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(57) 1. KoHoeHcMpoBaHHOE MHOONBHOE NPOM3BOAHOE
dopmynbl (1) unu dapmaueBTMYECKM MpuemMriemas
€ro Conb:

Ry,  €0-Y-2
AN
s
Ry 7’*
Ry Ry 0

roe
Xnpepcraensiet O,
AnpegcTasnseT - (CH2)s,
R1n R2— Bogopog,

Rs3— Bogopoga,

R4-Bogopoa, Y-NH,
Z npeacTasngeT rpynny opmyrbi:

/\(_>NR5 »

roe Rs npeactaensiet Bogopod, Ci.12ankun, deHun
(C1-Ce)ankun nnm

Rs npepacrasnset (CH2); — R1o, rae Z=2 unn 3, n Rqo
BblOpaH 13 deHoken n SONR11R12, rae R11 m Rz =
Bogopoa nnun Cieankun.

2. CoegvHeHne no n. 1, npeacraensioliee cobon

rmapoxnopug N-[(1+H.6yTMn-4-nunepugnnmeTvn}-
3,4-anrmapo-2H-[1,3]JokcasnHo [3,2-alyngon-10-
kapbokcamung,.

3. dapmaueBTMyeckas KOMMNoO3uuusl, NpPosiBNsioLAs
aKTUBHOCTb aHTaroHucta 5-HTspeuentopa, coaep-
Xalw@asi akTUBHbIN MHIPeAMEHT M BCroMoraTenbHble
no6aBky, OTNMMYAOWANACA TEM, YTO B KayecTBe ak-
TUBHOMO KOMMOHEHTa CcoAepXUT adhdeKTUBHOE KOJM-
YecTBO coeauHeHus non. 1.

4. CoeguHeHve no n. 1 unu 2, nposiBNSoLLIee akTUB-
HOCTb aHTaroHucrta 5-HTspeuenTopa.

MpuopunTeT NO NpU3HaKam:

ot 12.03.92: Rs - Bomopoa, Ciankun unm (Cq-
Ce)ankun;

01 05.09.92: Rs - C11-12ankun;

0129.12.92: Rs5- (CH2).-Ro.

370 n3obpeTeHne OTHOCUTCH K HOBbIM COeaMHE-
HUSIM, MMELWMM (hapMaKoormM4yeckylo akTUBHOCTb,
cnocoby Mx MONy4EeHUS U MPUMEHEHUS B KayecTBe
hapmaueBTUYECKMX NpenapaToB.

B Esponenickon 3asBke Ne A-429984 (HuwwH
®noyp Munnuur Ko., J114,) onncaHbl npousBoaHble,
MHOoNna, VMewlwme akTMBHOCTb aHTaroHucra 5-
HTopeuenTopa.

B Esponeiickom xypHane "®apmakonorvs”, 146
(1988), 187-188 n B HayHuH — Lmunenebepr'c Apr.
dapmakon. (1989), 340:403-410 onncaHbl Heknacom-
YeCcKui peuenTop 5-oKCUTPUNTaMnH, KOTOPLIN Tenepb
n3BecTeH, kak pedentop 5-HT4, u ICS 205 — 930,
ABMAOLWMNCS Takke aHTaroHMcToM peuenTtopa 5-HTj,
KOTOpPbIN OeNCTBYET B Ka4eCTBe aHTaroHMCcTa Ha 9ToM
peuenTope.

B wmexayHapogoHon 3asBke PW 091/16045
(CmutknamH asHg PpeHy JlabopaTtopus Jlumuten)

ONnCaHo MpPUMEHEHVNE aHTaroHMCTOB peLenTopoB 5-
HT4 onsa nevyeHns cepaedHon aputMmm 1 napanuya.

B eBponelickon 3asBke Ne A-501322 (makco
Mpynn JlumuTead) onucaHbl MNPOU3BOAHbLIE WMHAONA,
MMelLwme akTMBHOCT aHTaroHucTa peuenTopa
5-HTa4.

Tenepb OTKPbIT KMAcC HOBbIX Pa3NU4YHbIX MO
CTPYKTYpE COeAVHEHWI, KOTopble MpeacTaBnsaloT Co-
60l MHOONOBbLIE NMPOU3BOAHbLIE, 1,2-AM3aMELLEHHbIE
anKWNeHOKCH, C a3auUMKIMYECKOMN, KOHAEHCNPOBaHHOMN
a3abvuUMKNMYeckon WM aMuHOAarKUIIoBOM COCTaB-
NAWEeNn 3TM COeAMHEHMS MMEOT akTMBHOCTb aHTa-
roHucta peuentopa 5-HTa.

Takum 06pasom, B COOTBETCTBAM C HACTOSLLMM
n3obpeTeHrem nonyvyeHo coeauHeHue cdopmynbl (1)
unu npuvemnemas ana dapmMaueBTUYeCKUX Lenen
€ro conb:

an 41311 3 C2
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Ry, €0-¥-Z
m
Ry, NA‘)“S

R, R

L2 0]

roe:
X=0,S,80,S0,, CHz, CHunuNR , roe:
R = Bogopoa unu Cieankun;
A = uenb HaCbILWEHHOMO WM HEHAaChILEHHOM
nonumeTuneHa ¢ 2-4 atomamu yrneponaa;

R11 R2 = Bogopopa nnu C1.eankun;

Rs = Bopopoa, rano, Cieankumi, aMUMHO, HUTPO
unu C1.eankokcm;

R4 = Bogopoa, rano, Ci.sankun nnun C1.eankokcu;

Y =0 unu NH;

Z BbiOvpaloT 13 rpynnbl, NpeacTtaBneHHon dop-
mMynamu (a), (8) nnm (c):

(CHa)g,
AcHz) 4 )l‘// Re
Rs (a)
@H2)a R3
. cH 2)!"‘:
ol Y%
N

R (b)
T
N

~«CHy )3

(c)
roe:

n'=1, 2, 3 unmn 4; n°=0, 1, 2, 3 unmn 4; n=2, 3, 4
unm 5;

g=0,1,2 urm 3; p=0, 1 in 2; m=0, 1 nnn 2;

Rs = Bopopopa, Ci.i2ankun, appakun unn Rs =
(CH2); -10, rae z paBeH 2 unu 3;

R10 BbIOpaH 13 umaHo, rmapokcuna, Cieankokeu,
deHoken, C(O)Creankmma, COCeHs, - CONR11R12,
NR11COR12, SO2NR11R12 unu NR11SO2R 12, rae R11 1
R12 = Bogopog unu Cieankun; n Res, R7 n Rg = He3a-
BMcMMoO Bogopoa nim Cq.eankun; n Rg = BOgopoa nmm
C1-10anknn;

unun coeguHenne cdopmynel (1), B kotopon CO -
Y cBA3b 3amelleHa reTepouuKnnyeckum 6uomso-
CTEPHbIM COEAUHEHUEM, VMELWMM aKTUBHOCTL pe-
uentopa 5-HTs.

Mpymepbl anknnoBbIX UNN ankun - coaepXalumx
rpynn BkmtovatoT B ceba C+, C2, C3, C4, Cs, Cs, C7, Cs,
Cog, C10, C11 nnn C12 ¢ pa3BeTBNEHHON, HOPMaIbHOM
Lenbr UNn LMKINMYECKUN ankui B kKa4ecTee COOTBET-
ctByloLen rpynnbl, Cisanknnosble rpynnbl BKAOYaT
B cebss MeTun, aTun, n - 1 U30 - Nponwun, N -, N30-, CeK
- TepT - 6ytmn. Unknuyeckuin ankmn exkniovaeT B cebs
LMKonponun, uuknobytnn, LMKNOoNeHTUM, LMKIorek-
CUWM, LMKMOTeNTUI U LUKITOOKTA.

Apun BkntovaeT B cebsa deHun n HadgTun, BO3-
MOXHO 3aMeLUeHHble OOHWM WM HECKOSIbKUMU 3a-
MecTuTenamu, BolbpaHHbIMU U3 rano, Ci.eankunma u
C1-6aNKOKCH.

"ano exnoyvaeT B cebsa drop, xnop, 6pom u roa.
CooTBeTCTBYIOLLMM BUON3OCTEPHBIM  COEAUHEHWEM
ANA CBA3W ammnaa unu CnoxHoro admpa, copgepxa-
wero Y B cdropmyne (1), aBnsietca coeamHeHune dop-
Mynbl (d):

H )

r\_‘
L

~_J

./U\\

(d)
roe:
Kpyr, 00OO3HaueHHbIi TOuYKamu, npencTaBnsieT
OAHY U OBe OBOMHbIE CBA3M B MOOOM NOMNOXEHUM
NATUYNEHHOrO KonbLaA,

H, J, n 1 npeactaBnsaioT HE3ABUCUMO KNCHOPOA,
cepy, asoT UM Yrmepoa npu yCcrnoBuK, YTo, MO Kpan-
Heln mepe, oavH n3 H, J n 1 - gpyroi, a He yrnepog;

U - a3oT unu yrmepoga.

B eBponevickon 3asBke Ne A - 328200 (Mepk
Wapn aHa Ooxu J114.) AaHbl cooTBETCTBYIOLLME MPU-
mep (d) ana X Y n Z, Hanpumep, okcaamasonosas
cocTaBnsoLwas. X yacto npeacraenseT cobon J.

3HaveHus gna A BknwoyvawoT B cebsa —CHo-
(CH2xCH2 - roe r=0, 1 um 2; -CHx-CH=CH-;
-C(CH3)=CH - nrm korga X=€H unm N, A - moxeTt
661 -(CH2)2-CH= nnun -CH=CH-CH=.

B npumepax, kotopble O6yayT npeacTaBneHbl,
onucaHbl gpyrme npumepbl A.

R4 n R2 = yacto Bogopog M R1 n Rz = rem -
anmeTun. 3HaveHme r yacTo paBHoO 1.

Rs3 = npegnoytmtensHO BOOOPOA.

R4 = npegnoytMtensHO BOJOPOA WNWU raro, Ha-
npmmep, pTop.

Y = npeanoytntenbHo O nnn NH.

Korga Z BbiGpaH u3 noadopmynbl (C), n’ npea-
NoOYTUTENBHO paBHO 2, 3 unu 4.

Ro n R1o = npegnoymmTensHo oba - ankun, oco-
6eHHO oauH u3 Rg n Rio npeacrtaenset (Cs unn
6onbLue) ankun.

KOHKpEeTHbIMW 3HadYeHnsMM ans  Z, KoTopble
NpeacTaBnsloT 0cobbli UHTEpPEC, SIBMSOTCSA Cche-

nyoume:

/\CN "Bu (i)
~00 2
\/\PD (‘aa;)

/\/NMEﬂ bu (IV)
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~ (v)

o M (vii)

M300peTeHre Takke OTHOCUMTCH K HOBbIM COeau-
HeHuam dopmynbl (1) ¢ 6okoBbiMu uenamu (i), (i),
(iii), (iv), (v), (vi) unu (vii). CormacHo Opyromy acrekTy
nunepuanHoBoe konbLo B (i), (ii) nnm (i) moxeT BbITb
NUPPONUAVHUINOM UM aseTuguHuiiom, wumnmm N-
3amecTtutenem B (i), nmbo (i) MoxeT ObITb 3amelLLeH
C3 nn1 masHbIM 0Opa3oM ankunoMm MM BO3MOXHO
3aMelleHHbIM BEeH3UIIOM.

CornacHo gpyromy acnekty N - 3amectutens B
dopmyne (i) nnu B dopmyne (i) MmoxeT GbITb 3ame-
weH (CH2)nR4, kak nokasaHo B hopmyne (1) U B KOH-
KpeTHbIX NpUMepax, NpeAcTaBneHHbIX B 3asBke EP -A
-501322.

dapmaueBTUYECKM MPUEMIEMbIE COMU COeaNHe-
HUIA cpopmynbl (1) BkoYaloT B cedsi conm KUCIOT OT
peakuMnm NpucoefuHeHUsi ¢ OObIYHbIMU KUCNoTaMu,
Hanpumep, consiHasi, bpommncToBogopoOaHasi, GopHas,
dopdopHas, cepHas KACNOTbl U ¢ hapMaLleBTUYECKM
NPUEMIIEMbIMU OpPraHWYEeCKUMU KUCIOoTaMu, Hanpu-
Mep, YKCYcHasi, BUHHasi, ManeuHoBasi, TIMMOHHas!, sH-
TapHasi, MeTaHcynbokncnoTa, a-KeTornyraposas, a-
rmuuepodgocdgopHasa u rmwkosa - 1 - bocopHas Ku-
CnoThbl.

Mpvmepsbl dapmaleBTUYeckn nNpuemMsieMbIX CO-
new BKNYalT B cebs YeTBEPTUYHbIE MPOU3BOAHbLIE
coeauHeHwn dopmynel (1), HaNpumep, coeauHeHus,
KBaTepPHU30BaHHble coeanHeHnuamu Ry - T, roe Ry =
C1eankun, peHmn — Creankun nnum Csrumkrnoankun,
a T = pagukarn, COOTBETCTBYIOLLMIA aHWOHY KUCMOTHI.
CooTteeTctBYIOLME NpuMmepbl Ry BknovaloT B cebs
MeTun, 3TUN U N- 1 M30 - nponun; u 6eH3nn u cdeHe-
™n. CooTBeTCTBYIOLLME NpuMepbl T BKNOYaT B Ce-
65 ranoung, Hanpumep, xropua, 6pomng 1 nogna.

Mpvmepbl dapmaleBTnyeckn npuemrembix Co-
new Takke BKMO4YaOT B cebsl BHYTPEHHME cOonu, Ha-
npumep, N-okengbl.

CoeavHenunsa copmynbl (1), ux cdapmauesTmye-
CKY NpuemMnemble corm (BKNoYas YeTBEPTUYHbIE NPO-
n3sogHble U N-okcmabl) Moryt Takxe obpa3oBbiBaTb
dapmMaLueBTUYECKM MPUEMIIEMbIE COMbBaThI, Hanpu-
Mep, rmapaTbl, KOTOpble BKMHOYalT B YKasaHHOe
34ecs coeMHeHne dopmynbl (1) Unm ero conb.

Takke npegycMOTPEHO, 4YTO COCTaBnstoLasi
(CH2):2 B coeguHeHusix copmynel (1), rae Z = (B),
MOXET NpUHUMaTh o, B UM KoOHMrypaumo, OTHOCA-
LLYIOCA K KOHOEHCMPOBAHHOW a3abuuuKnn4eckon co-
CTaBNAOLLEN.

CoeavHeHnsa copmyrbl (1) MOXKHO MONY4UTb Ny-
TeM OObIYHOrO COeAMHEHUS MHOOMOBOW COCTaBMsIHO-
wew ¢ Z. CooTBeTCTBYIOLLME CNOCOOLI ONMCaHbl B Na-
TeHTax Benukobputanmm Ne 2125398A (CaHpo3s Jin-
muten), 1593146A n B nateHtax EP - A - 36269 (bu-
yem pyn p.l.c.), 429984 (HuwmH dnop Munnunr Ko.)
n 328200 (Mepk Wapn aHa Joxv Jlumutea).

Takke gaem cebirky Ha EP - A - 501322 (Tnakco
Mpynn Numwnten). Cnegyet oTMETUTL, YTO BBOA/MO-
andmkauunio (CH2) O - cogepxallero Konbua umm

R3/R4, MOXHO OCylwlecTBNATL 4O MMM NOCne coemv-
HeHwus.

Aza(bn)umkrmyeckne nNPOMEXYTOYHbIE XUMUYEe-
CKue coeguHeHnss ¢ OOKOBOW LEMNb SIBMAKOTCSH U3-
BECTHBIMU COEAVHEHUSIMU, OOHAKO UX MOXHO MONYy-
YNTb B COOTBETCTBMM CO criocobamu, onvcaHHbIMU B
PCT/GB92/01519 wun /01612 (CmutknanH Buyem
p.l.c.).

CoeauHeHus1 B COOTBETCTBUM C HACTOSALLMM M30-
OpeTeHVeM NMpeACTaBnsAlT aHTAroHWCThI pelenTopa
5-HT4, cnepgoBaTenbHO X MOXHO MUCMONb3oBaTL AN
neyeHVss nNyu NpPoMNakTVKU KenyaoYHO-KULIEYHbIX
paccTpOCTB, ceEpAEYHO-COCYANCTbIX 3aboneBaHnin n
PacCTpOCTB LeHTparnbHol HepBHoW cuctembl (CNS).

3T coeanHeHust NpeacTaBNAT NOTeHUMAbHbIA
WHTEepec Anst NevyeHus Takoro 3aboneBaHnst Kak CUH-
apom IBS (3aboneaHue KuLe4YHMKa), B YACTHOCTM
noHoca npu PacCTpPoCTBax MNULLEBAPUTENBHOIO
TpakTa, TO eCTb 3T coeauHeHns BNoKMpPYT Cnocob-
HOCTb peuenTopa 5-HT k nobGyxaeHUIo KMLLIOK K Oen-
CTBUIO Yepes akTUBM3aL Mo HEWPOHOB. Mpu cuHapome
pacctporctBa kuweyHuka (IBS) y KMBOTHbIX 3TO
MOXHO MPOBEPUTb MO YMEHbLLUEHUID KONMYecTBa Ka-
na. OTM COeMHEHUS TakKe MOXHO MPUMEHATb AN
neyeHVs Takon GonesHun kak, Hanpumep, HegepKaHve
MOU4M, KOTOPOE YaCTO CBA3aHO C cnHapomom IBS.

NX MOXHO Takke NPUMEHATL ANst NeYeHns Opy-
TMX XenyaoYyHO-KMLIEYHbIX 3aboneBaHui, Hanpumep,
TeX, KOTOpble CBsi3aHbl C aKTMBHOCTbIO B BEPXHEWN
YacTM MuLeBapuUTENbHOIO KaHana, M Kak npoTUBO-
pBOTHblE CpeAcTBa. B yacTHOCTM OHM MOryT HawWTn
noTeHuManbHoe MPUMEHEHVEe QAN YCTPaHeHus u
CUMMNTOMOB racTpuTa Npu XenyaoYHO-KULLIEYHbIX 3a-
6oneBaHuax n aucnencun. NMpoTUBOPBOTHYIO aKTUB-
HOCTb OMpefensitoT Ha WM3BECTHbIX XXUBOTHbIX MoJe-
nsax, N0 pBOTE, BbI3BAHHOW LUUTOTOKCUYHUM BELLECT-
BOM UK pagvauven.

Takke nonaratT, YTO KOHKPETHblE aHTaroHUCTLI
peuenTopa 5-HT4, KOTOpblE NPENATCTBYIOT BO3HUKHO-
BEHWUIO MepuaTenbHOW apuTMuM 1 APYIMX BUOOB
apuTMuM cepaua, ceasaHHou ¢ 5-HT, GyoyT ymeHb-
WwaTtb BO3MOXHOCTb BO3HUKHOBEHWSI Mapanuya (cMm.
Ax.Kayman 1990, HaymwuH-Limnaoebepr'c Apr.
dapmakon., 342, 619-622. CooTBeTCTBYIOLLMI METOA
UCNbITAHUS HA )XUBOTHbIX).

MonaratoT, 4yto 5-HT, NONy4eHHbIA N3 KPOBSAHbIX
nnactmHok (TpoMGOUUTOB), Bbl3biBAET apUTMMIO, KO-
Topasi NPMBOAMT K BO3HUKHOBEHUIO MepLaTenbHOW
apuTMuM cepaua, U YTo HapylleHus cepaevHon aes-
TENbHOCTU CBA3aHbl C CMMMNTOMAaTMYECKON 3aKyrop-
KOW KPOBEHOCHbIX COCY4OB FOfIOBHOMO Mo3ra u cuTe-
MUYeckon ambonuelt. 3akynopka KpOBEHOCHbBIX COCY-
OB rOfI0BHOMO MO3ra SIBNSETCA MPUYMHOW BO3HUKHO-
BEHUS MLIEMMYEecKon GornesHu, a cepaue ABnseTcs
Hanbornee M3BECTHbIM WCTOYHMKOM MaTtepuana ans
3aKyMOPKN KPOBEHOCHbIX cocynoB. Ocobblli MHTepec
npeacraBnseT 4actoTa BO3HMKHOBEHMS ambGormu,
CBA3aHHOW C MepuaTeNlbHON apuTMuen cepaua.

Ha akTMBHOCTb, BbI3biBaOLLYIO COCTOSIHUE TPEBO-
m unun 6ecnokoncTea, BEPOATHO OKa3biBaeT BUsIHME
aMMOHMEB pOr rofloBHOro mosra (dymyuc n gp., 1988,
Mon. ®apmakon., 34, 880-887). AKTUBHOCTb MOXHO
NPOOEMOHCTPUPOBATL Ha CTAHOAPTHbIX XUBOTHbLIX
MoJensx nocpeacTBOM UCMbITaHUA Ha couvarnsHoe
B3aMMOOENCTBME U NMOCPeaCTBOM NabUPUHTHOIO McC-
NblTaHUA-X.
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Te, KTO CTpadalT MUMPEHBIO, YAaCTO UCTbIThIBAKOT
cMTyaLumn GecrnokorcTBa 1 AMOLMOHANBLHOIo cTpecca,
KOTOpble NpeaLIecTBYIOT NOSABNEHWIO rONoBHOW 605m
(cm. Sachs, 1985, MurpeHb, Pan Books, JloHaoH).
Takke o6HapyxeHo, 4YTo B TeyeHue 48 4acoB NpuUCTy-
NMOB MUIPEHMN YPOBHU Luknnyeckoro AMP 3HauuTenb-
HO YBENUYMBAKOTCA B CMMHHO-MO3rOBOMW >XWUOKOCTU
(Welch n gp., 1976, lonosHas 6onb, 16, 160-167).
CunTaloT, 4TO MUrpeHb, BKMoYas dasy, npeaLecTt-
BYIOLLYIO Hayany npucTyna, M cooTBeTCTBYlLLee
yBENMYEHUEe ypoBHen umkmyeckoro AMP cBsiaHbl ¢
BO3OYyxaeHuem peuentopoB 5-HT4, cnepgoBaTensHo
Ha3HayeHue aHTaroHucta peuentopa 5-HT4 moxeTt
NPWHECTU NOTEHUMASbHYIO NOSb3y B CHATUWN MPUCTY-
na MUrpeHmu.

Takke npepnoxeHa dapmaueBTUyeckast KOMMo-
3MUMA B COOTBETCTBUM C M30OpeTeHuem, cofdepxa-
was coeguHenue dopmynbl (1) unu dapmauesTuye-
CKM MNpUeMnemMylo €ero cofnb W apmMaueBTUYECKn
npvemremblin HocuTenb.

O™ KOMMO3WLMM MOMYy4aloT MNyTeM CMeLleHus
KOMMOHEHTOB, U OObIYHO OHWM NpeaHasHayeHbl Ans
npvemMa BHYTPb, Hanpumep, 4Yepe3 poT, HOC, PeK-
TanbHO UNW NapaHTeparnbHO, NPUYEM, Kak TakoBble,
OHW MOryT BbITb B JopMe TabneTok, Kancyn, XXUAKMX
npenapaToB N9 OpanbHOro NPUMEHEHUs!, MOPOLLKOB,
rpaHyn, neneliek, MopoLUKOB, aspo3onen And pac-
NblIEHNS Yepes HOC, CBeYel, pacTBOPOB UMK CyCr-
eH3uMi Ana uHbekuuun. Takke npegycmaTpuBaeTcs
BBOJ, NekapcTBa NoA S3blK UMW Yepe3 MHLEKLMIO B
koy. CocTaBbl, MpeAHa3HayYeHHble ANs npueMa ve-
pe3 poT, NpeanoYTUTENbHbl, NOCKOMbKY OHW 6ornee
yOOOHbI ANS NPUMEHEHUS.

