3rigHO 3 BMHaxX04OM 3anpornoHOBaHO NoxigHi 6eH3onipaHy, ix apmaueBTMYHO NPUIRHATHI CoMi Ta conbBaTtu,
LLO BUSIBMSKOTb @HTArOHICTUYHY aKTUBHICTb BiJHOCHO NEVKOTPieHY, a TaKoX CNOCiO BUFOTOBMEHHS LMX NOXIAHUX Ta
cnocib ix TepaneBTMYHOIO 3aCTOCYBaHHS.

[o6pe BigoMo, Wo GinbLWiCcTb enko3aHoiaiB, NpocTarnaHanHIB, NEVKOTPIEHIB Ta CNOPiAHEHNX CNOSYK MOXOAATh
3 XMpHOi kmucnotm 3 20 atomamu kapboHy Ta 4 HeHacuyeHMMU 3B'A3kamy y naHutory - apaxigoHosoi (AK), ska
OOKOPIHHO ecTepudikye y 2-MOMoXeHHi rigpokcun rmiuepuHy 3 docdoninigis kNiTMHHUX MembpaH, 3 Skux BOoHa
BUBINbHAETLCA NiA Aieto ninasu, ocdoninasm Az (PJ1A2) ("CRC Handbook of Eicosanoids fnd Relative Lipids” vol.
2, Ed. AL. Willis, CRS Press Inc., Florida (1989)). MNicns BueinbHeHHa AK meTabonidyeTbCs y ccaBLiB rOfIOBHUM
YMHOM [ABOMA PisHUMUK LWnsaxamu abo depmeHTHUMKM cuctemamu. [ig Aieo LMKNookcMreHasn BOHa YTBOPHOE
npocrtarnaHaMHn Ta TpombokcaHun, 3 sikmx HanBaxnueiwi PGE2 1a TxAc, ki GesnocepedHbO BKIIOYEHO MpwU
3ananeHHsx (Higgs et ak. Annals of Clinical Research 16, 287, (1984)). INig aieto ninokanreHasn BoHa YTBOPHOE
NENKOTPieHN, 3 AKMX HamBaxnueiwmi LTBs4, Ta nentma-nenikoTpienn LTCs, LTDs Ta LTE4. Bci BOHM Takox
BKMIOYEHI y peakuii 3ananeHHs, BUSBNAIOYU XEMOTaKTUYHY aKTUBHICTb, CTUMYMIOYM CeKpeuilo ni3ouMHUX
depMeHTIB Ta rpatoum BaxnuBy posb npu 6e3nocepeHix peakujsx rinepyytnmeocTi (Bailey and Casey, Ann. Rep.
Med. Chem., 17 203 (1982)). JlevikoTpieH LTB4 € cCnbHMM XeMOTaKTUYHMM areHTOM, KA NPOMOTYE iH(INbTpaLito
nenkoumTiB Ta iX HacTynHy rpaHynsuito (Salmon et al., Prog. Drug. Res., 37 9 (1991)). Jo6pe Bigomo, wo LTC4 Ta
LTD4 cunbHO BNnMBatoTb Ha cTaryBaHHsA O6poHxiB niogmHu (Dahlen et al., Nature, 288 484 (1980)), npusBoasuu oo
3BY)KEHHSI AUXanbHUX WNAXiB NPy 3ananeHHax Ta BupobneHHs cnndy (Marom et al., Am. Rev. Resp. Dis., 126 449
(1982)), omke, BOHM 3agiaHi y naToreHesi 6poHxianbHOI aCTMU, XPOHIYHUX OPOHXITIB, anepriYyHNX PUHITIB TOLLO.
MenTna-nenkoTpieHN TakoX NPU3BOASATs [0 TpaHccydauii KpoBi, BUKIUKaHOI 3POCTaHHAM MPOHUKHOCTI CyaWH
(Camp et al., Br. J. Phamacol., 80 497 (1983)), BOHU TakoX BKMOYEHi Y AesKi Taki 3ananbHi xBopobu, sk aTonivyHa
ek3ema Ta ncopia3. 3 iHWoro 6GoKy, crnocTepiranu gesiki BNAMBM MENTUA-NENKOTPIEHIB Ha CepLeBO-CYANHHY
CUCTEMY NIOAMHMU; iX, TONMOBHMM YMHOM, BKIHOYEHO OO NaToreHesy iWweMiyHoi kapaionarii. Take BiAHOLLEHHS
niagTBEepHKYIOTL hakTW, IO KOPOHapHi apTepii 3gaTHi BUpobnaTu ui meaiatopn (Piomelli et at., J. Clin.Res., 33
521A (1985)). Li BnnuBm pa3om 3 CUMbHUMU CKOPOYEHHSMM, LLO CMOCTEpIraloT Y TKaHUHI cepus, BUKITUKaHUMK
LTC4 1a LTD4, nigTBEpmMXYIOTH, WO Ui MediaTopy MOXYTb MPU3BOAUTM OO0 TaKMX iHLWMX CepLeBO-CYAUHHUX
po3nagiB, K KOpOHapHMIA crnasMm, cepLeBa aHadinakcis, uepebpanbHa BogsHka Ta €HAOTOKCUYHUIA LLIOK.

3 BMLUECKA3aHOro SICHO, WO perynsuis GionoriyHoi akTMBHOCTI NEVKOTPIEHIB cronykamu, Wo iHribyloTs ix
BMBINbHEHHA abo € X aHTaroHictTamy, € HOBUM (byHKLiOHaNbHUM NiAX040M A0 NnonepempKeHHs, NoM'aKLLeHHst abo
MONIMLWEHHS Pi3HMX anepriyHmx, aHainakTMYHUX, 3ananbHUX Ta TPOMOOTUYHUX CTaHIB, B SKUX MPUIAMat0Tb ydacTb
Taki megiaTopu.

Y niTepaTypi onucaHo Oesiki CMOMNyKM, WO MOXHA BBa)XaTtwu, CTPYKTYPHO noAibHumm crnonykam 3rigHo 3
BMHaxXo4OM, a KpiM TOro, siki MatoTb iHriOytounin BNuB Ha nerkoTpieHn. Toda et al. (EP 173516) onucanu N-[4-
okco-2-(1H-5-tetpasonT)-4H-1-6eH3onipaH-8-in]-4-i(4-peHinbytokcn)oeH3amia Ta MOro NoOXigHi  SK  CUIMbHI
aHTaroHiCTM NenKoTpieHiB. YCi Ui NoxXigHi MaloTb amigHy Yv TioaMigHy rpynu y Mornekynax B sIKOCTi MiCTka MK
ninodpinbHMM YrpynyBaHHAM Ta kapOOUMKITOM, LU0 BKIOYAE KUCMOTHE yrpynyBaHHsA. OTKe, CNonyku, poskpuTi y
LUbOMY BWHaxoAi, OKPIiM iHLWMX (PYHKUIOHANbHUX TPYN Ta MICTKIB MK iHWUMW MioiNbHAMM Ta MNONAPHUMMU
VTP YNOBYBAaHHAMM MOXYTb BKMOYaTM amign, a B iHLUMX BUMadKax Taki NOXiAHI He BKIHOYEHO Y 3aranbHy opmyny
nateHTy Toda et al. 3 iHworo 6oky, NoxigHi 3rigHO 3 BUHAX040M MatoTb SIK MepeBary AyKe BUCOKY BioakTUBHICTb
npu nepoparnsHOMY BXUBaHHI BHacnigok ix MeTaboniyHoi Ta XiMiyHOi cTabinbHOCTI.

3 iHworo 6oky Huang F.C. et al. (mateHtn CLWIA 4977162 T1a 5082849) onucytotb 4-okcro-7-[[3-(2-
xiHoniHMeTokeun )dpeHinlmeTokcn]-2-(1H-5-teTpasonin)4H-1-6eH3nipaH  Ta  1Oro  nNoxiaHi sk MOTEHLUiMHI
nenkoTpeiHOBI aHTaroHicTW. Bei Ui cnonykn € NoXigHUMK XiHOMIHY, WO BKMOYaKTb eTepu, TioeTepu, Cyrbdokenam,
CynbdOoHM, aMian, KETOHU, BiHINEHN Ta aMiHM AK MICTKM MbK XpOMaHOBMM abo eKBiBaNeHTHUM reTepOoLUKIIOM 3
KNCMOTHOK DYHKLIE Ta XIHOMIHOBMICHUM ninodinbHUM yrpynyBaHHAM. OTxe, Taki Cnonyku BiApi3HAIOTLCA Bif
CMONYyK 3rigHO 3 BMHAXOAOM, OCKifbKW Yy 3aranbHy copmyny iX BKMOYEHO XiHOMIH, SKMA He NpeAcTaBreHo Yy
3aranbHin dopmMyni Cnonyk 3rigHo 3 BUHaxo4oM Ta y dopMyni BUHaxoay.

OpHak, ofepkaHHA Cronyk 3 BWCOKOK aHTarOHICTUYHOK aKTUBHICTIO [0 JEeVKOTPIEHIB Ta rapHoOH
GioakTMBHICTIO NpW nepopanbHOMY 3aCTOCYBaHHI € MOKWU LU0 Hepos3B'd3aHol npobrnemoto Ana Bijomux 3apas
aHTaroHicTiB. 3riiHO 3 BMHaxo4OM 3anpornoHOBaHO Cepild HOBUX CMOMYK, LIO BUSBMSKTL BULLE3ragaHy
aHTaroHiCTUYHY Ait0 Ta rapHe 3aCBOEHHS NPU NepoparnbHOMY 3aCTOCYBaHHI i KOPUCHI y Tepanii.

3rifHO 3 BMUHaxo4oM 3anpornoHOBaHO HOBI NOXiAHI 6eH3onipaHy 3aranbHoi dopmynu |
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U - atom okcureHy um cynbgypy abo rpyna NR”, B akinn R” - rigporeH um C1.4ankin, sik BapiaHT, R” moxe 0Oytu
3aMiLLEeHO 3aMiCHMKOM, IO MICTUTb A, KONu Lier 3aMiCHVK NpueaHaHo 4o 6eH303NNTOro reTepoLmKiy Y NONOXKeHHi
1;

Z-Y - aBa 3'egHaHi pa3om NPOCTUM 4/ NOABINHUM 3B'A3KOM aTOMU KapOoHY;
T - npoCTUiA 3B'A30K, METUIIEHOBA UM KapOoHinbHa rpyna;



i pe:

3aMiCHUK, WO MiCTUTb A, NpuegHaHo OO0 Oyab-sikoro 3 MOXNUBUX nonoxeHb 1, 2, 3 un 4 GeH303nuTOoro
reTepouvKny;

3aMiCHUK, WO MicTUTb C, MpreaHaHo 40 NONOXKEHb 6 UM 7 BEH303MMTOrO reTEPOLIVKITY;

0) deHin
3 RS
2 , %(
i 2 §
6
e 3aMicHuK, Wo MicTuTb C, npuegHaHo 4o NonoxeHb 3, 4 um 5;
C - Gipagukan, kv npeacTaBneHo:
a) konu B - 6eH303nnTUI reTepouuks, rpynamu -CONR’-, -CSNR'-, -SO:NR'-, -CH,0-, -CH=CH-, B sikux R -
rigporeH 4n MeTun;
©) konu C - doeHin, rpynamu -SONR'- -CHzO- -CH=CH-, ne R’ - TiAPOreH Yi MeTus;
D - 5-TeTpasonin a6o rpyna -COOR®, ge R® - rigporen um Cisankin, abo deHin ankin 3 mMeHwe, Hik 10
aTomamu Kap6OH£Y
R R2 R R TaR He3asneXXHoO OOMH Bi4 OAHOIO - rigporeH, ranoreH, Ci.sarkin, -OCHsz a6o -OH;
m Ta n=1 4.
3rigHO 3 BMHaxo4OM TaKOX 3anpOMOHOBAHO CMOCIO BUIOTOBMEHHs MOXigHUX OeH3onipaHy, a TakoXx iX
BMKOPUCTaHHS y Tepanii.
[o pamok BMHaxody TakOX BKIIOMEHO cofbBaTM Ta hapMaueBTUYHO MPUAHATHI coni cronyk dopmynu i,
ocobnmeo coni gopmynu la
Rz

—

R\ A
@—(CH;}m—A—{CHﬂn"—B—C \ 7/

o] 0

+ o-

ge M - kaTioH nyxHoro MeTanMy, Hanpuknaz, HaTpito 4M kanito, abo Yacika KaTioHa NyXKHO-3eMeNbHOro
meTany, Hanpuknag, 1/2(kanbujito 4s Mardito) ane noxXigHWM BiA aMiHIB 4N aMOHil0 KaTiOH, Hanpuknag,
€TaHONaMOHIl, AieTaHONaMOHil, TpieTaHONaMOHIN, TPUC(MAPOKCUMEeTU)METUIAM OHINA.

Cnonyku cpoplvlynm I MOXYTb MaTu OAWUH 1M Ginbe acMMEeTPUYHNX aTomiB KapOoHY Yy CBOIN CTPYKTYpI.
BuHaxig Bkntovae yci MO)KJ'IMBI CTepe0|3omepV| a TaKoX iX CyMilLLi.

B kpawmx cnomnykax R R?- rigporeH, cnyop un xmop, a D - 5-TeTpasonin abo rpyna -GOOR®, ne R®
rigporeH, MeTun, eTnn um 6eH3|/|n

B kpawmx cnonykax Takox B - 6eH3o3nutuin retepounkn, a C - rpynu CONR abo -CH=CH-.

B iHWKMX Kpalwwm x cnonykax %)opmynw i B - deHin, a C - rpynu -SO.NR'- -CHzO- abo -CH=CH-.

B Halkpawmx cnonykax R” - rigporeH um metun, a C - rpynu -CONR - a6o -CH=CH-, m 1a n=1-2, B -
6eH303nNnTUn reTepoumkn, B skomy Z-Y - ABa 3'eqHaHi pa3oM NOABIMHUM 3B'A3KOM aToMu Kap60Hy, - npocTtuin
3B'A30K 4K KapOoHinbHa rpyna, U - rpyna NR®, B sikiit R® - rigporeH 41 metun, abo R® moxe Oy™ 3amillgHo
3aMicHUKOM, WO MicTUTb A, i AOe 3amicHuk, wo Bkmovae C, NpuegHaHO Yy NOMOXeHHi 6 go ©6eH303nmMToro
retepouvkny, a 3aMiCHVK, LLO BKIOYaE A, np1esHaHo Ao 6eH303r|V|Toro reTepouMKIy y NONOXeHHi 1 un 2.

B HaVIKpaLLI,I/IX crnonykax dopmynu | Takox R®- rigporeH, R*- rigporeH, dryop, Xnop, MeTun 4 metokemn, C -
rpynu -CONR’- a6o -CH=CH-, m 1a n=1-2, B - 6eH303nuT1n retepoumkn, B skomy Z-Y - aBa 3'eaHaHi paaoM
NPOCTMM 4/ NOABINHMM 3B'A3KOM aToMu KapBoHy, T - NpoCTWIA 3B'A30K YM MeTUrneHosa rpyna, U - aToM OKCUreHy, i
e 3aMicHVK, Wwo Bkntoyae C, npuegHaHo y NONOXeHHI 6 A0 6eH303MMTOro reTepouukny, a 3amMiCHUK, L0 BKIIOYae
A npueaHaHo Ao ©6eH3o3mmToro retepoLkny y NONOXEHHI 2 3rigHo 3 BULUEHaBeAEHO0 Hymepauieto.

B Hamkpawmx cnonykax 3aranesHoi dopmynu | Takok C - rpynu -CONR’- a6o -CH=CH-, n=0, m=3-5, a B -
eHin, B AKOMYy 3aMmicHuKu, wo Mictam A T1a C, npuegHaHo A0 dieHiny y BiANoOBiAHOMY BiAHOCHOMY napa-
NOMOXEHHi.

Hankpau cnonykun coopmynu | 3rigHO 3 BUHaxo40M BKMOYaloTh:

8-[2-(6eH3unokcmeTn)xpomaH-6-kapbokcamigol-4-okco-4H-1-6eH3onipaH-2-kapboHoBa KUCroTa;

N-[4-okco-2-(1H-5-TeTpa3onin)-4H-1-6eH3onipaH-8-in]-2-(6eH3nnokcMme Tun)xpomaH-6-kapbokcamia;

8-[2-(3-dperinnponin)xpomaH-6-«apbokcamifo]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa kncnoTa;

N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH30onipaH-8-in]-2-(3-cheHinnponin)xpomaH-6-«kapbokcamia;

8-[2-(6eH3unokcmeTn)beH3odypaH-5-kapbokcamiao]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa KUCOTa;

8-(2-6eH3nnokenmeTnn-2,3-aurigpobeHsodypaH-5«apbokcamino)-4-okco-4H-1-6eH3onipaH-2-kapboHoBa
KMCnoTa;

N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH30nipaH-8-in]-2-6eH3nnokcumeTmn-2,3-gurinpobeHsodypaH-5-
Kapbokcamig;

8-[2-(3-dpeninnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa
KMCroTa;

N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH30onipaH-8-in]-2-(3-dbeHinnponin)-2,3-aurigpobeH3odypaH-5-
kapbokcamig;

8-(2-6eHsunntiomeTMn-2,3-gurigpobeH3odypaH-5-kapbokcamino)-4-okco-4H-1-6eH3onipaH-2-«apboHoBa
KMCroTa;

8-[2-(4'-chnyopOeH3unokcumeTnn)-2,3-guriapobeH3oypaH-5-kapbokcaminol-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa KucnoTa;

N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH3onipaH-8-in]-2-(4'-conyopbeHannokcumeTnn)-2,3-
avrigpobeHsodypaH-5-kapbokcamis;



8-[7-xnop-2-(3-derinnponin)-2,3-anrigpobeH3odypaH-5-kapbokcamigo]-4-okco-4 H-1-6eH3onipaH-2-
KapboHOBa KUCMOTa;
8-[2-(3-dpeHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamino]-6-cnyop-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa KUCnoTa;
8-[4-xnop-2-(3-deninnponin)-2,3-anrigpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-
KapboHOBa KUCMoTa;
8-[6-xnop-2-(3-cbeHinnponin)-2,3-guriogpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa KUcrnoTa;
N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH3onipaH-8-in]-1-(4-deHinbytnn)-3-metnningon-5-kapbokcamia;
8-[[4-(4-deHinbyTOKCH )dheHIN]MeTnnokcul-4-okco-4H-1-6eH3onipaH-2-kapboHoBa K1cnoTa;
8-[[4-(4-deHinbyTOKCH )dheHin]cynbdoHinamiHo]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa KMCoTa;
8-[(E)-2-[4-(4-dpeHinbyToKcK)dbeHinleteH-1-n]-4-okco-4H-1-6eH3onipaH-2-kapboHOBa KMCNOTa;
8-[(E)-2-[4-(4-deHinbyToKCM)dDeHin]eTeH-1-in]-4-okco-2-(5-1H-TeTpasonin)-4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-(4-donyop cheHin)OyTokcu]deHinleteH-1-in]-4-okco-4H-1-6eH3onipaH-2-«apboHoBa kucnoTa;
8-[(E)-2-[4-(4-cpnyopdeHinbyTokcu)deHinleten-1-in]-4-okco-2-(5-1H-tetpasonin)4H-1-6eH3onipan;
8-[(E)-2-[4-(4-dpeHinbyToKCK)-2-cbnyopdeHin]eTeH-1-in]-4-okco-4H-1-6eH3onipaH-2-«kapboHoBa K1cnoTa;
8-[(E)-2-[2-(4'-donyopbeHaunokcumeTun)-2,3-gurinpobeH3odypaH-5-injeteH-1-in]-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa KUCrnoTa;
8-[(E)-2-[2-(4'-cbnyopOeHannokcumetun)-2,3-gurinpodeH3odypaH-5-injeteH-1-inl-4-okco-2-(5-1H-Tetpasonin)-
4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-(4-xnopdeHin)byTokcu]deHin]eTeH-1-in]-4-okco-2-(5-1H-Te Tpasonin)-4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-(4-meTnndpeHin)byTokcu]deHinleTeH-1-in]-4-okco-2-(5-1H-TeTpasonin)-4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-(4-meTOKCenDeHIN)OyTOKCH]heHin]eTeH-1-in]-4-okco-2-(5-1H-TeTpasonin)-4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-[4-(i3onponin)deHin]oyTokcu]deHinleteH-1-inl-4-okco-2-(5-1H-teTpasonin)-4H-1-6eH3onipaH;
8-{{E)-2-[4-[4-[4-(T-6ymnn) cpeHin]byToKCcKn]beHinleTeH-1-in]-4-okco-2-(5-1H-TeTpasonin)-4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-(4-xnopdpeHin)nponinokcn]deHinleteH-1-in}-4-okco-2-(5-1H-Tetpasonin)4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-(4-conyop dpeHin)nponinokcu]deHinleteH-1-in]-4-okco-2-(5-1H-tetpasonin)-4H-1-6eH3onipax;
8-[{E)-2-[4-[4-(4-meTundpeHin)nponinokcu]deHinleteH-1-in}-4-okco-2-(5-1H-TeTpasonin)4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-(4-meTOKCenbeHin)nponinokcu]deHinleteH-1-n]-4-okco-2-(5-1H-teTpasonin)4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-[4-(i3onponin)deHin]nponinokcv]deHin]eTteH-1-in]-4-okco-2-(5-1H-teTpasonin)-4H-1-6eH3onipaH;
8-[(E)-2-[4-[4-[4-(T-6yTnn)dbeHin]nponinokcu]deHin]eTeH-1-in]-4-okco-2-(5-1H-teTpasonin)4H-1-6eH3onipaH;
a TaKoX sik ecTepy KapOOHOBMX KUCMOT, ONWCaHi y Nnpuknagax.
3rifHO 3 BUHaxo4oM Crnonyku 3aranbHoi opMynu | oTpuMYIoTe 3a OOHVM 3 HKYeHaBedeHnX cnocobiB:
a) konu y 3aranbHivi dopmyni D - COORS®, BuxigHa crnonyka copmynu |l
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pe R® - sanuwok R® 3a BUHATKOM rigporeHa, y MPUCYTHOCTI TaKOro arnkokcuay, ik MeTOKCUA Y/ eTOoKCvA
HaTpilo, Y TaKOMY NpuaaTHOMY PO34YMHHUKY, SIK ClUPT, 3 SKOrO YTBOpPEHa BiAnoBigHa OCHOBA, €TUITOBUNA eTep,
TeTparigpodypaH abo ix cymiw, npu tfemnepatypi 50-85°C npoTtarom 3-18 roavH. YTBOpeHy cnonyky 1V

==\ _R?

H‘ e /
s \ Sy s
. AR {CHz) A—({CHp)y—8~—C
& o \ 7 (coong

1% HO
o 0

nigaaTs 06pobLi KOHLEHTPOBaAHOK YM PO3BEAECHOK0 COMSHOK KMCNOTOK Y TaKOMY MPUAaTHOMY PO3YMHHUKY,
SIK eTaHOI, MeTaHon, TeTparigpodypaH 4m ix cymiwl, npu Temnepatypi Big 25°C A0 KUMiHHA PO34YMHHUKA NPOTSAroM
1-24 rognH 3 yTBOPEHHAM crnonykn V
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R%°CQC
sika 36iraetbca 3 |, konm D - COOR”, a konu 'y coopmyni | D - COOH, ii nepeTBoptotoTb B | BuAaneHHsm rpynm
R® NYKHUM TiaponiaoM 06pobKo Takol NpMAATHOK OCHOBOH, SK MAPOKCWUA TiTilo, HATPIO YW Kanilo y BOAHOMY
PO34MHi, Yy TaKOMy NpUZATHOMY OpraHiYHOMY PO34uHI, Ik MeTaHon, eTaHon, TeTparigpodypaH, npyu TeMnepaTypi
Big 0°C 8o KuniHHA po3dnHHKuKa npoTtsarom 0,5-18 roguH.
©0) konu y 3aranbHi dopmyni D - 5-TeTpasonin, BuxigHa cnonyka cdopmynu Vi
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ne R1, R2, A B, C, m Ta n no3HayeHo BULLE, pearye 3 a3MAoOM HATPil0 Y MPUCYTHOCTI Takoi M'SAKOT KUCMOTK, siK
XropuA aMOHil0 UM NipUAWHIIO, Y TaKOMY NpUAATHOMY PO34YnHHUKY, K N,N-gumeTundopmamia, npn Temnepatypi
Big 25°C 00 KMNiHHA pO34YMHHUKA NPOTAroM 1-24 rognH 3 yTBOpeHHAM crnonykuy VI
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sika 36iraetbca 3 I, konu D - 5-TeTpasanin,
B) 3a anbTepHaTUBHUM CNOocob0OM BUFOTOBMEHHS CNONyku 3aransHoi dopmynu |, B skin C - -CO-NR’, BuxigHa
crnonyka Vi
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— VIII
e R1, A, B, m Ta n no3Ha4eHo BuLLEe, pearye 3i cnonykoto IX
0
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ne R? 1a R’ nosHaueHo BuLwe, a E 36iraetbea 3 D B |, korm D - COORS, a konm y copmyni I D - COOH, E
MICTUTb NpuAaTHY rpyny, WO NPOTeKTye KapboKannbHY, Hanpuknag, MeTUoOBMI, eTUNOBUA Yn BeH3NNoBuiA ectep.
Peakuito mbx VIl Ta IX npoBoasaTs, BUrOTOBMBLUM crnovaTky Xnopadrigpua cnonyku VI npu Hagnuwky
okcaninxnopuay, npu temnepatypi 50-80°C npotarom 0,5-1,5 roavH 3 HacTynHow B3aemogieto 3i cnonykoto X'y
NMPUCYTHOCTI Takoi OCHOBW, fIK TpieTunamiH, 4-gumeTvnamiHonipyavH abo nipuavH, y TakoMmy npugaTtHoMy
anpoTOHHOMY PO34YMHHKKY, AK Xnopodopm, MeTuneHxnopua abo N,N-gumetundopmamia npu temnepatypi O-
40°C npoTtsrom 3-24 roguH. OTpumaHa cnonyka X
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X

3biraetbes 3 |, konu y coopmyni | C - -CO-NR7-, abo ii nepeTtBoptotoTb B I, ae C - -CO-NR7-, BUOANEHHAM
Oynb-sikoi COOH-npoTekTytouoi rpynu, Wwo npucytHa B E, omke, korm E - Hanpuknag, MeTMnoBUin Yi eTUNoBUIN
ecrtep, il MOXXHa BUOANUTU MYKHUM Tigpori3oM, sk BuLleonucaHo ansa cnonyku |, B akin D - COOH, nounHatoum 3
V.

r) 3a cnocoboM BUTOTOBMEHHSA cronyku 3aransHoi dopmynu |, B kit C - -CH20-, BuxigHa cnonyka copmMynu
Xl

R\
Q— {CHg)— A~ (CHa)y—B—CHz—X
= 5t

pe R', A B, m Ta n noaHaueHo BuLLe, a X - aToMm xnopy 41 6pomy abo ankin- un apuncynsdoHaTHa rpyna,
pearye 3i cnonykoto Xl|
0
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ne R? 1a E nosHaueHo BuLLe, y NPUCYTHOCTI Takoi OCHOBM, AK rigpokcud, ankokeva abo kapboHaT meTany, y
TakoMy NpuaaTHOMY PO34MHHUKY, K eTaHon, MeTaHon abo N,N-gumetundopmamig npu 25-80°C npotarom 548
roavH. OtpumaHa crionyka Xl
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36iraetbea 3 |, konu y dopmyni | C - -CH20-, abo ii nepeTeoptotoTh B, ge C - -CH20-, BupaneHHsam 6yab-akoi
COOH-npoTekTyto4OT rpynu, Wo npucytHa B E, omke, konn E  -Hanpuknag, METUMOBMIA Yi €TUIOBUN ecTep, il
MOXHa BMOANUTU NYKHUM TFigponi3oM, SK BULLEONMUCaHO AN BUroToBneHHs cnonyku I, B skin D - COOH,
noynHatoum 3 V.

