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(57) 1. Cnonyka cpopmynu (1)

ne

R' sBnsie co6oto apoMaTWYHUI 3aMiCHUK, BUOpaHui 3
apomaTuyHoro uukny i3 4-10 yukniyHuMmM aTomamu,
AKMN MOXe OyTW KOHAEHCOBAHUM i MOXEe MICTUTK
oavH abo aekinbka retepoaTomis, i

R? aBnse coboto BOAEHb abo 3aMiCHUK, KONW MyHKTU-
pHa niHisa BiacyTHSA, abo R? BiCYTHIN, KOMNW NYHKTUPHA
NiHig NpeacTaBnsie 3B’A30K, | yTBOPIOETLCS NOABIHNUIA
3B’51I30K MiXXK @30TOM, 4O SIKOro NpueaHaHumn Rz, i Byr-
neuem, 4o SKoro npuegHaHum R3;

R® sBnsie coboto okcorpyny =0, Konu NyHKTUPHA MiHis
BiACYTHS, abo ABnse cobok 3aMiCHMK, KONMKU NYHKTUP-
Ha niHia NpeacTaBnse 3B'A30K, i YTBOPHETLCA MO-
OBIVIHMI 3B’A30K MK a30TOM, A0 SIKOr0 NpueaHaHWN
R2, i Byrneuem, Ao sKoro npueaHaHum R3;

R* asnsie coboto BOAEHb; i hapMaueBTUYHO NPUNHSA-
THa cinb,

3amicHuK aBnse coboto OH, OR’, SH, SR’, SOR’, NH,,
NHR’, N(R’);, NHCOR’, N(COR’);, NHSO:R’,
C(=0)R’, COzH, CO;R’, Ci-Cpankin i Cs-
CioranoreHankin, npuyomy KoxHy rpyny R’ Bubupa-
I0Tb He3amnexHo 3 rpynu, wo cknagaetbca 3 OH, C;i-
Cizankiny, Ci-CioranoreHankiny, apuny (skvii mMoxe
Oyt HeobOB’A3KOBO 3aMilLleHUM rpynoto, BUGpaHoto 3
C1-Ceankiny, Ci-Ceankokeu, Ci-Ceankintio, NH,, C;-
CeankinamiHo, gi(C:-Ce)ankinamiHo, NO,, CN Ta ra-
noreHy), apankiny, abo apvnankeriny (apuneHa rpy-
na fkoro moxe OyTn HEODOOB’AI3KOBO 3aMillieHa rpy-
noto, BubpaHow 3 C;-Cgankiny, C;i-Ceankokcu, C;-
CeankinTio, NH,, C;-Ceankinamivo, ni(Cs-
Cs)ankinamiHo, NO2, CN Ta ranoreHy), i ge rpyna R; €
rpynoto dpopmynu N(R’), abo N(COR’),, rpynu R’ mo-
XyTb O6yTVM ogHakoBMMUM abo pisHumK, abo ABi rpynu
R’ pasom 3 aToMOM a30Ty, A0 SKOro BOHU NpUEdHaHI,
YTBOPIOKOTb 5-12-4NEHHUIN reTepoLnKIT.
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2. Crnonyka 3a n.1, pe R! aBnse cobow 4-
NipUMIAnIbHY rpyny.

3. Cnonyka 3a n. 1, ge 4-nipumiguneHa rpyna € 3ami-
LLIeHOIO.

4. Cnonyka 3a Oyab-sikKuM 3 MmonepegHix MyHKTiB, Ae
R?, KOMMW NPUCYTHIN, SiBRsie cOBO BOAEHb.

5. Cnonyka 3a Oyab-akuM 3 MonepefHix NyHKTIB, Ae
R® sBnsic co60to oKkcorpyry.

6. Cnonyka 3a Oyab-SKuM 3 MoMepefHix NyHKTIB, Ae
R* siBnsie co60to BofIeHb, METOKCH abo riApOKCH.

7. Cnonyka 3a n. 6, ge

R' aBnsie co6oto 4-nipuMigunbHy rpyny, 3amilieHy B
nonoXxeHHi 2 amiHorpynoto, N-auunamiHorpynoto,
mMeTunTiorpynoto abo meTtaHcynbdiHinbHOWO abo me-
TaHCYNbOHIMNBHOK rPymnoko;

R? BiCYTHIN;

R® sBNsic co60l0 HEOBOB'A3KOBO 3aXMLLIEHY aMiHOTPY-
ny abo N-auunamiHorpyny; i

R” siBnsie co60to BofEHb.

8. Cnonyka 3a n. 1, ska aBnse coboto 8,9-aurigpo-5-
(2-meTaHcynbaHinnipumigmH-4-
in)nipngo[3’,2’:4,5]nipono[1,2-c]nipumignH-9-oH  cop-
Myru

9. Cnonyka 3a n. 1, ska aBnsge cobow 9-amiHO-5-(2-
MeTaHCynbaHInnipumianH-4-
in)nipnpo[3’,2":4,5]nipono[1,2-c]nipumianH hopmynum

10. Cnonyka 3a' n.1, gxka saBnge cobow 9-
aueTtunamiHo-5-(2-meTaHcynbdaHinnipumignH-4-
in)nipngo[3’,2’:4,5]nipono[1,2-c]nipumianH popmynu

N

AcHN!

11. Cnonyka 3a n. 1, ska siensie coboto 9-amiHO-5-(2-
MeTaHcynb®iHINAipUMignH-4-
in)nipnpo[3’,2":4,5]nipono[1,2-c]nipumianH chopmynum
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H,N
12. Cnonyka 3a n. 1, sika siBNsie coboro 9-amiHo-5-(2-
MeTaHCcynb@iHINNipUMianH-4-
in)nipngo[3’,2’:4,5]nipono[1,2-c]nipumianH popmynu

N SOMe
A

H,N .
13. Cnonyka 3a n. 1, ska sense cobot 9-amiHo-5-(2-
MeTaHCynbMOHINNipUMianH-4-
in)nipngo[3’,2’:4,5]nipono[1,2-c]nipumianH popmynu

14. Cnonyka 3a 6yab-akMM 3 nyHkTiB 1-13 5K akTuB-
HWA IHrpeaieHT MeavKaMeHTy Ans fiKkyBaHHSA paky.
15. dapmaueBTUYHaA KOMMNO3KLis, sika Bofogie NpoTu-
paKkoBOK aKTUBHICTIO i sika MiCTUTb cnonyky 3a 6yapb-
AKMM 3 nonepeaHix NyHKTIB pa3om 3 dhapMaueBTUYHO
NPUAHATHUM HOCIEM.
16. Cnocib oaepxaHHs cnonyku 3a 6yab-aKum 3 nyH-
kTiB 1-13, WO BKNOYae B3aemMofil0 HeoOOB'A3KOBO
3aMilleHoro 5-ranorennipuao[3’,2’:4,5]nipono[1,2-
clnipumignHy abo 8,9-purigpo-5-
ranoreHnipnao[3’,2":4,5]nipono[1,2-clnipumig-9-oHy 3
[EepUBATM30BAHOK apOMaTUYHOK CMOMYKOK, i Heo-
00B’sI3KOBY AepvBaTM3aLito NPpoaYyKTY.
17. Cnoci6b 3a n. 16, oe gepuBaTM3oBaHa apoMaTuy-
Ha crnonyka sBnsie Co00I0 CTaHiNnapunbHy CrosyKy.
18. TpomixkHa cronyka, ska sBnAse CobOo Heo-
60B’A3KOBO 3aMilLieHnIn 5-
ranoreHnipnao[3’,2":4,5]nipono[1,2-clnipumiguH  abo
8,9-aurigpo-5-ranoreHnipngo-[3’,2’:4,5]nipono[1,2-
clnipumig-9-oH chopmynu
R R

X
A = N\
N \ X | N \
— N
NRz )‘N )
R® abo o R

ne X siensie coboto ranoren, i R%, R® i R* maioTb 3Ha-
YeHHs1, BKasaHi B n. 1.

19. MpowmixxHa cnonyka 3a n. 18, ge X aBnse coboto
noa, R sisnsie coboto 3axucHy rpyny, R® aBnsie coboto
3axuLLEHY amiHorpyny.

[aHuin BMHaxig BiQHOCUTBCA OO MOXiOHUX Bapio-
niny B.
Bapionin A (1), Bapionid B (2), BapioniH D (3) i

N(3')-meTunTeTparigposapioniH B (4) aBnsoTb coboro
HEBENWKY rpyny reTepoumKiiYHUX peyvoBUH MOPCHKO-
ro MOXOMKEHHs, BUAINEHMX 3 apKTUYHOI TyoOKu
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Kirkpatrickia varialosa B 1994 [guB. Tetrahedron,
1994, 50, 3987-3992, i Tetrahedron, 1994, 50, 3993-
4000]. BoHn MatoTb 3BUYaNHY TPULMKITIYHY CTPYKTYPY
nipnao([3',2":4,5]nipono[1,2-c]nipumianHy. Taka CTpyk-
Typa He Mae npeueneHTy B NPUPOAHUX NPOAYKTax Hi
Ha3eMHOro, Hi MOPCbKOro MOXOOXKeHHs. PaHiwe ony-
OnikoBaHi ABi pob0OTH, WO ONUCYIOTb CUHTETUYHI CMO-
pigHeHi cTpyktypu [amB. Chem. Ber., 1974, 107, 929-
936, i Tetrahedron Lett., 2000, 41, 4777-4780].

BaxnuBoto ocobnuBicTio TakuMx crnonyk € ix 6Gio-
fioriyHa akTMBHICTL: BapioniH B € Hambinbl akTue-
HWM, BOMOAIOYMM LMTOTOKCUYHOK aKTUBHICTIO NPOTH
KNiTUHHOI niHil P388 i Takox € edeKkTMBHUM npoTu
Herpes simplex; BiH HeakTMBHWI BiOHOCHO psaAy iH-
Wwnx MikpoopraHiamis [gmB. Tetrahedron, 1994, 50,
3987-3992]. BapioniH A Takox nokasye iCTOTHY LUTO-
TOKCUYHY aKTMBHICTb NPOTU KMiTUHHOI niHii P388.
N(3")-MeTtunTteTparigpoBapioniH B iHribye 3pocTaHHs
Sacharomyces cerevisae i nokasye in vitro akTuBHiCTb
npoTu kniTuHHOi niHii HCT 116. BapioniH D HeakTue-
HWA Npu BCiX aHanisax. BeaxatoTb, WO pi3Ha aKkTuB-
HICTb BKa3aHMX arnkanoigie nokasye GionoriyHe 3Ha-
YeHHs1 amiHONIPUMIANHOBOrO LMKy B (2), OKMCNEeHoi
dopmu B (1) i BigHOBNEHOro NipumiguHy B (4), B Npo-
TUNEXHICTb METOKCUKapPOOHINbHOMY 3aMiCHUKY Y Ba-
pionini D.

[aHni BMHaxXig BigHOCUTBLCA OO Oe30KcMBapioni-
HiB, LLIO BOSIOAIIOTb LIMTOTOKCUYHOK aKTUBHICTIO i, SIK
OYiKYETbCS, KOPUCHUX K MPOTUMNYXIMHHI 3acobu.

Y ogHOMY acnekTi BUHaxig BiAHOCUTLCA 4O CMo-

nyk cpopmynu (1)

ne

R® sBnsie co6oto apomaTUYHUIA 3aMiCHUK;

R? sBnsie co6oto BoaeHb aBo 3aMiCHUK, KOMu ny-
HKTUPHA NiHia BiACYyTHS, abo R? BiAJCYTHI/, KONW NyHK-
TMpHa niHIA npeacTaBnse 3B'A30K, | YTBOPHOETLCHA
NoAaBiMHUIN 3B'A30K MiXX a30TOM, 4O SKOro NpueaHaHum
Rz, i B;/rneu,eM, 00 SIKOro npueaHaHum Rg;.

R® aBnse coboto okcorpyny =0, KONMM NyHKTUPHA
niHia BiacyTHA, abo sBnsie cobok 3amiCHMK, Konu
NYyHKTUPHAa NiHia NpeacTaBnse 3B'A30K, | yTBOPHOETLCA
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NoABiMHUI 3B'A30K MiXX a30TOM, 4O SKOro NpueaHaHum
R%, i ByrneLiem, 0 SKOro npueaHa Hwit R

R™ aBnse coboto BoaeHb abo 3aMiCHUK;

i iX dpapmaLeBTUYHO MPUNRHATHUX CONEN.

Ipyna RY, sk npasuo, siBnsie cobo apomaTuy-
HUA uuKn 3 4-10 UMKNIYHMMKM aTOMaMu, NepPEeBaHiLLe
- 5, 6 abo UMKNiYHMMKM aToMaMu, i HanGinbL nepeBa-
XHO - 6 uMKniYyHMMKM aTtomamu. [aHui BUHaxig gonyc-
Kae KOHAEHCOBaHi LMKIiYHi cuctemu. Limkn moxe mic-
TUTU oanH abo gekinbka reTepoaToMis, i BignoBiaHMNA
BapiaHT BkMoYae 1-3 UMKMIYHUX reTepoaToMu, BUO-
paHux cepen aTtoMiB asoTy, KMCHIO abo cipku, ocob-
nmBo - 2 retepoatomn. OcobnmMBO NepeBaxHi retepo-
aTomu a3oTy, i NpUKINagom R'e NipUMIgMHOBWIA LMK,
ocobnuBo, 3amicHuK 4-nipumignn, To6TO, rpyna dop-
My

N@‘P

A

ApomaTudHui umkn moxe 6yTn 3amilleHum, Ha-
npvknag, ogHielo abo Aekinbkoma rpynamu, Bubpa-
HUMK 3 arnKkiny, ankokcu, Tioarnkiny, ranoreHy, amiHo,
3aMilLEeHOro amiHo, raroreHarnkiny, ankokciankiny,
apuny, rigpokcu, kapbokcu, ankokcukapOoHiny abo
IHLIMX 3BMYAMHUX FPYM, BKIOYAOYM Me3UIbHI rpynu.
[ani B TekcTi Bka3aHi iHLWi rpynu, siki MOXXHa BUKOPUC-
TaTh K 3aMiCHUKN.

R?, KOnu MPUCYTHIii, siBNSiE cOBOI0, NEepeBaXHO,
BOAEHb, 3aXUCHY rpyny Ans a3oTy abo SKUNCh iHLWWA
3amicHuK. [Nprknagn 3axmcHWX rpyn Ans asoTy, Taki
AK MeTokcumeTun abo To3un, gobpe Bigomi, i Hemae
HeoOxigHoCTi npuBoauTn noapobuui. Mpuknagamu
HLWIMX 3aMICHUKIB € Oyab-siki rpynu, siki MOXHa 3aMmi-
HATW B JA@HOMY MOSOXEHHI LNSAXOM B3aemMogii crnony-
KW, e R! sBnse coboto BOAEHb. binbl WKMpoKo no-
CUMaHHS Ha iHWi rpynu AaeTbCs B AaHOMy onuci gani.

R® sBnsie coboio okcorpyny abo Moxe ABRNATU
CO0O0I0 3aMICHMK, SKUIN MOXHA BBECTU LUMSIXOM peak-
Uil OKco3'eQHaHHS, BKMOYAK4YM aMmiHO, 3aMillleHUi
aMiHo, B TOMY 4uChi, 3axuULLEHUn amiHo, i Tioankin.
BinbL WNMPOKO NOCUNAaHHS Ha iHWI rpynn AaeTbcsa B
AaHoMy onuci aani.

R* sBnsie co6oto BogeHb abo 3aMiCHUK, Takuii ik
arnkokcu, OcobnMBO - METOKCW, FiApOKCU, raroreH,
ocobnuBo - xnop, abo iHwWy rpyny, Ky MOXHa BBECTU
HYKNeodinbHUM 3aMillleHHsM abo iHWKMM MeToaoMm
AepviBatuaauii, Bknoyatoumn Tioankin aéo mesun. Ko-
mm R* sBnsie coboto BofeHsb, Cnomnykn ABNSATbL CO-
6oto noxigHi aesokcusapioniHy B. Konwu R* aBnse
coboto rigpokcu, cnonyku SBnsitoTb coboro noxigHi
BapioniHy B. BinbLu LUMPOKO NOCKMMaHHSA Ha iHWi rpynu
OAaeTbCsl B AaHOMY ONWCi Aarni.

R! aBnse cobolo, nepeBaxHo, 4-nipumignneHy
rpyny, 3amileHy B NornoXeHHi 2. BignosigHumun 3ami-
CHUKamMu € amiHorpyna i ii noxigHi, Taki sk N-auwn,
ocobnmeo, N-auetun. MNepeabayaTbca M iHWI 3ami-
CHUKK, Taki AK ankokcu abo ankinTtio, ocobnueo, me-
TunTiorpyna.

Rz, nepeBaxHo, BiACYTHIN.

R® siBnsie coboto, nepesaxHo, amiHorpyny i ii no-
XigHi, Taki sk N-auun, ocodnuso, N-aueTtun.

R*, nepeBaxHo, sIBNsie COBOI0 BOAEHD.

[yHKTUPpHa MNiHiA, NepeBaXxxHO, NpeAcTaBnse 3B'a-
30K.

Ocob6nunBo NepeBaHUM KNacom CMoMyK € Taki
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crnonyku cpopmynu (1), B sikux

R gaBnge coboto, nepeBaxHO, 4-NipUMianIbHY
rpyny, 3amilieHy B MonoxeHHi 2 amiHo, N-auunom,
ocobnueo, N-aueTtunom, ankintio, ocobnneo, MeTun-
Tiorpynoto, ankin- abo apwuncynbdiHinom, ocobnmeo,
MeTaHcynbiHinom, abo ankin- abo apuncynbgoHi-
oM, 0cobnMBO, MeTaHCyNbOHINOM;

R? BiACYTHIN;

R® sBnsiec co6oo HeoBOB'A3KOBO 3axuLLEeHy ami-
Horpyny a6o N-auun, ocobnueo, N-aueTun;i

R’ siBnsie 06010 BOAEHb, MAPOKCH aBo METOKCH.

BuHaxig Takox BigHOCMTbCS A0 hapmaLeBTUYHO
NPUIRHATHUX CONeMn.

Mpuknagamn 3amiCHUKIB, AKi MOXHa BUKOpUCTaTh
B gaHomy BuHaxogi, € OH, OR', SH, SR', SOR/,
SO2R', NHz, NHR', N(R')2, NHCOR', NH(COR,
NHSO;R', C(=O)R', CO;H, COzR', (C1-C1p)-ankin i
(C1-Ca1p)-ramoreHankin, npuyomy KoxHy rpyny R' Bu-
OupaloTb, HesanexHo, 3 rpynu, WO cKnagaeTbcs 3
OH, (C1-Cip)-ankiny, (Ci-Ciz)-ranoreHankiny, apuny
(K1 MOXINMBO, HEOBOB'AA3KOBO, 3aMilLEeHUI rpynoto,
BubpaHot 3 uncna (C;-Ce)-ankiny, (C1-Ce)-ankokem,
(C1-Cg)-ankinTio, NH,, (C1-Ce)-ankinamiHo, gi-(C1-Ce)-
ankinamiHo, NO,, CN i ranoreny), apankiny aéo apu-
nankeHiny (apuneHa rpyna sikoro moxe 6yTtu, Heobo-
B'I3KOBO, 3aMilleHa rpynoto, BubpaHoto 3 yucna (Ci-
Ce)-ankiny, (C;-Ce)-ankoken, (Ci-Ce)-ankintio, NHa,
(C1-Ce)-ankinamio, ai-(C1-Ce)-ankinamiHo, NO,, CN i
ranoreHy), i ge rpyna R; asnsie coboto rpyny gpopmy-
m N(R'), abo NH(COR'),, rpynu R' moxyTb 6yTn oa-
HakoBMMK abo pisHumu, abo agi rpynu R', pasom 3
aTOMOM a30Ty, 40 AKOr0 BOHW MpUEOHAaHI, YTBOPIOTb
5-12-4nNeHHUN reTepoLmKn.

Y BM3HaYEHHSIX, L0 BUKOPUCTOBYOTLCS B JAHOMY
BMHaXOAi, ankinbHi rpynu MoxyTb SBNSTU co6oto rpy-
nu 3 MiHiHUMKM abo posranyXeHnMu naHuramm i,
nepesBaxHoO, MicTaTb Big 1 Ao npubnusHo 12 atomis
BYyrneuto, nepesaxHiwe - Big 1 4o npubnuaHo 8 aTo-
MiB Byrneuto, Lie nepeBaxHiwe - Big 1 40 Npmubnm3Ho
6 aTtomiB Byrneuto, i Hanbinbw nepesaxHo - 2, 3 abo
4 atomu Byrneuo. OcobnmnBo nepeBaXHUMU ankinb-
HUMM rpynamm B CNonyKax AaHoro BUHaxoay € MeTun,
eTun i nponin, BKoYato4m isonponin. TepmiH "ankin",
LU0 BMKOPUCTOBYETLCA B AaHOMY OMUCI, SIKLLO HEMae
iHLUMX BKa3iBOK, BiQHOCUTLCS SIK A0 UMKMIYHMX, TaK i
00 auMKMIYHMX TPy, XOo4a UMKMiYHI rpynu MIiCTaTb
LLIOHaNMeHLLEe TPU LMKNIYHMX aTOMW BYTTeLo.

[anoreHankinbHi rpynu SBRsOTb COOOK0 arnkinbHi
rpynu (B TOMy 4YWchi, LUKMIoankinbHi rpynu), wo ma-
I0Tb BKasaHi BULLE 3HAYEHHS, 3aMilleHi ogHumM abo
Aekinbkoma aTomamu ranoreHy (nepesaxHo, Topy,
xnopy, 6pomy abo woagy) i Wo MiCTATb, NEpeBaxHo,
Bi4 1 Ao npnbnunaHo 12 atomis Byrnew, nepeBaxHi-
we Big 1 go npmbnmaHo 8 aTomis Byrnewto, LWwe nepe-
BaXHiwe - Big 1 oo npnbnmnsHo 6 atomie Byrneuo, i
HanbinbL nepeBaxHo - 1, 2, 3 abo 4 aTomu ByrneLto.
OcobnnBo nepeBaXHUMU ranoreHankinbH1MMu rpyna-
MU B CMOJlyKax AAHOro BUHaxXody € METUIbHI, eTUMbHI
i NponinbHi, BKMoYauK i3onponineHi, rpynu, 3amiwe-
Hi 1, 2 abo 3 atomamwu ranoreHy, siki MOXyTb OyTu
OfHaKoBUMKU abo pi3HMMK, OcobNUBO, dTOpMETU,
dTopxnopmMeTun, TpUTOPMETUN | TPUXNIOPMETUI.

