUMyBanM Takum YMHOM. Y
BUCYLLEHY B Mneudi konbdy BBOAWMMM B aTMOcepi a3oTy
Pd(OAc). (0,03r, 0,13mmorb) i 2-
(amumknorekcundocdiHo )bicpeHin (0,045r,
0,13mmork). Konby BakyymyBanu i 3HOBY HarnoBHto-
Banu asoToM. HacTynHi maTtepiarm fofasanu B Ha-
CTyNnHOMY nopsaky: aerasoanui Tonyon (10mn), 5-
Opom-2-meTokcuxiHoniH (0,76r, 3,23mmonb), 1-Boc-
ninepasvH (0,72r, 3,87mMmonb) i NaOtBu (0,43r,
4,52mmorb). Cymiw nepemiwysanm npu 80°C npo-
Tarom 1,5ron. lMicna oxonomkeHHA A0 KiMHaTHOT
Temnepatypu cymiw po3basnsnu eTunaueTaToMm i
GinbTpyBanu Yepes uenit. PinbTpaT KOHUEHTPYyBa-



249

M y BaKyyMi i ounwianu xpomarorpadieto Ha cuni-
kareni (10% EtOAc/rekcaH) 3 OTpMMaHHAM TpeT-
6yTMnosoro edipy 4-(2-MeTOKCUXiIHOMIH-5-
ina)ninepa3svH-1-kapOOHOBOT KUCINOTU Yy BUIMISGl KO-
BTyBaTOi TBEpAoi pevoruHu (0,73r, 66%). 'H AMP
(400Mru, CDCl3): 5 8,35 (@, 1H), 7,60 (m, 2H), 7,00
(@, 1H), 6,90 (a4, 1H), 4,05 (c, 3H), 3,75 (m, 4H), 3,00
(m, 4H), 1,50 (c, 9H).

Jo po3unHy TpeT-6yTunosoro edipy 4-(2-
MeTOKCUXIHONIH-5-in)ninepa3nH-1-kapboHoBOi  K1C-
notn (0,73r, 2,14mMMorb) B auxrnopmeTaHi (4,0mn)
Aopasanu TpudTtopouToBy kucroty (16mn) mpu 0°C.
PeakuinHy cymiw nepemiwysanu npotaroMm 3rog. i
NpOTArOM LbOro Yacy gasanu i 3irpituca oo KiMmHa-
THOT Temnepatypu. Cymilw ynaptoBanu i 3anuiok
06pobnsanm gietnnosum edipom. Ocag BigdineTpo-
ByBaru i npoMmBanu egipom 3 OTpUMaHHSAM BKa3a-
HOi B 3arorioBky crionyku (0,75r, 95%). '"H AMP
(400Mr'y, CDCIl3): & 9,90 (ywwmp., s, 2H), 8,25 (g,
1H), 7,65 (g, 1H), 7,58 (1, 1H), 7,10 (g, 1H), 6,90 (4,
1H), 4,05 (c, 3H), 3,50 (m, 4H), 3,35 (m, 4H).

CnigyBann meTtoguui BiOQHOBHOIO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
2-MeToKCK-5-ninepasunH-1-inxiHoOMiH, 3 OTPUMaHHAM
BKasaHoi B 3aroroBky crioriyku (0,38r, 99%). 'H
AMP (400Mru, CDCl3): 6 8,35 (A, 1H), 7,60 (ymp,
¢, 1H), 7,55 (aa, 1H), 7,40 (4, 1H), 7,00 (g, 1H), 6,85
(@, 1H), 6,38 (g, 1H), 4,25 (1, 2H), 4,05 (c, 3H), 3,10
(ywwp, c, 4H), 2,90 (1, 2H), 2,80 (ywwp, c, 4H), 2,70
(T, 2H), 2,55 (71, 2H), 1,82 (m, 2H), 1,78 (M, 2H).

Mpuknag A44' - CuHTes 7-[4-(4-xiHoKcaniH-5-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-
[1,81HadbTMPMAOUH-2-0HY

Meply NpOMPKHY CrMOMyKy, XiHOKCaniH-5-inosui
edip TpupTopMeTaHCYNbPOHOBOI KUCMOTN, OTPU-
MyBanuM Takum YnMHOM. 1o po3umHy XiHOKcaniH-5-ony
(3,97r, 27 ,2MMOnb, NMPUroTOBaHWIA Y Bi4MOBIAHOCTI 3
[J. Org. Chem. 1951, 16, 438-442]) B CHxCl>
(110mn), oxonomkeHoro go 0°C, popasarm EtsN
(7,6mn, 54,3mmonb), a MoTiM TpUdTOPMETaHCYMb-
doHoBui aHrigpug  (6,0mn, 35,4mmonb). Cymiw
(rxn) KOpOTKOYacHO AMMinacs i ii nepemillyBanm npu
0°C npotdarom 1rog. PeakuiiHy cymill racunm Hacu-
yeHum NaHCO3 nmpm 0°C i HarpiBanu g0 KiMHaTHOI
TeMmneparypu. Po3ginany wapu i BOAHUM LLap ekcT-
parysarim CHoCl,. O6'egHaHunin opraHiyHun  Lwap
nMpoMMBanM BOAOK i HAacMYEHUM PO34YMHOM COfi,
cywmnu Hag NaxSOy i KOHUeHTpyBanu 3 oTpuMaH-
HM OpaHKyBaTO-KOPUYHEBOI TBEPOOI PEeYOBUHMU.
HeounweHun marepian abcopbyBarm Ha SiOz i
oumwanu PX (20% EtOAc/rekcaHn) 3 OTpUMaHHsM
nepwoi MNPOMDKHOT CroMyku Yy BUMA4I  SCHO-
opaHkeBoi TBepAoi pe4voBuHM (6,51r, 23, 4MMorb,
86%). MC: APCI: M+1: 279,0 (TouHa maca: 278,00).

Opyry npomixHy crnionyky, TpeT-6yTnnosuii edip
4-xiHokcaniH-5-inninepa3vH-1-kapboHOBOI  KMCMOTK,
OTpUMYyBanM TakMM YMHOM. Po34mH XxiHOoKcaniH-5-
inoBoro ecipy TpucTopMeTaHCYNb(OHOBOI KNCIOTU
(4,23r, 15,2mmonb) B cyxomy DME (30mn) gerasy-
Banu npoTtarom 10xB. MPOAYBaHHAM PO3YMHY a30-
Tom. OTpyMaHuiA po3YvH MOTIM JofaBarm 4Yepes
KaHIomo B Konby, Lo MicTuTb Boc-ninepasuH (3,54,
19,00mmonb ), KsPO4 (4,52r, 21,3mMmonb), Pdz(dba)s
(348wmr, 0,380mMmorb, 2,5mon.%) i 2-(gu-Tpert-
6ytnndgocdiHo)bideHin (227 wmr, 0,760mmorb,
5mon.%) B atmocdepi azoTy. PeakuiiHy cymiw Ha-
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rpianm npu 80°C npoTdarom Houi (20rog.). MC noka-
3ana BenvKui nik npoaykty. PeakuinHin cymiwi ga-
BanuM BMXOSMOHYTW [0 KiMHaTHOT TemnepaTtypu i
popasanm Et,0. Cymiw ginbTpyBamm 4Yepes uenit,
npomuBatoum Et,O. dinbtpar npommueamm 0,5M rn-
MOHHOIO KUCFOTO (2 pa3w, ANs BuaaneHHs Hagmi-
pHoro Boc-ninepasuHy) i oguH pa3 HacM4yeHUM po3-
YuHom cori, cymnu Hag NaxSOy i KoHUEHTpyBamm 3
OTPMMAaHHSIM TEMHO-4epBOHOrO Macrna. OunlieHHS
PX (40% EtOAc/rekcann) gano npoaykt y Burnsgi
YepBOHOIO Macna, sike YTBOPHOBANoCH Ha Hacoci
(2,68r, 8,52mmonb, 56%). MC: APCI: M+1: 3152
(ToyHa maca: 314,17).

TpeTio npoMikHy cronyky, 5-ninepasuH-1-
iNXiHoKcaniH, oTpuMyBanu TakuMm YvHoM. [1o po3yu-
Hy  TpeT-OyTunoBoro  edipy  4-xiHokcaniH-5-
inninepasuH-1-kap6oHOBOI KUCIOTH (2,65r,
8,43mmors) B CH2Cly (15mn), oxonomxkeHoro [o
0°C, pogasarm TPO (15mn). PeakuinHy cymiw Ha-
rpisamv go KiMHaTHOT TeMmnepaTypu i nepemillysanm
npotarom 90x8. Cymiw koHueHTpyBarm i TOO, wo
3amvwmnacs, HeutpanisyBamm pgogasaHHam  10%
MeOH/CHxCl> 3 1% NH4OH. Jopasanu SiO2 i cymiwi
koHueHTpyBanmu. OunweHHs PX (10% MeOH/CH:CI,
3 1% NH4OH) gano TpeTio NPOMBKHY CMOSyKy Yy BU-
rmsgi opaHxkeBoi  TBeppoi  pevoBuHM  (1,65r,
7,70mmorb, 91%). MC: APCI: M+1: 2152 (TouyHa
maca: 214,12).

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
noaibHin metoauui npuknagy A1', BUKOPUCTOBYOUN
5-ninepasuH-1-inxiHokcaniH, 3 OTPUMaHHSM BKa3aHol
B 3aronioBky crnonyku. MC: APCI: M+1: 433,3 (TouHa
maca: 432,23).

Mpuknag  A45' - Cunres  7-{4-[4-(2-
AvMeTunamiHoxiHoMiH-8-in)ninepaswH-1-in]oyTokcu}-
3.,4-purigpo-1H-[1,8]Had TMpUAnH-2-0HY

Mepwy npomikHy crnonyky (8-xnopxiHOmMiH-2-
in)ogumeTNamiH, OTpMMyBanM TakMm uYuHOM. [lo
cycneHnsii 2,8-guxnopxiHoniny (5,00r, 25,2mmorne) B
po3uuHi Boaa/giokcaH (69wmn, 10:1) gogasanu Boa-
HUM po3yuH NaxCOs3 (2H., 38mn, 76mmorb) i rigpo-
xnopua gumeTtunamidy (4,12r, 50,5mmonb). Peak-
LiHy cymiw Harpisanu npu 160°C npotarom 1,5ron.
B MIKpOXBUIbOBIM nevi. PeakuiHy cymiw ekcTtpary-
Banu CH2Cl> (2x), cywmmm (NazxS04) i ynaptoBamm i
HEOYVULLUEHNU NPOAYKT ouuwanuM Xxpomarorpadieto
(2-20% EtOAc/rekcaH) 3 oTpyMaHHsM MepLUOi Mpo-
MiKHOT cronykun y Burnsgi 6nigo-xoeToi TBepaoi
peyoBuHm (4,22r, 81%). MC: APCI: M+1: 207,0 (To-
YHa maca: 206,06).

Opyry npomixkHy crionyky, TpeT-6yTunosui edip
4-(2-pumeTnamiHoxiHoniH-8-in)ninepasunH-1-
KapOOHOBOI KUCIOTU, OTPMMYBanM TaKUM YMHOM. Y
BUCYLLEHY B Mneudi konbdy BBOAWMM B aTMOcepi a3oTy
Pdz(dba)s (0,111, 0,121mmornb) i (2'-
avuuknorekcundocdanindideHin-2-in)gumeTunamiy
(0,190r, 0,484mmonb). Konby BakyymyBanu, Hamnos-
HIOBanM a3oToM i MOTIM HacTynHi maTepiamm goda-
Banu y BKa3aHOMy MOPSAKY: Aera3oBaHuiA TOJyon
(14mn), (8-xnopxiHoniH-2-in)anmeTunamii - (1,00r,
5,14mmork), 1-Boc-ninepaswH (1,80r, 9,68mmorb) i
Cs2C03 (2,211, 6,77mMMorb). Cymiw nepemiwysanu
npu 105°C npotarom 19roa. Jogasamm we 5mon.%
KaTanizatopa i NPOAOBXYBanM HarpiBaHHA NPOTAroM
we 18roa. lNicna oxonomKeHHs A0 KIMHATHOI Tem-
nepatypv cymiw po3baensanum i inbTpyBanu yepes
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wap uenity. PinbTpar KOHUEHTpyBanmM Yy BaKyyMi.
HeouvweHun matepian ovnwann xpomMartorpadieto
Ha cunikareni (3-40% EtOAc/rekcaH) 3 oTpuUMaHHAM
Opyroi NMPOMBPKHOT CMONyKW Yy BUrMsdi XOBTOT MiHW
(1,26r, 73%). MC: APCI: M+1: 357,2 (To4Ha maca:
356,22).

TpeTio  MPOMiXHY  cronyky, AumeTwsn-(8-
ninepasuH-1-inxiHoniH-2-in)amiH, OTPUMyBanu Takum
yuHoMm. [lo po3yuHy TpeT-6yTnnosoro edipy 4-(2-
AvMeTunamiHoxiHomMiH-8-in)ninepaswH-1-kap6oHOBOI
kucrnotn  (1,244r, 3,63MMonb) B AUXIIOPMETaHI
(35mn) gopasamm TpudpTopouToBy kucroty (10mrm)
npu 0°C. PeakuiiHy cymiw nepemiwyBamm npu ga-
Hi Temnepatypi npotarom 1,5rog. i noTiM Aasanu
3irpiTucs oo KiMHaTHOI Temnepatypu. JleTiodi peyo-
BVMHW BMOANANM y BakyyMi i HeounLeHe Macrio pos-
ynHamm B CH2Cl2 i npommeanu 2H. KOH, cywwmnu
(Na2SOg) i ynaptoBanu 3 oTpYMaHHAM TPeTbOi Mpo-
MbkHOi cronykn (0,895r, >99%). MC: APCI: M+1:
257,1 (ToyHa maca: 256,17).

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin go metoaukm npuknagy A1', BUKOpUCTOBY-
toun aumeTun-(8-ninepasuH-1-inxiHoniH-2-in)ami, 3
OTpMMaHHsIM BKa3aHoi B 3arosioBky cronyku (0,314
r; 79%). MC: APCI: M+1: 475,2 (ToyHa wmaca:
474,27).

Mpukriap  A46' - CvHtes  7-{4-[4-(2-
MeTunamiHoXiHoMiH-8-in)ninepasuH-1-in]6yTokcu}-
3,4-purigpo-1H-[1,8]Hadb TpMaAnH-2-0HY

Mepwy npomikHy crnonyky (8-xnopXiHOmMiH-2-
in)MeTunamiH, oTpMMyBanu TakMm uYuHOM. Lo cCy-
cneHsii 2,8-guxnopxiHoniHy (5,00r, 252mmorb) B
po34uHi Boga/giokcaH (69mn, 10:1) gogasanu Boa-
HUIM po34dmH NaxCOs (2H., 25,2mn, 50,5MMonb) i Bo-
aHuin metunamiH (40% wmac/mac, 5,4r, 63mmornb).
PeakuinHy cymiw Harpisarm npu 160°C npoTsirom
1,5roq. B MiKpOXBUMbOBIN nedi. PeakuinHy cymill
ekcTtparyBanu CHxCl; (2x), cywunm (NazSO,) i yna-
ptoBan i HEOYMLLEHNI MPOAYKT OYMLLANM Xpomaro-
rpacieto  (2-20% EtOAc/rekcaH) 3 OTpUMaHHAM
nepLloi MPOMDKHOI CMOSyKU Yy BUrNsgi SICHO-XOBTOI
TBepdoi peyoBuHu (3,69r, 76%). MC: APCI: M+1:
193,0 (TouyHa maca: 192,05).

Opyry npomixHy crionyky, TpeT-0yTmnoBuii edpip
4-(2-meTnnamiHoxiHoniH-8-in)ninepa3suH-1-
KapOOHOBO| KUCIOTKU, OTPMMYBanM TakUM YMHOM. Y
BMCYLLEHY B Mnedi kondy BBOAWMM B aTMOCcepi a3oTy
Pdx(dba)s (0,238r, 0,260mmonb) i (2'-
auumknorekcundgocdaHinbideHin-2-in)gume Tunami
(0,409r, 1,04mmonb). Konby BakyymyBanu, Hamnos-
HIOBanM a3oToM i MOTIM HacTynHi MaTepiann goja-
Banu y BKazaHOMy MOPSAKY: Aera3oBaHviA TOIyon
(30mn),  (8-xmopxiHomiH-2-im)MeTunamiH - (2,00,
10,4mmorb), 1-Boc-ninepasun (3,871, 20,8Mmorb) i
Cs2COs3 (4,74r, 14 5mMmmomb). Cymiw nepemilyBanm
npu 105°C npoTsrom 19rog. lMicna oxonomKeHHs Ao
KIMHATHOT Temnepartypu cymiw po3baenanm i inbT-
pyBanu yepes wap uenity. dinbTpaT KOHUEHTpyBa-
M y BakyyMi. HeouuweHun matepian ouuwanu
Xpomatorpadieto Ha cunikareni (3-50%
EtOAc/rekcaH) 3 OTPUMMaHHAM ApYroi MPOMiIKHOI
Cronyku y BUrnsai scHo-oparkesoro macna (0,751r,
21%). MC: APCI: M+1: 3433 (TouHa maca: 342,21).

TpeTio  MPOMDKHY  crnonyky, AumeTtus-(8-
ninepasuH-1-inxiHo niH-2-in)amiH, OTpUMyBann Takum
YnHoM. [lo po3umHy TpeT-OyTunoBoro edipy 4-(2-
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MeTunamiHoXiHoniH-8-in)ninepaswH-1-kap6oHoBoi
kucriotn  (0,751r, 2,19MMornb) B AMXJIOpMETaHi
(29mn) popasamm TpudpTopouToBY KMcroTy (10Mmr)
npy 0°C. PeakuinHy cymiw nepemiwyBanm npu ga-
Hin Temnepatypi npotarom 1rod. i MoTiM Aasanu
3irpiTcsa oo kiMHaTHOT Temnepatypu. JleTiodi peyo-
BMHWU BMZaAnNANM y BakyyMmi i HeouviieHe Macro pos-
ynHsam B CH2Cly i npommBann 2H. KOH, cywmnum
(Na2SOs) i ynaptoBanu 3 OTpMMaHHAM TPeTbOI Mpo-
mixHoi cronykn (0,510r, 96%). MC: APCIl: M+1:
243,1 (ToyHa maca: 242,15).

CnigyBann meToauui BigHOBHOMo amiHyBaHHS,
nofibHin oo metoauku npuknagy A1l', BUKOpUCTOBY-
oYM mMeTun-(8-ninepasuH-1-inxiHoniH-2-in)amiH, 3
OTPMMaHHSIM BKa3aHoi B 3arorioBky crionyku (0,081r;
28%). MC: APCI: M+1: 461,3 (TouHa maca: 460,26).

Mpuknag A47' - CuHte3 7-{4-[4-(2-okco-1,2-
AvrigpoxiHoniH-8-in)ninepasun-1-in)6ytokcn}-3,4-
aurigpo-1H-[1,8]Hadb TpuanH-2-0Hy

Mo meTtoguui, nogibHin meToaouui iHWMWX MpwY-
knagis Buwe, rigpoxrnopug 8-ninepasuH-1-in-1H-
xiHoniH-2-oHy [Chem. Pharm. Bull. 1984, 32, 2100-
2110] 3B'A3yBarM BigHOBHUM aMiHyBaHHAM 3 4-(7-
0Kco-5,6,7,8-TeTparigpo-[1,8]Hacp TMpmanH-2-
inokcun)oyTmpanbAerijom 3 noganbWwymMn TUMOBOKO
00Opo6KOIO | OYNLLEHHAM 3 OTPMMAHHSAM BKa3aHOi B
3aronosky crionykn. MC: APCI: M+1: 448,2 (TouHa
maca: 447,23).

Mpvknag A48' - CuHtes 7-{4-[4-(2-okco-1,2,3,4-
TeTparigpoxiHoniH-8-in)ninepasuH-1-in)6yTokcu}-3,4-
aurigpo-1H-[1,8]Hadb TpuAanH-2-oHy

Mo meTtoguui, nogibHin meToauui iHWMWX MpwW-
Knagis Buwe, rigpoxnopun 8-ninepasuH-1-in-3,4-
avrigpo-1H-xiHoniH-2-oHy  [Chem. Pharm. Bull.
1984, 32, 2100-2110] 3B8'A3yBanv BiAHOBHUM aMiHy-
BaHHAM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadp TMpMaunH-2-inokcn)bytupansaerigom 3 no-
AanblwuMn  TMNoBoto OBpoOKoK | ouULEHHAM 3
OTPUMaHHSM BKa3aHOi B 3arornioBky cronyku. MC:
APCI: M+1:450,2 (TouHa maca: 449,24).