) 3a crnocoboM BWUFOTOBIEHHSI CMOMyku 3aranbHoi cdopmyrm |, B sikin C - -SO:NR’-, a A — oKcureH um
cynbdyp, BUXigHa cnonyka copmynu X1V
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ae R? R’, B, E Ta n no3HaueHo BuLE, @ A- oKcureH uu cynbdyp, pearye 3 XV
Rl
™\ (CHm—X

N v
ae R X, Ta m no3HayeHo BuLle. Peakuito Mk XIV ta XV npoBoasATb, BUTOTOBMBLUM CNOYATKY Ciflb peakLjieto
XIV 3 Takotw npupatHot Ana pKa cnupTy uM Tiony OCHOBO, K rigpua, rigpokcua, ankokemp abo kapboHaT
MeTany, y TakoMy npuaaTtHOMY PO34MHHUKY, AK TeTtparigpodypaH abo N,N-gumetuncdopmamia npu 25-80°C
npotarom 2-18 rognH. OTpumara crnonyka XVI
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36IFa€TbC$| 3 |, konun y cpopmyni | C - -SC:NR’-, a A - oKCHreH um cynbdyp, abo ii nepeTtoptotoTs B |, e C - -
SONR’-, a A - oKCUreH um cynbayp, BVI,D,aJ'IeHHHM 6yab-akoi COOH-MpoTekTyo4OT rpynun, Wo npucytHa B E,
omKe, konu E - Hanpuknag, MeTMNOBUIA 4M €TUIOBUIA ecTep, ii MOXHa BUOANMUTU NYXKHWM T[igpori3oM, $K
BMLLEOMNMCaHO A BUrOTOBMEHHS cnonyku |, B sikini D - COOH no4ynHatoum 3 V.

e) cnonyKy 3aranoHoi ¢opmynu |, B ki C - -CSNR’-, BAroTOBNSIOTL 3i cnonyku dopmynu I, B akin A - -
CONR’- , 06pobkoto peareHToM JloyccoHa B ymoBax, onmcanux y nitepatypi (Clausen et al., Tetrahedron, 37 3635
(1981)).

3a BaxaHHAM MaTu KOHKPETHY Cinb 3aranbHoi dpopmynu | cnonyky | moxHa o6pobutn npuaaTHO Anst LbOoro
OCHOBOHK YM iOHOOOMIHHUKOM 3BMYalHMMK cnocoBamu. Omke, Hanpuknag, | MoxHa 06pobuTK riAPOKCMAOM HaTpIto
abo Tpuc(rigpokCMMeTUN)MEeTUNaMiHOM Yy TakoMy NPUAATHOMY PO3YMHHWKY, SK CyMill BOAM 3 METaHOMOM 4u
eTaHodam npotaroM 15x8.-2 rognH mix 25°C Ta TemnepaTypoto KUNiHHS PO3YMHHMKA.

BuxigHy pevoBuHy chopmynn VI moxxHa oTpMMaTu, nodmHatoum 3i cnonyku dopmynu V, cnocobom, onucaHum
cxemoto 1.
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B uin nocnigosHocTi cnonyky VI mMoxHa oTpumaTu fgerigpaTyBaHHaM kap6okcamigy XVII, - Hanpwknag,

okcoxropungoM gocdopy, y TakoMy po3umHHUKY, sik N,N-gumetnndpopmamia npu 0-50°C npotarom 3-24 roguH
(cTagia 2). Kapbokcamig XVII moxHa oTpumaTy amiHonizom ectepy V, Hanpuknag, o6pobkoto razysatum amiakom
y TakoMy NpuaaTHOMY PO3YMHHUKY, SIK MEeTaHOI, eTaHon, TeTparigpodypaH 41 ix cymiw npu -30-25°C npoTtarom
0,25-24 rogwH (cTagisa 1).

BuxigHy cnonyky dopmynu lla, To06T0 3aranbHoi cdopmynm ll, B sikin C - -CONR’-, mMoxHa oTpumaTu,
Hanpuknag, peakuieto cnonyku VI 3i cnonykoto XV
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oW  EVIII

ne Rz Ta Ry BU3Hau4eHo BuLLe, a Aani cnocoboM, onncaHuM ans BurotoeneHHs cinonyku X, suxogsym 3 VIl Ta

IX.
BuxigHy cnonyky dopmynu 116, T06T0 3aranbHoi dopmynu I, B akin C - -CH=CH -, MmoxHa oTpumaTy,
Hanpwvknag, cnocoboM, NokasaHWM CXeMoto 2.
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B uin nocnigoBHOCTI BUXiAHY cnomnyky XX MOXHa oTpuMmaTu, Hanpuknaa, peakuieto Bitrira mik cnonykoto XIX
Ta NPOMWCIOBUM METUNCYNbGOHATOM Y MPUCYTHOCTI Takoi NpMAaTHOI OCHOBW, ik ByTunniTii, amig HaTtpito abo
Bic(TpumeTuncunin)amig niTivo y TakoMy iHEPTHOMY PO3YMHHUKY, SK TeTparigpodypaH yn etunosuin etep npum 0-
25°C npoTarom 0,75-36 roauH (ctagis 3).

Cnonyky cdopmynu 16 moxHa oTpumaTy peakuieto crnonyku XX 3i cnonykoto XXI y 3aranbHUX ymoBax ons
peakuin npueaHaHHa onediHiB, Aki kaTanidyloTbca komnnekcamun nanagiio(0) (peakuis Xeka). Oani, peakujto Mk
XX 1a XXl npoBogATb y NnpucyTHocTi aueTaTty nanagito(ll) Ta TpieTunamiHy y npucyTHOCTi Takoro po3yuHHUKa, 5K
aLeToHITPUI Npu oro TemnepaTypi KuniHHs npoTsrom 10-48 roavH (ctagis 4).

BuxigHy cnonyky Vlla, To6T1o chopmynu VIII, B sikih B - 6€H3035MTUIA reTEPOLIMKIT
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ne R3 R* YZ Ta T Bu3HaveHo suule, U — okanreH ym cynbdyp, a -COOH npuegHaHo go 638H3C¥'IbHOFO Kinsug
y napa-nonoxexHi o U, MoxHa oTpumaTtun, Hanpuknag I'IOMVIHarO‘-IVI 3i C|'IOJ'IyKVI XX, pe R°, R"Y-Z, nta T

BM3Ha4veHo Buwe, a G - rigporeH, xnop, 6pom, abo rpyna -COOR ne R® BU3HaueHo BMLIE, @ NOTIM Oyab-sIKuUM
cnocoBom cuHTe3y, NpeAcTaBneHNM CXeMOH0 3.
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B uin nocnigosHocTi cnonyky XXV, B siKii A - oKCureH, a R1, RS, R4, Y-Z, G, T, m Ta n BU3Ha4yeHo Bue, a U -
OKCUreH 4M Ccynbadyp, OTPUMWIOTL, Hanpuknag, nigaarum cnonyky XX gii Takoi ocHOBW, AK rigpuag HaTpito uu
Kanit, a noTim peakuieto 3i cnonykoto XXIV, ska Bupobrnsetbca NpOMMCNOBO 4 ii Nerko cuHtesdyeatu, B Akii R
BU3HayeHO Buwe, a M, konn A okcureH, - xnop uu 6pom, abo arkin- uu apuncynbdgoHaTHa rpyna, y Takomy
npugaTHOMY OpraHiYHOMY PO3YMHHWKKY, 9K GeH3on, TeTparigpodypaH abo N,N-aumetnndopmamig npu 0-25°C
npoTtarom 3-24 rogvH (ctagis 6).

Cnonyky XXV, B akin A - cynbdyp, OTpMMYIOTL, Hanpuknag, peakuieto cnonykun XX B skin R® R* GTan
BM3Ha4yeHOo Buue, a TfO - TpudpnyopmeTtaHcynboHaTHa rpyna, 3i cnonykoto XXV, B akin M - rpyna SH (tion) i
sIka BUPOBNSETHCA NMPOMUCIOBO YK 1i MErko CMHTEe3yBaTW, y NMPUCYTHOCTI TaKOi OCHOBU, SIK MOPOKCUA Kanito uymn
mMeTokcma abo eTokCMA HaTpilo, Y TaKOMY NpuAaTHOMY PO3UYMHHUKY, SK €TaHOM, MeTaHOorM, AUMETUNCYNbdOoKCUA,
a6o N,N-gumeTtundopmamig npu 0-25°C npotarom 4-24 rogunH (ctagis 7).

Cnonyky XXV, B skin A - meTuneHoBa rpyna, oTpuMmytoTb peakuieto cnonykm XX B akin R® R% G 1a n
BM3HA4YeHO BuLe, 3i cnonykoto XXIV, B akinn M - rpyna MgBr, y npycyTHOCTI kaTaniTM4HOT KiNbKOCTi coni Kynpymy(l)
y TaKOMY NpuaaTHOMY PO3YMHHUKY, Sk eTurnoBui eTep abo TeTparigpodypaH npu TemnepaTypi Big 0°C A0 KUNiHHS
pO34MHHUKa npoTarom 2-24 roauH (ctagia 7). Cnonyky XXIV, B akin M - rpyna MgBr, nerko cuHTesysatn 3
npomucnosoro 6pomigy Ta marHito cnocobomM oTpuMaHHsa peakTvsy ['puH'Apy.

Cnonyky XXl otpumytots 3i cnonyku XX peakuieo 3 TpudpnyopmeTaHCynbOHOBMM aHrigpugom vy
NPWUCYTHOCTI NipUAMHY Y1 TpieTunaminy y metunexxnopuai npm -10- 25°C npoTarom 4-24 roguH (ctagisa 5).

Cnonyky MVlla otpumytote 3i cnonyku XXV, B skin G - COOR?, (ctagia 8) nyxHuMM rigponizoMm, Sk npu
BUroToBneHHi |, B sakomy D - COOH, 3 V.

Cnonyky Mlla moxHa otpumaTtn 3i cnonykmn XXV, B Aki G - rigporeH, peakujeto Bincmenepa-Xaaka, a notim
OKUCHEHHsIM oTpumaHoro anbgerigy XXVl go kap©boHOBOI KMCROTW, Hanpwknag, peaktmBoMm [bkoHca. Cnonyky



XXVI otpumytoTb 3i cnonykn XXV peakuieto 3 okcuxopugom docdopy y N,N-gumetundgopmamiai abo N-
meTtundopmamigi npu 25-100°C npotarom 1-24 roguH (ctagis 9). O6pobkoto XXVI Tpiokcuaom Xxpomy vy
NPUCYTHOCTI CyrnbdaTHOT KUCMOTW Ta BOAM Y TaKOMY NpUAATHOMY PO34MHHUKY, K aueToH npu 0-25°C npotarom 4-
24 rognH moxHa otpumaTy crnonyky Vllla (ctagis 10).

Cnonyky Vllla moxHa Takox oTpumati 3i cnonykm XXV, B Akin G - xniop 4n 6pom, 3amilLleHHsIM ranoreHy
HITPMIbHO rpynoto peakuieto Po3eHmyHaa-BaH BpayHa, a noTim rigponisom HiTpuny o kapOoHOBOI KMCMOTW.
Cnonyky XXVII oTpumytoTb 3i cnonyku XXV, B skini G - xrop un 6pom, Ta uiaHigy kynpymy(l) y Takomy npugatHomy
BMCOKOKMMMNAYOMY PO34MHHUKY, 9K N-vietunniponigoH npu 150-230°C npotarom 2-18 roauH (ctagia 11). Cnonyky
XXVII, B Ak A - OKCcureH, iHakwe OTpUMYKOTb, 3MiHIOKYM nopsaok ctagim 6 ta 11. HanpwukiHui, cnonyky Vila
MOXHa otpumaTn 3i cnonyku XXVII nyKHUM rigponisom y NpUCYTHOCTI fiApoKcMay HaTpilo uM Kanitlo y Takomy
npuaaTHOMY PO34YMHHUKY, SIK €TaHon, AiokcaH abo TeTparigpodypaH npu TemnepaTypi Big 25°C go KMNiHHA
PO34YMHHUKa NPOTArom 2-24 roauH (cTagifai2).

BuxigHy cnonyky coopmynu Milb
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To670 3aransbHoi opmynu VI, B akin B - 6eH303NUTUI reTepoumkn
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a R® R* Y-Z 1a T BusHaueHo Buwe, U - okeureH um cynbayp, a rpyna COOH npueaHaHa 4o GEeH303MUTOMo
reTepoLUMKny Yy NONOXEHHi 7, OTpUMYIOTb, Hanpuknag, 3i cnonyku XXVIII
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B skin G - xnop 41 6pom, a NoTiM CMHTE30M, onucaHuM ans surotoBrneHHs Villa, Buxogaum 3 XXV 3rigHo 3i
ctagismmn 11 1a 12.
Cnonyky XXVIII moxHa oTpumatu 3i cnonykm XXIX,
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B skin R%, R, Y-Z, T Ta n Bu3HaueHo BuLe, U - okoureH un cynbdyp, a G - Xrop 41 6pom, OAHUM 3 CUHTE3IB,

onucaHux ans surotorneHHsa XXV, suxoasayum 3 XXII.
BuxigHy cnonyky cdopmynu Vlic, To6T0 3aranbHoi gopmynu VI, B sikinn B - 6eH303n1TWIA reTepoumkn
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U - aToM HiTporeHy, 3amilieHur rpynamu, B aknx A i T - npoctui 38'a3ok, Y-Z - -CH=CH-, R1, R3, R4, A mTan
BM3Ha4eHO BuULLE, a R® — Ciankin, sikui npueaHaHO A0 reTepouukny Y NOMOXEeHHI 3, OTPUMYIOTh, Hanpuknag,
NOCNiAOBHICTIO CUHTE3iB HaBeAEHUX CXeMOI0 4.
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B AKin cnonyky XXXI moxHa oTpumaTy ectepudikauieto npommcnonoi cnonykn XXX (ctagia 13). MNounHatoum 3
XXXl cnonyky XXXII MmoxxHa oTpumaTu (cTagisa 14) bopminyBaH-HaM peakuieto Bincvenepa-Xaaka.

Cnonyky XXXIV moxHa otpumat N-ankinyBaHHsam crnonyku XXXII cnonykoto XXXIII, sika BupobnsaeTtscs
NPOMMCIOBO 4K il NIEIKO CUHTE3yBaTH, B skin Q - Taka rapHa 34atHa OO BigLENIeHHs rpyna, sik Xnop uv 6pom,
abo arkin- 4 apuncynbdoHaTHa, y NPUCYTHOCTI Takoi OCHOBM, SIK T-OyToKCMA Kanit, y TakoMy npugaTtHoMmy
PO3YMHHUKY, K N N-/:lmmemnq)opmamm npu 25-100°C npoTarom 4-24 rogvH (ctagis 15).

Cnonyky XXXV, B ki R®- meTun, OTPVMYIOTb BiAHOBMNEHHSAM chopminbHOi rpynu cnonykn XXXV (ctagis 16).
BkasaHe nepeTBOpEHHS MOXHa MPOBECTU, HaNpuknag, 3 uiaHoboporiapuaom HaTpilo y NPUCYTHOCTI NOANAY LIMHKY
y NPUAATHOMY PO3UMHHIUKY Npu 25-90°C npoTsirom 1-18 roauH. Cronyky XXXV, B sikit R® — C1.4ankin, sikuit He €
MeTuUMnoM, OTPUMYIOTL peakuieto BiTtira 3 npugaTHo Cinno gocdoHito, a noTiM BiGHOBMEHHAM OTPUMAaHOro
onediHy rigporeHonisoM B aTMocdepi BOAHI Yy MPUCYTHOCTI ManaginoBoro KaTanisaTopy y npugaTHOMY
PO34YMHHUKY (cTagis 16).

Cnonyky Mllc moxHa otpumaTtn, nounHatoum 3 XXXV (ctagis 17), NyKHUM rigponiaom, sik Npu BUIOTOBIEHHI
crnonyku |, B akin D - COOH, nounHatoum 3 V.

BuxigHy cnonyky coopmynu Vlid, To6T0 3aransHoi dopmynu VI, B akin B - 6eH303N1TMIN reTepoumkn

RS 4 5 ogd
3 Z\ ! /\l 3
2 Y/ =

8
,ue U - rpyna NR®, T - kapGoHinbHarpyna, a Y-Z - -CH=CH-, R® - rigporeH, R® - Crsankin,a R', R% X, m Ta n
BU3HAYEHO BULLE, MOXHA OTPUMATK 3@ CXeMOLO CUHTE3Y 5.
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B uin nocnigosHocTi peakuin cnonyky XXXVI MOxHa nerko oTpumaTté peakuietd MpOMUCMOBOI KUCMOTU
Mengpyma 3 cynbdigom kapGoHy, a NoTiM MeTunyBaHHsAM MeTMRioAMAOM 3rigHO 3i cnocobom, onucaHum Yy
nitepaTtypi. Cnonyky XXXVIIl MoxHa nerko oTpumaTu peakuieto cnonyku XXXVI 3 peaktuom [MpuH'apa XXXVII,
BMTOTOBMIEHNM, NOYMHAOYM 3 BiANOBIAHOMO 6Gpomigy cnocobom, NPURHATAM Afst BUTOTOBIEHHS MarHiiopraHiyHux
CMONyK, 3rigHO 3 onucaHum crnocobom BurotoBrneHHa XXV 3 A=CH», noumHatoum 3 XXl (ctagia 18). Peakuieto
XXXVII 3i cnonykoto XXXIX moxHa BurotoButn 4-xiHoniH XL (ctagia 19). Cnonyy XU otpumytote N-
ankinyBaHHaMm crnonykn XL y MAPUCYTHOCTI Takoi MpuaaTHOI OCHOBMW, AK Fgpua HaTpilo YM Kamito y Takomy
npuaaTtHoMy po3unHHuKy, sk N,N-gumeTundopmamig un 6enzon npu 0-100°C npoTarom 4-24 roamH (ctagia 20).
JlykHum rigponizom cnonyku XLI BuweonuncaHmm, Hanpuknag, npu surotoeneHHi | 3 D=COOH, nounHatoum 3 V,
cnocobom, moxHa BurotoBuTh cnonyky VIlid (ctagis 21).

BuxigHy cnonyky dopmynu Ville,

-~
| {1 COOH

R\ .
Q-— (O A= (CHY yr1re

T06TO 3araneHoi dopmynu VIII, B akin B - deHin, skun 3amiweHo y byab-gKoMy 3 BiflbHUX NMONOXKEHb R6,
MOXHa OTpMMaTK 3 MPOMMCNOBOI, abo ii nerko cuHTesysaTu, cnonyku XLII.



RE
[ e

HO—={CHJ4 ILII

pe R® Ta n Bu3HaueHo Buie, a K mMoxe 6y G abo dopminom (K=CHO), ogHum 3 BMKOpPUCTaHMX ANs
BurotoBneHHs Villa, nounHatoun 3 XXI|, cnocobis cuHTe3y.

KoHkpeTHiwe, korm n=0, cnonyky Vlile moxHa BUrotoBUTU ABOCTadinHUM cnocobom. MNeplia ctagia Bknovae
peakuito npoMuncnoBoi, abo ii nerko cuHtesysaTtn, cnonyku XLII, B sikin n=0, a k=COOR9, 3i cnonykoto XXIV, B sikin
M=OH , y 3aranbHux ymoBax peakuii MiuyHoby; 10610 peakuieto XLII (B skin n=0) 3 XXIV (B akin MOH) y
npucytTHoCTi  dieTunasogmkapbokcunaty Ta TpudpeHindocdiHy Yy Takomy npuaatHOMYy PO3YMHHUKY, SK
TeTparigpodpypaH, npu KiMHaTHIA TemnepaTypi NpoTarom 24-72 rogvH. IHakwe, 3amicTb peakuii MiuyHoBy MoxHa
npoBectn O-ankinyBaHHa peakuieto YinbamcoHa, niggaroum cnonyky XLII, B skin n=0, a k=COOR®, nii Takoi
OCHOBM, SIK rigpokcua um kapboHaTt meTany, a notim peakuietro 3 XXV, B akii M - xnop um 6pom, abo ankin- um
apuncynbdoHaTHa rpyna, y Takomy npuaaTtHoMmy po3unHHuky, sk N,N-gumeTtnndopmamia npm 0-100°C npoTsirom
2-24 rogvH. B ppyrin ctagii cnonyky Mlle oTpumytoTb rigponisom oTpMMaHoOro y nonepegHin cragii ectepy
onucaHum crnocobom eurotoeneHHs |, B akin D=COOH, Buxogsaum 3 V.

BuxigHi cnonyku Xl Ta XIXMoXxHa oTpumMaT cnocobom, Lo HaBeAeHO CXeMolo 6.

Cxema 6
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B uin nocnigosHocTi peakuin cnonyky XLIII moxHa oTpumaTtu BigHoBneHHsam crnonyku VI, Hanpwknag,
antomorigpuaom niTito abo GopaHoOM y TaKOMY IHEPTHOMY PO3YMHHUKY, SIK €TUIOBUIA eTep 4n TeTpariapodypaH
npu TemnepaTypi Big 25°C 0 KNNiHHA po34MHHMKa NpoTarom 2-24 roguH (ctagia 22). Crnonyky Xl, B skin X - ankin-
uM  apuncynbdoHaTHa rpyna, BWIOTOBMATb, BuxoadAun 3i cnonykm XLII, peakuieto 3 arnkin- um
apuncynboHaTXIOPMAOM, HANPUKNaZ Me3us- Y TO3UMXIIOPUMOM, BUKOPUCTOBYIOUM SIK PO3YMHHUK NipUAWH, abo
Yy NPUCYTHOCTI TpieTunamiHy y TakoMy NpuaaTHOMY PO3YMHHUKY, SIK XITOPOopM Wi auxropmeTaH npu -20-25°C
npotarom 8-24 roguH (ctagia 23). Cnonyky XIX moxHa oTpumaTy okemayBaHHaM cnonyku XLII wmpoko onncaHum
y niTepatypi cnocobom, Hanpuknag, peakueo 3 XnopxpoMaToM MipUAMHII0 UM OiOKCUMOOM MaHraHy y Takomy
iHEpPTHOMY PO3UYMHHUKY, SIK OUXIIOpMeTaH MpU KiIMHaTHIN TemnepaTypi npoTarom 2-24 roguH (ctagia 24). IHakwe
cnonyky XIX, B kit A - okcureH, MoxHa oTpumaTn peakuieto XLII, B akin Z - CHO (dopmin), 3i cnonykoto XXIV,
onucaHum cnocobom BurotoeneHHa Mlle, 3 XXIV 1a XLII.

BuxigHy cnonyky XLVII, To61o 3aransHoi dopmynm X1V, B skin E - COOR?®, MOXHa BUIOTOBUTU CMOCOGOM
CUHTEe3Y, HaBeJeHUM Ha cxeMi 7.
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B uin nocnigoBHocTi peakuin cnonyka XLIV, B akin B Ta N nosHauyeHo BuLle, A - OKCUIeH um cyrnbagyp, a R™ .
npugaTtHa rigpokeun- yi abo Tion-poTekTytoua rpyna, Hanpwkrag, konu B - denin, n=0, a R moxe 6yt
mMeTunom, pearye 3i cnonykoto XVIll (ctagisa 26). BigwenneHHss npoTekTyto4oi rpynu R 3 XLVI (cTapia 27) pae
cnonyky XLVII. Konu B - ¢peHnin, n=0, a R'™ meTun, BkasaHe nepeTBOPEHHS 34iACHI0TL 06pobKoto Tpnbpomigom
6opy y TaKOMY PO3UYMHHUKY, 9K €TUIIOBUIN eTep Yn aMxrnopmeTaH npoTarom 4-24 rogvH npu TemnepaTtypi Big -40°C
[0 KiMHaTHOT.

BuxigHy cnonyky XLIV, KonM BOHa He € MPOMWCIIOBOIO, MOXHA BUIOTOBMTW 3 MPOMUCIOBUX CMOMYK
3BMYaviHMMm cnocobamu cuHTedy. Hanpwknag, XxnopcynbqOHINbHY rpyny MOXHa ofepkaTth 3aMilleHHAM
BiAMOBIAHOT coNi Aia3oHito rasyBatMm Aiokcnaom cynbdypy onvcaHum y nitepatypi cnocobom (Comish E.J. et al.,
J. Pharm. Phamac., 18 65 (1966)). Cirb QJia3oHilo MOXXHa OTpuMaT/ 3 BiAMOBIAHOrO apoOMaTUYHOTO amiHy,
BMTOTOBIIEHOMO, KON MOro He BUPOONAlOTb MPOMMCIOBO, 3 BiAMNOBIAHOI KapGoOHOBOI KWUCIOTUM nepebynoBoto
KypTitoca aumnasugis 3rigHo 3 onucaHum y nitepaTtypi cnocobom (Campiani G. et al., J. Org. Chem., 58 7665
(1993)).

BuxigHy cnonyky XXlla

3
e
X
HO'CH.B/O xx11aR
To6TO 3aranbHol dopmynu XXIl, B skin T — CH2, Y-Z - CH2CH»2, U — okcuren G -rigporeH, a n=1, MoxHa
OoTpMMaTV 3 NMPOMMUCIIOBOrO 2-rigpokciaueTtodeHoHy onncaHuM y nitepaTypi cnocobom. Omke, cnonyky XXlla 3
riOPOKCMMETUITBHOKO TPYMOK0 Y NMONOXEHHI 2 aurigpobeH30nipaHoBoro KinbLs MOXHa BATOTOBUTM Crocobom, Lo
onucaHo, Hanpuknag, Augstein J. etal., J. Med. Chem., 11 844 (1968) Ta Urban F.J. et al., J. Heterocyclic Chem.,
29 431 (1991). Cnonyky XXlla 3 rigpoKCMMETUNBHOK TPYNOK Y MOMOXEHHI 3 Aurigpo6eH30onipaHoBOro KinbLst
MOXHa BUFOTOBUTU cnocoboMm, Wo ommcaHo, Hanpuknad, Okumura K. et al., Chem. Pham. Bull., 22 331 (1974).
Cnonyky XXlla 3 rigpoKCMMEeTUIbLHOK PYMNoK Y NOMNOXEHH 4 aurigpobeH30nipaHoBOro KinbLA MOXHA BATOTOBUTU
cnocobom, o onucaHo, Hanpwknag, Solladie G. et al., Synthesis, 569 (1991).
BuxigHy cnonyky XXIIb
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To67T0 3aranbHoi popmynu XXII, B skin T - npoctui 3B'A30k, Y-Z - CH2CH2, U - okcureH, G - COORQ, an=1,3
riAPOKCMMETUNIBHOKD TPYMOK Y MONOXEHHI 2 Anriapo6eH30ypaHOBOroO Kinbus MOXHa oTpymMaTtu 3 NpuaaTHOro
NPOMMCNOBOrO ecTepy 4-rigpokcubeH30MHOT KNCNOTN ONnMcaHuMM Y nitepaTypi cnocobom (Eggler J.F. et at., nateHT
CLUIA4703052).