[NepeBaxHi ankeHiNbHI i ankiHineHi rpynu B cno-
nykax AaHoro BMHaxody MICTATb oanH abo Aekinbka
HeHacuyeHux 3B'A3KiB i Big 2 4o NpubnusHo 12 atomis
BYyrneuto, nepeBaxHiwe - Big 2 o npnbnmaHo 8 aTo-
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MiB Byrneut, Lie nepeBaxHiwe - Big 2 40 NpMbrmM3Ho
6 aTtomiB Byrneuto, i HaBiTb Le nepeBaxHiwe - 2, 3
abo 4 atomu Byrneut. TepmiHun "ankeHin" i "ankiHin",
LLIO BMKOPUCTOBYIOTLCSI B JAaHOMY OMMCI, BigHOCATLCS
AK 00 UMKMIYHMX, TaK i 4O auMKniYHKUX rpyn, Xoua, siK
npasurno, Oinblw nepeBaxHi NiHINHI | po3ranyXeHi
aUMKITIYHI rpynu.

[MepeBaxHi ankoKCcUmbHi rpynu B crnonykax AaHo-
ro BUHaxoAy BKIOYaTb rpynu, WO MICTATb 0AuH abo
JeKinbka (ane nepeBa)HO, TiNbKM OAMH) KUCHEBUX
3B'A3kiB i Big 1 40 npubnusHo 12 atomiB Byrnewto,
nepesaxHiwe - Big 1 oo npubnuaHo 8 atomis Byrne-
uto, Wwe nepeBaxHiwe - Big 1 4o npubnusHo 6 atomis
BYyrneuto, i Hanbinbw nepesaxHo - 1, 2, 3 abo 4 ato-
MM BYrneuto.

[MepeBaxHi ankinTiorpynu B cnonykax gaHoro Bu-
Haxody MIcTATb oauH abo Aekinbka (ane nepesBaxHo,
TiNbKM oguH) nNpocTux TioedipHux 3B'askiB i Big 1 8o
npubnusHo 12 atomis ByrneLto, nepeBaxHiwe - Big 1
40 nNpubnusHo 8 aTomis Byrneuto, i e nepesaxHiwe
- Bia 1 go npmbnusHo 6 atomis Byrneuto. AnkinTtiorpy-
nm 3 1, 2, 3 abo 4 aTomamu ByrneL 0cobnveo nepe-
BaXHi.

[MepeBaxHi ankincynb@iHinbHI rpynn B cnonykax
AaHOro BMHAxXOA4y BKIHOYaKTb rPynu, WO MICTATb of-
Hy abo gekineka cynbcokengHux (SO) rpyn i Big 1 oo
npubnusHo 12 atomis ByrneLto, nepeBaxHiwe - Big 1
40 nNpubnusHo 8 aToMmis Byrneuto, i e nepesaxHiwe
- Big 1 go npubnuaHo 6 atomiB Byrneut. Ocobnmeo
nepeBaXxHUMKU € ankincynbiHineHi rpynn 3 1, 2, 3
abo 4 atomamu Byrnewo.

[MepeBaxHi ankincynb@OHIMNbHI rpynu B cnonykax
AaHOro BMHAxXoA4y BKIHOYAKTb rPynu, WO MICTATb of-
Hy abo gekinbka cynbgoHinbHMX (SO7) rpyn i Big 1 oo
npubnusHo 12 atomis ByrneLo, nepeBaxHiwe - Big 1
00 nNpubnusHo 8 aToMiB Byrneuto, i e nepeBaxHiwle
- Big 1 go npubnusHo 6 atomiB Byrneut. Ocobnmeo
nepeBaXxHUMKN € ankincynboHinbHi rpynn 3 1, 2, 3
abo 4 atomamu ByrneLo.

[MepeBaXkHi ankaHoINbHI rpyny B CMonykax gaHo-
ro BUHaxoAy BKIOYaTb rpynu, WO MiCTATb 0aHy abo
Aekinbka kapboHinbHux (CO) rpyn i Bin 1 oo npnbnu-
3HO 12 aTomiB Byrneuto, nepesaxHiwe - Big 1 Oo
npubnusHo 8 atomis ByrneLto, i e nepeBaxHiwe -
Big 1 go npnbnunsHo 6 aTtomiB Byrneuwo (BKNHOYaO4YM
Byrneup kapboHiny). Ocobnmeo nepesBaxHUMn € an-
KaHOINbHI rpynun 3 1, 2, 3 abo 4 atomamu Byrneuto,
0cobnmBo, dopMinbHa, aueTunbHa, NPOMioHINbHA,
OyTupunbHa i i300yTupunbHa rpynu.

[MepeBaxHi ankinamiHorpynu B crnonykax AaHoro
BMHaAXO4y MICTATb oAuH abo Aekinbka (ane nepeBax-
HO, Tinbku oamH) NH-3B's3kiB i Big 1 4o npubnmaHo 12
aToMmiB Byrneuo, nepesaxHiwe - Big 1 4o npnbnuaHo
8 atomiB Byrneuto, i e nepeBaxHiwe - Big 1 o npu-
6nm3Ho 6 aTtomiB Byrneyt. OcobnMBO NepeBaAKHUMMA
€ ankinamiHorpynu 3 1, 2, 3 abo 4 atomamu Byrneuto,
ocobnuBo, rpynu meTunamiHo, eTunamiHo, nponina-
MiHO i ByTunamiHo.

MepeBaxHi giankinamiHorpynu B cnonykax AaHo-
ro BMHaxody MicTaTb oauvH abo Aekinbka (ane nepe-
BaXHO, TiMbKA OAMH) aTtoMiB as3o0Ty, MOB'A3aHMX 3
OBOMa ankinbHUMW rpynamMu, KOXHa 3 skux Moxe Mic-
AT Big 1 0o NpmbnusHo 12 aTomiB Byrneuto, nepe-
BaXHiwe - Big 1 oo npnbnusHo 8 atomie Byrneuo, i
e nepeBaxHille - Big 1 Ao npubnuaHo 6 aTomis Byr-
neuto. AnkineHi rpynn MoxyTb 0yTn ogHakoBumun abo
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pisHumn. OcobnmMBO nepeBaXxHUMU € AiankinamiHor-
pynu, e KoXHa arnkinbHa rpyna mictnts 1, 2, 3 abo 4
aToMu BYyrneuw, ocobnueo, rpynu AuUMeTUNamiHo,
pieTunamiHo, N-meTuneTunamiyo, N-
eTunnponinamiHo, avnponinamiHo, gubytunamiHo i N-
MeTunbyTnnamiHo.

[MepeBaxHi ankaHoinamiHoOrpynu B cnonykax fa-
HOro BMHaxody MicTaTb oauH 3B'a30k NH-CO-, npue-
OHaHWA [0 ankinbHOI rpynu, Wwo MicTuTb Big 1 Oo
npubnusHo 12 atomis ByrneLto, nepeBaxHiwle - Big 1
00 nNpubnunsHo 8 aToMiB Byrneuto, i Lie nepeBaxHiwle
- Big 1 go npmbnuaHo 6 atomiB Byrneut. Ocobnmeo
nepeBaxHUMK € ankaHoinamiHorpynu 3 1, 2, 3 abo 4
aTtomamu Byrrneu, ocobnmeo, rpynu copminamiHo,
aueTtunamiHo, nponioHinamiHo i 6ytupunamido. Mpyna
aleTunamiHo € ocobnmBo NepeBaxxHo.

[MepeBaxHi piankaHoinamiHorpynu B cnonykax
AaHoro BUHaxoAy MiCTATb OOUH aToM a3oTy, NoB'A3a-
HUA 3 ABOMa ankaHoiNbHUMMK rpynamu, WO MalTb
BKa3aHe BULLE 3HAYeHHs, siki MOXYTb OyTU ogHako-
BUMK abo pi3HMMK, i KOXHa 3 sSKux MiCTUTb Big 1 Oo
npmbnusHo 12 aTomiB Byrneu, nepeBaxHiwe Big 1
[0 nNpubnnsHo 8 aTomiB Byrneuto, i e nepesBaxHiwe
- Big 1 Ao npmbnuaHo 6 aTtomiB Byrneut. Ocobnmeo
nepeBaXxHUMu € fJiankaHoinamiHorpynu, ge KoxHa
ankaHoinbHa rpyna mictutb 1, 2, 3 abo 4 atomu Byr-
neuto, ocobnueo, rpynu audopminamiHo, dopmina-
ueTunamiHo, giaueTnnamiHo, AUNponioHinamiHo i gu-
OytupunamiHo. [pyna pgiaueTnnamiHo € ocobnveo
nepeBaXkHOH.

MepeBaxHi ankincynbdoHinamiHorpynu B Crnony-
Kax 4aHoro BMHaxofy MicTatb oauH 3B'a30K NH-SO»-,
npueagHaHWM OO ankinbHOI rpynu, Wo MicTUTL Big 1 go
npubnusHo 12 atomis ByrneLo, nepeBaxHiwe - Big 1
00 nNpubnunsHo 8 aToMiB Byrneuto, i Lie nepeBaxHille
- Bia 1 go npubnuaHo 6 atomis Byrneut. Ocobnmeo
nepeBaxHUMK € ankincynboninamiHorpynmn 3 1, 2, 3
abo 4 atomamm Byrneu, ocobnueo, rpynyu MeTaHcy-
NbdOHINamiHo, eTaHCyrnbMOoHINaMmiHo, NponaHcyrb-
doHinamiHo i 6yTaHcynbgoHinamiHo.

Mpuknagn KOHKPETHUX CNOMyK 3a AaHWM BUHaXo-
Aom BknoyatoTe cnonyku (1), (2), (5), (16), (18) i (21)
Ha noJanblUMx CTOpiHKax, a TakoX criornyka, nosHa-
yeHa (20a), sika Ha cxemi 4 € npomixmoro CMonyKow
Mix cnonykamm (20) i (21), ae R BigcyTHIN, R® snsie
coboto aueTtamiao, R* sBnsie co6owo BOJEHD, i R! aB-
nge coboto 2-meTtunTionipumignH-4-in, Wo € cnony-

KOt chopmynu
e
N/
g

N
CH.«CON H’L\N

[aHuii BUHaXxig TakoX BigHOCUTBLCS A0 dhapmave-
BTUYHMX KOMMO3WLIN, O MICTATb CMOMYKM 3a JaHUM
BMHaxoAoM i papMaueBTUYHO NPUAHATHOrO HOCIS, i
[0 3aCTOCyBaHHA CMONyK 3a AaHWM BUMHaxXo4oM npu
ofepxaHHi nikapcbkoro 3acoby. BiH Takox BigHO-
CUTBCS [0 CNocobiB NiKyBaHHS.

Mpuknagn capmaueBTUHHMX KOMMO3ULIA BKMO-
yaloTb Oyab-ski TBepai dopmu (TabneTku, nintoni,
Kancynu, rpaHynu i 1.n.) abo pigki opmu (po3unHum,
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cycneHsii abo emynbcii) BignoBigHOro cknagy ang
nepopanbHoro, MicueBoro abo napeHTeparnbHOro
BBEEHHS, | BOHU MOXYTb MICTUTU YKACTY cnonyky abo
il noegHaHHA 3 Oyab-sikKMM HocieM abo iHWKuMK dap-
MaKOJIOrN4YHO aKkTUBHMMU cnonykamu. Moxe 6yTu not-
pibHa CTepunbHICTb TakMX KOMMO3WULiA, KONW iX BBO-
OATb NapeHTepanbHo.

BBeneHHsa Takux cnonyk abo KoMNo3wuii MoxHa
30iNCHUTK OyOb-SKUM BiAMOBIOHUM CMOCOGOM, Taknm
SIK BHYTpPILLHbOBEHHa iHQY3ia, Yy BUrNs4i npenaparTis
ONs1 nepoparnbHOro BBeAEHHS!, iHTpanepiToHeansHUM
i BHYTpiLWHbOBEHHUM cnocobom. [NepeBaxHO 3acTo-
COByBaTK iH(y3ilo TpuBanicTio Ao 24 rogunH, nepesa-
XHiwe - npoTarom 2-12 roguH, HanbinbW nepeBaxHO
- npoTtarom 2-6 roguH. Ocobnueo BakaHi KopoTkoya-
CHi iHdY3ii, WO A03BONAKTL 3AIMCHIOBATU NiKyBaHHSA
6e3 Toro, WOO6 3anuwaTty B rocnitani Ha Hi4. OgHak,
iHpysia Moxe npogoBxyBaTucs 12-24 roguHu abo
HaBiTb JOBLUE, AKWO Ue HeobxiaHe. IHdy3ilo MoxHa
3giicHOBaTVM 3 BiAMNOBIAHUMW iHTepBanamu, Hanpu-
knag, B 2-4 TwxHi. PapmaueBTUYHI KOMNO3wLii, WO
MIiCTSITb CMOMYKM BMHaxXody, MOXHa [OCTaBMsATU 3a
OOMOMOrOK0 iHKancyrnoBaHHA B ninocomax abo HaHo-
chepax, 3a AONOMOro KOMMO3WULUii 3 BiACTPOYEHUM
BMBINbHEHHAM ab0 6yab-AkuM iHWKMM cnocobom goc-
TaBKW.

ToyHe [O03yBaHHsi cnonyk Gyae 3miHioBaTMCA B
3anexHoCTi Bif, KOHKPEeTHOI KoMnosuuii, cnocoby 3a-
CTOCYBaHHS i KOHKPETHUX CUTYyaUiin, xasdiHa i nyxnu-
HW, Big AKOI NikyloTb. MNoTpibHO GpaTn OO yBary i iHLWi
akTopu, Taki K BiK, Maca Tina, cTaTb, Xap4yyBaHHs,
yac BBE[EHHS, LUBWMAKICTb eKCKpeLii, CTaH nauieHTa,
KoMGiHaUii nikapcbkunx 3acobiB, YyTNMBICTb 4O BNAMBY
i CEepnosHiCTb 3axBOpIOBaHHA. BBegeHHA MOXHa 34in-
cHioBaTM Ges3nepepBHO abo nepioguyHO B Mexax
nepeHocuMoi 4o3u.

[aHuii BMHaxig Takox BigHOCUTBCS A0 dhapmave-
BTUYHMX KOMMO3WUin Ana kombiHOBaHOI Tepanii, Lo
BKMNIOYAOTb CMOMYKY 3a AaHMM BUHAXOAOM i LOHan-
MEHLUE OAHY iHLWY TepaneBTUYHO aKTUBHY CMOSyKY.
IHWa cnonyka mMoxe BOMNoAiTV NPOTUMYXIMHHOK aK-
TUBHICTIO ab0 MOXe BOMoAiTU AEAKOK iHLIOK aKTUB-
HICTIO AN 3aCTOCYBaHHSI B MOEAHAHHI 3 NPOTUMYX-
TNIMHHOK aKTUBHICTIO CNOMYK 32 aHWM BUHAXOAO0M.

IHWi nikapcbki 3acobyn MOXyTb CTAHOBUTU YacTu-
Hy Ti€l )X KoMnosuuii abo MOoXyTb NpeacTaBnATUCS y
BUMMsiAi OKPEMOi KOMMO3uULii Ans BBEAEHHS B TOW Xe
abo iHwmi 4vac. OcoGnMBOCTI HLWOro mnikapcbKoro
3acoby cneujanbHO He obMexXyloTbCs, i BigNoBiAHMMM
KaHOnaoaTamm €

a) nikapcbki 3acobu 3 aHTUMITOTUYHOW Jieto,
ocobnnBo, HanpaBneHi Ha enemMeHTU LMTOCKEnNeTy,
BKIIOYAYM MOAYNSATOPM MIKPOTPYOOYOK, Taki K Tak-
CaHOBI Nikapcbki 3acobu (Taki sik Takcor, nakritakcen,
TakcoTep, goueTtakcen), nogodinoTokenHn abo anka-
noigv 6apBiHKy (BiHKPUCTWH, BIHONAcTuH);

b) aHTMmMeTabonivHi nikapcbki 3acobu, Taki Ak 5-
dnyopypauun, untapabiH, remuntabid, aHanorm ny-
pVHY, Taki SK NEHTOCTaTUH, MeTOTpeKcarT;

C) ankinytodi 3acobu, Taki sik a30TBMICHI NOXigHi
inpuTy (Taki Ak uuknodocdamig abo idoccdamia);

d) nikapcbki 3acobu, HanpaeneHi Ha OHK, Taki sk
aHTpaUMKNiHOBI Nikapcbki 3acobu agpiamiumH, OOKCO-
py6iurH, hapmopybiumH abo enipyBiunH;

e) nikapcbki 3acobu, HanpaeneHi Ha Tonoidome-
pasu, Taki ik eTono3na;
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f) ropmMoOHM i aroHicTn abo aHTaroHICTM rOPMOHIB,
Taki Ik eCTPOreH, aHTUecCTporeHn (TaMoKcudeH i crno-
pigHeHi crnonyku) i aHgporeHn dnytamia, nemnpope-
niH, ro3epniH, LMNPOTPoH abo OKTpPeoTUA;

g) nikapcbki 3acobu, HanpaBreHi Ha curHamnbHy
TPaHCAYKUi0 B MYXAMHHUX KITiITUHAX, BKMAKYAYM No-
XiOHi @HTUTIN, TaKi 9K repuenTuH;

h) ankinytoui nikapceki 3acobw, Taki, Sk Taki, o
MIiCTATb MraTuHy, Nikapcbki 3acobu (umMcnnaTuH, Kap-
OoHMMaTWH, okcannaTuH, napannaTtuH), abo HiTpo3o-
CEYOBUHY;

i) nikapceki 3acobu, WO MOTEHLUINHO BNNMBaOTL
Ha MeTacTas MyxnuH, Taki AK iHriGiTopn MaTpukc-
MeTanonpoTeiHas;

j) 3acobu reHHoi Tepanii i aHTMCcMUCNoBi 3acobu;

k) TepaneBTW4YHI NpenapaTtu Ha OCHOBI @HTUTIM;

i) iHWi ©GionoriYHO aKTUBHI CMOMYKM MOPCLKOrO
NMOXOO)KEHHS, 0CObNMBO, AVAEMHIHW, TaKi AK anniguH,
abo ekTeiHacuuanHK, Taki gk Et 743;

m) NpoTMBnIOBOTHI nikapcbki 3acobu, 3okpema,
JeKcaMeTasoH.

LINTOTOKCUYHICTL CMOMyK 3a AaHMM BUHAxXo4om,
OLEepXKaHMX 3a CXEMOH0 4, inCTPYETbLCA HaBeOEHNMM
pani gaHumm 3a IC50 B MKM.

Cnonyka P-388 A-549 HT-29
5 0,36 0,04 0,04
21 >3 0,16 0,16
20a >3 0,29 0,29
BapioniH B 0,85 0,17 0,09

BuHaxig Takox BiQHOCUTBLCS OO CUHTE3Yy CMOnyk,
BMXOAsuM 3 7-a3aiHgony, abo Ha Ginblu ni3Hin cTagii.
OpepxxaHHA TPUUMKIYHUX MipMaonipononipnmigoHie
(11), Buxogsun 3 7-asaiHgony, OOCAralTb LUMASAXOM
niTitoBaHHA 3a Byrneuem 2, BBeAeHHs Gi4yHoro naH-
ytora 3 2 i noganbloi umknisadii. Peakuito retepoa-
PUNBHOrO NOEAHAHHS BUKOPUCTOBYIOTb ANsl BBEAEHHSA
YeTBEpPTOro apoOMaTUYHOTO LIMKIY.

Takum 4YMHOM, OaHUK BMHaxig BiOHOCUTLCA A0
crnocoby ofepXaHHA Cnonyk 3a AaHUM BUHAXOAOM,
WO BKMOYae B3aeMOAil0 HEOOOB'I3KOBO 3aMilLleHOro
5-ranoreHTpuao[3',2":4,5]nipono[1,2-clnipumiguHy abo
8,9-aurigpo-5-ranorennipngo-[3',2":4,5]nipono[1,2-
clnipumig-9-oHy 3 AepuBaTU30BaHOK apOMaTU4YHOI
CMONyKoo, TaKoK $IK CTaHinapunbHa cnomnyka, ocob-
NMBO, TpUMETWUICTaHInapunbHa cnonyka, ocobnmeo,
noxigHe TpumeTtuncTaHinnipumignHy. MoTim ogepxa-
HWA NPOAYKT MOXHa BBECTW Y B3aEMO/I0 ANS 3aMiHu
3aMiCHMKIB. AMiHO abo iHLI peakuinHO3AaTHI 3aMiCHU-
KW Yy BUXIAHIA CNonyui MOXHa 3axMCTUTK, a NoTiM BK-
OannTu 3axX1CHi rpynu.

Takum 4YMHOM, NEpPEBaKHUMMK MPOMIKHUMMK CMO-
nyKamu 3a gaHvM BUHAX040M € Crnonyku chopmyn
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Vil !
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A
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ne X ssnsie coboo ranorex, i R?, R® i R* mawoTb
BKa3aHi BULLE 3HAYEHHS, 30Kkpema, konu X siBnsie co-
Goto 1oa, R siensie coboio 3axuCHy rpyny, R® sBnse
coboto 3axuuieHy amiHorpyny, i R aBnse coboto Bo-
OeHb, rigpokcy abo MeToKcu.

Mioxin po cuHTe3y BapioniHy B po3poGnenun 3
BMKOPUCTAHHSIM K MilleHb Ae3okcuBapioniHy B (5).
PaHiwe cuHTe3 3acHOBYBaBCS Ha OAepXKaHHi 3BMYyan-
HOT TPULMKIIYHOI cMcTemMun nipyaonipononipumiguHy 3
7-azaiHgony. KnouyoBoto cTagielo € retepoapuribHe
noegHaHHa 3 METOK BBEAEHHA NipUMIAMHOBOrO 3aMi-
CHUKa, kaTanisosaHe Pd(0).