Mpvknag A49' - CwuHres 7-{4-[4-(1-meTun-2-
okco-1,2,3,4-TeTparigpoxiHoniH-8-in)ninepasuH-1-
in]oyTokeu}-3,4-gurinpo-1H-[1,8]Had TMpmanH-2-oHy

Mepwy npomixHy crnomnyky, TpeT-0yTurnoBuiA
edip 4-(2-okco-1,2,3 4-TeTparigpoxiHoiH-8-
in)ninepasuH-1-kapboHOBOI  KACMOTW, OTpMMYyBanu
Takum YmHoM. [lo auxropmeTaHy (75mn) gogasanu

rigpoxnopug 8-ninepasuH-1-in-3,4-gurigpo-1H-
XiHomiH-2-oHy (10,8mmorb),  AiisonponineTnnamiH
(1,95mn, 11,2vmmonb) i An-TpeT-6yTnnkapboHat

(9,20r, 9,33mMmorb) 3 MoAanbLlUMM NepeMillyBaHHAM
npotarom 16 roguH npu 25°C. Cymiw npomvBanu
nocnigoBHo 1H. MMMOHHOK KUCIIOTOM, HACKUYEHUM
GikapboHaTOM HaTpilo i HACUYEHUM PO34YMHOM COfi.
OpraHiyHy a3y cylummm Hag cynbgaTtom HaTtpito,
¢inbTpyBanu i ynaptoBanum 3 OTPUMaHHSAM MepLuoi
npomixkHoi crnonyku (2,78r), T. nn. 117-178°C.
Opyry npombkHy crionyky, rigpoxnopua

mMeTun-8-ninepasuH-1-in-3,4-gurigpo-1H-xiHoniH-2-
OHy, OTPUMYBanM TakMm YmHOM. [JO po3uymHy TpeT-
6yTMnosoro edipy 4-(2-0kco-i,2,3 4-
TeTparigpoxiHoniH-8-in)ninepa3suH-1-kapboHoBOiI

kucrnoTtun (2,5r, 7,54mmorb) B TId (45mn), oxono-
mKeHoro pgo -50°C, pogaBarm  po3uyvH  TpeT-
6yTokcuay kanito, 1M B TI® (8,3mn, 8,30Mmorb).
Micns nepemiwyBaHHa npotarom 15 xBunuH, goaa-

1-
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Banu meTtunoamg (0,47mn, 7,54mMmorb) 3 noganb-
WMM rfepeMilyBaHHAM npoTaroMm 16 roAuH mpwu
25°C. Cymiw ynaptoBanu i 3anvLoK PO3YMHSANN B
auxrnopmeTaHi. Po34vH npommBany nocnigosHo 1H.
JMMOHHOIO  KMCIIOTO, HacudeHum 6GikapboHaTom
HaTpilo i HacM4YeHM po34vmHoM cori. OpraHivHy da-
3y cywmnu Hag cynbdaTtom Hatpito, dinbTpyBanm i
ynaptoBamm 3 oTpUMaHHsAM Oinoi niHW, Ky ovManu
XxpomaTtorpadieto Ha cunikareni, enoloyn rpagieH-
TOM OuxJiopMeTaHy | eTuraueTtaTty. YnaploBaHHS
BiAMOBIAHMX cbpakuin aano TpeT-6yTnnosui edpip 4-
(1-meTun-2-okco-1,2,3 4-TeTparigpoxiHoniH-8-
in)ninepasuH-1-kap6oHoBoOI kucnoTn (2,1r).

Jo cymiwi guxnopmeTaHy (45mn) i gieTunosoro
edipy (5mn) gogasanu TpeT-6yTunosuin edip 4-(1-
MeTun-2-okco-1,2,3 4-teTparigpoxiHoniH-8-
in)ninepasuH-1-kap6oHoBOI KUCMOTK (2,1r,
6,08mMmorb), a noTim ii nepiognyHo npogysanu 6es-
BOoAHUM rasonodioHum HCI npoTarom  gekinbKox
rogviH, nokn He GyB BUTpaYeHUI MOYaATKOBUIA MaTe-
pian. Cymiw ynaptoBamm 4o TBepAoi pe4oBMHU, PO3-
TMpanu B AieTurnoBoMy edipi i cylumnm y Bakyymi 3
OTPUMaHHAM ApYyroi MPOMDKHOI CMONyKWU y BUrNagi
Onigo-xoBTOI TBEPAOI peyoBuHY (1,75r).

Mo meTtoguui, MoAibHIM mMeToaouUi iHLWKMX npu-
Knagis BuLle, rigpoxrnopug 1-meTun-8-ninepasunH-1-
in-3,4-gurinpo-1H-xiHoniH-2-oHy 3B'A3yBann BigHOB-
HUM amiHyBaHHAM 3 4-(7-okco-5,6,7,8-TeTparigpo-
[1,8]Hadb TMpMAnH-2-inokeun)oyTupanbaerigom 3 no-
AanblnMMK  TUMOBOK OOPOOKOK | OYULLEHHAM 3
OTPMMaHHsIM BKa3aHoi B 3arofioBky cromnyku. MC:
APCI: M+1: 464,6 (TouHa maca: 463,26).

Mpvknag B1' - CwHtes 7-[4-(4-xpomaH-8-
inninepasuH-1-in)éytokcn]-1H-[1,8]Hadb TMpaH-2-
OHYy

Mepwy npomikHy crnonyky, 2-6eH3unokcu-7-[4-
(TeTparigponipaH-2-inokcun)byTokcu]-
[1,8]HacbTvpuanH, oTpumyBanu HacTYMHUM YUHOM.
Oo PO34nHY 4-(TeTparigponipan-2-inokcu)-1-
OytaHony (3,27r, 18,8mmomb, 1,2ekB.) B TId
(20mn), oxonomkeHoro go 0°C, mopasanm KO'Bu
(1Mb TTr®, 18mn, 18mmonb, 1,15ekB.). Po3uuH ne-
pemiwysamm npu 0°C npoTtarom 20xB. i noTim goaa-
Banu yepes3 KaHomo A0 cycneHsii 2-6eH3nnokeun-7-
xnop-[1,8]HadpmpuanHy (4,24r, 15,66mmorns) B TTP
(50mn), oxonomkeHoi go 0°C. PeakuiiHa cymiw
cTaBana opaHxeBol i romoreHHot. [licna 30xs.
3HaxomkeHHs npu 0°C popgaBanu HacuueHun NH4CI
i H2O gns raciHHa peakuinHoi cymii. Cymil ekcT-
parysann EtOAc. OpraHiyHni wap npomMuBanu Ha-
cudeHum NaHCOs3, HO i HacnieHuM po3ymMHOM Co-
ni, cywmmim Hag NaSOs4 | KOHUeHTpyBamm.
Heounwenni npogykt abcopbysanm Ha SiO2 i oum-
wanm  pigMHHolO  xpomartorpadieto  (20-30%
EtOAc/rekcaHn) 3 OTpUMaHHAM MepLloi NPOMBKHOI
crnonykn y Burnagi 6nigo-kostoro macna (3,71r,
9,08mmore, 58%). MC: APCI: M+1: 409,2 (TouHa
maca: 408,20).

Opyry NMPOMBKHY CMosyKy, 7-(4-
rinpokcmbyTokcn)-1H-[1,8JHad TMpMAnH-2-0H, OTpK-
MyBanm Takum YMHOM. 2-beHaunokcn-7-[4-
(TeTparigponipaH-2-inokcun)byTokcu]-
[1,8]HadbTnpuamH (620mr, 1,52MMorb) rigpyBamm 3
BMKOpUCTaHHsM 5% Pd/C B MeOH npoTtsrom 40xB.
PeakuinHy cymiw dinbTpyBanu i KOHUEHTpyBanu.
3anmwok posumHanu B EtOH (5mn) i popgasanu
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PPTS (25wvr, 0,10mMmorb). Cymiw HarpiBamm npu
60°C npoTsarom Houi. PeakuinHy Cymill KOHLEHTPY-
Banu i ouvwanu piguHHOI Xxpomatorpadieto (6%
MeOH/CHxCl2) 3 oTpuMaHHAM Jpyroi MpOMiKHOI
cronyku y Burnsgi 6inoi tsepaoi peyoBuHu (282wmr,
1,20mMmorb, 79%). MC: APCI: M+1: 235,1 (TouHa
maca: 234,10).

[aHy npoMmbkHy Cronyky TakoX OTpuMmyBanu 3
BUKOPUCTaHHAM HacTynHol npouenypu. o cycneHsii
60% NaH (83,6r, 2,09monb) B NMP (1n) gogasanu
cyxun 1,4-6ytangion (300mn, 3,39Monb, KOHUEHT-
pyBanu 3 TOMyony) Mo Kpamnsax Afs perynoBaHHs
niHeHHs. TemnepaTtypy peakuiiHOl CyMilli niaBULLY-
Bann go 50°C i cymiw nepemiwysanu npu 60°C
NpoTHArom 15xB. Hdopasanmn 7-xnop-1H-
[1,8]HadbTpuanH-2-oH (1461, 0,813monb) npu ne-
pemillyBaHHi i peakuiiHy cymill Harpisamm npu 68°C
npotarom 20rog. Oogasamm CH3CN (5n) i cymiw
dinbTpyBanu i ocag Big dinNbTpyBaHHSA NpomMuBanu
CHsCN (500mn) i TT® (500mn). Ocag Big dinbTpy-
BaHHSA 3HOBY cycnieHgyBanu TI® (3n) i popaBanu
3H. HCI B MeOH (290mn, 0,870Monb). Cymiw Harpi-
Banu npu 60°C npoTarom 1roA. i noTim dinbTpyBanu
yepes ueniT, npommsatoumn TIP (1n). PinbTpaTt KoOH-
ueHtpyBanu o o6'emy 500mn i pgopgasanun Trd
(1,5n), Darco (10r) i marHe3on (100mn). Cymiw ne-
pewmiwysanm npn 40°C npotsarom 30xB. i NOTiM inb-
TpyBamm, npomusatodm TI® (500mn). PinbTpar KoH-
ueHtpyBanu go 500mn, gogasamm CH3CN i cymiw
KoHUeHTpyBanu o 1n. OTpumaHy TBepay pe4oBuHY
dinbTpyBanu, npomusanm CH3CN (200mn) i Et,O
(300Mmn) i cywmnm mpu 50°C 3 oTpuMaHHAM Apyroi
npomixHoi cronyku (101r, 53%). PinbTpat npu cTo-
SiHHI JaB JoAaTKoBi KpucTanu, siki 36mpanm inbT-
pyBaHHSAM, MPOMUBAMN i CYLLMIW, SIK ONMCAHO BULLE,
3 OTPUMaHHAM 404aTKOBOT APYrol NPOMDPKHOI criony-
kn (171, 3aranbHui Buxig 62%).

TpeTio  mpomikHy cronyky, 4-(7-okco-7,8-
avrrigpo-[1,8]Hacd TmpuamH-2-inokcn)byTrpansaeria,
OTPMMYyBarM TakuM YMHOM, BUKOPUCTOBYHOUM OKMUC-
neHHs no CsepHy. [lo posumHy okcaninxmopugy
(0,12mn, 1,32mmonb, 1,1ekB.) B CH2Cl2 (2,5mn),
oxonompkexoro ao -78°C, pogasarm AMCO (0,18mn,
2,6MMonb). PeakuiiHy cymill nepeMillyBany npoTs-
rom 5xB. i noTim gogasanu 7-(4-rippokcubyToKkcn)-
1H-[1,8]Hadpvpuagmnn-2-on  (282mr, 1,20mMmonb) y
Burnsgi posunHy B CHoCla (4,5mn) i AMCO (1,2mn)
Yepe3 kaHiomto npoTtarom 5x8. AMCO HeobxigHui
Onst po34MHeHHs crivpTy. PeakuiiHy cymiw nepemi-
wysanm npotarom 15xs. i gogasanm EtsN (0,83mn,
6,0mmonb, 5ekB.). PeakuinHa cymiw myTHina. Peak-
LiMHIA cyMmilli AaBanu MOXIMBICTb MepeMillyBaTuca
npu -78°C npoTtarom 10xB. i MOTIM 3irpiTnca Ao KiM-
HaTHoT TemniepaTypu. MNicns 30xB. 3HAXOMKEHHS Npu
KiMHaTHI TemnepaTypi gogasanu H2O i cymiww ekcT-
parysanu CH2Clo. OpraHiyHuii wap npomusamm Ha-
CUYEHVM PO34MHOM cori, cywummm Hag MgSOg i koH-
UeHTpyBannm 3 OTPUMaAHHAM TPeTboi MNPOMDBKHOT
CMOMyKN Yy BWIMsAI  SICHO-KOPWYHEBOrO  Macna
(340wmr), sike BMKOPUCTOBYBaIM B HACTYMHIN peakuii.
MC: APCI: M+1: 233,1 (TouHa maca: 232,08).

BukopuctaHHa IBX OKUCNEHHS:: OO PO3YUHY 7-
(4-rippokcudytokcm)-1H-[1,8]Hacp TMpMAMH-2-0HY
(223mr, 0,952mmonb) B OMCO (3mn) pogasanu
po3uuH IBX (400mr, 1,43mmork) B AMCO (4,8mn,
0,3M). PeakuiiHy cymiw nepemiyBanm npu KiMHaT-
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Hi TeMnepatypi NPOTArom 6roAd., OXOnomKyBanu Ao
0°C i racumm 5% NaHCOs. Cymiw ekcTtparyBanu
CHxCl, (4x). OpraHiynmn wap npomuBanu 5%
NaHCO3, cyumnm Hag MgSOs i KoHUeHTpyBamm 3
OTPUMaHHAM TPETbOl MPOMDBKHOI CMONYKW Yy BUrNA4i
6nigo-xoBTOi TBEpOOT| pevoBUHU (175wr,
0,754mmornb, 79%). MC: APCI: M+1: 233,1 (To4Ha
Maca: 232,08).

Cywmiw 4-(7-okco-7,8-gurinpo-[1,8]Hadd TMpUamH-
2-inokcun)oytupansgerigy (300mr, 1,29Mmonb) i Bic-
rigpoxropugy  1-xpoMan-8-inninepasuHy  (395wmr,
1,36mMmore) cycneHgysarm B cymiwi  DCE
(8mn)/OM®A  (1mn) i popgasarm EtsN  (0,54mn,
3,88mmork). Yepes npubrmsHo 10xB. goaaBanu
NaBH(OAc)s (356mr, 1,68MMorb) | peakuiiHy cymiLl
nepemillyBanu fnpu KiMHaTHIN Temnepartypi npoTa-
rom 2roa. Peakuito racunm HacudeHum NaHCOs i
ekcTparyBsanu EtOAc. OpraHiyHuii wap npomuBanm
HacuiyeHnm NaHCO3s i Hacu4eHMM po34MHOM COfi,
cywmnm Hag NaxSOs i koHUeHTpyBanu. OYULLEHHSA
piguHHoto xpomatorpadieto (5% MeOH/CH.Cly 3
0,5% NH4OH) garno BkasaHy B 3arosiloBKy CMOSyKy Y
Burnagi 6inoi niHu (364wmr, 0,838vmorb, 65%). Miny
po3umHsanm B cymiwwi TTP/Et,O i gogasann 1H. HCI B
Et,O (0,84mn). OTpumaHuii ocag 36upanm inbTpy-
BaHHAM, npomuBanu Et;O i cywmnn 3 oTpMmaHHAM
6inoi TBepgoi peyoBuHn (368mr). MC: APCI: M+1:
435,2 (TouHa maca: 434,23).

Mpuknag B2' - CuHTes 7-|4-[4-(2,2-gumeTnin-2H
-XpOoMeH-8-in)ninepasuH-1-in]oyTtokcu}-1H-

[1,8]Hadp TMPUANH-2-0HY

CrnigyBanu meToauui BiGHOBHOIMO amiHyBaHHSA 3
npuknagy B1', BukopucTtoBytoumn 1-(2,2-gumetnn-2H-
XpOMeH-8-in)ninepasuH, 3 OTPMMaHHAM Bka3aHoOi B
3aronosky cronykn. MC: APCI: M+1: 461,2 (TouHa
maca: 460,25).

Mpuknag B3' - CwuHtes  7-{4-[4-(2,2-
OnmeTnnxpomMax-8-inyninepaswun-1-injoyrokcu}-1H-
[1,8]Hadp TMPUANH-2-0HY

Cnigysanu metoauui BiGHOBHOIMO amiHyBaHHSA 3
npuknagy B1', BUKOPUCTOBYHOUN 1-(2,2-
OUMETUNXPOMaH-8-in)ninepasvH, 3  OTPUMaHHAM
BkasaHoi B 3aronioBky crionyku. MC: APCIl: M+1:
463,2 (TouHa Maca: 462,26).

Mpuknag B4' - CuHtes 7-{4-[4-(2-meTnn-2H-
XpOMeH-8-in)ninepasuH-1-in]oytokcu}-1H-

[1,8]Hachp TMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHSA 3
npuknagy B1', BukopuctoBytoum 1-(2-metun-2H-
XPOMeH-8-in)ninepasuH, 3 OTPMMaHHSM BKa3aHoOi B
3aronosky cronykn. MC: APCI: M+1: 4473 (TouHa
mMaca: 446,23).

Mpuknag B5' - CuHTe3 7-{4-[4-(2-MeTunxpomaH-
8-in)ninepasuH-1-in)6ytokcu}-1H-[1,8]Hacp TMpmamH-
2-0Hy

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopucTtoBytoum 1-(2-meTunxpoman-
8-in)ninepasuvH, 3 OTPUMaHHsIM BKa3aHOi B 3aroJioB-
ky cnonykn. MC: APCI: M+1: 4493 (TouHa maca:
448,25).

Mpuknag B6' - CuHTe3 7-{4-[4-(cnipo[xpomeH-
2,1'-umknoneHTaH]-8-in)ninepasuH-1-in]oyTokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

Cnigysanu metoauui BiGHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopucToByrtoun 1-cripo[XpomMeH-
2,1'-umkrnoneHTaH]-8-inninepasuH, 3 OTPUMaHHAM
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BkasaHoi B 3arorioBky crionyku. MC: APCI: M+1:
487,2 (TouHa maca: 486,26).

Mpwvknag B7' - CwuHtes  7-{4-[4-(3,4-
aurigpocnipo[xpomeH-2,1'-umkrnoneHTaH]-8-
in)ninepasun-1-in]6ytokcu}-1H-[1,8]Hadd TMpManH-2-
OHY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BUKOPUCTOBYIOUN 1-(34-
aurigpocnipo[xpomeH-2,1'-umkrnoneHTaH]-8-
in)ninepasuvH, 3 OTPMMaHHSAM BKa3aHO! B 3arofioBKy
cronykn. MC: APCI: M+1: 4893 (touyHa wmaca:
488,28).

Mpvknag B8 - CwuHtes  7-{4-[4-(2,3-
avrinpo6eH3odypaH-7-in)ninepasuH-1-in]oytokcu}-
1H-[1,8]HadTMPMANH-2-OHY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BUKOPUCTOBYIOUN 1-(2,3-
avrinpo6eHsodypaH-7-in)ninepasuH, 3 oTpPMMaHHAM
BkasaHoi B 3arorioBky crionyku. MC: APCI: M+1:
421,2 (ToyHa maca: 420,22).

Mpuknag B9' - CwuHtes 7-{4-[4-(2,2-gumeTur-
2,3-purigpobeHsodypaH-7-in)ninepasuH-1-
imoyTtokcu}-1H-[1,8Hacp TMpManH-2-oHy

CnigyBanu metoauui BiQHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopucToBytoun 1-(2,2-gumeTun-
2,3-purippobeH3odypaH-7-in)ninepasnd, 3 OTpu-
MaHHsIM BKa3aHoi B 3aronoBky crionyku. MC: APCI:
M+1: 449 2 (TouHa maca: 448,25).

Mpuknag B10" - CuHTes 7-[4-(4-xpomaH-5-
inninepasuH-1-in)oytokcu]-1H-[1,8]Hacp TMpmMamMH-2-
OHY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopucTtoBylounm  1-xpomaH-5-
inninepasuH, 3 OTPMMaHHAM BKa3aHOi B 3arorioBKy
cronykn. MC: APCI: M+1: 4353 (touHa wmaca:
434,23).

Mpvknag B11" -  CwuHres  7-(4-[4-(2,3-
avrrinpo6eH3odypaH-4-in)ninepasuH-1-in]oyTtokcu}-
1H-[1,8]Hacb TMpMAUH-2-OHY

CnigyBann metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BYKOPUCTOBYIOYU 1-(2,3-
avrrinpobeHsodypaH-4-in)ninepasuH, 3 oTpMMaHHAM
Bka3aHoi B 3arofioBky crionykn. MC: APCI: M+1:
421,2 (ToyHa maca: 420,22).

Mpvknag B12' -  CwuHres  7-(4-[4-(2,3-
avrinpo6eH3o[1,4]aiokcuH-5-in)ninepasux-1-
in6yTokcu}-1H-[1,8JHacp TMpManH-2-oHy

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BMKOPUCTOBYIOYU 1-(2,3-
avrinpo6eH3o[1,4]aiokcuH-5-in)ninepasvH, 3 oOTpu-
MaHHSIM Bka3aHoi B 3aronoBky crionyku. MC: APCI:
M+1: 437 2 (TouHa maca: 436,21).