BuxigHy cnonyky XXllc, To6T0 3aranbHoi cdopmynm XXlI, B akin T - npoctun 3B'a3ok, Y-Z — CH2CHa, U -
okcureH, G - 6pom um xnop, a N=1, 3 riAPOKCUMETUITILHOH TPYMO0 Y NONOXEHH 3 AuriapobeH30cypaHOBOIO Kinbugs
MOXHa oTpumaTu, nigdatoum cnonyky XLVIII gii npuaaTtHoro rigpuay metany, Hanpuknag, 6oporigpuay HaTpito y
TaKkOMY PO3UYMHHUKY, K MeTaHOorm, eTaHoN 4u TeTparigpodypaH y NPUCYTHOCTI KaTaniTUYHOT KiflbKOCTi BOAW Npu
TemnepaTypi Bia 20°C [0 KMMiHHS PO3YMHHMKA NpoTsrom 3-24 roauvH (ctagisa 28).
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Cnonyky XL VIl MOxXHa BUrOTOBUTY onucaHuM y nitepaTypi cnocobom (Boyle E.A. etal., J. Med. Chem., 29
894 (1986)).
BuxigHy cnonyky XXlId
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To670 3aranbHoi popmynm XXII, B skii T - npoctnin 3B'A30k, Y-Z - CH=CH, U - okcureH, G - 6pom um xrop, a
n=1, MOXHa OTpUMaTN onMcaHUM Yy nitepaTtypi cnocobom abo nofibHMM NMepeTBOPEHHAM ONUCaHMX y niTepaTypi
npoaykTiB. Tak, cnonyky XXIld 3 rigpoKCMMeTUIbLHOK TPYMoK Y NONoXeHHi 2 6eH30¢ypaHOBOrO KinbUs MOXHA
oTpumaTW, Hanpuknag, cnocobom, wo onucaHo y Dann O. et al., Liebigs. Ann. Chem., 1836 (1982). Cnonyky
XXIIld 3 rigpoKCUMETUIBLHOIO TPYMOKD Y NONOXEHHI 3 BeH30ypaHOBOIO KiMbLs MOXHa OTpMMaTh B YyMOBaX, LUIO
onucaHo Ana cragii 28, BiQHOBMNEHHAM MpuaaTHOro ectepy GeH3odypaH-3-kapOboHOBOI KUCMOTU OMUCaHUM Y
nitepaTtypi cnocobom (Mustafa A, Chem. Heterocycl. Compd., Weissberger-Taylor Eds., John Wiley & Sons, N.Y.,
1974, vol. 29, 114-117).

BuxigHy cnonyky XXIX MoXHa oTpymaTt ogHUM 3 BULLEONUCaHUX cnocobiB BUroToBneHHsA cronyku XXl 3
npomucnosux abo Takumx, O Nerko CMHTe3yBaTn NOAIGHUMYK cnocobamm, CNomykK.

BuxigHy cnonyky X, B skin R” - rigporeH, MOXHa OTpuMaTW, Hanpwknag, npeacraBneHVM cxemot 8
cnocobom.
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BuxigHy cnonyky XXl MoxxHa oTpumaTu, nounHatroum 3i cnonykm XVIII, B akin R’ -riAporeH, peakuieto cnoyatky
3 HITPMTOM HaTpilo Yy CyMili KOHLEHTPOBaHOi cynbdaTtHoi kKmcnotv Tta Boau npu - 10-10°C npotarom 20xB.-2
roAuH, a NoTiM 0Bpo6bKot0 peakLinHOT CymiLli MoAMAOM Kanito Yy MPUCYTHOCTI NOPOLLKY Migi npu 75°C npoTarom 2
FOAVH.

Cnonyku IX ta XVIII, B saknx R’ - MeTWs, MOXHa oTpyMaTK 3 BIAMOBIAHOI CNOMNYKW, B SKil R’ - rigporeH,
nofibHMMM [0 MOHOarKinyBaHHA MEpPBUHHWUX aMmiHiB cnocobamu, wo ommcaHo y nitepaTypi (Johnstone R.AW.
etel., J. Chem. Soc. C, 2223 (1969)).

BuxigHy cnonyky Xll moxHa oTpymaTi onucaHum y nitepaTypi cnocobom (Huan F.C. et al., J. Med. Chem., 34
1704 (1991)).

Cnonyku 3rigHO 3 BMHAxXO4OM BUVSIBMSIKOTb MOMITHY aHTArOHICTUYHY aKTMBHICTb MO BiAHOLWEHHK A0 Aii
nenKkoTpieHiB Ta rapHy 6i0akTMBHICTb Npu nepoparbHOMY 3acTOCyBaHHi, a TOMYy MakwTb aHTu3ananbH Ta
aHTianepriydi BNacTMBOCTI, WO pPOOUTL iX KOPUCHUMM NpU NiKyBaHHI XBOPOO, A0 SKMX 3anydeHo Ui MepjaTopw.
Tomy BKasaHi cnonyky MoKHa BUKOPMCTOBYBaTW y Tepanii NiogMHN Ans nonepemKkeHHa Ta NikyBaHHSA anepriyHnx
PUHITIB, BpoOHXianbHOI acTMu, TakuMxX peakuil FinepyyTnMBOCTI, SIK anepriyHUn KOH''OHKTUBIT, TakuUX Pi3HUX
3ananbHUX CTaHiB, SIK peBMaTOigHI apTpuTW, OCTE0apTpUTW, TEHOWHITU, OypcuTW, Mcopia3 Ta CrnopigHEHI
3ananeHHs.

Cnonyku 3rigHoO 3 BUMHaxo4OM MOXHa TaKOX 3aCTOCOBYBATW MPWU MiKyBaHHI TakuMX 3axXBOploBaHb CepLeBO-
CYOMHHOI cucTemMn, $IK cepueBa ilemis, iHapKT Miokapay, KOpOHapHuUK chna3M, cepueBa aHadinakcis,
uepebpanbHa BoAsHKA Ta €HAOTOKCUYHWIA LLIOK.

Mpwr3sHayeHi Ana BUKOPUCTaAHHA y Tepanii COoMyKy 3riAHO 3 BUHAaX040M YBOAATb Y (hapmaueBTUYHI KOMMo3uLii,
BMKOPUCTOBYIOYM 3BUYANHY TeXHiKY, po3KpuTy, Hanpuknag, y Remington's Phamaceutical Science Handbook,
Mack Pub. Co., N.Y. USA. MNpuknagM Taknx KOMMO3WULiA BKMOYaKTL Kancynu, tabneTku, cuponu TOLO, LIO
MicTaTe 1-1000MT aKTUBHOIO KOMMOHEHTY Ha OANHUYHY A03Y.

HwxyeHaBegeHi npyknagu inloCTpyloTb BUTOTOBNEHHS CMOMYK 3ri4HO 3 BUHAXOAO0M.

Mpwuknag 1 8-[2-(6eH3unokcumeTnn)xpomaH-6-«apbokcamino]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa kncnoTa

1A ETnn[4-okco-4H-6eH3onipaH-2-kapbokcunaT]

21,9vn 2,68M po3unHy eToKCMAy HaTpPilo B eTaHOMi NOBINbHO AoAaBamm 0 po3dvHy 1,76mn (14,7Mmorns) 2-
rigpokciauetodeHoHy Ta 3,98mn (29,4vMorb) gieTunokcanaty y cymiwi 20mMn cyxoro eTunoBoro etepy 1a 20mn
abcontoTHoro etaHony. Cymiw 3 rogvHu nepemiwyBanu nig 3BOPOTHUM XONOAWIbHWKOM, po3baensinu 40mn
eTunoBoro eTepy, gogasanu 25mn 1M HCI T1a Tpudi no 40mn ekctparyBanu etmnosum etepoM. O6'eaHaHy eTepHy
ady cywmnu Ta BMAANANM PO3UYMHHUK Nig 3HWKEHUM Tuckom. OTpuMaHin 3anMLLIoK po3unHAmM y 60mn
abcontoTHoro etaHony Ta gogdasanu 0,380MNn KOHLEHTPOBAHOI COMAHOI KMCMOTW, 3anuwanu Ha 1 rogunHy
nepemiwysaTtucs npu 75°C, a notim mnneam 50mMn Boam y cymiw i Tpudi no 50mn exctparyBanu ii eTunaueTaTtom.
OpraHiyHy a3y nocnigoBHO NPOMMBANMN HACMYEHUM PO3YMHOM FApoKapboHaTy HATPIl0 Ta HACUYEHNM PO3YMHOM
xnopuay HaTpilo, Cywwmnu i BUAANAMM PO3YMHHUK Nif 3HWKEHUM Tuckom. OTpumaHin cvpui  NpoaykT
nepekp1cTaniaoByBany 3 eTMIoBoro eTepy, ogepxasLum 2,660r (83%) noTpibHOro NpoaykTy.

'H AMP (300Mu, CDCls) & 1,41 (T, 3H); 4,43 (k, 2H); 7,08 (c, 1H); 7,42 (T, 1H); 7,59 (A, 1H); 7,71 (1, 1H);
8,16 (g, 1H).

16 ETun[2-xpomaHkap6okcunaT]

Oo posunHy 2,0r (9,17mmonb) etun[4-okco-4H-6eHsonipaH-2-kapbokcunaty] B 60mn meTaHony, 25mn
xnopocopmy Ta 20Mn nboasiHOT ouToBOi kncnom gopanu 10% nanagilo Ha akTMBOBaHOMY BYrinni i cymiw 24
roOAMHM MepemilyBany npu KiMHaTHI TemnepaTtypi B atmocdepi BOAHI, BiAdinbTpOBYBanu katanidaTtop i
BMnaptosanu dinsTpaTt gocyxa. 3anuiok POo3YMHANN B €TUMOBOMY eTepi, MOCMiA0OBHO MPOMMBANV HacU4eHUM
po34nHOM rigpokapboHaTy HaTpilo Ta HAaCUYEHUM PO3YMHOM XIIOpUAY HaTPIl0, CYLMMN | BUAANANN PO3YUHHKK Nig
3HWKEHUM TUCKOM, oaepxaBLum 1,575r (84%) noTpiGHOro MpoaykTy.

'H AMP (300mIL, CDCls) § 1,38 (T, 3H); 2,01-2,29 (Bc, 2H); 2,78 (M, 2H); 4,21 (k, 2H); 4,69 (A, 1H); 6,82 (T,
1H); 6,90 (4, 1H); 7,01 (1, 1H); 7,09 (7, 1H).

1B 2-xpomaHmeTaHonN



o po3unHy 1,575r (7,6 mmonb) eTnn[2-xpomaHkapbokcunaty] y cymiwi 75mn TetparigpodypaHy Ta 2mn Boam
popanu maneHekumum nopuismu 0,686r (18,2mmons) 6oporigpuay HaTpito i cymiw 48 roguvH nepemiwysany npu
KiMHaTHI TemnepaTypi, oxonomxysanu go -10°C, nogaBamm 47mn aueToHy i 0,5 roanHu nepemiwyBanu npwm
KiMHaTHIN TemnepaTypi. Jogaeanu 100mn Boaum i ekctparyBanu gmxnopmeTtaHoM. OpraHiyHy a3y Ccywmnu i
BMAANANN PO3YNHHMK Mif 3HWKEHUM TUCKoM, ogepxaBwm 1,218r (97%) noTpibHOro npoaykTy.

'H AMP (300Mu, CDCl3) 51,87 (M, 1H); 1,94 (m, 1H); 2,18 (wc, 1H); 2,76 (m, 1H); 2,90 (m, 1H); 3,76 (aa,
1H); 3,85 (na, 1H); 4,13 (m, 1H); 6,84 (BC, 1H); 7,07 (BC, 2H).

1" 2-(OeH3uNoKCcMMe TN )XpOMaH

Ho cycneHsii 0,711r (17,8mmornb) 60% Aaucnepcii rigpuay HaTpito y MiHepanbHOMY Macni, nonepenHbo
NPOMUTOT CyxuM neTponemHum etepoMm, y 30mn cyxoro N.N-gumeTtundopmamigy nig iHepTHowo amocdepoto
popjanm  1,218r (7,43mmonb) 2-xpomaumeTtaHony y 15mn  N,N-gumetundopmamigy i cymiw 1 roamHy
nepemillyBanv npv KiMHaTHIi TemnepaTypi, NoTiM gogasanu po3yunH 2,12mn (17,8mMmonbs ) 6eH3nnbpomigy y 20mn
N,N-anmeTundopmamiay i kinbka kpuctanie ioamay TeTpabymmnamoHito Ta 18 roanH nepemillysanv nNpu KiMHaTHIN
Temnepatypi. Jogasanu 10mMn BoAW i BUAANSANW PO3UMHHUK Mif 3HWKEHUMM TuckoM. OpepxaHui 3anuLlok
posnoginanu mbk 70mn Boan Ta 70Mn eTMNoBoro etepy, dasn po3ainmnu i BogHy Tpudi no 70Mn ekctparysanu
etnosum etepoM. O6'egHaHy opraHiyHy @asy Cywmnu i BMAANANM PO3YMHHUK M 3HWKEHUM TUCKOM,
O[lepPXKaBLUM CVPWA MPOAYKT, SKUA ounwwanu dneL-xpoMmartorpadieto Ha KOroHLi 3 cunikarenem, erodm
netponenHum/eTunosum etepom (9:1), otpumasium 1,569r (83%) noTpibHOro NpoayKTy.

'H AMP (300mI L, CDCls) 5 1,85 (M, 1H); 2,04 (M, 1H); 2,74 (m, 1H); 2,87 (m, 1H); 3,61 (aa, 1H); 3,71 (aA,
1H); 4,21 (m, 1H); 6,79-6,85 (Bc, 2H); 7,07-7,10 (BC, 2H); 7,25-7,36 (BC, 5H).

10 2-(6eH3nnokcumeTnn)-6-xpoMaHkapbansaerig

Oo 1,14mn (9,26mmonb) N-gumetundopmaHinigy nig iHeptHoto amocdepoto nosinekHo agogamm 0,863mn
(9,26Mmornb) okemxnopupy docdopy i nepemiwyBanu cymiw 30 xBUNMH NpU KiIMHATHIN TemnepaTypi, NOTIM,
nepemiwytoun npu 65°C, npotarom 1,5 rogmnm gopasanu 1,569r (6,18Mmornb) 2-(6eH3MnoKCUMeTnn)xpomaHy,
posbaenanu 30mn amxnopmeTaHy, gogasanu 20mn 15% posunHy aueTaTy HaTpito, )asn po3ainumm i opraHiyHy
nocnigosHo npomwmeanuM 1M po3yMHOM COMSHOT KUCNOTWM Ta HaCMYEHUM PO3YAHOM XIopuay HaTpito, CyLLMmM i
BUAANANN PO3UMHHUK MiO 3HWKEHUM TUCKOM, 3aliMWOK ounwanu dnew-xpomaTorpadieto Ha KOJMOHUi 3
cunikarenem, entwotooun rekcaHom/etunaueatom (10:1), otpumanwm 0,921r (53%) NnoTpiOHOro NPOAYKTY.

'H AMP (300mI L, CDCl3) 5 1,92 (M, 1H); 2,04 (M, 1H); 2,89 (M, 2H); 3,70 (aa, 1H); 3,76 (aa, 1H); 4,38 (v,
1H); 4,68 (c, 2H); 6,98 (g, 1H); 7,32-7,41 (Bc, 5H); 7,64 (Bc, 2H); 9,87 (c, 1H).

1E 2-(6eH3nnokcumeTun)-6-xpomaHkapOboHoBa kucnoTa

[o po3unHy 0,921r (3,27mMmonb) 2-(6eH3nnokcumeTnn)-6-xpoMaHkapbansaerigy y 5Mn aueTtoHy goganu npu
0°C peakTuB xoHca, wo mictmue 0,326r (3,27MMorb) Tprokeay xpomy, 0,95mn Boamn T1a 0,27MN KOHLEHTPOBaHOI
cynbgaTHOI KMUCNOTVM | nepemiwyBann cymiw 18 roaMH npu KiMHaATHIM TemnepaTypi, noTiMm goganu 10mn
isonponarony T1a 50mn Bogu i Tpmyi no 30mMn ekcTparyBanu €TUIOBMM €TEPOM, OpraHiyHy ¢asy CyLumnu i
BMAAMNSANN PO3YMHHMK Mif 3HWKEHUM TUCKOM, 3a/MLLUOK ounLiany xpomaTorpadieto Ha KOMoHUi 3 cunikarenem,
eniolooym rekcaHom/etnnaneatom (7:3), otpumasium 0,580r (60%) noTpibHOro NpoayKTy.

'H AMP (300mI L, CDCl3) 5 1,87 (M, 1H); 2,08 (M, 1H); 2,84 (M, 2H); 3,65 (aa, 1H); 3,72 (a4, 1H); 4,29 (m,
1H); 4,62 (c, 2H); 6,88 (g, 1H); 7,32-7,40 (Bc, 5H); 7,82 (BC, 2H).

1€ 4-6pomdbeHinaueTtat

[o po3unHy 251 (145mmonb ) 4-6pomcpeHony y 100mn xnopodpopmy goganu npu 0°C 20,1mn TpieTunamivy 1a
16,4MN OUTOBOrO aHriapuay, NepemilylouM CyMmiw 2 roavHW Npu KiMHaTHIA TemnepaTtypi, npomuBanu 0,2M
PO34YMHOM CONSAHOI KUCMOTW, CYWMNW | BUAANANM PO3YMHHUK Mid 3HWKEeHUM Tuckom, oTtpumaBwm 100%
6e36apBHOro Mmacna noTpibHOro NPoAYKTY.

17K 5-6pom-2-rigpokciaue ToeHOH

Cymiw 31,3r (145mmonb) 4-6pomdcperinaueTaTy Ta 47,3r AICI3 rpinn 120°C 2 rogmHu, gany oxonogutucsa ao
50° Ta obepexHo popanu cymiw 70r mboay Ta 15Mn KOHUEHTPOBaAHOI COMSAHOI KMCROTW, Harpinun go 50°,
OTPUMaBLUM TFOMOTFEHHWA Po3unH. [licns oxonodXeHHs OO0 KiMHaTHOI Temnepatypu 4oTupu pasm no 100mn
eKcTparyBanu etunauetaToM, OpraHiyHy dasy Cymnu i BUAANAnM po3YMHHVK MNig 3HWKEHUM TUCKOM, 3arMLIoK
ouvwanu xpomartorpadieto Ha KOMOHUi 3 cunikarenem, eniow4dn rekcaHom/xnopodgopmom (9:1), oTprmasLm
23,71 (76%) NnoTpiOHOro NPOAYKTY.

'H AMP (300Mru, CDCls) 52,56 (c, 3H); 6,78 (a, 1H); 7,43 (a4, 5H); 7,72 (a 1H); 12,10 (c, 1H).

13 5-6pom-2-rigpokcv-3-HiTpoaueTopeHoH

o po3umHy 23,71 (110mmonb ) 5-6pom-2-rigpokciauetodeHoHy y 90mn Tepaxnopuay kapb6oHy goganu 17,2mn
KOHLEHTPOBaHOI HITpaTHOI KNCNOTK i NepemiluyBanu cymiw 50 xBunuH npu 75°C, a noTiM oxonoannu Ao KiMHaTHOT
Temnepatypu, BiadinbTpyBanu ocaa, NpoOMUIU AOT0 XONOAHUM Tepaxnopuaom KapOoHy i Micnsa CywKW y BakyyMi
opepxamm 20,9r (73%) TBEpOOro CBITNOXOBTOrO NOTPIGHOrO NPOAYKTY.

'H AMP (300mI 1, CDCl3) §2,73 (c, 3H); 8,14 (a, 1H); 8,31 (m, 1H); 12,92 (c, 1H).

11 3-amiHo-2-rigpokciaueTodeHOoH

Cnocobom, onucaHum y n.b, Buxopgaun 3 5-6pom-2-rigpokcu-3-HiTpoaLeToeHOHY, PO3YMHEHOIO Y
MeTaHoni/xnopodopmi (9:1) NoTpiGHY cnonyky oTpuManu 3 KiflbKiCHUM BUXOAOM SiK rigpobpomia,.

'H AMP (300mI L, CD30D) §2,72 (¢, 3H); 7,13 (1, 1H); 7,69 (A, 1H); 8,08 (aa, 1H).

11 N-(3-aue™n-2-rigpokendpeHin)-2-(6eHannokcumeTun)xpomaH-6-kapbokcamis,

CycneHsito  0,700r (2,35mMornb)  2-(6eHaurnokcumeTun)xpomaH-6-kapboHoBoi  kucrotv  y  5,98mn
okcaninxnopuagy Harpieanu 35 xaunuH npm 75°C, Hag/mMLWOK OKCaninxnopuay BMnapoByBann CTPYMOM as3oTy i
PO3YMHANM 3amnuLWOK Y MiHIMarbHiA KiMbKOCTi Ccyxoro meTunenxnopuay. Llen posuuH npu 0°C nig iHepTHOWO
aTMocdepoto goganu o posunHy 0,550r (2,37mmonb) 3-amiHo-2-rigpokciaueTodeHoHy, 7Mn nipnanHy Ta 40mn
CyXOro MeTuneHxrnopuay i cymiw 18 roguH nepemiwyBanu npu KiMHaTHI TemnepaTypi, noTim po3basnanu 40mn
MeTuneHxnopmay, nocnigosHo npommeanu 1M po34YMHOM COMSIHOT KMCMOTU Ta HAaCUYEHUMM PO3YMHOM XIopuay
HaTpito, CyLUIMNK | BUAANANN PO3YMHHUK Mif 3HWKEHVM TUCKOM, 3aNULLOK ouuwany dneww-xpomaTorpadieto Ha
KOMNOHLi 3 curikarenem, enoyn NeTponenHmm eTepom/xnopodopmMoM Npu 3pocTarodin NOASPHOCTI, MPU BMICTI
xnopocopmy 40% otpumanm 0,732r (72%) noTpiGHOro NpoaykTy.



"H AMP (300MI L, CDCl3) § 1,92 (m, 1H); 2,14 (m, 1H); 2,70 (c, 3H); 2,93 (m, 2H); 3,70 (aa, 1H); 3,78 (aa, 1H);
4,33 (m, 1H); 4,62 (c, 2H); 7,00 (m, 2H); 7,30-7,42 (Bc, 5H); 7,51 (A, 1H); 7,70 (Bc, 2H); 8,09 (c, 1H); 8,80 (g, 1H);
13,01 (c, 1H).

IK ETun{8-[2-(6eH3unokcumeTnn)xpomaH-6-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-«kapbokcunar}

Cnocobom, omucanmm y n.A, Buxogsaum 3 N-(3-auetmn-2-rigpokcmdeHin)-2-(0eH3nnokcumeTmn)xpomaH-6-
kapbokcamigy Ta gieTmnokcanaTty oTpuManu noTpibHy Cnonyky, siky oYuLLIany raps4voro nepekpucranisauiero 3
eTunaueTaTy 3 BUXo40oM 66%.

H AMP (300mI'y, CDCl3) 6 1,47 (7, 3H); 1,90 (m, 1H); 2,11 (m, 1H); 2,89 (m, 2H); 3,67 (aa, 1H); 3,75 (aa, 1H);
4,32 (m, 1H); 4,49 (k, 2H); 4,65 (c, 2H); 6,95 (g, 1H); 7,15 (c, 1H); 7,30-7,40 (Bc, 5H); 7,47 (7, 1H); 7,78 (A, 1H);
7,88 (a4, 1H); 8,74 (c, 1H); 8,93 (aa, 1H).

111 8-[2-(6eH3nnokcume U )xpomaH-6-kapookcamifol-4-okco-4H-1-b6eH3onipaH-2-kapboHoBa kucroTa

o cycnensii 0,240r (0,47mmonb) eTun{8-[2-(0eH3unokcmmeTMn)xpomaH-6-+«kapbokcamino]-4-okco-4H-1-
O6eH3onipaH-2-kapbokcunaTy} y cymiwi 15mn meTtaHony Ta 15mn Tetparigpodypany 0,510mn 1M NaOH i cymiw
1,5 roavHn nepemiwyBanu Npu KiMHaTHIN TemnepaTypi, NOTIM CyluMnu Aocyxa i cycneHayBanu 3anuiiok y Boai 3
pogasaHHaM 0,2M consHoi kmcnom go pH 4-5. Teepay a3y sigdinsTpoByBanM npomMuBanm MeTaHOSIOM Ta
cywmnu neHTokengom doccopy nig Bakyymom, otpumanum 0,221r (97%) Ginoi TBepAoi NnoTpibHOT cnonyku, ska
po3sknagaetbcs suwe 283°C.

'H amP (300mI'y, CD3OD/CDCI3) 6 1,82(m, 1H); 2,12 (m, 1H); 2,85 (m, 2H); 3,62 (o, 1H); 3,67 (aa, 1H); 4,23
(m, 1H); 4,57 (c, 2H); 6,85 (g, 1H); 7,01 (c, 1H); 7,20-7,30 (Bc, 5H); 7,38 (7, 1H); 7,69 (m, 2H); 7,83 (aa, 1H); 8,48
nna, 1H).

( anZIKJ'Ia,EI, 2 N-[4-okco-2-(1H-5-TeTpasonin)4H-1-6eH3onipaH-8-in]-2-(6eH3nnokcumeTun)xpomaH-6-
kapbokcamig

2A ETn{6-6pom-8-HiTpo-4-okco-4H-1-6eH3onipaH-2-kapbokcunaT}

Cnocobom, onucanmm y npuknagi 1A, Buxogsum 3 5-6pom-2-rigpoken-3-HiTpoaueToeHoHY Ta
AdieTunokcanaty oTpMMmanu NoTpibHy Cnonyky, Ky ounLlanu nepekpucranisauicto 3 cymilli TeTparigpodypaHy 3
eTaHonom 3 BUxoaomM 77%.

H AMP (300mIy, CDCI3) 81,45 (T, 3H); 4,49 (x, 2H); 7,21 (c, 1H); 8,48 (g, 1H); 8,58 (g, 1H).

26 ETnn{8-HiTpo-4-okco-4H-6eH3onipaH-2+«kapbokcunat}

Cymiw 5,0r (14,6mmorne) etnn{6-6pom-8-HiTpo-4-okco-4H-1-6eH3onipaH-2-kapbokevnaty}, 0,541r 10%
nanagito Ha akTuBoBaHoMY Byrinni, 7,90Mn mypawwmHoi kucnotv 1a 42mn N,N-ogumeTndopmamiay nepemitlysanu
B iHEPTHIN aTmocdepi npu 145°C 5,75 roguHn, ganu oxonoaMtncsa Ta BiadinbTpyBanu katanisatop, NPOMUBLK
noro N,N-gumeTundopmamigom, Bunapunu qinbTpaTt AOCYXa i 3anNULLIOK o4nLLiany xpoMmaTorpadieto Ha KOMoHL 3
cunikarenem, entor4Ymn rekcaHoM/xnopocopmom (85:15), otpumanm 2,109r (55%) noTpibHOro NpoaykTy.