NH2

oy

& =
7
("j:‘]%\) \Nl NI —_— 4w

) A ) N
HzNJ%N XN

5 X=O0H

X = NH,

BBeneHHsa naHutora, WO MIiCTUTb OYHKLiOHAMNbHI
rpynu, 3 ABOMa BYrneusMu y 2-e MOMOXeHHA 7-
asaiHgony [gmB. J. Org. Chem., 1965, 30, 2531-2533],
JocsaraloTb LUNAXOM B3aemogii 2-niTinnoxigHoro 3 2-
dpranimigoaueTtansgerigom (6), Skuii cam ooepXKyTb
3  Buxogom 75% 3 pgumeTuMnauetano  2-
amiHoaueTanbaerigy, 3axuLiaroyn amiHorpyny Lns-
XOoM B3aemogii 3 pranesum aHrigpugom B CH2Cl, npun
140°C npotsrom 15 xBWnuWH, 3 nNoganbluMM rigponi-
30M aueTanbeHoi rpynu 3a gonomorot 10% HCI npwu
KUN'ATIHHI i3 3BOPOTHIM XONOAUNbHUKOM. JliTitOBaHHSA
7-a3aiHgony padiwe onucaHe Tinbku Ana noro N-
deHincynbdoHineHoro noxigHoro [aue. Tetrahedron,
1997, 53, 3637-3648]. BukopuctoBytoTb cnoci6, onu-
caHui [Katritzky, ame. J. Am. Chem. Soc, 1986, 108,
6808-6809], wo BkNOYae 2-NiTitOBaHHA NiTIEBOI COni
1-kapboOHOBOI KMCMNOTKU, odepXaHoi in situ, ockinbkn
YygoBUMM  BUXIA 3HaWOEHWW 3 BUKOpPUCTaHHAM 1-
deHincynbdoHin-7-asaiHgony, i, KpiM TOro, BUKMIO-
YalTbCA ABi OKpeMi cTagii BBeaeHHs i BuganeHHsa N-
3axucHoi rpynu. TakMMm 4vMHOM, B3aemogis OGicniTin-
noxigHoro (7) 3 anbaerigom (6) gae cnvpt (8) 3 BUxo-
Aom 44%. 3axucT cnupTy Yy BUrMAAi NpocToro TeTpa-
rigponipaHinibHoro edipy gae cymiw giactepeomepis,
sIka He po3aiNnsaeTbes, OCKiNbkM 06uaBa LEHTPU cuMe-
Tpii ni3Hiwe npu cuHTesi BTpadatoTbed. [igpasmHonia
dranimigHoro 3anuwiky gae amiH (9) 3 KinbKicHUM
BUXOAOM, SKMK NEepeTBOPIOTbL B TeTparigponipumi-
8oH (10) 3 Buxogom 76% npu o6pobui TpudocreHoM
B CH,Cl; 3 giisonponinetunamiHom (DIEPA) sik ocHo-
Ba. [JurigponipumigoH (11) opgepxyloTb nicns sBuaa-
NEHHS 3axuULLAaKYoil TigpoKCU rpynu 3a LONOMOro
KWUCROTHOro rigponisy 3 noganbluow Aerigpatauieto
CcnvpTy Yepes mesunart (cxema 1).

Cxema 1.

CuHte3s nipmao[3',2":4,5]nipono[1,2-c]nipumignH-
1-oHy (11)°
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i: H-BuLi, TI'®, Big -78°C go kiMHaTHOI Temnepa-
Typu (KT);

i CO., -78°C;

iii: TpeT-BuLi, TT'®, -78°C;

iv: 5 TI'®, Big -78°C o kT, 44%;

v: DHP, HCI-6eH3on, CHCI; (87%);

vi: NH2NH2.H,0, EtOH (100%);

vii: (Cl30)2CO, DIPEA, CHxCly, kT (76%);

viii: 4H HCI, CH,Cl, (100%);

ix: MsClI, TEA, CH,Clz, 0°C (95%).

Ha ocHoBi paHilwe 3aiNCHEHNX eKkCnepuMEHTIB 3
reTepoapunbHOro NoeaHaHHS 3 7-asaiHgonioM [AuB.
Synthesis, 1999, 615-620], i niTitoBaHHA gurigponipo-
no[1,2-clnipumigun-1-oHie, [amB. J. Soc. Chem.
Perkin Trans., |, 1999, 249-255], po3pobnsieTbcs
opepxaHHa noxigHoro (14) 3 ranoreHnoxigHoro i3
3axucHoto rpynoto (13). 3axucTy TpUUMKRIYHOro nipu-
MigoHy (11) gocsiraloTb 3a OOMOMOroK METUNXIIop-
meTunosoro edipy B JIM®PA 3 BUKOPUCTAHHAM rigpwm-
Ay HaTpilo 9K OCHOBM 3 ofepXaHHam (12).
lanoreHyBaHHa  (12) 3  BukopucTaHHaAM  N-
6pomcykuuHimingy (NBS) abo nogy 3 rigpokcuaom
kanito aae (13a) (80%) i (13b) (62%), signosigHo. Te,
o ranoreH BeegeHu no C-5, niaTBepaxyoTb, nopi-
BHIOKOYM CMEKTPU '"H-AMP: cunrnet H-5 npn 66,41
M.O. NPUCYTHI B (12), ane He NPUCYTHIN B cnekTpax
(13a) i (13b). Ha xanb, He BOaeTbCs BUAINUTM NoXia-
He onosa (14), Hanpwknag, obpobka (13a) 6yTunniti-
€M 3 MOAanbLUUM FaciHHAM XJIOPUAOM TPUMETUIONO-
Ba [auB. Synthesis, 1999, 615-620], nae cknagHy
CyMiLLl, SKy HEMOXNNBO po3ainutn. Cnpobwu 3aiicHnTM
B3aEMOOOMIH 1oy i onoBa wWnsaxoMm obpobku (13b)
rekcaMmeTunaionnoBoM B [JiOKCaHi 3 KaTanisatopom
Pd(PPh3z)4 npuBoasTb oo cymiuwi (14) i (12) B cnisBia-
HOWEHHI 7:3, ane Bnginutn 14 MeToaoM KOJOHKOBOI
XpomaTtorpadii He BOaeTbCs.

Cxema 2
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i: MOMCI, NaH, AM®A, 0°C (87%);
ii: NBS, CH,Cl,, 0°C (80%);
i 12, KOH, AM®A, 0°C (62%).
3MiHI00TE CTpaTerito peakuii NoeaHaHHS i Ha Len
pa3 BUKOPUCTOBYIOTb TPUMETURICTaHINMipumigunH (15) i
noa-7-asaingon (13b). OpepxaHHs nipumiguHy (15)
[omB. Tetrahedron, 1989, 45, 993-1006], nokpally-
eTbcs 3 BukopuctaHHam Pd(OAc), i PPhs B TI® i
ckopouyloTbes KinbkicTb TBAF i yac peakuii B nopis-
HSIHHI 3 TUM, L0 onMcaHo B OinbLl paHHin poboTi.

SCHs
CHy NN
y i *rZN Z o !
| e SR /B 2 |
% * k/’\Sncns SN '
oJ\u OJ‘N
MOM 1§ Mow
13b 15

PosunH ogosmicHoro noxigHoro (1mmons), (15)
(3mmone), katanizatopa A a6o B i LiCl (3mmonb) B
AiokcaHi (20Mn) KUN'ATATE i3 3BOPOTHIM XONOAWMbHU-
KOM npoTsiroM 5 roauH. PO34YMHHMK BMNApOBYIOTH i
3anmLIoK ounaloTb KONOHKOBOIO dnew-
xpomatorpagieto. Peakuis noegHaHHa Mix (13b) i
(15) B ycix ymoBax ekcrnepumeHTy gae cymiw (12) i
(16), aki HemoxnMBO po3ginuTu (Tabn. 1).

Tabnuusa 1

Peakuia noegHaHHa mixx (13b) i (15) B giokcaHi

(15)/(13b)? [Katan/nir."| LiCl/Cul® | 16/127 | %°
11 A 3/-- 21 | 56

1,2 B 3/-- 21 | 52

2 B 3X0,1 31 | 53

a: MonsipHe CniBBigHOLLEHHS;

b: A = Pd(PPhs)s, 0,1 ekBiBanenTa; B=Pdy(dba)s,
0,1 exBiBaneHTa, i PPhs, 0,2 ekBiBaneHTa;

c: BigHocHoO 1 ekBiBaneHTa 13b;

d: BiAHOLLEHHSA BUMIPIOIOTb METOAO0M 'H-AMP;

e: Buxia (16) obuncnoloTe METOAOM H-AMP Ha
CUpY peakLUiiHy CyMmiLl.

Uepes TpyaHouli ouunwieHHsa (16) pobutbca BBe-
[EHHA HOBOI 3axWcHOi rpynu. MomoBmicHy cromyky
(17), sxi BigpisHaeTbca Big (13b) 3axmcHoO rpynoto,
CMHTE3YI0Tb 32 AONOMOrol B3aemogii (11) 3 To3unx-
nopugom i rigpugom Hatpito 8 AM®A 3 noganbLumm
noayeaHHAM 3a gonomoroto NIS.

Peakuis noegHaHHa mix (17) i TpyumeTuUncTaHin-
nipumianHom (15) gae TeTpauwmkniyHy crnonyky (18),
ane 3 Buxogom Tinbkn 10% HaBiTb NPY BUKOPUCTAHHI
YMOB peakLii, Bka3aHux B Tabn. 1 onsg noegHaHHA
(13b) i (15).

Cxewma 4

CwvHTe3 gesokcmBapioniHy B
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i: TsCl, NaOH, IM®A (40%);

ii: NIS, CHCls, kT (80%);

iii: 15, Pdy(dba)s, PPhs, LiCl, Cul (10%);

iv: TMSCI, HMDSA, 2,6-nytnauH;

v: NH3, 150°C, 60(#)//3,2 (30% B oBOX cTagisx);
vi: Ac20O, TT® (75%);

vii: NIS, CHCl3 (95%);

ix: M-CPBA, CHxCl,, 0°C (90%);

x: NH4OH, giokcaH, 80°C (90%).

HacTtynHum HabnmxeHHAM € 3miHa pyHKUioHanb-
HOCTi C-UMKMy LUMSAXOM MepeTBOPEHHS MUPUMIAOHY
(11) B nopamigonipumignH (20). AmiHonoxigHe 19
opepxytoTe O-cuninysaHHsaM (11) TMSCI i rekcaHe-
TunancnnasaHom (HMDSA) sk cuninytouMMm areHTom
3 noganblMM HyKNeodinbHUM 3aMmillleHHAM amiakom
[ouB. Lebgs Ann. Chem., 1975, 988-1002]. Auunio-
BaHHs amiHy (19) i ranoreHyBaHHs 3a BiNlbHUM MOro-

XEHHSAM Tt-36arayeHoro LMKy npoxoasite 3 YyAOBUM
BUXOOOM.

[eTepoapunbHe noegHaHHs (20) i (15) B ogHUX i
TUX X€ YMOBax peakuii i 3 TM e KaTanisaatopom, Lo
i paHiwe, gae cymiw aunnboBaHUX i NO30GaBNeHMX
3aXMCHUX TPyn amiHiB, SKi NpU MeTaHomi3i 3 CyxuMm
HCI B meTaHoni gatotb amiH (21) 3 Buxogom 45%.
Oe3sokcuBapioniH B (5) ogepxyloTb LUAAXOM 3aMiHW
METUATIOrPYN HOBOIO MiIPUMIAMHOBOIO LMKY Ha ami-
Horpyny. OkucneHHs (21) 3 BUKOPUCTaHHAM M-
XnopnepbeH30MHOI KMCMOTW 3 MoAanbLUOK 3aMiHOK
ofepXKaHoro cyrnb@OHYy Ha aMiHOrpymny 3 BUKOPWUCTaH-
HSIM Tigpokcmay amoHito fae (5) 3 BUCOKMM BMXOOOM
[ouB. Tetrahedron, 1989, 45, 993-1006, i Katrizky
A.R.,, Rees C.W., Comprehensive Heterocyclic
Chemistry, Pergamon Press, Oxford, 1984, vol.3,
page 111]. Binbw 3aranbHa cxema CUHTE3Y Mae Ha-
CTYNHWUIN BUrMSA.
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PeareHTn
i: H-BuLi, TTr'®, Big -78°C Oo KT;
ii: CO,, -78°C;

iii: TpeT-BuLi, TT®, -78°C;

iv:6, TI'®, Big -78°C oo KT;

v: DHP, HCI, 6eH3on, CHCI3, A;

vi: NH2NH2.H,0, EtOH, A;

vii: (CI3C0),CO, DIPEA, CHClIy, kT;

viii: 4H HCI, CH,Cly;

ix: MsCl, TEA, CH,ClI,, 0°C;

x: MOMCI a6o TsClI, NaH, M®A, 0°C;

xi: NBS/NIS, CH,Cl,, 0°C, abo |, KOH, 0°C;

xii: 15, Pdx(dba)s,PPhs, LiCl, Cul, giokcaH, A;

xiii: TMSCI, HDMSA, J'I%/TI/I}.‘J.I/IH, D;

xiv:NHs, 150°C, 60d/a°;

xv: Ac,0, TI®, KT;

xvi: NIS, CHCI3, 0°C;

xvii: TSN=CCl,, DIPEA, CH.Cl,, kT;

xviii: 44 HCI, CHCl3, kT;

xix: MsCl, TEA, CH,Cly, KT;

xX: NIS, CHCI3, -30°C;

xxi: cyxui MeOH-HCI a6o 48% HBr, A.

Biumkniyny cnon. 11b (X = OMe) ogepxytoTb 3 4-
mMeTokcu-7-asaingony [amB. J. Heterocyclic Chem.,
1989, 26, 317], 3 TMMM XX NOZANbLUMMK B3AEMOAIAMN,
wo i y sunagky 11a. NepetsopeHHs 11b B 19b 3ginc-
HIOWTb 3 BUXOAOM Tinbkn 22% 3a ponomoroto O-
cuninysaHHsa  TpumeTuncuninxnopugom (TMSCI) i
rekcametungucunasadom (HMDSA) 3 noganbwum
HYKMeodinbHUM 3aMiLLEHHAM aMiakoM. AUMITIOBaHHS
19b i nogyBaHHA ofepXXaHoro aueTunnoxigHoro ga-
loTb opauetamig 20b. 'H-amMP 20b nokasye ABi He-
3anexHi AB-apomatnyHi cuctemm 4Yepes napu npoTo-
HiB H3-H4 i H7-H8. KartanisoBaHe nanagiem
noeaHaHHS 20b i 2-aueTunamiHo-4-
TpUMeTUNCTaHinnipumianHy (27) 3 noganbsLuoto obpo-
6koto kucnototo aae O-metuneapioniH B (5b). CraHi-
nnipumiguH (27) opepxyoTs 3 Buxogom 40% 3 4-
XNop-2-MeTaHCyNbMOHINNIPUMIANHY [amB.
Heterocycles, 1977, 8, 229], wnsaxoM HykneodinbHo-
ro 3amileHHs MeTaHCYnbOHINBHOT rPynn aMmiakom B
i30-PrOH 3 noganbwum auunioBaHHsaMm Ac,O i B3ae-
MOOOMIHOM ranoreHy i metany B [iOKCaHi 3 BUKOpUC-
TaHHAM rekcameTungionosa i Pd(PPhs)s sk kaTanisa-
Topa.

YTBOpPEHHs MipMMIJOHOBOrO LMKIY HEe BKIo4ae
NOMINWEeHHS oAepXXaHHA TPUUMKMIYHMX cucTem 19.
TpuumkniyHi cnonyku 22a-c opepxytoTb 3 9a-c 3a
gonomorotd  B3aemogii 3 N-guxnopmeTtuneH-4-
meTunbeHsoncynsdoHamigom [amB. Chem. Ver,
1966, 99, 1252], i DIPEA B CH.Cl; 3 noganbwunmm
BuganeHHam O-3axucHoi rpynu i gerigpatadieto. N-
TosunnoxigHi 23 ogepXytloTb NOAIGHUM YMHOM i3 22
3a JOMOMOrO KaTani3oBaHOro KUCMOTOK BUAANEHHS
O-3axucHOI rpynu 3 noganblUOk Aerigpartauieto, sK
onucyetbcsa ansa nepetBopeHHs 10—41. BuganeHHs
N-TO31n3axmncHOI rpynu i3 23 34JIACHIOITL 3 BUKOPUC-
TaHHAM Na B amiaky abo Na B HadpTaniHi, npnyomy
ofepXytoTb 19 3 TOMIPHUM BUXOAOM.

Peakuis retepoapunbHOro noegHaHHs 23 i cTaHi-
nnoxigHoro 27 B ymoBax, NoOAibHMX onvcaHum paHi-
we, gae 25 3 gyxxe XxopoLwmm BUXOLOM.

BupaneHHs 3axucHoi rpynun ansa N-auetuny Mox-
Ha 3aicHUTM MeTaHonisom MeOH B HCI, wo kaTani-
3yeTbCs Kncnotow. MNepexia 25a—26 mMoxHa 34iNcHU-
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TV wnaxoM obpobku HBr. Cnonyka 26 € HOBUM noxi-
AHVM BapioniHy B, 3axullieHum Tinbku 3a ogHUM aso-
TOM.

OpepxaHo fekinbka noxigHux BapioniHy B, Tpu 3
SIKMX TiNbKM 3 OAHIE 3MiHOM: 5a aBnsae coboto aeria-
pokcuBapioniH B, 5b siBnse coboto meTuneapioniH B, i
26 aBnsie coboto To3unBapioniH B.

BuganeHHs To3uny 3 26 MOXHa 3A4INCHUTU B TUX
e ymoBax, Wwo i y Bunagky 23, i 6yae Bmxooutu Ba-
pioninH B.

3a ponomorow nogibHOI  ekcnepuMMeHTanbHoi
npoueaypu 3 23¢ MoXHa ofepxaTu cnonyky 25c, a 3
Hei - NoxigHi, yTBOpeHi 3a NipMMIAMHOBUM LIMKIOM.

[MonepeaHin ekcnepuMeHT Mnokasye Xxopowi pe-
3ynbTaTy, Wo nepenbavaloTbCs Npu NOEQHAHHI reTe-
poapoMaTUYHMX OFIOBOBMICHMX noxigHwmx i 13b, 17 i
24, npudoMy B 3aranbHii  OpMyni OAEepPXyHTb
pisni R

Po3pobneHa yHiBepcanbHa npoueaypa CUHTe3y,
SIKYy MOXHa BUKOPUCTATU He TiNbKW AN CUHTE3Yy NoxXi-
OHVX BKas3aHOi rpynu ankanoifgiB MOPCbKOro MoXo-
DPKEHHS, ane TakoX AN OAepXaHHsS MOXiAHMX iHLINX
NPUPOLHUX MPOAYKTIB.

3a [aHo 3asBKOK 3anuTyeTbCs MpiopuUTeT 3a
6inbWw paHHbOW nogadveto. Te, WO nNpu nogadvi He
BKITHOYEHO B TEKCT [A@HOro Onucy, BKIKOYEHE B HbOTO
SIK MOCUINaHHS.

Mpuknagu BuHaxony

Mpuknag 1
2-(1-Mppokecun-2-cbranimigoetun)-7-asaiHgon (8a)
& T H
.
N
N N N
Q

[o oxonomxeHoro (-78°C) posunHy 7-asaiHgony
(7,6r, 64mmonb) B cyxomy TI® (150mn), nopatots H-
BuLi (44mn 1,6M po3unHy B rekcaHi), i cymiwl nepe-
MiwytoTe npotarom 10xB. Yepe3 cymiw npoTarom
40xB. G6ap6oTtytoTh cyxuin CO,. Po3umHHMK Bunapo-
BYIOTb, | 3aNMLLOK PO3YMHAIOTE B CBIXIlN NopLii cyxoro
Tro (400mn). PosunH oxonomxytoTb go -78°C, i go-
patoTe TpeT-BuLi (42mn 1,7M po3umHy B rekcaHi).
Cywmiw nepemiwytote npotarom 20xe. JogatoTb noc-
TynoBo po3uvH TanimigoaueTtansaeriny (14,
71mmonb) B TT® (400mn). Yepes 1,5 roamHn peakuito
racatb HacmyeHuM BoaH. posynHoM NH4Cl (100mn), i
OpraHiYHUn po3YMHHUK BUNApoByTb. CyMill po3uu-
HaoTe B CHLCl, i npomuBaloTe Bogot. OpraHidHui
PO34MH cywath i ynapioTb. CyMill o4mLLaloTb Komno-
HKOBOW (pneLu-xpomatorpadgieto. EntotoBaHHA CyMi-
wwito CH.Cl, i aueTtoHy (95/5) pae 7-asaiHgon (3,8r,
50%) i cymiwwio CH,Cl, i MeOH (98/2) gae 8a (8,7r,
44%) y Burnagi 6inoi TBepaoi pevoBUHM.

T.nn. 231-232°C (CH2Cl,/MeOH).

I4 (KBr) v 3200 (m, NH), 1760 (s, C=0), 1704 (s,
NCO), 1427 (m, C-N), 1395 (m, C-O).

"H-AMP (OMCO-d®, 200MrI'y) & 3,88 (aa, J 13,6
6,0, 1H, H2"), 4,00 (o@, J 13,6 i 7,8, 1H, H2'), 5,06
(npa, J 7.8, 6,01 5,2, 1H, H1"), 5,83 (g, J 5,2, 1H,
OH), 6,34 (g, J 1,8, 1H, H3), 6,99 (aa, J 8,01 4,8, 1H,
H5), 7,81-7,88 (m, 4H, Ph), 7,89 (oa, J 8,01 1,4, 1H,
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H4), 8,14 (na, J 4,8 1,4,1 H, H6), 11,75 (ywwup.c, 1H,
NH).

BC-NMR (OMCO-d®, 75MIw) & 43,6 (T, C2'), 64,4
(m, C1'), 96,8 (g, C3), 1154 (g, C5), 119,8 (c, C3a),
123,0 (g, Ph-B), 127,6 (g, C4), 131,6 (c, cam Ph),
134,3 (g, Ph-a), 140,8 (c, C2), 142,1 (g, C6), 148,6 (c,
C7a), 167,7 (c, Ph-CO).

MC (El) m/z 308 (M+1, 6), 307 (M*, 25), 244 (8),
160 (43), 147 (dbTanimig, 100), 119 (azaiHgon, 52).

EnemenT, ananis: gnsa Ci7H13N3O3 o64ncneHo: C
(66,44), H (4,26), N (13,67); sHangeHo: C (65,11), H
(4,26), N (13,37).

Mpuknag 2

2-(1-Mppokcn-2-cpranimigoetun)-4-meTokcu-7-
asaiHgon (8b)

Cnigytoun Buwe onucaHomy cnocoby, 3 4-
mMeTokcu-7-asaigony  (3,55r, 24mmone) B TI®
(75mn), H-BuLi (16,5mn 1,6M po3unHy B rekcadi),
TpeT-BuLi (16mn 1,7M po3uuHy B rekcaHi) i po34nHy
dranimigoauetansgerigy (5r, 26mmons) B TI®
(100Mn) ogepxyloTb CUPY CYMILl, SIKY OYULLAIOTb KO-
JIOHKOBOK (hrielw-xpomartorpadpieto. EntotoBaHHsA cy-
Miwwrw  CH.Cl, i auetoHy (95/5) pae 4-
mMeTokciasaiHgon (2,06r, 58%), i cymiwwto CHCl; i
MeOH (98/2) pnae 8b (3,68r, 43%) y surnsagi 6inoi
TBEPAOI PEYHOBUHN.

T.nn. 225-226°C (CH.Cl,/MeOH).

I4 (KBr) v 3500 (s, NH/OH), 1702 (s, C=0), 1594
(m), 1395 (m).

"H-NMR (OMCO-d°®, 200Mry) & 3,88 (c, 3H, Me),
3,86 (om, J 13,81 6,0, 1H, H2"), 3,95 (ag, J 13,81 7,8,
1H, H2"), 5,00 (apa, J 7,8, 6,01 5,1, 1H, H1"), 5,73 (4,
J 5,1, 1H, OH), 6,30 (a, J 1,8, 1H, H3), 6,58 (g, J5,4,
1H, H5), 7,83 (m, 4H, Ph), 8,02 (g, J 5,4, 1H, H6),
11,65 (ywwp., TH,NH).