Mpvknag B13" - Cwuntes  7-(4-[4-(2,2-
andTopbeHso[1,3]aiokcon-4-im)ninepasmH-1-
in)eyTokcu}-1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHsI 3
npvknagy B1', BUKOPUCTOBYIOUN 1-(2,2-
andpTopbeHso[1,3]giokcon-4-im)ninepasvH, 3 OTpu-
MaHHSIM Bka3aHoi B 3aronoBky crionyku. MC: APCI:
M+1: 4592 (ToyHa maca: 458,18).

Mpwknag B14' -  Cwures  7-{4-[4-(1,3-
avrinpoizobeH3odypan-4-in)ninepasuH-1-
injoyTokcu}-1H-[1,8]Hadb TMpNANH-2-0HY

Oo cycneHsii 4-(7-okco-7,8-avrigpo-
[1,8]HadbTMpMamnH-2-inokcun)oyTupanbaerigy (0,257r,
1,107 MMmoOnb, 1,1ekB.) i 1-(1,3-
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OvrigpoizobeH3odypan-4-in)ninepasuHy (0,204r,
0,998mmonb, 1eks.) B guxnopeTaHi (5Mn) gogasanu
NaBH(OAc)s (0,433r, 2,043mmonb, 1,84ekB.). 3aBu-
Ci JaBann MOXIMBICTb MepeMillyBaTuca MpoTAromM
Houi npw KiMHaTHIn Temnepatypi (18roa.). Cymiw
po3basnanm EtOAc i racunm HacnieHum NaHCOs.
OpraHiyHy ¢hasdy noTim NnpomMmuBanM HacCU4YEHUM PO3-
4YnHOM cofli, cywmnm Hag NaxSOs, dinbTpyBanm i
ynaptoBamm y Bakyymi. OuniieHHs xpomartorpadieto
Ha cunikareni (2% MeOH/CHCI,) i noganbLie yTBO-
penHst HCI coni 3 BukopuctaHHsam 1H. HCI B edipi
Janu BKasaHy B 3aronioBky crionyky (0,064r, 12%).
AHanizom Ha CHN 3HanpgeHo: C, 64,37; H, 6,54; N,
12,13. BkazaHi naHi obuuncneHi ansa
C24H2sN4O3x0,74HCI.

Mpwvknag B15' - CuHTes 7-(4-[4-(4-okcoxpomaH-
8-in)ninepasuH-1-in]oyrokcu}-1H-[1,8]Hadb TMpnanH-
2-0Hy

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1', BukopucToBylouM 8-ninepasuH-1-
inxpomaH-4-0oH, 3 OTPMMaHHSIM BKa3aHOi B 3arofioBKy
crionykm (0,22r, 48%). 'H AAMP (400Mry, CDCl3): &
9,00 (ywwmp, c, 1H), 7,75 (g, 1H), 7,60 (m, 2H), 7,10
(@, 1H), 7,00 (7, 1H), 6,60 (a, 1H), 6,50 (g, 1H), 4,60
(T, 2H), 4,40 (1, 2H), 3,10 (ywwp, c, 4H), 2,80-2,40
(m, 8H), 1,90-1,70 (m, 4H).

Mpwvknag B16' - CuHtes 7-{4-[4-(3,3-gumeTun-4-
OKCOXpOMaH-8-in)ninepasuH-1-in)6yTokcu}-1H-
[1,8]Hadp TMPUANH-2-0HY

CrnigyBanu meToauui BiGHOBHOIMO amiHyBaHHSA 3
npuknagy B1', BukopuctoByoun 3,3-gumeTun-8-
ninepasuH-1-inxpoMaH-4-oH, 3 OTPUMaHHSM BKa3a-
HOi B 3aroroBky crionyku (0,30r, 55%). 'H AMP
(400MrI'y, CDCl3): 8 9,90 (ywwp, ¢, 1H), 7,71 (g, 1H),
7,63 (g, 1H), 7,60-7,58 (m, 1H), 7,10 (g, 1H), 6,98-
6,94 (m, 1H), 6,60 (g, 1H), 6,54 (g, 1H), 4,20 (1, 2H),
4,22 (c, 2H), 3,12 (ywwp, c, 4H), 2,72 (ywwp, c, 4H),
2,52 (1, 2H), 1,87-1,71 (m,4H), 1,21 (c, 6H).

Mpwknag B17' - CwHres  7-{4-[4-(3,3-
anmeTnnxpomax-8-in)ninepasun-1-injoyrokcm]-1H-
[1,8]HacpTMPUANH-2-0HY

Cnigysanu metoauui BiJHOBHOIMO amiHyBaHHSA 3
npuknagy B1', BUKOPUCTOBYIOUN 1-(3,3-
OUMETUNXPOMaH-8-in)ninepasvH, 3  OTPUMaHHSAM
BkasaHoi B 3aroroBky cronyku (0,30r, 54%). 'H
AMP (400MI'y, CDCIs): 6 9,39 (ywwmp, c, 1H), 7,71
(@, 1H), 7,63 (g, 1H), 6,80-6,78 (m, 2H), 6,71-6,69
(m, 1H), 6,58 (g, 1H), 6,52 (g, 1H), 4,38 (1, 2H), 3,82
(c, 2H), 3,09 (ywwmp, c, 4H), 2,69 (yuwmp, c, 4H), 2,55
(c, 2H), 2,48 (1, 2H), 1,86-1,66 (m, 6H), 1,02 (c, 6H).

Mpuknag B18' - CuHTtes 7-[4-(4-i3oxpomaH-5-
inninepasuH-1-in)éytokcu]-1H-[1,8]Hacp TMpmaMH-2-
OHY

CnigyBanu metoauui BiJHOBHOIMO amiHyBaHHS 3
npuknagy B1', BukopuctoByoun 1-i3oxpomaH-5-
inninepasuH, 3 OTPMMaHHAM BKa3aHOi B 3arorioBKy
crionykn. 'H SIMP (400Mru, CDCl3): § 9,05 (ywmp,
c, 1H), 7,72 (g, J=8,3I'y, 1H), 7,63 (g, J=9,7T'y, 1H),
7,16 (1, J=7,8Iuy, 1H), 6,92 (g, J=7,8I'y, 1H), 6,72 (g,
J=7.3lu, 1H), 6,60 (aa, J=1,0ly, J=8,3I"y, 1H), 6,52
(@, J=9,8I'u, 1H), 4,80 (c, 2H), 4,39 (1, J=6,3I'y, 2H),
3,93 (T, J=5,8I'y, 2H), 2,96 (ywwp, c, 4H), 2,81 (T,
J=5.4rlu, 2H), 2,63 (ywwup, c, 2H), 2,49 (c, 2H), 1,87-
1,82 (m, 2H), 1,72-1,61 (m, 2H). MC (ES) m/z,
435,23 (M+1)" (TouHa maca: 434,23).
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Mpuknag B19' - CuHtes 7-[4-(4-i3oxpomaH-8-
inninepasuH-1-in)oytokcu]-1H-[1,8]Hacp TMpmamH-2-
OHy

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopucTtoByoun 1-i3oxpomaH-8-
inninepasuH, 3 OTPMMaHHAM BKa3aHOI B 3arorioBKy
crionykn. 'H SIMP (400Mru, CDCl3): § 9,14 (ywwp,
c, 1H), 7,72 (g, J=8,3I"y, 1H), 7,63 (a4, J=9,2I'y, 1H),
7,16 (1, J=7,8Iu, 1H), 6,94 (g, J=7,8'y, 1H), 6,88 (4,
J=73lu, 1H), 6,60 (g, J=88Mu, 1H), 6,52 (4,
J=9,2l'u, 1H), 4,78 (c, 2H), 4,39 (1, J=6,3I'U, 2H),
3,96 (1, J=5,9I'y, 2H), 2,91-2,86 (m, 4H), 2,61 (ywwp,
c, 2H), 2,50 (1, J=7,8Tu, 2H), 1,88-1,81 (m, 2H),
1,75-1,68 (M, 2H). MC (ES) m/z 435,23 (M+1)" (Tou-
Ha maca: 434,23).

Mpuknag B20' - CuHTes 7-(4-[4-(3,4-gurinpo-2H-
6eH30[b][1,4]aiokceniH-6-in)ninepa3uH-1-
injoyTokcu}-1H-[1,8]JHadb TMpNANH-2-0HY

Mo meToawmui, NnodibHIN 4O METOOUKM iHLLIMX NpU-
knagie Buwe, rigpoxnopug  1-(3,4-gurinpo-2H-
6eH3o[b][1,4]niokcenin-6-in)ninepasvHy  [J.  Med.
Chem. 1988, 31, 1934-1940] 38'A3yBan BiAHOBHMM
aMiHyBaHHAM 3 4-(7-okco-7,8-purigpo-
[1,8]Hadb TMpMANH-2-inokcu)oyTupanbgerigom 3 rno-
AanblWnMK  TUMOBOKD OOpPOOKOK | OYMLLEHHAM 3
OTPMMaHHsIM BKa3aHoi B 3aronioBky crionyku. MC:
APCI: M+1: 451,2 (TouHa maca: 450,23).

Mpuknag B21' - CwHte3 7-[4-(4-xiHOMIH-8-
inninepasuH-1-in)6ytokcn}-1H-[1,8]HacbTmpumamH-2-
OHYy

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1', BukopucToBytouM 8-ninepasuH-1-
inxiHOMiH, 3 OTPUMaHHAM BKa3aHO! B 3arofioBKy Cro-
nykn. MC: APCI: M+1: 430,3 (TouyHa maca: 429,22).

Mpuknag B22' - CwHte3 7-[4-(4-XiHOMIH-5-
inninepasuH-1-in)éytokcn]-1H-[1,8]Hadb TMpMaH-2-
OHYy

CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1', BukopucToBytouM 5-ninepasunH-1-
inxiHOMiH, 3 OTPUMaHHAM BKa3aHO! B 3arofioBKy Cro-
nykn. MC: APCI: M+1: 430,2 (TouHa maca: 429,22).

Mpuknag B23' - CuHTe3 7-[4-(4-xiHOoKcaniH-5-
inninepasuH-1-in')oytokcu]-1H-[1,8]Hacp TpnamH-2-
OHy

CnigyBann metoauui BiJHOBHOIO amiHyBaHHs 3
npuknagy B1', BukopucToBylouM 5-ninepasunH-1-
inxiHokcaniH 3 OTPUMaHHAM BKa3aHOi B 3arofioBKY
cnonykn. MC: APCI: M+1: 4312 (ToyHa wmaca:
430,21).

Mpuknag B24' - CwHtes 7-{4-[4-(1H-iHoon-4-
in)ninepasuH-1-in]oytokcu}-1H-[1,8Hacd TMpmanH-2-
OHYy

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy B1', BukopucTtoBytoun 4-ninepasuH-1-in-
1H-iHOgon, 3 oTpMMaHHAM BKasaHOi B 3arofioBKY
cnonykn. MC: APCI: M+1: 418,2 (TouyHa wmaca:
417,22).

Mpuknag B25' - CuHTes 7-[4-(4-6eH3o[b]tiodheH-
4-inninepa3uH-1-in)o6yTokcu]-1H-[1,8]Had TMpnanH-2-
OHY

CrnigyBanu meToauui BiJHOBHOIMO amiHyBaHHSA 3
npuknagy B1', BukopuctoBytoum 1-6eH3o[b]tiodeH-
4-inninepasuvH, 3 OTPMMaHHAM BKa3aHO| B 3arofioBKy
cnonykn. MC: APCI: M+1: 4352 (touyHa wmaca:
434,18).
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Mpvknag B26' - CuHTes 7-[4-(4-6eH30dypaH-7-
inninepasuH-1-in)6ytokcu]-1H-[1,8]Hadb TMpMANH-2-
OHy

CnigyBanu metoguui BiQHOBHOIO amiHyBaHHsI 3
npuknagy B1', BukopuctoBytoum 1-6eH30dypaH-7-
inninepasvH, 3 OTPMMaHHAM BKa3aHOI B 3arofioBKY
cnonykn. MC: APCIl: M+1: 4192 (ToyHa wmaca:
418,20).

Mpvknag B27' - Cuntes 7-{4-[4-(1-aueTurn-
1,2,3 4-TeTparigpoxiHoniH-5-in)ninepasuH-1-
injoyTokcu}-1H-[1,8JHadb TMpNANH-2-0HY

Mepwy npomixHy cromnyky, TpeT-OyTunoBuii
edip 4-(1,2,3,4-TeTparigpoxiHoniH-5-in)ninepasnH-1-
KapOOHOBOI KMCIOTU, OTPUMYBaNN TakuM YnMHOM. 1o
po3umHy TpeT-6yTurnoBoro  edipy  4-XiHOMiH-5-
inninepasuH-1-kap6oHOBOI KMCINOTU (3,0r,
9,58MMmorb), WO nepemiwyeTbcst B MeTaHoni (60mn),
oxonomxeHoro Ao 5°C, gogasanm rekcarigpart xsio-
puay Hikensa (2,28r, 9,58mMornb) i 6oporigpua Ha-
Tpito (1,45r, 38,3mmornb). OTpumaHy cymill nepemi-
LyBanu npu KiMHaTHIA TemnepaTypi NpOTArom Houi i
racunM HaCWY4eHMM PO3YMHOM XIIOpMdy amoHito.
Hopasarmm etnnauetat (100mn) i opraHiyHuiA Wwap
Bigainanu. BoaHui Lwap MNOBTOPHO eKcTparysanu
etvnaueTtaTom (2x100mn). O6'eqHaHi opraHiyHi ekc-
TPakT NPOMMBANM HacMYeHUM PO3YMHOM COfi, Cy-
wunn (NazxS04) i Bugananu y BakyyMi pO34MHHUK.
Banmwok oumnwamm SiO2 xpomarorpadieto, BUKOPU-
CTOBYIOYM CYMiLLl rekcaHu-eTunaueTar (2:1) gk ento-
€HT, 3 OTPUMaHHAM repLloi MPOMDKHOI CMOMyKn
(1,82r, 53%) y Burnsiai TBepaoi peyosuHn. 'H SMP
(400Mry, CDCl3): 6 6,95 (m, 1H), 6,38 (g, 1H), 6,25
(@, 1H), 3,58 (ywwmp, c, 4H), 3,30 (T, 2H), 2,84 (ywwup,
¢, 4H), 2,72 (7, 2H), 1,88 (m, 2H), 1,45 (c, 9H).

Opyry npomixkHy crionyky, TpeT-0yTunosui edpip
4-(1-aueTun-1,2,3,4-TeTparigpoxiHoniH-5-
in)ninepa3uH-1-kapOoOHOBOI  KACMOTK, OTpUMYyBasnu
TakuM YnHOM. [10 nepemillyBaHOro po3yuHy TpeT-
6yTtunosoro edipy 4-( 1,2,3,4-TeTparigpoxiHoniH-5-
in)ninepasuH-1-kap6oHoBoi KMCIOTK (1,38r,
4,35mMmorb) B guxiopmeTaHi (30mn) npm 0°C goaa-
Banu TpuetunamiH (0,79r, 7,83mMmMorb) i ouToBUIA
aHrigpug (0,67r, 6,53mmornb). OTpumaHy cymil ne-
peMillyBanu npu KiMHaTHIA Temnepatypi npoTarom
Houi i po3baBnAnM [OAAaTKOBUM OUXMOPMETaHOM
(50mn). JopmaBanu Boady i OpraHiyHWA Lwap Bigains-
. BogHuiA wap NoBTOPHO eKcTparysanu AuXIop-
meTaHoM. OG'egHaHi opraHiyHi eKCTpakT! NpoMuBa-
M Hacu4eHUM po3dmHoM cofi, cywmnn (NaxSOy) i
BMOAMSAMN y BaKyyMi PO3UYMHHMK. 3anmLLOK oumnLLanm
Xpomatorpadieto Ha cwunikareni, BMKOPUCTOBYHOYM
CYMilll rekcaHu-eTUnaueTaT (1:2) siK eNnoeHT, 3 oTpu-
MaHHAM gpyroi npombkHoi cronyku (1,50r, 97%) y
BUrMAAI MiHW. "H amP (400MrI'y, CDCl3): 6 7,20 (m,
1H), 6,83 (ywwp., 1H), 6,80 (g, 1H), 3,80 (1, 2H),
3,50 (ywwmp, c, 4H), 2,85 (ywwmp, c, 4H), 2,62 (1, 2H),
2,25 (c, 3H), 1,90 (1, 2H), 1,50 (c, 9H).

TpeTio npomMbkHy cronyky, 1-(5-ninepa3uH-1-in-
3,4-gurigpo-2H-xiHomiH-1-in)eTaHoH,  OTpMMyBanu
Takum YmHoM. [lo posuuHy TpeT-OyTnnosoro edipy
4-(1-auetun-1,2,3,4-teTparigpoxiHoniH-5-
in)ninepasuH-1-kap6oHoBoiI KMCIoTU (0,90r,
2,51Mmorb) B guxnopmMeTaHi (15mn), Wwo nepemitwy-
€Tbcs, oxonomkeHoro go 0°C, gopgasanm TpudTo-
pouToBy kucnoty (2,86r, 25,08mmonb). OTpyumaHy
CyMill nepemiwyBany npu KiMHaTHIA TemnepaTtypi
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MPOTArOM HOMi i BMOANANM y BaKyyMi PO3YMHHUK.
TBepay pe4voBWHy, LU0 yTBOpMIacs npu gogaBaHHi
JdieTunosoro edipy BigdineTpoBYBann 3 OTpUMaH-
HSM TpeTboi MpoMbkHoi cronyku (0,82r, 88%). 'H
AMP (400MI'y, AMCO-ds): 6 8,84 (ywwmp, c, 1H),
7,20 (ywwp, c, 2H), 6,82 (g, 2H), 3,64 (T, 2H), 3,24
(ywwp, c, 4H), 3,08 (ywwp, c, 4H), 2,64 (1, 2H), 2,20
(c, 3H), 1,80 (1, 2H). MC ES: m/z 260,15 (M+H)"
(ToyHa maca: 259,17).

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopuctoBytoun 1-(5-ninepasun-1-
in-3,4-gurigpo-2H-xiHo NniH-1-in)eTaHoH, 3 OTpUMaH-
HM BKas3aHOI B 3arofioBKy CrOMyKW. H amp
(400Mru, CDCl3): 6 8,92 (c, 1H), 7,75 (g, 1H), 7,65
(@, 1H), 7,18 (m, 1H), 6,90 (m, 2H), 6,60 (g, 1H), 6,50
(o, 1H), 4,40 (1, 2H), 3,75 (1, 2H), 2,95 (ywwp, c,
4H), 2,65 (ywwp, c, 4H), 2,50 (1, 2H), 2,20 (c, 3H),
1,90 (m, 4H), 1,70 (m, 2H). MC ES: m/z 476,22
(M+H)" (Touna maca: 475,26).

Mpuknag B28' - CwHtes 7-{4-[4-(1-meTun-
1,2,3 4-TeTparigpoxiHoniH-5-in)ninepasuH-1-
iniyTokcn}-1H-[1,8]Hadp TMpUanH-2-oHy

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopuctoBytoun  1-meTun-5-
ninepasuH-1-in-1,2,3,4-tTeTparigpoxiHoniH, 3 oOTpu-
MaHHAM BKa3aHOi B 3arofioBKY CMOJSyKW. H AmP
(400MrI'y, CDCI3): & 9,75 (ywwp, ¢, 1H), 7,70 (g, 1H),
7,65 (g, 1H), 7,05 (1, 1H), 6,62 (4, 1H), 6,58 (g, 1H),
6,42 (2H), 4,40 (1, 2H), 3,22 (1, 2H), 2,95 (ywwmp, c,
4H), 2,85 (c, 3H), 2,80-2,45 (m, 8H), 1,95-1,65 (6H).
MC ES: m/z 448,12 (M+H)" (TouHa maca: 447,26).

Mpuknag B29' - Cunrtes 7-(4-[4-(1-eun-1,2,3,4-
TeTparigpoxiHoniH-5-in)ninepasuH-1-in)oyTokcu}-1H-
[1,8]Hadb TMpUANH-2-0HY

CnigyBann metoguui BiJHOBHOIO amiHyBaHHs 3
npvknagy B1', BUKOPUCTOBYIOUMN 1-etnn-5-
ninepasuH-1-in-1,2,3,4-tTeTparigpoxiHoniH, 3 oTpu-
MaHHsSIM BKa3aHOI B 3arofioBKy CrOMyKW. '"H AMP
(400Mr'y, CDCI3): 6 12,80 (ywwmp, c, 1H), 7,70 (g,
1H), 7,65 (g, 1H), 7,25 (m, 2H), 7,05 (ywwp, c, 1H)
6,62 (g, 1H), 6,59 (g, 1H), 4,40 (m, 2H), 3,65 (M, 4H),
3,45 (m, 4H), 3,25-3,00 (m, 8H), 2,80 (m, 2H), 2,25-
1,85 (m, 4H), 1,30 (1, 3H). MC ES: m/z 462,12
(M+H)" (Touna maca: 461,28).