Tabnetkn u kancynel Ansi npuema 4epes poT
00bIYHO MpeAcTaBneHbl B BWAEe €OVHUYHOW [03bl,
npu4yeM OHU coAepXaT OOblYHbIE WUHEPTHblEe Harmor-
HUTENW, HanpuMep, CBA3YIOLLME, HaNoNMHUTEnNKn, pas-
6aBuTenu, Bewectea And TabnetTMpoBaHWsl, CMasku,
avcnepraTopbl, KpacuTenu, apomaTuavpylome Be-
wecTea n yBrnaxHutenu. Ha tabneTky MOXHO HaHec-
T M3BECTHbIMW cnocobamu MOKpbITUE, Hanpumep,
NPOTUB pa3apaKeHNs KULLeYHUKa.

CooTBeTCTBYIOLME HAMOMHUTENN ANS NpUMeHe-
HUSA BKMYaloT B cebs Lennionosy, MaHHWUT, NakTo3y
n gpyme nogobHble BelectBa. CooTBeTCTBYIOLLME
AavcnepraTopbl BAYaloT B ceba kKpaxman, nommsu-
HUNNOSMMMPPONUAOH U Takme NPoM3BOAHbIE Kpaxva-
na Kak, Hanpumep, Kkpaxman rmukonnaTt Hatpusa. Co-
OTBETCTBYIOLME CMa3KM BKMOYaloT B cebs, Hanpu-
Mep, cTeapaT MarHus.

CooTtBeTCcTBYIOWME PapMaLEeBTUYECKU MNprem-
nemMble yBNaXxHUTENW BKMOYaloT B cebs1 naypunosbiv
cynbdoHaT HaTpus. Kugkne npenapaTbl And nprema
Yyepes poT MoryT 6biTb B popme, Hanpumep, BOAHbIX
WUNU MacnsHbIX CYCMEH3W, pacTBOpPOB, 3MyrNbCun,
CMPOMOB UMK 3NMKCMPOB NMBO B hopMe Cyxoro npo-
AyKTa Ans CMelmBaHWs C BOAOW Unu ApYrMM COOT-
BETCTBYWOLUMM HOCUTENEM [0 ero npumeHeHus. Ta-
Kne Xuakue npenapatbl MOryT cogepxaTb 0bblyHble
pobaskn, Hanpumep, CycrneHAupylome areHTbl, Ha-
npumep, copbuTon, cMpon, MeTUNLEeNno3y, Xena-
TWH, OKCUITUNLENNoNo3y, kapbokcumeTunuennono-
3y, renb creapaTta aniOMWHWS WK TMAPOreHU3Npo--
BaHHble CbedobHbIE XMpPbl, 3MYMbraTtopbl, Hanpumep,
neumnTuH, copbutaH-moHooneaT unu apasuinckas Ka-
Medb; HeBOAHble HOCMTEnW, (KOTopble MOryT BKIHO-
YaTb B cebs cbedobHble macra), Hanpumep, MUH-

JanbHoe Macro, peKkTMULMPOBaHHOE KOKOCOBOE
Macrno, MacrnsHble CIoXHble 3dupbl, Hanpumep,
admMpbl MyLepWHa, NPOMUEHTTIMKONSA NN 3TUIOBOIO
crnupTa; aHTMKoarynsitopbl, Hanpumep, MeTun wum
nponun p - okcmbeHsoaT unm copbnHoBas kucroTa, u,
ecnu aTo TpebyeTcs, TO MOXHO 06aBNsATb OObIYHbIE
apomMaTuavpyloLme Be LWEeCTBa UK KpacuTenu.

XKupkve npenapaTbl ANsS NPUHATUS Yepe3 poT
00bI4YHO NPUCYTCTBYIOT B hOpME BOOHbLIX MU Macrs-
HbIX CYCMEH3WIA, pacTBOPOB, AMYIbCUI, CUPOMOB UM
3NMKCMPOB M B BUAE CYXOrO NPOAYKTa ANst cMelle-
HUSI C BOOOW WM COOTBETCTBYHOLUMM HOCUTENEM A0
ero npvmMeHeHus. Takue Xugkue coctaBbl MOIYT CO-
aepkaTte 0OblyHble [06aBKM, Hanpumep, CycrneHam-
pyloLme areHTbl, SMYnbraTopbl, HEBOAHbIE HOCUTEIM
(koTopble MOryT BkMoYaTe B cebsi cbefobHble mac-
na), aHTUKoarynaTopbl 1 apoMaTU3MpPYOLLME UIN OK-
palmBatoLLMe BELLECTBA.

CocrTaBbl ANg NpUMEHEHNs Yepe3 poT MOXHO Mo-
nyunTb 0ObIYHBEIMU crocobamu cMmelleHus, pacda-
COBKM urm TabnetmpoBaHnsa. MoXXHO NpUMeHsTb one-
pauMy MOBTOPHOIO CMELUEeHUsI ONi9 pacnpedeneHus
aKTUBHOIO BELUECTBa BO BCEX 3TUX COCTaBax C Npu-
MeEHEHVEM BOMbLUOTO KONMMYECTBA HamoNHUTENEN.
Takue onepauum, KOHEYHO, U3BECTHbI B TEXHUKE.

[ns napaHTepanbHOro NpUMEHEHWs1 NpUroTaenun-
BalOT (POPMbl €AMHUYHOM [J03bl XXUOKOCTU, COAEepXKa-
ume coeguHEHNEe B COOTBETCTBUUN C HACTOSALLMM W30-
OpeTeHVeM 1 cTepunbHbIN pactBopuTerns. CoeamHe-
HMe, B 3aBUCMMOCTU OT PacTBOPMUTENS U KOHLUEHTpa-
UuK, MOXHO cycrneHauMpoBaTtb, NnBo pacTBOpATh.
PactBopbl AN napaHTepanbHOro NpUMeHeHNs 00bIY-
HO MPUTOTOBASAIOT MYTEM PACTBOPEHUSI COEANHEHMS B
pacTBopuTene, NpUYeM, OO €ro 3arnofIHeHUs B COOT-
BETCTBYHOLUMI My3bIPEK UIN amnyny U repmeTusauuu,
€ro CTepunma3yloT Yepes unbTp. MNpeumyiecTtBeHHO
B pacTBopuTene Takke pacTBOpSAT dapmaleBTnye-
CcKkue npenapartbl, YCUNMBaKLmMe OeACTBUE OPYroro
npenapaTa, HanpuMmep, cpeacTea Ans MeCTHOW aHe-
CTe3MUn, aHTMKoarynaTopbl 1 OydepHble areHTbl. Ons
NOBbILLEHWS] YCTONYMBOCTM COCTaB MOXHO 3aMOpo-
3UTb MOCMEe ero 3anofHeHVs B My3blpeK, a BOAY MOX-
HO yOanuTb NoA BaKyyMOM.

CycneH3mm Ons napaHTepasnbHOro NpUMeHeHus
NPUrOTOBNSIKOT MO CYLLECTBY TaK XXe 33 UCKITHYEHNEM,
YTO COeaUHEHUE CYCMEHAVPYIOT B HOCUTENE BMECTO
€ro pacTBOPEHUS U CTEPUIM3YIOT MOCPEACTBOM MOA-
BEpraHus ero OenCTBUIO OKMCK 3TUMEHa OO0 CYCMeH-
OVpOBaHNs B CTepurnbHOM HocuTene. lMpeumyliect-
BEHHO, O4NS YNPOLUEHUA paBHOMEPHOro pacnpenerne-
HUA COeAMHEHMS B COOTBETCTBUM C U30OpeTeHnEM B
coctaB A06aBnsilOT NOBEPXHOCTHO-aKTUBHOE BeLle-
CTBO UMK yBMaXHUTENb.

Takke, B cOOTBETCTBAM C M30bpeTeHueM npepn-
NOXeH cnocob neveHVss CMHOPOMA pa3fpaKeHUs Ku-
weyHuka (IBS), 3aboneBaHuii xxenyaka v nuiesoaa,
avcnencumn, apuiMumn cepaua v napanmya, CoctosHus
BecnokoicTea 1 TPEBOTM U/MMM NPUCTYNOB MUMPEHN Y
MIiekonuTaloLwmx, HanpumMep, y nogen, npuyeMm cro-
cob 3akntoyaeTcss B HasHavyeHun 3hPeKTUBHOMO KO-
nunyecTtBa coeauHeHnsa dopmynsl (1) nm dapmaues-
TU4Yeckmn npuemnemon ero conu. B yactHoctm, cnoco6b
3aKNYaeTcs B EYEHUMM CUHOpPOMa pasapakeHus
kuweyHvka (IBS), cepaeyHon aputMim 1 napanuya.

Konn4yectBo, adhdpeKTMBHOE AONS JleYeHUs onu-
CaHHbIX PaCCTPOWCTB, 3aBUCUT OT OTHOCUTENbHON
3P PeKTMBHOCTU COEQUHEHNN B COOTBETCTBUU C U30-
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OpeTeHMeM, xapakTepa U CNOXHOCTN 3aboneBaHus, a
Takke Beca Mnekonutawowero. OgHako eauHU4YHas
[o3a ans B3pocrioro yenoseka Becom 70 kr Gyget
06blyHO copepxatb 0,05-1000 mr, Hanpumep, 0,5-
500 Mr coeguHeHUs B COOTBETCTBUU C U30OpETEHM-
eM. EavHMYHbIE [03bI MOXHO NpUHMMAaTL OOWH WM
HECKOMMbKO pa3 B AieHb, Hanpumep, 2, 3 unu 4 pasa B
OeHb, 00bluHO 1-3 pasa B AeHb, TO eCTb B Npegenax
0,0001-50 mr/kr/ peHb, 0bbl4yHO 0,0002-25 Mr/oeHb.
BpeaHble TOKCUKoMornyeckue addpekTbl He OT-
MeualoTca B npeJeniax ykazaHHOW 403UPOBKH.
M3o0bpeTeHne Takke KacaeTcss CoOeAVHEHUs!
dopmynbl (1) unn dapmaLeBTUHECKM NPUEMIIEMON

R1 R2 r R3
E1 H H 1 H
E2 H H 1 H
E3 H H 1 H
E4 H H 1 H
E5 H H 1 H
E6 H H 0 H
E7 3-(CHa)2 1 H
E8 H H 1 H
E9 H H 2 H
E10 H H 1 H
E11 H H 0 H
E12 H H 2 H
E13 H H 0 H
E14 H H 0 H
E15 H H 1 H
E16 H H 1 H
R4 R2 r Rs
E17 - A - H
E18 - r - H
E19 H H 1 H
E20 H H 1 H
E21 H H 1 H
E22 H H 1 H
E23 H H 1 H
E24 H H 1 H
E25 H H 1 H
E26 H H 1 H
E27 H H 1 8-F
E28 H H 1 8-F
E29 H H 1 H
R4 R2 r Rs3
E30 - o - H
E31 H H 0 H
E32 - v - H
E33 - A - H
E34 H H 0 H
E35 - v - H
E36 H H 1 H
E37 H H 0 H
E38 H H 2 H

€ro conu ansi NpyMeHeHNsl B Ka4ecTBe akTUBHOIO Te-
paneBTMYECKOro BELLECTBA, B YaCTHOCTU ANs Npume-
HEHVs1 B KayecTBe aHTUroHucTa peuentopa 5-HTa
NSt TleYeHust onMcaHHbIX pacCTPOWCTB.

Takke n3obpeTeHUe kacaeTcs NPUMEHEHUs Co-
efMHeHnsa dopmynbl (1) B NPUroTOBNEHMM Meauka-
MEHTa OJ9 UCNOoNb30BaHNSA B KA4YeCTBE aHTaroHucra
peuentopa 5-HT4 gna nedeHns onucaHHbix 60-
nes3Hen.

Cnepyioume npuMmepbl WNMOCTPUPYIOT NpPUro-
TOBMNEHNEe coeavHeHun dopmynel (1), cnegywollee
onucaHve UMMICTPUPYET MOMy4EHUE MPOMEXYTOY-
HbIX COeANHEHNIA.

Mpumepsbl

R4 X Y Y4
H (0] (0] (i)
H O o] (vi)
H (0] NH (i)
H (0] (0] (iii)
H 0] NH (iii)
H (0] (0] (i)
H (0] (0] (i)
H S o] (i)
H (0] (0] (i)
H CH:2 o (i)
H CH:2 O (i)
H CH:2 O (i)
H CH:2 NH (i)
H 0] NH (i)
H (0] (0] Bzppm
H SO (0] (i)
R4 X Y Z
H CH (0] (i)
H CH (0] (i)
H S NH (i)
H (0] NH Bzppm
H (0] NH ppm
H o NH "CeH1spp
H O NH (i)
H (0] NH Etppm
H (0] NH MeSOzaEtppm
H (0] NH (vi)
H (0] o (i)
H o NH (i)
H NMe o] (i)
R4 X Y z
H S o] (i)
H S o] (i)
H S (0] (i)
H N (0] (i)
H S NH (i)
H S NH (i)
H NH (0] (i)
H (0] (0] (vi)
H 0] NH (i)
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MpoporrkeHve
R R2 r Rs R4 X Y 4
E39 H H r H H N (0] (i)
E40 H H 0 H H S (0] (vi)
E41 H H 0 H H S NH (vi)
E42 - v - H H S (0] (vi)
E43 - v - H H S NH (M)
E44 H H 1 H H S o (Vi)
E45 - r - H H NH NH (i)
E46 H H 1 H H N NH (i)
A~ AR4Ris — (CHp), ~CH =
I'- AR4Rois —~CH = CH - CH =
n— AR{R is — C(CH3) = CH -
v—-AR4R9ois —CH = CH -
A—ARqRis - C(CH3 )= CH - C(CH3) =
Bz -6eH3un
ppm - nunNepuaun-vieTun
aEt - amnHoatun
Mpumep 1 M KOHUEHTpMpOBanu, OCTaBUB XENTYI0 CMONY, KOTO-

(1'”6ymn-4-n|/|nepmumn)memn-3,4-/qer|/:lpo-2H-
[1,3]okcasunHo[3,2-aluHgon-10«apbokcmunaT(El)

a) CycneHsuwo wuHOon-3-kapboHoBasi KucnoTa
(500 wmr, 0,003 monb) B guxiiopomeTaHe (50 mn) ob-
pa6oTanu okcanunxnopugom (0,635 r, 0,005 monb) n
AByms kannamu gumetundopmamunga. Cmecs nepe-
MeLUMBanu npy KOMHaATHOW TemMnepaType B TeyeHue
1,5 yacos, 3aTem yganunu noz BakyyMoM pacTBOpU-
Tenb, OCTaBMB KUCTbIV XIOPUA.

PactBop 1-6ytun-4-nunepuguHmertaHona, [6,
(513 mr, 0,0053 morb) B cyxom THF (10 mn) B atmo-
chepe a3oTa oxnagunu B negsHon BaHHe. o kanne
aobasunm n-6ytmnnutui (1,88 mm 1,6M pacTtBopa B
rekcaHe, 0,003 Monb), 1 NONYYEHHBbIN pacTBOp nepe-
MewmBanu npu 0°C B Te4eHne 15 MUHyT.

Kucnein xnopug pactesopunm B cyxom THF
(20 mn), n pacteop gobGaBnsaAnuM Mo Kanse B pacteop
ankoronsaTa nuTus npyu temnepaTtype 0°C.

PeakunoHHol cmecn no3Bonumm nogorpeTbca oo
KOMHaTHON TemnepaTypbl U NepemMeLuMBany B Tede-
Hue 3 yacoB. PacTBopuTenb yganunu nofg BakyymoMm,
a ocTaToK pasfenmnu mexay X1opodopMOM U BO-
aon. XnopodopM OTAENUNU, NPOMbININ HACKOSbKO
pa3 BOAOW, BbICYLLMIIM U KOHLEHTPMpPOBanuM, Nony4vs
(1-6yun-4-nunepngun)metun-1H-nHaon-3-«kapbokcn-
nat B Buge 6negHo-KopMyYHEBOM CMONbI.

'HNMR (250 MHz) CACl3

6: 9,90 (Brs, 1H), 8,10-8,18 (m, 1H), 7,78 (d, 1H),
7,37-7,46 (m, 1H), 7,16-7,28 (m, 2H), 4,19 (d, 2H),
3,05-3,15 (erd, 2H), 2,40-2,49 (m, 2H), 0,90 (t, 3H),
1,20-2,18 (m, 11H).

B) CycneHsuto N-xnopcykumHumunga (57 wr,
0,48 mmonb) B xnopocopme (2 mn) obpaboTtanu pac-
tBOpPOM (17"BYTMN-4-NMNepnann)MeTMIMHOoN-3-kap6-
okcunata (100 wmr, 0,32 mmorb) B xnopodopme
(2 mn), n cvecs NepemeLLMBany Npu KOMHaTHOW TeM-
nepaTtype B TeuyeHue 2 yacoB. bneaHo-kenTbl pac-
TBOp OobpaboTtanu 3-6pom-1-nponaHoriom (0,03 mn,
0,32 Mmorb), nepemelumBany NP KOMHaTHOW TeMm-
nepaTtype B TeyeHue 16 4yacoB; 3aTeM NOCPEenCTBOM
10% - pactBopa NaCO; noBbICMNN OCHOBHOCTb K
3KCTparMpoBam XnopodopMoM. IKCTPaKT BbICYLLMIIMN

pyto pactBopunu B aueToHe (6 mn), obpaboTanu 6e3-
BOAHbIM Kap6oHaToM kanus (130 mr, 0,94 mmonb) n
nepemMeLLMBany npy KOMHaTHOM TemnepaType B Te-
YyeHune 18 yacoB. Cmecs obpabotanm 10% - pacTso-
pom Na>COs3 n akcTparvpoBanm atunauetaToMm. JKc-
TPaKT BbICYLUMIIN W KOHLEHTPMpPOBamnu, OCTaBuB KO-
pVUYyHEBOE Macno, KOTopoe NoABeprnM Xpomartorpa-
uun cHavana Ha cunukarene, Npu 3TOM 3rUpPoBa-
HUE OCYWEeCTBNsANn C XI1opodopMOM/METaHOIOM
(97:3), 3aTem Ha OCHOBHOW OKMCM anioMUHUS C drTHou-
poBaHveM 3TunauertatoMm, nonyaus 6GecuBeTHoe
macno. Ero kpuctannusoBanu u3 npocTtoro adm-
pa/neHTaHa ana nonydeHusi coeannenmus (EI) B Buge
6enoro TBepgoro eewectea (11 Mr) c TemnepaTtypon
nnaenexHua 117-119°C.

'HNMR (CACl3)

6: 7,97 (d, 1H), 7,10-7,30 (m, 3H), 4,55 (t, 2H),
420 (d, 2H), 4,11 (t, 2H), 2,90-3,03 (m, 2H), 2,25-2,40
(m, 4H), 1,75-2,00 (m, 5H), 1,22-1,55 (m, 6H), 0,91 (t,
3H).

MS (El) M*370.

Mpumep 2

€q-XMHONN3NNH-2-nnmeTnn-3,4-aurmapo-2H-
[1,3]okcasuHo[3,2-aluHpon-10«apbokcunar (E2)

a) eq-2-okenmeTunmxwvHonuanamHd (H.x. JleoHapa
n ap., XxypHan "OpraHuyeckas xumus", 1957, 22,
1445) nogBeprnu peakumu ¢ MHOOM-3-XMOPUAOM Kap-
©OHOBOW KMCNOThI C UCMOMb30BaHMEM crnocoba, onu-
caHHOro B npumepe 1, Ans nonydeHust eq-xMHonmam-
AnH-2-yl-meTun 1-H-uHgon-3-«apbokcunata ¢ Temne-
paTyPon nnaenexHust 154-157°C.

HNMR (CACI3)

6:9,40 (er.s. 1H), 8,10-8,20 (m, 1H), 7,87 (d, 1H),
7,35-7,45 (m, 1H), 7,20-7,30 (m, 2H), 4,20 (d, 2H),
2,80-2,97 (m, 2H), 1,43-2,20 (m, 11H), 1,10-1,40 (m,
3H).

B) €q-XVHONU3NaNH-2-un-metmn 1H-vHgon-3 kap-
6okcunat obpabaTbiBanu cHadana N-xnopcykuum-
HumMmngom (1,5 akBMBanNeHToB) B TEYEHUN 2 YaCoB, 3a-
TeM 3-6pom-1-nponaHoniom (2 akBMBaNeHTa) B Teye-
Hue 16 YacoB n nocne aToro 6e3BoAHbIM kKapboHaToM
Kanus B aueToHe C Mcrofb3oBaHuem criocoba, onu-
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caHHoro B npuMepe 1B. Cbipon NPOAYKT OYUCTUMM,
npu 3TOM NPUMEHANU Te e YCMNoBWUS XpomaTorpa-
duu, 4TO M B Npumepe 1B, ANA NOMNY4EHUS CoefnHe-
HusA B Buge GecusetHoro macna (51%). Ero npespa-
TUNN B XNOPUCTOBOAOPOAHYIO COfb U KpUCTannm3o-
Banu U3 aueToHa npu TemnepaType nnasneHuns 164-
167°C.

"HNMP (conb HCI) (d° AMS O)

6: 10,35 (rs., 1H), 7,85 (d, 1H), 7,32 (d, 1H),
7,07-7,20 (m, 2H), 4,54 (t, 2H), 4,13 (t, 2H), 4,05 (d,
2H), 3,25-3,43 (m, 2H), 2,74-3,15 (m, 3H) 2,20-2,33
(m, 2H), 2,00-2,15 (m, 1H), 1,35-1,95 (m, 10H).

Mpumep 3

N-[(1"6ytun-4-nunepuann)metnn]-3,4-aurmapo-
2H-[1,3] okcasuHo [3,2-aluHaon-10kapbokcamuma (E3)

Cnocob 1. MNepemeluaHHbIn pactBop N-xmopcyk-
unHumunga (57 mr, 0,48 mmorns) B xnopodopme (3 mn)
obpaboTtanm  pactsopoMm  N-[(17"6yTun-4-nunepu-
ann)metmn)uHpon-3-«kapbokcamuaa, [Al, (100 wr,
0,32 mmonb) B xnopocopme (8 mn) M nogaepKmBanm
npu KOMHaTHOW TemMnepaType B TeYeHWe 2 4acos, 3a-
TeM obpaboTtanu 3-6pomo-1-nponaHoriom (0,03 mn,
0,32 mmorb). lNMocrne nepemewmBaHUA B TeuyeHwe
16 yacoe pobasunu ewe 3-6pom-1-nponaHona
(0,03 mn, 0,32 mmorb). Cmecb nepemeluMBany npu
KOMHaTHON TemnepaType elle B TeyeHne 3 4acos,
3aTeM obpabotanu ¢ u3bbiTkom 10% - pacTBOpOM
Na>CO3 u akcTparmpoBanu xnopodopMoM. IKCTpakT
Boicywmnnu (Na2S0s) n KOHUEHTpMpOBanu B Bakyyme,
NoNy4MB XenToe Macno, KOTopoe pacTBOpuMIun B ale-
ToHe (10 mn), obpabotann 6e3BoaHbIM KapGoHaTOM
kanua (130 mr, 0,96 MMornb) U nepemeLlumMBanu npu
KOMHaTHOM TemnepaTtype B TeyeHne 16 yacos. Cmecs
KOHUEHTpMpOoBanu noA BakyymMoM, octaTtok obpabo-
Tann 10%-pacteopom Na2C0Os3 (10 mn) u akcTparmpo-
Banu xropodopmMom. IKcTpakT Bbicywmnn (NazSOs)
N KOHLIEHTPMPOBanN Noj BakyyMOM, OCTaBUB XXenToe
Macro, KoTopoe noABeprnm xpomartorpacun cHavana
Ha cunukarene c anUMpupoBaHMeM xrnopodop-
MoM/meTaHonom (19:1), 3aTeM Ha OCHOBHOM OKUU
anlMUHKUS C anovpoBaHnem atunauertaTtoMm. [lony-
YyeHHoe OecuBeTHOE Macno KpucrannusoBarm Wu3
npocToro adwmpa, nonyus coeguHenue (E3) B Buge
6enoro TBepaoro Bewectea (20 mr, 17%) ¢ Temnepa-
Typown nnaenenms 110-113°C.