BC-NMR (OMCO-d®, 75MIw) & 43,6 (T, C2'), 55,3
(k8., Me), 64,2 (g, C1'), 94,0 (g, C5), 97,8 (g, C3),
109,5 (c, C3a), 123,0 (g, Ph-B), 131,6 (c, cam Ph),
134,1 (g, Ph-a), 138,1 (c, C2), 144,2 (g, C6), 150,3
(c, C7a*), 158,5 (c, C4*), 167,7 (c, Ph-CO).

MC (El) m/z 338 (M+1, 4), 337 (M", 20), 319 (M-
H»0, 44), 177 (100).

EnemeHT, aHani3: ana CigHisN304.1/4H,0 064m-
cneHo: C (63,25), H (4,57), N (12,29); sHangeHo: C
(63,32), H (4,54), N (12,07).

Mpuknag 3

4-Xnop-2-(1-rigpoken-2-pranimigoeTmny7-
asaiHgon (8c)

OH
Y 1
X

NN
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Cnigytoun BuLie onmcaHoMmy crnocoby, 3 4-xnop-
7-azaiHgony (5r, 33mmonb) B TI® (100mn), H-BuLi
(20mn 1,6M posuuHy B rekcaHi), TpeT-BuLi (20mn
1,7M posuvHy B rekcaHi) i po3unHy dranimigoauerta-
negerigy (7,5r, 39Mmmone) B TT® (140Mmn) ogepxytoTb
CMpY CyMill, $IKYy OYMLLAITb KOMOHKOBOKW (hreLwu-
xpomatorpadieto. EntotoBaHHa cymiwwto CHCly i
aueTtoHy (95/5) pae 4-xnopasaiHgon (4r, 80%), i cy-
miwwro CH2Cl, i MeOH (98/2) pae 8c (1,5r, 12%) y
BuUrnsai 6inoi TBepaoi pevyoBmHM.

'H-AMP (OMCO-d®, 200Mru) & 3,86 (M, 1H, H2",
3,95 (m, 1H, H2"), 5,01 (m, 1H, H1"), 5,92 (g, J 5,2,
1H, OH), 6,41 (c, 1H, H3), 7,14 (g, J 5,6, 1H, H5),
7,84 (m, 4H, Ph), 8,11 (g, J5,6, 1H, H6), 11,75
(ywwmp., 1H, NH).

BC-AMP (OMCO-d®, 75Mry) & 43,6 (T, C2'), 64,3
(@, C1'), 94,9 (g, C3), 115,3 (@, C5), 118,7 (c, C3a),
123,0 (g, Ph-B), 131,6 (c, cam Ph), 133,3 (c, C2),
134,3 (g, Ph-a), 142,2 (c, C4), 142,8 (g, C6), 49,2 (c,
C7a), 167,7 (c, Ph-CO).

MC (El) m/z 342 (M+1, 4), 341 (M*, 20)'323 (M-
H-0, 44), 177 (100).

Mpuknag 4

2-[2-®Tanimigo-1-(2,3,5,6-TeTparigponipaH-2-
in)okcieTnn]-7-asaiHgon

33'
s N o
S N t L]
;n oz N »
o

[o posunHy 8a (10,2r, 33mmonb) B CHCI3 (1n)
popatTtb 6H po3umH HCI B cyxomy 6eH3oni (180mn).
Oo cymiwi popatoTe  2,3-gurigponipaH  (46mn,
330mMmonb). PeakuinHy cyMill KUN'aTAaTb i3 3BOPOTHIM
XONOAWUNbHUKOM npoTarom 7 roauH. [Micna oxono-
OXKYBaHHS! CyMill MPOMMBAIOTb HACUYEHUM BOAH. pPO-
3ynHoM NaHCOgs, cywaTtb i ynaptotTb. Cymiw o4vun-
LaTb KOMNOHKOBOO dnewu-xpomarorpadieto.
EntotoBanHsa cymiwwo CH2Cl, i MeOH (97/3) pae 2-
[2-dpTanimigo-1-(2,3,5,6-TeTparigponipaH-2-
in)okcietnn]-7-asaingon (10,8r, 87%) sk cymiw agiac-
TepeomepiB (1:1) y Burnsai 6inoi TBepaoi pevoBmHN.

IY (nniBka) v 1717 (s, C=0), 1390 (m, CO), 1026
(m, CO).

"H-AMP (OMCO-d®, 200MIy) 1,30-1,80 (M, 6H,
H3", H4" i H5"), 3,25-3,45 (m, 2H, H2"), 3,80, 3,98,
4221438 (m, on,J140i4,4,p0,J 148120004, J
14,0i 9,4, 2H, H6"), 4,58 14,72 (on, J 3,21 2,8i g4, J
3,4i3,0, 1H, H2"), 5,30 5,39 (an, ¥ 8,4i5,2i a4, J
9,2i4,0,1 H, H1'), 6,47 i 6,51(n, J1,8i a,J 1,8, 1H,
H3), 7,08 17,15 (nn, J 8,214,8ipna,J 8,2i5,2, 1H,
H5), 7,69 (m, 2H, Ph-B), 7,86 (m, 2H, Ph-a), 7,86 (m,
1H, H4), 8,431 8,63 (nn, J4,8i1,6ip4a,J5,0i1,7,1
H, H7), 10,81 12,5 (ywwup., 1H, NH).

*C-AMP (CDCl3, 50Mry) 8 18,8 i 19,9 (1, C3"™),
25,0 25,2 (1, C4"), 30,2 i 30,8 (1, C5™), 41,6 i 42,8
(t, C6"), 61,8i63,6 (1,C2'),69,3i71,7 (g, C1"),955i
97,9 (g, C2"), 100,3 i 100,8 (g, C3), 115,9 (g, C5),
120,6 i 120,7 (c, C3a), 123,21 123,4 (g, Ph-B), 128,7 i
128,8 (g, C4), 131,81 132,0 (c, cam Ph), 133,91 134,0
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(a, Ph-a), 136,51 137,8 (c, C2), 143,1 (g, C6), 148,7 i
149,2 (c, C7a), 168,1 (c, Ph-CO).

MC (El) m/z 391 (M", 1), 307 (M-THP, 9), 147
(38), 85 (100).

EnemenT, aHanis: ansa CzxH2:N304.1/2H,0 064un-
cneHo: C (65,99), H (5,54), N (10,49); 3HangeHo: C
(66,02), H (5,80), N (10,28).

Mpuknag 5

4-MeTokci-2-[2-bTanimigo-1-(2,3,5,6-
TeTparigponipaH-2-in)-okcieTnn]-7-asaiHgon

OTHP
|\
\
N
NN N
o

Cnigytoun TOMYy X cnocoby, €k pana 2-[2-
dpranimigo-1-(2,3,5,6-TeTparigponipaH-2-in)okcieTvn]-
7-azaiHgony, 3 8b (3,8r, 11mmonb) B CHCI3 (350mn),
6H po3unHu HCI B 6eHsoni (35mn) i 2,3-gurigponipaHy
(10mn, 110mmonb)  oaepxytoTb  4-MeToKCi-2-[2-
dpranimigo-1-(2,3,5,6-TeTparigponipaH-2-in)okcieTvn]-
7-azaiHpon (3,07r, 65%) y Burnagi cymiwi giactepeo-
mepis (1:1).

Y (nniBka) v 1714 (s, 0O0), 1392 (m, CO), 1026
(m, CO).

'H-ampP (CDCl3, 300Mlu) 1,30-1,80 (m, 6H, H3",
H4" i H5"), 3,25-3,45 (m, 2H, H2'), 3,99 i 4,01 (c, 3H,
OMe), 3,96, 4,08, 4,28 i 4,39 (pg, J 13,51 3,9, oa, J
13,8i14,6,n0,J13,8i8,5ip048,J13,5i9,6, 2H, HE"),
4,57 i 4,73 (ywwp.T, J 3,2 i yunp.T, J 3,4, 1H, H2"),
525i5,33 (op, J69i24ipa,J99i14,1, 1H, H1"),
6,54 i 6,58 (ywwup.c i ywmp.c, 1H, H3), 6,56 i 6,62 (g, J
57ia,J 5,7 1H, H5), 7,68 (m, 2H, Ph-B), 7,83 (M,
2H, Ph-a), 8,38 i 8,57 (o, J 5,7 i g, J 5,7, 1H, H7),
11,7 (ywwmp., 1H, NH).

Be-amp (CDCls, 50MI'y) 6 18,9 i 19,5 (1, C3"),
25,0 25,3 (1, C4"), 30,2 i 30,7 (t, C5"), 42,0 i 43,0
(t, C6"), 55,4 (kB., MeQ), 61,7 i 62,9 (1, C2'), 69,4 i
71,5 (g, C1'), 94,41 95,3 (g, C2"), 97,7 (g, C5), 97,8 i
100,1 (a, C3), 10,5 (c, C3a), 123,1i 123,2 (g, Ph-p),
132,1 i 132,1 (c, cam Ph), 133,8 i 133,9 (g, Ph-a),
134,0 i 135,2 (c, C2), 144,9 i 145,1 (g, C6), 150,6 i
151,1 (c, C7a*), 159,8 (c, C4*), 168,1 (c, Ph-CO).

MC (El) m/z 422 (M+1, 2), 421 (M", 4), 337 (M-
THP, 15), 177 (100).

MC Buc.po3p., m/z, ansa Cz3H23N30s obumcneHe
421,1637; 3sHanigeHe 421,1625.

Mpuknag 6

4-Xnop-2-[2-pTanimigo-1-(2,3,5,6-
TeTparigponipaH-2-in)-okcieTun]-7-asaiHgon

Cnigytoun TOMy X cnocoby, sk ans 2-[2-
dpranimigo-1-(2,3,5,6-TeTparigponipaH-2-in)okcieTvn]-
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7-azaingony, 3 8c (1/3r, 3,8mmons) B CHCI3 (50mn),
6H po3unHy HCI B 6eHsoni (5mn) i 2,3-gurigponipaHy
(1,7mn, 19Mmonb)  opepxyoTb  4-xnop-2-[2-
dpranimigo-1-(2,3,5,6-teTparigponipaH-2-in)okcieTnn]-
7-azainpgon (1,0r, 63%) y Burnagi cymiwi giacrepeo-
mepiB (1:1).

'"H-AMP (CDCls, 300MIu) & 1,30-1,80 (M, 6H,
H3", H4" i H5"), 3,25-3,45 (M, 2H, H2'), 3,96-4,39 (M,
2H, H6"), 4,58 i 4,72 (m, 1H, H2"), 5,30 i 5,40 (gA, J
84i4,4ipp,J92i4,0,1H, H1"),6,58i6,63 (g, J 2,2
iaJ22 1H,H3),7,13i7,20 (g, J52i4,J 52, 1H,
H5), 7,70 (m, 2H, Ph-B), 7,86 (m, 2H, Ph-a), 8,35 i
8,55(m,J5,2ia,J5,2,1H, H7), 11,7 (ywwnp., 1H,NH).

13C-AMP (CDCls, 300MIw) & 18,9 i 19,5 (T, C3"),
25,0 25,3 (1, C4™), 30,2 i 30,8 (T, C5"*), 41,81 42,9
(T, C6"),61,9i63,5(1,C2'),69,2i71,6 (g, C1'),955i
96,4 (g, C2"), 98,8 i 100,7 (@, C3), 116,1 (g, C5),
116,3 (c, C3a), 123,11 123,3 (g, Ph-B), 131,7 i 132,0
(c, cam Ph), 133,8 i 133,9 (g, Ph-a), 134,0 (c, C2),
143,21 143,3 (g, C6).

MC (El) m/z 426 (M+1, 2), 425 (M", 5), 341 (M-
THP, 14), 177 (100).

Mpuknag 7

2-[2-AmiHo-1-(2,3,5,6-TeTparigponipaH-2-
in)okcieTnn]-7-asaiHgon (9a)

O,
A P
=
*Sn W N,
Ho PO34MHY 2-[2-dpTanimigo-1-(2,3,5,6-

TeTparigponipaH-2-in)okcietun]-7-asaiHgony  (10,2r,
26mmonb) B EtOH (630mn) pgopatote NHoNH2.H.O
(1,53mn, 31mmonb). Cymiw Kun'aTaTb i3 3BOPOTHIM
XONOAWUNBbHUKOM MNPOTAroM 3 roavH. PO3unMHHUK Bu-
napoBylOTb, 3anuwok po3dnHaAlTs B CH,Cl, | npomu-
BalTb HacnyeHuM BogH. po3unHoM NaHCOs. BogHui
wap ekctparytoTb Tpu pa3u CH,Cl,. OpraHiyni po3un-
HW 06'eHYIOTH | ynaptoloTh, | 0O4EPXKYOTb CyMilll Aiac-
Tepeomepis (1:1) 9a (6,12r, 100%) y 24 Burnagi csiT-
NO-0paHXeBoi TBEPAOI PEHOBUHN.

I (nniBka) v 3200 (m, NH), 1421 (m, C-N), 1022
(m, CO).

'"H-AMP (CDCls, 200MI'y) & 1,40-1,90 (m, 6H,
H3", H4" i H5"), 3,20 (m, 2H, H2"), 3,48 i 3,90 (m, 1H,
H6"), 4,60 i 4,85 (ywwup.T, J 3,5 i m, 1H, H2") 4,85 i
4,97 (m i ywwmp.T, J 5,7, 1H, H1"), 6,32 i 6,43 (c, 1H,
H3), 7,03 i 7,07 (aa, J 6,6 14,8ip48,J 6,6i5,0, 1H,
H5), 7,851 7,90 (a4, J 6,6 i 1,4,1 H, H4), 8,29 i 8,36
(ap, J48i14ipn,J50i14,1H,H7),10,9i125
(ywwup., NH).

Be-amp (CDCls, 75MI'y) & 19,7 i 20,0 (T, C3"),
25,1 25,3 (1, C4"), 30,6 i 30,9 (1, C5™), 45,3 47,3
(T, C6"), 62,9 63,5 (1,C21),73,4i175,5 (g, C1'), 96,1
i 97,3 (g, C2"), 99,8 i 99,9 (g, C3), 115,6 (a, CH),
120,7 (c, C3a), 128,41 128,5 (g, C4), 138,31 139,0 (c,
C2),142,2i142,3 (g, C6), 148,51 149,0 (c, C7a).

MC (Cl, CH4) m/z 263 (M+1,15), 262 (M", 100).

MC Buc.po3p., m/z, ansa Ci4H19N302.H obuncne-
He 262,1555; 3HangeHe 262,1557.

Mpuknag 8
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2-[2-AmiHo-1-(2,3,5,6-TeTparigponipaH-2-
in)okcieTnn]-4-meTokci-7-a3aiHgon (9b)

e

QTHP
T
NN NH;

Cnigytoun Tomy X cnocoby, sk gna 9a, 3 4-
MeToKci-2-[2-¢pTanimigo-1-(2,3,5,6-TeTparigponipaH-
2-in)okcieTnn]-7-asaingony (2,9r, 10mmons) B EtOH
(100mn) i NHzNH».H.O (420mkn, 15mmonb) nicns
B3aEMOZji NpoTAroM 3rof. oAepXytoTb CyMill fiacTe-
peomepis (1:1) 9b (1,9r, 95%).

IY (nnieka) v 3150 (m, NH), 1590 (m, C=C), 1329
(m, C-N), 1114 (m, CO).

'"H-AMP (CDCls, 200MI'u) & 1,40-1,90 (M, 6H,
H3"-H5"), 3,19 (m, 2H, H21), 3,48 i 3,90 (m, 1H, HE"),
3,99 i 4,00 (c, 3H, MeO), 4,60 i 4,85 (m, 1H, H2"),
4,85i4,97 (miywnp.T1 J 5,7, 1H, H1"), 6,42 i 6,51 (c,
1H, H3), 6,51 6,55 (g, J 5,4, 1H, H5), 8,231 8,30 (A,
J 5,4, 1H, H7).

¥C-AMP (CDCls, 75Mru) & 20,0 (1, C3'*), 25,2 i
254 (1, C4"™), 30,7 i 30,9 (T, C5™), 454 i 47,4 (T,
C6"), 55,4 i 55,5 (kB., MeO), 62,9 63,4 (1, C2'), 73,51
75,5 (g, C1'), 94,71 96,1 (g, C2"), 97,1 99,6 (g, C3),
97,6 (g, C5), 110,5 (c, C3a), 135,8 i 136,5 (c, C2),
144,3 i 144,4 (g, C6), 150,3 i 151,3 (c, C4*), 159,4 i
159,5 (c, C7a*).

MC (Cl, CH4) m/z 291 (M*, 2), 262 (M-CH;NHs,
12), 190 (M-THPO, 8), 177 (100).

Mpuknag 9

2-[2-AmiHo-1-(2,3,5,6-TeTparigponipaH-2-
in)okcietnn]-4-xnop-7-asaiHgon (9c)

o
OTHP

/I\

\

Nﬁ NHp

Cnigytoun Tomy x cnocoby, sik anst 9a, 3 4-xnop-
2-[2-dpranimigo-1-(2,3,5,6-TeTparigponipaH-2-
in)okcietnn]-7-asaingony (950wmr, 2,2mmonb) B EtOH
(50mn) i NH2NH2.H,0 (250mkn, 4,4mMMonb) nicns B3a-
emogii npoTaroM 3rod. ooepXytTb CyMill giacTepeo-
mepiB (1:1) 9c (640mr, 97%).

'"H-AMP (CDCls, 200MI'u) & 1,40-1,90 (M, 6H,
H3"-H5"), 3,19 (m, 2H, H2'), 3,50 i 3,95 (m, 1H, HE"),
4,60 4,85 (m, 1H, H2") 4,85 i 4,97 (ywwp.T, 1H, H"),
6,46 i 6,54 (c, 1H, H3), 7,07 i 7,10 (g, J5,4, 1H, H5),
8,191 8,25 (g, J5,4, 1H, HY).

BC-AMP (CDCls, 75MIy) & 19,8 i 20,1 (1, C3"™),
25,11 25,3 (1, C4"™), 30,6 i 30,9 (1, C5™), 45,21 471
(t, C6"), 63,1 63,7 (1,C2'), 73,11 75,1 (@, C1'), 96,0 i
96,4 (a, C2™), 98,3 i 100,2 (g, C3), 115,8 (g, CH),
120,1 i 120,4 (c, C4), 135,6 i 135,8 (c, C4), 139,1 i
139,8 (c, C3a), 142,4 i 142,5 (g, C6), 148, 9i 149,5
(c, C7a).

MC (CI, CH4) m/z 295 (M*, 2), 266 (M-CH,NH3,
12), 194 (M-HPO, 8), 177 (100).

Mpuknag 10

6,7,8,9-TeTtparigpo-6-[2,3,5,6-TeTparigponipaH-2-
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in)okcunipnao[3',2":4,5]-nipono[1,2-c]-nipumMianH-9-oH
(10a)

g
Q¢
¥
“a

3 ' N se Q
L.

N N ?
1

P

Po3unH 9a (7,4r, 28mmonb) i DIPEA (5mn,
28mmornb) B CH,Cl, (300mn) noctynoeo gogatwTb 40
posumHy TpudocreHy (2,82r, 10mmonb) B CH.Cl»
(740mn), i cymil nepeMilwyoTb NpU KIMHaTHIA Temne-
patypi npotarom 30xB. OpraHiyHy cymill npomuBa-
10Tb HacuyeHuM Boau, posvmHom NH4CI i Bogoto. Op-
raHiYHWN PO3YMH CyliaTb i YNaplowTb, i OOEPXYTb
cymiw giactepeomepis (1:1) 10a (6,06r, 76%).

I4 (KBr) v 3252 (m, NH), 1716 (s, C=0), 1407 (m,
C-N), 1302 (m, CO).

'"H-AMP (CDCls, 200MI'u) & 1,40-1,80 (M, 6H,
H3"-H5"), 3,45-4,00 (m, 2H, H7 i H6') i 4,94 (m, 1H,
H2"), 5,04 i 5,10 (g, J 3,2i13,0iJ 4,4 1H, H6), 6,56 i
6,59 (c, 1H, H5), 6,79 i 7,00 (ywwup., 1H, NH), 7,20 i
722 (op, J 76148ip4,J8,0i4,8, 1H, H3), 7,89 i
793 (oo, J 7,61 1,8ip44,J8,0i 1,8,1 H, H4), 854 i
8,57 (np, J4,811,8ia4,J4,8i 1,4, 1H,H2).

¥C-AMP (CDCls, 50MIu) & 18,9 i 19,3 (1, C4'),
25,3254 (1, C5'), 30,1i30,4 (1, C3'), 43,5 45,3 (T,
C6'), 62,2 i 62,6 (1, C7), 63,2 i 64,3 (g, C6), 95,7 i
96,7 (@, C2), 102,3 i 103,7 (n, C5), 118,6 (g, C3),
121,31 121,7 (c, C4a), 129,1 i 129,2 (g, C4), 1335 i
136,1 (c, C5a), 145,21 145,6 (g, C2), 148,01 148,1 (c,
C10a), 149,81 150,2 (c, C9).

MC (Cl, CH4) m/z 289 (M+1, 6), 288 (M", 25), 204
(M-THP, 23), 85 (THP, 100).

MC Buc.posp., m/z, ana CisH17N3O03.H obuncne-
He 288,1348; 3HavineHe 288,1352.

Mpuknag 11

6,1,8,9-Tetparigpo-6-(2,3,5,6-TeTparigponipaH-2-
in)okcu-4-metokeunipuao[3',2":4,5]niponol[1,2-
c]nipumignH-9-oH (10b)

OMa
= l A oTHP
SN
N
N

Cnigytoun Tomy X cnocoby, sk ana 10a, 3 Tpu-
docreHy (20mr, 0,7mmonek) B CH2CI, (3mn), 9b (58wmr,
0,20mmonb) i DIPEA (34mkn, 0,20mmonb) B CH2Cl»
(3mn) npotarom 30xB. npu KiMHaTHI TemnepaTypi
OOEPXKYIOTb CUPY CyMilll, AKY OYULLAIOTL KONIOHKOBOKO
dnew-xpomarorpacpieto.  EmMoloBaHHA  CyMILLLLIO
CH.Cl, i MeOH pae cymiw giactepeomepis (1:1) 10b
(40wmr, 63%).

I4 (KBr) v 3258 (m, NH), 1714 (s, C10), 1566 (m,
C=N), 1290 (m, CO).

'"H-AMP (CDCls, 200MI'u) & 1,40-1,80 (M, 6H,
H3', H4'i H5"), 3,45 3,95 (m, 2H, H6'), 3,65 i 3,75 (m,
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2H, H7), 4,00 (c, 3H, MeO), 4,67 i 4,94 (m, 1H, H2'),
4,99 i 5,07 (m, 1H, H6), 6,20 i 6,30 (ywwup, 1H, NH),
6,65 i 6,66 (c, 1H, H5), 6,69 (g, J 5,9, 1H, H3), 8,44 i
8,46 (g, J 5,9, 1H, H2).