Mpuknag, B30'" - CuHtes  7-{4-[4-(2-
METOKCMUXIHOMIH-8-in)ninepa3suH-1-in]6yTokcm}-1H-
[1,8]Hadb TMPUANH-2-0HY

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy B1', BukopucToBytoUM  2-MeTOKCU-8-
ninepasuH-1-inxiHOMiH, 3 OTPMMaHHAM BKa3aHol B
3aronoBky crionyku (0,73r, 92%). 'H AMP (400My,
CDCI3): 6 9,00 (ywwmp., s, 1H), 7,98 (g, 1H), 7,75 (g,
1H), 7,62 (g, 1H), 7,38 (g, 1H), 7,30 (1, 1H), 7,10 (a4,
1H), 6,90 (g, 1H), 6,60 (g, 1H), 6,50 (g, 1H), 4,40 (T,
2H), 4,05 (c, 3H), 3,50 (ywwmp, s, 4H), 2,82 (m, 6H),
2,68 (1, 2H), 2,50 (aa, 2H), 1,82 (m, 2H), 1,78 (m,
2H).

Mpwuknag, B31" -  Cwutes  7-{4-[4-(2-
€TOKCUXiHOMIH-8-in)ninepa3wuH-1-in]oytokcn}-1H-[1,8]
HaPTUPUONH-2-OHY

Crnigysanu meToauui BiGHOBHOIMO amiHyBaHHSA 3
npuknagy B1', BukopuctoBytouM  2-eTOKCU-8-
ninepasuH-1-inxiHoMiH, 3 OTPMMaHHSAM BKa3aHol B
3aroroBky crionyku. 'H SIMP (400Mru, CDCls): &
9,06 (ywwp, c, 1H), 7,98 (g, 1H), 7,75 (a, 1H), 7,62
(@, 1H), 7,38 (g, 1H), 7,30 (1, 1H), 7,10 (g, 1H), 6,90
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(@, 1H), 6,65 (g, 1H), 6,55 (g, 1H), 4,58 (7, 2H), 4,40
(T, 2H), 3,50 (ywuwmp, c, 4H), 2,82 (m, 4H), 2,58 (T,
2H), 1,90 (m, 2H), 1,80 (m, 2H), 1,60 (T, 3H); MC
(ES): m/z: 474,26 (M+H)" (TouHa maca: 473,24).

Mpuknap, B32' - CvHtes  7-{4-[4-(2-
AvMeTunamiHoxiHoMiH-8-in)ninepasuH-1-in]oyTokcu}-
1H-[1,8]Hacb TMpMANH-2-0HY

CnigyBanu metoguui BiJHOBHOIO amiHyBaHHs 3
npuknagy B1', BukopuctoBytoun  gumeTun-(8-
ninepasuH-1-inxiHoniH-2-in)amiH, 3  OTPUMaHHSM
BkadaHoi B 3aronosky cronyku (0,144 r; 51%). MC:
APCI: M+1:473,2 (TouHa maca: 472,26).

Mpuknap, B33'" - CwvHtes  7-{4-[4-(2-
MeTurnamiHoXiHOMiH-8-in)ninepasuH-1-in]6yTokcu}-
1H-[1,8]Hacdb TMpMANH-2-0HY

CnigyBanu metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy B1', BUKOPUCTOBYHOUN MeTun-(8-
ninepasuH-1-inxiHoniH-2-in)amiH, 3  OTPUMaHHSAM
BkadaHoi B 3aronoBky cronyku (0,282r; 70%). MC:
APCI: M+1: 459,3 (TouHa maca: 458,24).

Mpwvknag B34' - CuHtes 7-{4-[4-(3-dpTopXiHONIH-
5-in)ninepasuH-1-in]oytokcu}-1H-[1,8]Hadb TMpnanH-

2-0Hy
CnigyBann metoauui BiQHOBHOIO amiHyBaHHs 3
npuknagy  B1', BUKOPUCTOBYOUN  3-pTOp-5-

ninepasuH-1-inxiHOMiH, 3 OTPUMaHHAM BKa3aHol B
3aronoBky crionyku (433wmr, 66%). 'H AMP (400Mrw,
OMCO-de): 6 12,00 (c, 1H), 8,90 (c, 1H), 8,05 (a,
1H), 8,00 (g, 1H), 7,80 (g, 1H), 7,76 (g, 1H), 7,64 (T,
1H), 7,24 (g, 1H), 6,62 (g, 1H), 6,38 (c, 1H), 4,40 (T,
2H), 3,052,90 (m, 4H), 2,80-2,60 (m, 4H), 2,44 (T,
2H), 1,82-1,70 (m, 2H), 1,70-1,60 (m, 2H). MC
ES+448,23 (M+])" (TouHa maca: 447,21).

Mpuknag B35' - CuHTtes 7-{4-[4-(3-cbTOpXiHOMIH-
8-ui)ninepaauH-1-in]oytokcu}-1H-[1,8Hacd TMpmanH-
2-0Hy

CnigyBann metoauui BiOHOBHOIO amiHyBaHHs 3
npuknagy  B1', BUKOpUCTOBYtoun  3-cpTop-8-
ninepasuH-1-inxiHOMiH, 3 OTPMMaHHSAM BKa3aHol B
3aronoBky cronykn (420mr, 66%). MS ES+ 448,16
(M+1)" (TouHa maca: 447,21).

Mpvknag B36' - CwHtes 7-{4-[4-(2-okco-1,2-
AurigpoxiHoniH-8-in)ninepaswun-1-in]oytokeu|-1H-
[1,8]Hadp TMPUANH-2-0HY

Mo meTtoguui, nofibHin meTogumui iHWMX Mpw-
knagiB Buwe, rigpoxrnopug 8-ninepasuH-1-in-1H-
xiHoniH-2-0Hy [Chem. Pharm. Bull. 1984, 32, 2100-
2110] 3g'A3yBarmM Bi4HOBHUM amiHyBaHHAM 3 4-(7-
okco-7,8-gurigpo-[1,8]HacpTMpnanH-2-
inokcn)oyTupanbAerigjom 3 nofanslwyvMn TUMOBOKO
00po6KOIO | OYMLLEHHSIM 3 OTPMMAHHSAM BKa3aHOi B
3aronoBky crionyku. MC: APCI: M+1: 446,2 (TouHa
mMaca: 445,21).

Mpwknag B37' - CuHres 7-{4-[4-(2-okco-1,2,3 ,4-
TeTparigpoxiHoniH-8-in)ninepasuH-1-in)6yTokcu}-1H-
[1,8]HacpTMPUANH-2-0HY

Mo meTtoguui, nofibHin meTogumui iHWMKX Mpw-
Knagis Buwe, rigpoxnopua 8-ninepasvH-1-in-3,4-
aurigpo-1H-xiHoniH-2-oHy  [Chem. Pharm. Bull.
1984, 32, 2100-2110] 38'A3yBanv BiAHOBHUM aMmiHy-
BaHHSAM 3 4-(7-okco-7,8-aurinpo-[1,8]Hacp TMpmanH-2-
inokcn)oyTupanbAerigjom 3 noAanswymMn TUMOBOKO
00po6KOK | OYMLLEHHSIM 3 OTPMMAHHAM BKa3aHOi B
3aronosky cronykun. MC: APCI: M+1: 448,3 (TouHa
maca: 447,23).
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Mpvknag B38' - CwuHres 7-(4-[4-(1-meTun-2-
okco-1,2,3,4-TeTparigpoxiHoniH-8-in)ninepaswH-1-
imoyTtokcu)-1H-[1,8Hach TMpManH-2-oHy

Mo meTtoguui, nofibHin meToauui iHWKX Mpw-
knagis BuLle, rigpoxrnopug 1-metun-8-ninepasunH-1-
in-3,4-gurigpo-1H-xiHo niH-2-oHy 3B'si3yBanu BigHOB-
HAM  aMmiHyBaHHAM 3  4-(7-okco-7,8-gurigpo-
[1,8]HadbTMpMAauH-2-inokcun)bytupanbaerigom 3 no-
AanblnMMyM  TUNoBoto OBpoOKOID | ouULEHHAM 3
OTPVMaHHsIM BKa3aHoi B 3aronioBky crionyku. MC:
APCI: M+1: 462,2 (TouyHa maca: 461,24).

Mpuknag B39’ - CuvHres
6eH30[1,2,5]okcagiazon-4-inninepasuH-1-
in)6yTokcu]-1H-[1,8Hacp TMpManH-2-oHy

Cnigysanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopucToBytouM rigpoxropug 4-
ninepasuH-1-in6eH3o[1,2,5]okcagiasony [Vogel,
Martin; Karst, Uwe. (2001), nateHT Hime44yunHu
Ne19936731], 3 oTpUMaHHAM BKa3aHOi B 3arorioBky
cronyku (0,161r; 45%). MC: APCI: M+1: 421,2 (Tou-
Ha maca: 420,19).

Mpuknag B40' - CuHTes 7-[4-(4-
6eH30[1,2 5]tiapiason-4-inninepasuH-1-in)6yTokcu]-
1H-[1,8]HadbTMpMANH-2-OHY

CnigyBanu metoauui BiJHOBHOIO amiHyBaHHS 3
npuknagy B1', BukopucToByrouM 4-ninepasuH-1-
inbeH3o[1,2,5]tiagiazon [Lowe, John A., Ill.; Nagel,
Arthur A. (1989), nateHt CLUA Ne4831031], 3 oTpw-
MaHHSM BkasaHoi B 3aronoBky crnonyku (0,336r;
60%). MC: APCI: M+1: 439,2 (ToyHa maca: 438,17).

Mpuknag B41'" -  Cwnres  7-{4-[4-(2-
TpudpTopmeTun-3H-6eHsimigazon-4-in)ninepasunH-1-
imoyTtokcu}-1H-[1,8JHacp TMpManH-2-oHy

Oo cycneHsii 4-(7-okco-7,8-gurigpo-
[1,8]HadhTMpmaunH-2-inokeun)bytupanbaerigy (0,211r,
0,908mmornb, 1,29ekB.) i 4-ninepa3uH-1-in-2-
TpudTopmeTUn-1H-6eHsimigazony (0,190r,
0,703mmonb, 1ekB.) B guxnopeTaHi (5Mn) gogasanu
NaBH(OAc)s (0,558r, 2,631mMonb, 3,74ekB.). 3aBu-
Ci 4aBann MOXIMBICTb MepeMillyBaTUca MpoOTAromM
Houi Mpu KiMHaTHIN Temnepatypi (18roa.). Cymiw
posbasnsimm EtOAc i racunu HacuyeHnm NaHCOs.
OpraHiyHy a3y noTim NpomMuBanM HacU4YEHUM pPo3-
YnHOM cofli, cywmmm Hag NaxSOs, dinbTpyBamm i
ynaptoBamm y Bakyymi. OunileHHs xpomaTorpadieto
Ha cunikareni (2% MeOH/CHClI») i noganbLwe yTBO-
penHs HCI coni 3 BukopuctaHHam 1H. HCI B edipi
Janu BkaszaHy B 3aronosky cronyky (0,230r, 62%).
MC: APCI: M+1: 487,1 (TouHa maca: 486,20).

Mpuknag C1' - CuHte3 4,4-gumeTun-7-[4-(4-
xiHoniH-8-inninepaawuH-1-in)6yTokeu]-3,4-aurigpo-
1H-[1,8] Hadb TMpPUAWH-2-0HY

Mepwy npomikHy crnonyky, (6-amiHOMipuanH-2-
in)amig 3-meTunbyT-3-eHOBOI KMCMOTU, OTPUMYBaNu
Takum YuHom. 2,5-IiamiHonipuguH (70r, 0,641morb)
po3uuHsanu B 2100mn TI® B 5n 4-ropnii konbi, 3a-
Oe3neyveHin MexaHi4YHO Millarkoto, fiHielo BBeaAeH-
HA N2 i 500mn kpanenbHOW ninkow. Y peakuinHy
konby popasanu EtsN  (447mn, 5eks.). 3,3-
OumeTtnnakpunoinxnopug (76r, 0,641monb) po3ba-
Bnsamm 700mn TIT® i oTpumaHuin po3yuH goaasBanu
no Kpannsx B peakuinHy konby. MoMipHuii ek3oTep-
MiYHUA edbekT, WO crnocTepirascs, perynioBanu 3a
pornomoroto 6aHi 3 KpypKaHo BOAOK ANd NigTPUMKN
Temnepatypu <15°C. lNicns Toro sik goaaBaHHA 3a-
KiHYyBanu, peakuinHin cymiwi gasanu 3irpitucsa oo

7-[4-(4-
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KiMHaTHOT TemnepaTtypu i nepemiwysanu ii B aTMo-
cpepi N2 npoTarom 1,5roa. PeakuiiHy cymill KOH-
ueHtpyBanu i gogaBanm CH2Clo. Po3umH CH2Cls
npomuBarm H>O i BogHui wap niggasamv 3BopoT-
Homy ekcTparyBaHHio CH2Cla. OpraHidHi wapu 3mi-
wyBamm i cywmnu Hag NapxSOy4, cinbTpyBanu i KoH-
LeHTpyBanu Ao Macrna. HeounweHudi npogykT
oyMLLanu KOJIOHKOBOK XpomMatorpadieto 3 BUKOpMC-
TaHHAM rpagieHTHoi nepecyBHoi dasn 10%-30%
EtOAc B rekcaHax. Bci dpakuii, wo mictunm Heob-
XigHMA npodykT, o6'egHyBanu i KOHUEHTpyBanu Ao
Macna. AMP-aHani3 mpoaykTy Mokasdyeas, LIO Mpo-
AykT 6yB cymiwwto (1:1) 2 isomepiB, anbga-, beTa-
HeHacuyeHoro i 6eTa-, raMma-HeHacn4eHoro isome-
piB, WO pawTe neply npomikHy crnonyky (90,0r,
0,47monb, 73%). MC: APCI: M+1: 192,0 (TouHa ma-
ca: 191,11).

Opyry npoMixkHy crionyky, 7-amiHo-4,4-aumMeTun-
3.,4-purigpo-1H-[1,8]HacdbTMpmnanH-2-0H, oTpUMyBanu
TakuM  YuHOM.  (6-AMmiHomipuguH-2-in)amig — 3-
MeTunbyT-3-eHoBOI KkucnoTtu (49,2r, 0,26morb) po3s-
yuHsam B 500mn CH2Cl2 B 1000-mn 3-ropnivi konbi,
3abe3neyveHii MexaHivyHo Miwankot, 125-mn kpa-
nesnbHO NiiKol | TepMonapoto. Y konby gogasanu
no kpannsx npu nepemiwyBaHHi MeSOsH (50mn,
0,78wmornb). Npy gofgaBaHHI perynioBany 3a 40NoMo-
roto 6aHi 3 KpKaHO BOJOK EK30TEPMIYHMIA edhekT
ansa nigtpumkn Temnepatypu <20°C. Cymiwi gaBanu
MOXIMBICTb MepeMilllyBaTUCS MPOTAroM 15XBUMUH.
AICI3 (274r, 2,08momb) cycneHgyBsarm B 1500mn
CHxCl2 B 5-n 4-ropnin konbi, 3abe3neyeHin MexaHi-
YHow Miwankoto, 1000-Mn  KpanenbHOK FilKolto,
ninieto BBefeHHA N2 i Tepmonapoto. [lo oTpumMaHol
cycrnieHsii gogaBany Mo Kpannsix po3uvH amigy. Ek-
30TEePMIYHUI edbeKT Big OOAaBaHHA 3HOBY peryrno-
Banu Ans nigTpumkn temnepartypu <20°C 3a goro-
Morot OaHi 3 KpwKaHol BOAOK. PeakuinHin cymili
Aasanu 3irpitmca go KiMHaTHOI TemnepaTtypu i ne-
pemilwyBaTuca npoTaArom Houi. Peakuisa cnoxwuna
BeCb OeTa-, raMMa-HeHacu4eHun isomep i BBaxana-
CH 3aKkiH4eHot. PeakuiiHy cymill MoBinbHO BunuBa-
N1 Ha nig 4na 3BOPOTHOTO raciHHSA. [NoralueHy cymil
posogurim o pH 8-10 gopaBaHHaM 2H. KOH. Coni
BMMajanu 3 po3umHy B Ocag i HacudyBanu BOAHY
¢asy. CycreHsito nepeHocunM B OinMIbHy NinKy i
ekcTparyBanu gsa pasum cymiwwo  100:8:1
CH2Cl2:EtOH:NH4OH. OpraHivHi wapu 3miwysanm,
cywmnm Hag NaxSO4, dinbTpyBanu i KOHUEHTpPYBa-
nM 0o HeouuLleHo!T TBepaol peyoBuHWU. TBepay pe-
yoBuHYy po3Tuparm B EtOAc i ginbTpyBarm. OTtpu-
MaHi TBepAi YacTuHkM Oynu 4ncTol  Apyroto
npomikHOl cronykoto (22,4r, 0,117morb, 46%).
MC: APCI: M+1: 192,2 (To4yHa maca: 191,11).

TpeTio  npomikHy  crnonyky,  7-¢pTop-4,4-
anvetnn-3,4-aurigpo-1H-[1,8]Hacd TpnanH-2-oH,
oTpyMyBarm Takum 4mHoM. HF-nipyuguH (100mn)
oxonompkyearm go -42°C B 1000mn HDPE 6ytni,
BuKkopucToBytoun 6aHio 3 CH3CN i cyxum nbogom.
Mpu eHepriHoMy MepeMillyBaHHi gogaBanu nopui-
AMun 7-amiHo-4 ,4-aumeTnn-3,4-gurigpo-1H-
[1,8]HadbTpmanH-2-oH (24,6r, 0,129mornk). Mo 3a-
KIHUEHHI BULLIEOMMCaHOrO [OAaBaHHS AodaBanu
nopuismu NaNO- (8,9r, 0,1291mornb). 3HayHi ek3o-
TepMivHi edekTn cnocTepiranuca nig 4Yac Toro n
iHWoro aoAaBaHb. PeakuinHin cymiwi noTim gasanu
3irpituca go 0°C i nepemiwyBaTucst NpoTsArom 2rop.
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PeakuinHy cymiw racnmm B 4n HDPE 6yTni, Hano.-
HeHoMy nbofoM. [oTiM BOAHY 3aBWUCb HenTpanisy-
Banu 3 BMKopucTaHHsaM 2H. KOH. OtpumaHuii Boa-
HUM po34dnH Tpudi ekcTparyBanu CH2Clo. OpraHiyHi
wapwu cywmmm Hag NaxSOs, dinbTpyBanm i KOHUEH-
TpyBanu gocyxa. HagmipHun nipyanH aseoTponysa-
mm 3 renraHoMm. MNpoaykT cywmnm y Bakyymi (2mm pT.
cToBra) npotaroM 3rof. TpeTio MPOMIKHY CrosyKy
6yno BugineHo y Burnagi 6inoro nopouky (23,06r,
0,119wmonb, 92%). MC: APCl: M+1: 195,1 (TouHa
maca: 194,09).

YeTBepTy NPOMDKHY CronyKy,
rigpokcmbyTtokcn)-4,4-aumetnin-3,4-gurigpo-1H-
[1,8]HachTMPUONH-2-0H, OTpUMYBaNM TakuM YUHOM.
7-®10p-4,4-aumeTnn-3,4-gurigpo-1H-
[1,8]HadbTpnanH-2-oH (5,09r, 26,2Mmorb) | GyTaH-
1,4-gion (11,81r, 131,0mmonb) 3MilyBanu y BUCY-
LWeHin 2-ropnin kondi B atmocdepi No. NMP (50mr)
JoJaBanu i po3ynH HarpiBanu Ha macnsHin 6aHi oo
70°C npoTarom Houi. PeakuiliHy cymill Oxomnomxy-
Banu OO KiMHATHOI TemnepaTtypu i BNMBanmM B Kpu-
XaHy Body. TBepay peyoBVHy, LLO yTBOpWUnacs npwu
ubomMy, 36umparm i po3TMpanu B aueToHITpuni 3
OTPUMaHHAM 4YeTBEepTOi MPOMDKHOI CrOMykM y BU-
rnagi pyayeBaTo-kopudHeBoro nopouky (1,72r). Mar-
KoBuUI po3umH ekctparyBanu CH.Cly, cywmnm Hag
NazSOs, dineTpyBanu i ounwamm MPLC (rpagieHT
Big 100% CH2Cl> go 100% emunaueTtaty). Crnonyku
BMLINANM y BUrMsAi cymiwi nobivHMX npoaykTiB Aio-
ny. YeTBepTy MPOMDKHY CMOMyKy OTPUMYBanu y Bu-
rnagi npo3opux kpuctanie (1,09r) nepekpucTanisza-
uieto 3 aueToHiTpuny i we 340Mr oTpumysanu
Apyroto nepekpucTanisadieto. MNpoaykti 3miwysanu
3 OTPUMaHHAM B pesynbTarti 3,15r yeTBepTOi NPpOMiI-
»XHoi cnonyku (11,9mmonb, 45,5%). MC: APCI: M+1:
265,1 (TouyHa maca: 264,15).