'HNMR (CACl3)

6: 8,34 (d, 1H), 7,05-7,30 (m, 3H), 6,55 (t, 1H),
4,53 (t, 2H), 4,10 (t, 2H), 3,33 (t, 2H), 2,90-3,05 (M,
2H) 2,25-2,45 (m, 4H), 1,90-2,25 (m, 2H), 1,20-1,85
(m, 9H), 0,92 (t, 3H).

MS (Cl) MH*370.

Cnoco6 2. MepemewaHHylo cycneHsmio N-[(17
6ymmn-4-nunepuamn)meTmnluHaon-3-kapbokcammg
(al, 120 r, 0,38 monk) B xnopodpopme (2 1) B aTMo-
cchepe asoTa npu KOMHaTHOW TemnepaType obpabo-
Tanu CBEXWUM AUCTUNNAMPOBaHHBLIM 3-Gpom-1-npona-
Honom (69 mn, 0,77 Mmorb), 3aTeM no Yactam gobas-
nsanu cyxon N-xnopcykuuHumng (55 r, 0,42 mornb) B
TeyeHne 5 muHyT. MNonyyeHHbIN XenTbll pacTeBop ne-
pemelmBanu B TeyeHue 2,5 yacos, 3ateM obpaba-
TeiBanu IMHCI B acpmpe (15 mn, 0,015 mones). Obpa-
30Barncst yMepeHHbIi 3K30TEpPM, U LiBET peakunm us-
MEHWICA Ha opaHkKeBbiN. [Mocne [AOMONHUTENbHBLIX
2y4acoB cmecc obpabotann 10% - pacTBOpPOM
Na>COs3 (700 mn), crnon xnopodopMa oTAeNuu, Bbl-
cywmrm (Na2SOs) M KOHUEHTpUpoOBanu B Bakyyme,
OCTaBMB ryctoe KkpacHoe Mmacno. Ero oGpabortarm

auetoHom (1,5 n) u 6e3BoaHbIM KapboHaTOM kanus
(130 r, 0,95 momb), 3aTeM nNepemMeLLMBany Npu KoM-
HaTHOM TemnepaType B TeyeHue 18 yacos. Peakup-
OHHYIO CMEeCb KOHLEHTpUpOoBanu B Bakyyme, OCTaToK
obpabotanu Bogown (1 n) u aKcTparMpoBanu 3TuI-
auetaTtom. Cnycta 2 yaca npu Temnepatype 8°C, ero
npoguMbLTPOBarM 1 BbICyLUMIIK, nonyimB 51,7 r co-
eanHeHua (E3) B Bupe TBepporo BelwecTtea. Ma-
TOYHblE XNaKoctn maenekmm npy nomowm IMHCI kun-
cnoTel (800 mn), 3aTeM KUCIbIV SKCTPaKT NpeBpaTnnn
B OCHOBaHuWe ¢ npumeHeHnem K>COs u akcTparmpo-
Banun xnopogopmom (2 x 700 mn). ObbeanHeHHble
aKCTpakTbl Xxropodopma Bbicyumnu (NazSOs), KOH-
LeHTpMpoBanM B BaKyyMe, a OCTaToK noaBeprnu
xpomaTorpadun Ha cunvKarene c SrMpOBaHMEM
xnopocopmom/meTaHonom (96:4). Monyunnu xenTtoe
Macrno, KoTopoe Nnocre pactmpaHus B MOPOLLIOK MNpo-
CTbiM 3PMPOM Aano AoMoNHuTeNbHO 21,3 r ykasaH-
Horo coeauHeHuns (E3) B Buge Genoro tBepaoro Be-
wectea. [lpeBpaleHne B XIOPUCTOBOAOPOIHYIO
COnNb 1 pekpuctannusaums n3 ataHorna /60-80 6eH3nH
pano 6Gernoe TBepgoe BELWECTBO C TeMnepaTypon
nnaeneHus 254-256°C.

Conb HCI-'HNMR ([20).

6: 7,90 d, 1H), 6,88-7,20 (m, 3H), 4,35 (Br.t,
2H), 3,70 (er.t., 2H), 3,40 (er.d., 2H), 3,20 (er.d., 2H),
29 (ert., 2H), 2,65 (Br.t., 2H), 2,12 (er.t., 2H) 1,20-
1,90 (m, 9H), 0,87 (t, 3H).

MonyyeHHbI 3neMeHTapHbIn aHarm3 Obin cre-
ayloumm:

TeopeTunye-
CKO€ 3HayeHue ObHapyxeHo
Yrnepoa 65,09 64,76 64,75
Bopopoa 7,95 7,73 7,77
AzoT 10,35 10,35 10,36
Mpumep 4

2-(1-nunepunann)atun  3,4-gurnapo-2H-[1,3]Jokca-
31Ho [3,2-a]uHgon-10-kapbokevnaT (E4)

a) 1-nunepuavHaTaHON MoABepranu peakumm c
1H-uHpon-3-xnopnakap6GoHOBOM  KMCMNOTOM, NpuUMe-
HAA cnocob, onucaHHbIM B npumepe 1a, onsa nonyde-
Hus  2-(1-nunepunamn)atn  1H-nHaon-3-kapbok-cn-
naTa.

'HNMR (CACl5)

6: 9,6 (Br.s., 1H), 8,03-8,12 (m, 1H), 7,73 (d, 1H),
7,30-7,40 (m, 1H), 7,13-7,25 (m, 2H), 4,48 (t, 2H),
2,82 (t, 2H), 2,50-2,65 (m, 4H), 1,35-1,70 (m, 6H).

B) 2-(1-nunepuamn)atun 1H-uHgon-3-«kapbokcu-
nat cHavana o6pa6aTtbiBann N-XMOPCYKUMHUMUAOM
(1,5 akBMBaneHTOB) B TeyeHue 2 4acoB, 3aTeM 3-
Opom-1-nponaHonom (3 SKkBMBaneHTa) B Te4deHue
21 yacoB, nocne 3toro 6e3BogHbIM kKapboHaTOoM B
aueToHe C UCMofb3oBaHMeM crnocoba, OMMCaHHOro B
npumepe 1B. Cbipoi NPOAYKT OYNCTUIIN, MPUMEHSIA Te
Xe ycnoeus xpomartorpadmm Kak u B npumepe 18,
Anst nony4eHus ykazaHHoro coeanHeHus (E4) B Buage
6negHo-xentoro macna (15%). Ero npespatunu B
ero okcanaToByIO COflb U KpUCTannusosanm u3 aue-
TOHa € Toukou nnaeneHus 174-177°C.

CBoGogHoe ocHoBaHune: 'HNMR (C[Cla)

6: 8,02 (d, 1H), 7,07-7,30 (m, 3H), 4,40-4,55 (m,
4H), 4,08 (t, 2H), 2,78 (t, 2H), 2,45-2,65 (m, 4H),
2,25-2,38 (m, 2H), 1,54-1,66 (m, 4H) 1,35-1,50 (m,
2H).

MS (Cl) MH"329.
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Mpumep 5

N-[2-(1-nunepugnn)atn]3,4-gurmapo-2H-[1,3]ok-
casuHo [3,2-a]uHpon-10«apbokcamug (E5)

N-[2-(1-nunepugun)atmn] 1H-»nHpon-3-kap6ok-
camug (02) obpabatbiBanu cHavana N-xnopcyk-
UMHUMMaom, 3aTem 3-6pom-1-1ponaHonom u nocre
3TOro kapboHaToOM Kanvisi B aLeToHe B COOTBETCTBUU
€O crnocoBom, onucaHHbIM B npumMepe 3. Cbipoi npo-
OYKT nogseprnM xpomoTorpadmm Ha cunukarene c
anoupoBaHueM xrnopodopmom/meTaHorom  (19:1),
nonydme 6nefgHo-KenToe macro, KOTopoe KpucTar-
nu3oBanu u3 Npoctoro acmpa, NoNy4nB ykasaHHOE B
3arnasun, coeguHeHune (E5) B Buae 6enoro tBepaoro
BelyecTBa (29%) ¢ Toukon nnasneHnsa 124-127°C.

'HNMR (CACl3)

6: 8,33 (d, 1H), 7,06-7,28 (m, 3H), 7,02 (er.t, H),
4,51 (t, 2H), 4,08 (t, 2H), 3,50-3,60 (m, 2H), 2,54 (t,
2H), 2,30-2,60 (m, 6H), 1,40-1,65 (m, 6H).

MS (Cl) MH"328.

Mpumep 6

(17"6yTMn-4-nunepnaonnMeTnn-2,3-amMrmapooKca-
3on [3,2-aJuHpon-9-kapbokevnart (E6)

(17"6ymmn-nunepuamn)metmn1H-yuHaon-3-kap6ok-
cunat (E1a) obGpabGaTeiBanu cHavana N-xnopcyk-
unHumMmngom (1,5 aKBMBanNeHTOB) B TeyeHue 4 4acos,
3aTeM 2-6pOM-3TaHONOM (2 3KBUBAreHTa) B Te4YeHue
18 vacoB c nocnegywollen obpabotkon Ge3BOAHEIM
kapboHaToM kanus B aueToHe (18 yacoB) cnocobom,
onucaHHbIM B npuMepe 1B. CbIpo NPOAYKT OWICTUNN
npu TexXXe YCrnoBusX XpomaTtorpacuu, 4To U B Npu-
mepe 1B, nonyuusB GecuBeTHoe Macno (26%), koTo-
poe KpucTanmsaoBarm M3 npocToro adwipa, nonyyvs
ykasaHHbI npoaykT (E6) B Buae Gemnoro TBepmoro
BeLLecTBa C TOYKOM kuneHus 128-150°C.

'HNMR (CACl3)

6: 7,95-8,02 (m, 1H), 7,07-7,27 (m, 3H), 5,18-
5,27 (m, 2H), 4,24-4,33 (m, 2H), 4,19 (d, 2H), 2,92-
3,04 (m, 2H), 2,27-2,38 (m, 2H), 1,75-2,05 (m, 5H)
1,25-1,66 (m, 6H), 0,91 (t, 3H).

MS (El) MH*356.

Mpumep 7

(17"6ytmn-4-nunepuannMeTns-3,3-pMmeTni-3,4-
anrmapo-2H-[1,3JokcasnHo  [3,2-aluHaon-10-«kapbok-
cunart (E7)

(17-6ytun-4-nunepuamnmetnn-1H-uHgon-3kap6-
okcunat (E1a) obpabateiBanu cHavana N-xnopcyk-
unHumMungom (1,5 aKBMBanNeHTOB) B TeyeHue 2 4acos,
3atem 3-6pom-2,2-gumeTun-1-nponaHonom (2 3KBu-
BaneHTa) B TeyeHne 20 yacoB u nocne atoro 6es-
BOAHbIM KapboHaTOM kanusi B aueToHe (2 1/2 gHen)
cornacHo crnoco6y, onncaHHomy B npumepe 1B. Chbl-
pon NPOAYKT nogsepranM xpomartorpadmum Ha cuim-
Karene c anUpoBaHUEM XIOPOOPMOM/MeTaHOIOM
(95:5), nonyunB ykasaHHoe coeaunHeHve (E7) B Buge
TBepAoro BellecTtBa Gernoro useta (10%) ¢ Toukom
nnaeneHus 154-155°C.

'HNMR (CACl3)

6: 7,98 (d, 1H), 7,08-7,30 (m, 3H), 4,21 (d, 2H),
4,15 (S, 2H), 3,77 (S, 2H), 2,95-3,07 (m, 2H), 2,32-
2,42 (m, 2H), 1,80-2,10 (m, 5H) 1,25-1,60 (m, 6H),
1,20 (s, 6H), 0,93 (t, 3H).

MS (Cl) MH"399.

Mpvmep 8

(17"6ytmn-4-nunepuannMeTnn-3,4-amrmapo-2H-
[1,3]ma3nHo[3,2-aluHgon-10-«kapbokeunaT (E8)

(17"6ymn-4-nunepuannvetmn-1H-uupgon-3-«ap6-
okcunat, E1a (114 wmr, 0,0010 mornb) obpabaTtbiBanm

cHavana N-XopCyKUMHAMMAOM (180 M,
0,0015morb) B TeyeHue 2 4yacos, 3aTem 3-xmop-1-
nponaHTmosriom (0,20 mn, 0,0020 mornb) B TeyeHue
5 gHen cornacHo cnocoby, onucaHHOMy B Mpume-
pe 1B. Y Mnony4eHHoOro pacteopa MOBbICUIIN OCHOB-
HocTb nocpeactBoM 10% - pacteopa NaxCOs u akc-
TpampoBany XnopodopMoM. IKCTPAKT BbICYLLMIN
(Na2S0s4) 1 KoHUEeHTppoBanu nNoa BakyymoMm, nony-
Y4B TEMHOE Macrio, KOTopoe MNOoABEPIMM XpoMaTo-
rpradun Ha counukarene c 3rUMpoBaHMEM XITOPO-
dopmom/meTaHonom (95:5), nonyams (1"6ytun-4-
nunepungun)meTun2-(3-xnopnponunmepkanTo)-1H-uH-
pon-3-kapbokcunat B BuMAE Macna ceporo LBeTa
(220 mr). Ero pactBopunu B aueTtoHe (50 mn), obpa-
6otanun 6e3BogHbIM KapboHaToM kanua (220 wr,
0,0015 wmomb) wn wnogmpom Hatpua (590 wr,
0,0026 morb) n HarpeBanu nog dnerMon (opoLleHu-
eM) B TeyeHvne 8 vacoB. CMeCb KOHLEHTpMpoBam
noa BakyymMoM, a ocTtatok obpaboTtamm 10%-pacTso-
pom NaxCOsz 1 3aTem 3KcTparMpoBanu aTunauera-
ToM. JKcTpakT Bbicywnnm (Na2SO4) M KOHLEHTPUPO-
Banu. OctaTtok noaseprnnm xpomaTtorpadmm Ha oc-
HOBHOW OKUCW arntoMUHKS C 3MIOMPOBaHMEM 3TUnave-
TatoM. [NonydeHHoe OecuBeTHOE Macrio Kpuctanm-
30Banv 13 NpPocToro acmpa, NONy4YuB ykasaHHoe Co-
eavHeHue (E8) B Bnge Geroro TBepAoro BellecTBa
(80 mr, 21%) ¢ Toukow nnaeneHus 99-100°C.

"HNMR (CACl3)

6: 7,97-8,04 (m, 1H), 7,14-7,30 (m, 3H), 4,22 (d,
2H), 4,15 (t, 2H), 3,05-3,15 (m, 2H), 2,92-3,02 (m,
2H), 2,38-2,50 (m, 2H), 2,27-2,37 (m, 2H) 1,75-2,02
(m, 5H), 1,20-1,55 (m, 6H), 0,91 (t, 3H).

MS (El) MH*386.

Mpumep 9

(17"eyTMn-4-nunepuouniveTun-2,3,4,5-tetparma-
po[1,3]okcasennHo[3,2-ajuHaon-11-kapookcunat (E9)

(17"6ytmn-4-nunepuamnMetnn 1H-uHgon-3-kap6-
okcunat (E1a) obpabateiBanu cHavana N-xnopcyk-
unHumMngom (1,5 aKBMBanNeHToOB) B Te4YeHMe 2 4acos,
3ateM 4-xnop-1-6ytaHonom (2 aKBMBarneHTa) B Teye-
Hue 18 yacos cnocobom, onucaHHbIM B Npumepe 18,
NONYHEHHbIV NPOAYKT M30NMpOBanu kak B npumepe 8,
nonywms (1"6ymn-4-nunepuaunimeTnn 2-(4-xmop-
6ytokcu)-1H-nHpon-3-«kapbokcmnaTt B BuAe XKenToro
Macna. PacTtBop B aueTtoHe obpaboTtanun 6e3BogHbIM
KapboHaTOM Kanvst U MOAMAOM HaTpUs U HarpeBanm
nog opoweHvem B TeyeHne 30 yacoB, 3aTeM ero
O4MCTUNN, KaK B Mpumepe 8, Mony4nB ykasaHHoOe Co-
eavHenne (E9) B BuMge OnepgHo-xentoro macna
(51%). Ero npeBpatvinm B ero okcanaToBylO COMb U
KpucTannuMs3oBamm u3 aueToHa, nonyuus 6enoe TBep-
[oe BeLLeCTBO C TOYKON Kunenns 161-164°C.

OkcanaToBast corb: - 'HNMR (d6,EI,MSO)

6: 7,85-7,95 (m, 1H), 7,45-7,55 (m, 1H), 7,10-
7,25 (m, 2H), 4,15-4,30 (m, 4H), 4,10 (d, 2H), 3,35-
3,45 (m, 2H), 2,80-3,05 (m, 4H), 1,80-2,10 (m, 7H)
1,50-1,75 (m, 4H), 1,20-1,40 (m, 2H), 0,89 (t, 3H).

MS (El) M"384.

Mpumep 10

(17"eyTMn-4-nunepuounvetan 6,7,8,9-tetparva-
ponupua-[1,2-aluHaon-10-kap6okeunat (E10)

PactBop 6,7,8,9-Tetparmgponmpug [1,2-auHgon-
10-kap6oHoBow kncnoTel, A3, (400 mr, 0,00186 mosb)
B guxnopmeTtaHe (20 mn) obpabaTtbiBarm okcarmn-
xnopugom (0,20 mn, 0,0023 mone) n 2 kannamu OMF
(aMmeTnndopmamuma) n nepemeLumBany npyu KOMHaT-
HOM TemnepaType B TeYeHUue 2 4YacoB, 3aTEM KOHLIEH-



41311

TpMpoBanu B Bakyyme, MOMYMMB KWUCMbIA xopug B
BUAe TBEpAOro BelleCcTBa OpaHXeBoro LBeTa.

Pacteop (17"6yrun-4-nunepuamn)meTarorna (06)
(0,32 r, 0,0186 monb) B cyxom THF (TeTparmapody-
paH) (25 mn) npu TemnepaType 5'C B aTtmocdepe
asoTa obpabGotann 1,5 M metunnuinem B NPOCTOM
acmpe (1,24 mn, 0,00186 Morb) 1 octaBunu s ne-
pemelwmBaHnsa B TeyeHne 15 MuHyTt, 3atem o6pabo-
Tanu pacTtBOPOM YMOMSHYTOrO KWCMNOro xiopuaa B
cyxom THF (15 mn). NMocne 16 YacoB Npu KOMHATHOWN
TemnepaTtype cMmecb obpaboTanu HacbIWEHHbIM pac-
TBopoM K2CO3 (50 Mn) 1 akcTparmposanu B aTunaue-
Tat (2 x 75 mn), Beicywmnn (Na2S0O4) U KOHUEHTpU-
posanu B Bakyyme. OcTaTok NOABepriv xpomartorpa-
dun Ha oinvkarene cC anMpoBaHWeM xrnopodop-
Mom/aTaHonoMm (95:5), nmonyumB ykasaHHoe coemu-
HeHue (E10) B Buae xxentoro macna. Ero npespatnnu
B €ro XI1OpMCTOBOAOPOAHYI0 COMb AN MONydeHus
Genoro TBepAoro BeljecTBa C TOYKOW MnasneHus
230-232°C.

HCI comb: "HNMR (d°IMSO)

6: 10,3 (er.s., 1H), 7,92-8,03 (m, 1H), 7,43-7,53
(m, 1H), 7,16-7,26 (m, 2H), 4,18 (d, 2H), 4,11 (t, 2H),
3,43-3,56 (m, 2H), 3,23 (t, 2H) 2,82-3,05 (m, 4H),
1,85-2,12 (m, 7H), 1,60-1,80 (m, 4H), 1,25-1,40 (m,
2H), 0,90 (t, 3H).

MS (El) MH*368.

Mpumep 11

(17"6ymn-4-nunepuannveTmn-2,3-armapo-1H-
nuppono [1,2-alJuHpon-9-«apbokcunat (E11)

YkasaHHoe coeauHeHue (E11) npurotoBunu us
2,3-gummapo-1H-nuppono [1,2-a] wHAon-9-«kapboHo-
BOW kncnotsbl (J4), npumeHss cnocob us npumepa 10,
W ero n3onuposarnv B BUAe TBEPAOro BellecTsa bne-
AHO-opaHxeBoro uBeta (24%) ¢ TOYKOM NnaBneHus
100-102°C.

'HNMR (CACl3)

6: 8,03-8,12 (m, 1H), 7,13-7,28 (m, 3H), 4,17 (d,
2H), 4,11 (t, 2H), 3,29 (t, 2H), 2,95-3,08 (m, 2H),
2,57-2,72 (m, 2H), 2,30-2,41 (m, 2H) 1,92-2,07 (m,
2H), 1,73-1,90 (m, 3H), 1,40-1,60 (m, 4H), 1,22-1,39
(m, 2H), 0,92 (t, 3H).

MS (El) M"354.

Mpumep 12

(1"6ytmn-4-nunepuannveTun  7,8,9,10-TeTpa-
rmapo-6H-asenuH [1,2-alungon-11«apbokeunat (12)

YkasaHHoe coeavHeHue (E12) npurotoBunu us
7,8,9,10-tetparmppo-6H-aszenuH [1,2-alunpon-11-«ap-
6oHoBoM kucnoTbl ([5) cornacHo cnocoby u3 npume-
pa 10. Cbipoi NPOAYKT OYMCTUIIN NOCPEACTBOM XpO-
mMartorpacun Ha cunukarene C SMUpoBaHUEM XIO-
podopmom/aTaHorioMm (98:2), nonyuus xentoe mac-
no, KoTopoe MpeBpaTUM B €ro XI0pMCTOBOLOPOA-
HYI0 Cofb Ans nonydeHus TeepAoro sellecTsa (20%)
€ Toykou nnaenenus 196-198°C.

'HNMR (d®QAMSO) — HCI conb

6: 10,52 (er.s., 1H), 7,93-8,00 (m, 1H), 7,55-7,62
(m, 1H), 7,13-7,25 (m, 2H), 4,254,40 (m, 2H), 4,17
(d, 2H), 3,35-3,55 (m, 4H), 2,80-3,10 (m, 4H), 1,55-
2,15 (m, 13H) 1,24-1,40 (m, 2H), 0,88 (t, 3H).

MS (Cl) MH"383.