H AMP (300mIy, CDCI3) 81,46 (T, 3H); 4,50 (k, 2H); 7,21 (c, 1H); 7,61 (1, 1H); 8,41 (a4, 1H); 8,49 (g, 1H).

2B 8-HiTp0-4-0kco-4H-6eH3onipaH-2+«apbokcamig

[agyBatnii amiak 30 xBunuH nponyckanu y po3dmH 2,109r (8,02mMmorns) etmn{8-HiTpo-4-okco-4H-6eH3onipan-
2-kapbokcunaty} y 50mn abcontotHoro etaHony Ta 50mn 6e3BogHoro TeTparigpodypaHy, Bunapunu gocyxa i
3anuwok cycneHaysanu y 20Mn KOHUEHTPOBAHOI COMSHOT KUCMOTWU, MepeMiwyioun 4 roguHu npu KiMHaTHIN
TemnepaTypi, NoTiM po3baenanu Bogot, TBepay dasy BiadinbTpyBanu, NpoMunmM Kinbka pasiB BOAOK Ta CylMnn
y Bakyymi Hag neHTaokcugom dpoccopy, otpumanm 1,515r (81%) notpibHoro npoaykTy.

H amP (300mly, CDCI3) 6 7,01 (c, 1H); 7,75 (1, 1H); 8,01 (wc, 1H); 8,37 (wc, 1H); 8,43 (oa, 1H); 8,61 (a4,
1H).

2l 8-HiTpo-4-0kco-4H-1-6eH3onipaH-2-kapOoHiTpun

Oo 40mn N,N-gumetundopmamigy npu 0°C nosinbHO popanu 2,86mn  okcuxnopuay docdopy i
nepemilyBanu cymiw 35 xBUNUH NpKU KiIMHATHIN TemnepaTypi, noTiM goganu 1,515r (6,47mmonb) 8-HiTpo-4-okco-
4H-6eH3onipaH-2+«apbokcamigy i nepemilysanu cymiw 18 rognH npu KiMHaTHIn TemnepaTypi, NOTIM BUNMBanu y
100mn cymiwi nboay 3 Bogow i 4 pasu no 40mn ekcTparyBanu etunaueTaTom, CyLMK i BUOANAM PO3YUHHMK Mif,
3HWKEHMM TWCKOM, 3anuLIOK ouulany dnew-xpomaTtorpadieldo Ha KOMOHLUi 3 cunikarenem, eroym
rekcaHom/xnopodopmom (7:3), otpumasium 1,094r (78%) noTpibHOro npogykTy.

H AMP (300mIy, CDCI3) 87,01 (c, 1H); 7,70 (T, 1H); 8,38 (a4, 1H); 8,56 (aa, 1H).

2[1 8-HiTpo-4-0kc0-2-{5H-1-TeTpasonin)4H-1-6eH3onipaH

Cymiw 1,094r (5,06mmonb) 8-HiTpo-4-okco-4H-6eH3onipaH-2-kapboHitpuny, 1,638r (25,3umonb) asngy
HaTpito, 1,349r (25,3mMmornb) xnopugy amodito Ta 50mn  cyxoro N,N-gumetundopmamigy npu 100°C
nepewmiwysanu 1,25 rogMHu, NOTIM OXONOMKYyBanNM 4O KiMHATHOI Temnepatypu i Bunueanu y 50mn 1M consaHoi
KMCMOTW, 0caA BiAdiNbTpoByBanu i cycneHgyeanu y 12mn KOHUEHTPOBaHOI CONSHOI KACMOTU, nepemiltyBanu 2,5
rOAVHW MpKW KiMHaTHIN TemnepaTypi, po3basnsanu 50mn Boau i 4 pasv no 30mn ekcTparyBanu eTunaueTtaTom,
OpraHiyHy asy Cylmnu i BUAANSANW PO3YMHHVK Mif 3HWKEHUM Tuckom, oTpumaswwm 0,896r (69%) noTpibHoro
NpoaOyKTy.

'H AMP (300mIu, AMCO) & 7,21 (c, 1H); 7,73 (1, 1H); 8,41 (aa, 1H); 8,55 (aa, 1H).

2E 8-amiH0-4-okco-2-(5H-1-TeTpasonin )4H-1-6eH3onipaH

Cnocobom, onncaHum y npuknag 16, Buxoasum 3 0,896r (3,46Mmornb) 8-HiTpo-4-0kco-2-(5H-1-teTpasonin)4H-
1-6eH3onipaHy Ta 91mr 5% nanapgito Ha akTMBOBaHOMY Byrinni y cymiwi 20mn xnopodopmy, 65mn meTtaHony Ta
2MI KOHUEHTPOBAHOT COMAHOT KUCNOTN OTpMUMarnM noTpibHy CNonyKy SK rigpoXnopuA 3 KiflbKiCHUM BUXOOO0M.

"H AMP (300mIy, CD30OD) 67,25 (c, 1H); 7,62 (1, 1H); 7,94 (1, 1H); 8,14 (8, 1H).

2€ N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH3onipaH-8-in]-2-(6eH3nnokcnme mn)xpomaH-6-kapbokcamig

Cnocobom, onvcanum y npuknagi 11, suxogaum 3 8-amiHo-4-o0kco-2-(5H-1-TeTpasonin)4H-1-6eH3onipany T1a
2-(6eHsunnokcumeTnn)xpoMaH-6-kapboHoBOT KucnoT oTpumanu 6iny TBepay NoTpibHy cnonyky 3 T.nn. 214-216°C,
SKY ounLLIanmn nepekpucTarnisauieto 3 MetTaHony 3 Buxogom 57%.

1H AMP (300mI'y, CD3OD/CDClIz) & 1,82 (m, 1H); 2,12 (m, 1H); 2,85 (v, 2H); 3,62 (ag, 1H); 3,67 (aa, 1H);
4,23 (m, 1H); 4,50 (c, 2H); 6,89 (g, 1H); 7,18 (c, 1H); 7,20-7,34 (Bc, 5H); 7,44 (7, 1H); 7,72 (aa, 2H); 7,87 (oa, 1H);
8,59 (aa, 1H); 8,80 (wc, 1H).

Mpwuknapg 3 8-[2-(3-ceHinnponin)xpomaH-6-+«ap6okcamino]-4-okco-4H-1-6eH3onipaH-2-«kapboHoBa kucnoTa



3A2-xpomaHmeTUn(TprudnyopMeTaHCynbdoHar)

Cymiw 0,765r (4,67mMonb) 2-xpomaHmeTtaHony ta 1,05Mn nipuauHy y 25Mn cyxoro MeTuneHxnopuay
amiwyBanun npu 0°C nig iHeptHoto aTmocdepor 3 1,10mn (6,53vmornb) TpudnyopmeTtaHcynbgoHOBUM
aHrigpugom i 18 roamH nepemiwysanu npu 0°C, noTtim posbasnanu 20mn MeTuneHxnopuay, Aogasanu 25mn soau
i Tpnui no 30mn ekcTparyBanu metuneHxnopuaom. lNoegHani opraiyHi dasu npommsamm 1H HCI, 5% NaHCOs3 Ta
HacnyeHuM posddmHom NaCl, cylwmnu i BugansanuM po3yvHHUK Nig 3HWKEHUM TUCKOM, 3anuLioK ouManu dneLu-
XpomaTtorpadi€to Ha KOMOHLI 3 cunikarenem, entoto4dm rekcaHoMm/etnnavertatom (9:1) otpumaswm 1,381r (82%)
noTpibHOro MPoayKTy.

'H AMP (300mI, CDCl3) § 1,90 (M, 1H); 2,05 (M, 1H); 2,82 (m, 1H); 2,93 (M, 1H), 4,33 (m; 1H); 4,64 (a, 2H);
6,86 (m, 2H); 7,07 (m, 2H).

3B 2-(3-cbeHinnponin)xpomaH

Ho cycneHnsii 0,304r (12,6mmonb) MarHito y 5mMn cyxoro TeTparigpodypaHy 3 Kpucranamu nogy Kpannsamu B
iHepTHIM aTmocdepi pgodasarm  posunH  1,72vn (12,6mMmonb)  2-6pomeTunbeHsony y 12mn cyxoro
TeTparigpodyypaHy i BUTpUMYBanM Npu KiMHaTHIN TemnepaTypi 2,5 roauvHu, nicng 4Yoro NOCrigoBHO AodaBanu
posuvH 163mr (0,79vmonb) CuBr«(CHas).S y 2mn TetparigpodypaHy Ta po3uuH 1,381r (4,67mmorb) 2-
XpomaHmeTun(TpudnyopmeTtaHcynbdgoHaTty) y Smn TetparigpodypaHy nepemiwysanu 2,5 rogunu npy 0°C, notim
MOBINbHO BUNMBaNNM y cymiw 25mMn metuneHxmopuay Ta 20Mn HacMYeHOro PoO34YMHY Xopuay amodito. dasn
po34inanu i opraHiyHy 4 pasu no 25Mn ekctparysanu MetuneHxnopuaoM. lNoeaHaHi opraHiyHi dasu cywmnuy i
BMAANANN PO3YMHHMK Mif 3HWKEHMM TUCKOM, 3aiMLUOK Ounlany xpomaTtorpadieto Ha KOMoHUi 3 cunikarenem,
enoYM rekcaHom/ metuneHxnopuaom (9:1) otpumanium 0,990r (85%) noTpiGHOro NpoayKTy.

'H AMP (300mly, CDCI3) 6 1,60-2,00 (BC, 6H); 2,67 (T, 2H); 2,70-2,88 (BC, 2H); 3,98 (M, 1H); 6,80 (m, 2H);
7,03 (m, 2H); 7,17-7,28 (BC, 5H).

3B 2-(3-cbeHinnponin)-6-xpomaHkapbansaerig

Cnocobom, onucaHum y npuknagi 10, suxogaum 3 2-(3-cpeHinnponin)xpomaHy otpumanv noTpibHy cnonyky 3
BMXO40M 66%.

H amP (300mly, CDCIs) 8 1,60-2,00 (Bc, 6H); 2,68 (T, 2H); 2,82 (M, 2H); 4,08 (m, 1H); 6,88 (g, 1H); 7,18 (m,
3H); 7,26 (m, 2H); 7,60 (m, 2H); 9,81 (c, 1H).

3l 2-(3-dpeHinnponin)-6-xpomaHkapboHOBa KucnoTa

Cnocobom, onucanum y npuknagi 1E, Buxogsum 3 2-(3-deHinnponin)xpomaHkapbanbgerigy oTpumanm
NoTpibHy cnonyky 3 BUxoaom 66%.

'H AMP (300mI, CDCls) § 1,70-2,10 (Bc, 6H); 2,73 (T, 2H); 2,88 (M, 2H); 4,12 (M, 1H); 6,87 (1, 1H); 7,20 (M,
3H); 7,31 (m, 2H); 7,88 (M, 2H).

30 N-(3-aueTun-2-rigpokcudpeHin)-2-(3-ceHinnponin)xpomaH-6-kapbokcamis,

Cnocobom, onucanum y npuknagi 11, suxogaum 3 2-(3-ceHinnponin)xpomaHkapboHOBOT KUCNOTU Ta 3-amiHo-
2-rigpokciaueToeHOHY OTpuMarm NoTpibHy cnonyky 3 Buxoaom 45%.

'H AMP (300mI, CDCls) § 1,65-2,10 (Bc, 6H); 2,70 (c, 3H); 2,73 (M, 2H); 2,88 (M, 2H); 4,10 (m, 1H); 6,89 (4,
1H); 6,99 (1, 1H); 7,20-7,35 (BC, 5H); 7,51 (8, 1H); 7,68 (M, 2H); 8,58 (wc, 1H); 8,79 (a, 1H); 13,01 (c, 1H).

3E Evn{8-[2-(3-deHinnponin)xpomaH-6-kapbokcamifo]-4-okco-4H-1-6eH3onipaH-2-«kapbokcunaT}

Cnocobom, onucaHum y npuknagi 1A, Buxoasum 3 N-(3-auetun-2-rigpokendeHin)-2-(3-ceHinnponin)xpomaH-
6-kapbokcamigy Ta gieTunokcanaTty oTpuManu nNoTpibHY CNoMyKy, Ky ouvwanu xpomaTorpadieto Ha KOMoHLj 3
cunikarenem, ento4n xnopodopmom 3 Buxoaom 47%.

H amP (300mI'y, CDCIs3) 1,48 (1, 3H); 1,65-2,10 (BC, 6H); 2,71 (T, 23H); 2,89 (M, 2H); 4,10 (m, 1H); 4,50 (K,
2H); 6,90 (a, 1H); 7,17 (c, 1H); 7,20-7,35 (Bc, 5H); 7,48 (1, 1H); 7,79 (g, 1H); 7,88 (aa, 1H); 8,74 (c, 1H); 8,93 (oA,
1H).

3€ 8-[2-(3-cbeHinnponin)xpomaH-6-kapbokcamigo]-4-okco-4H-1-6eH3onipaH-2-«kapboHoBa kucnoTa

Cnocobom, onncaHum y npuknagi 111, Buxoasum 3 eun{8-[2-(3-ceHinnponin)xpomaH-6-«apbokcamifgo]-4-okco-
4H-1-6eH3onipaH-2-«kapbokcinaty} otpumanu 6iny T1Bepay noTpibHy cnonyky 3 1.nn. 325-326°C 3 Buxogom 80%.

'H AMP (300MI L, CD30OD/CDCl3) § 1,65-2,10 (8¢, 6H); 2,73 (M, 2H); 2,90 (M, 2H); 4,10 (M, 1H); 6,89 (g, 1H);
7,09 (c, 1H); 7,20-7,35 (Bc, 5H); 7,47 (7, 1H); 7,77 (m, 2H); 7,92 (na, 1H); 8,56 (aa, 1H).

Mpwknapg 4 N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH3onipaH-8-in]-2-(3-deHinnponin)xpomaH-6-kapbokcamiz

Cnocobom, onucaHum y npuknagi 1M, suxogsum 3 8-amiHo-4-okco-2-(5H-1-tetpasonin)-4H-1-6eH3onipaHy Ta
2-(3-cheHinnponin)xpomaH-6-kapboHOBOI kMcnoTm oTpumanu 6iny TBepAy NOTPIGHY CNONYKY, AKa posknagaeTbes
BuLle 370°C, aKy ouvLlany nepekpucTanisauieto 3 MetaHony 3 BuxogomM 65%.

H amP (300mI'y, CD30OD/CDCIz) 6 1,65-2,10 (Bc, 6H); 2,71 (1, 2H); 2,90 (m, 2H); 4,11 (m, 1H); 6,89 (g, 1H);
7,15-7,35 (Bc, 6H); 7,49 (1, 1H); 7,79 (m, 2H); 7,95 (g, 1H); 8,60 (a, 1H).

Mpuknag 5 8-[2-(6eH3unokecumeTnn)6eH3odypaH-5-kapbokcamigol-4-okco-4H-1-6eH3onipaH-2-kapboHoBa
KucroTa

5A (4-6pom-2-chopmin)dpeHinokciaueToHi Tpun

[o cymiuwi 5r (24,8umornb) 5-6pomcaniynnosoro anbgerigy, 3,78r (24,8mmonb) kapboHaTty kanito Ta 70mn
N,N-gumetnndpopmamiay poganu posumH 1,87r (24,8mmons) xnopauveToHitpuny y 10mn N,N-gumetuncdopmamiay,
noTim KaTaniTUYHY KinbKicTb oAy kanit i nepemiwysanu cymiw 1,5 rognun npu 80°C, poaasanu 50mn Bomwm i 4
pasu no 75Mn ekctparysanu eTtunaueTaTtoM, NOegHAHI OpraHiyHi gasu cywmnu i BMAansnu pPo3YNHHUK Mig
3HWKEHUM TUCKOM, oTpumMasLLm 5,126r (98%) noTpibHOro npoaykTy.

'H AMP (300mIy, CDCI3) 84,93 (c, 2H); 7,01 (o, 1H); 7,73 (aa, 1H); 8,00 (g, 1H).

5B 5-6pom-2-6eH3oypaHkapboHoBa kucroTa

Cymiw 5,11r (21,3mmorb) (4-6pom-2-cdopMmin)deHinokciauetoHiTpuny, 6,0r rigpokcuay kanito 1a 250mn
abcontoTHOro etaHony rpinu 24 rognHu nig 3BOPOTHUM XONOAUITbHUKOM, AodaBanu 50mn Boan Ta nigkMcnioBanu
1M consiHoOto KMCNOTOlO, @ NOTIM BUAANSANN NeTiodi NPOAYKTY Nif 3HWKEHUM TUCKOM i BOOHUI 3anuLlUoK 4 pasu no
100mMn ekcTparyBanu eTtunaueTaTtoM, NOEAHAHI OpPraHiyHi asn cywmnu i BUAANSAMM PO3YMHHYK Mif 3HWKEHUM
TUCKOM, oTpmMaBLLM 98% >KOBTOro TBEPAOTrO NOTPIOHOro NPoAYKTy 3 T.nu. 249-252°C.

'H AMP (300mI 1, CD30D) §7,50 (M, 3H); 7,80 (c, 1H).

5B ETun(5-6pom-2-6eH3odypaHkapbokecunar)



[o po3suunHy 5,01r (20,8mMmornb) 5-6pom-2-6eH3odypaHkapboHoBoi kucrnotn y 150mMn abcontoTHOro etaHony
agoganu 15Mn KOHUEHTPOBaHO! CynbdaTHOI KUCNOTK i rpinu 2 rogmMHn nig 3BOPOTHUM XONOAUMBHUKOM, MOTIM
BUOANANM IeTiodi NpoAyKTM Mif 3HWKEHMM TWCKOM | 3anuoK HenTparnisyBanu HacM4yeHUM pPO34MHOM
rigpokapboHaTty HaTtpito Ta 4 pasu no 100Mn ekcTparyBanu eTUSIOBUM €TepPOM, CYyMill CyLunuv i BuAansu
PO3YMHHUK NiJ 3HWKEHUM TUCKOM, oTpumaBLum 5,19r (93%) 6inoro TBepaoro noTpibHoro npoaykTy 3 T.nn. 58-60°C.

'H SIMP (300mIu, CDCl3) 51,34 (T, 3H); 4,35 (k, 2H); 7,39 (M, 2H): 7,71 (a, 1H).

5I" (5-6pom-2-6eH3odbypaHin)meTaHon

o posunHy 2,20r (8,19mmorb) etun(5-6pom-2-6eH3odypaHkapbokeunaty) y 75mn TeTparigpodypaHy
podanu 1,24r Goporigpuay HaTpito Ta Kifnbka KpannvH BoAW i rpinu 3 nepemillyBaHHAM 18 roguH nig 3BOPOTHUM
XONOAWIbHMUKOM, NOTIM AoAaBanu Kinbka kpanenb koHueHTpoBaHoi HCI i Buaananu neTiodi npoaykT, a 3anuLlok
po3baenanu Boaok Ta 4 pasu no 75mn ekcTparyBany eTunoBMM eTepoM, CyMilll CyLUMNW i BUAANsAIn po3YMHHUK
nia 3HWKEHUM TUCKOM, OTPMMAaBLLM CUPUWA MPOAYKT, KM ounlany xpomartorpadielo Ha KOMOHLi 3 cunikarenem,
enyM neTponemHum etepom/xnopocopmom (60:40), otpumaswm 1,19r (64%) Ginoro TBepgoro noTpibHoOro
npoaykTy 3 T.nn. 101-103°C.

'H AAMP (300mIu, CDCls) 52,10 (wwc, 1H); 4,76 (c, 2H); 6,60 (c, 1H); 7,33 (M, 2H); 7,66 (c, 1H).

5[0 2-(rigpokcumeTnn)oeH3odypaH-5-«kapOoHiTpun

Po3uuH 1,19r (5,24mmonb) (5-6pom-2-6eH3odypaHin)meTtaHony, 0,470r (5,25mmonb) uiaHigy kynpymy(l) Ta
15mn N-meTuniponianHoHy rpinu 3 nepemiwyBaHHaM 3,5 roavHn npu 200°C, noTiM BuNMBaNM y po3yvH 6r
eTuneHgiamiHy Ta 80mn Boam i 3 pasn no 75mn ekctparyBanu etunauetatoM. OpraHiyHy dasy cywmnm i
BMAANANN PO3YMHHMK MiJ 3HWKEHVM TUCKOM, OTPUMABLUM CYPWUIA MPOAYKT, KWW ouMwwanu xpomaTtorpadieto Ha
KOMOHUi 3 cunikarenem, entooyn H-rekcaHoM/eTunaueTaTomM 3i 3pocTatoyolo nonspHicTo, otpumaswm 0,671r
(74%)>xoBTOro TBepAoro NpoAykTy 3 T.nn. 113-114°C.

'H AAMP (300mIu, CDCls) 54,82 (c, 2H); 6,74 (c, 1H); 7,54 (m, 2H); 7,87 (c, 1H).

5E 2-(6eHsnnokcumeTnn)beH3odypaH-5-kapboHiTpun

0,990r (5,04mmornb) 20% paucnepcii rigpugy Kanito y MiHepanbHOMY Mmachni, nonepeaHb0 NPOMUTOT
OEKaHTYBaHHAM CYXMM reKkcaHoM, a MoTiM pecycneHaoBaHoi y 25mn cyxoro 6eH3ony, nia iHepTHOO aTMocdepoto
npu 0°C popamm go posumHy 0,671r (3,89mmorb) 2-(rigpokcumeTunn)beHsodypaH-5-kapboHitpuny y 10mMn
6eH3onyi cymiw 15 xBunuH nepemillyBanu npu KiMHaTHI TemnepaTypi, noTim goaasanm 0,825mn 6eH3nnbpomigy
KaTaniTM4Hy KinbkicTb oaupy TeTpabytunamoHito Ta 4 rogvHU nepemMillyBany npu KiMHaTHIA TemnepaTypi.
HopaBanu 50mn Boaun i 4 pasn no 50mn ekctparyBanu eTtunauetatom. OpraHiyHy dasy cywwmnu i Bugansnm
PO3YMHHUK MiO 3HWKEHVM TWCKOM, OAEPXaBLUM CUPUA MPOAYKT, SKUA ounwanu dneww-xpomartorpadielo Ha
KOMOHLi 3 cunikarenem, entoyn H-rekcaHoM/eTunaueTaTom 3i 3pocTatoyoo nonspHicTo, otpumaswm 1,087r
(82%) npoaykTy SIK XOBTyBaTY ONitoO.

'H AAMP (300mIu, CDCls) 54,54 (c, 2H); 4,55 (c, 2H); 6,66 (c, 1H); 7,28 (M, 5H); 7,45 (c, 2H); 7,79 (c, 1H).

5€ 2-(6eH3nnokanmeTn)6eH3odypaH 5-kapboHoBa kucroTa

[o posunHy 1,087r (4,13mmornb) 2-(6eH3nnokcrmeTnn)oeHsodypaH-5-kapboHitpuny y 150mn  etaHony
pogann 55mMn 35% NaOH i rpinn 3 roguHn nig 3BOPOTHUM xonogunbHuMkoM, nigkucnosamm 1M HCI, noTim
BMAANANU neTioMi NpoaykT™ i 3anuwok 4 pa3u no 100Mn ekctparyBanu eTunaueTaToMm, opraHiyHy dasy CyLwmnu i
BMAANANN PO3YMHHMK NI 3HWKEHUM TUCKOM, oTpumaBwm 1,165r (KinekicHnn Buxig) 6inoro TBE@pAOro NOTPiGHOrO
npoaykTy 3 T.nn. 129-132°C.

'H AAMP (300mIu, CDCls) 54,67 (c, 2H); 6,81 (c, 1H); 7,40 (m, 5H); 7,56 (m, 1H); 8,12 (g, 1H); 8,41 (c, 1H).

5X N-(3-aueTun-2-rigpokcmdeHT)-2-(6eHaunnokeimeTmn)beHzodypaH-5-kapbokcamia

Cnocobom 3 npuknaagy 1U, Buxogaum 3 2-(6eHannokcumeTnn)6eH3ogypaH-5-kapboHOBOT KUCNOTK Ta 3-amiHo-
2-rigpokciaLeTtoeHOHY oTpuMamm >XOBTyBaTy TBepAy Ccrnonyky 3 T.nn. 92-94°C, @aky noTiM ouuwanu
XpomaTtorpadiyHo Ha KOMoHLUi 3 cunikarenem 3 Buxogom 98%.

'H AMP (300mI 1, CDCls) § 2,58 (¢, 3H); 4,60 (c, 4H); 6,74 (1, 1H); 6,91 (7, 1H); 7,34 (m, 5H); 7,41 (a, 1H);
7,51 (g, 1H); 7,82 (g, 1H); 8,10 (a, 1H); 8,63 (c, 1H); 8,73 (g, 1H).

53 8-[2-(6eH3nnokcumeTnn)oeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-«kapboHoBa kucnoTa

Cnocobom 3 npuknagy 1A, Bxoasun 3 N-(3-auetun-2-rigpokcudpeHin)-2-(6eHaunokcumeTun)beHzodypaH-5-
kapbokoamigy Ta gietunokcanaTy BurotoBunm etun{8-[2-(6eHannokcumeTnn)beHsodypaH-5-kapbokcamigo]-4-
okco-4H-1-6eH3onipaH-2«kapbokcunat}, akMin gani rigponisysanu cnocobom 3 npwuknagy 111, otpumaswm 6Giny
TBepAy NoTpibHy cnonyky 3 1.nn. 215-218°C, 3 Buxogom 98%.

'H AMP (300mI 4, IMCO) 54,61 (c, 2H); 4,72 (c, 2H); 6,97 (c, 1H); 7,11 (¢, 1H); 7,38 (m, 5H); 7,57 (T, 1H);
7,76 (g, 1H); 7,93 (g, 1H); 8,02 (a, 1H); 8,09 (o, 1H); 8,38 (c, 1H).

Mpuknag 6  8-(2-6eH3nnokcumeTun-2,3-gurinpobeH3odypaH-5+«apbokcamino)-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa kucnoTa

6A ETnn(4-aninokcmbeHsoar)

o cymiwi 10r (60,2mmonb) eTtun(4-rigpokcmnbensoaty) 1a 8,32r (60,2mMmornb) kapboHaTy kanito y 20mn
aueToHy popanu 7,22mn (66,2vmornb) aninbpomigy i mimm 18 rogMH nig 3BOPOTHUMM  XONOAWITEHWKOM,
BiAdbinbTpOBYBanM kapboHaT karito i Buaansanu po3yYnHHKK nig 3HWKeHUM TMckoM, oTpumaswm 12,31 (99%) cuporo
NPOAYKTY, LLO MICTUB TiNbKN MOTPiOHY CNOMYKY.

'H AMP (300mIy, CDCls) § 1,36 (T, 3H); 4,32 (k, 2H); 4,54 (n, 2H); 5,28 (aa, 1H); 5,40 (a4, 1H); 6,03 (m, 1H);
6,90 (g, 2H); 7,98 (4, 2H).