Mary npomixHy cronyky, 4-(5,5-oumeTun-7-
okco-5,6,7,8-TeTparigpo-[1,8]Hacb TpmanH-2-
inokcun)oytvpanbgeriga, oTpUMyBanyM TakUM YMHOM.
7-(4-TigpokcnbyTtokcm)-4,4-gumeTun-3,4-gurigpo-
1H-[1,8]HadbTMpnaunH-2-oH (1,72r, 6,51MmonNb) po3-
YnHanm B etunauetati (50mn, 0,14M po3uuH) i go-
pasanm IBX (13r, 46,4mmonb). CycneHsito 3aHypto-
Banu B MacnsHy BaHHy npu 80°C i eHepriiHO
nepemilyBanu 3 BUKOPUCTaHHSIM 3BOPOTHOMO XOJ10-
OunbHuka. Yepes 1,5rod. peakuiiHy CyMmiwl oxorio-
pKyBanu 4o KiMHaTHOT TeMnepatypu i inbTpyBanu.
dinbTpaT KOHUEHTPYBanM 3 OTPUMaAHHAM M'ATOl
NPOMDKHOT CMOMyKW1 y BUrNaai pyayBaTo-KOpUYHEBOI
TBephoi pedvoBuHn (1,62r, 6,18mmornb, 95%). MC:
APCI: M+1: 263,1 (TouHa maca: 262,13).

HadtvpuauHonn npuknagis C1'-C6' cuHTe3y-
Banu B KoMOGiHaTopHOMy 6ibnioTe4yHoMy cbopmari
BiHOBHUM aMiHyBaHHSAM BIAMOBIAHMX MinepasuHo-
BUX Mo4YaTkoBUX MaTtepianie 3 4-(5,5-gumeTun-7-
okco-5,6,7,8-teTparigpo-[1,8]Had TmpnanH-2-
inokcn)oyTMpanbaerigoM Mo HacTyMHIN  3aranbHin
mMeToamu,i.

Anbperig (0,3mMMmonb) i ninepasuH
(60,306MMoOrb) 3miyBanM B MeTuneHxnopuai i ne-
pemiwyBanu y dnakoHi noHag cut npotarom 10xs.
TpuaueTokcuboporigpug Hatpito (0,42MMorb) po-
Jasanm i peakuiiHy cyMmill nepemillyBanu npoTarom
Houi. Peakuito racunm nosinbHUM JO4aBaHHAM BOAM
i noTiM cymiw inbTpyBamm. 3anuLLOK po3noainsanu
Mk CH2Cl2 i BOOOHO | opraHiyHMiA Lwap KOHUEHTPY-

7-(4-
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Banu. OuunlieHHs piguHHOIO  Xpomatorpadieto
(MPLC), rpagieHt Big 100% CH.CIl> go 100% 10%
MeOH B CH.Cl, po34uHi) gano BkasaHy B 3arofioBKy
crnonyky. KiHueBi mpoaykTu nepeTsBoptoBany B XIO-
poBoaHeBi coni 06pobkoto po3ymHom HacudeHoi HCI
B MeOH.

BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-
rnagi niivm (207wmr, 0,451Mmons, 75,1%). MC: APCI:
M+1:460,2 (ToyHa maca: 459,26).

Mpvknag C2' -  CwuHres  7-{4-[4-(2,3-
avrigpobeH3so[1,4]giokcnn-5-in)ninepaswH-1-
injoyTokcu}-4,4-gpumeTun-3,4-gurigpo-1H-

[1,8]Had TMpUANH-2-0HY

BkasaHy B 3arofioBky Croflyky BWAINamm y Bu-
rnagi 6inoi TBepaoi peyvoBuHn (91mr, 0,195mMmorb,
39,2%). MC: APCI: M+1: 467,2 (ToyHa wmaca:
466,26).

Mpvknag C3' - CuHTes 4 4-gumetun-7-{4-[4-(2-
okco-1,2,3,4-TeTparigpoxiHoniH-8-in)ninepasuH-1-
in)oyTokcu}-3,4-gurinpo-1H-[1,8Hacd TpuanH-2-oHy

BkasaHy B 3arofioBky Crosfyky BWAINAmm y Bu-
rnagi xnoposogHeeoi coni (101mr, 0,196mMmorb,
25,7%). MC: APCl: M+1: 478,3 (ToyHa Maca:
477,27).

Mpvknag C4' - CuHtes 4,4-gumetun-7-{4-[4-(2-
okco-1,2-gurigpoxiHoniH-8-in)ninepasuH-1-
injoyTokcu}-3,4-gurinpo-1H-[1,8JHad TpuamH-2-oHy
BkasaHy B 3aronioBky Cronyky Buainanm y Burnagi
xrnopoBoaHeBoi coni (140wmr, 0,273mmonb, 35,8%).
MC: APCI: M+1: 476,2 (TouHa maca: 475,26).

Mpuvknag C5' - CuHTtes 7-[4-(4-6eH30dypaH-7-
inninepasuH-1-in)éytokcu]-4,4-gumeTun-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-oHy

BkasaHy B 3aronoBky Cronyky BUAINsmm y Bu-
rnagi xnoposogHeeoi coni (105mr, 0,216mmorb,
28,4%). MC: APCl: M+1: 4493 (toyHa Maca:
448,25).

Mpvknag C6' - CwuHtes 7-[4-(4-xpomaH-8-
inninepasuH-1-in)éytokcn]-4,4-gumeTnn-3,4-
aurigpo-1H-[1,8]Hacp TMpnanH-2-ony

BkasaHy B 3aronoBky Cronyky BUAINsamm y Bu-
rnagi 6inoi TBepaoi peyoBuHK (221mr, 0,476Mmorb,
56,7%). MC: APCl: M+1: 465,2 (ToyHa Maca:
464,28).

Mpwvknag P1' - CuHTes 6-dT1op-7-[4-(4-XiHONiIH-8-
inninepasuH-1-in)6ytokcu]-3,4-gurigpo-1H-

[1,8]Hadp TMPUANH-2-0HY

MepLuy NMPOMDKHY
©eH3UnokcmMbyToKkcK)-2-xmop-5-
(PTOPHIKOTUHOHITPUI, OTPUMYBAMN TakuM YmMHOM. [lo
pPO34UHYy 4-6eHsunokcu-1-6ytaHony (19,44,
108mmorb) B TI® (200Mn), oxonogXeHoro Oo -
40°C, popaBarm 1M KO'Bu B Trd (108mn,
108mmorb). Cymiw nepemilyBanu npoTsarom 5xs.
npu -10°C i noTim pgodasarm A0 PO34uHy 2,6-
anxnop-5-propHikoTrHoHITPUNY (20,0r, 105MMorb)
B TI® (300mn), oxonogxeHoro go -70°C, npoTarom
25xB. Cymill cTaBana KOpPWUYHIOBATO-KOBTOK 3 [e-
SAKOK KanamyTHicTio. PeakuinHin cymiwi gasanu
3irpiTMcs 4o KiMHaTHOT TemnepaTypu NPOTAroM 2rof.
Tr® sunaptoBanu i 3amuwiok posbaensamm Et,O. Cy-
MiLL MPOMMBAaNN BOAO, HACUYEHNM PO3YMHOM COfi,
1H. IMMOHHOIO KMCFOTOO, BOAOK i HACUYEHUM PO3-
YyvHoM coni, cywmmm Hag NaxSOs i kKoHUEeHTpyBanu
Ao macna. Macrno posunHamm B cymiwi Et,O/rekcaHn
i oXornodXyBanM B XOMOAMMbHWKY MPOTArOM HOMi.

Cronyky, 6-(4-

82541

266

YTBOplOBanacsa KpuctaniyHa TBepga peyvoBuHa, sKy
36upanm inbTpyBaHHAM, MPOMMBANU rekcaHamu i
CyLWMNKN 3 OTPUMAHHAM MepLUOT MPOMDKHOT Cromyku
y Burnsgi 6inoi tBepgoi peyosuHu (17,0r). dinbTpat
KOHLUEHTpyBanu i ouvwanu xpomarorpacdieto Ha
cunikareni (Biotage 40L, 0-6% EtOAc/rekcaHu) 3
OTPUMaHHSAM O0AaTKOBOI MepLUOl MPOMDKHOI Crosy-
KM y Burnsgi 6inoi TBepdoi peyoBMHU (CyMapHO
26,9r, 80,4mmonb, 77%). MC: APCI: M+1: 3351
(TouHa maca: 334,09).

Opyry  npomikHy cronyky, 2-a3upo-6-(4-
©€eH3NNOKCUBYTOKCK)-5-D TOPHIKOTUHOHITPWI, OTpU-
MyBamM  TakuMm  4uMHOM. [o  po3yuHy  6-(4-
6eH3nnokcmbyToKcK)-2-xnop-5-
dTopHikoTUHOHITPMAY (20,0r, 60,0Mmorb) B OM®A
(40mn) pogasamm asmg Hatpito (4,271, 65,7Mmornb) i
cymiw HarpiBanm npu 70°C npoTaroMm Houi. Cymiw
BmmBamm B Et,O i npomuBanu Bogow i Hacu4yeHum
po3umHom comi. Et2O posuvmH npomyckanu uepes
KornoHky Biotage 12M 3 cunikarenem, cywwmnu Hag
MgSO4 i akTMBOBaHUM BYriNMsM i KOHUEHTpyBanu 3
oTpyMaHHsiM macna (19,67r). Mepekpuctanisauia 3
cymiwi Et,O/MeOH gana gpyry npomixkHy Cronyky y
BuUrnagi TBepnoi pevoBuHu (17,24r, 50,5mmors,
84%). MC: APCI: M+1: (TouyHa maca: 341,13).

TpeTio  MPOMiXHY  CMOMyKy, 2-amiHo-6-(4-
6eH3MNOKCMBYTOKCH)-5-PTOPHIKOTUHOHITPUA, OTPU-
MyBanM Takum 4YuHOM. o po3uuHy 2-a3npo-6-(4-
6eH3UMOKCUBOYTOKCH)-5-DTOPHIKOTUHOHITPUIY
(17,2r, 50,4mmorb) B MeOH (450mn) gopasanu
rekcameTunavcunriad (19,0r, 106,5mmork). Peak-
LinHa cymiw Buainsna ras, i Yepes 15xs. yTBoptoBa-
BCA ocad. PeakuiHy cymil nepemillyBann npoTs-
roM HOYi npu KiMHaTHIK Temnepatypi i MOTIM
GinbTpyBanu Ana BuAaaneHHs cipku, WO Bunana B
ocaa. CyMilw KOHUEHTpyBanm i noTiM 3HOBY pO34u-
Hanu B Et20. Cymiw dinbTpyBanm 3HOBY Anst Buaa-
NeHHst AoaaTKoBOT ocamKeHoi Cipku. PinbTpaT KoH-
ueHTpyBanu i nepekpucTanisoByBanu 3 CyMiuli
MeOH/rekcann. TBepay pevoBuHy 3bupanu inbT-
pyBaHHAM, MpoMuBanu cymiwwio rekcaH/MeOH i
CyWMNKN 3 OTPUMAHHAM TPEeTbOT NPOMDKHOI CMOMyKu
(13,74r, 43,57mmornb, 86%). MC: APCI: M+1: 3164
(TouHa maca: 315,14).

YeTBepTy MPOMDKHY CMOMyKy, 2-aMiHo-6-(4-
6eH3unokcnbyToken)-5-pTopnipuanH-3-
kapbanbgerig, oTpymMyBanu Takum YmHoM. o pos-
YUHY 2-amiHo-6-(4-6eH3unokcnbyToKken)-5-
dTopHikoTUHOHITPKUAY (7,251, 23,0MMork) B TI®
(40mn), oxonogxeHoro o 0°C, popnasarm DIBALH
(1Mb TIr'®, 69mn, 69mmons). Peakuis 3akiHiyBanacsi
yepes 5xB. [ng raciHHA peakuinHOi cymiwi JjoanaBa-
m oxonogxeHy 2H. HCI gyxe mnoBinbHO (CUnbHWN
ek3oTepMivHMIn ecbekT). Cymilw yTBOpIOBarna 4epBo-
HWI renenofibHui matepian. Jogasanu Et,O i pos-
ainanu wapu. OpraHivyHuiA Wap NnpoMMBanyM Hacude-
HUM po34ymHoM coni i HacudeHum NaHCOs i noTim
dinbTpyBanu Yepes uenit. Bce we morna 0ytu ge-
sKa KiNMbKICTb KOMMIEKCHOro MpoAYKTY artoMiHito,
TOMY OpraHi4HUiA po34KH 3HOBY NpomumBan 2H. HCI,
HacuM4yeHNM pPO34MHOM cofli, HacudeHum NaHCOs i
Hacu4yeHnmMm po34vmHoMm cori, cywmmm Hag MgSOs i
KOHLEHTPYBanun 3 OTPMMaHHAM HeOYULLEHOI YeTBe-
pTOT MPOMDKHOT CMOMYyKW Yy BUrNagi opaHXeBoro ma-
cna (5,23r, 16,4mmonb, 71%). MC: APCI: M+1:
319,2 (ToyHa maca: 318,14).
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M'aty npomixHy cronyky, eTunosun edip 3-[2-
amiHo-6-(4-6eH3unnokcmbyTokecm)-5-dpTopnipnanH-3-
inlakpnnoBoi KUCAOTW, OTPUMYyBanuM TakUM YUHOM.
[o po3unHy 2-amiHO-6-(4-6eH3nnokcnbyTokcm)-5-
dTopnipnavH-3-kapbanbgerigy (5,23r, 164Mmorb,
HEOUULLEHNI MPOAYKT nonepeaHsoi peakuii) B TI®
(50mn) aofasamm (kapbeTokcMmeTH-
neH)TpudeHindocdopaH (5,72r, 16,43mmonb) i
po34ymH HarpiBamm npu 67°C npoTarom Houi. Peak-
LiHy CYMill KOHLEHTpYBanu i 3anuLloK ouuwianu
piauHHolo xpomatorpadicto (Biotage 65M, 0-10%
EtOAc/CH2Cl2) 3 oOTpuMMaHHsaM n'aToi  MPOMBKHOI
CMOMyKN y BUrIsiQi )KOBTOI TBepAoi peyoBuHU (73%).
MC: APCI: M+1: 389 4 (TouyHa maca: 388,18).

WocTty NPOMDKHY CroryKy,
6eH3unokcubyTtoken)-6-top-3,4-gurigpo-1H-
[1,8]Hadb TMPUANH-2-0H, OTpUMYyBanNu TakMM YUHOM.
ETunosuii edip 3-[2-amiHO-6-(4-
©eH3nnokcmbyTokcK)-5-cpTopnipuanH-3-injakpunosoi
kucrnoTu (7,18r, 18,5mMmonb) rigpyBanu B atmocdepi
H2 (4300 dyHTiB Ha KB. AtONM) 3 BUKOPUCTaHHSIM Ra-
Ni (2r) B MeOH (100mn). PeakuinHy cymiw dinbTpy-
Banu i koHueHTpyBarm. MC nokasdyBana, Wo Mo-
OBIVHU 3B'A30K BX€ BiOHOBNEHWW i Aesika YacTuHa
MaTepiany yTesopuna uukn. MaTtepian cycneHgysanu
B 'PrOH i gogasarmm rigpaT M-TonyoncynbgOHOBOI
kucnotn (0,41r) pogasanu. Cymiw HarpiBanu npu
80°C nporarom 30xB. [ogaBarmm Hacu4eHWi
NaHCO3 i cymiw KOHUEHTpyBamm. 3anuLuok posro-
ainanu mix Et0 i Bogoto. OpraHiyHun wap npomu-
Banu HacuyeHum NaHCOs3 i HacuyeHnM po34YnHOM
coni, cywmmm Hag MgSOs i KOHUEHTpYBamm 3 OoTpu-
MaHHSIM >KOBTOro macra, ske 3aTtBepgisarno. lNepe-
Kpuctanisauis 3 cymiwi EtOfrekcaH gana wocty
NPOMiXHY Cronyky y Burnsigi 6migo-XoBToi TBepaoi
peyoBuHn. MC: APCI: M+1: 345,1 (TouHa maca:
344,15).

Cbomy  MpombkHy  cronyky, 6-dTop-7-(4-
rigpokcmbyTtokcm)-3,4-gurigpo-1H-[1,8]Hadp TmpnaunkH-
2-0OH, oTpuUmyBanm Takum YMHOM. 7-(4-
BeHsunokcnbyTtoken)-6-dtop-3,4-gurigpo-1H-
[1,8]HadbTMpManH-2-oH (4,79r, 13,9vMornb) rigpyBa-
m B atmocdepi Hz 3 BukopuctaHHam 20% Pd/C
(1,0r) B EtOH (100mn). PeakuinHy cymiw dinbTpy-
Banu i KOHUEHTpyBanu 3 oTpMMaHHsaM 3asuci. Jloga-
Banu Et,O i TBepdi yactuHkM BigdinbTpoByBam.
dinbTpaT KOHUEHTpyBanu i onucaHumn npouec Mo-
BTOPIOBaM 3 OTPUMAHHSAM CbOMOI NPOMDKHOI Cro-
nykv y Burnsgi teepgoi peyosuHu (3,2r, 13,0Mmor.,
91%). MC: APCI: M+1: 255,1 (TouHa maca: 254,11).

BocbMmy npomikHy cronyky, 4-(3-cdTop-7-0oKkco-
5,6,7 8-tetparigpo-[1,8]JHad TMpnanH-2-
inokcn)oyTmpanbAaeria, OoTpUMyBamM TakuM YMHOM.
[o posuuHy okcaninxnopugy (1,78r, 14,0mmork) B
CH2Cl> (25mn), oxonomxeHoro go -70°C, npogasanu
po3uymH AMCO (2,15r, 27 ,6mmork) B CH2Cl2 (1,5Mmr)
npoTarom 4x8. Cymill nepemillyBanm npoTarom 5xs.
i godaBanM MpOTAroM 5xB. po3ynH 6-dpTOp-7-(4-
rigpokcmbyTtokcm)-3,4-aurigpo-1H-[1,8]HadpTvpnaunn-
2-oHy (3,1r, 12,0mmorb) B AMCO (4,5mn) i CHxCly
(44mn), oxonomxeHu go -50°C. Cymiw nepemiLuy-
Banu npoTsarom 10xB. npu -70°C i B pe3ynbTaTti BOHa
3atBepgiBana. PeakuiliHy cymiw Harpisanm go -30°C
i gogaBanu TpuetunamiH (8,9mn, 63,8mMmork), WO
Jano cycrneHsilo, siky MoXHa nepemiwysaTun. Peak-
LifHYy cyMill HarpiBanu 0O KiMHaTHOT TeMnepartypu

7-(4-
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npotarom 30x8. Cymiw gogasanv 4O Boau i po3gi-
nanu wapu. OpraHivHWA Wap npoMyBanmu BOAOHO i
po36aBneHUM HaCWM4EeHUM PO3UYMHOM COSli, CYLLMMN
Hag MgSOy i KOHUEHTpyBanmM 3 OTPUMaHHAM Macna.
Bammwok posnoginanm mik EtO i BogHOK nMMOH-
Hoto kucrnoToto (pH 4,5). OpraHiyHmii Wwap npomMuBa-
m posbasneHum BogHuM NaHCOs i HacuveHum
po34nHom corii, cywmnu Hag MgSOs i KoHUEeHTpYBa-
M 3 OTPMMaHHSM BOCbMOI MPOMDKHOI CMONyKU Yy
BUrMAgi >xoBToro macrna (1,89r), sike BUKOPUCTOBY-
Banu 6e3nocepeHb0 B HAcCTyMHin peakuii. MC: AP-
Cl: M+1: 253,2 (ToyHa maca: 252,09).

BkasaHy B 3arofioBky Cronyky oTpMmyBanu Big-
HOBHMM  aMmiHyBaHHAM  4-(3-dTOp-7-0KCO-5,6,7 8-
TeTparigpo-[1,8]Hadb TMpuanH-2-
inokcu)6ytupanbaerigy 8-ninepasuwH-1-inxiHoniHom 3
BMKOPUCTaHHAM MnpoLeaypu, nogibHoi 4o onMcaHoi B
npuknagi A1'. MC: APCI: M+1: 450,2 (ToyHa Maca:
449,22).