Mpumep 13

N-[(17"6yTn-4-nunepuannveTun-2,3-aMrnapo-
1H-nupporno [1,2-aluHaon-9-kapbokcamug (E13)

PactBop 2,3-anrmppo-1H-nupporo [1,2-aluHgon-
9-kapboHoBoi kucnoTbl, A4 (180 mr, 0,89 mmonb) B
anxnopmeTtaHe (20 mn) obpabotanu okcanmnxnopu-

gom (0,096 mn, 1,1 MMornb) 1 2 kannamMu ume-
mmndopmamuaa (OMF), nepemelLmBany npu KOMHaT-
HOW TemnepaTtype B TeyeHune 1 yaca, 3aTeM KOHLieH-
TpYpoBanu B Bakyyme, MOMYMUB KWUCAbIA xopug B
BUAE >XeNnToro TBepAoro BeLLecTsa.

Pacteop  (17"6yrun-4-nunepuamn)MeTunamuna,
08 (150 wmr, 0,89 mmornk) n TpuatunammHa (0,15 mn,
1,1 mmonb) B anxnopmeTaHe (20 mn) B atmocdepe
asota obpabaTbiBanM pacTBOPOM YNOMSHYTOIO Ku-
crnoro xmopuaa B guxnopmeTaHe (5 Mn) u nepeme-
wmMBanu Mpu KOMHaTHOW TemnepaType B TeyeHue
3 yacoB. PactBop ob6pabotanm 10% - pacTBOpom
NaxCOs, opraHMYeckuin Crio OTAEnuIM, BbICYLLIMNN
(Na2S0s) n KOHUEHTpMpOBanM B BaKyyme, MOSy4uB
TBEpOoe BelecTBo. Ero pekpucranmmsosarm  u3
aTunauetarta, nonyas coeguHeHne (E13) B Buae
6enoro tBepporo Bewectea (180 mr, 55%) ¢ Toukon
nnaeneHusa 152-154°C.

'HNMR (CACl3)

6: 7,75-7,84 (m, 1H), 7,13-7,33 (m, 3H), 5,93
(er.t., NH), 4,10 (t, 2H), 3,38 (t, 2H), 3,31 (t, 2H), 2,90-
3,02 (m, 2H), 2,65 (kBuHTeT, 2H), 2,28-2,36 (M, 2H)
1,60-2,10 (m, 6H), 1,22-1,55 (m, 5H), 0,90 (t, 3H).

MS (Cl) MH"354.

Mpumep 14

N-[(17"6yTun-4-nunepuann)vetmn}-2,3-aMrmapo-
okcason [3,2-a]uHpon-9«apbokcamug (E14)

N-[(1"6ytun-4-nunepuann)MeTmn)mHaon-3-«kap6-
okcamug ([1) obpabatbiBanu cHavana N-xmopcyk-
umHuMmgom (1,5 akBMBanNeHToB) B TeYeHMe 2 4acos,
3aTem 2-6poMaTaHorioM (2 SKBMBaneHTa) B TeYeHUue
16 yacoB u nocrne atoro kapboHaTom kanusa (3 akBu-
BaneHTa) B aueToHe B TevyeHue 68 4yacoB cormacHo
cnocoby n3 npumepa 18.

CbIpoin NPOAYKT OYMCTUIIM NOCPEeACTBOM XpOoMa-
Torpadmn Ha cunukarerne C 3MUMPOBaHMEM XIOPO-
dopmom/aTaHonom (19:1) onsa nonydeHms ykasaHHO-
ro coeauHerusi (E14) B Buge 6enoro TBepaoro Belle-
CTBa C MOCMeAylolWen pekpucTannusauven us Xmo-
podopmal/admpa (14%) nmpwn TemnepaTtype nnaene-
Husa 156-158°C.

"HNMR (CACl3)

6: 8,19 (d, 1H), 7,00-7,30 (m, 3H), 6,00 (t., NT),
5,15 (t, 2H), 4,20 (t, 2H), 3,32 (t, 2H), 2,90-3,15 (m,
2H), 2,25-2,42 (m, 2H), 1,20-2,05 (m, 11H) 0,90 (t,
3H).

MS (Cl) MH"356.

Mpumep 15

(1-6eH3un-4-nunepnannmeTun-3,4-aurmapo-2H-
[1,3] okcasuHo [3,2-aluHpon-10«ap6okcunat (E15)

a) Nnpon-3«apboHoBas KucrioTa mpespaTuiv B
€ro KuCnbI xnopua u 3atem noaseprnv peakumm ¢ 1-
6eHann-4-nunepmamHMmeTaron ([7) cornacHo cnoco-
6y, onncaHHomy B npumepe 1a. MNMonydeHHoe opaH-
)K€eBOe Macro NoABeprny xpomaTorpadmm Ha curmka-
rene Cc aniOUpoBaHWEM XNOpPOMOPMOM/3TaHOIOM
(9:1) nmns  obpasoBaHus  (1-6eH3un-4-nvnepu-
avn)memmn-nHaon-3-«kapbokcunata B BUAE >XKENTOro
macna (88%).

'HNMR (CACl3)

6: 9,24 (s, 1H), 8,12-8,20 (m, 1H), 7,81 (d, 1H),
7,20-7,45 (m, 8H), 4,20 (d, 2H), 3,53 (S, 2H), 2,90-
3,04 (m, 2H), 1,73-2,10 (m, 5H), 1,36-1,58 (m, 2H).

B) (1-6eH3nn-4-nunepnamn)MeTun-mHAon-3-kapo6-
okcurat cHavarna obpabateiBanu N-xnopcykuuau-
Humngom (1,5 akBMBanNeHToB) B TeYEHME 2 YacoB, 3a-
Tem 3-6poM-1-npunaHosiom (2 skBMBaneHTa) B Teye-
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Hue 16 yacoB 1 nocne 3aTtoro 6e3BoaHbIM kKapboHaToM
Kanua B aueToHe C Mcrofb3oBaHMeM crnocoba, onu-
caHHoro B npumepe 1B. CbIpoi NpoOyKT OYUCTUNN
NnocpeAcTBOM xpomaTtorpadmmn Ha cnnvikarene ¢ ano-
nposaHueM xnopodopmom/ataHonom (19:1) ana no-
nyqyeHuns ykasaHHoro coeanHerns (E15) B Buge tBep-
J0ro BelecTBa C nocnegyloLwen pekpuctannnaauuen
n3 xmnopodopmaladmpa (47%) npn Temnepatype
nnasneHus 158-160°C.

'HNMR (CACl3)

6: 7,94-8,00 (m, 1H), 7,10-7,38 (m, 8H), 4,48-
4,56 (m, 2H), 4,19 (d, 2H), 4,05-4,12 (m, 2H), 3,50 (s,
2H), 2,88-2,98 (m, 2H), 2,28-2,39 (m, 2H), 1,75-2,08
(m, 5H) 1,35-1,55 (m, 2H).

MS (Cl) MH*403.

Mpumep 16

(17"-6yTMn-4-nunepnamnveTun-3,4-amrmapo-1-
okco-2H-[1,3JmasunHo[3,2-a]JuHaon-10«kapbokennat
(E16)

Pacteop (17"6ytun-4-nunepuamnivetun 3,4-au-
mapo-2H-[1,3]JtmasuHo [3,2-aJuHpon-10-«apbokcuna-
Ta (E8, 80 mr, 0,21 mmonb) B aueToHe (5 mn) n Boge
(5 mn) obpabaTbiBanu neprogatom Hatpusa (100 mr,
0,46 MMoOnb) 1 NnepemMeLLMBany NpuU KOMHaTHON TeM-
nepatype B TeyeHue 24 yacoB. 3atem pacteop 06-
pabaTbiBanu n Haceiwanu pacteopom KoCOs3 (10 mn)
M 3KCTparMpoBanM C MUCMOMb30BaHUMEM JTunaueTaTa
(2 x 25 mn). SketpakT Bolcywmnnn (NaxS0s) U KOHLEH-
TpypoBanu B BaKyyme, MOJY4MB XKENToe Macro, Ko-
Topoe noAeeprny xpomatorpadmm Ha cunukarene c
antovpoBaHnem 5% meTaHona/xnopodopma. lMony-
yeHHoe OecuBeTHOe Macno KpucrannuaoBarm Wu3
acmpa, nonyumB ykasaHHoe coeguHeHve (E16) B Bu-
ae 6enoro tBepaoro BewlecTtsa (27 mr, 32%) ¢ Tem-
nepatypou nnasneHunsa 130-135°C.

'HNMR (CACl3)

6: 8,24 (d, 1H), 7,30-7,50 (m, 3H), 4,54 (dd, 1H),
4,22-4,38 (m, 2H), 4,05 (dt, 1H), 3,40 (dd, 1H), 3,21
(dg, 1H), 2,86-3,08 (m, 3H), 2,30-2,45 (m, 3H), 1,80-
2,10 (m, 4H), 1,20-1,40 (m, 2H), 0,90(t, 3H).

MS (Cl) MH*403.

Mpumep 17

(17"6yTun-4-nunepuounMeTun  6,7-Ournaponu-
pua-[1,2-ajungon-10«ap6okcunat (E17)

YKkasaHHOe coeavHeHue nonydivnu u3 6,7-gu-
maponupua  [1,2-aJuHgon-10-kap6oHOBONM  KMUCIOThI
(O8) cornacHo cnocoby, onucaHHomy B npumepe 10,
¥ noABeprnu xpomaTtorpadmmn Ha cunvkarene c ano-
MpOBaHWeM 3TunaueTaTom, MOMYdMB XenToe TBep-
poe BewecTtBo (18%) c TemnepaTtypoi nnasneHus
62-62°C (N - neHTaH).

'HNMR (CACl3)

6: 8,10-8,17 (m, 1H), 7,42 (dt, 1H), 7,18-7,33 (m,
3H), 6,25-6,35 (m, 1H), 4,22 (d, 2H), 4,15 (t, 2H),
2,90-3,05 (m, 2H), 2,63-2,75 (m, 2H), 2,29-2,38 (m,
2H), 1,752,04 (m, 5H) 1,25-1,55 (m, 6H), 0,91 (t,
3H).

MS (El) M"366.

Mpumep 18

(17"6ytmn-4-nunepuannmMeTun-npuao [1,2-aJux-
pon-10«ap6okcunat (E18)

YKa3zaHHOe coeauHEHWE MOMyYunu K3 nupuao
[1,2-aluHgon-10-kap6oHoBon kucnoTel (A9) cormacHo
crnocoby n3 npumepa 10 1 nogseprnu xpomaTtorpa-
dun Ha cunukarene c anNMPOBaHWEM 3TunaueTtaTa,
nonydms xentoe TBepgoe BewectBo (10%) ¢ Tem-
nepatypou nnaeneHnsa 57-59°C (n - neHTaH).
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'HNMR (CACl3)

6: 8,35-8,50 (m, 3H), 7,88 (d, 1H), 7,48-7,56 (m,
1H), 7,28-7,40 (m, 2H), 6,78-6,86 (m, 1H), 4,30 (d,
2H), 2,95-3,05 (m, 2H), 2,30-2,40 (m, 2H), 1,85-2,05
(m, 5H) 1,43-1,60 (m, 4H), 1,25-1,40 (m, 2H), 0,92 (t,
3H).

MS (El) M*364.

Mpumep 19

N-[1"6ytun-4-nunepuaun)metun)  3,4-qMruapo-
2H-[1,3]tmasuH [3,2-alungon-10-«kapbokcamug (E19)

YKkasaHHoe coeauHeHue nonyunnm ua N-[17"6y-
™Mn-4-nunepungun)metTnnluHgon-3-«kapbokcamnga
(O18) cornacHo cnocoby n3 npumepa 8 B Buae 6erno-
ro TBepaoro BewecTtsa (7%) ¢ TemnepaTypow nnae-
nenHus 141-142°C.

'HNMR (CACl3)

6: 7,70 (d, 1H), 7,13-7,30 (m, 3H), 6,07 (t, 1H),
4,16 (t, 2H), 3,38 (t, 2H), 3,08 (t, 2H), 2,90-3,02 (m,
2H), 2,38-2,50 (m, 2H), 2,25-2,36 (m, 2H), 1,60-2,00
(m, 5H) 1,23-1,56 (m, H), 0,91 (t, 3H).

MS (EI) M"385.

Mpumep 20

N-[1"-6eHann-4-nunepuamnimetun) 3,4-oarmapo-
2H-[1,3]okca3uH [3,2-alungon-10-«apbokcamug (E20)

a) lnpon-3+«apboHoByl0 KUCMOTY NpeBpaTunu B
Xnopug 3ToW KMCNoTbl U 3aTeM NOABEPINM peakLum ¢
(1-6eH3un-4-nunepnann)meTtunammiom (410) corna-
CHO crocoby, packpblToMy B onucaHuu 1a, gna no-
nydeHns N-(1-6eHann-4-nunepuan)metnn] UHAoMN-3-
kapbokcammnaa B Buae Genoro TBepOoro Bellectsa
(60%).

'HNMR (CACl3)

6: 9,90 (s, 1H), 7,85-7,95 (m, 1H), 7,64 (d, 1H),
7,15-7,43 (m, 8H), 6,17 (t, 1H), 3,48 (s, 2H), 3,37 (t,
2H), 2,83-2,98 (m, 2H), 1,87-2,08 (m, 2H), 1,54-1,82
(m, 3H), 1,23-1,50 (m, 2H),

B) lMepemeweHHyo cycneH3uo N-[(1-6eH3un-4-
nunepeamn)metmnuHgon-3-«kapbokcamuga (17,5 r,
0,050 monb) B xnopodopme (250 mn) obpabotanu 3-
6pom-1-nponexon (10,1 mn, 0,11 monb) n N-xropcyk-
umHummgom (8,7 r, 0,065 monb) Npy KOMHATHOWN TEM-
nepatype 1 3a 15 MUHYT NONY4UNKN NPO3payHbIA pac-
TBOP.

Mocne 1 yaca peakunoHHass cMecb NMOoTEMHena,
M3MEHNB CBOWN LBET OT BneaHo-KenToro A0 opaHxe-
BOro, U TemnepaTypa nosbicunacb go 38°C. Cnycta
euwe 1 yac peakuumoHHyio cmecs obpaboTtanm 10% -
pacteopom NaHCOs, cnon xnopodopma otoenvnu,
Boicylwmnnu (Na2S0s) 1 KOHUEeHTpMpoBanu B Bakyyme,
NoNydMB XenToe mMacrno, KoTopoe NoABeprnn Xxpoma-
Torpacmmn Ha cunukarena c anwouposaHuem 3% me-
TaHon/xnopodopmom. lMNpomMexyTouHoe coeauHeHue
2-(3-6pomMnponoKcH)MHAON pacTBOPMIM B aueToHe
(400 mn), obpaboTtanu 6e3BogHbIM kapboHaTom Ka-
nms (11 r, 0,80 mornb) 1 nepemMeLLBany Npu KOMHaT-
HOW TemnepaType B TeyeHune 2 yacoB. PeakunoHHyo
CMeCb KOHLEHTPUpOBAnu Mnoj BakyyMOM, a OCTaToK
obpaboTtanu Bogon (200 mn) 1 akcTparMpoBarm xro-
pogopmom (2 x 250 mn). O6begMHEHHbIE 3KCTPaKThI
Boicylwmnu (Na2SOs), KOHLEHTpMpOBarM Mnoa Bakyy-
MOM, a OCTaTOK NoABeprnM xpoMaTtorpadumn Ha cum-
Karene c anoupoaHueM 5% meTaHonom/xnopodop-
MOM, Nony4MB yKkasaHHoe coegvHeHue (E20) B Buge
6negHo-xentoro macna (3,1 r, 15%). Ero npespatu-
N B €ro oKcanaToByl COflb W KpUCTannuMsoBanu ua
aueToHa, nonyys 6enoe TBepAoe BELLECTBO C TEM-
nepartypou nnasneHus 169-170°C.
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CBoGogHoe ocHoBaHue: - 'HNMR (CACl3).

6: 8,32 (d, 1H), 7,05-7,38 (m, 8H), 6,53 (t, 1H),
4,50 (t, 2H), 4,08 (t, 2H), 3,48 (s, 2H), 3,31 (t, 2H),
2,83-2,97 (m, 2H), 2,27-2,41 (m, 2H), 1,54-2,06 (m,
5H), 1,25-1,45 (m, 2H).

Mpumep 21

N-(4-nunepugunmetun) 3,4-gumpgpo-2H-[1,3]Jok-
casuH [3,2-ajuHpon-10-kap6okcamung (E21)

MepemewanHyto cycneHauto N-[(1-6eH3nn-4-u-
nepngun)metvn] 3,4-gurmapo-2H-[1,3JokcasnHo [3,2-
ajuHpgon-10-kap6okcamma-okcanatoson comm  (E20,
2,25, 0,0046 monb) B ataHone (100 mn) u negaHomn
YKCYCHOM KUCMOTbl (4 M) rMaporeHnsnpoBarm Hag,
10% Pd-C (0,8 r) npu atmocdepHOM AaBneHun u
Temnepatype 45°C B TedyeHne 18 yacoB. CMecs npo-
dunbTpoBanu, a unbTpaT KOHLEHTpMpOBanu noj
BakyymoM. Bonblas yacw npogykta Obina B BuAe
TBEPOOro BELLECTBa, KOTOPbIA OTdMNbTpOBanu. 3ToT
MaTepuan BCTPSXMBanuM C KOHLUEHTPUPOBAHHbLIM pac-
TBOpoM kapboHaTa kanus (50 mn) n xnopodopmom
(50 mn) Buecte ¢ octatkom OT dwmnbTpata. Cmecs
npocmnbTpoBamm, OTAeNunM criom Xxmopodopma u
Boicylwmnnu (Na2S0s), 3aTemM KOHUEHTpMpoBanu B Ba-
Kyyme, NMonydvMB ykasaHHOe coefuHeHue B Buae Ge-
noro TtBepgoro Beuwectea (1,52 r, 100%). Ero kpu-
crannusoBanu us xnopogopma/60-80 6eHauna, Tem-
nepatypa nnasnenus 139-141°C.

'HNMR (CACl3)

6: 8,32 (d, 1H), 7,03-7,30 (m, 3H), 6,53 (t, 1H),
4,48 (t, 2H), 4,05 (t, 2H), 3,30 (t, 2H), 3,02-3,15 (m,
2H), 2,52-2,70 (m, 2H), 2,27-2,40 (m, 2H), 1,65-1,90
(m, 4H) 1,10-1,30 (m, 2H).

MS (E1) M"313.

Mpumep 22

N-(4-rekevin-4-nunepngun)vetun]  3,4-gurmgpo-
2H-[1,3]okcasnHo [3,2-alyuHpon-10-kap6okcamug
(E22)

Pacteop N-(4-nunepugunmeTtun) 3,4-gurnapo-
2H-[1,3]okcasnHo [3,2-aluHoon-10«ap6okcamuaa
(E21, 250 wr, 0,70 mmorb) B aueToHe (12 mn) obpa-
6otann 1-6pomrekcaHom (0,14 mn, 1,0 mMmonb) m
6e3BogHbIM kapboHaTom kanus (280 mr, 2,0 Mmorb)
W nepemelunBany npu KOMHaTHOWM TemnepaTtype B Te-
yeHue 70 yacoB. CMecb KOHLUEHTPMpOBanu B BaKyy-
Me, a octatok obpabotanu 10% - pactBopom Na2COs3
M aKcTparmpoBanu XnopogopMoM. IKCTPaKT BbICY-
wrnn (Na2SOs), KOHLEHTPUPOBanM B Bakyyme, a OC-
TaToOK NoABeprnu xpomartorpadmm Ha cunukarene c
antouposaHueM 5% meTtaHona/xnopodopma, nony-
yMB XenToe Macrio. Ero nponyctunm yepes KopoTkyto
nNpobKy N3 OCHOBHOW OKMCU arioMUHWS C 3MupoBa-
HMeM aTunaueTaToMm, Nonydme coeavHeHve (E22) B
Buge becusetHoro macna (150 mr, 54%). Ero npe-
BpaTWMM B €ro XIOPUCTOBOLOPOAHYIO CONb U KpU-
cTtannusoBanu u3 aueToHa/adwmpa, nonydms Genoe
TBEpAOe BELLECTBO C TeMnepaTtypoun nnaeneHuns 170-
171°C.

CBo6oaHoe ocHosaHue: 'HNMR (CACI3).

6: 8,32 (d, 2H), 7,02-7,30 (m, 3H), 6,53 (t, 1H),
4,48 (t, 2H), 4,04 (t, 2H), 3,32 (t, 2H), 2,90-3,00 (m,
2H), 2,25-2,38 (m, 4H), 1,83-1,96 (m, 2H) 1,20-1,81
(m, 13H), 0,88 (t, 3H).

MS (El) M"397.

Mpvmep 23
N-(1-uvknorekcunmeTMn-4-NunepuannMeTun
3,4-pnmmapo-2H-[1,3JokcasmH  [3,2-aluHgon-10«apb-

okcammg (E23)

11

N-(4-nunepugnnme™n)3,4-pnrmapo-2H-[1,3]ok-
casuH [3,2-aluHpon-10«kapbokcamng (E21) ankumm-
poBanu uuknorekcunveTunépomugom crnocobom u3
npumepa 22, npyu 3T0M NPOAOITKUTENMbHOCTL peakLmm
cocTtaBuna 70 yacoB Mpu KOMHaTHOW TemnepaType,
rocre 3Toro peakuutio MPOBOAUNK B TedyeHue 8 yacos
npu TemnepaType cnermbl. YkaszaHHOe COoeauHeHve
(E23) nonyumnu B Buge G6enoro TBepAoro BellecTsa
(31%), kKoTOpoe npeBpaTMnM B ero XmopuCToBOAO-
POAHYIO COMb W KpUcTannusosarmm n3 aueTtoHaladmpa
B Buae Gernoro TBepAoro BellecTBa C TemnepaTypou
nnaeneHua 209-210°C.

HC conb: - 'HNMR (C:0)

6: 8,03-8,09 (m, 1H), 7,20-7,28 (m, 1H), 7,10-
7,17 (m, 2H), 4,60 (t, 2H), 4,15 (t, 2H), 3,53-3,65 (m,
2H), 3,36 d, 2H), 2,85-3,05 (m, 4H), 2,30-2,43 (m,
2H) 1,50-2,07 (m, 11H), 1,18-1,46 (m, 3H), 0,95-1,13
(m, 2H).

MS (El) M*409.

Mpumep 24

N-[(1-amn-4-nunepngnn)meTun] 3,4-gurmapo-
2H-[1,3]okcaswvH [3,2-aluHgon-10«apbokcamng (E24)

N-(4-nunepugunmetun) 3,4-gumpapo-2H-[1,3]Jok-
casuH [3,2-a]JuHgon-10-kapbamng (E21) ankunuposa-
M NOANCTBIM 3TAHOM COrNacHoO cnocoby u3 npume-
pa 22. YkasaHHOe coeaMHeHune nonyuunu B Buge be-
noro TBepporo Bellectsa (27%), koTopoe npespaTtu-
i B €ro XNOpPUCTOBOAOPOAHYIO COfb U KpUCTanamMso-
Banu u3 aueTtoHa/ataHona/admpa, nonyuns TBepaoe
BellecTBO 6enoro uBeTa Cc TemnepaTypon nnaeneHus
243-245°C.

CBo6oaHoe ocHoBaHue: - 'HNMR (CACl3).

6: 8,34 (d, 1H), 7,05-7,28 (m, 3H), 6,55 (t, 1H),
4,52 (t, 2H), 4,07 (t, H), 3,33 (t, 2H), 2,90-3,02 (m,
2H), 2,30-2,40 (m, 4H), 1,55-1,98 (m, 5H) 1,25-1,45
(m, 2H).

MS (El) M"341.