66 ETun[4-anin-4-rigpokcubeHsoar)

Cymiw 10r (48,5mmorb) etun(4-aninokembensoaty) ta 20mn N,N-gumeTunadiniHy rpinu 48 roguH 3
nepemiwyBaHHaMm npu 200°C, posbaenanu 150mn emmnauetaty Ta npomusanu 1M HCI. MMicna cywku Ta
BWAANEHHS PO3YMHHKKA, OTPMMAaBLLM CUPUIA MPOAYKT, SKUIA oYnLLany xpoMaTorpadieto Ha KONoHL 3 cunikarenem,
eniotYmM H-rekcaHom/etTnnaveTtatom (95:5), otpumasium 6,851 (69%) npoaykTy.

'H AMP (300mI 1, CDCls) & 1,37 (1, 3H); 3,45 (m, 2H); 4,35 (k, 2H); 5,14 (a, 2H); 6,02 (m, 1H); 6,89 (a, 1H);
7,81 (g, 1H); 7,83 (c, 1H).

6B Etun(2-rinpokevmetnin-2,3-gurigpobeHsodypan-5«apbokeunar)

[o po3uwHy 6,74r (32,7vMornb) etnn(4-anin-4-rigpokcmbeHsoaty) y 105mn xnopodopmy gogasanu 11,40r



(66,1MMOmb) M-XNOPOEHIOMHOT KUCMOTU | pinu 4 roguMHWA Mg 3BOPOTHUM XONOAWUSTIBHUKOM 3 MEePEMillyBaHHSAM.
Micns BMaaneHHs po3ynHHUKA, OTPUMaHUA CUPUIN NPOAYKT PO3UMHAMM B eTunaueTaTi Ta npomusamm 1M NaOH.
Micns cywkn Ta BMAAnNeHHs po3YMHHMKA CUPUIA NPOAYKT ounLianu xpomaTorpadieto Ha KOMOHLUi 3 cunikarenem,
entoumn H-rekcaHoM/ermnauetatom (90:10), otpumanum 5,95r (82%) npoaykTy.

'H AMP (300mI L, CDCl3) & 1,35 (T, 3H); 3,02 (aa, 1H); 3,20 (aa, 1H); 3,74 (aa, 1H); 3,84 (aa, 1H); 4,29 (k,
2H); 4,95 (m, 1H); 6,69 (g, 1H); 7,78 (c, 1H); 7,79 (g, 1H).

6" EtTun (2-6eH3un okcumeTun-2,3-aunapobeHsodypaH-2-kapbokcunar)

Cnocobom 3 npuknagy I, Buxogsum 3 eTtun[2-rigpokcnmeTnn-2,3-anrigpobeH3odypaH-5-kapbokcunaty) 1a
OeH3unbpomigy oTpumanu MOTpiGHY CNONyKy, sIKy ouvwanu xpomaTtorpadiyHo Ha KOJoHUi 3 cunikarenem,
eroYmn H-rekcaHom/eTunauetatom (95:5), 3 Buxogom 65%.

'H AMP (300mI 1, CDCls) & 1,32 (1, 3H): 2,93 (aa, 1H); 3,13 (aa, 1H); 3,55 (aa, 1H); 3,59 (aa, 1H); 4,27 (x,
2H); 4,51 (oo, 1H); 4,94 (m, 1H); 6,75 (g, 1H); 7,19-7,27 (Bc, 5H); 7,78 (c, 1H); 7,85 (aa, 1H).

6/ 2-6eH3nnokcumeTnn-2,3-gurinpobeHsodypaH-2-kapboHoBa KmcrnoTa

[o po3uuHy 1,62r (5,47mmonb) etun(2-6eHsmnokcumen-2,3-gurigpobeHsodypaH-2-kapbokevnaty) y 70mn
MeTaHony goganu 54,7mn 1M posuuHy rigpokcuay niTito i rpinu 3 roauMHU nNig 3BOPOTHUM XONOAUSBHUKOM 3
nepemiwysBaHHAM. Micna HevTpanizauii 1M HCI i BunapoByBaHHA MeTaHoMy Nif 3HWKEHAM TUCKOM, OTPUMaHUi
cupun nNpoaykT cycneHgysanu y 20mn Boan Ta 4 pasu no 25mn ekctparyBanu eTunauetaTtom. [licns cywku
opraHiyHoi basu Ta BuMAaneHHs posduHHuka 1,436r noTpiGHOro MpoAyKTy ouvllanu nepekpucTanizauieo 3
MeTaHony, Buxig 82%.

'H AMP (300mIy, CDCls) 6 3,02 (aa, 1H); 3,26 (aa, 1H); 3,65 (an, 1H); 3,68 (aa, 1H); 4,69(aa, 1H); 5,05 (M,
1H); 6,82 (g, 1H); 7,22-7,33 (BC, 5H); 7,90 (c, 1H); 7,94 (g, 1H).

6E N-(3-auetnn-2-rigpokcundpeHin)-2-6eHsunokenmemn-2,3-gurigpobeHsodypaH-5-kapbokcamig

Cnocobom 3 npuknagy 1Y, Buxogauun 3 2-(6eHsmnokcumeTnn-2,3-auripobeHsodypaH-5-kap6boHOBOi KMCNOTH
Ta 3-amiHO-2-rigpoKkciaLeToeHOHY OTpMMaHi XOoBTyBaTy TBepay cnomnyky 3 T1.nn. 103-105°C, aky ouuwanu
XpoMaTorpadgivyHo Ha KOMOHLUi 3 cunikarenem 3 Buxoaom 74%.

'H AMP (300MI'L, CDCls) 5 2,64 (c, 3H); 3,06 (aa, 1H); 3,31 (aa, 1H); 3,66 (aa, 1H); 3,70 (aa, 1H); 4,61 (aa,
1H); 5,06 (m, 1H); 6,86 (g, 1H); 6,85 (1, 1H); 7,26-7,34 (BC, 5H); 7,46 (8, 1H); 7,72 (8, 1H); 7,74 (c, 1H); 8,58 (c,
1H); 8,74 (g, 1H); 12,96 (c, 1H).

6€ ETtun[8-(2-6eH3nnokevmeTun-2,3-gurinpobeHsodypaH-5-«apbokcamino)-4-okco-4H-1-6eH3onipaH-2-
kapbokcunar]

Cnocobom 3 npuknagy 1A, Buxogsuwm 3 N-(3-aueTun-2-ngpokcundpeHT)-2-6eH3nnokemmemn-2,3-
avrigpobeHsodypaH-5-kapbokcamiay Ta gieTunokcanaTy oTpMMarnm XoBTy TBepAy NoTpibHy cnonyky 3 T.nn. 166-
168°C, aKy ounLanu nepekpucranisauieto 3 etaHony, suxig 73%.

'H AMP (300mI 1, CDCls) & 1,47 (1, 3H); 3,12 (aa, 1H); 3,36 (aa, 1H); 3,70 (aa, 1H); 3,73 (aa, 1H); 4,50 (k,
2H); 4,63 (ng, 2H); 5,11 (m, 1H); 6,91 (a, 1H); 7,15 (c, 1H); 7,30-7,38 (Bc, 5H); 7,47 (1, 1H); 7,79 (g, 1H); 7,87 (c,
1H); 7,88 (o, 1H); 8,73 (c, 1H); 8,92 (a, 1H).

62K  8-(2-6eH3unokcumeTun-2,3-gurigpobeHszodypaH-5-kapbokcamigo)-4-okco-4H-1-6eHzonipaH-2-«kapboHoBa
KucroTa

Cnocobom 3 npuknagy 1J1, Buxogaum 3  etun[8-(2-6eHsmnokcumeTun-2,3-gurinpobeHsodypaH-5-
kapbokcamifo)-4-okco-4H-1-6eH3onipaH-2-kapbokannaTty] oTpumanu XoBTy TBepay NoTpibHy cnonyky 3 T.nn. 184-
188°C, Buxig 60%.

'H AMP (300mI 1, CD;OD/CDCl3) 6 3,12 (aa, 1H); 3,36 (aa, 1H); 3,70 (aa, 1H); 3,73 (aa, 1H); 4,63 (c, 2H);
5,11 (m, 1H); 6,91 (g, 1H); 7,10 (c, 1H); 7,30-7,38 (Bc, 5H); 7,49 (T, 1H); 7,82 (8, 1H); 7,85 (c, 1H); 7,90 (na, 1H);
8,73 (an, 1H).

Mpwknag 7 N-[4-okco-2-(1H-5-TeTpasonin)4H-1-6eH3onipaH-8-n]-2-6eH3nnokcrumemn-2,3-
avriapobeHsodypaH-5-kapbokcamis,
TA N-[4-okco-2+«apbamoin-4H-1-6eH3onipaH-8-in]-2-6eH3nnokcume tnn-2,3-gurigpodeHsodypaH-5-

kapbokcamig

lasyBatnii amiak 30 xBunuH nponyckarm y po3unH 0,528r (1,06mmornb) etnn[8-(2-6eH3annokcumeTun-2,3-
avrigpobeH3odypaH-5-kapbokcamino)4-okco-4H-1-6eH3onipaH-2«kapbokennaty] y 25mn metaHony Ta 25mn
6es3BoaHoro TeTparigpodypaHy, BUnNapunyM Jocyxa i 3anuwok po3unHuim y 15mMn cymiwi (1:1) meTtaHony Ta
TeTparigpodypaHy i goganu 0,5Mn KOHUEHTPOBaHOI COMSAHOT KUCMOTW, HarpiBanu 1,5 roguHu, nig 3BOPOTHUM
XONOANNBHVKOM, PO3YMHHUK BUMAPOBYBANW Mig 3HWKEHUM TUckoM. Cupnii NpoaykT cycneHayBanu y Bogi, TBepay
dasy BigdiNnbTpyBanu, NPOMUNN Kifbka pasiB BOAOK Ta CYWMNM Yy BakKyyMi Hag neHtaokemaom docdopy,
oTpumaBwm 0,527 (KinbKicHUA BUXiA) NOTPIGHOIO NPOAYKTY.

'H AMP (300mIu, AMCO) 6 3,08 (aa, 1H); 3,36 (aa, 1H); 3,70 (M, 2H); 4,57 (c. 2H); 5,12 (m, 1H); 6,84 (c, 1H);
6,92 (o, 1H); 7,28-7,38 (BC, 5H); 7,53 (T, 1H): 7,83-7,89 (BC, 4H); 8,24 (wC, 1H); 8,32 (8, 1H); 8,65 (wC, 1H).

76 N-[4-0kco-2-Li3Ho-4H-1-6eH3onipaH-8-in]-2-6eH3unokcume tmn-2,3-anrigpobeH3odypaH-5-kapbokcamig

Cnocobom 3 npuknagy 2, suxoaaun 3 N-[4-okco-2-«kapbamoin-4H-1-6eH3onipaH-8-in]-2-6eH3nnokcumeTun-
2,3-gurigpobeH3odypaH-5-kapbokcamigy oTprmany noTpibHy cnonyky, Ky odnLianu xpomaTorpadieto Ha KONMOHL
3 cunikarernem, entYn NeETPONENHNM eTepoM/xnopodopMoM 3i 3pOCTato4OK NONAPHICTIO, BUXiA 82%.

'H AMP (300mI'u, CDCls) § 3,12 (an, 1H); 3,35 (aa, 1H); 3,71 (m, 2H); 4,64 (an, 2H); 5,10 (m, 1H); 6,85 (c,
1H); 6,92 (g, 1H); 7,28-7,35 (BC, 5H); 7,50 (1, 1H); 7,73 (@, 1H); 7,77 (c, 1H); 7,88 (aa, 1H); 8,30 (c, 1H); 8,83 (g,
1H).

7B N-[4-okco-2-(1H-5-TeTpasonin)4H-1-6eH3onipaH-8-n]-2-6eH3nnokcume mn-2,3-gurigpobeHsodypaH-5-
kapbokcamig

Cymiww 0,300r (0,66MmoOrnb) N-[4-okco-2-uiaHo4H-1-6eH3onipaH-8-in]-2-6eH3nnokcume Tmn-2,3-
avrigpobeHsodypaH-5-kapbokcamigy, 0,129r (1,99Mmornb) asvay HaTtpito, 0,107r (1,99Mmornb) xnopuay amoHito Ta
10mn cyxoro N,N-anmetundopmamigy nepemiwysanv npu 100°C 1,25 rogunHu, oxonomkysanu i Bunmeanu 'y 10mn
1H consHoi kncnotm, ocag sigdinsTposysanu, otpumaswum 0,111r 6inoi TBepAoi noTpibHOT cnonykm 3 T.nn. 200-
202°C, aKy oumwianu nepekpucranisalieto 3 Cymilli MeTaHomny 3 MeTUneHxnopuaom, suxig 68%.

'H AMP (300mIy, CDCls) 3,09 (ag, 1H); 3,37 (an, 1H); 3,70 (v, 2H); 3,73 (aa, 1H); 4,58 (c, 2H); 5,13 (M, 1H);



6,94 (g, 1H); 7,14 (c, 1H); 7,28-7,35 (BC, 5H); 7,57 (T, 1H); 7,87-7,95 (™m, 3H); 8,73(aa, 1H); 10,00 (c, 1H).

Mpwuknapg 8 8-[2-(3-cheHinnponin)xpomaH-6-+«ap6okcamino]-4-okco-4H-1-6eH3onipaH-2-«ap6boHoBa kucnoTa

8A ETnn12-tpudnyopmeTtaHcynbdoHinokeumeTnn-2,3-gurigpobeHsodypan-2-«kapbokcunaT)

Cnocobom 3 npukragy 3A, Buxogauu 3 etun(2-rigpokcumetun-2,3-gurinpobeHsodypaH-5-kapbokcunaty) Ta
6eH3unbpomigy oTpumanu noTpibHy cnonyky, Buxig 88%.

'H amP (300mly, CDCI3) 6 1,38 (7, 3H); 3,07 (na, 1H); 3,44 (an, 1H); 4,34 (k, 2H); 4,60 (oa, 1H); 4,67 (a4,
1H); 5,17 (m, 1H); 6,84 (g, 1H); 7,90 (c, 1H); 7,91 (na, 1H).

86 Etun[2-(3-ceHinnponin)-2,3-auriapobeHsodypaH-2-kapbokcunaT]

Cnocobom 3 npuknagy 35, BMXOAAYM 3 2-6pomeTnnbeHsony Ta etnn(2-
TpudnyopMeTaHcynbdoHinokeumeTun-2,3-gurigpobeHsodypaH-5-kapbokcunaty) otpumanu NoTpibHYy Cromyky,
AKY ounlanu xpomaTtorpadieto Ha KOMOHLi 3 curikarenem, ernwoum H-rekcaHom/etunadeTtatom (95:5), Buxia
88%.

'H AMP (300mI L, CDCl3) § 1,31 (7, 3H); 1,60-1,83 (M, 4H); 2,60 (T, 2H); 2,73 (a4, 1H); 3,15 (aa, 1H); 4,29 (,
2H); 4,74 (m, 1H); 6,70 (g, 1H); 7,10-7,29 (Bc, 5H); 7,80 (c, 1H); 7,82 (a, 1H).

8B 2-(3-cbeHinnponin)-2,3-aurigpobeH3odypaH-2-kapboHoBa KucrnoTa

Cnocobom 3 npuknagy 6[, suxoaaum 3 etun[2-(3-cbeHinnponin)-2,3-gmriapobeHsodypaH-2-kapbokecunaTy]
oTpuManu noTpibHy cnonyky, Buxia 98%.

'H amP (300mly, CD30OD) 6 1,60-1,85 (m, 4H); 2,62 (1, 2H); 2,76 (aa, 1H); 3,21 (aa, 1H); 4,78 (m, 1H); 6,65
(@, 1H); 7,10-7,29 (Bc, 5H); 7,81 (c, 1H).

8l N-(3-aueTtnn-2-rigpokcndpeHin)-2-(3-ceHinnponin)-2,3-gurinpobeHsodypaH-5-kapbokcamis

Cnocobom 3 npuknagy 1, suxoasun 3 2-(3-dpeHinnponin)-2,3-amriapobeHsodypaH-2-kapboHOBOI kKMcnom Ta
3-amiHo-2-rigpokciaueTodeHoHy oTpumanu noTpibHy cnonyky, Buxig 60%.

H amP (300mly, CD30OD) 6 1,60-1,85 (m, 4H); 2,55 (c, 3H); 2,63 (1, 2H); 2,80 (aa, 1H); 3,22 (aa, 1H); 4,79
(m, 1H); 6,71 (g, 1H); 6,86 (T, 1H); 7,11-7,25 (BC, 5H); 7,38 (a, 1H); 7,62 (a, 1H); 7,64 (c, 1H); 8,36 (c, 1H); 8,66 (A,
1H).

8 Emun{8-[2-(3-deHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-
kapbokcunar}

Cnocobom 3 npuknagy 1A, Buxogaun 3 gietunokcanaty 1a N-(3-auetun-2-rigpokendeHin)-2-(3-ceHinnponin)-
2,3-purippobeHsodypaH-5-kapbokcamigy oTpumanm noTpibHY Cnomyky, AKy ouvlanu nepekpucTanisauieo 3
rapsidoro etaHony, Buxig 67%.

H aMmP (300mI'y, CDCI3) 8 1,31 (1, 3H); 1,60-1,83 (m, 4H); 2,60 (1, 2H); 2,73 (aa, 1H); 3,15 (aa, 1H); 4,29 (K,
2H); 4,74 (m, 1H); 6,70 (g, 1H); 7,10-7,29 (BC, 5H); 7,80 (c, 1H); 7,82 (g, 1H).

8E 8-[2-(3-peHinnponin)-2,3-gurinpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eHzonipaH-2-«kapboHoBa
KucroTa

Cnocobom 3 npuknagy 171, Buxogaum 3 etmn{8-[2-(3-cdpeHinnponin)-2,3-anrigpobeH3odypaH-5-kapbokcamigo]-
4-okco-4H-1-6eH3onipaH-2-kapbokcunaTty} oTpymanu XoBTy TBepay noTpibHy cnonyky 3 T.nn. 184-185°C, saky
ouMLLANN BUBAPIOBaHHAM y MeTaHoni, Buxig 68%.

H aMP (300mluy, AMCO) 6 1,60-1,85 (Mm, 4H); 2,68 (T, 2H); 2,91 (a4, 1H); 3,38 (aa, 1H); 4,95 (m, 1H); 6,88
(@, 1H); 6,94 (c, 1H); 7,15-7,32 (BC, 5H); 7,54 (1, 1H); 7,83 (aa, 1H); 7,88 (m, 2H); 8,07 (aa, 1H); 10,01 (c, 1H).

Mpwknag 9 N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH3onipaH-8-in]-2-(3-deHinnponin)-2,3-
avrinpobeHsodypaH-5-kap6okcamin,

9A N-[4-okco-2«apbamoin-4H-1-6eH3onipaH-8-in]-2-(3-cdeHinnponin)-2,3-amrinpobeH3odypaH-5-kapbokcamin

Cnocobom 3 npuknagy 7A, sBuxogaun 3 etmn{8-[2-(3-cdeHinnponin)-2,3-anrigpobeH3odypaH-5-kapbokcamigo]-
4-okco-4H-1-6eH3onipaH-2-kapbokcunaty} Ta 6eH3nnbpomigy oTpumanu noTpibHy cnonyky, BUXA KinbKiICHUA.

"H AMP (300mIMy, AMCO) & 1,65-1,85 (M, 4H); 2,68 (1, 2H); 2,91 (aa, 1H); 3,38 (o4, 1H); 4,95 (m, 1H); 6,85 (c,
1H); 6,88 (o, 1H); 7,15-7,32 (Bc, 5H); 7,55 (T, 1H); 7,82-7,95 (M, 3H); 8,24 (wc, 1H); 8,30 (g, 1H); 8,75 (wc, 1H).

96 N-[4-0kco-2-UiaHo-4H-1-6eH3onipaH-8-n]-2-(3-cheHinnponin)-2,3-gurinpobeH3odypaH-5-kapbokcamin,

Cnocobom 3 npuknagy 2I7, suxogaun 3 N-[4-okco-2-«apbamoin-4H-1-6eH3onipaH-8-in}-2-(3-cdeninnponin)-2,3-
avriapobeHs3odypaH-5-kapbokcaminy oTpumany noTpibHy cnomnyky, SKy ouvwanu xpomaTorpadieto Ha KOMoHLi 3
cunikarenem, entoyM NeTPoNENHUM/eTNIOBUM €TEPOM 3i 3pOCTatOYOI0 NOMAPHICTIO, BUXig 55%.

"H AMP (300mIwL, CDCIs) & 1,70-1,95 (M, 4H); 2,71 (7, 2H); 2,91 (aa, 1H); 3,38 (aa, 1H); 4,95 (m, 1H); 6,85 (c,
1H); 6,88 (g, 1H); 7,15-7,32 (Bc, 5H); 7,55 (1, 1H); 7,82-7,95 (m, 3H); 8,24 (wc, 1H); 8,30 (g, 1H); 8,75 (wc, 1H).

9B N-[4-okco-2-(1H-5-TeTpa3zonin)-4H-1-6eH3onipaH-8-in]-2-(3-cbeHinnponin)-2,3-guriapobeHzodypaH-5-
kapbokcamig

Cnocobom 3 npuknagy 7B, sBuxogaum 3 N-[4-okco-2-uiaHo-4H-1-6eH3onipaH-8-in]-2-(3-cdeHinnponin)-2,3-
avrigpobeH3odypaH-5-kapbokcamigy oTpumManu XoBTyBaTy TBepAy MOTpiGHY cnonyky 3 1.nn. 234-235°C, sky
ounLLanu nepekpucTanisauicto 3 Cymili MeTaHONy Ta MeTuneHxnopuay, suxia 61%.

H AMP (300mI 'y, AMCO) 6 1,65-1,85 (m, 4H); 2,66 (T, 2H); 2,92 (aa, 1H); 3,39 (aa, 1H); 4,96 (m, 1H); 6,90
(@, 1H); 7,14 (c, 1H); 7,15-7,32 (Bc, 5H); 7,564 (1, 1H); 7,87 (aA@, 1H); 7,90 (@, 1H); 7,92 (c, 1H); 8,24 (aa, 1H);
9,98 (c, 1H).

Mpuknag 10 8-(2-6eHaunTiomeTnn-2,3-aurigpobeH3odypaH-5-+«kapbokcamino)-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa KucrnoTa

10A ETun[2-6eH3untiometnn-2,3-gurigpobeHsodypaH-2-kapbokcunaT]

Oo posumHy 0,992mn (8,47mMorb) GeHannmepkanTaHy y 10mn abcontoTHOro etaHony godanu B iHepTHIN
aTMocdepi po3unH 0,712r (12,72vmonb) rigpokengy kanito y 10mn abcontoTHoro etaHony i cymiw 15 xBunuH
nepemilwyBanu  npuM  KiMHaTHIA  TemnepaTypi, Aogaeanm  po3unmH  3,00r (8,47mmornb)  etwn[2-
TPUdyopMeTaHcynbgoHinokcumeTun-2,3-guriapobeHsodypaH-5-kapbokecunaty) y 15mn abconotHoro etaHony i
24 rogvHW nepemiwyBanu npu KiMHaTHIA TemnepaTtypi, NOTiM neTodi NPpoAyKTX BunapioBarm nNig 3HWKEHUM
TUCKOM, 3anuLoK posnoginanu mbk 50mn soam ta 50Mn eTunaueTtaTy i BoAHY asy Tpuyi no 40mn ekcTparysanm
etvnaueTtatom. OpraHiyHi das3un noeaHyBanu, CylWUMnu i BUAANANN PO3UYMHHKK NiJ 3HWKEHUM TUCKOM, OdepXKaBLLUm
2,810r (KinbkicH1 BUXiA) NOTPiIGHOrO NPOAYKTY AK TEMHE Macro.

'H amP (300mly, CDCl3) 6 1,34 (7, 3H); 2,68 (oo, 1H); 2,77 (ag, 1H); 2,98 (aa, 1H); 3,25 (aa, 1H); 3,78 (c,



2H); 4,31 (k, 2H); 4,92 (m, 1H); 6,76 (A, 1H); 7,19-7,27 (Bc, 5H); 7,82 (c, 1H); 7,86 (aa, 1H).

10B ETun[2-6eH3untiomeTun-2,3-aurigpobeH3odypaH-2-kapbokcunaT]

Ho po3uuny 2,70r (8,53umonb) etnn[2-6eHannTtiomeTnn-2,3-aurigpobeH3odypan-2-kapbokcunaty] y 100mn
eTaHony goganu 42,6mMn 1M po3udmHy rigpokeuay Karnito i 3 rogMHu rpinv nig 3BOPOTHUM XONOAUITbHAKOM, NOTIM
eTaHOnN BUMapioBany nNif 3HWKEHUM TUCKOM, 3anuLwok cycneHaysanu y 30mn soam 4 pasu no 30mn ekctparysanu
etunaueTtatom. OpraHiyHi dasu cylumnu i BUAANSANM pO34YMHHUK Nif 3HWKEHUM TUCKOM, odepxasum 2,172r (85%)
KOPMYHEBOTIO TBEpAOro NoTpibHoro npoaykTty 3 T.Nn. 125-127°C.

'H AMP (300mTu, CDCls) 8 2,70 (an, 1H); 2,81 (aa, 1H); 3,02 (aa, 1H); 3,32 (an, 1H); 3,79 (c, 2H); 4,98 (v,
1H); 6,80 (a4, 1H); 7,20-7,27 (Bc, 5H); 7,89 (c, 1H); 7,97 (A, 1H).

10B N-(3-aueTtun-2-ngpokcndpeHin)-2-6eH3untiomeTun-2,3-aurigpobeHsodypaH-5-kapbokcamig

Cnocobom 3 npukrnagy 1Y, Buxoasum 3 2-6eHsmntiomeTun-2,3-amriapobeH3odypaH-2-kapOoHOBOI kKMcnom Ta
3-aMiHO-2-TigpoKcraLeToheHOHY OTpMMarm XXOBTy TBEpAY NOTpibHy cnonyky 3 T.nn. 119-121°C, aky oumwanu
XpoMaTorpadgieto Ha KOMNoHLi 3 cunikarenem, entoloyn H-rekcaHom/etnnavetatom (9:1), Buxig 86%.

'H AMP (300mI 4, CDCls) 5 2,61 (c, 3H); 2,68 (aa, 1H); 2,80 (aa, 1H); 3,06 (aa, 1H); 3,34 (aa, 1H); 3,79 (c,
3H); 4,98 (v, 1H); 6,80 (A, 1H); 7,20-7,27 (Bc, 5H); 7,46 (g, 1H); 7,72 (g, 1H); 7,73 (c, 1H); 8,53 (c, 1H); 8,74 (g,
1H).

10r Emmn{8-[2-6eH3nnTtiomeTn-2,3-gurigpobeH3odypaH-5-kapbakcamino]-4-okco-4H-1-6eH3onipaH-2-
kapbokcunar}

Cnocobom 3 npuknagy 1A, Buxogauu 3 gietnokcanaty 1a N-(3-auetnn-2-rignpokendeHin)-2-6eHavntiomeTun-
2,3-purinpobeHsodypaH-5-kapbokcamigy oTpymanm CBiTIOXOBTY TBEpAY NOTPiOHY cnonyky 3 1.nn. 175-177°C, aky
oumLanu xpomaTtorpadieto Ha KONoHUi 3 curikarenem, entotooydun xnopogopmom, Buxig 81%.