BC-AMP (CDCls, 50Mu) & 18,7 i 19,4 (1, C4'),
25,3254 (1, C5'"), 30,1 30,3 (1, C3'), 43,5 45,3 (T,
C6'), 61,9 i 62,6 (1, C7), 62,9 i 63,9 (g, C6), 95,5 i
96,2 (g, C2'), 99,6, 100,6 i 101,1 (@, C3 i C5), 130,9
(c, Cha), 147,31 147,7 (g, C2), 149,91 150,3 (c, C10a
abo C4), 159,7 (c,C9).

MC (El) m/z 318 (M+1, 2), 317 (M", 28), 233 (22),
217 (66), 216 (65), 177 (100), 85 (THP, 100).

MC Buc.po3p., m/z, ana CisH19N304 06uMcneHe
317,1376; 3HangeHe 317,1383.

Mpuknag 12

6,7,8,9-TeTparigpo-6-
rigpokcunipnao[3',2":4,5]nipono[1,2-clnipumignH-9-oH

<
N HEl
NH
o

o po3unHy 10a (6r, 21mmonk) B CH,Cl, (400mn)
pofalTb 4H consHy kucnoty (450mn). Micns nepe-
MilyBaHHA NpoTarom 45xB. Npu KiMHaTHIN Temnepa-
Typi ABa wWapn po3ainatoTe. OpraHiYHMA Po3YMH ekc-
TparyioTb 4H COMSIHOK KUCROTOw. BogHui po3yuH
QiNbTpylOTb | ynapiowTb, i ogepxywTs 6,7,8,9-
TeTparigpo-6-rigpokcunipngo-[3',2":4,5]nipono[1,2-
c]nipumignH-9-oH (51, 100%) y dopwmi rigpoxnopugy y
BUINAAi CBITNO-OpaHXeBoi TBEPAOT PEYOBUHN.

lgpoxnopug 6,7,8,9-teTparigpo-6-
rigpokeunipngo[3',2":4,5]nipono[1,2-clnipumignH-9-oHy

I4 (KBr) v 3500 (s, BIH), 1721 (s, C=0), 1638 (m,
C-C), 1503 (m, C=N).

'"H-AMP (CDsOD, 300Mry) & 3,61 (o4, J 13,0 i
5,0, 1H, H7), 3,77 (aA, J 13,0 4,0, 1H, H7), 5,23 (aA,
J 5,0i4,0, 1H, H6), 7,05 (c, 1H, H5), 7,86 (oo, J 8,0 i
6,0, 1H, H3), 8,56 (om, J 6,0 1,2, 1H, H2), 8,86 (aA, J
8,0i1,2, 1H, H4).

BC-AMP (CDsOD, 75Mru) & 45,8 (1, C7), 59,6
(a, C6), 101,9 (g, C5), 119,0 (g, C3), 127,1 (c, C4a),
124,3 (g, C4), 137,4 (c, C5a), 139,4 (g, C2), 141,9 (c,
C10a), 149,0 (c, C9).

MC (CI, NHz) m/z 205 (M+1, 3), 204 (M", 4), 180
(100), 163 (50), 130 (90).

MC Buc.po3p., m/z, ana CioH10N303 obumcneHe
204,0773; 3HangeHe 204,0772.

Po3uuH  rigpoxnopugy  6,7,8,9-TeTparigpo-6-
rigpokcunipuao[3',2":4,5]nipono[1,2-clnipumignH-9-oHy
B HacnyeHoMy BoAH. po3unHi NapCOz TpuBano ekcr-
parytoTb CH,Cl, i ogepxytoTb 3B'A3aHy OCHOBY.

6,7,8,9-TeTparigpo-6-
rigpokeunipngo[3',2":4,5]nipono[1,2-clnipumignH-9-oH

I4 (KBr) v 3400 (m, NH/OH), 1707 (s, C=0),
1468 (m, C-N), 1408 (m, C-N), 1297 (m, CO).

'H-AMP (OMCO-d®, 300MIwy) & 3,27 (M, 1H, H7),
3,42 (m, 1H, H7), 4,90 (ag, J 9,31 5,1,1 H, H6), 5,88
(@, J 5,1, 1H, OH), 6,54 (c, 1H, H5), 7,21 (pg, J 7,4 i
4,2, 1H, H3), 7,88 (ywwup., 1H, NH), 7,99 (ywwup.a, J
7,4, 1H, H2), 8,30 (ywwp.a, J 4,2, 1H, H4).

Be-amMP (AMCO-d®, 75Mrw) & 41,0 (T, C7), 55,7
(o, C6), 95,4 (o, C5), 113,8 (o, C3), 116,7 (c, C4a),
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124,2 (g, C4), 1354 (c, C5a), 139,3 (g, C2), 142,9 (c,
C10a*), 143,8 (c, C9%).

Mpuknag 13

6,7,8,9-TeTparigpo-6-rigpokcu-4-
meTokeunipnao[3',2":4,51nipono[1,2-cinipuMignH-9-oH

o po3unHy 10b (25mr, 0,08mmornb) B CH.CI,
(5Mn) popaTe 4H comsHy KvcnoTy (5mnm), i cymiw
nepeMilwyloTb NpU KiMHATHIA TemnepaTtypi NpoTaromM
45xB. OpraHiyHUA pPO34MH BIOAINSATL i ekcTparyTb
4H consiHO KMCMNOTOo. BoaHWI pO3YMH DiNbTPyHOTD i
ynaptowTb, | ogepxywTb 6,7,8,9-TeTparigpo-6-
rigpokcun-4-metokennipugo[3',2":4,5]nipono[1,2-
clnipumignH-9-oH (20mr, 95%) y copmi rigpoxnopuay
y BUrNA4i CBITNO-OpaHXeBoi TBepA0i PEYOBUHN.

IY (nniBka) v 3244 (m, NH), 1718 (s, O=0), 1627
(s, NCO), 1505 (m, ON), 1298 (m, CO).

'"H-AMP (CDsOD, 200Mry) & 3,56 (aa, J 13,6 i
4,8, 1H, H7), 3,71 (aa, J 13,6 i 3,6, 1H, H7), 4,29 (c,
3H, MeO), 5,11 (@A, J 4,8 3,6, 1H, H6), 6,91 (c, 1H,
H5), 7,40 (g, J 6,9, 1H, H3), 8,42 (g, J 6,9, 1H, H2).

BC-AMP (OMCO-d®, 75Mrw) & 48,9 (T, C7), 60,5
(kB., Me), 62,3 (g, C6), 101,7 (g, C5), 105,5 (g, C3),
117,4 (c, C4a), 137,0 (c, C5a), 140,6 (g, C2), 141,4
(c, C10a), 151,9 (c, C9), 169,0 (c, C4).

MC (El) m/z 234 (M+1, 12), 233 (M", 77), 215 (M-
H.0, 17), 55 (100).

MC Buc.po3p., m/z, gna Ci11H11N3O3 obuncnene
233,0800; 3HangeHe 233,0813.

Mpuknag 14

8,9-[urigponipngo[3',2':4,5]nipono[1,2-
clnipumignH-9-oH (11a)

P
3/| \ \
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Oo oxonomxeHoro (0°C) posumHy 6,7,8,9-
TeTparigpo-6-rigpokcunipuao[3',2":4,5]-nipono[1,2-
clnipumignH-9-ony (1r, 4,2mmonb) i TEA (1,74mn,
13mmonk) B CH,Cl, (20mn) popatotb kpannamu MsCl
(320mkn, 4,2mmonb). PeakuiiHy cyMmill nepemillyoTb
npotsarom 30xB. Npu TiK Xe TemnepaTtypi i opraHiyHumn
pO3YMH MPOMUBAIOTL HACUYEHUM BOAH. PO3YMHOM
NH4ClI i Bogoto. OpraHiyHniA po3uunH cywaTb i ynapto-
10Tb, | ofepxylTb 6e3 goaoaTkoBoro oumweHHs 11a
(730mr, 95%) y Burnaai 6inoi TBepaoi peyoBUHN.

T.nn. 265-266°C (MeOH).

I4 (KBr) v 3424 (m, NH), 1721 (s, C=0), 1691 (m,
NCO), 1633 (m, C=C), 1408 (m, C=N), 1380 (m),
1303 (m).

'H-AMP (OMCO-d®, 300MIL) & 6,50 (o, J 7,4,
1H, H6), 6,60 (c, 1H, H5), 6,97 (ag, J 7,4 i 5,3, 1H,
H7), 7,37 (om, J 8,01 4,7, 1H, H3), 8,08 (aa, J 8,0 i
1,7, 1H, H4), 8,39 (na, J 4,7 i 1,7, 1H, H2), 10,81
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(ywwmp.a, J 5,3, 1H, NH).

Be-amMP (OAMCO-d®, 75Mru) & 94,9 (a, C5), 98,0
(a, C6), 19,8 (g, C3), 123,1 (c, C4a), 127,5 (g, C4),
128,0 (g, C7), 137,0 (c, C5a), 142,5 (g, C2), 145,6 (c,
C10a*), 146,7 (c, C9*).

MC (El) m/z 186 (M+1, 18), 185 (M", 15), 157 (M-
CO, 10)

(Cl, NHs) m/z 204 (M+18, 12), 187 (M+2,14), 186
(M+1, 100), 109 (48).

MC Buc.po3p., m/z, ans CioH;N3O obumcnene
185,0589; sHangeHe 185,0593.

Mpuknag 15

8,9-Aurigpo-4-
meTokeunipnao[3',2":4,5]nipono[1,2-c]nipumignH-9-oH
(11b)

i N
Y
N :;
m

Cnigytoun Tomy > cnocoby, sk i gna 11a, 3
6,7,8,9-TeTparigpo-6-rigpokcu-4-
meTokeunipnao[3',2':4,5]nipono[1,2-clnipymianH-9-oHy
(113mr, 0,42mmonb), TEA (195mkn, 1,25mmonb) i
MsCI (32mkn, 0,42mmonb) B CH2Cl, (20mMn) npoTsirom
30xB. ogepxytoTb 6e3 gooaTkoBOro ouuwieHHs 11b
(74mr, 85%) y Burnsaai 6inoi TBepAoi peyoBuHN.

I4 (KBr) v 3380 (m, NH), 1721 (s, C=0), 1693 (m,
NCO), 1633 (m, C=C), 1500 (m, C=N), 1294 (m, CO).

"H-AMP (OMCO-d®°, 200MIw) & 3,98 (c, 3H, Me),
6,44 (o, J 7,5, 1H, H6), 6,54 (c, 1H, H5), 6,89 (oA, J
7,51i2,0,1 H, H7), 6,96 (g, J 5,5, 1H, H3), 8,26 (g, J
5,5, 1H, H2).

BC-AMP (OMCO-d®, 75Mru) & 55,5 (kB., Me),
92,6 (g, C5), 98,9 (g, C6), 101,0 (g, C3), 124,7 (n,
C7), 114,0 (c, C4a), 134,1 (c, C5a), 144,9 (g, C2),
146,5 (c, C9), 147,7 (c, C10a), 159,1 (c, C4).

MC (El) m/z 216 (M+1, 17), 215 (M", 100), 214
(M-1, 11), 200 (M-Me, 59), 172 (48).

MC Bwuc.po3p., m/z, gna Ci1iHgN3O, obumcneHe
215,0694; 3HangeHe 215,0690.

Mpuknag 16

8,9-[urigpo-8-
meTokcumeTunnipngo["3',2":4,5]nipono[1,2-
clnipumignH-9-oH (12)

TN h\
N
MOM
o oxonopxkeHoro (0°C) posumny 11a (250wr,
1,4mmonb) B OM®A (10mn) gopatote NaH (65wr,
1,6mmonb). Cymiw nepemiwytoTb npotarom 10xB. i
popaotb kpannamum MOMCI (103mkn, 1,4MMonb).
Cywmiw nepewmiwytote npu 0°C npotarom 1rod. i ra-
caTb BoAok (1mn). PO34mHHMK BMNapoByioThb i 3anu-

Wwok po3unHsATb B CH,Cly. OpraHiyHmid po3ymH npo-
MMBalOTb Boau, po3dnHom NaxCOs, ynaprowTb, i
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3anuLwokK o4YMLLaTb KOMOHKOBOH) dnew-
xpomatorpadieto. EntotoBaHHs cymiwwto CHCly i
MeOH (95/5) pnae 12 (267wmr, 87%) y Burnsai 6inoi
TBEPAOi pe4OBUHN.

I4 (nniBka) v 1711 (s, C=0), 1642 (m, NCO),
1393 (m, CO), 1175 (m, CO).

'"H-AMP (CDCls, 300Mry) & 3,41 (c, 3H, Me),
5,29 (c, 2H, CHy), 6,37 (g, J 7,5, 1H, H6), 6,41 (c, 1H,
H5), 7,81 (g, J 7,5, 1H, H7), 7,26 (pa, J 7,81 4,8, 1H,
H3), 7,90 (om, J 7,81 1,2, 1H, H4), 8,52 (oo, J 4,8 i
1,2, 1H, H2).

BC-AMP (CDCls, 50MIy) & 56,9 (kB., Me), 78,0
(t, CH>), 95,9 (g, C5), 99,6 (g, C6), 119,5 (g, C3),
123,3 (c, C4a), 127,9 (g, C4), 128,1 (g, C7), 135,1 (c,
Cbha), 143,7 (o, C2), 146,2 (c, C9), 147,1 (c, C10a).

MC (El) m/z 230 (M+1, 30), 229 (M", 100).

MC Buc.po3p., m/z, ana Ci2H11N30, obumcneHo
229,0851; 3HavgeHe 229,0850.

Mpuknag 17

8,9-Aurigpo-8-(4-
mMeTundeTncynbdoHin)nipnao[3',2":4,5]nipono[1,2-
c]nipumignH-9-oH

N

o)— N‘i‘s

Io oxonogxeHoro (0°C) posumHy 11a (500w,
2,7vimonb) B OAM®A (30mn) goparote NaH (130wr,
3,2vmMonb). Cymiw nepemiwytoTb npotsrom 10xB. i
aopaTb PO34MH n-TonyoncynedgoHinxnopuay
(570wmr, 3,0mmonb) B AM®PA (10mn). Cymiw nepemi-
LWYIOTb NpW KiIMHATHIN TemnepaTypi npotarom 1 rogm-
HW i racaTe BoAow (1mn). PO3YMHHUK BUNApoBYHOTh, i
3anuwok po3uunHsaioTe B ACOEt. OpraHiyHui po3unH
npomuBatoTb BoAH. po3dnHoM Na,COs, ynaptotoTb, i

\N"

3anuLwokK ouYMLLaTb KOMOHKOBOH) dnew-
xpomatorpadieto. EnoloBaHHA CyMILLLLIO FeKcaHy i
CH.CI» 1/1) nae 8,9-aurigpo-8-(4-

meTundeHincynbdoHin)-nipuao[3',2":4,5]nipono[1,2-
c]nipumignH-9-oH (360Mr, 40%) y Burnsai Ginoi Teep-
001 Pe4OBUHM.

I4 (KBr) v 1737 (s, 00), 1642 (m, NCO), 1393 (s,
502), 1175 (m).

'"H-HMP (CDCls, 200MIy) & 2,42 (c, 3H, Me),
6,45 (o, J 8,0, 1H, H6), 6,48 (c, 1H, H5), 7,27 (oA, J
8,2i4,7, 1H, H3), 7,34 (g, J 8,4, 2H, H3'i HY'), 7,65
(A, J 8,0, 1H, H7), 7,90 (oA, J 8,21 1,4,1 H, H4), 8,09
(a,J8,4,2H,H2'i HE'), 8,53 (oA, J 4,71 1,4, 1H, H2).

¥3C-AMP (CDCls, 50Mr) & 21,8 (kB., Me), 98,3
(@, C5), 100,2 (@, C6), 118,5 (c, C4"), 120,1 (g, C3),
123,6 (c, C4a), 123,7 (g, C4), 128,6 (g, C7), 129,6 (g,
C3'i C5'), 129,8 (g, C2'i C6'), 133,8 (c, C5a), 141,8
(c, C1"), 144,6 (g, C2), 146,0 (c, C9).

MC (El) m/z 340 (M+1, 7), 339 (M", 32), 184 (M-
Ts, 100).

MC Buc.po3p., m/z, ansa C;7H13N303S obumcneHe
339,0677; 3HangeHe 339,0682.

Mpuknag 18

8,9-[urinpo-5-6pom-8-
meTokcumeTunnipuao[3',2":4,5]nipono[1,2-
c]nipumignH-9-oH (13a)
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Oo posuuHy 12a (100mr, 0,44mmonb) B CH.CI;
(30mn) npu 0°C popatote NBS (78mr, 0,44mmonb), i
cyMmilw nepemiwytoTb npotaroMm 10xB. Cymiw po3bas-
nstotb CH,Cl, (50mMn) i Tpu pasun npoMMBaloTb Hacu-
YyeHuM BoAH. po3umHom NaHCOj;. OpraHiyHui wwap
cywatb i ynaprotTb, i ogepxytoTb 6e3 4oaaTKoBOro
oumiieHHs 13a (107wmr, 80%) y BUrnsiai CBIiTNO->XOBTOI
TBEPAOI PeYOBUHN.

I4 (KBr) v 1715 (s, C=0), 1640 (m, OC), 1092
(m, CO).

'"H-AMP (CDCls, 300MIy) & 3,39 (c, 3H, Me),
5,29 (c, 2H, CHy), 6,43 (g, J 7,8, 1H, H6), 6,90 (g, J
7,8, 1H, H7), 7,33 (oA, J 8,11 4,8, 1H, H3), 7,86 (aA, J
8,1i1,5, 1H, H4), 8,54 (aa, J 4,81 1,5, 1H, H2).

BC-AMP (CDCls, 50Mru) & 57,0 (kB., Me), 77,1
(c, C5), 78,3 (1, CHy), 97,7 (a, C6), 120,1 (g, C3),
122,7 (c, C4a), 126,7 (g, C4), 129,2 (g, C7), 132,8 (c,
Cbha), 144,8 (o, C2), 146,2 (c, C9), 146,5 (c, C10a).

MC (El) m/z 310 (*'BrM+1, 5), 309 (*'BrM", 50),
308 (°BrM+1, 5), 307 ("°BrM", 50), 45 (MOM, 100).

MC Buc.po3p., m/z, ana CioHio "BrNzO, obumc-
neHe 306,9957; sHangeHe 306,9956.

Mpuknag 19

8,9-[urigpo-5-noa-8-
meTokcumeTunnipngo[3',2":4,5]nipono[1,2-
clnipumignH-9-oH (13b)

\N N N
-
o MOM

Oo oxonomxeHoro (0°C) posuuHy 11a (100wmr,
0,44mmonb) B AM®A (4Mn) ogHOYacHO AoaarTb noa
(220mr, 0,8mmoneb) i KOH (94wmr, 1,66mmonb). Cymill
nepemiwytotb npotarom 30xB. npu 0°C. Cymiw ra-
CATb BOAHUM po3dmHoM (25mn) 0,5% NHs i 0,1%
NazS20s5. Po3uuH ekctparytote AcOEt i opraHiyHun
pPO34MH [BiYi NPOMMBAOTbL HACWHYEHUM BOAOH. PO34u-
Hom NaHCOs;. OpraHiyHui Wwap cylwartb i ynapiowThb, i
onepxytoTe 13b (96mr, 62%) 6e3 sikoro-Hebyab no-
OAaTKOBOrO OYMLLEHHS Y BUMMsAi CBIiTNO-XOBTOI TBEp-
A0 peyoBUHMU.

I4 (nnieka) v 3200 1714 (s, C=0), 1637 (m,
C=C), 1089 (m, C-0).

'"H-AMP (CDCls, 300MIy) & 3,45 (c, 3H, Me),
5,36 (c, 2H, CH,), 6,46 (g, J 8,1, 1H, H6), 6,99 (g, J
8,1, 1H, H7), 7,40 (agn, J 8,114,8, 1H, H3), 7,81 (an, J
8,1i1,8, 1H, H4), 8,59 (na, 49 J 4,8 1,8, 1H, H2).

BC-AMP (CDCls, 50Mry) & 54,5 (c, C5), 57,1
(kB., Me), 78,3 (1, CH>), 99,6 (g, C6), 120,3 (g, C3),
125,5 (c, C4a), 128,6 (g, C4), 129,8 (o, C7), 136,5 (c,
C5a), 144,9 (o, C2), 146,0 (c, C9), 146,3 (c, C10a).

MC (CI, NH3) m/z 357 (M+2, 5), 356 (M+1, 30),
230 (100),

77400 30

MC Buc.posp., m/z, gna Ci2H10IN3O2 obumcneHe
354,9820; 3HangeHe 354,9823.

Mpuknag 20

2-MeTtaHcynbgaHin-4-TpuMeTUncTaHinnipumianH

(15)
’1 :N

[0 po34unHy 4-oa-2-meTaHcynbgeHINnipuMiguHy
(800mr, 3,2mmonb), reckameTtungionosa  (1mn,
4,8mmonb), Pd(OAc), (45wmr, 0,31mmonb) i PPhs
(90wmr, 0,62mmonb) B TT® (10Mn1) goaatoTb Kpannisamm
TBAF (5mMn 1M posunHy B TI®). Cymill nepemillyoTs
npu KiMHaTHI TemnepaTypi npotarom 1,5 rogunH. Po-
34YMHHWK BUOANSOTL Y BaKyyMi i 3a5mLLOK O4ULLAI0Tb
KOMOHKOBOIO ~XpoMaTorpadieto Ha HeuTpanbHoMy
oKkcuai anoMmiHito. EntoloBaHHA CyMIWLWIKO FekcaHy i
AcOEt (99/1) nae 15 (585wmr, 65%) y Burnsai 6esbap-
BHOro macna.

IY4 (nnieka) v 1539 (m, ON), 1402 (m), 1306 (m),
1196 (m).

'H-AMP (CDCls, 200MI'y) & 0,34 (c, 9H, 3Me),
2,54 (c, 3H, Me), 7,08 (g, J 4,5, 1H,H5), 8,26 (a, 14,5,
1H, H6).

3C-AMP (CDCls, 75Mr'u) & -9,5 (kB., Me), 14,0
(kB., Me), 124,5 (g, C5), 153,6 (a,C6), 171,4 (c, C2).

MC (El) m/z 291 (***SnM", 50), 276 (**°SnM-Me,
100).

MC Buc.po3p., m/z, ans CgH14N>S°Sn 06umc-
nexe 290,9977; 3HanpeHe 290,9973.