Mpuknag D2' - CwHte3s 6-cTop-7-[4-(4-
i3oxiHONiH-5-iNninepaswuH-1-in)6yTokcu]-3,4-aurigpo-
1H-[1,8]Hacb TpMAUH-2-OHY

BkasaHy B 3aronioBky Cronyky oTpMmyBanu Big-
HOBHMM  aMmiHyBaHHAM  4-(3-dTOp-7-0KCO-5,6,7 8-
TeTparigpo-[1,8]Hadb TMpuanH-2-
inokcu)6yTupanbaerioy 5-ninepasuh-1-
iNi3oxiHONIHOM 3 BUKOPUCTaHHAM MpoLuenypwu, noaio-
HOi onmcaHin B npuknagi A1'. MC: APCI: M+1: 450,2
(ToyHa maca: 449,22).

Mpuknag E1' CuHTes  7-[4-(4-xpomaH-8-
inninepasuH-1-in)6ytokcu]-1H-nipngo[2,3-
d]nipyumiguH-2-oHy

Mepwy npoMbkHy  crnonyky, 2-amiHO-6-[4-
(TeTparigponipaH-2-inokcn)byTokeu]nipugnH-3-
kapbanbaeria, oTpuMmyBanv Takum YuHom. Cymiw N-
{3-cbopmin-6-[4-(TeTparigponipaH-2-
inokcum)6yTokeulnipnuanH-2-in}-2,2-
anmeTtnnnponioHamig (9,8r, 25,9mmMonb), 2H. KOH
(35mn) i EtOH (40mn) HarpiBanu npy 80°C npoTsirom
2roa. ETtaHon Bugananu npu 3HWKEHOMY TUCKY i
s3ammwok ekctparysamm EtOAc (3x100mn). O6'ea-
HaHi opraHivHi dasu npommeamm HxO (40mn) i Hacu-
YeHUM po34uHoM cori (40mn), cywmnu Hag NaxSOqy i
KOHLIEHTpYyBanu 3 OTPUMaHHAM MepLUoi MPOMDKHOT
CMOfyKW Y BUrMAAI Macna, ke BUKOPUCTOBYBanu Ha
HacTynHi cTagii 6e3 [oO4AaTKOBOMO OYULLEHHS. H
AMP (400Mry, CDCl3): 8 9,70 (c, 1H), 7,62 (g, 1H),
6,17 (g, 1H), 4,60 (m, 1H), 4,40 (m, 2H), 3,90 (m,
2H), 3,50 (m, 2H), 2,00-1,50 (m, 10H).

Opyry NPOMDKHY Cronyky, 7-[4-
(TeTparigponipan-2-inokcu)oyTokeu]-1H-nipuao[2,3-
d]nipymiguH-2-oH, OoTpuUMyBanu Takum 4YuHOM. [o
pO34nHYy 2-aMiHo-6-[4-(TeTparigponipaH-2-
inokcn)oyTokculnipuamH-3-kapbanbaerigy, oTpumMa-
HOro Ha ocTaHHin cTagii, B CH2Cl2 (50Mn) gogasanu
TpuxnopaueTtunidouiaHat (5,85r, 31,08mmors) no
kpannsx. o 3akiH4eHHi JofdaBaHHA Cymiw nepeMmi-
LyBanu npu KiIMHaTHIN TeMnepatypi NnpoTarom 1roa.
[o oTpumaHoi cymiwi gogasanu nocnigosHo MeOH
(50mn) i 1H. NaOH (40mn). OTpumaHy npu LbOMY
CyMiLL MPOAOBXYBanu nepemillyBat npu KiMHaTHIN
TeMmnepartypi npotarom we 1roAa. lNMoTim BMaananu
NPY 3HWKEHOMY TUCKY PO3UMHHIMK | 3aMMLLIOK eKcTpa-
rysarmm CHxCl, (3x100mn). O6'egHaHi opraHivHi da-
31 MPOMMBAIN HAaCUHEHNM PO3YMHOM COfli, CYLUMMMN i
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KOHUeHTpyBanu. 3anMLok KpucTaniayBanu 3 edipy 3
OTPMMaHHSIM APYroi MpoMpKHOI crnonykn (6,6r, 79%
B ABi cTagii) y Burnsai 6nigo-xoBToi TBEpAoi pedo-
suHu. 'H SMP (400MI'y, AMCO-de): 8 9,00 (c, 1H),
8,00 (g, 1H), 6,60 (g, 1H), 4,60 (m, 1H), 4,40 (m, 2H),
3,70 (m, 2H), 3,40 (m, 2H), 1,90-1,30 (m, 10H).

TpeTio NPOMDKHY CronyKy, 7-(4-
rigpokcmbyTokcu)-1H-nipuao[2,3-d]nipumignt-2-oH,
oTpUMyBanM  TakuM  YMHOM. Cymiwm  7-[4-
(TeTparigponipan-2-inokcun)oyTokeu]-1H-nipuao[2,3-
d]nipymigun-2-oHy (4,91, 15mmons), MeOH (30mn),
Tr® (15mn) i 3H. HCI (7,5mn) nepemiwyBamm npu
KiMHaTHIn TemnepaTtypi npotarom 1rod. Cymiw KOH-
LeHTpyBanu npu 3HWKEHOMY TWUCKY. 3anuLLoK po3-
yYnHamM B H20 (30Mmn) | oGepexHo HewTpanidyBanu
HacudeHnm NaHCOs. Cymiw ekctparysamm TI®
(5x100mn). O6'egHaHi opraHiyHi hasn mpomuBanu
Hacu4eHUM PO34YMHOM COfli, CYLUMIN | KOHLEHTPYBa-
M 3 OTPUMaHHAM TpPeTboi NpoMbKHOT cronyku (3,3r,
90%), AIKy BMKOPWUCTOBYBalnM Ha HaCTyrMHin ctagii
6e3 [04aTKOBOrO OYULLIEHHS. "H amp (400MrI'y,
OMCO-de): 8 9,03 (c, 1H), 8,17 (g, 1H), 6,67 (4, 1H),
4,50 (m, 1H), 4,40 (m, 2H), 3,50 (m, 3H), 1,80 (m,
2H), 1,55 (m, 2H).

UeTBepTy MNPOMIKHY CMOMYyKY,
aurigponipuao[2,3-d]nipyumiguH-7 -
inokcn)oyTupanbaerig, OTPUMYBamm TakuM YWMHOM.
Cymiww 7-(4-rigpokcubytokem)-1H-nipnoo([2,3-
d]nipumigun-2-ony (0,512r, 2,18mmore) i IBX (1,9r,
6,6MMonb) B CH3CN (40mn) HarpiBarm npu 87°C
npoTarom 7rof. Cymill oxonogKysanm 4o KiMHaTHOI
Temnepatypy, posbasnsnu EtOAc (80mn) i dinbT-
pyBanu. [lMogywky petenbHo npomuBanu EtOAc.
O6'egHaHUn piNbTpaT KOHUEHTpyBanM 3 OTPUMaH-
HAM 4eTBepTOl MPOMDKHOT CMOSyKU Yy BUrnagi Teep-
001 peyoBuHK, AKy Oyno 3abpyaHEHO SKUMCb Mobidy-
HAM  npodyktom  peakuii. OTpumaHy TBepay
peyoBUHY BUKOPUCTOBYBANM Ha HaCTyrnHin crtagil
6e3 [04aTKOBOrO OYULLIEHHS. "H amP (400MrIy,
OMCO-dg): 6 12,18 (c, 1H), 9,77 (c, 1H), 8,20 (g,
1H), 6,70 (g, 1H), 4,40 (m, 2H), 2,70 (m, 2H), 2,00
(m, 2H).

Oo cymiwi  4-(2-okco-1,2-gurigponipugol[2,3-
a]nipumigunH-7-inokcn)bytupansaerigy, OTPUMaHOro
Ha OCTaHHin cTagii, rigpoxnopugy 1-xpomaH-8-
inninepasuHy (0,634r, 2,18mmonb), EtsN (0,73mn,
5,23mmork) B 1-metun-2-niponigmHoni (20mn) go-
pasanm NaBH(OAc)s (0,514r, 2,62mMmMornb ) nopuisvmm
npotarom 20xB. Cymiw nepemiyBanM npoTsrom
Houi. lMicns raciHHg HxO (50mn) peakuiiHy cymil
ekcTtparyBanu CHxClz (3x100mn). O6'egHaHi opraHi-
YHi pasu npommBanM HacCU4EHUM PO3YUHOM COfi
(100mn), cywmnn i KOHUEHTpyBanu. 3anuLUok o4u-
Wanu xpomMaTorpadieto Ha cunikareni 3 OTpuMmaH-
HaM cmonm (520mr). [lo po34nHy OTpMMaHOi CMonm
(200mr) B TI'® (2mn) pogasarm 1H. HCI (0,43mn) B
Et,0. Cymiw nepemiwyBamm npu KiMHaTHiA Temne-
patypi npotarom 30xB. i ¢inbTpyBanu. Teepay pe-
YyoBuHy npomuBanu EtO i cywmrm y Bakyymi 3
OTPUMaHHSM BKa3aHoi B 3aronosky crionyku (190mr)
y BUrMAgi >KOBTOI TBEpPAOl PEYOBUHW. H AMP
(400Mrl'y, AMCO-de): 8 12,30 (c, 1H), 9,20 (c, 1H),
8,20 (g, 1H), 7,80 (m, 4H), 4,45 (m, 2H), 4,20 (m,
2H), 3,60 (m, 4H), 3,20 (m, 2H), 3,00 (m, 2H), 2,00-
1,70 (m, 6H).

4-(2-okco-1,2-
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Mpuknag E2' - CwuHres 7-[4-(4-xpomaH-8-
inninepasuH-1-in)éytokcun]-3,4-gurigpo-1H-
nipuoo[2,3-d]nipyumiguH-2-oHy

[o po3uuHy 7-[4-(4-xpomaH-8-inninepasuH-1-
in)6yTokcu]-1H-nipmupo[2,3-d]nipumignH-2-oHy
(320mr) B TIrd (6mn) i MeOH (2mn) popaeanu
NaBHs (54mr) nopuisimMu. Mo 3akiH4eHHI JoAaBaHHSA
CyMmiWwi fasBanu nepemillyBaTuca MPOTArOM HOMi.
Peakuito racumm H2O. Cymiw ekctparyBanmm CHoCl»
(3x50mn). O6'egHaHi opraHiyHi dasu cywumnn Hag
NaxSOy4 i KOHUEHTpyBanu. 3anuLIoK oYMLIanmn xpo-
mMaTorpadieto Ha cunikareni 3 OTPUMaHHAM HaniB-
TBEpOOi peyoBuHW, AKy nepeTtsoptoBarm B ii HCI
cinb o6pobkoto 1 eksiBaneHTom 1H. HCI B 3miLwaHo-
My pO34uHHMKY TI'® i Et2O 3 oTpumaHHaM BKasaHoi
B 3arofioBky crionyku (147wmr) y surnsai 6inoi teep-
Aoi pevoBuHu. 'H SAIMP (400MIu, AMCO-de): 5 9,20
(c, 1H), 7,40 (g, 1H), 6,98 (c, 1H), 7,70 (m, 3H), 6,25
(@, 1H), 4,30-4,06 (m, 6H), 3,60-3,30 (m, 4H), 3,15
(m, 4H), 3,00-2,70 (,4H), 2,00-1,60 (m, 6H).

Mpuknag E3' -  CwuHtes  7-{4-[4-(2,3-
avrinpo6eH3odypaH-7-in)ninepasuH-1-in]oyTokcn}-
3,4-gurigpo-1H-nipugo[2,3-d| nipyuMianH-2-oHy

Oo cymiwi  4-(2-okco-1,2-gurigponipuao[2,3-
d]nipumigun-7-inokcn)dytupansaerigy, rigpoxmnopu-
ay 1-(2,3-gurinpobeH3odypan-7-in)ninepasuHy
(0,76r, 2,58MMomb), EtsN (2,15mn, 15,5Mmonb) B 1-
MeTUn-2-niponignHoHI (20mn) aonasanu
NaBH(OAc)s (0,76r, 3,61Mmonb) nopuisMu npoTs-
rom 20xB. Mo 3akiH4eHHI AodaBaHHA CyMill 3anum-
wanu nepemiwyBaTucs npoTaromM Hodi. [licna raci-
Ha H2O (50mn) peakuiiHy cymiw ekcTparysanu
CHxCl2 (3x100mn). O6'egHaHuin  opraHiyHMn  Liap
nNpoMUuBanM Hacu4yeHnuMm po3vmHoM coni (100mn),
CyWMNK i KOHUEHTpyBanu. 3anuiwoK oyuwany xpo-
MaTorpagieto Ha curnikaresni 3 OTpMMaHHAM CMOSM
(290mr). o po3ymHy oTpumaHoi cmoriv B TP (6mn)
i MeOH (2mn) popasanu NaBH4 (63mr) nopuismu.
Mo 3akiH4eHHI AodaBaHHA CyMmili AaBanu nepemi-
WwyBaTuca npoTarom Hodi. Peakuito racurm HO.
Cymiw ekctparyBanu CHoClz (3x50mn). O6'egHaHi
opraHiyHi dasm cyumnu Hag NaxSOs i KOHLEHTPY-
Banu. 3anuLok o4yunLlan xpomartorpadieto Ha curii-
Kareni 3 OTPUMaHHAM HaniBTBEpAoi PeyOBUHU, AKY
nepeTBoptoBarm B ii HCI cinb o6pobkoto 1 ekBiBa-
neHtom 1M HCI B 3miwaHoMy po3yuHHUKY TI® i
Et2O 3 oTpumaHHsAIM BKa3aHOi B 3aroSIoBKy CMOJyKK
(147wr) y Burnsgi 6inoi TBepaoi peyosunun. 'H AMP
(400Mry, OMCO-de): 8 9,20 (c, 1H), 7,40 (g, 1H),
7,00 (c, 1H), 6,95 (g, 1H), 6,80 (m, 1H), 6,70 (g, 1H),
6,30 (g, 1H), 4,50 (1, 2H), 4,20 (Mm, 4H), 3,80-3,40 (Mm,
4H), 3,20-2,90 (m, 8H), 1,90-1,60 (m,4H).

Mpuknag E4' - Cuntes 7-{4-[4-(3,4-pvrigpo-2H-
6eH3o[b][1,4]aniokceniH-6-in)ninepasunH-1-
injoytokcu}-3,4-gurinpo-1H-nipuao[2,3-d]nipumignn-
2-0Hy

Crigysanu metoamui npuknagy E3', Bukopucto-
Bytoun 1-(3,4-auvrigpo-2H-6eH3o[b][1,4]aiokceniH-6-
in)ninepasuvH, 3 OTPYMaHHSAM BKa3aHO| B 3arofioBKy
crionykn. 'H SIMP (400Mru, AMCO-ds): & 9,25 (c,
1H), 7,40 (g, 1H), 6,90 (c, 1H), 6,80 (m, 1H), 6,60 (m,
2H), 6,25 (g, 1H), 4,304,00 (m, 8H), 3,60-3,40 (4H),
3,20-3,00 (m, 6H), 2,10 (m, 2H), 1,90-1,60 (m,4H).

Mpuknag F1' - Cuntes 6-{4-[4-(2-meTunxiHONiH-
8-in)ninepaauH-1-in]6ytokcu}-4H-nipnoo[3,2-
b][1,4]okcasuH-3-0Hy
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Mepwy  npombkHy  crionyky, 6-amiHo-4H-
nipnao[3,2-b][1,4]okcasuH-3-0H, oTpMMyBanu Takum
YMHOM. Cymiw 6-HiTpo-4H-nipnao[3,2-
b][1,4]okcasun-3-oHy (34,23r, 0,1755momb), 20%
Pd-C (3,0r, 50% H20) i AM®A (1n) rigpyBamm npwu
Tmcky Ho 20 doyHTiB Ha kB. AtovM. Yepes 2rog. no-
rMHaHHa Hy npunuHanocsa Ha piBHi 141 dyHTa Ha
KB. OonM. PeakuiinHy cymiw @inbTpyBanmm yepes
nogywky Llenity®, npomusaioun OM®OA (500mn).
QinbTpaTt posbasnsnu xonogHoto HxO (2n) 3 oTpw-
MaHHsIM TBEPAOi peyvoBuHU. TBEpAY pevoBUHY 36u-
parmm, npomuBarm HpO, cycneHgyBanm B EtOH
(150mn), 36mpanu, NpoMMBanNM rentTaHoM i CyLumnm 3
OTPMMaHHSM MepLoi nNpomiKHoI cronyku (23,60r,

81%) y Burmsgi  CcipyBaTo-pwpKyBaTO-KOPUYHEBOI
TBEPOOI PEHOBUHW.
Opyry  MNPOMDKHY  Cronyky, 6-pTop-4H-

nipngo[3,2-b][1,4]JokcasnH-3-0H, OTpMMyBanu Takum
ynHom. MocyamHy HanereHa (Nalgene) micTkicTio 1
ranoH (~4,5n) (3 otBopamu Bropi Anst BnyckaHHSA Ny i
BBEAEHHA TBEpPAUX YaCTMHOK) OXONlofKyBarmM Ha
KpWPKaHivi GaHi 3 cinmo i BBogunm B Hei cymiw ¢To-
poBoaeHb-nipuauH (500r). MNpu nepemilyBaHHi mar-
HITHOT MilLanKkoK MOBINbHO AodaBarnu nopuigMmu nig
CTPYMEHeM N2 6-amiHo-4H-nipnao[3,2-
b][1,4]okca3uH-3-oH (88,48r, 0,5362Mormb, 1,0eks.).
Mo 3akiH4eHHI AodaBaHHS 4epBOHO-KOPUYHEBY CYy-
Miw nepemiwysanu npotarom 0,25roa. onst 3abes-
neyYeHHsi MOBHOrO po3uunHeHHs. ObepexHo goaasa-
M nopuismu  npotarom  0,5rog.  HITpUT  HaTpito
(44,40r, 0,6435morb, 1,2exB.). KoxHe [OopaBaHHsi
Oyrno ek30TEPMIYHMM i CYNpPOBOAMIIOCS BUAINEHHSM
HF i No. No 3akiH4eHHI JoaaBaHHS peakuinHy CcyMill
nepemillyBanu Ha KpuwkaHi 6aHi 3 cinmo npoTsarom
1roa. PeakuiliHy cymiw racunu nosinbHUM obepex-
HAM popaBaHHAM HxO (2n), WO oXxonoaxyeTtbcs
neogom. OTpumaHy TBepdy peuqoBuHy 36upanu,
npommBarm H>O, mosTOopHO cycneHgyBamu B H2O
(3x1n), 36mpanu, npommeanu H2O i cywmnu Ha di-
NbTpi npoTarom 1roa. Teepay pevoBuHy nNpomMmsanu
refraHoMm i cywmnu nig ctpymeHeMm Nz npoTarom
2ron. OcTaTo4He CYLLIHHA Y BaKyyMHilA nedi npoTs-
rom 24rog. npu ~40°C gano gpyry NpOMbKHY Crnosy-
Ky (69,03r, 76%) y BUrnsgi opaHxeBO-KOPUYHEBOI
TBEpAOi peyoBuHW. T. nn. 179,9 181,2°C.

TpeTio NPOMDKHY CrOIyKYy, 6-(4-
6eHsunokcmbyTtoken)-4H-nipnao[3,2-b][1,4]okcas3unH-
3-0H, OTpMMYyBamM TakMm YMHOM. [OTyBamm po3yvH
4-6eH3unnokcudyTaH-1-ony (34,31r, 33,37mn,
190,3mmorb) | TpeT-6yTokemay kanito (1M po3sunH;
181mn) B TI® (60mn) i nepemiwyBanu oro npwu
KiMHaTHIn TemnepaTypi npotarom 20xB. [Npurotos-
nanu CYyCreHsito 6-pTop-4H-nipmnoo[3,2-
b][1,4]okcasnH-3-0oHy (8r, 48mMmorb) B TT® (100Mmn) i
AojaBanu Ao Hei Yepes KaHIomno CNMpTOBUA PO3YMH
OCHOBMW. PeakUiiHy cymill HarpiBanu npu KM ATiHHI
i3 3BOPOTHUM XONOAUIbLHUKOM MPOTAroM 25 roguH.
PeakuinHy cymiw racunu HacndeHum NH4Cl i Bo-
poto. Po3umH goesogunm go pH 8 i ekctparysanu
eTunauetatom. OpraHiyHUA Wap NPOMMBaIM Hacwu-
YEHNM PO34YMHOM COMi i KOHLIEHTPYBanu 3 OTpUMaH-
HAM TBepaoi pevoBuHU. OunLLeHHs xpomaTtorpadi-
eto Ha SiO2 (0-70% EtOAc/rekcann) gano TpeTio
NPOMDKHY crionyky y Burnsiai 6inoi Teepaoi pevosu-
Hu (6,61, 42%). MC: APCI: M+1: 329,2 (TouHa maca:
328,14).
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YeTBepTy NPOMDKHY CrOJIyKY, 6-(4-
rigpokcmbyTtokcm)-4H-nipngo[3,2-b][1,4]JokcasuH-3-
OH, OTPUMYBanM TakMMm 4YuHOM. [1o po3uvHy 6-(4-
6eHsunokcnbyTtoken)-4H-nipuago[3,2-b][1,4]okcasnH-
3-oHy (6,4, 19Mmorb) B cymiwi MeOH/TT® (100mn)
popasanun 20% Pd/C (1,5r) i cymiw rigpyBanu npo-
Tarom 12rof. PeakuiiHy cymiw dinbTpyBanu, KOH-
LeHTpyBanu i ouynLLany piguHHo xpomMartorpadieto
(0-10% MeOH/CH2CI2) 3 oTpumaHHsM 4eTBepTOi
NPOMDKHOT cronyku y Burnagi 6inoi TBeppoi pevo-
BuHM (4,3r, 18Mmmorb, 93%). MC: APCI: M+1: 239,1
(TouHa maca: 238,10).