'H AMP (300mI 1, CDCls) § 1,47 (1, 3H); 2,72 (aa, 1H); 2,34 (a4, 1H); 3,09 (aa, 1H); 3,38 (aa, 1H); 3,80 (c,
3H); 4,49 (k, 2H); 4,99 (m, 1H); 6,85 (g, 1H); 7,12 (c, 1H); 7,21-7,35 (Bc, 5H); 7,43 (1, 1H); 7,76 (a8, 1H); 7,80 (c,
1H); 7,85 (@, 1H); 8,70 (c, 1H); 8,89 (a, 1H).

100  8-[2-6eHaunTiomeTnn-2,3-aurigpobeHsodypaH-5-kapbokcaminol-4-okco-4H-1-6eHzonipaH-2-«kapboHoBa
KucroTa

Cnocobom 3 npuknagy 1J1, Buxogsum 3 etnn{8-[2-6eH3nntiomeTnn-2,3-anrigpobeH3odypaH-5-kapbokcamigo]-
4-okco-4H-1-6eH3onipaH-2-kapbokcunaTty} oTpumanu XoBTy TBepAay noTpibHy cnonyky 3 T.nn. 122-125°C, suxig
81%.

'H SAMP (300mIu, IMCO) 52,80 (a, 2H); 3,05 (aa, 1H); 3,20 (aa, 1H); 3,85 (c, 3H); 5,08 (M, 1H); 6,91 (c, 1H);
6,92 (g, 1H); 7,2 (m, 1H); 7,34 (g, 4H); 7,54 (7, 1H); 7,86 (g, 1H); 7,88 (g, 1H); 7,90 (c, 1H); 8,08 (aa, 1H); 10,04 (c,
1H).

Mpwknag 11 8-[2-(4'-cbnyopbeHaurnokcumeTun)-2,3-aurigpobeH3odypaH-5-kapbokcamifno]-4-okco-4H-1-
69H30nipaH-2-kapboHoBa k1cnoTa

11A Etun[2-(4'-cpnyop6eHsunokcumeTnn)-2,3-gurigpobeHsodypaH-2-kapbokcmnart]

Cnocobom 3 npuknagy 1IN, Buxogaum 3 etmn(2-rigpokcumetnn-2,3-aurigpobeHsodypaH-5-kapbokcunaty) Ta
4'-conyop6eH3nnbpomigy oTpMmanu noTpibHy Cnonyky, Ky ounLwanu xpomaTtorpadi€eto Ha KOmoHLj 3 cunikarenem,
eroYmM H-rekcaHoM/eTunaveTtatom (95:5), Buxia 68%.

'H AMP (300mI 1, CDCls) & 1,34 (1, 3H); 2,99 (an, 1H); 3,23 (aa, 1H); 3,62 (aa, 1H); 3,68 (aa, 1H); 4,30 (k,
2H); 4,52 (pg, 2H); 5,03 (m, 1H); 6,79 (g, 1H); 7,00 (7, 2H); 7,26 (aa, 2H); 7,83 (c, 1H); 7,87 (a4, 1H).

116 2-(4'-conyopbeH3nnokecnumein)-2,3-guriapobeHzodypaH-2-kapboHoBa kmucnoTa

Cnocobom 3 npukrnagy 6[, suxogaun 3 etun[2-(4'-pnyopbeHsnnokcumeTun)-2,3-gurigpobeHsodypaH-2-
kapbokcmnaTty] oTpMManu NoTpPIiGHyY CNOMyKy, iKY ounLany nepekpucTanisadieto 3 metaHony, Buxig 94%.

'H AMP (300mIy, CDCl3) 6 3,01 (aa, 1H); 3,27 (aa, 1H); 3,65 (M, 2H); 4,58 (aa, 2H); 5,05 (m, 1H); 6,81 (a,
1H); 7,00 (1, 2H); 7,27 (a4, 2H); 7,86 (c, 1H); 7,92 (aa, 1H); 12,20 (wup.curH., 1H).

11B N-(3-auetun-2-rigpokcudpeHin)-2-(4'-pnyopbeHsnnokecumetmn)-2,3-gurigpobeHsodypaH-5«apbokcamis

Cnocobom 3 npuknagy 1W, Buxogaum 3 2-(4'-cpnyopbeHsnnokcumeTun)-2,3-gurigpobeHsodypaH-2-
KapbOHOBOI KMCMOTU OTpuManu noTpibHy CNonyky, Ky ounwanu xpomaTtorpadieto Ha KOMoHL 3 cunikarenem,
ernoymn H-rekcaHoM/xnopodgopmom (1:1), Buxia 81%.

'H AMP (300mIy, CDCls) 62,60 (¢, 3H); 3,05 (aa, 1H); 3,30 (aa, 1H); 3,65 (M, 2H); 4,58 (aa, 1H); 5,10 (m,
1H); 6,88 (a4, 1H); 7,01 (1, 2H); 7,27 (m, 2H); 7,43 (g, 1H); 7,71 (g, 1H); 7,73 (c, 1H); 8,51 (c, 1H); 8,71 (a, 1H)
12,96 (c, 1H).

11r Etun{8-[2-(4'-donyop6eH3unokcmumeTnn)-2,3-gurigpobeHsodypaH-5-kapbokcaminol]-4-okco-4H-1-
OeH3onipaH-2-«kapbokcunaT}

Cnocobom 3 npuknagy i A, Buxogsum 3 pgietunokcamaty Ta N-(3-auetun-2-rigpokcudeHin)-2-(4'-
dnyopbeHsnnokemeTnn)-2,3-gurigpoboH3odypaH-5«apbokcamigy OTpumManu CBITNOXOBTY TBepAy MOTPiOHY
cnonyky 3 T.nn. 175-177°C. aky ouvwanu xpomaTorpacdpielo Ha KOMOHLUi 3 cunikarernem, ernioYn H-
rekcaHom/xrnopodopmom (1:2), Buxig 53%.

'H AMP (300mIu, CDCls) 6 1,46 (1, 3H); 3,10 (aa, 1H); 3,35 (aa, 1H); 3,70 (M, 2H); 4.49 (k, 2H); 4,58 (oA,
1H); 5,10 (m, 1H); 6,88 (g, 1H); 7,01 (1, 2H); 7,13 (c, 1H); 7,30 (M, 2H); 7,44 (1, 1H); 7,77 (aa, 1H); 7,83 (c, 1H);
7,87 (o, 1H); 8,71 (c, 1H); 8,90 (g, 1H).

110 8-[2-(4'-dnyopbeHannokcumeTnn)-2,3-anrigpobeH3odypaH-5-kapbokcaminol-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa kucrnoTa

Cnocobom 3 npuknagy 1J1, Buxogsum 3 emmn{8-[2-(4'-cnyopbeH3nnokcumeTun)-2,3-gurigpobeHzodypaH-5-
kapbokcaminol-4-okco-4H-1-6eH3onipaH-2-+«apbokcunaTy} oTpMManu 0BTy TBepAy NoTpibHy cnonyky 3 T.nn. 195-
197°C, aKky ounwianu nepekpucTanisauieto 3 MeTaHosy.

'H AMP (300mI 4, IMCO) 5 3,10 (aa, 1H); 3,37 (aa, 1H); ); 3,68 (@, 2H); 4,56 (c, 2H); 5,12 (m, 1H); 6,95 (c,
1H); 7,17 (1, 2H); 7,38 (1, 2H); 7,54 (1, 1H); 7,88 (BC, 3H); 8,08 (84, 1H); 10,03 (c, 1H).

Mpuknag 12 N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH3onipaH-8-n]-2-(4'-cpnyopbeH3nnokcume un)-2,3-
avrigpobeH3odypaH-5-kapbokcamin,

12A N-[4-okco-2«ap6amoT-4H-1-6eH3onipaH-8-in]-2-(4'-dnyopbeHaunnokcmmemn)-2,3-aurigpobeHsodypan-5-
kapbokcamig



Oo posunHy 1,219r (2,36Mmonb)  eTur{8-[2-(4'-conyop6eHannokcumeTun)-2,3-aurigpodeHsodypaH-5-
kapbokcamigo]-4-okco-4H-1-6eHsonipaH-2-«apbokcunaty} y 100mn cyxoro TeTparigpodypaHy npu -20°C goganu
12mMn npubnusHo 4M HacuMyeHoro po3udvHy amiaky y meTtaHoni, nepemiwysanu npu 0°C 4 rogvHu i BUganmnm
PO3YMHHUK, OTpMMaBLLM 1,158r (KinbkicHnin BUXig) NOTPiOHOT cnomnyku.

'H AMP (300mIu, AMCO) & 3,09 (aa, 1H); 3,35 (aa, 1H); ); 3,67 (c, 2H); 4,56 (c, 2H); 5,11 (m, 1H); 6,92 (a,
1H); 7,18 (1, 2H); 7,38 (T, 2H); 7,53 (7, 1H); 7,84 (BC, 3H); 8,25 (wc, 1H); 8,38 (A, 1H); 8,60 (wc, 1H); 10,25 (c,
1H).

126 N-[4-0kco-2-LjaHo-4H-1-6eH3onipaH-8-n]-2-(4'-chnyopbeH3unokcumetmn)-2,3-gurigpobeHsodypaH-5-
kapbokcamig

Cnocobom 3 npuknagy r, peakuieto N-[4-okco-2-kapbamoin-4H-1-6eH3onipaH-8-in]-2-(4'-
dnyopbeH3unokeumeTin)-2,3-gunapobeHsodypaH-5-kapbokcamingy 3  okcuxnopugom  docdopy  y  N,N-
anveTtundgopmamigi npy 0°C oTpumarm noTpibHy CMOMyKy, SKy ouvwanu xpomaTtorpadietd Ha KOJoHUi 3
cunikarenem, entoloYn neTponenHum etepom/xnopodopmom(1:1), Buxia 77%.

'H "H AMP (300mI'u, CDCl3) 5 3,10 (aa, 1H); 3,33 (aa, 1H); 3,70 (, 2H); 4,59 (an, 2H); 5,10 (m, 1H); 6,82 (c,
1H); 6,89 (g, 1H); 7,02 (1, 2H); 7,38 (m, 2H); 7,48 (T, 1H); 7,72 (na, 1H); 7,78 (c, 1H); 7,88 (g, 1H); 8,35 (c, 1H);
8,79 (o, 1H).

12B N-[4-okco-2-(1H-5-TeTpasonin) 4H-1-6eHsonipaH-8-in]-2-(4'-conyopbeHaunokcmmetnn)-2,3-
avriapobeHsodypaH-5-kapbokcamis,

Cnocobom 3 npvknagy 7B, BUXOAA4YU 3 N-[4-okco-2-LjaH-4H-1-6eH3onipaH-8-n]-2-(4'-
dnyopbeHaunnokeumeTnn)-2,3-anrigpobeHsodypaH-5«apbokcamigy otpumarm 6iny TBepay noTpibHY cnomnyky 3
T.Nn. 229-232°C, 9Ky ounLLany BUBaprOBaHHAM 3 eTUIOBUM eTepoMm, Buxig 77%.

'H "H AMP (300mTu, AMCO) & 3,12 (aa, 1H); 3,40 (an, 1H); 3,72 (a, 2H); 4,60 (an, 2H); 5,12 (m, 1H); 6,93 (a,
1H); 7,05 (1, 2H); 7,25 (c, 1H); 7,33 (m, 2H); 7,52 (7, 1H); 7,89 (g, 1H); 7,92 (c, 1H); 7,96 (na, 1H); 8,73 (g, 1H);
10,05 (c, 1H).

Mpwknag 13 8-[7-xnop-2-(3-ceHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-
6eH3onipaH-2-kapboHoBa k1cnoTa

13A Metnn(3-xnop-4-rigpokcmnbeHsoar)

Cnocobom 3 npuknagy 5B, Buxogaum 3 3-xnop-4-rigpokCcMBeH30MHOI KUCNOTU OTpMManu NoTPiGHY CromyKy,
Buxig 87%.

'H AMP (300mI 'y, CDCl3) 51,39 (1, 3H); 4,37 (k, 2H); 7,04 (g, 1H); 7,89 (a4, 2H); 8,06 (a, 1H).

136 ETnn(4-aninoken-3-xnop6eHsoar)

Cnocobom 3 npuknagy 6A, Buxogauu- 3 etun(3-xnop-4-rigpokcubeHsoaTty) oTpumanm noTpibHy cnonyky, Buxig
91%.

'H SIMP (300mI, CDCls) § 1,39 (1, 3H); 4,37 (k, 2H); 4,69 (0, 2H); 5,35 (a4, 1H); 5,49 (aa, 1H); 6,07 (m, 1H);
6,94 (p, 2H); 7,91 (an, 2H); 8,07 (g, 1H).

13B Etun(3-anin-5-xnop-4-rigpokcnbeHsoar)

Cnocobom 3 npuknagy 6b, Buxogsum 3 emn(4-aninokcu-3-xnopbeHsoaTty) oTpuManm NoTpibHy Cronyky, siky
0oYMLLANK NEPETOHKOH Nia 3HWKeHUM TuckoMm (0,2Topp), BUXiA KinbKiCHWIA.

'H SAMP (300mIy, CDCls) & 1,38 (T, 3H); 3,45 (4, 2H); 4,35 (k, 2H); 5,09 (g, 1H); 5,14 (g, 1H); 6,01 (M, 1H);
7,76 (g, 1H); 7,92 (g, 1H).

13l ETun(7-xnop-2-rigpokevmen-2,3-gurigpobeHsodypaH-5-kapbokeunart)

Cnocobom 3 npuknagy 6B, Buxoasum 3 etun(3-anin-5-xnop-4-rigpokcmbeHsoaty) oTpumanu noTpibHy
crnonyky, euxia 80%.

"HH AMP (300mIy, CDCls) 8 1,37 (7, 3H); 3,19 (aa, 2H); 3,33 (aa, 2H); 3,78 (aa, 2H); 3,97 (aa, 2H); 4,33 (k,
2H); 5,09 (m, 1H); 7,74 (g, 1H); 7,85 (g, 1H).

131 Etun(7-xnop-2-tpncnyopmeTaHcynboHinokenme mn-2,3-aurinpobeHsodypaH-5-+«kapbokennar)

Cnocobom 3 npuknagy 3A, Buxogdaum 3 eTun(7-xnop-2-rigpokcumeTun-2,3-gurigpobeHsodypan-5-
kapbokcunaTy) oTpuManu noTpiGHy CNONyKy, BUXIA KiflbKiCHWA.

'H AMP (300mI L, CDCls) & 1,38 (1, 3H); 3,20 (aa, 2H); 3,53 (a4, 2H); 4,33 (k, 2H); 4,67 (an, 1H); 4,77 (aa,
1H); 5,28 (m, 1H); 7,76 (g, 1H); 7,88 (g, 1H).

13E ETvn[7-xnop-2-(3-cerinnponin)-2,3-auriapobeHsodypaH-5«apbokcunaT]

Cnocobom 3 npuknagy 3B, Buxogsum 3 etmun(7-xnop-2-tpudpnyopmeTaHcynboHinokcumeTnn-2,3-
avriapobeHs3odypaH-5-kapbokcunaty) oTpuManu NoTPiGHY CNONYKY, iKY oYM LLany xpoMmaTtorpadieto Ha KOMoHLj 3
cunikarenem, enowYM NeTponenHuM etepom/eTunaveTtatom (95:5), Buxig 58%.

'H AAMP (300mIy, CDCls) § 1,36 (T, 3H); 1,70-1,92 (M, 4H); 2,68 (T, 2H); 2,91 (aa, 1H); 3,34 (aa 2H); 4,32 (,
2H); 4,95 (m, 1H); 7,15-7,30 (Bc, 5H); 7,71 (g, 1H); 7,86 (a, 1H).

13€ 2-(3-cbeHinnponin)-2,3-aurigpobeHsodypaH-5-kapboHoBa kncnoTa

Cnocobam 3 npukrmagy 3b, Buxogaum 3  etmn[7-xnop-2-(3-coeHinnponin)-2,3-gurigpobeHsodypaH-5-
kapbokcunaTy] oTpumanu noTpibHy cnonyky, Buxiga 92%.

'H AMP (300mI, CDCl3) & 1,70-1,92 (M, 4H); 2,70 (7, 2H); 2,95 (aa, 1H); 3,40 (aa, 2H); 4,99 (m, 1H); 7,15-
7,30 (Bc, 5H); 7,73 (a, 1H); 7,83 (g, 1H).

13X N-(3-auetnn-2-rigpokcmdeHin)-7-xnop-2-(3-cdeHinnponin)-2,3-aurinpobeH3odypaH-5-kapbokcamig

Cnocobom 3 npuknagy 1U, Buxogsaum 3 7-xnop-2-(3-ceHinnponin)-2,3-ogunapobensodypaH-5-kapboHoBOT
KMUCMOTM OTpMManu noTpibHy CMonyky, SKy oudnanu xpomartorpadielo Ha KOMOHUi 3 cunikarenem, eniolym
neTponenHum etepom/xnopocopmom (1:1), Buxig 84%.

'H AMP (300mIy, CDCls) & 1,60-1,88 (M, 4H): 2,50 (c, 3H); 2,63 (1, 2H); 2,82 (na, 1H); 3,24 (aa, 2H); 4,84 (M,
1H); 6,79 (1, 1H); 7,11-7,25 (BC, 5H); 7,29 (A, 1H); 7,45 (8, 1H); 7,63 (8, 1H); 8,38 (c, 1H); 8,58 (g, 1H).

133 Emun{8-[7-xnop-2-(3-deHinnponin)-2,3-auriapobeHsodypaH-5-kapbokcamifo]-4-okco-4H-1-6eH3onipaH-2-
KapbokcunaH}

Cnocobom 3 npuknagy 1A, Buxogaum 3 pietmnokcanaty Ta N-(3-aueTtun-2-rigpokcudeHin)-7-xnop-2-(3-
deHinnponin)-2,3-gurinpobeH3odypan-5-kapbokcaminy  oTpymarm  NOTPIOHY  CNonyky, Ky  ouvwanu
XpomaTtorpadieto Ha KOMOHLi 3 curikarenem, enoyn neTponenHuM etTepoM/xnopodopMom 3i 3pOCTaloyoro



NonsipHicTIO, BUXiA 57%.

"HH AMP (300MI L, CDCls) § 1,47 (1, 3H); 1,76-1,96 (M, 4H); 2,72 (1, 2H); 3,01 (aa, 1H); 3,44 (aa, 1H); 4,51
(k, 2H); 5,03 (m, 1H); 7,16 (c, 1H); 7,19-7,33 (Bc, 5H); 7,47 (1, 1H); 7,71 (c, 1H); 7,79 (c, 1H); 7,89 (aa, 1H); 8,66
(c, 1H); 8,88 (aa, 1H).

131 8-[7-xnop-2-(3-derinnponin)-2,3-anrigpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa kucrnoTa

Cnocobom 3 npuknagy 1J1, Buxogsum 3 emn{8-[7-xnop-2-(3-ceHinnponin)-2,3-gurignpobeHzodypaH-5-
kapbokcamifo]-4-okco-4H-1-6eH3onipaH-2-kapbokcunaTty} oTpumanu 6iny TBepay NoTpibHY cnonyky 3 T.nn. 224-
225°C, sKy ounwann xpomartorpadieto Ha KOJOHL| 3 cunikarenem, ey MeTaHosioM/xnopodgopmom (2:98),
Buxig 54%.

'H AMP (300mIL, CD30D/CDCl3) §1,75-1,95 (M, 4H); 2,73 (1, 2H); 3,02 (aa, 1H); 3,46 (aa, 1H); 5,04 (M, 1H);
7,15 (c, 1H); 7,19-7,32 (Bc, 5H); 7,50 (T, 1H); 7,74 (g, 1H); 7,85 (A, 1H); 7,94 (a, 1H); 8,53 (aa, 1H).

Mpwknag 14 8-[2-(3-cheHinnponin)-2,3-gurigpobeH3odypaH-5«apbokcamino]-6-cdpnyop-4-okco-4H-1-
6eH3onipaH-2-«ap6oHooa kucnoTa

14A 4-dpnyopdeHinauetat

Cnocobom 3 npuknagy 1€, Buxogaum 3 4-cnyopceHony otpumanu noTpibHy cnonyky sik 6e3bapeHe macno,
Buxig 94%.

'H SAMP (300mI1, CD3OD/CDCl3) 52,29 (c, 3H); 7,06 (g, 4H).

146 5-dnyop-2-napokciaueTodeHoH

Cnocobom 3 npuknagy 11H, suxogsum 3 4-conyopdpeHinauetaty otpumanm 6iny tBepay NoTpiGHY Cnomyky 3
T.nn. 55-58°C, saky ouvwanu xpomartorpadield Ha KOMOHLUi 3 cunikarenem, ey neTponenHnm
eTepom/xriopocopmom (9:1), Buxia 78%.

'H AMP (300mIy, CDCls) 85 2,62 (c, 3H); 6,95 (aa, 1H); 7,22 (aT, 4H); 7,40 (aa, 1H); 11,98 (c, 1H).

Cnocobom 3 npuknagy 13, euxogsaum 3 4-cnyopdeHinaueraTy oTpyManu XXoBTy TBepAYy NOTPiOHY CMONyKy,
AKY oumnLLany xpomaTtorpadieto Ha KOMNoHLi 3 cunikarenem, entoym neTponenHum etepom/xnopodgopmom (1:1),
Buxia 52%.

'H AMP (300mI 'y, CDCl3) §2,72 (c, 3H); 7,81 (a4, 1H); 7,96 (a, 1H); 12,62 (c, 1H).

14T 3-amiHO-5-onyop-2-rigpokciaLeTodeHOH

Cnocobom, 3 npuknagy 1B, Buxogaum 3 5-conyop-2-rigpoKcn-3-HITpOaUEeTOMMEHOHY, PO3YUHEHOMo Yy
MeTaHoni/xnopodopmi (9:1) NOTPiGHY cnonyky oTpMManu 3 KiflbkiCHUM BUXOZOM.

'H AMP (300mI 'y, CD30D) §2,55 (c, 3H); 6,68 (aa, 1H); 7,84 (aa, 1H).

140 N-(3-auetnn-5-cnyop-2-riapokcndeHin)-2-(3-geHinnponin)-2,3-anrigpobeH3odypaH-5-kapbokcamig

Cnocobom 3 npuknagy 1, Buxoasun 3 2-(3-cpeHinnponin)-2,3-amriapobeHsodypaH-5-kapboHOBOI kncnom Ta
3-amiHo-5-chnyop-2-riapokciaLeTodeHOHY OoTpuManu MOTPiGHY crnomnyky, SKy ouuwanu xpomaTorpadieto Ha
KOJITOHL,i 3 curikarenem, ento4ym neTponenHnm etepom/xnopocopmom (1:1),Buxig 79%.

'H SAMP (300mI L, CDCl3) & 1,70-1,95 (M, 4H); 2,58 (c, 3H); 2,70 (1, 2H); 2,892 (aa, 1H); 3,31 (a4, 2H); 4,79
(m, 1H); 6,72 (@, 1H); 7,11-7,25 (Bc, 5H); 7,29 (A, 1H); 7,40 (g, 1H);-7,62 (a8, 1H); 7,65 (c, 1H); 8,19 (c, 1H); 8,66
a, 1H).

( 14)E Emun{8-[2-(3-cpeHinnponin)-2,3-gurinpobeH3odypaH-5-kapbokcamiaol-6-gnyop-4-okco-4H-1-6eH3onipaH-
2-kapbokcmnart}

Cnocobom 3 npuknagy 1A, Buxogaum 3 pgietmnokcanaty Ta N-(3-auetvn-5-dnyop-2-rigpokcndeHin)-2-(3-
deHinnponin)-2,3-gnrinpobeHzodypan-5-kapbokcamingy  oTpumanm  NOTPIGHY  CMONyky, SKy  ouMLanu
nepekpucranisadieto 3 etaHony, Buxig 55%.

"H AMP (300Mry, CDCl3) & 1,48 (T, 3H); 1,70-1,92 (M, 4H); 2,79 (T, 2H); 2,90 (aa, 1H); 3,32 (aa, 1H); 4,48 (,
2H); 4,90 (m, 1H); 6,80 (a, 1H); 7,08 (c, 1H): 7,18-7,32 (Bc, 5H); 7,42 (na, 1H); 7,69 (g, 1H); 7,77 (C, 1H); 8,70
(an, 1H); 8,71 (c, 1H).

14€ 8-[2-(3-dpeHinnponin)-2,3-gurinpo6eH3odypaH-5-«apbokcamino|-6-gnyop-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa kucnoTa

Cnocobom 3 npuknagy 171, Buxogaum 3 etun{8-[2-(3-cpeHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamigo]-
6-cbnyop-4-okco-4H-1-6eH30onipaH-2-kapbokcunaTty} oTpumanu 6iny TBepay noTpibHy cnonyky 3 1.nn. 183-185°C,
AKY ouML@anu xpomartorpadieto Ha KOJOHLUi 3 curikarenem, entoryn metaHonom/xnopodopmom (5:95), Buxig
66%.

'H SAMP (300mIu, IMCO) §1,65-1,85 (M, 4H); 2,64 (T 2H); 2,87 (aa, 1H); 3,31 (aa, 1H); 4,91 (v, 1H); 6,83 (a,
1H); 6,87 (c, 1H); 7,15-7,32 (Bc, 5H); 7,49 (aA, 1H); 7,80 (g, 1H); 7,82(c, 1H); 8,14 (aa, 1H); 10,17 (c, 1H).

Mpuknag 15 8-[4-xnop-2-(3-deHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamingo]-4-okco-4H-1-
6eH3onipaH-2-kapboHOBa K1cnoTa

15A 4-aninoken-2-xnop6eH3oHiTpun

Cnocobom 3 npuknagy 6A, Buxoaaum 3 2-xrnop-4-rigpokenbeH3oHiTpuny oTpumanu 6iny noTpibHy cnonyky 3
1.nn. 50-52°C, Buxig 98%.

'H AMP (300mIu, CDCls) 54,59 (, 2H); 5,35 (aa, 1H); 5,40 (aa, 1H); 6,00 (, 1H); 6,88(aa,2H); 7,03 (a,2H);
7,59 (n).

1(5I)5 5-anin-2-xnop-4-rigpokcnbeH3oH Tpun Ta 3-anin-2-xnop-4-rigpokcnbeH3oHITpun

Cnocobom 3 npuknagy 66, Buxoasum 3 4-aninokcv-2-xnopOGeH30oHITPMAY oTpuManu cymiw 5-anin-2-xnop-4-
rigpokeMbeHsoHITpuny Ta 3-anin-2-xnop-4-rigpokCMBEH30HITPUNY, AKy po3ainany xpomartorpadieto Ha KOJoHL 3
cunikarenem, enooYM  NeTponenHuMm  etepom/eTunosum etepoMm  (8:2), oTpumanu 5-anin-2-xnop-4-
rigpokcmbeHsoHiTpun, Buxig 39%, a entoryy NeTponernHuMm etepom/eTunosum etepom (6:4) ), otpumarm 3-anin-
2-xnop-4-rigpokcnbeH3oHiTpun, Buxig 51%.