Mpumep 25

N-[(1-(2-meTaHcynbhoHaMngoaTmn)-4-nunepu-
annmmvetun] 3,4-gummapo-2H-[1,3JokcasmH  [3,2-a]uH-
pon-10«ap6okcamng (E25)

MepemewanHbit pactBop N-(4-nunepugunve-
™n) 3,4-gurmpgpo-2H-[1,3JokcasmH  [3,2-aluHgon-10-
kapbokcammnga (E21, 220 wmr, 0,70 mmornk) B aueTo-
HuTpune (8 mn) obpabotanu AunsonponUNaTUIaMU-
Hom (0,24 wmn, 14 wmmomb) u  N-(2-6pom-
aTMn)MeTaHcyrnbdoHaMA0M (a14, 160 MT,
0,77 MmoOsb) U cMecb Harpesanuv nog cnermon B Te-
YeHue 2,5 yacoB. PeakLMOHHYI0 CMECb KOHLEHTPMPO-
Banu B BaKyyme, ¥ OCTaTOK MOABEPINM XpomaTtorpa-
dunn Ha cunukarene cC aniOMpoBaHWEM AuXIopMeTa-
HOM/MeTaHonom/0,88 pacTBopoM aMmmMmumaka
(200:10:1).

Mony4yeHHoe GecuBeTHOe Macrio pacTBOpUIN B
xnopodgopme (30 M) u npombinu Bogon (2 x 20 mn),
3atem Bbicywmnm (NazSOs) M KOHUEeHTpupoBanu B
Bakyyme. OcTaTok MponycTuinM Yepes KOPOTKYIO Mpo-
6Ky N3 OCHOBHON OKMCM aniOMUHKSA C 3MIOMPOBaHNEM
aTMnaueTaTom, MOMy4YMB YKasaHHOe coeduHeHve B
Buge 6ecuseTtHoro macna (54 mr, 11%). Ero npespa-
TUMK B €70 OKCanaToBYl0 COMb U KPpMCTANnn3oBanm u3
aueToHa, nonyuus 6enoe TBepAoe BELECTBO C TEM-
nepatypou nnaeneHuns 80-85°C.

CBoGogHoe ocHoBaHue: - 'HNMR (CACla).

6: 8,32 (d, 1H), 7,05-7,30 (m, 3H), 6,56 (t, 1H),
4,53 (t, 2H), 4,08 (t, 2H), 3,33 (t, 2H), 3,17 (i, 2H),
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2,95 (s, 3H), 2,78-2,92 (m, 2H), 2,50 (t, 2H), 2,28-
2,44 (m, 2H), 1,552,170 (m, 6H), 1,20-1,45 (m, 2H).

Mpumep 26

N-(eg-xuHoNM3NauH-2-nnmeTun),3,4-ournapo-
2H-[1,3]-okca3uH-[3,2-aJuHpon-10-«apbokcamung
(E26)

a) eg-xHonNM3nguvH-2-unvetunamvH (O2) noga-
BEPrMM peakumMm € MHAON-3-XnopuaoM kapboHoBoOM
KNCMOTbI, MPUMEHsst crnocob, packpblTeldi B onuca-
Hum 1B, Aonsa nonydeHnss coepmHenus N-(eq-xmHo-
NM3NAVMH-2MIMeTUNn mMHOon-3-kapbokcamng B Buae
6enoro TBepAoro BewecTtaa (55%).

"HNMR (C:00)

6: 8,06-8,15 (m, 1H), 7,89 (s, 1H), 7,39-7,46 (m
1H), 7,10-7,22 (m, 2H), 3,27 (d, 2H), 2,80-2,95 (m,
2H), 2,04-2,23 (m, 2H), 1,53-1,98 (m, 8H), 1,22-1,48
(m, 3H),0,96-1,15 (m, 1H).

B) lNepemelwaHHyto cycneH3uto N-(eg-xuHonm-
3uanH-2unmeTun) wuHgon-3-kapbokcamua (300 wr,
0,94 mmorne) B xnopodopme (16 mn) obpabotanu 3-
6pom-1-nponaHonom (0,17 mn, 1,9 mmonk), 3atem N-
xnopcykumHumungom (140 mr, 1,05 mmornb) u nony4un-
nv nNpo3payHbin pacteop B TeveHun 30 muHyT. MNocne
2 yacoB cmecs obpaboTtanu 1M HCl/acmpom (3 kan-
nu), oKkpacvB ee B XenTbl LBeT, 3aTeM, ChycTs
1,5 yaca cmecb obpaboTtanu ¢ msnuwkom 10%-pact-
Bopom NaHCOs, crnon xnopodopma oTaenmnu, Bbl-
cyumnm (Na2S0s) M KOHUEHTpPUpOBanu B Bakyyme,
nonyyms xenrtoe macno. Ero pactBopumm B aueToHe
(20 mn), obpaboTtarm 6e3BoaHbIM KapboHaTOM Kanwus
(400 mr, 2,9 MMOnb) N NepemeLLMBany Npu KOMHaT-
HOM TeMnepaTtype B TeyeHue 24 yacos, 3aTEM KOH-
ueHTpupoBann B Bakyyme. OcTtaTok obpaGoTtamm
10%-pactBopom Na2COs n akcTparMposanun xnopo-
dopmom. JkcTpakT Bbicywmnnm (NaSOs) M KOHLEH-
TpupoBanu, OCTaBMB XenToe Macno, KOTopoe mnoa-
BEPINN XpomaTorpadmu Ha cunmkarene ¢ anoupoBsa-
Huem 10% wmeTaHonom/xnopodgopmoM. Macno npo-
nycTUnn Yyepes KOPOTKOK TPYOKY U3 OCHOBHOW OKUCU
antoMVHKS € AMMPOBaHMEM 3TUNaLeTaToM, MONy4ns
ykasaHHoe coeamHeHune (E26) B Buage GecuseTHOro
macna (110 mr, 32%). Ero npeBpaTunu B ero xnopuc-
TOBOOOPOAHYIO COMb M KPUCTannm3oBarmm u3 MmeTaHo-
na/acmpa B BMae 6enoro TBEpAOro BelecTBa ¢ TeM-
nepaTtypou nnaeneHus 24 3- 247°C

CBo6oaHoe ocHoBaHue: - 'HNMR (CACI3).

6: 8,30 (d, 1H), 6,98-7,25 (m, 3H), 6,51 (t, 1H),
4,45 (t, 2H), 3,96 (t, 2H), 3,20-3,37 (m, 2H), 2,78-2,92
(m, 2H), 2,20-2,35 (m, 2H), 1,94-2,14 (m, 2H), 0,98-
1,85 (m, 12H).

MS (Cl) MH"368.

Mpumep 27

(17"ByTMn-4-nunepuannMeTn 8-prop-3,4-an-
mapo-2H-[1,3]JokcasuH [3,2—aluHpon-10«kapbokannaT
E27
( az) 5-gpropnHaon-3-xnopug KapboHOBOM KMUCMOThI
noaseprnn peakum ¢ (117"6ytmn-4-nunepuamn)me-
TaHon (46), npumeHsias cnocob u3 npumepa 1a, nony-
s (17"6yTMn-4-nunepnannMeTMn 5-gropuHaon-3-
kapbokcunat B BuAe Macrna OpaHXeBoro LBeTa
(30%), 3aTem noggeprnm xpomartorpacmmn Ha curmka-
rene ¢ NposiBneHvem 10% ataHonoM/xnopodopMom.

'HNMR (CACl3)

6: 9,95 (Brs, 1H), 7,82 (s, 1H), 7,78 (dd, 1H), 7,33
(dd, 1H), 7,00 (dt, 1H), 4,22 (d, 2H), 3,0-3,15 (m, 2H),
2,33-2,47 (m, 2H), 1,952,10 (m, 2H) 1,75-1,93 (m
3H), 1,22-1,65 (m, 6H), 0,92 (t, 3H).
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B) (17"6ymn-4-nunepuann)MeTnn-5-propuHaon-
3-kapbokcunat noaBeprnu peakumm ¢ —XOPCYKLMH-
MMUZoM n 3-6pom-141ponaHosiomM, 3aTem ¢ kapboHa-
TOM Kanus B aLeToHe, MpYMeHsis cnocob 13 npume-
pa 268, nonyuB macno 6negHoro LuBeTa, KOTopoe
noAaseprnu xpomartorpadmun Ha cunvkarene c nposis-
nexHvem 10% ataHonoM/xnopodopMom.

YkazaHHoe coegmHenune (E27) nonyaunu B Buge
6nepHo-xenToro macna (8%), KoTopoe nNpeBpaTUnn B
ero oKcanaToByl0 COfb W MONy4unu TBephoe Belle-
CTBO C TeMnepaTypon nnasnexus 118-119°C.

CBoGogHoe ocHoBaHue: - 'HNMR (CACla).

6:7,64 (dd, 1H), 7,04 (dd, 1H), 6,87 (dt, 1H), 4,55
(t, 2H), 4,20 (d, 2H), 4,10 (t, 2H), 2,96-3,10 (m, 2H),
2,28-2,47 (m, 4H), 1,772,194 (m, 5H) 1,25-1,65 (m,
6H), 0,92 (t, 3H).

MS (Cl) MH"389.

Mpumep 28

N-[(1"6ymun-4-nunepuann)vetun]  8-cprop-3,4-
anmapo-2H-[1,3]JokcasuH [3,2-a] nHgon-10-«kapbokc-
amug (E28)

a) 5-propmHaon-3-xnopmng kapboHOBUI KNCIOTI
noaseprnu  peakumn ¢ (17"6yun-4-nunepuaunn)ve-
TmnamuHom ([1a) cormacHo crnocoby, packpbiToMy B
onucaHuu 1B, nonyums coeauHerue N-[(1"6ytnn-4-
nunepugun)veTvun] 5-dgpropuHaon-3-kapbokcamung B
Bm,qe Hebenoro TBepaoro BelecTsa (64%).

'HNMR (C:00)

6:7,92 (s, 1H), 7,78 (dd, 1H), 7,38 (dd, 1H), 6,95
(dt, 1H), 3,28 (d, 2H), 2,93-3,07 (m, 2H), 2,30-2,42
(m, 2H), 1,60-1,87 (m, 3H), 1,22-1,60 (m, 6H), 0,94 (1,
3H).

B) N-[(1"6yTun-4-nunepunann)MeTnn]-5-propuH-
pon-3-kapbokcamng noaseprnu peakuum ¢ 3-6pom-1-
nponaHon u N-XnopcykuMHUMKUZOM, 3aTeM C kapbo-
HaTOM Kanua B aueToHe, NpUMeHss cnocob us npu-
Mepa 268, Npu 3TOM MONYYMIIN XEenToe Macrno, KoTo-
poe nogseprnu xpomartorpadmm Ha cunvkarene c
nposiernieHneM 20% 3TaHonom/xnopodopmMom, Mnony-
YMB yKasaHHoe coefuHeHue B BuAe brneaHo-KenToro
macna (8%). Ero npespatnnu B ero xnopucroBogo-
POAHYIO COfb, KOTOPYIO MOMYYMNN B BuAe TBEPAOro
BeLLeCcTBa C TemnepaTtypow nnaeneHxus 90°C.

Ceo6ogHoe ocHoBsaHue: - HNMR (CAOCIs).

6:7,98 (dd, 1H), 6,98 (dd, 1H), 6,83 (dt, 1H), 6,56
(t, 1H), 4,56 (t, 2H), 4,08 (t, 2H), 3,33 (t, 2H), 3,05-
3,20 (m, 2H), 2,30-2,58 (m, 4H), 2,10-2,26 (m, 2H),
1,25-1,90 (m, 9H), 0,92 (t, 3H).

MS (Cl) MH"388.

Mpumep 29

(17"6ymn-4-nunepuannvetTmn-1-metn-1,2,3 4-
TeTparaponupumuna-[1,2-ajungon-10-kapboennat
(E29)

Pacteop (17"6ytvn-4-nunepuaun)vetaHona (16,
1,71, 0,010 momnb) B cyxom THF (20 mn) B atmMmocge-
pe aszoTa npu Temnepatype 10°C obpabotann 1,5 M
Metunnutuem B acmpe (2,7 mn, 0,004 monk) 1 nepe-
MewnsBanu B TevyeHve 15 muHyT, 3atem pobasumm
pacTsop Metun-1-meTun-1,2,3,4-tetparmaponup-
nmug-[1,2-ajungon-10«kapbokcunata (411, 0,5 r,
0,002 monb) B THF (5 M), n peakLMOHHYI0 CMeCb Ha-
rpeeanu ¢ o6paTHbIM XOMOAMIBHVKOM B TeyeHue
24 yacoB. CmecKn ganmM oxnagumTbcs U 3aTeM ee 00-
pabotanu 10% - pactBopom NaxCOsz (50 mn) n aKkcT-
parvpoBanu atunageTatoMm (2 x 40 mn). O6beanHeH-
Hble 9KkcTpakTbl Bblicywmnn (Na2S0Os), KOHUEHTPUPO-
Banu B BaKyyme, a oCTaTOK MoABeprim xpomarorpa-
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dun Ha cunukarene ¢ anovposaHuem 2%-meTaHo-
nom/xnopocpopmMoM, Npy 3TOM MONYHUIM YKa3aHHoe
coeanHeHve (E29) B BMage OecuBeTHOro Macna
(0,581, 74%). CoeguHeHne npeeBpaTuN B €ro okca-
NaToByl CONMb W pekpucTannuM3oBany u3 mMeTaHona,
nonydme 6enoe TBepaoOe BELLECTBO C TeMnepaTypon
nnaeneHusa 186-187°C.

CBoGogHoe ocHoBaHue: - 'HNMR (CACl3).

6: 7,92 (d, 1H), 7,00-7,20 (m, 3H), 4,17 (d, 2H),
3,95 (t, 2H), 3,37 (t, 2H), 3,28 (s, 3H), 2,92-3,03 (M,
2H), 2,28-2,38 (m, 2H), 2,12-2,24 (m, 2H), 1,80-2,03
(m, 5H), 1,23-1,57 (m, 6H), 0,92 (t, 3H).

MS (El) M"383.

Mpumep 30

(17"6ymn-4-nunepuannMeTmn-3-MmeTUnTnasorn
[3,2-a] nHpon-9+«ap6okcunat (E30)

YkaszaHHoe coemHeHun (E30) monyuunu us 3-
MeTuntnason [3,2-aJuHgon-9-«kapOoHOBOM KMCIOTI
(013) B cootBeTCcTBUM CO cnocobom M3 npumepa 10.
CbIpoii MPOAYKT OYUCTMNM MOCPEeACTBOM XpoMaTo-
rpradun Ha cunvkarene c 3MMpoOBaHMEM XITOPO-
dopmom/meTaHonom (95:5), 3aTtem ero mponycTunm
Yepes KOpPOoTKY0 MpPobKy M3 OCHOBHOW OKUCK antoMu-
HUSI C 3noMpoBaHMeM 3¢upoM, nonyds 6negHo-
xenTtoe macno (35%). Ero npespatnnu B ero okcana-
TOBYIO COMb W KpPUCTAnnn3oBanu M3 MmeTaHona, nony-
yB OGenoe TBepAoOe BELIECTBO C TemnepaTypoW
nnasneHus 224-226°C.

CBo6oaHoe ocHoBaHMe: - 'HNMR (CACI3).

6: 8,18 (d, 1H), 7,77 (d, 1H), 7,14-7,42 (m, 2H),
6,40 (s, 1H), 4,25 (d, 2H), 2,92-3,08 (m, 2H), 2,73 (s,
3H), 2,28-2,40 (m, 2H), 1,75-2,05 (m, 5H), 1,20-1,62
(m, 6H), 0,92 (t, 3H).

MS (Cl) MH"385.

Mpumep 31

(17"6yTun-4-nunepuaomnMeTmn-2,3-aMruapoTma-
3on [3,2-aJuHpon-9-kapbokeunart (E31)

YkasaHHOe coeguHeHve nonyduvnu u3 2,3-aurma-
poTuason [3,2-aJuHgon-9-kapboHoBown kucnoTsl (415)
cornacHo crnocoby n3 npumepa 10. Cbipoi NPoOaYKT
OYMCTUNN MOCPEACTBOM XpomaTorpadmm Ha CuUImKa-
rene c¢ anouposaHueM 5% MeTaHonom/xnopodop-
MOM, Mony4unB xentoe macno. Ero nponyctunu yepes
NpobKy N3 OCHOBHOW OKMCU arioMUHWS C 3MupoBa-
HMEeM aTunaueTaToM, MONyYMB YKasaHHOe coefuHe-
Hue B Buae GnegHo-xentoro macna (31%), koTopoe
npeBpaTUiM B €ro OKCanaToBylo COMb M KpuUcTanmm-
30Banu n3 aueToHa, nonyys Hebenoe TBepaoe Be-
LLEeCTBO C TemnepaTypon nnaeneHnsa 212-215°C.

CBo6oaHoe ocHoaHMe: - 'HNMR (COCla).

6: -7,98 (d, 1H), 7,09-7,26 (m, 3H), 4,26 (t, 2H),
4,20 (d, 2H), 3,80 (t, 2H), 2,94-3,06 (m, 2H), 2,30-
2,40 (m, 2H), 1,73-2,06 (m, 5H), 1,24-1,60 (m, 6H),
0,92 (t, 3H).

Mpumep 32

(17"6yTMn-4-nunepuannMeTnnTMason
pon-9-kapbokemnat (E32)

YkasaHHoe coeauHeHue (E32) nonyuunu u3 tma-
3on [3,2-aJuHgon-9-kap6oHoBoi kucnoTel (16), npu-
MeHss cnocob n3 npumepa 10. Cbipoi NPOAYKT 04m-
CTUNM NocpeacTBOM XpomaTorpadmy Ha cunukarerne
c antoupoBaHnem 3% MeTaHONoOM/XnopodopMomMm,
nonyime 6negHo-nypnypoBoe TBepOoe BeLUEeCTBO
(70%). Ero npeBpatvnu B ero okcanaTtoByl0 COfb U
pekpucTannMsoBsanu us metaHona, nonyans 6negHo-
ronyboe TBepaoe BELEeCTBO C TemmnepaTypon nnas-
nexHus 217-218°C.

[3,2-aluh-
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CBoGogHoe ocHoBaHue: - 'HNMR (CACla).

6: 8,18 (d, 1H), 7,79 (d, 1H), 7,65 (d, 1H), 7,33-
7,43 (m, 1H), 7,20-7,30 (m, 1H), 6,91 d, 1H), 4,27 (d,
2H), 2,95-3,07 (m, 2H), 2,30-2,40 (m, 2H), 1,76-2,08
(m, 5H), 1,40-1,62 (m, 4H), 1,33 (cekcrert, 2H), 0,92
(t, 3H).

Mpumep 33

(17"6yTnn-4-nunepuannMeTnn-2,4-oMMeTManmp-
umung [1,2-a] nHpon-10«apbokcunaT (E33)

YkasaHHoe coeauHenve (E33) nonyunnu us me-
™n2,4-gnmetun-nupmumng [1,2-ajuHgon-10-kapbokcn-
nata (O17), npumensas cnocob n3 npumepa 29. Cbl-
poVi NPOAYKT OYMCTUMM MOCPEeACTBOM XpomaTtorpa-
1y Ha cunukarerse c aNUPOBaHNEM dTUNaLeTaToMm,
nonyyme opaHxesoe macno (21%). Ero npespatnnu
B €ro oKcanaToByl0 COfb, NPY TOM MOMAY4MNIN OpaH-
XeBoe TBep[oe BeLIeCTBO C TemnepaTypol nrasrne-
Husa 195-198°C.

OkcanaToBast corb: - 'HNMR (d*AMSO).

6: 8,45 (d, 1H), 8,35 (d, 1H), 7,59 (t, 1H), 7,41 (4,
1H), 6,97 (s, 1H), 4,90 (ers, 2H), 4,27 (d, 2H), 3,38-
3,60 (m, 2H), 3,14 (s, 3H), 3,27-3,04 (m, 4H), 2,61 (s,
3H), 2,01-2,27 (m, 3H), 1,55-1,84 (m, 4H), 1,37 (cek-
crteT, 2H), 0,97 (t, 3H).

Mpumep 34

N-[(1"6yTun-4-nunepuann)vetun] 2,3-auruapo-
Tason [3,2-aluHpon-9-«apbokcammng

YkazaHHoe coeamHeHue (E34) nonyuunu us 2,3-
anrmapoTnason [3,2-aJuHgon-9-«kapOoHOBOM KMCMOTHI
(015) yepes xmopupa 3TOW KMCMOTbI, MPUMEHSIA CMo-
cob n3 npumepa 13. Cbipo NPoaYKT OYUCTUNN MO-
cpeacTBOM xpomartorpadmmn Ha cunvikaresne C anou-
poBaHveM 5% MeTaHONIOM/XNOPOGOPMOM, MOSNY4UB
XenToe TBepaoe Belectso (63%). Ero npespatnnu B
ero oKcanaToByl0 COfb W peKkpucTannmsoBanu u3
aueToHa, NoNy4uB TBEPAOE BELUECTBO C Temnepary-
poni nnaenenus 203-204°C.

OkcanaToBast corb: - 'HNMR (d*AMSO).

6: 7,83-7,92 (m, 1H), 7,33-7,45 (m, 2H), 7,08-
7,18 (m, 2H), 4,35 (t, 2H), 3,84 (t, 2H), 3,35-3,50 (m,
2H), 3,18-3,30 (m, 2H), 2,75-3,05 (m, 4H), 1,75-1,95
(m, 3H), 1,40-1,70 (m, 4H), 1,30 (cekcrer, 2H), 0,88
(t, 3H).

Mpumep 35

N-[1""6ytun-4-nunepuann)veTun]tmason
nHgon-9-«ap6okcamug, (E35)

YkasaHHoe coeavHeHuve (E35) nonyuunu u3 tma-
3on [3,2-aluHpon-9-«apboHoBon kucnoTel (016) ue-
pes xnopwupa 3Ton KUCrOTbl, NPUMEHSASA cnocob 13 npu-
Mepa 13. Cbipoii MpOAYKT OYUCTUINM MOCPELCTBOM
xpomatorpadmmn Ha cunukarene C SMlupoBaHUEM
5% meTaHonom/xnopodopMoM, NONy4nB TBEpOOE Be-
LecTBO nypnyposoro ueeta (75%). Ero npespatnnu
B €ro OKcanaToByl0 COflb M pekpucTanivsoBanu u3
aLeToHa, Nonyy4vB NypnypoBoe TBepAoe BeLUeCTBO C
Temnepatypou nnaenenus 205-207°C.

OkcanaToBast corb: - - 'HNMR (dsﬂMSO).

6: 8,49 (d, 1H), 8,14 (d, 1H), 8,05 (d, 1H), 7,54 (t,
1H), 7,20-7,40 (m, 3H), 3,38-3,50 (m, 2H), 3,24-3,35
(m, 2H), 2,75-3,05 (m, 4H), 1,80-2,00 (m, 3H), 1,40-
1,70 (m, 4H), 1,30 (cekcTeT, 2H), 0,88 (t, 3H).