M'aty npomixHy crnonyky, 4-(3-okco-3,4-auvrigpo-
2H-nipnoo[3,2-b][1,4]okcasnH-6-
inokcn)oytvpanbaeriga, oTpUMyBanmM TakuM YMHOM.
Oo cycneHsii 6-(4-rigpokcnbytokcm)-4H-nipngo[3,2-
b][1,4]okcasnH-3-oHy (4,3r, 18,02mMmonb) B AUXIIO-
petaHi (30mn) pgopasanu IBX (15r, 54mmonb).
OTpumaHy cymiw Harpisanu npu 80°C npoTarom 5
roguH. PeakuiiHy cymiw oxornogxkyBanu i nepemi-
wyBamm i notim dinbTpyBanu. Ocan Big inbTpy-
BaHHA mpommBamm CH2Cla, noku He GyB BUTArHYTUI
NPoAyKT. PinbTpaT KOHUEHTpyBarm 3 OTPUMaHHSAM
YepBOHOIO Macna, fike ouuwanM xpomatorpadieto
Ha SiO2 (0-7% MeOH/CHClz) 3 oTpmaHHAM ['sATOT
MPOMIDKHOT Cronyku y BUrnsiai 4epBOHOrO Macna
(3,90r, 16,5mmonb, 92%). MC: APCI: M+1: 237,1
(TouHa maca: 236,08).

CnigyBann meToguui BiQHOBHOMO amiHyBaHHS,
nofibHin meTtoamui npuknagy A1', BUKOPUCTOBYHOUM
2-meTun-8-ninepasuH-1-inxiHoniH, 3 OTPUMaHHAM
BKazaHoi B 3aronosky cronyku (0,19r, 51%). MC:
APCI: M+1: 448,3 (TouHa maca: 447,23).

Mpuknag F2' - CuHTes 6-[4-(4-xiHONiH-8-
inninepasuH-1-in)6ytokcu]-4H-nipnao[3,2-
b][1,4]okcasnH-3-oHy

CnigyBann meToauui BiQHOBHOIMO amiHyBaHHS,
nofibHin oo metoamku npuknagy A1l', BUKOpUCTOBY-
toun 8-ninepasuH-1-inxiHOMiIH, 3 OTPUMaHHSAM BKa3a-
HoT B 3aronoBky cronyku (0,18r, 64%). MC: APCI:
M+1: 434 3 (TouyHa maca: 433,21).

Mpvknag F3' - CuHTtes 6-{4-[4-(2-okco-1,2,3,4-
TeTparigpoxiHoniH-8-in)ninepasuH-1-in]6yTokeu|-4H-
nipuao[3,2-b][1,4]JokcasnH-3-oHy

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin oo metoamku npuknagy A1l', BUKOpUCTOBY-
toun 8-ninepasuH-1-in-3,4-gurigpo-1H-xiHoniH-2-0H,
3 OTPMMaHHSAM BKa3aHOi B 3arosfioBKy CrOJyKu
(0,20r, 66%). MC: APCI: M+1: 452,3 (TouHa maca:
451,22).

Mpvknag F4' - CuHte3s 6-[4-(4-xpomaH-8-
inninepasuH-1-in)6yTokcu]-4H-nipmugo[3,2-
b][1,4]okcasnH-3-0Hy

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin go metoauku npuknagy A1', BUKOpUCTOBY-
toun 1-xpomaH-8-inninepasuvH, 3 OTpUMaHHAM BKa3a-
Hoi B 3arorosky cronyku (0,29r, 79%). MC: APCI:
M+1: 4393 (TouyHa maca: 438,23).

Mpvknag F5 - CwuHres  6-(4-[4-(2,3-
avrigpobeH3so[1,4]giokcnn-5-in)ninepaswH-1-
in]6yTokcu|-4H-nipuno[3,2-bil1,410kcasnH-3-o0Hy

CnigyBann meTtoguui BiQHOBHOIO amiHyBaHHS,
nofibHin metoauui npuknagy A1l', BUKOPUCTOBYOUN
1-(2,3-aurigpobeH3o[1,4]giokcuH-5-in)ninepasvH, 3
OTPMMaHHSIM BKa3aHoi B 3aronosky crionyku (0,22r,
67%). MC: APCI: M+1: 441,1 (ToyHa maca: 440,21).
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Mpwvknag G1' -  Cwuntes  2-{4-[4-(2,3-
avrigpobeH3so[1,4]giokcnn-5-in)ninepaswx-1-
inj6yTokcu}-8H-nipnao[2,3-dnipumignH-7-oHy

Mepwy nNpOMDKHY CMONyKY, 2-MeTaHCYbQiHin-
8H-nipnpo([2,3-d]nipyMignH-7-0H, OTpUMyBann Takum
yuHoMm. [lo  cycneHsii  2-meTuncynbdaHin-8H-
nipugo[2,3-d]nipumignH-7-ony (5,0r, 25,9mmonb) B
CH2ClI2 (100mn), CHCI3z (50mn) i MeOH (10mn, no-
YaTKOBMN MaTepian BCe Lie He PO34MHUBCH) JoAa-
Banu okcasvpuauH (8,11r, 31,05mmornb, 1,2ekB.) y
BUrNSAAi TBepaol peqoBuHW. PeakuiiHa cymiw cta-
Bana romoreHHow 4epes 3rof. i 1 nepemiwysanu
nNpoOTArOM HoYi MpwM KiMHaTHIN TemnepaTypi. Peak-
UiHy CyMilWl KOHUeEeHTpyBanu i gopaBanu CymiLl
CH2Cl2/MeOH, wo6 po3umHutn 3ammwok. barato
TBEPOOI PEYOBMHM HE PO3YMHUIIOCH, TOMY CyMill
(inbTpyBanu 3 oTpMMaHHSAM He 30BciM binoi TBep-
001 pevyoBuMHM, AKoo Oyna neplua NpomMpkHa crosnyka
(2,31r, 11,04mmonb, 43%). MC: APCI: M+1: 210,1
(TouHa maca: 209,03).

Opyry NPOMBPKHY CronyKy, 2-[4-
(TeTparigponipan-2-inokcun)oyTokeum]-8H-nipuao[2,3-
d]nipymiguH-7-oH, oTpumyBanu Takum 4YmHOM. [o
po3uuHy  4-(TeTparigponipaH-2-inokcu)-1-6ytaHony
(4,45r, 25,3mmonb, 2,5ekB.) B TT® (20mr), oxono-
mkeHoro go 0°C, popaBarm 1M KOtBu B TIe
(25mn, 25mMmonb). Po3umH nepemiwysanu npu 0°C
npotarom 20xB. i NOTIM godaBarnu A0 CycreHsii 2-
MeTaHcynbdiHiN-8H-nipuao[2,3-d]nipumianH-7-oHy
(2,12r, 10,13mmork) B AMPA (30Mmn) npu KiMHaTHIN
TeMmnepartypi. PeakuinHa cymill cTtaBana romoreH-
HOt i 1T nepemiwyBany npu KiMHaTHIA Temneparypi
npoTarom 1roa. Joaoasamm HacuydeHun NH4Cl i H2O
ONs raciHHs peakuiiHoi cymiwi. Cymiw ekctparyBa-
mm EtOAc. OpraHiyHui wap npommsanu HoO i Hacu-
YeHUM po34mHOM corli, cywmnun Hag NaxSOy i KoH-
LeHTpyBanu. OuneHHA PiQNHHO0
Xpomartorpadieto (70% EtOAc/rekcann-100%
EtOAc) mano gpyry NpoOMiKHY cronyky y Burnsgi
6inoi TBeppoi pedvosuHM (1,951, 6,11Mmonb, 60%).
MC: APCI: M+1: 320,2 (To4yHa maca: 319,15).

TpeTio NPOMBKHY CMosyKy, 2-(4-
rigpokcmbyTtokcm)-8H-nipnao[2,3-d]nipuMignH-7-oH,
oTpuMmyBanM Takmm 4YmHOM. [o cycneHsii 2-[4-
(TeTparigponipan-2-inokcm)byTokeun]-8H-nipmnao[2,3-
dlnipymignu-7-ony  (1,95r, 6,11mmome) B EtOH
(30mn) i CHxCl2> (2mn, pogaeanu, wob gonomMorTtu
pO34MHEHHIO BUXiAHOrO Matepiany) gogasanu PPTS
(151mr, 0,6MMonb). Po3umH nepemillyBany npoTs-
roM HOYi MpWU KiIMHaTHIN Temnepartypi i NOTiM Harpi-
Banu npu 60°C npotarom 5rog. PeakuiviHy cymilu
KOHLEHTpYBanu 3 OTpMMaHHsaM Binoi TBepaoi pevo-
BMHU. OunlleHHs1 pigvHHOK Xpomatorpadieto (6%
MeOH/CH.Cl2) pano TpeTio MPOMBKHY CrONyKy Yy
Burnagi 6inoi TBepaoi peyoBuHn (1,22r, 5,19mmorns,
85%). MC: APCI: M+1: 236,1 (TouHa maca: 235,10).

YeTtBepTy npomixxHy cronyky, 4-(7-okco-7,8-
avrigponipngo[2,3-(1]nipumignH-2-
inokcn)oytupanbaeria, oTpUMyBamM TakuM YMHOM.
Oo posunHy 2-(4-rigpokcunbytokcm)-8H-nipngo[2,3-
d]nipumignH-7-ony (251mr, 1,07mmorne) B AMCO
(3mn) gogasanu po3uunH IBX (597wr, 2,13Mmorb) B
OMCO (7mn, 0,3M). PeakuinHy cymiw nepemiwlysa-
M npu KiMHaTHIn Temnepatypi npotarom 90xs.,
oxonomkysamm go 0°C i racuim 5% NaHCOs. Cymiw
ekctparyBanu CHzCl2 (4x). OpraHivHuid Wwap npomu-
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Banu 5% NaHCOs3 i Hacn4eHrmM po3ymMHOM cofi, Cy-
wurm Hag NaxSOy4 i KOHUEHTPYBanM 3 OTPUMaHHAM
YeTBEPTOI NMPOMDKHOI Crionyku y BUrnsigi 6inoi teep-
noi pevoBuHu (171mr, 0,733mmonb, 69%). MC: AP-
Cl: M+1: 234,1 (TouHa maca: 233,08).

MipumiguHn npuknagie G1'-G9' cuHTe3yBanu B
KkoMOiHaTopHOMy GibnioteyHomy dopmari  BigHOB-
H/M aMmiHyBaHHAM BIiAMNOBIOHMX MNiNepasvHOBUX MO-
YaTKOBMX Marepianis 4-(7-okco-7,8-
avrigponipuao(2,3-d]nipumignH-2-
inokcun)oyTmpanbAerigom, 3 BUMKOPWUCTaHHSM MeTo-
Ovikn, onvcaHoi B npuknagi C1'.

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-

rnagi  TBepgoi  pedoBuHu (292wmr, 0,637Mmorb,
74,3%). MC: APCIl: M+1: 438,1 (ToyHa wmaca:
437,21).

Mpuknag G2' - CwuHte3d 2-[4-(4-xT30MaH-8-

inninepasuH-1-in)6ytokcu]-8H-nipngo[2,3-
d]nipyumiguH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi 6inoi TBepaoi pedoBuHM (258mr, 0,564MmoOrb,

65,8%). MC: APCl: M+1: 436,1 (TouHa Maca:
435,23).
Mpvknag G3' - CwuHtes 2-[4-(4-xiHOniH-8-

inninepasuH-1-in)6ytokcu]-8H-nipnao[2,3-
d]nipyumiguH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi KOBTOI  TBepaoi  pevoBuHM (225w,
0,522mmonb, 61%). MC: APCI: M+1: 431,1 (TouHa
maca: 430,21).

Mpvknag G4' -  CwuHtes  2-{4-[4-(2,3-
avrrinpo6eH3odypaH-7-in)ninepasuH-1-in]oyTtokcu}-
8H-nipnpo[2,3-d]nipumiguH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi 6inoi TBepaoi pedouHmM (118mr, 0,280Mmorb,
32,7%). MC: APCIl: M+1: 422,1 (ToyHa wmaca:
421,21).

Mpvknag G5' - CuHTes 2-{4-[4-(3,4-aurigpo-2H-
6eH30[b][1,4]aiokceniH-6-in)ninepa3uH-1-in)0yTokeu| -
8H-nipupo[2,3-d]nipumianH-7-oHy BkasaHy B 3aro-
TIOBKY Cronyky Buginsnm y Burnagi 6inoi tBepgoi
peyoBuHM (117mr, 0,259mMmomb, 30,2%). MC: APCI:
M+1: 452 3 (TouyHa maca: 451,22).

Mpuknag G6' -  CwHres  2-{4-[4-(2,2-
anMeTnnxpomaH-8-in)ninepasut-1-in]6ytokcm}-8H-
nipnao[2,3-d]nipumignH-7-ony

BkasaHy B 3arofioBky Croflyky BuAinsamm y Bu-
rnsgi 6inoi TBepaoi peyoBuHn (202wmr, 0,435Mmorb,

50,8%). MC: APCI: M+1: 464,3 (ToyHa Mmaca:
463,26).
Mpuknag G7' -  CwHres  2-{4-[4-(2,2-

andTop6eH3o[1,3]aiokcon-4-in)ninepasuH-1-
injoeyTokcu}-8H-nipnao[2,3-d]nipyMiamH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAINsamm y Bu-
rnagi 6inoi niHn (249wmr, 0,541MMomb, 63,2%). MC:
APCI: M+1:460,2 (ToyHa maca: 459,17).

Mpuknag G8' - CuHres 2-{4-[4-(2,2-gpumeTun-
2,3-pvrippobeH3odypaH-7-in)ninepasuH-1-
injeyTokcu}-8H-nipnao[2,3-aJnipumiguH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAinamm y Bu-
rmagi He 3oBciM Ginoi nim (188mr, 0,418 Mmmorb,
48,8%). MC: APCIl: M+1: 450,1 (ToyHa m™aca:
449,24).

Mpuknag G9' - CuHTe3 2-{4-[4-(2-meTUnxiHomMiH-
8-in)ninepasuH-1-in]oyrokcu}-8H-nipnoo[2,3-
d]nipymiguH-7-oHy
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BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-
magi  pyayBaTo-kopuyHeBMX  kpucTanis  (93wmr,
0,209mmonb, 24,4%). MC: APCI: M+1: 445,1 (TouHa
maca: 444,23).

Mpvknag G10' - CwuHtes  2-{4-[4-(2,3-
avrigpo6eH3so[1,4]giokcnn-5-in)ninepaswx-1-
injoyTokcu}-4-metnn-8H-nipuao[2,3-d]nipumignH-7-
OHY

MepLly NpoOMiKHY Crionyky, 2-MeTaHCYbOHin-
4-metun-8H-nipnao[2,3-dnipumianH-7-oH, OTpUMY-
Banu  TakMM  YMHOM. PosuvH  4-metun-2-
MeTuncynbdaHin-8H-nipnao[2,3-d]nipumignH-7-ony
(24r, 0,1158Mmorb, [nateHT CLUA Ne6498163]) B Cy-
miwi CH2Cl2 (1,9n) i meTaHony (300mn) o6pobnsnm
M-xroprnepbeHsornHolo  kucrotoo  (103r,  60%,
0,345mornb) nopuisMu Npyu KIMHaTHIA Temnepartypi.
Cymiw nepemiwyBanu npoTaroM 24rod., OXONO&KY-
Banu go ~5°C i racunm Hacu4eHMM po3ynHoMm Gikap-
OoHaty Hatpito. TBepai YacTuHkM BigdinbTpoByBa-
N1, NpoMuBanu peTenbHO BOAOHO, a NoTiM edpipoM i
CYLUMIN Y BaKyyMi 3 OTPUMaHHSAM MepLUol NpOMDKHOT
cnonyku y Burnagi  TBeppoi  pevosuHu (10T,
0,042morb, 36%). MC: APCIl: M+1: 240,0 (TouHa
Maca: 239,04).

Opyry  npomikHy  crionyky, 4-metun-2-[4-
(TeTparigponipan-2-inokcun)oyTokeum]-8H-nipuao[2,3-
ajnipumiguH-7-oH, oTpuUMyBanun Takum 4YmHOM. [o
PO34MHy, LLO OXONOAXKYETbCA Ha NboAsHIA GaHi 4-
(TeTparigponipaH-2-inokcu)dyTaH-1-ony (27,3r,
0,1567morb) B cyxomy TI® (125mn) gogasanm no
kpannax po3dnH KOtBu (1M, 155mn, 0,155morb) B
Tr® nporarom 15xB. Cymiw noTiM nepemilyBanm
npy 0°C npoTtdrom 2rod. [Jo oTpumMaHoi cymilli Ao-
Jasanu cycrneHsito 2-meTaHcynbdOoHin-4-metnn-8H-
nipnao([2,3-d]nipumignH-7-oHy (15r, 0,0627mormb) B
OM®A (225mn) npu KiMHaTHIn Temnepatypi NpoTs-
rom 15xB. OpaHxeBO-4epBOHY peaKuifHy CyMmiLl
nepemillyBanu npu KiMHaTHIN Temnepartypi npoTs-
rom 1,5rog., oxonomkyeanmm i racumm Hacu4eHuUM
po3unHom NH4Cl (150mn) i Bogoto (2n). Cymiw ekc-
TparyBarm etunauetatoM (2x0,75n) i opraHiyHui
Wwap npomMMBanM HACWYEHUM PO3YMHOM  COni
(300mn), cywnmm Hag 6e3BogHUM CynbdatoMm Ha-
Tpito, PinNbTpyBanM Yepes HeBENVKUN LLap curnikare-
no, enotooum 5% MeTaHonoM B eTunauetari
(750mn) | kOHUEHTpYBanM. 3anMLok noTiM po3Tupa-
nM B rekcaHi, BiadinbTpoByBanu i cywmnm 3 oTpu-
MaHHsIM ApYroi MPOMDKHOI crnonyku y Burnsai 6inoi
TBepaoi peyoBuHn (16,5r, 0,0495monb, 78%). MC:
APCI: M+1: 334,0 (TouHa maca: 333,17).

TpeTio NPOMBKHY CMosyKy,
rigpokcmbyTtokcm)-4-meTun-8H-nipugol[2,3-
d]nipumigunH-7-oH, OTPUMYBanu Takum YmHoM. CymiLu
4-meTun-2-[4-(TeTparigponipaH-2-inokcu)oyTokcul-
8H-nipnpao[2,3-d]nipumigunH-7-oHy (16,5r,
0,049wvornb) i PPTS (1,24r, 0,0049monb) B eTaHoni
(250mn) i CH2Cl> (20Mn1) nepemiwyBamm npw KiMHa-
THiIW Temnepatypi npoTtdarom 16rod. 3 nodanbLluvMm
KUM'SATIHHAM i3 3BOPOTHMM XonoaurbHukom (~90°C)
npotarom 3rod. KanamyTHy peakuinHy cymiw yna-
ptoBannM y BakyyMi i 3anulIoK po3Tuparnv B CyMilli
rekcan-etunaueTat (150mn, 1:1) i cywmnn 3 oTpu-
MaHHSAM TPETbOI MPOMDKHOT CMOMYyKW Y BUrNSAI XKOB-
Toro nopowky (12,5r, 0,049morb, 100%). MC: APCI:
M+1:250,0 (TouHa maca: 249,11).