'H SAMP (300mIu, isomep 5, CDCl3) 63,39 (4, 5,12-5,28 (M, 2H); 5,98 (M, 1H); 7,03 (c, 2H);7,44(c, 1H).

'H AMP (300mIw, i3omep 3, CDCl3) 53,61 (g, 5,07-5,18 (M, 2H); 5,95 (M, 1H); 6,86 (g, 1H); 7,46 (a, 1H).

15B 4-xnop-2-rigpokcumeTnn-2,3-anriapobeHaodypaH-5-kapboHiTpmn

Cnocobom 3 npuknagy 6B, Buxogaum 3 3-anin-2-xnop-4-rinpokCcMOeH30HITpMy oTpuManu NoTpibHy CMOnyKy,
Buxig 92%.



'H AMP (300mTu, CDCls) & 3,14 (an, 1H); 3,32 (aa, 1H); 3,79 (aa, 1H); 3,92 (aa, 1H); 5,08 (v, 1H); 6,72 (a,
1H); 7,41 (g, 1H).

151" 4-xnop-2-TpudonyopmeTaHcynboHinokcume mn-2,3-gurinpo6eHsodypaH-5-kap6oHiTpun

Cnocobom 3 npuknagy 3A, Buxoasum 3 4-xnop-2-rigpokcumeTun-2,3-aurigpobeHsodypaH-5-kapboHiTpuny
oTpMManu noTpibHy cnonyky, Buxig 64%.

'H AMP (300mI 'y, CDCls) & 3,19 (aa, 2H); 3,50 (aa, 2H); 4,68 (aa, 1H); 4,70 (aa, 1H); 5,30 (v, 1H); 6,91 (a,
1H); 7,50 (g, 1H).

15[ 4-xnop-2-(3-cpeHinnponin)-2,3-avrinpobeH3odypaH-5-kapOoHiTpun

Cnocobom 3 npuknagy 3B, Buxogsum 3 4-xnop-2-tpudpnyopmeTaHcynboHinokcumeTnn-2,3-
avrinpobeHsodypaH-5-kapboHiTpuny Ta 2-6pometunbeHzony otpumanm noTpibHy Cronyky, Ky ouuLanu
XpomaTtorpadieto Ha KOSMoHL 3 cunikarenem, enowyy neTporenHum etepom/eTnnosum etepom (95:5), Buxig
68%.

"H AMP (300mI L, CDCls) & 1,65-1,90 (m, 4H); 2,68 (T, 2H); 2,87 (a4, 1H); 3,12 (aa, 2H); 4,92 (m, 1H); 6,69 (A,
1H); 7,14-7,32 (Bc, 5H); 7,40 (g, 1H).

15E 4-xnop-2-(3-cpeHinnponin)-2,3-amnapobeH3odypaH-5«apboHoBa kucnoTa

Cnocobom 3 npukragy 5€, suxogaum 3 4-xnop-2-(3-cpeHinnponin)-2,3-aurigpobeH3odypaH-5-kapboHiTpuny
oTpumManu noTpibHy cnonyky, Buxia 89%.

'H SIMP (300MmI L, CDCl3) & 1,65-1,90 (M, 4H); 2,70 (T, 2H); 2,91 (aa, 1H); 3,38 (aa, 2H); 4,93 (v, 1H); 6,69 (a,
1H); 7,14-7,32 (Bc, 5H); 7,98 (g, 1H).

15€ N-(3-aueTnn-2-rigpokcundpeHrin)-4-xnop-2-(3-geHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamig,

Cnocobom 3 npuknagy 1U, Buxogsum 3 4-xnop-2-(3-ceninnponin)-2,3-gurigpobeHsodypaH-5-kapboHoBoi
Kucnotn Ta 3-amiHo-2-rigpokciauetodeHoHy oTpumanu noTpibHy cnonyky, Buxig 93%.

'H SIMP (300mI, CDCl3) § 1,60-1,85 (M 4H); 2,60 (c, 3H); 2,65 (T, 2H); 2,90 (aa, 1H); 3,32 (aa, 2H): 4,88 (M,
1H); 6,71 (g, 1H); 6,92 (1, 1H); 7,15-7,30 (BC, 5H); 7,43 (&, 1H); 7,67 (a, 1H); 8,75 (g, 1H); 8,80 (c, 1H); 12,92 (c,
1H).

15K Etun{8-[4-xnop-2-(3-ceHinnponin)-2,3-aurigpobeHsodypaH-5-kapbokcamiao]-4-okco-4H-1-6eH3onipaH-
2-kapbokcunaTt}

Cnocobom 3 npuknagy 1A, Bmxopsum 3 gietunokcanaty 1a N-(3-aueTtvun-2-rigpokcndpeHin)-4-xnop-2-(3-
deHinnponin)-2,3-gnrigpobeHsodypar-5-kapbokcamingy  oTpumamm  NOTPIGHY  CMONyKy, SKy  ounLanu
XpoMaTorpadgieto Ha KOMoHLi 3 cunikarenem, entoyn neTpornenHum etepom/xrnopodopmom 4:6, suxig 61%.

'H SIMP (300mI, CDCl3) § 1,40 (T, 3H); 1,70-1,92 (m, 4H); 2,68 (1, 2H); 2,91 (aa, 1H); 3,35 (oA, 1H); 4,42 (k,
2H); 4,92 (m, 1H); 6,72 (g, 1H); 7,10 (c, 1H); 7,15-7,32 (Bc, 5H); 7,40 (7, 1H); 7,85 (aa, 1H); 7,90 (g, 1H); 8,93 (g,
1H); 9,42 (c, 1H).

153 8-[4-xnop-2-(3-cpeHinnponin)-2,3-gurigppobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-
kapboHoBa KucrnoTa

Cnocobom 3 npuknagy 1J1, Buxogsum 3 emn{8-[4-xnop-2-(3-deHinnponin)-2,3-gurigpobeHzodypaH-5-
kapbokcaminol-4-okco-4H-1-6eH3onipaH-2«apbokcunaTy} oTpumanu XoBTyBaTy TBepAy MOTPiOHY CnomyKy, Lo
po3knagaeTbcs BuLle 265°C, Buxig 81%.

'H AMP (300mIL, CD3OD/CDCl3) §1,65-1,92 (M, 4H); 2,70 (1, 2H); 2,94 (aa, 1H); 3,41 (aa, 1H); 4,92 (m, 1H);
6,75 (g, 1H); 7,11 (c, 1H); 7,15-7,35 (BC, 5H); 7,48 (m, 2H); 7,94 (g, 1H); 8,79 (g, 1H).

Mpwknag 16 8-[6-xnop-2-(3-ceHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcaminol-4-okco-4H-1-
6eH3onipaH-2-«kap6oHoBa k1cnoTa

16A 6-xnop-2-rigpokcumeTnn-2,3-anriapobeHaodypaH-5-kapboHiTpmn

Ciocobowm 3 npuknagy 6B, Buxoasum 3 5-anin-2-xnop-4-rigpokCcMBeH3oHI TPy oTpuMarnm noTpibHy cnomnyky,
AKY ounwanu xpomaTorpadieto Ha KOMOHLi 3 cunikarenem, entoryy neTponenHum etepom/xnopodgopmom 1:4,
Buxia 79%.

'H AMP (300mTu, CDCls) & 3,10 (aa, 1H); 3,29 (an, 1H); 3,77 (aa, 1H); 3,92 (an, 1H); 5,08 (v, 1H); 6,88 (a,
1H); 7,41 (c, 1H).

16B 6-xr10p-2-TpudnyopmeTaHcynboHinokcumeTnn-2,3-aurigpobeH3odypaH-5-kapboHiTpun

Cnocobom 3 npuknagy 3A, Buxoasum 3 6-xrop-2-rigpokcumeTun-2,3-aurigpobeHsodypaH-5-kapboHiTpuny
oTpMManu nNoTpibHy cnonyky, Buxia 76%.

'H AMP (300mIy, CDCl3) & 3,13 (a4, 2H); 3,49 (aa, 2H); 4,68 (oa. 1H); 4,69 (aa, 1H); 5,30 (m, 1H); 6,93 (c,
1H); 7,44 (c, 1H).

16B 6-xnop-2-(3-ceHinnponin)-2,3-avriapobeH3odypaH-5-kapOoHiTpun

Cnocobom 3 npuknagy 3B, Buxogsum 3 6-x110p-2-TpudryopmeTaHCynbgoHinokcumemn-2,3-
avrigpobeHsodypaH-5-kapboHiTpuny Ta 2-6pometunbeHzony otpumanm noTpibHy Cromyky, Ky ouuLanu
XpomaTtorpadieto Ha KOMoHLi 3 cunikarenem, enioYn neTponenHuMm etepom/etnriosum etepom (9:1), Buxig
20%.

"H AMP (300Mmy, CDCI3) & 1,65-1,90 (M, 4H); 2,66 (T, 2H); 2,78 (aa, 1H); 3,23 (aa, 2H); 4,89 (m, 1H); 6,78 (a,
1H); 7,14-7,30 (BC, 5H).

16" 6-xnop-2-(3-cheHinnponin)-2,3-aurigpobeH3odypaH-5-«apboHoBa kmucnoTa

Cnocobom 3 npuknagy 5€, Buxoasum 3 6-xrnop-2-(3-deHinnponin)-2,3-aurigpobeHsodypaH-5-kapboHiTpuny
oTpvManu noTpibHy cnonyky, Buxia 77%.

'H AMP (300mIy, CDCls) & 1,65-1,90 (M, 4H); 2,62 (M, 3H); 3,07 (M, 1H); 4,76 (M, 1H); 6,68 (c, 1H); 7,14-7,32
(Bc, 5H); 7,71 (c, 1H).

16/ N-(3-auetun-2-ngpokcudpeHin)-6-xnop-2-(3-ceHinnponin)-2,3-guriagpobeH3odypaH-5-kapbokcamia

Cnocobom 3 npwuknagy 14, Buxogsaum 3 6-xnop-2-(3-cbeHinnponin)-2,3-gurinpobeHsodypaH-5-kapboHoBOT
KMcnotn Ta 3-amiHO-2-rigpokciaueToeHOHy oTpumManu noTpibHy crnonyky, fKy ouuwanu xpomartorpadieto Ha
KOMOHLUi 3 curikarenem, entoyn rekcaHoM/etunauetaTom (1:1), Buxia 42%.

'H AMP (300mIy, CDCls) & 1,60-1,85 (M, 4H): 2,56 (c, 3H); 2,63 (1, 2H); 2,74 (na, 1H); 3,18 (aa, 2H); 4,80 (M,
1H); 6,72 (o, 1H); 6,87 (1, 1H); 7,15-7,30 (BC, 5H); 7,38 (aa, 1H); 7,59 (c, 1H); 8,71 (A, 1H); 8,86 (c, 1H); 12,92 (c,
1H).



16E Emun{8-[6-xnop-2-(3-deHinnponin)2,3-auriagpobeH3odypaH-5-kapbokcaminol-4-okco-4H-1-6eH3onipaH-2-
kapbokcunar}

Cnocobom 3 npuknagy 1A, Buxogaum 3 pietmnokcanaty Ta N-(3-aueTtun-2-rigpokcudeHin)-6-xnop-2-(3-
deHinnponin)-2,3-gurinpobeH3odypan-5-kapbokcaminy  oTpymarm  MNOTPIOHY  Chnonyky, Ky  ouvwanu
XpomaTorpadi€eto Ha KOMoHLi 3 curikarenem, entoym neTponenHnm etepom/xnopodopmom 4:6, Buxig 75%.

'H SAMP (300mI, CDCls) § 1,42 (1, 3H); 1,70-1,92 (m, 4H); 2,68 (T, 2H); 2,85 (aa, 1H); 3,29 (aa, 1H); 4,45 (,
2H); 4,92 (m, 1H); 6,81 (c, 1H); 7,12 (c, 1H); 7,15-7,32 (Bc, 5H); 7,43 (7, 1H); 7,85 (na, 1H); 7,86 (c, 1H); 8,93 (g,
1H); 9,52 (c, 1H).

16€ 8-[6-xnop-2-(3-cheHinnponin)-2,3-gurigpobeH3odypaH-5-kapbokcamino]-4-okco-4H-1-6eH3onipaH-2-
KapboHOBa KucnoTa

Cnocobom 3 npuknagy 1J1, Buxogaum 3 etun-{8-[6-xnop-2-(3-ceHinnponin)-2,3-gurignpobeHzodypaH-5-
kapbokcamifo]-4-okco-4H-1-6eH3onipaH-2-«kapbokcmnaty} oTpumanu >XOBTyBaTy TBepAdy NOTPiOHY Cnomyky, Lo
po3sknagaetbca Buwe 265°C, Buxig 78%.

'H AMP (300mIL, CD30D/CDCl3) §1,65-1,92 (M, 4H); 2,70 (1, 2H); 2,80 (aa, 1H); 3,22 (aa, 1H); 4,80 (M, 1H);
6,73 (c, 1H); 7,11 (c, 1H); 7,15-7,35 (BC, 5H); 7,42 (1, 1H); 7,65 (c, 1H); 7,86 (aa, 1H); 8,81 (g, 1H).

Mpuknag 17 N-[4-okco-2-(1H-5-TeTpasonin)-4H-1-6eH3onipaH-8-in]-1-(4-deHinbytmn)-3-meTMniHgon-5-
kapbokcamig

17A Metun(iHoon-5«ap6okcunar)

Cnocobom 3 npuknagy 13A, Buxoasum 3 iHOON-5-«kapboHOBOT KMCNOTUM OTpMManu MOTPiGHY Cronyky, BUXig
92%.

'H AMP (300mI L, CDCls) & 3,98 (c, 3H); 6,64 (1, 1H); 7,26 (1, 1H); 7,40 (o, 1H); 7,91 (aa, 1H); 8,43 (c, 1H);
8,53 (wc, 1H).

176 Metnn(3-dopminiHaon-5«apbokcunaT)

Cnocobom 3 npuknagy 13[, suxogaum 3 metun(iHgon-5-kapbokcunaTy) oTpumanu noTpiGHy Cnonyky, BUXig
90%.

'H SIMP (300mI ™y, CDCl3) & 3,90 (c, 3H); 6,63 (a, 1H); 7,90 (a, 1H); 8,45 (c, 1H); 8,80 (c, 1H); 10,00 (c, 1H);
12,46 (wc, 1H).

17B Metun[1-(4-cbeHinbytnn)-3-dopminiHgon-5«kapbokcunar]

[o po3uunHy 2,234r (11,0Mmornb) metnn(3-copminiHgon-5«apbokcunaty) Ta 1,259r (11,2mmonb) T-6ytokeunay
kanito y 50mn cyxoro N,N-anmetundopmamingy goganm 2,385r (11,2vmons) 1-6poM-4-ceHinbytaHy i cymiw 18
rogvH nepemillysanu npu KiIMHaTHIN TemnepaTtypi, NOTIM PO3YNHHUK BUMaptoBanu nig 3HWKEHNM TUCKOM, 3a5nLLIOK
posnoainann mik 50mn HacuyeHoro NaCl ta 50mn xnopodopmy i BogHy dasy Tpuudi no 50mn ekctparysanu
xnopocopmoM. OpraHiyHi asn noegHysanu, CyLUMNN i BUAANANN PO3YUHHYIK Mig 3HWKEHUM TUCKOM, O4epKaBLLM
CMpUIA MPOAYKT, KM ounLLany xpomaTtorpadielo Ha KOJIOHLj 3 cumikarenem, erwodM rekcaHoMm/eTunaserarom
(7:3), opepxaBm 2,847r (87%) noTpibHOro npoaykTy.

'H AMP (300mI L, CDCl3) § 1,66 (M, 2H); 1,91 (M, 2H); 2,64 (1, 2H); 3,93 (c, 3H); 4,16 (1, 2H); 7,11 (a, 2H);
7,19 (m, 1H); 7,25 (g, 2H); 7,33 (g, 1H); 7,70 (c, 1H); 8,00 (aa, 1H); 8,99 (c, 1H); 9,98 (c, 1H).

17T Metun[1-(4-ceHinbytun)-3-meTuniHaon-5«apbokcunat]

o posunHy 0,600r (1,79vmonb) metnn(3-cdopminiHaon-5«kapbokcunaty) y 50mn cyxoro guxnopmeTaHy
nocnigosHo goaanm 0,857r (2,69mmorns) nognay umHky ta 0,843r (13,41mmonb) Boporigpuay HaTpito i cymiw 1,5
roavHu nepemiwysanu npu 85°C, notim npodinbTpyBanu kpisb OGpoyHMinepuT, npomuBlM dinbTpaT 200Mn
OVXNIOpPMETaHy, PO3YVMHHMK BuUNaploBarM M 3HWKEHMM TUCKOM, OOEepKaBLUM CUPWUWA MPOAYKT, KU ouuLLanu
XpoMaTorpadiero Ha KOMOHLi 3 curikarenem, entowym rekcaHoM/etunavetatom (98:2), ooepxasum 459mr (80%)
noTpibHOro NPoayKTy.

"HH AMP (300M L, CDCl3) & 1,59 (M, 2H); 1,80 (M, 2H); 2,32 (c, 3H); 2,58 (T, 2H); 3,91 (c, 3H); 4,00 (T, 2H);
6,84 (c, 1H); 7,08 (g, 2H); 7,17 (m, 1H); 7,20-7,27 (m, 3H); 7,87 (g, 1H); 8,34 (g, 1H).

170 1-(4-deHinbytmn)-3-metnningon-5-«apboHoBa kucnoTa

Cnocobom 3 npuknagy 6[], Buxogsuum 3 metun(3-metuniHgon-5-kapGokeunaty), oaepxanu noTpibHuA
NPOAYKT, BUXi KifNbKiCHUA.

'H SAMP (300mIy, CDCls) & 1,60 (M, 2H); 1,80 (M, 2H); 2,34 (c, 3H); 2,59 (T, 2H); 4,02 (7, 2H); 6,86 (c, 1H);
7,10 (@, 2H); 7,18 (@, 1H); 7,22-7,26 (m, 3H); 7,97 (g, 1H); 8,45 (g, 1H).

17E N-[4-okco-2-(1H-5-TeTpason1n)-4H-1-6eH3onipaH-8-n]-1-(4-deHinbytun)-3-metuniHgon-5«apbokcamig

Cnocobom 3 npuknagy 14, suxoasum 3 1-(4-cdeHinbyrmn)-3-metuniHgon-5-«ap6oHoBoi kucnot Ta 8-aMiHo4-
okco-2-(5-1H-TeTpasonin)-4H-1-6eH3onipaHy oTpyManu 0BTy TBepAy NOTPiObHy cnonyky 3 T.nn. 186-187°C, sky
ounLanu nepekpucTanisadieto 3 metaHony, Buxia 54%.

'H AMP (300MmI L, CDCl3) & 1,53 (M, 2H); 1,78 (M, 2H); 2,35 (c, 3H); 2,59 (T, 2H); 4,21 (T, 2H); 6,86 (c, 1H);
7,13-7,18 (8c, 4H); 7,23-7,29 (8BC, 3H); 7,57 (™M, 2H); 7,83 (oA, 1H); 8,87 (aa, 1H); 8,33 (c, 1H); 8,38 (o, 1H); 10,05
(c, 1H).

Mpwknag 18 8-[[4-(4-deHinbytokcn)deHinlmeTnnokcnl-4-okco-4H-1-6eH3onipaH-2-kapboHoBa KMcnoTa

18A Metnn(4-(4-cbeHinbytokcu )6eH3oarT]

Oo cymiwi 3r (19,7mMmonb) MeTun(4-rigpokcnbeHsoaty), 7,74r (29,6mmornb) TpudpeHin docdiHy Ta 3,04mn
(19,7mmornb)  deninbyraHony y 110mn  6Ge3BogHoro TeTtparigpodypaHy poganmm  4,65mn (29,67vMmons)
AdieTunasvpokapbokeunaTy i nepemiwysanu 36 roavH nNpw KiMHaTHI TemnepaTypi, Aogasanu 500mMn eTMnoBoro
eTepy i 3anuwanu kpuctanidysatucsa npu 0°C. Ocag siaginbTpoByBanu, dinbTpaT npoMusany nocnigosHo 0,2M
consiHow KucrioTol, 5% rigpokapboHaToM HaTpild Ta HACUYeHUM XMOPUOOM HaTpilo, CyWMnuM | BAAanNanm
PO3YMHHUK Mid 3HWKEHUM TUCKOM, 3alrMLLOK OYMLLAnmM xpomaTtorpadieto Ha KOJIOHUi 3 curikarenem, ernorym
neTponenHum eTepoM/xIiopodOpMOM 3i  3pOCTaloyol0  MnonapHicTio, oTpumaswm 3,856r (70%) noTtpibHoro
NpoaOyKTy.

"HH AMP (300MIy, CDCl3) & 1,82 (M, 4H); 2,69 (T, 2H); 3,87 (c, 3H); 4,00 (T, 2H); 6,88 (n, 2H); 7,18-7,31 (BcC,
5H); 7,98 (g, 2H).

186 4-(4-deHinbyTokcn)6eH3onHa kucnoTa

Cnocobom 3 npuknagy 106, Buxoasum 3 metnn[4-[4-ceHinbyrokcun)oeH3oaTy] oTpuManu noTpibHUI NpoayKT,



LLIO OYMLLIANN BMBapOBaHHAM y €TUNoBOMY eTepi, Buxig 92%.

'H AMP (300mI, CDCls) 5 1,81 (M, 4H); 2,68 (1, 2H); 4,01 (T, 2H); 6,90 (a, 2H); 7,16-7,31 (8¢, 5H); 7,97 (A,
2H).

18B 4-(4-deHinbyToKCK)6EH3MNOBUIA CIMPT

Ho cycneHnsii 0,309r (7,62vmonb) anomoriapuay niTito 'y 65mn 6e3BogHoro TetpariapodypaHy nig iHepTHO
atmocdepoto pgopganu posunH 1,03r (3,81mmonb) 4-(4-cbeHinbyrokcn)6eHsonHoi kucnomm y 20Mn  cyxoro
€TUNoBOro eTepy i Cymiw 2 roavHW nepemillyBanu nNpu KiMHaTHIM TemnepaTypi, NOTiM AoJaBany HacuyeHun
PO34MH XITopuay HaTpito, i BOAHY ¢asdy Tpudi no 50mn ekctparyBanu etunauetatoMm. OpraHiyHi pasm noegHyBanm,
CyWMnu i BUMAANANM PO3YMHHUK Mif 3HWKEHUM TUCKOM, OAEPXKaBLUM CUPUIA MPOAYKT, KM  OouMLanm
BMBapIOBaHHAM B €TUMOBOMY eTepi, eKCTpakT BMNapioBamm Mig 3HWKeHUM Tuckom, oTpumaswm 0,556r (57%)
norpibHoro NPoAyKTy

'H AMP (300mTu, CDCls) § 1,79 (M, 4H); 2,65 (T, 2H); 3,92 (7, 2H); 4,54 (c, 2H); 6,85 (n, 2H); 7,13-7,28 (BC,
7H).

18I" 4-(4- cbeHinbyTOKCM)BEHIUNXTOPUA,

Ho posunHy 0,556r (2,17mmornb) 4-(4-cpeHinbyrokcn)6eHamnosoro cnvpty y 10Mn xnopodopmy goganu
0,288mn i 24 rogvHM nepemillyBanu Npw KiMHaTHIA TemnepaTypi, NOTIM BuMaplBanmM Aocyxa Mif 3HWKEHUM
TUCKOM, oTpumaBLum 0,595r (kinbkicHUI BUXiA) NOTPiBHOro NPoayKTY.

'H AMP (300mI 1, CDCls) § 1,76 (M, 4H); 2,64 (T, 2H); 3,89 (T, 2H); 4,49 (c, 2H); 6,81 (a,2H); 7,13-7,28 (&c,
7H).
181 2-(2,3-gumeToKCUdeHIN)eTaH-2-0H
[o posuunHy 10,0r (60,2mmornb) 2,3-aumeTokcnbernsansgerigy y 100mn cyxoro eTMnoBoro etepy goganu npu
0°C 35mn 3M po3unHy 6Gpomigy MmeTunmarHito y etunosomy etepi i cymiw 0,5 roguHmn nepemiwysanu npu 0°C,
noTiM AgoJasanv eTUNoBUI eTep Ta HaCUYEHUI PO3YnH XIopuay aMoHito, i BOAHY a3y ekcTparysanv eTunosmum
etepom. OpraHiyHi eKCTpakT CyWwMnu i BUAANSanyM po3vMHHUK Mig 3HWKEHUM TuckoMm, otpumaswum 10,061 (92%)
NOTPiOHOro NPOAYKTY

'H SAMP (300mI W, CDCls) § 1,45 (a, 3H); 3,02 (wic, 1H); 3,83 (c, 3H); 4,54 (c, 2H); 5,12 (m, 1H); 6,81 (aa, 1H);
6,96-7,06 (Bc, 2H).

18E 2',3'-gumeTokciaLeTopeHOH

[o posuuHy 24,76r guxpomaTty kanito, 124mn Boan Ta 12mn KoHUEeHTpoBaHOi cynbdaTtHoi goganu 10,061
(55,3Mmorb) 2-(2,3-gpumeTokcndeHin)eTaH-2-ony i nepemiwysanu cymiw 18 roauMH npu KiMHaTHIN TemnepaTypi,
noTiM ekcTparyBanu eTunoBum eTtepom, ABivi npommBanu 150mn 5% kap6GoHaTty kanito Ta oguH pa3 100mn
HaCWYEHOro PO3YMHY XIOPUAY HaTPio, CYLULMNN | BUAANANN PO3YNHHVK Nig 3HWKEHMM TUCKOM, 3amULLIOK OYMLIanu
avctunsuieto nig sucokum Bakyymom. Mpu tucky 0,3topp T1a 85°C 6yno neperHaHo 6,471 (65%) noTpibHoro
NPoOyKTy.

'H AAMP (300mI 1, CDCls) §2,62 (c, 3H); 3,88 (c, 3H); 3,90 (c, 3H); 7,05-7,10 (8¢, 2H);7,21 (aa, 1H).

18€ 2',3'-gurigpokciaueToeHoH

[o posunHy 4,85r (26,9mmonb) 2',3'-aumeTokdaueTodeHoHy y 100mn guxnopmeTtaHy goganu npu -70°C
68mn 1M po3unHy Tpubpomigy 6opy y aMxrnopmMeTaHi i Cymill 3anuLuany XonoAHow, 2,5 roAMHU NepeMiLLyoun Npu
KiMHaTHIA TemnepaTypi, noTim gogasanu 70Mn MeTaHONy nepemiwyBanu 1 roguHy i BuMnmaptoBanu Aocyxa.
3anuwok po3umHanu y 250mn etmnauetaty, npommusanu 30mn 2% rigpokapboHaTy HaTpito, Cylumnun i Bugananm
PO3UYMHHUK, OTPUMAaBLLM CUPUIN MPOOYKT, SKMIA OuuLIanu nepekpucranisaudielo 3 meTaHony, ogepxaswu 3,10r
(76%)>x0oBTOrO TBEPAOrO NOTPIOHOTO MPOAYKTY

'H AMP (300mIu, CDCls) 52,61 (c, 3H); 7,05-6,77 (B¢, 2H); 7,02 (aa, 1H); 7,36 (aa, 1H).