Mpumep 36

(17"6ymn-4-nunepuannvetin 1,2,3,4-tetparva-
ponupumung [1,2-alunpon-10«apbakcunat (A36)

YkazaHHoe coeauHeHnue (E36) nonyunnun us me-
wn 1,2,3,4-tetpampgponupumng,  [1,2-aluHgon-10-
kapbokcunata (021) cornacHo crnoco®y u3 npume-

[3,2-a]
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pa 29, npu 3TOM BpeMms HaxoxAeHus noa cnermomn
cocTtaBuno 140 yacoB. Cbipoi MPOAYKT OYUCTUNN MO-
CpeAcTBOM xpomatorpadmm Ha cunukarerne ¢ anou-
poBaHveM cHavana atunauertaTtom, 3atem 10% wme-
TaHoNOM/3TMNaLeTaToM, MONYYUB KENToe TBEpAoe
BellecTBo. Ero nponyctunu yepes npobky 13 ocHos-
HOW OKUCWU amnMWHUA, NpU 3TOM 3MKTUPOBaHWE
OCYLLEeCTBNANN 3TUnauetaToM, NONy4MB YyKasaHHoe
coeauHeHve B Buge tBepaoro BelecTtsa (23%), Ko-
TOpoe MpeBpaTUM B €r0 OKCanaToByl CONlb U KpU-
cTannusoBanu u3 aueToHa, MoNny4YuB TBepAoOe Belle-
CTBO C TeMnepaTypou nnasneHus 190-194°C.

CBo6oaHoe ocHoBaHMe: - 'HNMR (COCla).

6:7,71 (erd, 1H), 6,98-7,18 (m, 3H), 7,0 (ers, 1H),
4,17 (d, 2H), 3,98 (t, 2H), 3,46-3,57 (m, 2H), 2,92-
3,06 (m, 2H), 2,30-2,40 (m, 2H), 2,22 (kBuHTET, 2H),
1,75-2,08 (m, 5H), 1,23-1,60 (m, 6H), 0,92 (t, 3H).

Mpumep 37

€0-XMHONMN3NH-2 wunMeTnn 2,3-gMrmapookcason
[3,2-aluHgon-9«ap6okcunat (E37)

lMepemellaHHylo CycneH3uo eq-XMHONU3NONH-2-
unmetmn 1H-wHgon-3«apbokcunata (E2a, 280 wr,
0,94 mmonb) B xnopogopme (10 mn) obpabotanu 2-
6pomaTtaHonom (0,13 mn), 3atem N-XNOpCyKLMH-
ummngom (135 mr, 1,0 mmorb) v nogaepxmeanm 2 va-
ca npyv KOMHaTHOM TemnepaType. 3aTeM cMecs 06-
pabotanm 1M HCI B npoctom adwmpe (0,05 mn,
0,05 mMorb) 1 nocne 2 4YacoB y NOMY4EHHOTIO XenTo-
ro pacTBopa MOBbLICUIIM OCHOBHOCTb MOCPEACTBOM
pobaskn 10% - pacteBopa Na2COs (10 mn) u akcTpa-
rmpoBanu xnopodopmom (2 x 15 mn). O6beanHeH-
Hble 3KCTpakThbl BbicywmMnn (Na2S0O4) 1 KOHLEHTPUpO-
Banu B BaKkyyme, MONydMB OpaHxeBoe macno. Ero
pacteopunu B auetoHe (20 mn), obpaboTtanu 6Ges-
BOAHbIM kapboHaTtoMm kanusa (410 mr, 3,0 mMMonb) n
nepemMeLLMBany npy KOMHaTHOW TemnepaType B Te-
YeHue 22 4acoB, 3aTEM KOHLIEHTPMPOBanu B Bakyyme,
a ocrtatok obpabotarm 10% - pactBopom Na2COs
(20 Mmn) u akcTparvpoBarmm aTunaueTatom (2 X
20 mn). OObefuHeHHble  3KCTPaKTbl  BbICYLUMIM
(Na2S0s4), KOHUEHTpPUpOBanNM B Bakyyme, a OCTaTOK
noaBeprnv xpomartorpadmu Ha cunukarene c antou-
poBaHueM 3% meTaHonom/xnopodgopmom. MonydeH-
Hoe xxenTtoe macro (145 wmr, 44%) nponycTunu Yyepes
NpobKy N3 OCHOBHON OKUCK anioMUHWUS C 3Muposa-
HUMEM 3TunaueTaToM, MONYYMB yKaszaHHOe coefuHe-
Hue (E37), koTopoe kpucTannusosanu B Buae 6enoro
TBEpPAOro BellecTBa M3 aTtunauertaTa/agupa Cc TeM-
nepatypou nnaeneHusa 153-155°C.

'HNMR (CACl3)

6: 7,95 (d, 1H), 7,00-7,25 (m, 3H), 5,14 (t, 2H),
4,18 (t, 2H), 4,15 (d, 2H), 2,78-2,96 (m, 2H), 1,02-
2,18 (m, 14H).

Mpumep 38

N-[(1"6ytnn-4-nunepuaunveTtnn] 2,3,4,5-tetpa-
rmapo [1,3JokcasenunH [3,2-aluHpon-11-kapbokcamma
(E38)

a) MepemeluanHyto cycrnieHanio N-[(17"6ytnn-4-
nunepugun)metinuHgon-3«apbokcamug (O1s, 1,0 r,
0,0032 monb) B xnopodopme (25 mn) obpabotanmu 4-
xnopbytaHonom (0,69 mn, 0,0064 monk), 3atem N-
XnopcykunHmumMmumaom (470 mr, 0,0035 monb) n B npe-
Aenax 5 MuHyT nonyamnum xenTsln pacteop. Mo ncre-
YEHUIO OONONMHUTENMbHBIX 40 MUHYT BbINO OTMEYEHO,
YTO pacTBOp MOTEMHEN [O OpaHKeBoro ugeTa.
Cmechb nogpepxueanu npyM KOMHaTHOM TemnepaTypa
B TeyeHne 1 yaca, 3atem obpabotanu 10% - pacTso-
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pom NaxCOs (30 mn) n akcTparmpoBanu xnopodop-
Mom (2 x 30 mn). O6beguHEeHHbIE 3KCTPaKTbl BbICY-
wmnn (Na2SO4) M KOHUEHTpMpoBanu B BaKyyme, rno-
Ny4MB OpaHXeBOe Macro, KOTopoe NoABEPIN XPO-
MaTtorpadmn Ha curmkarene ¢ anouposaHneMm 5%
meTaHonom/xnopodgopmom, nonyans N-[(1"6ytmn-4-
nunepuann)meTnn]2-(4-xnopoyrokcnluHaon-3-«ap6-
okcamupg (0,67 r, 50%) B Buge xentoro macna.

"HNMR (CACl3)

6: 10,7 (Brs, 1H), 8,23 (d, 1H), 7,00-7,32 (m,3H),
6,88 (t, 1H), 4,43 (t, 2H), 3,48 (t, 2H), 3,34 (t, 2H),
2,86-3,02 (m, 2H), 2,25-2,40 (m, 2H), 1,18-2,00 (m,
15H), 0,90 (i, 3H).

B) Pacteop N-[(1"6yTun-4-nunepummn)meTun] 2-
(4-xnopbyrokcmuHgon-3«apbokcammga (0,67 T,
0,0016 monb) B aueToHe (25 mn) obpaboTtann 6es3-
BOAHbIM KapboHaTom kanus (0,74 r, 0,0054 monb) n
noamcteiMm Hatpuem (1,34 r, 0,0089 monb) u Harpe-
Banu ¢ obpaTHbIM XONOAUINBbHUKOM B TeyeHue 24 va-
coB. CMechb KOHLIEHTpUpOBanu B Bakyyme, a OCTaToK
obpabotanu 10% - pactBopom Na2COs (25 mn) u
aKkcTparmpoBamm xnopodgopmom (2 x 30 mn). Obbe-
OVHEHHble 3KkcTpakTbl Bbicywumnu (NazSOs), KOHLEH-
TpUpoBanu B BakyyMe, a OCTaTOK MOABEPINM Xpoma-
Torpacmmn Ha cunukarene ¢ anwuposaHuem 5% wme-
TaHonom/xnopodgopmom. [llonydeHHoe 6GecuBeTHoe
Macrno nponycTunu Yyepes nNpoobky N3 OCHOBHOW OKUCH
antoMVHKA C 3MUPOBaHEM 3TUNALLETaToOM, MOMy4nB
ykasaHHoe coeamHerne (E38) B Buge 6enoro tBepao-
ro Bewectsa (370 mr, 60%). Ero npespatnnu B ero
OKCanaToBylO COMb U KpMUCTannM3oBanu U3 aueToHa B
Bnae Genoro TBepAoro Tena ¢ TemnepaTtypow nnas-
nexHus 210-211°C.

CBoGogHoe ocHoBaHue: - 'HNMR (CACla).

6: 8,36-8,44 (m, 1H), 7,17-7,25 (m, 3H), 6,94 (4,
1H), 4,30 (&, 2H), 4,114,20 (m, 2H), 3,35 (t, 2H),
2,90-3,00 (m, 2H), 2,25-2,35 (m, 2H), 2,18 (kBuHTET,
2H), 1,55-2,02 (m, 7H), 1,23-1,55 (m, 6H), 0,92 {(t,
3H).

Mpumep 39

(17"6ymn-4-nunepuannMeTnn nupumug [1,2-a]
nHgon-10-kap6okevnat (E39)

YKaszaHHOe coedvHeHWe nonyynnu 13 MeTun-
nupumng [1,2-aluHgon-10«ap6okcunata (A19), npu-
MeHsaa cnocob 13 npumepa 29. Chipon NpoayKT npo-
MbINKU Npn Temnepatype - 78°C n - NeHTaHoM, a oc-
TaToK noaBeprnu xpomartorpadun Ha cunukarene c
anoupoBaHueM 5% meTaHonom/xnopodopmMom, no-
Ny4nB OpaHxeBoe macre.

'HNMR (CACl3)

6: 8,68-8,78 (m, 2H), 8,45 d, 1H), 7,87 (d, 1H),
7,59 (t, 1H), 7,45 (t, 1H), 6,77-6,89 (m, 1H), 4,37 (d,
2H), 2,90-3,12 (m, 2H), 2,25-2,48 (m, 2H), 1,75-2,13
(m, 5H), 1,19-1,70 (m, 6H), 0,92 (t, 3H).

Taloke NpUroToBUNM CreayloLLMe COeaANHEHNS:

€Q-XVHONU3NANH-2-unveTnn 2,3-aurmapoTtnason
[3,2-aluHgon-9«ap6okcunaT (E40).

CoeavHenune 2,3-gumapoTtnason [3,2-alyuHaon-9-
kapboHoBas KucroTa NpeBpaTUnn B XOPWUA €ro Ku-
CrnoTel U MNOABEPIMM peakumMum ¢ eq-2-rMapoMeTun-
XUHONU3NOMHOM, MNPUMEHSIA Crnocob, aHanorMyHbIN
crnoco®y, onucaHHomy B npumepe 10.

Ceob6ogHoe ocHoBaHue: - THNMR (CACI3).

6: 8,00 (d, 1H), 7,15-7,30 (m, 3H), 4,34 (t, 2H),
4,10-4,25 (m, 2H), 3,87 (t, 2H), 2,80-3,00 (m, 2H),
1,01-2,20 (m, 14H).
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€Q-XMHONU3NANH-2-unveTnn 2,3-gurngpoTtnason
[3,2-aluHpon-9-«ap6okcamupg, (E41).

CoeavHenne 2,3-gumapotnason [3,2-alyuHpon-9-
kapboHoBasi KMCnoTa NpeBpaTUnM B Xopug ero Ku-
CnoTbl U NOABEPINU peakuun ¢ eq-xMHONU3NanH-2-
unmetunammiom (O13), npumeHsia cnoco6, aHaro-
TMYHBIN CNOCOBY, packpbiTOMY B onucaHun 1B.

eq-xMHoNn3nanH-2-unmetnn [tmason [3,2-a] wH-
pon-9-kapbokcunat (E42).

Tnason [3,2-a] wHAon-9«apboHoBasi KucCnoTa
npeBpaTUM B XITOPUA €ro KUCIoTbl U NOABEPINN pe-
aKuum ¢ eq-2-rmapomMeTUNIXUHONU3UOUHOM, NPUM EHSISA
cnocob, aHarnorMyHelli cnocoby, onucaHHoOMy B Npu-
Mepe 10, NONMy4MB yKas3aHHble COEAUHEHUS B BUAE
©enoro TBepAoOro BellecTBa C TemnepaTypon nnae-
nexusa 129-131°C (npocTon admp).

'HNMR (CACl3)

6: 8,16 (d, 1H), 7,75 (d, 1H), 7,61 (d, 1H), 7,33-
742 (m, 1H), 7,19-7,30 (m, 1H), 6,87 (d, 1H), 4,15-
4,32 (m, 2H), 2,80-3,00 (m, 2H), 1,40-2,18 (m, 11H),
1,08-1,40 (m, 3H).

€q-XMHONMU3NANH-2-unveTnn tmason [3,2-a] wH-
pon-9-kapbokcamug (E43).

CoeavHenne Tmason [3,2-aJuHgon-9-«apboHoBasi
KMCMoTa MpeBpaTunu B XNopua ero KUCnoTel U nog-
BEpPIMN peakumm C  eq-XMHOMM3UOVH-2-UnMeTun-
aMWHOM, MpUMeEHsIs1 cnocob, aHanorm4HbIA crnocooby,
pacKpbITOMY B onmcaHuu 1B.

€Q-XUHONN3NONH-2-UIMeTUN 3,4-gurnapo-2H-
[1,3] TMasumHo [3,2-aluHpgon-10-«kapbokcmnat (E44).

3,4-gurmapo-2H-[1,3JmasuH [3,2-aluHgon-10-
kapboHOBas KucrioTa MOMydMnM K3 TUOKCUHOONA,
NPUMEHSA Cnocob, aHanorMyHbIi cnocoby, packpbl-
Tomy B onucaHum 15. Ero npespaTtvunu B xnopug ero
KUCMOTbl M NOABEpPrM peakuum Cc eq-2-okcime-
TUIDXUHONU3NOVHOM, MNPUMEHASA Crnocob, aHamormy-
HbIV cnocoby, onncaHHomy B npumepe 10. MNMonywnnu
oKcanaToBylo COfb ¢ TeMmnepaTypoun nnasnexus 130-
132°C.

Ceo6ogHoe ocHosaHue: - HNMR (COCl3).

6: 7,96-8,04 (m, 1H), 7,13-7,30 (m, 3H), 4,05-
4,30 (m, 4H), 2,90-3,20 (m, 4H), 2,35-2,51 (m, 2H),
1,20-2,32 (m, 14H).

(17"6ymn-4-nunepuannvetTan nupumug [1,2-a]
nHgon-10-kapbokcamug (E45).

a) lNpumeHsas cnocob, aHamnornyHblA cnocobdy,
packpbiToMy B onucaHun 19, npurotoBunun GeHaun-
nupumng [1,2-alungon-10-«kapbokcmnaTt, KoTopbIA 3a-
Tem mmgporeHusmposanu Ha 10% PO/C B ataHone,
nonydime nupumng [1,2-aJunHpon-10«ap6oHoBas Ku-
cnoTa.

B) CoeguHeHne nupwmmng [1,2-aluHpgon-10-«kap-
GOHOBasi KUCNOTa NpeBPaTUN B XIOPUA Mo KUCIOTbI
¥ noaseprnun peakumu ¢ (1"6ytun-4-nunepuaun) me-
TUNIAMUHOM, MPUMEHSI CNOCOO, packpbIThii B OMNU-
caHun 1B.

(17"eyun-4-nunepuounivetun 1,2,3 4-tetparva-
ponvpumung [1,2-alunpon-10«apbokcamup (E46).

a) 2-xnopuHgon-3«apboHoBas kucrnota (J1. Map-
yettn n A. AHgpeanu, Ann Chim (Pum), 1973, 63,
681) NnpeBpaTMnM B Xropug €ro KMcrnoTbl U noaBepr-
m peakumm ¢ N-(17"6ymmn-4-nunepuamn)meTun-
amuHom (O1), npyumenasa cnocob n3 onucaxHusa 18, npu
atom nonyummu N-[(17"6yTun-4-nunepuann)meTun) 2-
xnopuHgon-3-«kapbokcamug.

B) N-[(1-6ymun-4-nunepuamn)metnn] 2-xnOpuvH-
pon-3-kapbokcamua NOoABEpPrNN peakuun ¢ 3-xrop-
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nponunaMmnuHoM, MpPUMEHss Ccnocob, aHanormyHbIA
cnocoby, packpbIToMy B onmcaHmm 18.

OnwucaHus

OnucaHue 1. - (MpomMexyTouHble COeAVHEHUs
ansa npumepos 3, 13, 14,19 n 28)

a) N-(17"6ytun-4-nunepuavn)MeTMramMmmH

MepemeluaHHbIn  pacTBOP  W3OHMNEKoTaMuaa
(70r, 0,55 wmom) wn 1-6pombGyraHa (58,8 wmn,
0,55 monb) B ataHone (700 mn) obpabotanu 6e3Boa-
HbIM KapboHaToMm kamms (152 1, 1,10 Momb) 1 Harpe-
Banu ¢ obpaTtHbIM XONOAWSbHYKOM B TeyeHue 3 4a-
coB. Cmecu no3sormnu oxnaguTbCs, 3aTeM npo-
dunbTpoBann, U UNbTPAT KOHLEHTPMpOBanu MoA
BakyymomMm. OcTaToyHOE Macro pacTBOpWUIM B XIO-
podopme (400 mn) n npombinu Bogon (1 x 300 mn),
3atem Bblcywmnn (NazSOs4) n KoHUEHTpMpoBanu noj
BakyymoM, nony4vmB xentoe Mmacno (77,5 r). 3T0
Macno TwaTtenbHO cMelwanu ¢ ocopHbIM aHma-
pugom (75 r), 1 cMecb Harpesanu npu TemnepaType
160-180°C B atTmMOChepe asoTa B TeyeHue 2,5 yacos
npv NnaBHOM repemeLunBaHun. PeakLuMoHHOW cmecn
No3BOSMNM OXMAAMTbCs, 3aTeM obpaboTanu BogoN
(500 mn). Korga TBepayto Maccy pactBOpUn, OCHOB-
HOCTb pacTBopa MoBbiCUNY NyTem fobasku TBepAoro
K2COs3 1 3aTem ero akcTparMposanu atunaletaTom (2
x 400 mn). O6beauHEHHbIE 3KCTPaKTbl BbICYLLMNN
(Na2SO4) n KOHLEHTpUpOBanM B Bakyyme, MOMYy4MB
KopuyHeBoe macrio (78 r). Ero pactBopunu B cyxom
admpe (400 mn) n B TeueHue 30 MuHyT gobasnanu
no kKanne B NepemMeLlaHHY CyCneH3uno B antomMorna-
pua nutusa (25 r, 0,66 monb) B admpe (200 mn) npu
Temnepatype 0°C B aTMocdepe aszoTta. lNocne 3a-
BepLeHns JobaBkn cMecy NMO3BOMUMAN HarpeTbCcs Ao
KOMHaTHON TemnepaTypbl ¥ NepeMelumMBanu B Teve-
Hune 18 vacoB. Ee cHoBa oxnagunmn go 0°C u Twa-
TenbHo obpaboTtanu Bogown (25 mn), 10% pacTBopom
NaOH (25 mn) n cHoBa Bogon (75 mn). Cmecb npo-
unbTpOBanNM Yepes MHMY3OpHYIO 3emnto, N PUnbT-
paT KOHLEHTPMPOBanu B Bakyyme, MOMy4MB KOPUYHE-
BOE Macro, KOTopoe NoABeprnv neperoHke nof sa-
KYyMOM, MONYMUB YKa3aHHOe COeAWHeHVEe B BuAe
6ecupeTHoro macrna (66 r, 71%) c TemnepaTypon Ku-
neHus 96-99°C noa gaeneHweM 3 MMm. pT. cTonba.

'HNMR (CACl3)

6: 2,90-3,02 (m, 2H), 2,58 (d, 2H), 2,25-2,38 (m,
2H), 1,65-2,00 (m, 4H), 1,08-1,58 (m, 9H), 0,92 (t,
3H).

B) N-[(17"6yTun-4-nunepnamnMeTmnluHaon-3-
kapbokcamung

B nepemeluaHHbI pactBop nHAon-3-«kapboHoBas
kucnoTa (1 r) B guxnopmeTtaHe (20 mn) npu 0°C noa
asoTom AobaBnnu XnopaHmapvA WaseneBon KMCro-
Tbl (0681 mn) 1 cyxon gumeTundopmammg (3) kannu.
Yepes 3 yaca pacTBoputenu ncnapurm npu ymeHb-
LUEHHOM AaBneHun. YacTb 0CTaTOYHOrO KMCIOro Xio-
puaa (420 mr) pacteopunu B guxinopmeTaHe (12 mn)
u pobaenanu no kanne B pacteop N-(1"6ytnn-4-
nunepungunjmeTunamuHa (400 mr) B anxnopmeTtaHe
(12 mn) c nocnepyowern obpaboTkon TpUITUNAMU-
Hom (0,36 mn). lMocne nepemeluMBaHWs Npu Temne-
paType OoKpyxKatlolwee cpefbl B Te4eHne Houn. Peak-
LMOHHYIO CMECb NPOMbINKN HacblweHHbIM NaHCO3 n
opraHunyeckyto gasy Bbicywmnm (Na2S04). PactBopu-
Tenb UCMapunu Mo YMeHbLUEHHbIM [aBreHneMm, a
OCTaTOK pekpucTannusoBnu u3 atmnaueTaTa, nony-
YMB yKasaHHO coeguHeHve (O1) (467 mr, 64%).
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'HNMR (CACl3) 250 MHz

6: 9,29 (Brs, 1H), 8,05-7,9 (m, 1H), 7,81 (d, 1H),
7,55-7,4 (m, 1H), 7,39-7,2 (m, 2H), 6,28 (Brs, 1H),
3,39 (t, 2H), 3,0 (erd, 2H), 2,45-2,25 (m, 2H), 2,1-1,1
(m, 11H), 0,9 (t, 3H).

OnwucaHue 2. - (NPOMEXYTO4YHOE COeaNHEHNE A
npumepa 5)

N-[2-(1-nunepugun)atin]
amug

1-NyNepuanH)aTMNamMuH NoABeprnv  peakumm c
1H-nHpgon-3-xnopmaom KapbGOHOBOW KUCHOTbI, MpuU-
MeHsist cnoco®, packpbiTeli B onncaHun 1, npu atom
nony4mnu ykasaHHoe coeavHeHuve (02) B Buge tBep-
[4O0ro BeLlecTBa.

'HNMR (CACl3)

6: 9,90 (ers, 1H), 7,97-8,07 (m, 1H), 7,97-8,07
(m, 1H), 7,78 (d, 1H), 7,36-7,50 (m, 1H), 7,15-7,30
(m, 2H), 7,13-13 (Br.t, NH), 3,55-3,68 (m, 2H), 2,60 (t,
2H), 2,80-2,55 (m, 4H), 1,40-1,73 (m, 6H).

OnucaHue 3. - (TPOMEXYTOYHOE COeANHEHne AN
npumepa 10)

a) Otun 2-amnHodeHunayeTat

PactBop atun 2-nutpodbeHunauetata (13,6 T,
0,065 monb) B ataHone (150 mn) rmgporeHuanpoBam
Ha 10% Pd/c katanusaTtope (1 r) npu KOMHaTHOW
TemnepaTtype u nog AaerneHvem B TedeHne 18 yacos.
PeakunoHHyto cMecs npodunbTpoBanu vepes nHQy-
30pHYI0 3EMITI0 U KOHLIEHTPUpOBarM B Bakyyme, MNo-
Ny4MB yKasaHHOe CoedVHeHVe B BUAE MpPO3payHOro
Macna, koTopoe 3ateepaeno npu bligepkke (10,8 r,
93%).