Mpuknag 21

8,9-Aurigpo-5-noa-8-(4-
meTunderincynbdoHin)nipnao[3',2":4,5]nipono[1,2-c]-
nipuMianH-9-oH (17)

N

O%NTS

o oxonomxkeHoro (0°C) posuuny 11a (200wr,
0,59mmons) B CH,CI, (20mn1) gopatote nopuisimu NIS
(133wmr, 0,59mmornb), i Cymill nepemMilytoTb NPOTSAroM
30xB. npu BkasaHin Temnepatypi. Cymiw posbasns-
toTb CH,Cl, (50mn) i aBidi npomusatoTb Bogot. Op-
raHiyHUn Wwap cywaTtb i ynaplowTb, i ogepxytb 17
(218mr, 80%) 6e3 sikoro-HebGyab [OOATKOBOrO OuYU-
LLEHHS Y BUIMSAi CBITNO-KOBTOI TBEPAOI PEYOBUHMN.

IY (nniBka) v 1735 (s, C=0), 1636 (s, NCO), 1395
(m, C-N), 1368 (s, SO>), 1175 (m), 1075 (m).

'"H-AMP (CDCls, 300MIy) & 2,38 (c, 3H, Me),
6,43 (g, J 8,3, 1H, H6), 7,30 (m, 3H, H3, H31 i H5'),
7,68 (oo, J 8,11 1,5, 1H, H4), 7,72 (@, J 8,3, 1H, H7),
8,04 (g, J 8,4, 2H, H2'i HE'), 8,49 (oo, J 4,81 1,5, 1H,
H2).

BC-AMP (CDCls, 75MIy) & 21,7 (kB., Me), 56,9
(c, C5), 100,0 (g, C6), 120,7 (g, C3), 123,8 (c, C4"),
125,3 (g, C4), 125,7 (c, C4a), 129,0 (g, C7), 129,5 (c,

4
\N \



31
C1'), 129,6 (g, C3'i C5', 129,7 (@, C2'i C6"), 133,3 (c,
Cbha), 135,0 (c, C10a), 145,5 (g, C2), 146,1 (c, C9).)
MC (El) m/z 466 (M+1, 8), 465 (M*, 36), 310 (M-
Ts, 100),
MC Buc.po3p., m/z, gna Ci7H12IN3O3S obuncne-

Po3uuH 17 (50mr, 0,11mmonb), 2-
MeTaHCynbMaHin-4-TpuMeTUNCTaHinnipumiguHy
(93wmr, 0,32mmonsb), Pdx(dba)s (11mr, 0,011mmonsb),
PPhsz (6mr, 0,022mmons), LiCl (14mr, 0,32mMMmonb) i
Cul (4wmr, 0,011Mmonb) B giokcaHi (2mn) knn'ataTth i3
3BOPOTHIM XOMOAMUIMbHUKOM MNPOTAroM 5 roguH. Pos-
YMHHUK BWMNapOBYIOTb i CUPUIA 3arMLLOK OYULLAIThb
KONMOHKOBOK  donewl-xpomaTorpadieto.  EntotoBaHHA
cymiwiwto CH,Clz, MeOH i BogH. po3unHy NH3 (4/4/2)
Aaae 18 (4wmr, 12%).

'"H-AMP (OMCO-d®, 300Mru) & 2,60 (3H, s,
MeS), 7,20 (1H, d, J 6,3, H7), 7,42 (1H, pa, J 7,5 i
4,2, H3), 7,45 (1H, d, J 5,7, H5"), 7,70 (1H, d, J 6,3,
H6), 8,22 (1H, d, J 4,2, H2), 8,39 (1H, d, J 5,7, H6E"),
8,73 (1H, d, 3 7,5, H4).

MC (APCI) AP- m/z 309 (M", 20), 308 (M-1, 90),
307 (M-2, 100); AP+ m/z 331(M+Na, 10), 310 (M+1,
20), 309 (M*, 25).

Mpuknag 23

9-AmiHonipnao[3',2":4,5]nipono[1,2-c]nipumiguH
(19a)

\
N &\
N
N
3 11a

o posunHy 11a (500mr, 2,70mmonb) B 2,6-
nytmauHi (40mn) i HMDSA (60mn) gogatote TMSCI
(400Mmkn, 2,70Mmonb), | CyMill KMN'ATATb i3 3BOPOTHIM
xonoguneHukoMm npotarom 15rog. Hdopatwte TMSTF
(100mkn, 0,27mMmonb) | Yepes cymiw 6ap6oTytoTe NH3
npotsarom 15xB. npu 0°C. Cymiw 3akpuBaloTb B CTa-
neHoMy aBToknasi i rpitote npu 150°C npotarom 8
roauH (60cb/a%). PO3UMHHMK BMMNAPOBYKOTb | CUPUIA
3anuLIoK ounwaloTb KOTOHKOBOIO dnew-
xpomatorpadieto. EntoioBaHHa cymiwo CHCly i
MeOH (98/2) nae 19a (150mr, 30%) y Burnagi csitno-
XKOBTOI TBEPAOI PEHOBUHM.

3 23a

[o posumHy 23a (20mr, 0,06mmonb) B pigkomy
NHs (8mn) npu -78°C HeBenukMmu nopuismmn goaa-
toTb Na goTu, noku cuHin konip He 6yne 36epiratucs
npotarom 10xB. JopatoTb nopuismm NH4C1 poTw,
NOKN CUHI KOMip He 3HUKHe, i peakuinHy cymill nepe-
MiLLYIOTb NPW KiIMHaTHIN TemnepaTtypi AOTW, NOKU He
BMNApUTLCA PO3YMHHUK. TBEPAUNA 3aNULLOK PO3YUHHA-
10Tb y BogAi i ekcTparytoTe CH,Clo. OpraHivyHnin posyumH
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HO 464,9646; 3HangeHe 464,9649.
Mpuknag 22
8,9-Aurigpo-5-(2-meTaHcynbhaHinTpumMignH-4-
in)nipngo[3',2":4,5]nipono[1,2-c]nipumignH-9-oH (18)

cywaTb i ynapowTb, i ogepxyoTb 19a (4mr, 38%) y
BUIMSAAI XXOBTOI TBEPAOI PEYOBUHMN

T.nn. 214-215°C (pi3H.), (CH2Clo/rekcan).

I4 (KBr) v 3452 (m, NH), 3304 (m, NH), 1654 (m,
C=C), 1618 (m, C=C), 1570 (m, C=M), 1403 (m, C-N).

'H-AMP (OMCO-d®, 300Mru) & 6,49 (c, 1H, H5),
6,72 (g, J 6,6, 1P, H6), 6,80 (ywwup., 1H, NH), 7,30 (4,
J 6,6, 1H, H7), 7,42 (gn, J 7,81 4,6, 1H, H3), 8,14 (a4,
J 78115, 1H, H4), 8,33 (noa, J 4,6 i 1,5, 1H, H2),
8,60 (ywwp., 1H, NH).

Bc-aMP (OMCO-d°, 75MIy) & 88,8 (4, C5),
101,0 (g, C6), 119,6 (a, C3), 122,9 (c, C4a), 127,5 (4,
C4), 136,8 (c, C5a), 138,9 (g, C2), 1394 (g, C7),
141,8 (c, C10a), 148,8 (c, C9).

MC (El) m/z 185(M+1,15), 184 (M", 100), 183 (M-
1, 7).

MC Buc.po3p., m/z, gna CjioHgN4s obumcneHe
184,0749; sHangeHe 184,0747.

Mpuknag 24

9-AMiHOo-4-meTokeuTpunao[3',2":4,5]nipono[1,2-
c]nipumignn (19b)
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Cnigytoun Tomy x cnocoby, wo i agna 19a, 3mi-
wytoTb 11b (60mr, 0,27mmonk), HMDS A (30mn), 2,6-
nytmamd (15mn) i TMSCI (36mkn, 0,27mmons). Yac
peakuii 15 roguH. [opatote TMSTf (12mkn,
0,06mmonb) | yepes cymiw GapboTtytoTe NH; npoTs-
rom 15x8. npu 0°C.

Yac peakuii B CTaJ'IbHOMgl aBToknaBi 8 roavH, Ha-
rpisaHHsa npu 150°C (60dp/A°). Po3unHHUK BMNapoBy-
I0Tb | CUPUI 3aNULLIOK OYULLIAIOTL KOFIOHKOBOK hreLu-
xpomatorpadieto. EntotoBaHHs cymiwwo CHoCly i
MeOH (99/1) pae 19b (13mr, 22%), i entooBaHHA
cymiwwto CH,Cl, i MeOH (95/5) nae 11b (9wmr, 15%).

323b

Oo posuuHy 23b (200mr, 0,54mmonb) B TId
(25mMn) mpu 0°C kpannsmu popatoTb 3asganerigb
ofepxaHuin 3enexHui po3dmH Na B HadTaniHi B TIT®
(1,43mn, 0,54mmonb). Po3umH nepemiwwyoTe nNpoTa-
rom 20xB. Npu KiMHaTHI TemnepaTypi, 4oAaloTb Kpa-
nnamm Na B HadTaniHi B TT® (7,2mn, 2,70MMonb) i
CyMilW nepeMiwyoTb NpoTaroM 15xB. PO34YMHHUK BU-
OansaTb | cMpui 3anuuok po3unHsaTb B AcOEL.
OpraHiyHnMn pos3vmH Tpu pasu ekctparytoTe 4H HCI.
BogHi wapu o6'egHytotb, nignyroyiotb NaHCOs i
ekctparytote CH,Cl,. OpraHiyHunm posumH cywaTtb i
ynapolThb, i 3arM1LLIOK O4MLLAI0Tb KOMOHKOBOK hneLu-
xpomatorpadieto. EntotoBaHHs cymiwwo CHCly i
MeOH (95/5) pae 19b (27wmr, 23%) y BUrnsai ceitno-
XKOBTOI TBEPAOI PEYOBUHU.

'"H-AMP (CDCI3+CDsOD, 300MIy) & 4,01 (c, 3H,
Me), 6,45 (c, 1H, H5), 6,61 (a, J 6,6, 1H, H6), 6,75 (A,
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J 5,6, 1H, H3), 7,14 (g, J 6,6, 1H, H7), 8,18 (1, J 5,6,
1H, H2).

BC-AMP (CDCl3+CD30OD, 75Mly) & 55,6 (kg.,
Me), 87,5 (g, C5), 100,6 (g, C6), 102,2 (g, C3), 114,3
(c, C4a), 134,4 (c, C5a), 136,0 (g, C2), 141,7 (g, C7),
142,8 (c, C 10a), 149,0 (c, C9), 158,8 (c, C4).

MC (El) m/z 215 (M+1, 7), 214 (M*, 36), 213 (M-
1, 6), 199 (M-Me, 36), 57 (100).

(ES+) m/z 216 (M+2, 20), 215 (M+1, 100).

Mpuknag 25

9-AueTtunaminonipngo[3',2":4,5]nipono[1,2-
clnipumignH

AcHN

o posumHy 19a (250mr, 1,36mmonb) B TIo
(20mn) popatoTb  ouTtoBwui  aHrigpug  (200mkn,
2,04MMOnNb) i cymiw nepemiyoTb Npu  KiMHaTHIN
Temnepatypi npotarom 20 roavH. Po3ynHHWK Buaa-
nawTb i 3anuwok posunHaTe B CH2Cly. Po3uuH
NPOMMUBaOTb Hacu4yeHuM BoAH. po3ynHom NaHCOs.
OpraHiyHui wap cywaTtb i ynapiowTb. Cupui 3anu-
LLOK OYMLLIa0Tb KOSTOHKOBOK dorieLl-xpomaTorpadieto.
EntotoBanHsa cymiwwo CH2Cl, i MeOH (99/1) pae 9-
auetmnamworapuao[3',2':4,5]nipono[1,2-c]nipumignH
(225wmr, 75%) y BUrnsaai KOPUYHIOBATO-XOBTOI TBEPAOT
pPEYOBUHM.

T.nn. 160-161°C (CH.Cly/rekcaH).

I4 (KBr) v 3150 (m, NH), 1708 (s, C=0), 1626 (m,
NCO), 1574 (m, C=N), 1372 (m, ON), 1269 (m).

'"H-AMP (CDCls, 300Mry) & 2,63 (c, 3H, Me),
6,53 (c, 1H, H5), 6,97 (g, J 6,6, 1H, H6), 7,41 (oA, J
8,0i4,8, 1H, H3), 7,51 (g, J 6,6, 1H, H7), 8,10 (aa, J
8,0i1,5, 1H, H4), 8,41 (aa, J 4,81 1,5, 1H, H2).

B3C-AMP (CDCls, 75MIw) & 26,2 (kB., Me), 90,5
(a, C5), 107,2 (g, C6), 119,6 (g, C3), 122,8 (c, C4a),
128,4 (g, C4), 136,0 (c, C5a), 136,5 (g, C2), 139,6 (g,
C7), 141,3 (c, C10a), 142,3 (c, C9), 170,0 (c, CO).

MC (El) m/z 227 (M+1, 3), 226 (M*, 18), 184 (M-
Ac, 100).

MC Bwuc.po3p., m/z, gna Ci2Hi10N4sO obumcneHo
226,0855; 3HalniaeHe 226,0852.

EnemeHTtn, aHanis: ana Ci12H1oN4O obuncneno: C
(63,71), H (4,46), N (24,77); sHangeHo: C (63,65), H
(4,59), N (24,80).

Mpuknag 26

9-AueTunamiHo-4-
meTokeunipnao[3',2':4,5]nipono[1,2-clnipumiguH

Me
\N N \
D=N
AcHN

[o posumHy 19b (16mr, 0,08mmonk) B T (2mn)
aogaTb outoBun adrigpug (10mkn, 0,05mmonb) i
CyMiLLl NepemilLyoTb Npy KIMHATHIN TeMmnepaTypi npo-
Tarom 20 roanH. PO34YMHHUK BUAANAKTb | 3anuLIOK
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po3unHstoTb B CH,Cl,. Po3unH npommBatoTe Hacude-
HUM BogH. po3uynHoM NaHCOs;. OpraHiyHui wap cy-
wartb i ynapowThb. 9-AueTunamiHo-4-
meTokeunipngo[3',2":4,5]nipono[1,2-clnipumignH
(17mr, 95%) opepxytoTb 6e3 skoro-Hebyab AogaTko-
BOIO OYMLLIEHHS.

'H-AMP (CDCls, 300Mry) & 2,60 (c, 3H, Me),
4,07 (c, 3H, Me), 6,60 (c, 1H, H5), 6,82 (g, J 5,7, 1H,
H3), 6,96 (g, J 6,6, 1H, H6), 7,47 (g, J 6,6,1H, H7),
8,29 gﬂ' J5,7,1H, H2).

BC-aAMP (OMCO-d®, 75Mru) 26,3 (k8., Me), 55,8
(k8., Me), 88,1 (g, C5), 100,7 (g, C6), 107,7 (g, C3),
114,1 (c, C4a), 134,5 (c, Cha), 135,9 (g, C2), 1421
(@, C7), 159,5 (c, C4), 170,1 (c, CO).

MC (ES) m/z 258 (M+2, 30), 257 (M+1, 100).

Mpuknag 27

9-AueTtunamino-5-nognipnao[3,2':4,5]nipono[1,2-
c]nipumignt (20a)

o OXONOKEHOrO (0°C) po3uMHy  9-
aueTtunamiHonipngo[3',2":4,5]nipono[1,2-c]nipumignHy
(100wmr, 0,44mmonb) B CH,Cl, (20mn) gopatoTb nop-
gismm NIS (100mr, 0,44mmonb). Cymill nepemillyoTb
npoTsirom 15xB. Po3unH posbasnstots CH,Cl, (50mn)
i ABivi NnpoMumBatoTb BoAow. OpraHiyHui Wwap cywarthb i
ynaptotTb, i ogepxytote 20a (142wvr, 93%) y Burnagi
KOPWYHIOBATO-XXOBTOI PEYOBUHMU.

T.nn. 163-164°C (pi3H.), (CH2Cly/rekcan).

4 (KBr) v 3050 (m, NH), 1694 (m, C=0), 1573
(m, C=N), 1372 (m, C-N), 1307 (m).

'"H-AMP (CDCls, 200Mr'u) & 2,63 (c, 3H, Me),
6,94 (g, J 6,4, 1H, H6), 7,47 (oA, J 8,21 4,8, 1H, H3),
7,61 (n, J 6,4, 1H, H7), 7,93 (oA, J 8,21 1,6, 1H, H4),
8,40 (an, J 4,81 1,6, 1H, H2).

BC-AMP (CDCls, 75MrL) & 26,4 (kB., Me), 46,7
(c, C5), 107,0 (a, C6), 120,6 (m, C3), 125,2 (c, C4a),
128,8 (g, C4), 136,9 (c, C5a), 138,6 (g, C7), 140,9 (g,
C2), 141,5 (c, C 10a), 142,7 (c, C9), 170,2 (c, CO).

MC (El) m/z 353 (M+1, 3), 352 (M", 22), 310 (M-
Ac, 100).

MC Buc.po3p., m/z, gna Ci2HgIN4O obuncneHo
351,9821; sHangeHe 351,9821.

EnemeHTtn, aHanis: ansa C1oHgIN4O obuncneHo: C
(40,93), H (2,58), N (15,91); sHangeHo: C (40,91), H
(2,64), N (15,79).

Mpuknag 28

9-AueTunamiHo-5-nog-4-
meTokeunipnao[3',2":4,5]nipono[1,2-clnipumiguH (20b)

\N N \
)=N
AcHN

o OXONOKEHOr0 (0°C) po3uMHy  9-
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aueTunamiHo-4-metokcunipngo[3',2":4,5]-nipono[1,2-
c]nipumignHy (20mr, 0,078mmonb) B CHLCl, (15mn)
popatoTtb nopuismu NIS (18mr, 0,078mmonb). Cymilu
nepemilyoTe npotarom 15xB. Po3unH po3baBnsioTb
CHCI, (50mn) i gBidi npommBatoTb Bogot. OpraHiy-
HAA Wap cywaTb i ynaptowTb, i ogepxytTs 20b
(27wmr, 93%).

'"H-AMP (CDCls, 200Mry) & 2,61 (c, 3H, Me),
4,08 (c, 3H, Me), 6,84 (g, J 5,7, 1H, H3), 6,97 (g, J
6,6, 1H, H6), 7,57 (g, J 6,6, 1H, H7), 8,31 (g, J 5,7,
1H, H2).

13C-AMP (CDCls, 75Mru) & 26,3 (kB., Me), 55,8
(kB., Me), 101,2 (g, C6), 107,7 (g, C3), 114,1 (c, C4a),
133,5 (c, C5a), 137,7 (g, C2), 142,5 (g, C7), 142,6 (c,
C10a), 151,8 (c, C9), 170,4 (c, C4), 176,8 (c, CO).

MC (ES+) m/z 384 (M+2,15), 383 (M+1, 100),
192 (M+2%, 50), 191 (M+1%*, 22).

Mpuknag 29

9-AMiHO-5-(2-meTaHcynbdaHinnipumignH-4-
in)nipngo[3',2":4,5]nipono[1,2-clnipumignH  (21) i 9-
aueTunamiHo-5-(2-metaHcynbaHinnipumignH-4-
in)nipnpo[3',2":4,5]nipono[1,2-c]nipumigunH

Po3uuH 20a (130w, 0,37mmons), 2-
MeTaHcynbMeHin-4-TPUMEeTUCTaHINNipUMIanHy
(93wmr, 1,10mmonb), Pdy(dba)s (76mr, 0,07mMmonb),
PPhs (39mr, 0,15mmonb), LiCl (47mr, 1,10MMmonb) i
Cul (14wmr, 0,07mmonb) B giokcaHi (10mMn) kun'aTaTh i3
3BOPOTHIM xonoaurnbsHukoM npotsarom 1,5 roguH. Op-
raHiYHWUA PO3YMHHUK BUAANATb | ogepxaHe macno
po3unHstoTb B CH,Cl,. OpraHiyHuin po3ynH ekcTpary-
10Tb YoTupyn pasu 4H HCI i BogHWIA po3umH nignyro-
BytoTb TBepaMM Na,COs. BoaHun po3uuH ekctpary-
toTb CH,Cl,. OpraHiyHni wap ynaptowTb i 3anmwok
ouMLLalDTb  KOMOHKOBOK  dhrelu-xpomatorpadieto.
EntotoBanHHs cymiwwo CH2Cl, i§ MeOH (99/1) pnae 9-
aueTtunamiHo-5-(2-meTaHcynbeHinnipumignH-4-
in)nipnpo[3',2":4,5]nipono[1,2-c]nipumignH (21wr,
16%) y BMrMAAi >X0BTOi TBEPAOI PEYOBMHU i CYMILLLLIO
CHCl, i MeOH (95/5) pae 21 (30mr, 26%) y Burnsai
YKOBTOI TBEPAO!T PEHOBUHU.

Po3unH 9-aueTunamiHo-5-(2-
MeTaHcynbeHInnipumianH-4-in)-
nipngo[3',2":4,5]nipono[1,2-c]nipumianny (15mr,

0,043mmonk) B 5H HCI/MeOH (5mn) kun'atats i3 380-
POTHIM XONOAUNBHUKOM NPOTArom 1 roguHu. Po3uunH-
HVUK BUAANSATb | 3aNULLOK PO3YMHATE B HACMYEHO-
My BOAH. po3uvnHi Na,COs. Po3unH ekcTparyioTb
CHCl,. OpraHi4yHMIn pO34MHHWUK BUNApPOBYIOTbL i ofe-
pxytoTtb 21 (12mr, 90%).

Konun B3aemopilo noBTOpHOOTE i NpoBOAsATL 06-
pobky HCI/MeOH 6e3nocepeaHb0o nepes OYULLEHHAM
KOMOHKOBOK chneLu-xpomaTorpadieto, ogepxyotb 21
(45%) Ak eamMHMIA NPOAYKT peakuii.

9-AMiHO-5-('2-MeTaHcynbdeHInnipuMignH-4-
in)nipnao[3',2":4,5]nipono[1,2-c]nipumignH (21)
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T.nn. 223-224°C (CHCl,/rekcaH).

I4 (KBr) v 3390 (m, NH), 1632 (m, OC), 1557 (m,
ON), 1517 (m), 1464 (m, C-N), 1265 (m).

'H-AMP (CDCls, 300MIy) & 2,68 (c, 3H, Me),
7,33 (0, J 5,4, 1H, H5'), 7,49 (nn, J 8,4 14,8, 1H, H3),
7,58 (o, J 6,6, 1H, H7), 7,68 (g, J 6,6, 1H, H6), 8,40
(op, J 4,8i1,6, 1H, H2), 8,48 (g, J 5,4, 1H, HE"), 8,73
(o, J 8,41 1,6, 1H, H4).

BC-AMP (CDCls, 50MIy) & 14,4 (kB., MeS),
100,3 (c, C5), 102,1 (g, C6), 112,6 (g, C5'), 120,7 (4,
C3), 122,0 (c, C4a), 128,6 (g, C4), 138,7 (c, Cba),
140,3 (g, C2), 142,1 (c, C10a), 143,4 (g, C7), 149,8
(c, C9), 156,5 (a, C6'), 161,2 (c, C4'), 172,3 (c, C2').

MC (EI) 7/2 309 (M+1, 7), 308 (M", 33).