2-(4-
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YeTBepTy mMpoOMiXHYy cronyky, 4-(4-metun-7-
okco-7,8-gurigponipuao[2,3-dnipyumMiann-2-
inokcn)oytmpanbaeria, oTpUMyBamM TakuM YMHOM.
Po3auuH IBX (26r, 0,092mornk) B AMCO (220Mmn), wo
nepeMiwyeTbcs, 0bpobnanu 2-(4-rippokcnbyToKken)-
4-metvn-8H-nipmgo[2,3-d]nipumianH-7-ovom  (11r,
0,0467morb) nopuisMu Mpu  nNepeMillyBaHHi  mpu
KiMHaTHIn Temnepatypi npotarom 30xB. i peakuinHy
CyMill nepemiwyBany npu KiMHaTHIA TemnepaTtypi
npoTarom we 2rof. Cymiw oxonomxysanu i 06pob-
nanu HacndeHum NaHCO3 (150mn) i ekcTparyBanu
xrnopocpopmMom  (4x0,5n). OB6'egHaHU  opraHiYHUN
Wwap npomMmBany HacU4YEeHVM PO3YMHOM COJli 3 IbO-
aom (2x), cywmmm Hag NaxSOy, inbTpyBamm i KoH-
ueHTpyBanu. 3anmuwok nepemiwysanu 3 edipom,
dinbTpyBanu, npommusann edipoMm i CyLumMnm 3 otTpu-
MaHHSM 6 I HEeOYMLLUEHOTO MPOAYKTY, BUrMs4 SKOro
nokasyeas, LU0 Le cymiw. 3ammwiok edipHoro ginb-
TpaTy TakoX MOKa3yBaB HasABHICTb AESKOI KirbKOCTi
MPOAYKTY, arne B OCHOBHOMY Lie 6yB BUXigHUI MaTe-
pian. 3anuwok Big cinbTpaTy i HeouuEeHUA Mpo-
aykt (11r) nigaaBany NOBTOPHOMY OKUCIEHHIO Tak,
SIK OMMCaHO BULLE, 3 BUKOPUCTaAHHAM cBikoro IBX
(15,5r, 0,055momb) B AMCO (150Mn), ane nepemi-
wysanm npu 30°C npotsarom 3rog. OmmcaHa BuLe
obpobka gana 4eTBepTy MPOMIKHY CMOMYKY y BW-
rnagi He 3oscim Ginoro nopowky (8,3r, 0,057morb,
66,8%). MC: APCI: M+1: 248,0 (ToyHa wmaca:
247,10).

MipumiguHn npuknagise G10'-G15' cuHTesyBamm
B koMGiHaTopHoMy 6ibnioTe4yHoMy chopmarti BigHOB-
H/M aMiHyBaHHSM Bi4MOBIAHMX MiNepasnHOBUX BUXi-
OHNX Marepianis 4-(4-meTun-7-okco-7,8-
avrrigponipuao(2,3-d]nipumignH-2-
inokcun)byTrpanbAerigom, 3 BUMKOPWUCTaHHSAM MeTo-
Ovikn, onvcaHoi B npuknagi C1'.

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-

rnagi  TBepgoi  pevoBuHu  (81mr, 0,179mmorb,
59,8%). MC: APCI: M+1: 452,3 (ToyHa wmaca:
451,22).

Mpuknag G11" -  CwHres  2-{4-[4-(2,3-

avrrinpo6eH3odypaH-7-in)ninepasuH-1-in]oytokcu}-
4-metun-8H-nipuao[2,3-d]nipumianH-7-oHy

BkasaHy B 3arofioBky Croflyky BuAinamm y Bu-
rnagi TBeppoi  pevoBuHu  (56mr, 0,128 Mmmork,
42,86%). MC: APCl: M+1: 436,3 (ToyHa maca:
435,23).

Mpuknag G12' - CuHTe3 2-[4-(4-6eH30dypaH-7-
inninepaswH-1-in)6ytokcu]-4-metun-8H-nipmnao[2,3-
d]nipymiguH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-
rnsgi 6inoi TBepaoi pevoBuHu (56mr, 0,129Mmorb,
43,06%). MC: APCl: M+1: 4341 (toyHa wmaca:
433,21).

Mpvknag G13' - CwHres 2-[4-(4-xpomaH-8-
inninepaswH-1-in)6yTokcu]-4-metun-8H-nipmuao[2,3-
d]nipymiguH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-
rnagi 6inoro nopowky (53mr, 0,117MMorb, 39,3%).
MC: APCI: M+1: 450,2 (TouHa maca: 449,24).

Mpuknag G14' - CuHTes 4-metun-2-{4-[4-(2-
okco-1,2,3,4-TeTparigpoxiHoniH-8-in)ninepasuH-1-
in)6yTokcu}-8H-nipnao[2,3-dnipyMiamH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAINamm y Bu-
rmagi - TBeppoi  pedoBuHM  (58mr,  0,125mmorb,
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41,8%). MC: APCIl: M+1: 463,2 (ToyHa Maca:
462,24).

Mpvknag G15' - CwuHtes 4-meTtun-2-[4-(4-
XiHoniH-8-inninepaawun-1-in)byToken]-8H-nipnao(2,3-
d]nipymiguH-7-oHy

BkasaHy B 3arofioBky Crofyky BuAinsamm y Bu-
rmsai KOpUYHEBOT  TBepAOi  peyoBuHU (44w,
0,099mmornb, 32,9%). MC: APCI: M+1: 445,3 (To4Ha
Maca: 444,23).

Mpvknag H1' - CwHtes 7-[4-(4-xpomaH-8-
inninepaswH-1-in)6ytokcu]-3,4-auvrigpo-1H-

[1,6]Hadd TMPMANH-2-0HY

Mepwy npomikHy crionyky, eTunosun edip 3-
(4,6-giamiHonipMAWH-3-iN)akpuoBOi KUCMOTHU, OTPU-
MyBanM Takum 4mHOM. Cymiw (kapbeTokcumeTu-
neH)TpudeHindocdopary (436r, 1,25momb) i 4,6-
JiamiHo nipyauH-3-kapbanb aerigy (131,8r,
0,96monb) B 1,4-giokcani (2,0n) kun'atunm i3 3Bopo-
THUM xofogurnbHukoM npoTtarom 2,0rog. Cymiw
oxonomkyeanm i inbTpyBanM 4epes cunikarenb
(800r), emototoun cymiwwo 0-10% MeOH/EtOAc.
QinbTpaTt KoHUeHTpyBamm i 3anuwok (~580r) BuKo-
pUCTOBYBarM Ha HacTymHi ctagii 6e3 goaaTkoBoro
OYMLLEHHS.

Opyry  MpoOMiKHY  CROnykKy, 7-amiHo-1H-
[1,6]HaddTMPMANH-2-0H, OTpUMYyBanU TakUM YUHOM.
3anuLIoK, OTpMMaHWi Big onucaHoi BuULLe npoueay-
pY, KNMATUIM i3 3BOPOTHUM XOMOANSBEHUKOM B KOH-
ueHTtpoBaHin HCI (1,5n) npotarom 1,5rog. Cymiw
oxonompkyBarnm i po3baensanu Bogoto (2,5n). Mpu 35-
40°C cymiw npommeanu EtOAc (3x). BogHuii wap
nignyxxysanm 50% NaOH go pH>10 npu oxonomxky-
BaHHi Ha XOMoAHin BoAsHin H6aHi. OTpumaHy TBEpAy
peyoBuHy 36upamm inbTpyBaHHAM, NpPOMMBANM
BOAO, METAHOMOM i CYLUIMMM B MeYi 3 OTPUMaHHAM
Apyroi npomikHoi cronyku (106r, 68% 3a OBi cTagii)
y BUrMsiAi He 30BciM Binux KpucTtanis.

TpeTio  mpomixHy  crionyky, 7-¢ptop-1H-
[1,6]HaddTMPUANH-2-0H, OTPUMYyBaNN TakUM YUHOM.
Jo nepewmiwyBaHoi cymiwi HF-nipugnH (660r) i 7-
amiHo-1H-[1,6]Had> TupuamnH-2-ony (58r, 0,36mornb) B
nnactmacosomy Oymni gogasarm NaNO2 (39,7r,
0,57monb) Mammmu nopuiamm npoTtarom  30-40xB.
npu OXOJIOMKYBaHHI Ha xonogHin (~10°C) BoasHin
OaHi 4ns NigTPUMKKN BHYTPILWHLOT TemMnepatypu 6rm-
3bKO KiMHaTHOT TemnepaTypu. Mo 3akiH4eHHi goaa-
BaHHS CYMiLL e nepeMillyBanu npu KiMHaTHIN TeM-
nepatypi npotsarom 20xB., nepLl HiX 1 BUNMBanm y
Bogy (2,6n) i nepewmiwysamm npotarom 3,0rog.
OTpumaHy TBepAy pevoBuHy 36vpanu dinbTpyBaH-
HsM, MpoMuBanM BoAok (2x), cymiwuro EtOAc-
remraH (1:1, 2x), i cywmnm B nedi 3 OTPUMaHHAM
TpeTboi MpoMbkHOI cronyku (48,61, 82%) y Burnagi
Onigoi TBepOoi peHoBUHU.

YeTBepTy NMPOMBKHY CMosyKy, 7-(4-
6eH3unokcmbytokcu)-1H-[1,6Had TMpManH-2-0H,
OTPMMYyBamM TakuMm YuHOM. [OTyBamu po3yvH 4-
6eHsunokcmbytan-1-ony (35,98r, 199,6mMmonb) i
TpeT-6yTokcmay kanito (21r, 188mmorb) B TId
(60mMn) i nepemiwyBanm “oro npu KiMHaTHIn Temne-
patypi npotarom 20xB. [OTyBanM cycneHsito 7-
dTOp-1H [1,6]HadpTMpManH-2-ony (8,11, 49MMoOrb) B
Tro (100mn) i po3ynH crivpTy Ao4aBanv OO OTpu-
MaHOro po3yuHy Yepes KaHomno. PeakuiiHy cymiLl
nepemiwysanu npu 80°C npoTarom Hodi. MC noka-
3yBaB B OCHOBHOMY MpOAYKT. TOMY peakLUiiHy CyMiLLl
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racunn HacudeHum NH4Cl i Bogoto. Po3unH goso-
avnum go pH 8 i ekctparyBamm etunauetatom. Opra-
HIYHUI Wap NpoMUBaNM HaCUYEHM PO34YUHOM COfi i
KOHLEHTpYBanu 3 OTPVMMaHHAM LUOBKOBWCTOI TBEp-
noi pevosuHn. Oopasamm EtOAc i cymiw dinbTpy-
Banu 3 OTpMMaHHsM GexeBoi TBepAOi PEeYOBUHW.
AMP nokasysas, Wwpo Le OyB npoaykT, i Moro nepe-
KpuCTanisoByBanu 3 aueTOHITPUIy 3 OTPUMAaHHSM
yncToro npoaykty (9,70r). PinbTpaT KOHUEHTpYyBanm
i (hinbTpyBann 3 OTpUMaHHSAM [OAATKOBOro ocafy
(0,788r). ®inbTpaT KOHLEHTPYBaNM i ouMLlann xpo-
matorpadieto (0-70% EtOAc/rekcaHn) 3 oTpumaH-
HSIM [JO4AaTKOBOro MpoayKTy y Burnsai 6exxeBoi Te-

pooi pedvoBuHM (2,716r). (CymapHuiA npoayKT:
13,21r, 82%). MC: APCI: M+1: 325,2 (TouyHa maca:
324,15).

Mary NPOMIDKHY CrosyKy, 7-(4-

rigpokcmbyTtokcm)-3,4-aurigpo-1H-[1,6]Hadp TpnannH-
2-OH, OTPYMYBarM TakuMm YuHoMm. [Jo po34umHy 7-(4-
6eH3nnokcmbytokecn)-1H-[1,6JHad TMpManH-2-oHy
(7,92r, 24,4mmonb) B cymiwi MeOH/TT® (100mn)
popasanun 20% Pd/C (1,5r) i cymiw rigpyBanu npo-
Tarom 59roa. PeakuiiHy cymilw dinbTpyBanu, KOH-
LeHTpyBanu i ounLLany piguHHo xpomMartorpadieto
(0-10% MeOH/CHCl2) 3 oTpuMmaHHAM M'ATOI NPOMi-
XXHOI cronykn y Burnagi 6inoi TBepaoi pevoBMHM
(4,11r, 17 ,4mmonb, 71%). MC: APCIl: M+1: 2371
(TouHa maca: 236,12).

LWocTty npomikHy crnonyky, 4-(2-okco-1,2,3,4-
TeTparigpo-[1,6]Hacb TMpUANH-7 -
inokcn)oytrpanbaeriga, oTpUMyBanmM TakuM YMHOM.
Ho cycnensii 7-(4-rigpokcubytokewn)-3,4-gurigpo-1H-
[1,6]HadbTMpmanH-2-oHy (2,0r, 8,5MMomMb) B AMXIIO-
peTaHi (20mn) gogasanu IBX (7r, 25mMmornk). OTpu-
MaHy cymiw Harpisarm npyu 80°C npoTsirom 5 roguH.
PeakuinHy cymiw oxonomxysanu i noTiM inbTpy-
Banu. Ocag Big dinbTpyBaHHs npomusany CH2CHo,
OOTW, MOKN He BMAansnv npoaykT. PinbTpar KoHue-
HTpPYBanu 3 OTPUMaHHSM >XOBTOI TBEPAOI PevOBUHA
(1,88r, BUKOpPUCTOBYBaMM HEOUMLLEHUM B HACTYMHIl
peakuii). MC: APCI: M+1: 235,1 (TouHa wmaca:
234,10).

CnigyBann meToauui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-xpomaH-8-inninepasuH (0,24r; 69%). MC: APCI:
M+1: 437 2 (TouHa maca: 436,25).

Mpvknag H2' -  CwuHres  7-{4-[4-(2,3-
avrrinpo6eH3odypaH-7-in)ninepasuH-1-in]oyTtokcu}-
3,4-purigpo-1H-[1,6]Hacp TMpMANH-2-0HY

CnigyBann meTtoauui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-(2,3-purigpobeH3odypaH-7-in)ninepasvH, 3 OTpu-
MaHHSM BkasaHoi B 3arornoBky cronyku (0,32r,
50%). MC: APCI: M+1: 423,2 (TouHa maca: 422,23).

Mpuknag H3' - Cwunres 7-{4-[4-(2,2,3,3-
TeTpadTop-2,3-anriapobeH3o[1,4]giokcuH-5-
in)ninepaawun-1-in)oytokcun}-3,4-gurigpo-1H-
[1,6]HacpTMPUANH-2-0HY

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin meTtoamui npuknagy A1', BUKOPUCTOBYHOHUM
1-(2,2,3,3-TeTpadpTOp-2,3-
avrinpo6eH3o[1,4]piokcuH-5-in)ninepaswH, 3 OTpu-
MaHHAM BKa3aHoi B 3aronoBky cnonyku (0,21r,
27%). MC: APCI: M+1: 511,1 (ToyHa maca: 510,19).
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Mpvknag H4' -  CwuHres  7-{4-[4-(2,2-
AndpTopbeHso[1,3]giokcon-4-in)ninepasunH-1-
inj6yTokcu}-3,4-gurigpo-1H-[1,6]Hacb TpnanH-2-oxy

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoauui npuknagy A1', BUKOPUCTOBYOUN
1-(2,2-anbTopbeHso1,3]giokcon-4-in)ninepasuH, 3
OTPMMaHHsIM Bka3aHoi B 3aronoBky crionyku (0,40r,
56%). MC: APCI: M+1: 461,2 (ToyHa maca: 460,19).

Mpvknag H5' -  CwuHres  7-{4-[4-(2,3-
avrigpobeHso[1,4]giokcnn-5-in)ninepaswH-1-
inj6yTokcu}-3,4-aurigpo-1H-[1,6]Hacb TvpnanH-2-oHy

CnigyBann meTtoguui BiQHOBHOIMO amiHyBaHHS,
nofibHin metoauui npuknagy A1', BUKOPUCTOBYHOUN
1-(2,3-gurinpo6eHso[1,4]piokcuH-5-in)ninepasuH, 3
OTPMMaHHsIM BKa3aHoi B 3aronoBky cronyku (0,22r,
50%). MC: APCI: M+1: 439,3 (ToyHa maca: 438,23).

Mpvknag H6' -  CwuHres  7-{4-[4-(2,3-
avrinpo6beH3odypaH-7-in)ninepasuH-1-in]6yTokcn}-
1H-[1,6]Had> TMPUANH-2-0HY

Mepwy NPOMDKHY CrMonyKy, 7-(4-
rigpokcnbyTokcm)-1H-[1,6]HaddTUpUANH-2-0H, OTpU-
MyBarm Takum uYmHoM. bByTtan-1,4-gion (8,24,

8,12mn, 91,3mmonb) popgasarmm o tBepgoro KOtBu
(6r, 55mMmonb). Oyxe B'A3Ky CyMill nepemillyBanm
npotarom 15xB. nepen popaBaHHAM 7-dTop-1H-
[1,6]HadTMpMAanH-2-oHy (3r, 18mmonb). MoTim do-
pasanm NMP (60mn) i peakuinHy cymil HarpiBanu
npy 70°C npoTArom Houi. PeakuinHy cymiw oxorno-
[DKyBanu i Biveanm B KpwkaHy sogy. Ocag He yTBO-
ptoBaBcs, ToMy cymiw ekcTtparysarm EtOAc. Opra-
HIYHUI Wap NPOMMBAaNM HaCM4EHUM PO3YMHOM COfi,
cyumnu Hag NaxSOs i koHUeHTpyBanu. O4unLLeHHS
xpomartorpadieto Ha SiO2 (0-50% EtOAc/Hex) gano
nepwy npoMixHy crionyky (2,36r, 55%). MC: APCI:
M+1:235,0 (touHa maca: 234,10).

Opyry  npombkHy  crnonyky, 4-(2-okco-1,2-
avrigpo-[1,6]Hacp TvpunaunH-7-inokcn)oyTupaneaeria,
OTpYMyBarM TakuMm 4umHOM. [o cycneHsii 7-(4-
rigpokcmbyTtokcm)-1H-[1,6]Had TupuamnH-2-oHy (2,33,
9,95mMmorb) B amxnopeTaHi (30mn) gogasamm IBX
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(8r, 30Mmorb). Cymiw HarpiBarm npu 80°C npoTs-
rom 5 roguH. PeakuinHy cymill oxonomkysanu i ne-
pewmiwysamm i noTiMm dinbTpyBamm. Ocag Big dinbT-
pyBaHHa npomuBarm CH.Cla pgoTu, mnokm He
BMOanamM npodykT. ®PinbTpaT KoHUeHTpyBanu 3
OTPUMaHHAM ApYroi NPOMDKHOI CROMNyKW y BUrMAAi
XKOBTOI TBepAoi pevoBuHu (2,45r). MC: APCI: M+1:
233,1 (ToyHa maca: 232,08).

Cnigysanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin oo metoaukm npuknagy A1l', BUKOpUCTOBY-
toun  1-(2,3-gurigpobeHsodypan-7-in)ninepasuH, 3
OTPVMaHHsIM BKa3aHoi B 3aronioBky crnonyku (0,225r,
59%). MC: APCI: M+1: 421,2 (TouHa maca: 420,22).

Mpwknag H7' -  CwHres  7-{4-[4-(2,3-
aurinpo6eH3ol1,4]giokcuH-5-in)ninepasuk-1-
inoyTokcu}-1H-[1,6Hadp TMpManH-2-oHy

CnigyBanun meToaumui BiGHOBHOrO amMiHyBaHHS,
nofibHin no metoaukm npuknagy A1l', BUKOpUCTOBY-
Ho4n 1-(2,3-gurinpobeHso[1,4]giokcnH-5-
in)ninepasuvH, 3 OTPMMaHHSAM BKa3aHO! B 3arofioBKy
cronykm (0,22r, 60%). MC: APCI: M+1: 437,2 (TouHa
maca: 436,21).

Mpuknag H8' - CwuHTtes 7-[4-(4-xpomaH-8-
inninepasuH-1-in)éytokcu]-1H-[1,6]Hadp TMpManMH-2-
OHY

CnigyBanun meToaumui BiQHOBHOrO amMiHyBaHHS,
nofibHin metoamui npuknagy A1', BUKOPUCTOBYHOUM
1-xpomaH-8-inninepasuH, 3 OTPUMaHHAM BKa3aHoi B
3aronosky cronyku (0,23r, 62%). MC: APCI: M+1:
435,2 (TouHa maca: 434,23).

Mpuknag H9' -  CuHres  7-{4-[4-(2,2-
andptopbeHso[1,3]giokcon-4-im)ninepasuH-1-
imoyTtokcu}-1H-[1,6Hadp TMpManH-2-oHy

Cnigysann meToaumui BigHOBHOrO amMiHyBaHHS,
nofibHin oo metoaukm npuknagy A1l', BUKOpUCTOBY-
Houn 1-(2,2-gnTopbeHso[1,3]aiokcon-4-
in)ninepasuvH, 3 OTPMMaHHSAM BKa3aHO| B 3arofioBKy
crionyku (0,261, 66%). MC: APCI: M+1: 459,2 (TouHa
maca: 458,18).

Komm’'totepHa BepcTka O. 'anoHeHKo

MignucHe

Tupax 26 npum.

MiHicTepcTBO OCBITU i HayKkM YkpaiHu

[epxaBHWI AenapTaMeHT iIHTEeNeKTyanbHoI BNacHOCTi, Byn. Ypuubkoro, 45, m. Kuis, MCIT, 03680, Ykpaina

0T “YkpaiHCbKuiA iHCTUTYT NPOMUCIIOBOI BNacHocTi”, Byn. [MasyHosa, 1, m. Kuie — 42, 01601