HNMR (CAOCI3)

6: 7,05-7,15 (m, 2H), 6,68-6,80 (m, 2H), 4,13 (q,
2H), 4,05 (er.s, 2H), 3,55 (s, 2H), 1,25 (t, 3H).

B) Otun 2-(5-xnopeanepunamvHo) deHunaueTat

PactBop amn 2-ammHodenunauetata (5,60 T,
0,031 momb) M aumsonponunatmnamuHa (7,08 mn,
0,042 momb) B cyxom TeTparmgpodypaHe (THF)
(75 mn) obpabotanu 5 xnopaHrMapua-xnopsanepua-
HoBOW kucnotbl (4,00 mn, 0,031 momb) 1 octaBunu
Anst nepemeluMBaHua B TedeHue 1 yaca. PeakumoH-
HYI0 CMEeCb KOHLIEHTPMPOBanu B BakyyMe, a OCTaTOK
pacteopunu B atunaueTate (200 mn) v npombinu kn-
crnotonn 1M HCI (100 mn), Beicywumnu (Na2SOs) u KoH-
LEeHTpMpoBanu B Bakyyme, MOfyyuB TBEPAOE Belle-
ctBo. Ero npombinu n - neHtaHom/adwmpom (1:1) n
BbICYLLUMIW, MOMYYMB YKa3aHHOE coeavHeHue B BuAe
cBeTnoro TBepaoro Bewectsa (8,1 r, 91%).

'HNMR (CACl3)

6:8,90 (er.s, 1H), 7,88 (d, 1H), 7,05-7,37 (m, 3H),
4,17 (q, 2H), 3,60 (s, 2H), 3,45-3,65 (m, 2H), 2,35-
2,55 (m, 2H), 1,68-1,98 (m, 4H), 1,28 (t, 3H).

c) 9mun 6,7,8,9-TeTparngponupuao-[1,2-alungon-
10-kapbokennaTt

Pacteop atun 2-(5-xnopsanepunamuHo)deHunn-
auetaTta (8,10 r, 0,027 mornb) B cyxom THF (50 mn)
£obaBnnM B nepemellaHHyl CyCneH3u Kanum - -
Oytmnara (7,62 r, 0,068 monb) B cyxom THF (200 mn)
npu KOMHaTHOW TemnepaType B atmocdepe asoTa.
Yepes 1 yac nonydeHHbIN NyprnypoBbIi pacTtsop 06-
paboTtanu Bogon (10 mMn) 1 KOHUEHTpMpOBarM B Ba-
kyyme. OcrtaTok B36onTanuM C  3TUNALETOHOM
(200 MN) M HaCbILWEHHbIM PacTBOPOM XIIOPUCTOrO
aMmMoHunsa (150 mn), 3aTem OTOENUNN OPraHUYeCcKWi
cnoi (Na2SQO4) 1 KOHUEHTpMpOBanu B Bakyyme, No-
nyuans opaHxesoe macro. Ero nogseprnm xpomaTto-
rpadumn Ha cunvkarene c anupoBaHMeM admpa, no-

1H-mHpon-3-kapbokc-
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Ny4nB yKasaHHOe COeMHEeHne B BUAE XenToro Teep-
poro Bewectsa (1,25, 20%).

'HNMR (CACl5)

6: 8,07-8,17 (m, 1H), 7,13-7,30 (m, 3H), 4,38 (q,
2H), 4,00 (t, 2H), 3,30 (t, 2H), 1,82-2,12 (m, 4H), 1,43
(t, 3H).

d) 6,7,8,9-tetparmaponvpng
kapboHoBas kucnoTa

PactBop oammn 6,7,8,9-tetparmgpo-1H-nnpug
[1,2-aluHgon-10-kap6okcmnata (1,20 r, 0,0047 morb)
B aTaHone (50 mn) n 10% pacteop NaOH (50 mn) Ha-
rpesanu noa dnermMon B TevyeHwe 4 vacos. 3aTem
peakuuto nogkcnunu kucrotorn TMHCI (50 mn). Op-
raHVyeckui cron otgenunu n akctparmposanu 10% -
pacteopoMm NaxCOs (120 mn), 3aTem BOOHbIN pac-
TBOP cHOBa noakucnunu kucnoton 5M HCI n akcTpa-
rMpoBanu B atunauetarte (2 x 75 mn). OpraHudeckue
3KCTpakTbl coeanHurm, Bbicywmnm (Na2S0Os4) 1 KOH-
LEeHTpupoBanuM B Bakyyme, MONy4MB YKasaHHOE Co-
eavHenve (O3) B Buoe Genoro TBepAoro BeLlecTBa
(400 mr, 40%).

'HNMR (CACl3)

6: 8,23 (d, 1H), 7,20-7,35 (m, 3H), 4,10 (t, 2H),
3,40 (t, 2H), 2,00-2,15 (m, 2H), 1,85-2,00 (m, 2H).

OnucaHue 4. - (NpomMexyToyHoe coeanHeHne ans
npumepos 11 un 13)

a) 9tun 2-(4-xnopbyTMpmnaMmuHo) eHmnnawueTat

YKasaHHOe COeAvHeHWe Monyunnu u3 atun 2-
aMuHodeHnnaueTarta, npMmeHss crnocob us onuca-
HUSA 3B, N €ro M30nMpoBanu B BUAE TBEPAOro Belle-
ctBa (100%).

1HNMR (CACl3)

6:8,90 (er.s, 1H), 7,85 (d, 1H), 7,05-7,35 (m, 3H),
4,15 (g, 2H), 3,68 (t, 2H), 3,60 (s, 2H), 2,60 (t, 2H),
2,10-2,30 (m, 2H), 1,26 (t, 3H).

B) Otmn 2,5-gumppo-1H-nuppono [1,2-auHgon-
9-kapbokcunat

YKkasaHHOe coeguHeHue nonydmnu us atun 2-(4-
xnopbyTupunamuH)deHnnaueTaTa cornacHo cnocoby
13 onucaHns 3¢, 1 ero N3onNnpoBany B BUAe opaHxe-
BOrO Macrna, KOTopoe KpucTannu3oBanu BO BpeMms
BblaepxXkn (15%).

'HNMR (CACl5)

6: 8,05-8,15 (m, 1H), 7,15-7,30 (m, 3H), 4,35 (q,
2H), 4,06 (t, 2H), 3,28 (t, 2H), 2,55-2,72 (m, 2H), 1,40
(t, 3H).

c) 2,3-gurmapo-1H-nnppuno [1,2-aluHpon-9+«ap-
6oHoBas kucrota

YkasaHHoe coeguHeHue ([4) nonyunu u3s atun
2,3-gummapo-1H-nuppono  [1,2-aJunHgon-9-kap6okcun-
nara, npuMmeHsas cnocob m3 onucaHua 3d, 3aTem ero
n3onvposanu B Buge Hebenoro TBepaoro BellecTsa
(42%).

1HNMR (d°OMSO)

6: 11,85 (ers, 1H), 7,90-8,02 (m, 1H), 7,32-7,47
(m, 1H), 7,10-7,25 (m, 2H), 4,15 (t, 2H), 3,20 (t, 2H),
2,50-2,70 (m, 2H).

Onwucanue 5. - (NpoMEXYTO4YHOE coeanHeHne A
npumepa 12)

a) Omwn
auetat

YkaszaHHOe coeguHeHWe Mnonydunu u3 atun 2-
amuHodbeHunaueTata u 6-6pomrekcaHounxnopuaa
cornacHo crnocoby n3 onucaHua 3B, U ero N3onmpo-
Banu B Buae TBepaoro Bewectea (100%).

[1,2-a]-mHpon-10-

2-(6-xnoprekcaHounamuHo )peHun-
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'HNMR (CACl3)

6: 8,90 (er.s, 1H), 7,90 (d, 1H), 7,05-7,35 (m, 3H),
4,17 (q, 2H), 3,60 (s, 2H), 3,42 (t, 2H), 2,45 (t, 2H),
1,45-2,00 (m, 6H), 1,28 (t, 3H).

B) dtmn 7,8,9,10-TeTparnagpo-tH-azennH [1,2-a]
nHgon-11-kap6okevnat

Yka3aHHOe coeauHeHune nonyumnu us atmn 2-(6-
xroprekcaHoun-amuHo )eHnnaueTara, npyMeHss
cnocob n3 onucaHusa 3c, 3aTeM €ro OYUCTUMM Mo-
CpeAcTBOM xpomatorpadmm Ha cunukarerne ¢ antou-
poBaHuem 60-80 GeHanHom/admpom (9:1), nonyuns
6enoe TBEepAoe BelecTso (16%).

"HNMR (COCl3)

6: 8,07-8,19 (m, 1H), 7,15-7,35 (m, 3H), 4,40 (q,
2H), 4,154,25 (m, 2H), 3,45-3,60 (m, 2H), 1,67-2,00
(m, 6H), 1,45 (t, 3H).

c) 7,8,9,10-tetparmgpo-6H-aszenuH[1,2-alungon-
11-kap6oHoBas kucroTa

YkasaHHoe coefuHenve ([5) nonyamnu n3 atmn
7,8,9,10-TeTparmppo-6H-azenmH[1,2-aJuHgon-11-
kapbokcunaTta nocpeAcTBOM MMapormsa C npuMeHe-
HMEeM epJKoro HaTpa cornacHo crnocoby u3 onwuca-
Hus 3d. MNocrne 4 yacos HarpeBa c 0ob6paTHbIM XONO-
OUNbHUKOM cMechb nogkucrmnu kucrnoton 5M HC, no-
nyqyeHHoe 6enoe TBepaoOe BELEeCTBO OTUNbLTPOBANM
1 BbICYLUMIN (82%)

1THNMR (d }J,MSO)

6: 12,05 (s, 1H), 7,94-8,04 (m, 1H), 7,48-7,60 (m,
1H), 7,05-7,20 (m, 2H), 4,24-4,36 (m, 2H), 3,38-3,53
(m, 2H), 1,54-1,90 (m, 6H).

OnwucaHue 6. - (NpOMEXYTO4YHOE CoeanHEHNE A
npumepos 1, 10, 27 n 29)

(17"6yTMn-4-nunepuannMeTaHosn

Cmecs atmnuaoHunekotaTa (102 r, 0,65 mornb) 1
1-6pombyrana (72 mn, 0,67 monb) B ataHone (1,2 n)
obpaboTtann 6e3BogHbIM kapboHaTom kanua (180 T,
1,3 Monb) 1 HarpeBanu ¢ o6paTHbIM XONOANNbHUKOM
B TeyeHune 2 yacoB. CMecy No3BONUN OXNaanTLCS U
3aTeM ee nNpodmNbTPOBaNM Yepe3 NHAY30PHYIO 3eM-
no. dnnbTpat KOHUEHTPMpPOBanM B BaKyyme, Mony-
YMB XKEnToe Macno, KOTopoe pacTBopuimM B 3cdmpe
(300 mn) n poGaensanu no kanne B TeyeHne 20 MUHYT
B NepeMeLllaHHyl0 CYCNeH3uo anomorngpuaa nuims
(50 r, 1,3 monb) B agmpe npu Temnepatype 0°C B
aTMocoepa asoTta. Cmecs nepemeLlumBany nNpu KOM-
HaTHOW TemnepaType B TeuyeHue 18 yacos, 3aTeM ee
oxnaamnu go 0°C n obpaboTtanm sogon (50 mn), 10%
- pactBopom NaOH (50 mn) u Bogoii (150 mn). Cmecs
npomnbTpoBamm 4Yepe3 WHAQY30PHYIO 3eMnio, a
unbTpaT KOHLUEHTPUPOBaNuM Mo BakKyyMOM, MOMy-
yMB BGnegHo-KenToe Macno, KOTopoe noaBeprnu ne-
peroHke n nonyy4nnu ykasaHHoe coeaMHeHvne B Buae
6ecusetHoro macna (88,5 r, 80%) ¢ TemnepatypoM
KI/II'IeHI/ISI 102-108°C nog gaeneHuem 0,1 mm Hg.

'HNMR (CACl3)

6: 3,48 (d, 2H), 2,88-3,03 (m, 2H), 2,25-2,38 (m
2H), 2,10 (er.s, 1H), 1,66-2,00 (m, 4H), 1,17-1,60 (m
7H), 0,90 (t, 3H).

OnucaHue 7. - (NpoMeXyTouyHoe coeanHeHne and

npumepa 15)
(1-6eH3nn-4-nunepnaun)MeTaHon
OTMnusoHunekToaT cHavana arkummposam 6po-
MUCTbIM B€eH3UNoM, U NPoAyKT MOABEPINN OTTOHKE
anioMormgpuaoM NuTUst B COOTBETCTBUMM CO CMOCO-
60Mm 13 onucaHns 6, NONy4MB ykasaHHoe coeAnHeHne
(A7) B BMOe 6ecusetHoro macna (100%).
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'HNMR (CACl3)

6: 7,20-7,35 (m, 5H), 3,52 (s, 2H), 3,48 (d, 2H),
2,86-3,00 (m, 2H), 1,20-2,05 (m, 8H).

OnucaHue 8. - (NPOMEXYTOYHOE COeaNHEHME s
MPUMEPOB 13 1n 17)

6,7-gurmaponupuao[1,2-ajuHgon-10«apbokcuna-
Ta (T. Tenten n J1.K. JanbToH, ABCTpanumnckum xyp-
Han "Chem", 1969, 22, 997) (1,0 r, 0,0044 monb) B
meTaHone (40 mn) obpabotanu pacTBOPOM eOKoro
kanusa (3,0 r, 0,054 mornb) B Boge (50 mn) n Harpesa-
N ¢ o6paTHbIM XONOAUITbHMKOM B TeYeHUe 3 4acos.
PactBopy fanv oxnaguntbesi, 3aTeM ero noaKucrnmm
kucnotonn HCI u akcTparmpoBanu 3TunaueTaToM.
OkcTpakT Bbicywmnnm (Na2SO4) M KOHLEHTpUpoBamm
noA BakyyMOM, NOMy4MB yka3aHHOe coeanHeHmne ([O8)
B BUJE XEeNToro TBepAoro BeLLeCTsa (600 mr, 64%).

'HNMR (CACl3)

6: 8,18-8,22 (m, 1H), 7,50 (d, 1H), 7,20-7,35 (m,
3H), 6,27-6,38 (m, 1H), 4,15 (t, 2H), 2,62-2,78 (m,
2H).

Onwucaxue 9. -
npumepa 18)

Mupugo [1,2-aluHpon-10kapboHoBas kucnota

YkazaHHoe coeguHeHue ([9) nonyuunu us me-
mnnupuao [1,2-aluHpon-10-«kapbokcunata (T. Ten-
Ten n J1.K. JanbToH, ABcTpanuinckuiixypHan "Chem",
1969, 22, 997) B cooTBETCTBUMN CO CNOCOBOM U3 onu-
caHusa 8, NonyyMB CBETNO-XKENToe TBepAoe BELLECTBO
(76%)

'HNMR (CACIs + C1;00)

6: 8,56 (d, 1H), 8,34-8,46 (m, 2H), 7,93 (d, 1H),
7,32-7,57 (m, 3H), 6,87 (t, 1H).

Onucanuve 10. - (NMPOMEXYTOYHOE COeaUHEeHue
ans npumepa 20)

(1-6eH3un-4-nunepnaun)meTunamud (410)

CHayvana um3oHuWnNekoTamua arkunmposanu 6po-
MuUCTbIM BeH3nrom, 3aTemM amug germapatvposani
NATUOKMCEI0 ¢pocdopa, M MONYHEHHbI HUTPUN noa-
BEPIMM OTTOHKE antoMOrMapuaoM NUTUS B COOTBET-
CTBUM CO CNOCOOOM M3 OnMMcaHWs 1a, MonyyuB yka-
3aHHOe coeuHeHue B Buae GecuseTHOro macna no-
cne neperoHkn (67%) c TemnepaTypow KuneHus
106°C nog pgaenexnem 0,25 mm Hg.

"HNMR (CACl3)

6: 7,20-7,37 (m, 5H), 3,48 (s, 2H), 2,85-2,95 (m,
2H), 2,55 (d, 2H), 1,87-2,00 (m, 2H), 1,60-1,75 (m,
2H), 1,10-1,40 (m, 5H).

Onucanve 11. -
ansa npumepa 29)

a) Metun 2-xnopungon-3-«kapbokcmnaT

MepemeluaHHyl0  CYCMEH3WKO  MeTUnMHAonN-3-
kapbokcunata (6,0 r, 0,034 momnb) B xnopogopme
(200 mn) o6paboTtanu N-xnopcykumHummaom (5,04 ,
0,038 monb), nony4nB B TeyeHne 15 MUHYT Nnpo3pay-
HbIV pacTtBop. [ocne 2 YacoB Npu KOMHaTHOW Temne-
patype ero obpabortanum 1M HCl/acpmpom (34 mn,
0,034 Mosb) 1 NO3BONMUIN EMY NepemMellaTbcs B Te-
YeHue gononHuTensHoro 1 yaca, 3atem ero o6pabo-
Tann n3bbiTouHbIM kKonudectBom 10% - pactBopa
NaxCOs, oTtgenunu crnon xnopodopma, BbICYLLUAN
(Na2S0s4) n KoHueHTpupoBamm B Bakyyme. OcraTou-
HOE XenToe BeLeCTBO peKkpucTannusoBanm m3 Xio-
podopma/60-80 6eH3uHa (neTpon), NoNy4uB ykasaH-
Hoe coeavHeHue (O11a) B BuAe TBepOoro Bellectsa
(3,41,48%).

(I'I POMEXYTOHHOE coeanHeHne ana

(MpomexyTouHoe coeanHeHve
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'HNMR (CACIx/d®AMSO)

6: 11,3 (er.s, 1H), 8,02-8,12 (m, 1H), 7,30-7,40
(m, 1H), 7,18-7,26 (m, 2H), 3,95 (s, 3H).

MS (EI)M'209 n 211.

B) Metun-1-metun-1,2,3,4-TetparngponmpumMmumg,
[1,2-aluHgon-10-kap6okcunaT

PactBop metun 2-xnopuHgon-3-«kapbokcmnata
(3,4 r, 0,016 monb) B cyxom THF (70 mn) npu 5°C B
aTMocgepe a3oTa obpaboTanu nopumsiMmM rMapuaoM
HaTpua (480 wmr 80% wmacnsHow amcnepcuu,
0,016 Mornb) 1 3aTemM nepemMeLLnBany NP KOMHaTHON
Temnepatype B TedeHune 30 MUHYT. lonydeHHbIN
pactBop ob6paboTtanm pactBopom  3,3-gMmMeTun-
amuHonponunxnopuga (0,020 monb) B TOnyone
(30 mn) 1 Harpeanu ¢ obpaTHbIM XONOAWUSTBHUKOM B
TeyeHne 48 vacoB, 3aTEM KOHLEHTpMpOBanu B Ba-
Kyyme, a ocrtatok obpabotanu 10% - pacTBOpOM
Na2COs3 (50 mn) n akcTpampoBanu atnnauertatom (2
x 70 mn). Ob6beanHeHHble 3KCTPaKTbl BbICYLLMIN
(NazS0s) M KOHUEHTpUpPOBanM B BakyyMe, MOMyduB
XKenToe macno, Kotopoe NoABepPny XpoMaTorpadmm
Ha cumkarene c anwupoBaHuem admpom /60-80
6eHanHom (1:1). YkasaHHoe coeavHenne ([11) 6biro
nonyqeHo B Buae tBepgoro Bewectsa (1,95, 50%).

'HNMR (CACl3)

6: 7,92 (d, 1H), 6,97-7,19 (m, 3H), 3,92 (t, 2H),
3,88 (s, 3H), 3,36 (t, 2H), 3,27 (s, 3H), 2,10-2,22 (m,
2H).

OnucaHune 12. - (NMPOMEXYTOYHOE COEMHEHMNE
Ans npumepa 26)

€Q-XUHONU3NAUH-2-UNMeTUNamMmuH

lMepemellaHHyto cycrneH3uo anoMormapuaa nu-
s (400 mr, 0,010 morb) B THF (TeTparmapodypaH)
(20 mn) npu KOMHaTHOM TeMnepaTtype B aTmocdepe
a3ota ob6paboTanu pacTBOPOM €(q-2-LUMaHOXVHOII-
namavHom (E. KowwHaka wn gp., Axkyraky [Osaccu,
1980, 100, 88) B THF (3 mn) 1 3aTemM cmecb HarpeBsa-
nn ¢ obpaTHbIM X0NoAUNbHUKOM B TedeHne 20 MUHYT.
Cmecs panm oxnaguTbes, 3aTeM obpaboTtanu ocro-
poxHo Bogon (0,4 mn), 10% - pactBopom NaOH un
Boaon (1,2 mn). MNony4eHHy0 cMecb NpogunbLTpoBa-
nu, a punbTpaT KoHLeHTpupoBamm B Bakyyme. OcTa-
TOK Anctunnuposanu B yctponctee Kugelrohr, nony-
YnB ykasaHHoe coeamHeHue (013) B Buae GecupeTt-
Horo macna (700 mr, 97%).

'HNMR (CACl3)

6: 2,80-2,92 (m, 2H), 2,57 (d, 2H), 1,94-2,12 (m,
2H), 1,20-1,80 (m, 13H), 0,80-1,05 (m, 1H).

OnucaHuve 13. - (NMPOMEXYTOYHOE COoeauHeHue
anst npumepa 30)

3-meTnnmmason[3,2-aluHaon-9-«kapboHoBas
nora

a) MNepemelwaHHbIn pactBop 3-MeTunTmMason [3,2-
alungon (A. KunpusHoB u B. Xunua, Zh "OpraH.
Xum.", 1966, 2, 1474) (270 mr, 0,0014 monb) B oMme-
mmndopmamuge (OAMF) (3 mn) oxnagunu go 5°C nopg
a3oTom M obpaboTanu TPUGTOPYKCYCHLIM aHrMapu-
gom (0,23 mn, 0,0017 mornb), 3aTem Janu emy Ha-
rpeTbCs OO KOMHATHOW TemnepaTypbl B TeyeHue
3 vacos. Pacteop Bbinunu B BoAy (25 mMn) n cmecs
aKcTparmpoBamm atunaugetatom (2 x 20 mn). Obbe-
OVHEHHble 3kcTpakTbl Bbicywmnn (NazSOs) u 3aTem
aKCTparMposarmM B Bakyym, nonyivs 3-metun-9-
Tpudptopauetmn-tnason [3,2-ajuHgon (370 mr, 90%)
B BUAE KOPMYHEBOIO TBEPAOIO BELLECTBA.

Knc-
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'HNMR (CACl3)

6:8,10 (er.s, 1H), 7,85 (d, 1H), 7,39-7,47 (m, 1H),
7,25-7,35 (m, 1H), 6,69 (s, 1H), 2,83 (s, 3H).

B) 3-memun-9-tpucpropauetmninasono [3,2-a]
uHgon (370 mr, 0,0013 monb) obpabotanu 20% pac-
tBopoM NaOH (15 mn) n ataHonom (15 mn) n Harpe-
Bann ¢ obpaTHbIM XONOAWIIBHUKOM B TeyeHue 6 va-
coB. CMecb KOHUEHTpUpoBanu B Bakyyme [0 MOJo-
BUHbI ee obbema, ocTaToK NOAKUCIMAN KucrnoTon 2M
HCl n 3atem akcTparMpoBanu atunauetatoMm (2 X
30 mn). O6beavHeHHble  9KCTPaKTbl  BbICYLLMIN
(NazS0s) M KOHUEHTpMpPOBanM B BakyyMe, NOSNy4uB
ykaszaHHoe coeguHeHue ([13) B BUMAE KOPUYHEBOIO
TBepaoro Bewectea (300 mr, 100%).