MC Buc.po3p., m/z, ana CisHi;2NgS obumcneHe
308,0844; 3HangeHe 308,0839.

Yo (MeOH) A 217 (16,324), 252 (21,415), 400
(11,692).

9-AueTunamiHo-5-(2-meTaHcynbeHinnipumignH-
4-in)nipnao[3',2":4,5]-nipono[1,2-c|nipumiguH.

T.nn. 160-162°C (CH.Clz/rekcan).

I4 (KBr) v 1704 (s, C=0), 1620 (m, C=C), 1556
(m), 1536 (m, C=N), 1517 (m), 1502 (m), 1476 (m, C-
N), 1265 (m).

'"H-AMP (CDCls, 200Mry) & 2,67 (c, 3H, Me),
2,69 (c, 3H, MeS), 7,36 (g, J 5,2, 1H, H5"), 7,58 (a4, J
8,21i4,8, 1H, H3), 7,83 (a, J 6,6, 1H, H7), 7,93 (g, J
6,6, 1H, H6), 8,52 (aa, J 4,81 1,4, 1H, H2), 8,54 (g, J
5,2, 1H, H6"), 8,77 (op, J 8,21 1,4,1 H, H4).

3C-AMP (CDCls, 75Mru) 8 14,4 (xB., MeS), 26,4
(kB., Me), 104,5 (c, C5), 107,4 (g, C6), 113,0 (g, C5"),
121,1 (g, C3), 121,6 (c, C4a), 129,5 (g, C4), 137,7 (c,
C5a), 141,0 (g, C2), 141,1 (a, C7), 142,5 (c, C10a),
143,3 (c, C9), 156,8 (g, C6'), 160,7 (c, C4'), 170,2 (c,
C2), 172,7 (c, CO).

MC (El) m/z 351 (M+1, 3), 350 (M", 33), 308 (M-
Ac, 100).

MC Buc.po3p., m/z, ans C;7H14NeOS obGumcneHe
350,0949; 3HangeHe 350,0940.

Y® (MeOH) A 255 (25,480), 400 (17,710).

Mpuknag 30

9-AMiHO-5-(2-meTaHcynbdiHINmipumignH-4-
in)nipngo[3',2":4,5]nipono[1,2-c]nipumignH

N
\’{?.-SOgm
LI
N N
N
HzN)=

Oo oxonomxeHoro (0°C) posuuHy 21 (20wmr,
0,07mmonb) B CH,Cl, (5mn) gopgatote M-CPBA (32w,
0,13mmonb). Cymiw nepemiwyoTs npotarom 30xB.
[opaTb HacuveHun BoAH. po3yunH NaxS;03 (1mn) i
CyMill NianyroBylOTb HACUYEHUM BOAH. PO3YMHOM
Na,CO3. OpraHiyHuii Wwap BigainsawTb | BOOHWIA Wap
ekctparytoTe CH,Cl,. OpraHiyHi po3unHu o6'egHytoTh,
cywaTb i ynaprowTb, i ogepxylTb 9-aMiHO-5-(2-
MeTaHcynbgiHiNnipuMignH-4-
in)nipngo[3',2":4,5]nipono[1,2-c]nipumigmH (20mr,
90%).

I4 (KBr) v 3388 (m, NH), 1635 (m, C=C), 1569
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(m), 1519 (m, C=N), 1467 (m), 1267 (s, S=0).

'H-AMP (CDCls, 300Mru) & 3,03 (c, 3H, Me),
7,53 (oa, J 8,21 4,8, 1H, H3), 7,63-7,78 (m, 3H, H7,
H6 i H5'), 8,42 (oa, J 4,81 1,4, 1H, H2), 8,73 (g, J 5.4,
1H, H6'), 8,84 (oA, J 8,21 1,4, 1H, H4).

BC-AMP (CDCls, 300MIu) & 40,3 (k8., Me), 99,5
(c, C5), 102,2 (g, C6), 116,5 (g, C5'), 121,3 (o, C3),
121,9 (c, C4a), 129,1 (g, C4), 140,0 (c, C5a), 140,8
(@, C2), 143,8 (c, C10a), 144,6 (g, C7), 150,0 (c, C9),
157,3 (g, C6'), 162,6 (c, C4'), 163,5 (c, C2').

MC (El) m/iz 324 (M", 47), 261 (M-SOMe, 100);
(ES+) m/z 326 (M+2,20), 325 (M+1, 100).

Mpuknag 31

9-AMiHO-5-(2-meTaHcynbMoHINnipuMignH-4-
in)nipngo[3',2":4,5]nipono[1,2-c]nipumignH

N
C '{?..sozm

SN
>"N
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Cnoci6 A

Ho PO34YNHY
MeTaHcynb@iHINNipUMianH-4-in)nipuao-
[3',2":4,5]nipono[1,2-c]nipumignHy (50mr, 0,16MmMorb)
B CH.Cl, (15Mn) npu kiMHaTHiA TemnepaTypi goaa-
toTb M-CPBA (88wmr, 0,36MMonb). Cymiw nepemiuy-
I0Tb NPOTArom 2 roguHa. [logalTb HaCMYEHMI BOAH.
po3umH NaxS;03 (1mn) i cymiw nignyroByoTb Hacu-
YeHuMm BOAH. po3ynHoMm Na;COs. OpraHiyHui wap
BioAiNsATb | BogHun wap ekctparytoTe CH,Cl,. Op-
raHiyHi po3unHu ob'edHYIOTb | ynaplowTb, i 0oepXKy-
0Tb 9-aMiHO-5-(2-meTaHcynbdoHINnipumignH-4-
in)nipnao[3',2":4,5]nipono[1,2-c]nipumiauH (50mr,
91%) y BMIrMAAi CBITNO-OpaHXeBOi TBepA0i PeHOBUHN.

Cnoci6 B

Oo posumHy 21 (200wmr, 0,65mmons) B CH,CL,
(50mn) popatote M-CPBA (320mr, 1,30mmonsb). Cy-
Mill NepemillyoTe NPOTArOM 2 rogvH Mpu KiMHaTHIN
Temnepatypi. [opatloTb HacuyeHurn BOAH. PO3YMH
NazS;03 (5mMn) i cymiw nignyroBytoTb HacUYEHUM
BOAH. po3unHom Na,COs. OpraHiyHun wap Bigains-
10Tb | BogHMN wap ekcTtparytoTe CH,Clo. OpraHivHi
pPO34nHM 06'€QHYIOTb, CyllaTh | yNaprowThb, i 0gepXy-
10Tb 9-aMiHO-5-(2-meTaHCcynbdOoHINNipuMignH-4-
in)nipnpo[3',2":4,5]nipono[1,2-c]TpumigunH (201 wr,
91%).

T.nn. 118-189°C(CH,Cly/rekcaH).

IY (nniBka) v 3340 (m, NH), 1569 (m, C=C), 1517
(m), 1462 (m), 1262 (s, S=0,).

'H-AMP (CDCls, 300MIy) & 3,41 (c, 3H, Me),
7,56 (oAp, J 8,1i4,8, 1H, H3), 7,69 (g, J 6,6, 1H, H7),
7,78 (g, J 5,7, 1H, H5"), 7,80 (4, J.6,6, 1H, H6), 8,44
(op, J 4,8i1,5, 1H, H2), 8,75 (a8, J 5,7, 1H, HE'), 8,84
(am, J 8,11 1,5, 1H, H4).

BC-AMP (OMCO-d®, 50Mru) & 39,8 (kB., Me),
97,4 (c, C5), 101,0 (g, C6), 118,4 (g, C51), 121,0 (c,
C4a), 121,2 (g, C3), 128,6 (g, C4), 130,3 (c, Cha),
140,5 (g, C2), 143,3 (c, C10a), 146,8 (g, C7), 149,9
(c, C9), 157,5 (g, C61), 161,5 (c, C4'), 165,2 (c, C2").

MC (CI, NH3) m/z 342 (M+2, 6), 341 (M+1, 20),

9-amiHo-5-(2-
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340 (M*, 100), 309 (M-O, 5), 263 (M-SO:Me, 25).

MC Buc.po3p., m/z, ansa C;5H12N30,S o6umcneHe
340,0742; 3HangeHe 340,0740.

Mpuknag 32

9-AMiHO-5-(2-aMiHoNipUMianH-4-
in)nipngo[3',2":4,5]nipono[1,2-clnipumiguH (5a)

N
\{'}—NH;
, N
N >='N
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Cnoci6 A

Po3unH 9-amMiHO-5-(2-MeTaHCcynbMOHINNipUMIanH-
4-in)nipnao[3',2":4,5]nipono[1,2-c]nipumignHy  (25wmr,
0,04mmonb) B giokcaHi (3mn) i 23% BOAH. PO34MH
NH3 (5mn) HarpiBatoTb B 3anasHin npobipui npu 80°C
npoTsirom 6 roanH. Cymill OXONOMKYHTb i PO3UYMHHMK
BMAANATb. 3anuvIIOK PO3YMHAKTb B HACUYEHUM
BOAH. po34ymHi NaxCOs i po3ynH Oekinbka pasiB ekcT-
parytotb CH2Cl,. OpraHiyHi wapmu cywatb i ynapto-
10Tb. CUpY PEYOBUHY O4YMLLAIOTE KONOHKOBO dreLu-
xpomatorpadgieto. EntoroBaHHa cymiwwto CHCly i
MeOH (97/3) pae 5a (18wmr, 90%) y Burnsai oBToi
TBEPAOI PEYOBUHM.

Cnoci6 B

PosunH 20a (120wmr, 0,36mmonb), 27 (200wmr,
0,72mmonb), Pdy(dba); (75mr 0,06mmonb), PPhs
(35mr, 0,14mmonsb), LIiCl (42wmr, 1,10mmonb) i Cul
(12mr, 0,06mmonb) B giokcaHi (4Mn) KMN'aTATh i3 3BO-
POTHIM xonoaunsHWkom npotarom 1,5 roamH. OpraHi-
YHUI PO3YMHHUK BUAAnNSAOTb i 04epxaHe Macro pos-
YUHAKTb | KUN'ATATb i3 3BOPOTHIM XOMNOAUNBHUKOM B
HCI/MeOH npoTsarom 1 roguMHu. PO34MHHUK BMNapo-
BYIOTb i 3anuwok po3unHsioTb B CH,Cly. OpraHiyHun
pPO34nH ekcTparyoTb YoTupu pasu 4H HCI i BogHui
po3uunH nignyrosytoTb TBepanum Na,COs. BogHuii po-
34yuH ekcTparytoTs CH2Cl,. lMicns BunapoByBaHHs
PO34YMHHMKA CYMill O4YMLLAlOTh KOJIOHKOBOK dneLu-
xpomartorpadieto. EntotoBaHHa cymiwwio CHLCly i
MeOH (95/5) pae 5a (50mr, 54%) y Burnsai oBToi
TBEPAOI PEYHOBUHU.

T.nn. 160-162°C (CH.Cly/rekcaH).

IY (nniBka) v 3332 (m, NH), 1632 (m, C=C), 1574
(m, C=N), 1454 (m, C-N), 1262 (m).

"H-NMR (ﬂMCO-dG, 500MI'y) & 6,63 (ywwp., 2H,
2'NH), 7,12 (g, J 5,5, 1H, H5"), 7,64 (o, J 8,0 i 4,4,
1H, H3), 7,70 (g, J 6,6, 1H, H7), 7,76 (o, J 6,6, 1H,
H6), 8,29 (a, J 5,5, 1H, H6"), 8,51 (aa, J 4Ai 1,4, 1H,
H2), 8,52 (ywwp., 1H, 9NH), 8,99 (aa, J 8,0i 1,4, 1H,
H4), 9,35 (ywwup, 1H, O9NH).

BC.NMR (OMCO-d®, 50Mru) & 99,5 (c, C5),
101,7 (g, C6), 106,8 (g, C5'), 120,7 (g, C3), 121,6 (c,
C4a), 129,1 (o, C4), 138,2 (c, Ch5a), 140,1 (g, C2),
142,8 (c, C10a), 143,8 (g, C7), 149,7 (c, C9), 158,0
(a, C6"), 161,4 (c, C4"), 163,5 (c, C2').

MC (ES+) m/z 279 (M+2, 20), 278 (M+1, 100),
277 (M*, 10).

MC Buc.po3p, m/z, ana CisHi1N; obumcnene
277,1075; 3HangeHe 277,1071.
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Yo (MeOH) 225 (36,010), 250 (34,126), 350
(20,942), 400 (26,481).

Mpuknag 33

9-AMiHO-5-(2-aMiHonipuUMianH-4-
in)nipngo[3'.2":4.5]nipono[1,2-c]nipumigunH (5b)

CnigytoTb ToMy >k cnocoby, wo ans 5a (cnoci6
B). Cymiw 20b (26mr, 0,07mmonb), 27 (32wmr,
0,11mmonb), Pdy(dba); (15mr, 0,014mmons), PPhs
(7wr, 0,028mmonb), LiCl (9wr, 0,21mmons) i Cul (3wmr,
0,014mmonb) B AiokcaHi (3mn) KMM'ATATb i3 3BOPOTHIM
XOSNOAWSBHUKOM npoTarom 1 rogmHun. icna oynieH-
HS' KONOHKOBOK dhriell-xpomaTtorpadieto ogepXytTb
5b (8mr, 38%).

'"H-AMP (CDCls, 200MIy) & 4,03 (c, 3H, Me),
6,90 (g, J 5,4, 1H, H3), 7,08 (g, J 5,4, 1H, H6), 7,50
(o, J 5,4, 1H, H7), 7,54 (g, J 5,0, 1H, H5% 8,28 (g, J
5,4, 1H, H2), 8,47 (g, J 5,0, 1H, HE").

MC (ES+) m/z 308 (M+1, 100), 307 (M", 20).

Mpuknag 34

9-ToaunnamiHo-6-
TeTparigponipaHokcunipngo[3',2":4,5]nipono[1,2-
c]nipumignt (22a)

THP
T - N)_N
TaHN

Po3unH 9a (235wmr, 0,88mMmone) | DIPEA (505mkn,
1,98mmonb) B CH,CI, (20mn) noctynoBo goaawTb A0
po3unHy TsNCCl, (250mr, 0,99mmonb) B CHCl,
(20mn). Po3unH nepemiwytotb npotsarom 30xB. i npo-
MuBaloTb BOAo. OpraHiyHui po3ynH cywatb, inbT-
pYylOTb i yNaploloTh, | OAEPXYIOTb CUPUIA NPOAYKT pea-
Kuii, AKUA  OYULLaKTb KOMOHKOBOK  doreLu-
xpomarorpadieto. EntotoBaHHa cymiwwio DCM i Me-
OH (99/1) pae 22a (235wmr, 60%) y Burnagi ceitno-
OpaHXeBoi TBEPAOT PEYOBUHN.

IY (nnieka) v 3312 (m, NH), 1639 (s, N=C), 1472
(m, C-N), 1277 (m, CO).

'"H-AMP (CDCls, 200MI'u) & 1,40-1,80 (M, 6H,
H3', H4'i H5'), 2,38 (c, 3H, Me), 3,45-4,00 (m, 4H, H7
i H6'), 4,65 i 4,95 (ywwp.T, 1H, H2"), 5,02 i 5,05
(ywwp.T, 1H, H6), 6,59 i 6,61 (c, 1H, H5), 7,20 i 7,21
(ap, J7,8i4,8, 1H, H3), 7,27 (8, J 8,4, 2H, Ts), 7,84 i
7,85 (ap, J 7,81 1,5, 1H, H4), 8,12 (g, J8/4, 2H, Ts),
8,40 (ywwmp., 1H, NH), 8,50 8,52 (an, J 4,81 1,5, 1H,
H2).

BC-AMP (CDCls, 50Mrw) & 18,7 i 19,1 (1, C4"),
21,5 (kB, Ts), 25,21 25,3 (T, C5'), 29,9 30,3 (T, C3'),
43,1i44,7 (1, C6'), 62,2 62,5 (1, C7), 62,6 i 63,8 (1,
C6), 95,7 1 96,8 (g, C2'), 104,11 105,5 (g, C5), 119,2
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(a, C3), 121,5 (c, C4a), 126,4 (g, Ts), 129,2 (@, Ts),
129,2 (g, C4), 131,91 134,7 (c, Cba), 140,0i 142,5 (c,
C10a), 145,6 i 145,9 (g, C2), 148,1 (c,C9).

MC (El) m/z 440 (M*, 1), 376 (M-SOz, 19).

Mpuknag 35

4-MeTokcn-9-To3unamiHo-6-
TeTparigponipaHokcunipugo[3',2":4,5]nipono[1,2-
c]nipumignh (22b)

Cnigytoun wmetopgonorii gns 22a, 3 9b (1r,
3,44mmonb), DIPEA (1,9mn, 7,58mmonb) i TsNCCI,
(952wmr, 3,78Mmmonb) ogepxytoTb cnonyky 22b (1,05r,
65%) y BUrnsaAi cBiTNo-opaHXeBoi TBEPAOT PEYOBUHM.

'"H-AMP (CDCls, 200MI'u) & 1,40-1,80 (M, 6H,
H3', H4'i H5"), 2,38 (c, 3H, Me), 3,45-3,95 (m, 4H, H7
i H6'), 3,97 (c, 3H, Me), 4,62 i 4,95 (ywwup.T, 1H, H2'),
5,01 (m, 1H, H6), 6,69 (m, 1H, H3 i H5), 7,26 (g, J 8,4,
2H, Ts), 8,10 (g, J 8,4, 2H, Ts), 8,41 8,42 (g, J 5,8,
1H, H2).

1B3C-AMP (CDCls, 50MrL) & 18,5 i 19,3 (1, C4"),
21,6 (kB., Ts), 25,2i 25,3 (1, C5'), 30,0 30,2 (1, C3"),
43,31 44,9 (T, C6'), 55,6 (kB., Me), 61,91 62,3 (1, C7),
62,7 1 63,5 (g, C6), 95,51 96,4 (g, C2'), 101,3 (g, C3),
101,51 102,9 (g, C5), 126,2 (c, C4a), 126,5 (g, Ts),
129,2 (p, Ts), 129,3 i 129,5 (c, Cha), 132,2 (c, Ts),
142,5 (c, C10a), 147,61 147,9 (g, C2), 159,7 (c, C9).

Mpuknag 36

4-Xnop-9-to3nnamiHo-6-
TeTparigponipaHokcunipngo[3',2":4,5]nipono[1,2-
c]nipumignn (22b)

OTHP
Ny N

o
T

Cnigytoun metogonorii ana 22a, 3 9c¢ (175wmr,
0,59mmons), DIPEA (225mkn, 1,30mmonb) i TsNCCI,
(164mr, 0,65MMonb) ogepxytoTb cnonyky 22¢ (165wmr,
60%).

I (nniBka) v 3309 (m, NH), 1634 (s, N=C), 1471
(m, C-N), 1358 (m, SO,), 1280 (m, CO).

'"H-AMP (CDCls, 200MIu) & 1,40-1,80 (M, 6H,
H3', H4'i H5'), 2,38 (c, 3H, Me), 3,45-3,95 (m, 4H, H7
i H6'), 4,65 i 4,95 (m, 1H, H2'), 5,01 (M, 1H, H6), 6,71
i 6,72 (c, 1H, H5), 7,24 17,25 (g, J 5,4, 1H, H3), 7,27
(a, J 8,0, 2H, Ts), 8,10 (g, J 8,4, 2H, Ts), 8,39 8,41
(o, J 4,8, 1H, H2) 8,48 (ywwmp., 1H, NH).

BC-AMP (CDCls, 50Mry) & 18,8 i 19,1 (1, C4"),
21,6 (xB, Ts), 25,2 i 25,3 (1, C5'), 30,0 i 30,3 (T, C3'),
43,1447 (1,C6'"), 62,51 62,6 (1, C7), 63,3 63,6 (g,
C6), 95,81 96,8 (g, C2'), 101,91 103,2 (g, C5), 119,3
(a, C3), 127,3 (c, C4a), 126,4 (g, Ts), 129,2 (g, Ts),
132,2 (c, Ts), 135,5i 136,4 (c, C5a), 139,8 (c, Ts),
142,6 (c, C10a), 145,8 i 146,2 (a,C2), 147,9 i 1481

N
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(c, C9).
MC (El) m/z 475 (M", 1), 410 (M-SO3, 20).
Mpuknag 37

9-TosunamiHo-6-
rigpokentpuao[3',2":4,5]nipono[1,2-clnipumiguH

OM
‘\

PosunHaTte 22a (210mr, 0,48vmorns) B CHLCl,
(25mn), popatoTb 4H consiHy KMcnoty (25mn), i cymiw
eHeprinHo nepemiwyoTe npoTaroM 20xB. Po3yuH
nignyrosyloTb i BiAQiNATe opraHiyHUA po3dnH. Boa-
HWIA Wwap agivi ekctparytoTb CH,Clp. OpraHivni po3un-
HU OB'€4HYIOTL | ynaploTb, | 3anULWOK OYMLLAITb
KOMOHKOBOW  dhreLl-xpomaTorpadicto.  EntotoBaHHA
cymiwwto i MeOH (95/5) pae 9-TosunamiHO-6-
rigpokeunipngo[3',2":4,5]nipono[1,2-clnipumignH
(160wmr, 95%) y Burnsgi 6nigo-xoBTOi TBEPAOI peyo-
BVHU.

IY (nnieka) v 3315 (m, NH), 1624 (s, C=N), 1473
(s, N-C), 1276 (m, SO,), 1135 (m, CO).

'"H-AMP (CDCls;, 300Mru) & 2,35 (c, 3H, Me),
3,50 (m, 1H, H7), 3,75 (m, 1H, H7), 5,04 (ywwup., 1H,
H6), 6,55 (c, 1H, H5), 7,00 (oo, J 7,8 i 4,8, 1H, H3),
7,24 (0, J 8,4, 2H, Ts), 7,71, (on, J 7,81 1,5, 1H, H4),
8,03 (o, J 8,4, 2H, Ts), 8,27 (na, J 4,81 1,5, 1H, H2),
8,42 (ywwp., 1H, NH).

BC-AMP (CDCls, 75Mry) & 21,5 (kB., Me), 45,8
(tr, C7), 60,4 (g, C6), 101,7 (g, C5), 103,7 (m, C3),
119,1 (g, C4), 122,2 (c, C4a), 126,5 (g, Ts), 129,2 (g,
Ts), 129,4 (g, C4), 136,7 (c, C5a), 139,6 (c, Ts),
142,7 (c, C 10a), 144,9 (o, C2), 147,5 (c, Ts), 148,5
(c, C9).

MC (El) m/z 357 (M+1, 1), 356 (M", 3), 338 (M-
H,0, 2), 292 (M-S0, 18).

Mpuknag 38

4-MeTokcn-9-TosnnamiHo-6-
rigpokcunipngo[3',2":4,5]nipono[1,2-clnipumignH

Cnigytoun meTtogonorii ogepXaHHsA nonepeaHboi
crnonyku, 3 22b (1,05r, 2,23mmonb) ogepxyloTb Cro-
TNyKy 4-meToKcK-9-To3MnamiHo-6-rigpokecunnipnao-
[3',2":4,5]nipono[1,2-c]nipumignH (819mr, 95%) y Bu-
rMsA4i CBITNO-KOBTOI TBEPAOI PEHOBMHM.