'H HVMR (d°AMSO)

6: 12,3 (v.r.s, 1H), 7,93-8,08 (m, 2H), 7,16-7,40
(m, 2H), 6,95 (s, 1H), 2,59 (s, 3H).

OnucaHve 14. - (NMPOMEXYTOYHOE COEeOUHEHne
ans npumepa 25)

N-(2-6pomatun)meTaHcynsdgoHaMmng

MepeMelwaHHbIi  pacTtBop  2-OpoMaTUNaMuH-
6pomrmagpara (5,10 r, 0,025 Mornb) 1 TpuaTUNaMmuHa
(6,9 r, 0,050 momnb) B guxnopmeTtaHe (200 mn) npu
Temnepatype nefsiHon BaHHbl obpaboTamm no kanne
MeTaHcynbgoxnopugom (1,96 mn, 0,025 mormb).
Cmecy no3BoNunu HarpeTbCcs 4O KOMHATHOW Temne-
paTypbl U ee nepemelmBanu B TeyeHue 16 4acos,
3aTem npombinu Bofon u kucrnoton 5M HCI, Bbicy-
wnnn (Na2SOs) n KOHUEHTpMpOBanu B BaKkyyme, Mno-
nyuMB yKkasaHHoe coeamHeHuve (014) B Buae 6Gec-
LBETHOrO Macna, Kotopoe 3aTBepAENO Npu BblOEPXK-
ke, AaB 6enoe TBepaoe BelecTBo (3,51, 69%).

'HNMR (CACI3)

6:4,92 (s, 1H), 3,62-3,48 (m, 4H), 3,05 (s, 3H).

OnucaHue 15. - (NMPOMEXYTOYHOE COEeaUHEHne
ans npumepa 31)

a) 2,3-gurmgpoTumason [3,2-aluHgon

PactBop tmokcuHgona (400 mr, 0,0027 monb) u
1,2-gnbpomataHa (0,24 mn, 0,0027 mornb) B CyxoMm
THF (10 mn) pobaenanmm B nepemMeLlaHHbIn pacTBop
kanui-t-6ymmnar (760 mr, 0,0068 monb) B cyxom THF
(TeTparmgpodoypaH) (40 mMn) Npu KOMHaTHON Temne-
paType B aTMocdepe aszoTta. Cmecs nepemelumsanu
B TeyeHue 3 yacoB, 3aTem obpaboTanu Bogon
(100 M) n akcTparmposBarm atunauvetratom (2 X
70 mn). OO6beaVHeHHble  3KCTPaKTbl  BbICYLLMIN
(Na2SOs) n KOHUEHTpMpOBanM B BakyymMe, MONyduB
OopaHxeBOoe Macno, KOTopoe MoABeprnM XpomaTo-
rpacmn Ha cunukarene c antouposaHneMm 10% adm-
pom/60-80 GeH3nHOM. Yka3aHHOE coeduHeHWe Mony-
uinu B Buge 6enoro teepgoro Bewectea (135 wr,
29%2.

HNMR (CAOCI3)

6: 7,42-7,23 (m, 1H), 7,00-7,25 (m, 3H), 6,20 (S,
1H), 4,23 (t, 2H), 3,79 (t, 3H).

B) 2,3-gurmapotunason [3,2-aluHgon-9-kap6oHo-
Bas KucnoTa

2,3-pumvgpotnason  [3,2-ajuHgon  o6paboTtanm
TPUTOP YKCYCHbIM  aHMMAPUAOM B COOTBETCTBUMM CO
cnocobom u3 ommcanna 13a, nonyumB 9-Tpu-
dropauetTuntnason [3,2-aluHgon B Buae TBEpAOro
BellecTea nypnyposoro useTa (85%).

'HNMR (CACl3)

6: 7,93 (er.s, 1H), 7,07-7,30 (3H), 4,30 (t, 2H),
3,85 (t, 2H).

YkasaHHoe coeguHeHve ([O158) nonyuunu u3 9-
Tpudropaue™n-2,3-gumagpoTtmason [3,2-ajuHgona,
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npuMeHssa cnocob u3 onuncaHns 13, Npu 3TomM NONy-
4YMB NypnypoBoe TBepAoe BelecTBo (95%), koTopoe
ncnornb30Bany 6e3 OUNCTKK.

Onucaxve 16

a) Twason [3,2-aJuHoon

MepemewanHbin pactBop TuokcuHpona (3,8 r,
0,025 mosmb) U GPOMYKCYCHBIV aHMMapua — OUITUI-
auetansa (3,9 mn, 0,026 monb) B auetoHe (200 mn)
obpabotanu 6e3BoaHbIM kapboHatom kanus (6,9 ,
0,050 morb), 1 cvecs HarpeBarm ¢ 06paTHLIM XOro-
OWMBbHAKOM B TEYEeHue 2 4acoB U 3aTeM B TeueHwue
12 yacoB npu KOMHaTHOW TemnepaType, CMeCb KOH-
LeHTpMpoBanu B Bakyyme, octaTok obpabotanu Bo-
aon (100 mn) n akcTpampoBanu atunaueTatoMm (2 x
100 wmn). OB6beAuHEeHHble 3KCTPaKTbl BbICYLLMIN
(NazS0s), KOHLUEeHTpMpoBanu B Bakyyme, a OCTaTOK
noaBeprnuM xpomatopadmu Ha curmkarerne c arou-
poBaHueM 10% ataHonom/60-80 GeH3nHOM, Nonyy4nB
2-(2,2-pnatokematunmepkanto) nigon (3,0 r, 44%) B
BMAE XKenToro Macna.

'HNMR (CACl3)

6:9,30 (sr.s, 1H), 7,52 (d, 1H), 7,28 (d, 1H), 7,04-
7,20 (m, 2H), 6,58 (s, 1H), 4,72 (t, 1H), 3,55-3,85 (m,
4H), 3,05 (d, 2H), 1,31 (t, 6H).

XOpOoLLO nepeMeLlaHHylo cMecb 2-(2,2-OM3TOKCU-
ammnmepkanTto)uHgona (1,5 r, 0,0057 mornk) B nonm-
doccopHon kucnote 30 r) HarpeBanu Ao Temnepa-
Typbl 130°C B TeueHue 20 MuHYT, 3aTeM ee oxnagu-
N 0O KOMHaTHOW TeMnepaTypbl, U cMecs pa3baBurm
Bogown (300 mn). Y nony4eHHOro BOAHOIO pacTteopa
yBENUYNIN OCHOBHOCTb MOCPEACTBOM [06aBKM TBEP-
poro kapboHaTa Kanmsa u 3aTeM ero akcTparmposanm
amnauetatom (2 x 120 mn). O6beANHEHHbIE 3KC-
TpakTbl BbicylMn (Naz2S04), KOHUEHTpMpOBanu B Ba-
Kyyme, a 0CTaTok noAaBeprnu xpomatorpadmm Ha cu-
nukarene c antonposaHnem 10% admpom/60-80 GeH-
3MHOM, MONYYMB yKa3aHHOe coefuHeHue B Buae Ge-
noro BewectBa (0,56 1, 57%).

'HNMR (CACl3)

6: 7,60-7,70 (m, 3H), 7,11-7,28 (m, 2H), 6,60 (d,
1H), 6,53 (s, 1H).

B) Twason [3,2-a]JuHaon-9«apboHoBas kmucnoTa

Tnason [3,2-aluHgon obpabotanu TpudTOpyK-
CYCHbIM aHIMApVUAOM, MpuUMeHsis cnocob m3 onwuca-
Hua 13a, nonyums 9-Tpudropauetun-tnason [3,2-a]
nHOon B BuAe TBepaoro sewecTtsa (95%).

'HNMR (CACl5)

6: 8,06 (sr.s, 1H), 7,94 (d, 1H), 7,69 (d, 1H), 7,39-
7,49 (m, 1H), 7,30-7,37 (m, 1H), 7,18 (d, 1H).

YkasaHHoe coeguHeHue (O16B) nonyyanu mn3 9-
TpudgTopaueTun-tmason [3,2-ajuHgona, npuUMeHss
cnocob u3 onucaHusa 13B, 1 ero n3onMpoBsanu B Buae
CBeTNO-NypnypoBoro Teepaoro selectsa (84%).

'HNMR (CACIx/d®AMSO)

6: 7,98-8,08 (m, 2H), 7,73 (d, 1H), 7,10-7,31 (m,
2H), 7,00 (d, 1H).

Onwucanwve 17

Metun 24-gumetnmimpumungo [1,2-aJuHpon-10-
kapbokcunat

[MepemellaHHbIi pacTBOp MeTUN 2-aMUHOUHAONM-
3-kapbokcunata (. ®opbec n gp., KypHan "Chem.
Soc.", MepkuH 1, 1992, 275) (0,25 r, 0,0013 monb) B
keunone (5 wmn) o6pabotanu 2,4-neHTaHANOHOM
(0,13 r, 0,0013 MOrb) 1 HECKOMNBKUMU KpUCTanMkamMu
4-TonyonoynboKMCNOTel U HarpeBann ¢ o6paTHbIM
XONoAWNbHUKOM B TeyeHue 2 yacoB. CMech KOHLIEH-
TpUpoBanu B BakyymMe, a OCTaTok pacTBOPUN B XIO-
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podopme (20 mn), npomblrm Bogom (2 x 20 mn), Bbl-
cyumnm (MgSOs) 1M KOHLEHTpWpOoBanu B BaKyyme,
NoNnyyMB yKasaHHOE COeAVHEHWE B BUAE KOPUYHEBO-
ro TBepgoro Bewectsa (0,25, 75%).

6: 8,58 (d, 1H), 8,09 (d, 1H), 7,52 (dt, 1H), 7,34
(dt, 1H), 6,53 (s, 1H), 4,06 (s, 3H), 3,03 (s, 3H), 2,68
(s, 3H).

OnwucaHve 18

Metun 1,2,3,4-tetparmgponmpummngo [1,2-aJun-
non-10«apbokcunaT

PactBop metun 2-xnopuHaon-3-«kapbokcunata
(O011a, 1,5, 0,007 monb) B THF (30 mn) B atmocde-
pe asota obpaboTtarm BOAOPOAMCTBEIM HaTpUEM
(215 mr, oT 80% macnsaHoin gucnepcuu, 0,007 1 morb)
1 nepemewmsanu B TedeHme 20 MUHYT.

Mony4eHHbIN pacTBop 06paboTany pactBopom 3-
6pomnponunamuna (0,0093 wmomb) B TOnyone
(15 mn), npn aTom obpasopancs 6enbii CTYyAEHUCTbIN
ocagok. 9Ty cmecb pasbasunu elle TeTparnapody-
paHom (THF) (30 mn) n HarpeBamm ¢ obpaTHbIM XO-
NoaumbHYKOM B TeyeHue 18 4yacoB, 3aTeM KOHLIEH-
TpUpoBanu B BakyymMe, a 0CTaTok A4OCTaTo4HO B36On-
Tann ¢ atunauetatom (40 mn) n 10% - pactBopom
Na2COsz (30 mn). OpraHn4eckunin crot oTAEnuu, Bbl-
cyunnm (Na2SOs4) M KOHLEHTpMpOoBanu B Bakyyme,
nonyyme TBepaoe BellecTBo. Ero nogseprnn xpoma-
Torpachum Ha cunukarene c 3novMpoBaHWEM 3dm-
pom/60-80 6eH3uHOM (1:1), Nony4MB Henpopearnpo-
BaBLUMA UCXOOHbIM MaTepuan (600 mr) n ykasaHHoe
coeavHeHve B Buae 6Genoro TBepAoro BellecTBa
(110 mr, 6%).

"HNMR (d®OMSO)

6:7,58 (d, 1H), 7,26 (er.s, 1H), 7,12 (d, 1H), 6,88-
7,05 (m, 2H), 3,98 (t, 2H), 3,73 (s, 3H), 3,38-3,46 (m,
2H), 2,08 (kBuHTET, 2H).

Onwucanwve 19

Metun nupumungo [1,2-aluHpon-10«ap6okeunaTt

MepemelwaHHbIN pacTBOp MEeTUN-2-aMUHONHLO-
3-kapbokcumaTa (M. ®opbec n ap., KypHan "Chem.
Soc.", MNMepkuH 1, 1992, 275) (0,5 r, 0,0026 monb) B
kcunone (10 mn) obpaboTtanu 1,1,3,3-TeTpameToKkn-
nponaHoMm (0,43 r, 0,0026 MOnb) ¥ HECKONLKMM M KpU-
cTannukamm 4-TonyoncynbgoKNCNoTbl U Harpesanu ¢
obpaTHbIM XONoAuINbHUKOM B TeyeHue 2,5 4yacos.
Cmech KOHLEHTpMpOBanu B Bakyyme, a ocTaTok pac-
TBOPUNN B Xropodopme 25 M), NpoMbInu Bogom (2 x
10 mn), Beicywmnu (MgSO4) M KOHUEHTpMpOBanu B
Bakyyme, MOMy4MB TEMHO-OpaHKeBoe TBepaoe Be-
wecteo. Ero ouMctnu nocpenctBom xpomaTtorpa-
1K Ha cunukarene c aNOMPOBaHMEM 3TUNaUeTaToM,
nonyuuB ykasaHHoe coeavHeHue (019) B Buae opaH-
XeBoro Teepgoro Bewectsa (0,23 1, 35%).

'HNMR (CACl3)

6: 8,68-8,78 (m, 2H), 8,57 d, 1H), 7,89 (d, 1H),
7,59 (dt, 1H), 7,45 (dt, 1H), 6,80-6,90 (m, 1H), 4,08
(s, 3H).

AKTMBHOCTb aHTaroHucTa peuentopa 5 - HTs

1). ToncTas Kuiika MOPCKON CBUHKM

MpuMeHAnn MoOpcKue CBUHKM - caMUbl BECOM
250-400 r. 13 6onee otoaneHHo oT LeHTpa obrnacTtu
TONCTON KWLWKK 6pann obpasubl CnreTeHW KuLley-
HOW NPOAOMbHOM MblLLbI AFTMHON NpuMepHO 3 cM. X
cycneHavpoBsanu nog Harpyskon 0,5 r B usonmposaH-
HbIX TKaHEBbIX BaHHaX, cogepxawmx pacteop Kpeob-
ca, koTopble 6ap6oTupytoT nocpeacteom 5% CO; B
O2 n nopgepxkusatoT npu TemnepaType 37°C. Bo
BCEX aKcnepumeHTax pactBop Kpebca Takke coaep-
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xan metvotenuH 107'M u rpaHNCceTpPoH 10°M ans
6nokupoBaHus acpcekToB Ha peuenTtopax 5 — HT4, 5
—HT2n5—-HTs.

[Mocne NOCTpoeHMst NPOCTON KPUBOW KOHLIEHTpa-
umsa - otBeTHas peakums ¢ 5 - HT n npumeHssa Bpems
KoHTakTa 30 cekyHO M UuKn JO3MpoBaHUS 15 MUHYT,
BbIOMpanu Takylo KoHueHTpauuto 5 - HT, 4TtoObl no-
nyynTb COKpalleHue Mbiwubl npuMepHo Ha 40-70%
MaKC/mym (10'9M npnbrmantensHo). 3aTeM B TKaHb
nonepeMeHHO BBOAUIU KaxXable 15 MUHYT 3Ty KOH-
ueHTpauuto 5 - HT n 3atem, BBOAMMM NPUMEPHO B
paBHOW cTeneHn apdeKTUBHYIO KOHLUEHTPAaLUMIO CTU-
MynsTopa HWKOTMHOBOrO pelenTopa, AumeTtunde-
HunnunepasnHa (OMPP). lNocne nonydeHuss cooT-
BETCTBYIOLLM X OTBETHbIX peakuuin Ha 5 - HT n OMPP
[06aBnsinM B pacTBOp BaHHbI MOBbLILIEHHbIE KOHLIEH-
Tpauuu npegnonaraemoro peuentopa 5 — HT4. 3atem
onpegenanm addeKkTbl 3TOro CoeanHEHVss B 3Hade-
HUW NPOLEHTa COKpaLUEeHUs MbILLLbIl, Bbi3biBAEMOrO 5
- HT vnun OMPP. Mo 3TuM gaHHbIM onpegensnm 3Ha-
yeHus plCso, BbIpaXkeHHbIE Kak log KOHLIEHTpaums aH-
TaroHMcTa, KOTopbi ymeHbLan Ha 50% cokpalleHve
MbiLLbl. CYMTAIOT, YTO COEAMHEHME, KOTOPOE YMEHb-
LWaeT oTBe THYIO0 peakumto Ha 5 - HT, a He Ha OMPP,
AeNCcTBYeT B KayecTBe aHTaroHucTa peuentopa 5 —
HTa.

CoeavHeHns 6blnm apeKTUBHBIMM NPU KOHLEH-
Tpaumm obbiuHO B npepenax nopsgka plCsy = 7 nnm
6onblwe, npuyem E1, E2, E4, E6, E8, E15 n E27 no-
Ka3blBalOT OCODEHHO XOpOLUY0 aKTUBHOCTL, Korga Y
npencrtaendet 0, a E3, E20, E23 n E28 gemoHcTpu-
pytoT 0cOB6eHHO XOpPOLLY0 aKTMBHOCTb, Koraa Y npea-
craensieT NH.

2). MNpepacepane nopoceHka

CoeguHeHust GbIMM UCTbITaHbl HA Camonpou3-
BonbHoe OwueHne cepgua y nopocat (Naunyn -
Schmiedeberg's Arch. Phamacol, 342, 619-622).
3HayveHune pKs (Hog10Ks) ANa coeamHeHus n3 npume-
pa 3 6bino paeHo 10,05.

3). MnweBoA y KpbIChbI

Cnusnctyto 060MoYKy MbILLEYHOW pyballky nu-
lweBoda y KpbICbl MccregoBarm B COOTBETCTBUMM CO
cnocobom, omncaHHbiIM B nybnukaumm bBakctepa wn
ap., B Naunyn-Schmiedeberg's Arch. Pharmacoal, 343,
439-446 (1991).

BHyTpEHHI0I0 MagKylo MbILEYHYI0 TPYOKYy cnu-
3MCTOW MbILIEYHON OBOMOYKM M30mMpoBamm Ons no-
Ny4EeHNs 3anncu U3OMEpPHOro pacTsHKEHWss B Hackbl-
LweHHoM kucriopogoM (95% Oof 5% CO») pactBope
Fyrodes npu TemnepaTtype 37°C. Bce akcnepumeHThbl
npoBOAUIM B NpenapaTax, npeasapuTensHo obpabo-

TaHHbIX naprumHoM (pargyline), (100 MkM B TeueHwve
15 MUHYT C nocregylowmm BbIMbIBaHWEM) U B Mpu-
cyTcTBuM KokauvHa (30 MkM). Peakumto penakcaHTa Ha
5 - HT nonyyatoT nocne npeaBapuTENbHONO COKaHWS
TkaHu nnwesoaa kapbakonom (carbachal) (3 MkM).

4). NMoaBWKHOCTL CYMKW Xenyaka y cobaku Bbl-
3BaHHas peuentopom 5 — HT

CoeavHeHMa ucnbiTanu Ha UCKIYeHe NOABWK-
HOCTM XXeNyAOoYHOW CYMKM, NPUMEHSS MEeTO UCTbITa-
HUS in vivo, onncaHHbI B ctatbe "CTMynupoBaHve
NOABWKHOCTY Xernyaka y cobaku nocpenctsom BRL
24924, HOBbI areHT Ansi UCKINIYEHUst NOoABWKHOCTU
xenyaka", bepmynes n ap, XypHan 1990, 2 (4), 281
— 286.

McnbiTanme in vivo Ha aKTUBHOCTb, BbI3bIiBaOLLYIO
©6€ecnokoncTBO NN TpeBOry

WcnbiTaHve Ha onpefeneHue B3avMOOTHOLLEHWIA
Mexay Kpblcamu Npu Ux obLeHnn

Kpbic (Myxckaa ocobb, Sprague Dawleys, Char-
les River, Becom 250 - 300 r) nomewatoT rpannamu u3
BOCbMMW LUTYK B KOMHaTYy, rAe UX BblAEPXUBAKOT B Te-
YyeHMe 5 gHen. 3aTemM MX NOMeELLAKT OTAENbHO B
KOMHaTy, PacriofioOXeHHYI0 CMEXHO C 3KCNepuUMeH-
TanbHOA KOMHATOW, HAa 4 OHA OO TOro OHA, Korga
Ha4HYT NpoBefdeHVe aKcnepuMeHTa. B geHb npose-
OEeHUs 3KCepUMeHTa KpblcamM BBOASIT HOCUTESb, UC-
NbiTbiBAEMOE COEAMHEHME UNKU GeH3oamasenMHoBoe
BOo3OyxJatollee CpeacTBo, Xlopauasenokcua, p.o.
napavm (n = 8 - 16) ¢ MHTepBanamu B 15 MUHyT, Ha-
ynHasa ¢ 10 yacos ytpa. Yepes 30 MUHYT X nome-
AT MOoMapHO C CamMKamMmu C OJMHaKOBbIMU BECOBbI-
MW KaTeropusmu (ocobu B nape BCTpeYaloTcs Brep-
Bbl€) B SLLWMK, YCTAHOBMEHHbIN B OTAENLHOW KOMHaTE,
Onst UccriefoBaHUs UX peakLuumn npy obLeHmn. Awmk
M3roToBneH u3 matepmana Perspex 6enoro ugeTa u
umeeT pasmep 54 cm x 37 cm x 26 cm, Npuyem OH
BbIMONIHEH C MpO3pavyHON nepeaHein CTEeHKOW u3
Perspex un y Hero oTcytcTByeT Kpbliwka. lMon B sluke
pasfgereH Ha 24 kBagpara, U LMK SpKO OcBeLlaeTcst
(115 mokc). B nocnegytoume 15 MUHYT Ha BUAEOMO-
HUTOpPE C AUCTaHLMOHHLIM yrpaBreHMeM yBUAENM,
YTO Yy XXMBOTHbIX NOSIBUNOCL aKTUBHOE MOBeAEHWE
(npuxopawmBaHune, 06HIOXMBaAHWE, MOMN3aHNE CBEPXY
unuM BHU3Y, xoabba Apyr 3a ApYyroMm, NOKyCbiBaHMeE,
nasaHve u gpaka). Bo Bpems ucnbiTaHus Takke OT-
MeuyaloT U CyMMUPYIOT KONIMYECTBO KBaapaToB, nepe-
CEeYEHHbIX KaKA0W Kpblicol. Mocne 3aBepLUEHUS Kax-
O0r0 UCMbITaHUA ALWMK TLWATENBHO NPOTUPAOT.

CoeguHenue E3 yBenuuusano obLiee KonmyecT-
BO OTMEYEHHOro B3aVMOJEWCTBUSA B npejenax WH-
TepBana gosbl 0,01-10 mr/kr p.o.

Or "YkpaiHCbkuin iIHCTUTYT NpOMUCNOBOT BNacHocT" (YKpnaTeHT)
YkpaiHa, 01133, Knie-133, 6ynbB. Jleci YkpaiHku, 26
(044) 295-81-42, 295-61-97

MignucaHo oo apyky
Ob6car

o6n.-ena. apk. Tupax 50 npum.

2001 p. dopmat 60x84 1/8.
3am.

YkpIHTEI, 03680, Kuis-39 MCIT, Byn. Nopbkoro, 180.
(044) 268-25-22

20