IY (nniska) v 3317 (m, NH), 1627 (s, C=N), 1475
(s, N-C), 1293 (m, SO), 1139 (m, CO).

'"H-AMP (CDCls, 200Mry) & 2,35 (c, 3H, Me),
3,50 (m, 1H, H7), 3,75 (m, 1H, H7), 3,85 (c, 3H, Me),
5,02 (ywwup., 1H, H6), 6,43 (g, J 5,4, 1H, H3), 6,52 (c,
1H, H5), 7,24 (g, J 8,0, 2H, Ts), 8,04 (g, J 8,0, 2H,
Ts), 8,09 (g, J 5,4, 1H, H2), 8,41 (ywwup., 1H, NH).

BC-AMP (CDCls, 50Mly) & 21,5 (kB., Me), 45,9
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(t, C7), 55,6 (kB., Me), 60,1 (g, C6), 100,8 (g, C3),
101,4 (g, C5), 112,1 (c, C4a), 126,5 (g, Ts), 129,3 (4,
Ts), 134,3 (c, C5a), 139,6 (c, Ts), 142,7 (c, C10a),
146,7 (g, C2), 148,6 (c, C9), 159,6 (c, C4).

Mpuknag 39

4-Xnop-9-To3unamiHo-6-
rigpokeunipngo[3',2":4,5]nipono[1,2-clnipumignH

Cnigytoun cnocoby opepxaHHs nonepenHboil
cnonyku, 3 22c¢ (50mr, 0,11MMonNb) ogepXyloTb Cho-
nyKn 4-xnop-9-To3unamiHo-6-
rigpokcnnipngo[3',2":4,5]nipono[1,2-c]nipumiguH
(37wmr, 90%).

IY (nnieka) v 3316 (m, NH), 1632 (s, C=N), 1472
(s, N-C), 1277 (m, SO), 1082 (m, CO).

'"H-AMP (CDCls, 200MIy) & 2,35 (c, 3H, Me),
3,56 (ywwp.a, J 13,6, 1H, H7), 3,80 (at, J 13,6 i 2,6,
1H, H7), 4,80 (ywwup., 1H, OH), 5,10 (ywwup., 1H, H6),
6,61 (c, 1H, H5), 7,04 (g, J 5,0, 1H, H3), 7,24 (g, J
8,2, 2H, Ts), 8,03 (m, J 8,2, 2H, Ts), 8,16 (4, J 5,0,
1H, H2), 8,46 (ywwup., 1H, NH).

BC-AMP (CDCls, 50MIL) & 21,6 (kB., Me), 45,7
(tr, C7), 60,4 (g, C6), 101,5 (g, C5), 119,2 (g, C3),
121,4 (c, C4a), 126,5 (g, Ts), 129,3 (g, Ts), 131,0 (c,
Ts), 136,5 (c, C5a), 137,4 (c, Ts), 142,8 (c, C 10a),
145,2 (g, C2), 148,3 (c, C9).

MC (El) m/z 392 (*'C1M*, 2), 390 (**C1M", 6),
328 (**C1M-S0,,10), 326 (**C1M-S0,,31).

MC Buc.posp., m/z, gna Ci7H15CIN4OsS 06umc-
nexe 390,0553; sHanpeHe 390,0548.

Mpuknag 40

9-TosunamiHonipngo[3',2":4,5]nipono[1,2-
clnipumignH (23a)

| N
[N 1
=N
TsHN

9-TosnnamiHo-6-
rigpokcunipngo[3',2":4,5]nipono[1,2-clnipumignH
(170wmr, 0,48mmonb) | TEA (133mkn, 0,96Mmonb) pos-
ynHsoTb B CHLCl, (25mn), gopatoTb kpannsmy meTa-
HcynbdoHinxnopua (37mkn, 0,48mmonek) i cymiw ne-
pemiwyoTb npotarom 20xB. Po3unH npomwuBaloTb
BOA010 | OpraHiyHi po3yuHu cyarts i ynaptotTs. Cupy
cyMmiL ounLaTb KONMOHKOBOO dneww-
xpomatorpadgieto. EniotoBaHHs cymiwwio CHLCly i
MeOH (98/2) pae 23a (124wmr, 78%) y BUrnsai *oBToi
TBEPAOi PEYOBUHM.

I4 (KBr) v 3266 (m, NH), 1604 (s, C=N), 1399,
1281 (m, SO,).

'H-AMP (CDsOD, 300Mru) & 2,35 (¢, 3H, Me),
6,69 (c, 1H, H5), 6,73 (g, J 7,8, 1H, H6), 7,04 (g, J
7,8, 1H, H7), 7,31 (8, J 8,4, 2H, Ts), 7,44 (oA, J 8,1 i
5,1, 1H, H3), 7,99 (g, J 8,4, 2H, Ts), 8,15 (g, J 8,1,
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1H, H4), 8,46 (g, J 5,1, 1H, H2).

MC (El) m/z 339 (M+1, 4), 338 (M", 19), 273 (M-
SO,, 100).

MC Buc.po3p., m/z, ana Ci17H14N4O2S obuncneHe
338,0837; 3HangeHe 338,0841.

Mpuvknag 41

4-MeToKCcK-9-
To3unamiHonipnao[3',2":4,5]nipono[1,2-clnipumignH
(23b)

TsHN

Cnigytoun cnocoby ana 23a, 3 4-mMeTokcu-9-
TOo3nnamiHo-6-rigpokcunipngo-[3',2":4,5]nipono[1,2-
c]nipumigunHy (170mr, 0,48MMonb) ogepXKytOTb CNOMy-
Ky 23b (124mr, 78%) y BUrnagi CBiTno-xoBToi TBEPAOI
pPeYoBMHM.

I4 (KBr) v 3266 (m, NH), 1604 (s, C=N),
1399,1293 (m, SOy), 1141.

'"H-AMP (CDsOD, 300Mru) & 2,35 (c, 3H, Me),
4,01 (c, 3H, Me), 6,57 (c, 1H, H5), 6,64 (g, J 7,5, 1H,
H6), 6,93 (g, J 6,0, 1H, H3), 6,98 (4, J 7,5, 1H, H7),
7,30 (g, J 8,1, 2H, Ts), 8,00 (g, J 8,1, 2H, Ts), 8,30 (g,
J 6,0, 1H, H2).

BC-AMP (DMSO-d°, 50Mry) & 21,0 (kB., Me),
55,9 (ks., Me), 93,0 (g, C5), 101,5 (g, C6), 102,1 (g,
C3), 113,9 (c, C4a), 125,9 (g, Ts), 129,3 (g, C2i Ts),
132,6 (c, C5a), 142,3 (c, C10a), 143,9 (c, C9), 1451
(m, C7), 158,4 (c, C4).

MC Buc.po3p., m/z, ansa C1sH16N4OsS obumcneHe
368,0943; 3HangeHe 368,0941.

Mpuknag 42

4-Xnop-9-tos3mnamiHonipmao[3',2":4,5]nipono[1,2-
c]nipumignH (23c)
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Cnigytoun crnocoby ana 23a, 3 4-xnop-9-
To3unamiHo-6-rigpokcunipngo-[3',2":4,5]nipono[1,2-
clnipumigunHy (165mr, 0,42MMonNb) oaepPXKytOTb CMOMy-
Ky 23c (104wmr, 66%) y Burnagi cBiTno-xoeToi TBEPAO|
PEYOBMHM.

I4 (KBr) v 3265 (m, NH), 1602 (s, C=N), 1396,
1281 (m, SOy), 1141.

'"H-AMP (OMCO-d®, 50Mly) & 2,34 (c, 3H, Me),
6,80 (c, 1H, H5), 6,84 (g, J 7,8, 1H, H6), 7,17 (g, J
7,8, 1H, H7), 7,37 (g, J 7,8,2H, Ts), 7,58 (g, J 4,8,1H,
H3), 8,03 (o, J 7,8, 2H, Ts), 7 8,45 (g, J 4,8, 1H, H2),
11,20 (ywwp., 1H, NH).

Bc-aMP (OMCO-d®, 50Mry) & 21,0 (kB., Me),
93,7 (@, C5), 101,3 (g, C6), 19,9 (a, C3), 122,5 (c,
C4a), 125,9 (g, Ts), 126,3 (a, C2), 129,4 (g, Ts),
133,5 (c, Cha), 135,6 (c, Ts), 142,5 (c, C10a), 143,5
(@, C7), 143,8 (c, C9), 145,3 (c, C4).

77400 44

MC (El) m/z 374 (¢"C1M", 5), 372 (*°*C1M", 12),
309 (*’C1M-S0,, 24), 307 (**C1M-S0,, 63).

MC Buc.po3p., m/z, ana C;7H13CIN4O,.S obumc-
neHe 372,0448; 3HanpeHe 372,0444.

Mpuknag 43

5-Mop-9-TosunamiHonipnao[3',2'":4,5]nipono[1,2-
c]nipumignh (24a)
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Oo posunHy 23a (10wmr, 0,03mmonb) B CH)Cl,
(5vn)  nmpu  -30°C  popatwoTb  nopuismu  N-
noacykuuHimig (7mr, 0,03mMmonb) i cymiw nepemiwy-
I0Tb NpoTarom 15xB. PO34nH npomuBatoTb BOAOLO, i
OpraHivHi po3ynHn cywaTb, QINbTPYIOTL i YNaproTh, i
odepxytoTb 24a (14mr, 95%) y BUrNsAi xoBToi TBEp-
001 pe4YOBUHN.

I4 (KBr) v 3264 (m, NH), 1599 (m, N=C), 1393
(m, C-N), 1140.

'"H-AMP (CDsOD, 300Mru) & 2,37 (c, 3H, Me),
6,61 (g, J 7,5, 1H, H6), 7,15 (g, J 7,5, 1H, H7), 7,34
(o, J 84, 2H, Ts), 7,46 (on, J 7,51 4,8, 1H, H3), 7,81
(oo, J 7,51 1,5, 1H, H4), 8,07 (g, J 8,4, 2H, Ts), 8,46
(o, J 4,8 1,5, 1H, H2).

MC (El) m/z 464 (M", 13), 399 (M-SO,, 32), 338
(M-1,1), 309 (M-Ts, 5), 273 (M-SO»-I, 33), 182(M-Ts-I,
58).

MC Buc.po3p., m/z, ana C;7H13IN4O,S obumncne-
He 463,9804; 3HavigeHe 463,9799.

Mpuknag 44

5 -Mop-4-meTokeu-9-tosunamionipuao  [3,2"
;4,5]nipono[1,2-c]nipumianH (24b)
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Cnigytoun cnocoby ansa 24a, 3 23b (250wr,
0,68mmonb) ogepxytoTb cnonyky 24b (295mr, 95%) y
BUINAAi CBITNO-XOBTOI TBEPAOI PEHOBUHMN.

I4 (KBr) v 3259 (m, NH), 1592 (s, C=N), 1293 (m,
802), 1142.

"H-AMP (OMCO-d®, 200MIu) & 2,33 (c, 3H, Me),
3,97 (c, 3H, Me), 6,62 (g, J 7,7, 1H, H6), 7,06 (g, J
5,6, 1H, H3), 7,18 (g, J 7,7, 1H, H7), 7,35 (a4, J 8,2,
2H, Ts), 8,02 (g, J 8,2, 2H, Ts), 8,40 (g, J 5,6, 1H,
H2), 11,15 (ywwup., 1H, NH).

BC-AMP (OMCO-d®, 50MIu) & 21,0 (kB., Me),
56,2 (kB., Me), 102,1 (g, C3), 113,9 (c, C4a), 126,1 (g,
Ts), 1294 (g, C2 i Ts), 133,9 (c, C5a), 142,6 (c,
C10a), 143,4 (c,C9), 145,1 (1,C7), 159,0 (c, C4).

MC (El) m/z 494 (M*, 31), 429 (M-SO,, 65), 368
(M-1, 12), 339 (M-Ts, 15), 303 (M-SO.-I, 58), 212 (M-
Ts-1, 100).

MC Buc.posp., m/z, ana CigH15IN4OsS obuncne-
He 493,9909; sHangeHe 493,9891.
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Mpuknag 45

4-MeTokcn-9-tosunamiHo-5-(2-
aueTtunamiHonipyumignH-4-in)-
nipnao[3',2":4,5]nipono[1,2-c]nipumiaunH (25)
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Po3uuH 24b (295wr, 0,60mmonb), 27 (258wmr,
0,9vmonb), Pdy(dba)s.CHCIls (120mr, 0,12mmonb),
PPhs (60mr, 0,24mmons), LiCl (74wmr, 1,8mmons) i Cul
(23wmr, 0,12mmonb) B piokcaHi (25Mn) kvun'atatb i3
3BOPOTHIM XONOAUNBHUKOM NPOTSArOM OLHIEl roanHM.
PO34MHHMK BMNApOBYOTH | 3anMLLIOK PO3YMHSOTL B
CH,Cl,. OpraHi4yHuin pO34MH eKCTparyloTb 4oTupu
pasu 4H consiHow kucrioTow. BogHi po3unHn ob'en-
HytoTb, nignyrosytoTb TBepamm NaHCOs3 i ekctpary-
toTb CH,Cl,. OpraHivyHunii po3unH ynaprowTb i 3anu-
LLIOK OYULLIAKTb KOJTIOHKOBOK dhreLl-xpomaTtorpagieto.
EntotoBanHsa cymiwwio CH,Cl, i MeOH (99/1) pae 23b
(66mr, 28%) i cymiwwo CHCl, i MeOH (9/1) pae 25
(209wmr, 71%) y BUrNsiAj >koBTOI TBEPAOI PEHOBUHM.

I4 (KBr) v 3379 (m, NH), 1592 (s, C=N), 1474,
1449, 1422, 1293 (SOy), 1143.

'"H-AMP (CDCls, 200MI'y) & 2,41 (c, 3H, Me),
2,47 (c, 3H, Me), 4,05 (c, 3H, Me), 6,92 (ywwup., 1H,
H3), 7,31 (n, J 8,4, 2H, Ts), 7,46 (ywwnp.a, 1H, H6),
7,60 (g, J 6,6, 1H, H7), 7,98 (ywwup., 1H, H5'), 8,12 (g,
J 8,4, 2H, Ts), 8,38 (ywwp., 1H, H2), 8,50 (ywwp., 1H,
H6).

MC (ES+) m/z 505 (M*2, 30), 504 (M+1, 100).

Mpuknag 46

4-Tigpokcun-9-To3nnamiHo-5-(2-amiHonipumianH-4-
in)nipnao[3',2":4.5]nipono[1,2-c]nipumiaunH (26)
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PosunH 25 (10mr, 0,02mmonb) B HBr (48%) ku-
N'ATATb i3 3BOPOTHIM XONOANNBbHMKOM NpoTarom 10xB.
PosunH nignyrosytotb  NaHCOs; i ekcTparyioTb
CH.Cl,. OpraHiyHnin po34mH cywwaTtb, iNnbTPYTb i
ynapowTb, i ogepxytloTb 26 (7mr, 78%) y Burnsgi
YKOBTOI TBEPAOI PEYOBUHM.

'H-AMP (CDCl3+CD30D, 300Mru) & 2,34 (c, 3H,
Me), 6,76 (g, J 6,6, 1H, H6), 7,03 (g, J 6,6, 1H, H5,
7,06 (g, J 6,6, 1H, H5'), 7,23 (g, J 8,1, 2H, Ts), 7,65
(a, J 6,6, 1H, H7), 8,00 (g, J 8,1,2H, Ts), 8,01 (a, J
6,6, 1H, H6"), 8,23 (ywwup.a, 1H, H2).

MC (ES+) m/z 449 (M+1, 10), 448 (M, 100).

Mpuknag 47

4-Xnop-2-meTaHCynbOHINMipUMignH

77400 46
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[Owe. Heterocycles, 1977, 8, 299]. 1o po3yuHy 4-
Xnop-2-meTaH-cynbdeHinnipumignHy (5r, 31mMmonb) B
CHCI; (100mn) goaatote M-CPBA (16,12r, 94mmonb)
i cymiWw nepemilwyroTb NPOTArOM 2rod. Npu KiMHaTHIN
Temnepatypi. CyMill NpoMMBalOTb HAaCUYEHUM BOAH.
po3unHoM Na,S;03 i BOOHWA PO3YMH MiAnyroBylOTb
Na;CO3;. OpraHiyHuin Wwap BigAinsoTb | BOAHUA po3-
4nH ekctparytoTe CH,Cl,. OpraHiuHi wapu o6'egHy-
I0Tb i ynapwowTb, | ogepxywTb  4-xnop-2-
mMeTaHcynbdoHinnipumianH (5,51, 92%) y Burnagi
6inoi TBepAoi pevoBUHM.

'"H-AMP (CDCls, 200MIy) & 3,39 (c, 3H, Me),
7,61 (g, J 5,4, 1H, H5), 8,83 (g, J 5,4,1H,H6).

MC (CI, CH4) m/z 192 (M35CI+, 1), 157 (M-C1,1),
97 (100).

Mpuknag 48

2-AMiHO-4-xnopnipuUMignH

NHz
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o pPO34MHY 4-xnop-2-
mMeTaHcynbdoHinnipumianHy (5r, 26mmorns) B i30-
PrOH (20mn) popatTe 20% BOAH. po3umH NHs
(20mn) i cymiw nepemiwyioTb npotarom 20xB. npwu
KiMHaTHi Temnepatypi. Cymilwl 4oTvpu pasu ekcTpa-
rytotb CH.Cl, i BugansaoTb opraHiyHWiA pPO3YMHHUK Y
BakyyMmi. OgepxytoTb 2-amMiHO-4-xnopnipumiguH (3,3r,
100%) y Burnsiai 6inoi TBepAoi pe4oBUHN.

'"H-AMP (CDCls, 200MI'y) & 5,26 (ywwup., 2H,
NH,), 6,67 (g, J 5,2, 1H, H5), 8,17 g,q, J 5,2, 1H, H6).

MC (Cl, CH4) m/z 132 (*’C1M+1,33), 131
¢’c1M*, 2), 130 (*°*C1M+1, 87), 129 (**C1M, 8), 97
(100), 94 (M-C1, 53).

Mpuknag 49

2-AueTtunamino-4-xnopnipyumignH i
JdiaueTmnamiHonipumignH

NHAS NAC;
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PosunH  2-amiHo-4-xnopnipumignHy (500w,
3,9vmornb) B ouToBOMY aHrigpugi (20Mn) kun'atathb i3
3BOPOTHIM XonoaunbHukom npotarom 30xB. Po3umH-
HWK BMOANsiioTb y BakyyMi i Macno, o 3anuiiunnocs,
PO34YMHSAOTE B HAacu4eHoMYy BOAH. po3yuHi Na,COs.
BogHun posumH ekctparyiote CH,Cl,. OpraHiyHun
PO34MH CcyLlaTb | ynapowTb, | O4epXylTb Macno, ske
oyULLalTb  KOJTOHKOBOK  brielu-xpomMatorpadieto.
EntotoBanHHs cymiwwito CHCl, i rekcany (2/1) pae 4-
xnop-2-giaueTunamiHonipumigud (122wvr, 16%) y Bu-
rmnagi 6inoi TBeppoi pevosmHn i CH.Cl, pae 2-
aueTtunamiHo-4-xnopnipumignH (270mr, 45%) y Bu-

4-xnop-2-
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rnsgi 6inoi TBEpAOT PEYOBMHM.
2-AueTtunamiHo-4-xnopnipumigmH
'"H-AMP (CDCls, 200MI'u) & 2,51 (c, 3H, Me),
7,04 (0, J 5,3, 1H, H5), 8,17 (1, J 5,3, 1H, H6).
BC-AMP (CDCls, 50MIy) 6 25,3 (k8., Me), 116,0
(n, C5), 157,5 (c, C4), 159,2 (a, C6), 161,8 (c, C2).
MC (El) m/z 173 ('C1M, 5), 171 (*C1M, 16),
131 (¥’C1M-Ac, 32), 129 (**C1M-Ac, 100).
4-Xnop-2-giauetTmnamMmiHonipumianH
'H-AMP (CDCls, 200MIy) & 3,32 (c, 6H, 2Me),
7.45 (0, J 5,2, 1H, H5), 8,76 (a, J5,2, 1H, H6).
13C-AMP (CDCls, 50MIy) & 26,3 (kB., Me), 121,2
(a, C5), 160,0 (a, C6), 163,1 (c, C4), 171,6(0, C2).
MC (CI, CH,) m/z 215 ¢'cim, 1), 214 'c1iv,
3), 213 (**C1M, 1), 212 (*Cc1M?, 5), 174 (*’C1M-Ac,
32), 172 (*C1M-Ac, 100).
Mpuknag 50
2-AueTunamiHo-4-TpumeTuncTaHinnipumignH (27)

77400
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PosuuH 2-aueTmnamiHo-4-xnopnipumignHy
(170mr, 1,0mmonb), rekcametungionosa (400mkn,
1,8mmonb) i Pd(PPhs)s (40mr, 0,03Mmonb) B AiokcaHi
(6M1) KMN'ATATL i3 3BOPOTHIM XONOAUIBHUKOM MPOTH-
rom 1 roguHu. PO34YMHHUK BMAansoTb Yy Bakyymi i
3aMMLLIOK OYMLLAIOTb KOJTOHKOBOK XpomaTtorpadieto
Ha HeWTpanbHOMY oOKcuai antoMiHito. EntoloBaHHA
cymiwiwito rekcany i AcOEt (7/3) nae 27 (240mr, 80%)
y Burnagi 6inoi Tsepaoi peyoBmHU.

'H-AMP (CDCls, 300MIy) & 0,36 (c, 9H, 3Me),
2,53 (c, 3H, Me), 7,13 (g, J 4,8, 1H, H5), 7,98 (ywwp.,
1H, NH), 8,35 (g, J 4, 8, 1H, H6).

3C-AMP (CDCls, 75Mru) & -9,5 (k8., 3Me), 25,3
(kB., Me), 124,4 (g, C5), 154,7 (g, C6).

MC (E) m/z 300 (***snMm", 1), 285 (**°sSnM-Me,
34) 270 (***snM-2Me, 1), 255 (**SnM-3Me, 6), 244
(***snM-3Me-Ac, 30), 136 (M-SnMes, 100).

Komm’toTepHa BepcTtka O. ManoHeHko

MignucHe

Tupax 26 npum.

MiHicTepcTBO OCBITM | Haykun YKpaiHu

[epxaBHWIN AenapTaMeHT iHTenekTyanbHoi BnacHocTi, Byn. Ypuubkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa

[0 “YkpaiHCbKMi iIHCTUTYT NPOMMCIOBOI BriacHOCTi”, Byn. [masyHoBa, 1, M. Kuis — 42, 01601