18X Etun(8-rigpokcu-4okco-4H-1-6eHsonipaH-2-«kapbokcmnar)

Cnocobom 3 npuknagy 1A, Buxogaum 3 2',3’-aurigpokcialetodeHoHy oTpuManu noTpibHy cnonyky, suxig 83%.

'HH AMP (300mI L, CDCls) 51,47 (T, 3H); 4,52 (, 2H); 7,10 (c, 1H); 7,30 (m, 2H); 7,61 (aa, 1H).

183 Etun{-[[4-(4-cpeHinbyToKCK)beHin]MmeTnnokcu]-4-okco-4H-1-6eH3onipaH-2-«kapbokcmnar}

[o po3suuHy 0,330r (2,39mmonk) kap6oHaTy kanito y 15mn cyxoro N,N-gumetundopmamigy goganu 0,520r
(2,39mmonb) eTnn(8-rinpokan-4okco-4H-1-6eH3onipaH-2-kapbokcunaty) i 10 XBUNUH nepemillyBany Npu KiMHaTHIR
Temnepartypi, notim goaasamm 0,595r (2,17vMMonb ) 4-(4-deHinbytokcn)beH3nnxnopumay i nepemiwysanv 18 roanH
npu 60°C, noTtim gogasanu 25vn Bogu, Tpudi no 50mMn ekcTparyBanu €TUIOBUM €TEPOM, CYLUMNN | BUAANANm
PO3YMHHUK NI 3HWKEHWM TUCKOM, OTPMMAaBLUM 3anuLLOK, SKWA OuYMLianu xpomatorpadieto Ha KomoHui 3
cunikarenem, enwwl4M neTponeiHuv etepom/xnopocopmom (7:3), otpumaswm 0,740r (70%) noTpibHoro
NpoaykTy, BUXia 66%.

'H AMP (300MIy, CDCls) & 1,40 (1, 3H); 1,80 (M, 4H); 2,66 (T, 2H); 3,95 (T, 2H); 4,41 (k, 2H); 5,16 (c, 2H);
6,89 (g, 2H); 7,09 (c, 1H); 7,16-7,29 (BC, 7H); 7,40 (8, 2H); 7,69 (a4, 1H).

18U 8-[[4-(4-peHinbyTokcK )deHinMeTunokcul-4-okco-4H-1-6eH3onipaH-2-«kao6oHoBa KucroTa

Cnocobom 3 npuknagy 171, Buxoasum 3  etun{-[[4-(4-deHinbyTokcn)deHinlvetnnokcn]-4-okco-4H-1-
6eH3onipaH-2-kapbokevnaTty}oTpymanm CBiTNOXOBTY HaniBTBepAy NOTPiOHY peyoBuHy, Buxig 83%.

'H AMP (300MI, CD30OD) & 1,78 (M, 4H); 2,66 (wt, 2H); 3,95 (wt, 2H); 5,20 (c, 2H); 6,87 (O, 2H); 7,10 (c,
1H); 7,14-7,34 (Bc, 7H); 7,40 (a8, 2H); 7,69 (aa, 1H).

Mpwknag 19 8-[[4-(4-deHinbyTokcum)deHin]cynbdoHinamiHo]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa kucnoTa

19A N-(3-auemn-2-rigpokcndpeHin)-4-vetokcnbeHsoncynsdoHamig

Oo posuuHy 1,282r (5,52mmMonb) rigpobpomigy 3'-amiHo-2'-rigpokciauetodeHoHy y 25mMn nipuanHy gogamm
npu 0°C po3umH 1,18r (5,71mMMonb) 4-meTokcubeH3oncynboHINxnopuay y MiHiManbHiA KinbkocTi MipuauvHy i
cymiw 18 roguH nepemiwyBanu nNpu KiMHaTHIA TemnepaTypi, NOTIM BWCYLWULMBANM AOCYyxa i PO3YNHANMK Y
anxnopmeTtaHi, npomusamm 1M HCI, cywumnu i Bugansanu po3yYnMHHUK nig 3HWKEHUM TUCKOM, oTpumaBwum 1,479r
(81%) NoTpiOHOrO MPOAYKTY.

'H AMP (300mIw, CDCl3) 6 2,58 (¢, 3H) 3,80 (c, 3H); 6,85 (a, 2H); 6,86 (T, 1H); 7,11 (c, 1H); 7,45 (a, 1H);
7,72 (B, 2H); 7,77 (@, 1H); 12,59 (c, 1H).

196 ETnn-{8-[(4-meToKCcMdeHin)cynbdoHinamiHo]-4-okco-4H-1-6eH3onipaH-2-kapbokcnnat}

Cnocobom 3 npuknagy 1A, Buxogsum 3 N-(3-auetun-2-rigpokcudpeHin)-4-vieTokcnbeHsoncynbgoHamigy Ta



gieTunokcanaTty oTpMManu MOTPIOHY CMONyKy, siKy ouvwanu xpomaTorpadiero Ha KOMOHUi 3 cunikarenem,
eroYM NeTponenHum etepom/xnopodgopmom (4:6), Buxig 90%.

'H SIMP (300mIy, CDCl3) & 1,43 (1, 3H); 3,74 (c, 3H); 4,45 (, 2H); 6,77 (g, 2H); 6,99 (c, 1H); 7,34 (aa, 1H);
7,71 (g, 2H); 7,80 pg, 1H); 7,88 (g, 1H); 8,66 (c, 1H).

19B ETnn-{8-[(4-rigpokcudpeHin)cynbdoHinamiHo]-4-okco-4H-1-6eH3onipaH-2-«kapbokcunaTt}

Cnocobom 3 npuknagy 18€, Buxogaum 3 etnn-{8-[(4-meTokcmdeHin)cynbdoHinamiHol-4-okco-4H-1-
OeH3onipaH-2-«kapbokeunaty} oTpuManu MOTPIOHY cnomnyky, SKy ounanu xpomaTorpadietd Ha KOMOHUi 3
cunikarenem, enoyM NeTponenHuM etepom/xnopodopmom (25:75), Buxig 67%.

'H AMP (300Mr'u, CDCls) & 1,43 (T, 3H); 4,47 (k, 2H); 6,80 (a, 2H); 6,99 (c, 1H); 7,24 (c, 1H); 7,38 (c, 1H);
7,61 (8, 2H); 7,85 (@, 1H); 7,96 (g, 1H); 12,51 (c, 1H).

19I" 8-[[4-(4-dbeHinbyToKcKm)peHin]cynbdoHinamiHo]-4-okco-4H-1-6eH3onipaH-2-«kapb6oHoBa kucroTa

o posunHy 0,200r (0,26mmonb) etun-{8-[(4-riapokcudeHin)cynbdoHinamiHo]-4-okco-4H-1-6eH3onipaH-2-
kapbokcunarty} y 3mn AM® poganun 0,194mn (0,26mMmonb) 5,3M po3unmHy MeTOKCMAY HaTpilo y MeTaHori i cymiw 2
rogvHu nepemiwysanu npu 50°C, oxonogxysanu go 0°C, npogasamm 0,057r, (0,26mMmonb) 1-6pom-4-cheHinbyraHy
i pO34MH 2 roamHu nepemiwysanu npu 50°C i 18 roanH Npu KiMHaTHIN TemnepaTypi, NOTIM BUCYLLYBanu ocyxa i
po3noainanu y cymiwi Boga-etmrnauetat (1:1), Tpuyi no 25mn ekctparyBanu etunaudeTtatom, npommsanu 0,2M
HCI, cywmnu i Bugananu po34ymHHUK, OTPYMaBLUM CUPUIA NPOLAYKT, SKWUA ounLiany xpomaTtorpadieto Ha KOnoHLj 3
cunikarenem, enYM MeTaHosioM/XnopodopmMom 3i 3pocTtatoyoto nonspHictio, otpumaswm 0,070r (54%)
noTpibHOro NPOayKTy.

'H SAMP (300mI, CD30D/CDCl3) & 1,76 (M, 4H); 2,65 (wr, 2H); 3,95 (wr, 2H); 6,83 (g, 2H);6,99(c, 1H); 7,14-
7,25 (Bc, 5H); 7,42 (1, 1H); 7,68 (a, 2H); 7,87 (A, 1H); 7,97 (a8, 1H).

Mpwknan20 4-okco-8-[(E)-2-[4-(4-cdeHinbyTokcn)deHinleTeH-1-n]-4H-1-6eH3onipaH-2-«ap6boHoBa kucrnoTta

20A 2'-rigpokci-3'-iogaueTodeHoH

o cycneHsii 2,5r (10,8mmonb) rigpobpomiay 3'-amiHo-2'-rigpokciaueTodeHoHy y 10mn Boan poganu npy 0°C
0,70mMn KOHLEeHTpOBaHOI cynbdaTtHOi kncnotn, a notim 0,783r (11,3Mmonb) HITPUTY HaTpito y 1,5mn Boan i cymil
20 xsunuH nepemiwysanu npu 0°C, notim gogasarm 0,20MN KOHLUEHTPOBaHOI CynbgaTHOT KUCNOTK i BUNuBanu y
oxonomkeHnn oo 0°C po3umH 2,2r nogmay kanito y 2mn sogu. fogasamm 11Mr nopoLKy Midi Ha Kinbka XBUIUH
nepemillyBanu cymiw 2 roguHu npu 75°C, noTiM faBanm oxonoantnca Ao KiMHaTHOT TemnepaTypu, Tpmdi no 50mn
eKkcTparysanum XrnopodgopmMoM, OpraHiyHy ¢asdy npomwusarm 5% po3umHoOM TiocynbdaTy HaTpito, CYMnu i
BMAANANN PO3YMHHMK Mif 3HWKEHMM TUCKOM, 3a/MLLUOK ounlany xpomaTorpadieto Ha KOMoHUi 3 cunikarenem,
€YY NEeTPONENHMM eTepoM/xnopodopmomM (6:4), oTpumawm 1,951 (69%) NnoTpiOHOT cnonyku.

'H AMP (300mIu, CDCls) §2,64 (c, 3H); 6,69 (T, 1H); 7,71 (a, 1H); 7,90 (A, 1H}; 13,15 (c, 1H).

20bB 4-(4-cbeHinbyToKkcKn )beH3anbaerig,

Cnocobom 3 npuknagy 18A, Buxogaum 3 4-rigpokcubeHsanbaeriny Ta 4-deHin-1-0yraHony otpumanm
noTpibHy cnonyky, Buxig 63%.

'H AMP (300mI, CDCl3) & 1,80 (M, 4H); 2,66 (T, 3H); 4,00 (T, 2H); 6,93 (a, 2H); 7,15 (Bc, 5H); 7,78 (A, 2H);
9,83 (c, 1H).

20B 4-(4-cbeHinbyToKCK)CTMPON

o po3uunny 4,98r (13,9mmorns) 6pomigy metuntpudeHindgocdoHito y 130mn 6e3BogHoro tetparigpodypaHy
npn 0°C nig iHepTHO atmocdepoto goganu 8,69mn 1,6M posdumHy OyTunniTito y rekcaHi i 2 roguHun
nepemiwysanu npu 0°C, notim pomarmm 2,51 (9,84mmornb)  4-(4-deHinGytokcun)oeHsanbaerigy y  10mn
TeTparigpodypaHy i 36 roguH nepemilyBanu Npu KiMHaTHIN TemnepaTypi, NoTiM obepexHo aogasanu 20mMn Boau
i 4 pasu no 50mn ekcTparyBanu eTMIOBUM €TEPOM., OpraHiyHi hasu cylumnu i Buaansny PO34MHHKK Mig 3HKEHUM
TUCKOM, CUMPUA NPOAYKT ouvlanu xpomaTorpadietd Ha KOMoHUi 3 cunikarenem, ernlyYn neTponenHum
eTepom/eTnnosum etepom (95:5), otpumasLum 4,201 (62%) noTpiGHOro NpoayKTy.

H aMmP (300ml'y, CDClI3) 61,78 (m, 1H); 2,67 (wr, 2H); 3,95 (wr, 2H); 5,10 (g, 1H); 5,58 (g, 1H); 6,64 (a4,
1H); 6,82 (g, 2H); 7,17-7,33 (Bc, 7TH).

20r 3'-[(E)-2-[4-(4-dbeHinbyTOoKCKM)beHinleTeH-1-in]-2'-rigpokciaueTodeHOH

0,742r (2,92vmorb) 4-(4-cpeHinbyrokcn)ctmpony, 0,612r (2,33mmonb) 2'-rigpokci-3'-nogaueToeHOHY,
0,408vn (3,01mmorb) TpietunamiHa Ta 0,014r (0,06mMmonb) auetaty nanagito(ll) y 15mMn aueToHiTpuny
nepemiwysanu 24 roguHn npu 100°C, notim gopjanm 15mn Bogv i 4 pasn no 30mMn ekcTparyBanu eTUroBUM
eTepoM, oOpraHivHi dasu cywmnu i BuAaAnNsanM PO3YMHHUK Mif 3HWKEHUM TUCKOM, 3afuvLoK OYMLanu
XpomaTtorpadiielo Ha KOJoHU 3 cunikarernem, eniolYn neTponevHum eTtepoM/eTmnosum eTtepom  (9:1),
otpumaswm 0,633r (70%) noTpiGHOro NpoaykTy.

'H AMP (300Mru, CDCls) §1,79 (M, 4H); 2,62 (c, 3H); 2,68 (wT, 2H); 3,95 (T, 2H); 6,85 (a, 2H); 6,86 (T, 1H);
7,08-7,36 (Bc, 7TH) 7,45 (g, 2H); 7,59 (a4, 1H); 7,73 (a4, 1H); 12,51 (c, 1H).

204 Etnn-{4-okco-8-[(E)-2-[4-(4-deHinbyTokcu)deHinleTeH-1-in]-4H-1-6eH3onipaH-2-«kapbokcunart}

Cnocobom 3 npuknagy 1A, BMXOOA4M 3 3'-[(E)-2-[4-(4-cbeHinbyToKCH)heHin]eTeH-1-in]-2'-
rigpokciaueToPeHOHy Ta JieTunokcanaty oTpumanu noTpibHy Cnonyky, siky ouvwanu xpomaTorpadieto Ha
KOMOHLUi 3 cunikarenem, eniowyn netTponeiHum etepom/xnopodopmom (6:4), Buxia 66%.

H amP (300mIy, CDCl3) & 1,41 (1, 3H); 1,80 (m, 4H); 2,65 (wT, 2H); 3,95 (wT, 2H); 4,39 (k, 2H); 6,85 (g, 2H);
7,03 (c, 1H); 7,17-7,32 (Bc, 8H); 7,44 (g, 2H); 7,77 (ng, 1H); 7,93 (aa, 1H).

20E 4-okco-8-[(E)-2-[4-(4-deHinbyTOKCH )PeHin]eTeH-14n]-4H-1-6eH3onipaH-2-«kapboHoBa KucrnoTa

Cnocobom 3 npuknagy 111, Buxoasum 3 etun-{4-okco-8-[(E)-2-[4-{4-deHinbyTokcu)deHinleteH-1-in]-4H-1-
6eHszonipaH-2-kapbokcnnaTty} oTpyMany XXoBTy TBepay NoTpibHy cnonyky 3 T.nn. 159-161°C, Buxig 78%.

"H AMP (300mI ', IMCO) & 1,74 (wm, 4H); 2,65 (wT, 2H); 4,03 (wT, 2H); 6,94 (c, 1H); 6,99 (a, 2H); 7,17-7,32
(Bc, 5H); 7,40 (a, 1H); 7,52 (7, 1H); 7,54 (8, 2H); 7,67 (g, 1H); 7,92 (aa, 1H); 8,13 (aa, 1H).

Mpwknan21 8-[(E)-2-[4-(4-deHinbytokcm)deHinleteH-1-in]-4-okco-2-(5-1H-teTpasonin]-4H-1-6eH3onipaH

21A 8-[(E)-2-[4-(4-deHinbyTOKCH)peHin]eTeH-1-in]-4-okco-4H-1-6eH3onipaH-2-«kapbokcamia

Cnocobom 3 npukragy 12A, Buxogaum 3 etmn-{4-okco-8-[(E)-2-[4-(4-cdeHin'GyTokcun)deHinleteH-1-in]-4H-1-
6eH3onipaH-2-kapbokevnaTy} oTpuManu XXoBTy TBepAy NoTpibHy cnonyky, Buxig 83%.

'H SAMP (300mI ', IMCO) & 1,73 (wm, 4H); 2,65 (T, 2H); 4,03 (T, 2H); 6,91 (c, 1H); 6,99 (a, 2H); 7,17-7,32



(c, 5H); 7,49 (g, 1H); 7,51 (7, 1H); 7,70 (m, 2H); 7,72 (g, 1H); 7,93 (g, 1H); 8,21 (g, 1H); 8,28 (wc, 1H); 8,53 (wc,
1H).

21B 8-[-(E)-2-[4-(4-deHinbyTokcu)deHin]eTeH-1-in]-4-okco-4H-1-6eH3onipaH-2-«kap6oHiTpun

Cnocobom 3 npuknagy 2, peakuieto 8-[(E)-2-[4-(4-cdeHinOyTokcn)deHinleTeH-14n]-4-okco4H-1-6eH3onipaH-
2-kapbokcamigy 3 okcoxropuaom goccopy npu 0°C npotarom 0,5 rogmH oTpyumanu noTpibHy cnonyky, Buxig 97%.

'H AMP (300mIL, CDCls) 5 1,80 (wm, 4H); 2,67 (w, 2H); 3,93 (wr., 2H); 6,70 (c, 1H); 6,85 (1, 2H); 7,08-7,30
(Bc, 7H); 7,38 (T, 1H); 7,43 (g, 2H); 7,91 (g, 1H); 7,98 (g, 1H).

21B 8-[(E)-2-[4-(4-deHinbyToKCK )heHin]eTeH-1-in]-4-okco-2-(5-1H-TeTpasonin|-4H-1-6eH3onipaH

Cnocobom 3 npuknagy 7B, nouvHatoum 3 8-[(E)-2-[4-(4-cbeHinbyTokcu)deHinleTeH-1-in]-4-okco-4H-1-
6eH3onipaH-2-kap6oHiTpMy OTpUManu XXoBTy TBepAy NoTpibHy cnonyky 3 T.nn. 191,4-192,1°C, Buxig 95%.

'H AMP (300mT w4, IMCO) 5 1,74 (wm, 4H); 2,66 (wT, 2H); 4,03 (wT, 2H); 7,01 (A, 2H); 7,12¢, 1H); 7,18-7,32
(sc, 5H); 7,53 (1, 1H); 7,61 (c, 2H); 7,65 (a, 2H); 7,95 (aa, 1H); 8,19 (aa, 1H).

Mpvknag 22 8-[(E)-2-[4-[4-(4-cbnyopdeHin)byTokculdeHinleTeH-1-in}-4-okco-4H-1-6eH3onipaH-2-«kapboHoBa
Kucnota

22A 4-(4-pnyopdoeHin)-1-6yraHon

Ho cycnensii 10,2r (76,5Mmmonb) Tpuxnopuay anomidito y 250mn gmxnopmetaHy goganu npu 0°C 13.2r
(153mMmonb) komnnekcy 6opaHy 3 T-6ytmnamiHom i cymiw 15 xsunuH nepemiwysanu npu 0°C, notim gogasanu 5r
(25,5Mmomb)  3-(4-cbnyop6eH30in)NponioHoBOT KUCNOTU | nepemilyBanu cymill 24 roauMHW nNpu KiMHATHINA
Temnepatypi, noTim nosinbHo gonvearm 75mn 0,2M HCI i Tpmyi no 100mMn ekcTparyBanu etunauertaTom,
noeaHaHy opraHiyHy a3y npomusam 0,2M HCI Ta Hacn4eHMM XIOpMaOM HaTPito PO3YMHOM, CYLLMIW | BUAASN
PO3YMHHUK MiA 3HWKEHUM TUCKOM, 3alMLLOK ouMLany xpomartorpadieto Ha KOJoHUi 3 curikarenem, ernoym
rekcaHom/etnnaueTaTtom (8:2), otpumasium 2,70r (63%) 6e3bapBHOro Mmacra noTpibHOT CNOMNyKK.

'H AMP (300mIu, CDCls) 51,59 (M, 4H); 2,58 (T, 2H); 3,60 (T, 2H); 6,90-7,12 (m, 5H).

22B6 4-[4-(4-dnyopcbeHin)byTokcu]oeH3anbaerig

Cnocobom 3 npuknagy 18A, Buxogauu 3 4-rigpokcmbeHsanbgeriny Ta 4-(4-dnyopdpeHin)-1-6yraHony
oTpuMmanu NoTpibHy cnonyky, Buxig 43%.

'H AMP (300mI 1, CDCls) § 1,80(m, 4H); 2,65 (1, 2H); 4,03 (T, 211); 6,95 (M, 3H); 7,12 (m, 2H); 7,81 (a. 2H);
9,85 (c, 1H).

22B 4-[4-(4-cnyopdbeHin)byTokculctnpon

Cnocobom 3 npuknagy 20B, Buxogaum 3 4-(4-(4-cdonyopdeHin)byrokcn]beHsansgengy oTpyumanu noTpibHy
CNONYKY, SKY ounLany xpomaTtorpadieto Ha KOMOHLj 3 cunikarenem, entoyn NeTpornenHimM eTepoM/eTMnoBum
etepom (98:2), Buxia 58%.

'H SAMP (300mIu, CDCl3) § 1,75 (M, 4H); 2,56 (1, 2H); 3,87 (1, 2H); 5,06 (aa, 1H); 5,56 (aa, 1H); 6,60 (M, 3H);
6,91 (m, 2H); 7,05 (m, 2H); 7,26 (m, 2H).

221 3'-[(E)-2-[4-[4-(4-cbnyopdeHin)byTokcu]deHinleTeH-1-in]-2'-rigpokciaue TobeHOH

Cnocobom 3 npuknagy 20I7, Buxoasun 3 4-[4-(4-cnyop deHin)byrokecnlcTupony oTpuManu NoTpibHy Cronyky,
SAKY ounLanu xpomatorpadieto Ha KOSOHLUi 3 cunikarenem, entodn neTponevHm eTepom/eTUnoBuM eTepom
(95:5), Buxig 70%.

'H AMP (300MI'L, CDCls) § 1,78 (M, 4H); 2,63 (7, 2H); 3,95 (T, 2H); 6,84-6,99 (B, 5H); 7,14 (M, 3H); 7,34 (a,
1H); 7,45 (g, 2H); 7,62 (g, 1H); 7,75 (a8, 1H); 12,55 (c, 1H).

22 En-{8-[(E)-2-[4-[4-(4-conyop dpeHin)byTokcu]deHinleteH-1-in]-4-okco4H-1-6eH3onipaH-2«apbokcunart}

Cnocobom 3 npuknagy 1A, Buxogaun 3 3'-[(E)-2-[4-[4-(4-bnyopdeHin)byTokculdeHinleTeH-1-in]-2'-
rigpokciaueToeHOHy Ta AdieTurnokcanaTy oTpuManu MoTpibHy ClonyKy, siky ouvwanu xpomMaTorpadiero Ha
KOMOHL,i 3 cunikarenem, eniowym netTponeiHnum etepom/xnopodopmom (8:2), Buxia 65%.

'H AMP (300mIL, CDCl3) & 1,42 (T, 3H); 1,79 (M, 4H); 2,65 (w, 2H); 3,97 (w, 2H); 4,42 (k, 2H); 6,87 (g, 2H);
6,95 (1, 2H); 7,05 (c, 1H); ); 7,13 (1, 2H); 7,28 (g, 1H); 7,33 (wc, 2H); 7,46 (g, 2H); 7,81 (g, 1H); 7,97 (g, 1H).

22E 8-[(E)-2-[4-[4-(4-cnyopdeHin)byTokcu]deHinleteH-1-in]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa kucnoTa

Cnocobom 3 npuknagy 111, Buxogaun 3 emn-{8-[(E)-2-(4-[4-(4-cdbnyopdeHin)oyTokcu]deHinleTteH-1-in]-4-okco-
4H-1-6eH3onipaH-2-«kapbokcinaTy} oTprManu XoBTy TBepAy NoTpibHy cnonyky 3 1.nn. 161- 162°C, aky ounwanu
nepekpucranisadieto 3 metaHony, Buxig 71%.

H amMP (300MmIy. AMCO) 8 1,73 (m, 4H); 2,65 (w, 2H); 4,04 (wT. 2H); 6,96 (c, 1H); 7,01 (g, 2H); 7,11 (1, 2H);
7,27 (1,2H); 7,43 (8, 1H); 7,53 (m, 3H); 7,68 (g, 1H); 7,94 (g, 1H); 8,15 (g, 1H).

Mpuknag 23 8-[(E)-2-[4-[4-(4-conyopdeHin)byToKkcu]deHin]eTeH-1-in]-4-okco-2-(5-1H-TeTpasonin]-4H-1-
OeH3onipaH

23A 8-[(E)-2-[4-[4-(4-dnyopdeHin)byTokcu]deHinleTeH-1-in]-4-okco-4H-1-6eH3onipaH-2-kapbokcamig

Cnocobom 3 npuknagy 12A, peakuieto amiHonidy etun-{4-okco-8-[(E)-2-[4-(4-deHinbyTokcn)deHinleten-1-in]-
4H-1-6eH3onipaH-2-«kapbokcinaTy} oTPUManu XoBTy TBepAy NoTpibHy cnonyky, Buxig 93%.

H aMmP (300mIy, AMCO) 6 1,75 (wm, 4H); 2,67 (wr, 2H); 4,06 (wr, 2H); 6,93 (c, 1H); 7,01 (g, 2H); 7,13 (T,
2H); 7,29 (1, 2H); 7,50 (g, 1H); 7,56 (T, 1H); 7,71 (8, 2H); 7,76 (g, 1H); 7,98 (aa, 1H); 8,25 (aa, 1H); 8,28 (wwc, 1H);
8,55 (wec, 1H).

23b 8-[(E)-2-[4-[4-(4-dnyopdeHin)byTokcn]deHin]eTeH-1-in]-4-okco-4H-1-6eH3onipaH-2-kapBoHiTpun

Cnocobom 3 npuknagy 2I, peakuieto 8-[(E)-2-[4-[4-(4-donyopdeHin)byTokcu]deHinleteH-1-inl-4-okco-4H-1-
O6eH3onipaH-2-kapbokcamigy 3 okcoxnopugoMm docgopy npu 0°C npotarom 0,5 rogMH oTpumanm MOTPIOHY
cnonyky, Buxig 95%.

'H AMP (300mI L, CDCl3) 5 1,82 (wm, 4H); 2,68 (wt, 2H); 4,01 (wT, 2H); 6,81 (¢, 1H); 6,90-7,52 (BC, 11H);
8,02 (1, 2H).

2(38 8-)[(E)-2-[4-[4-(4-q3nyop(beHin)6yT0Kcm]cpeHin]eTeH—1 -in]-4-okco-2-(5-1H-teTpasonin]-4H-1-6eH3onipaH

Cnocobom 3 npuknagy 7B, nounHatoum 3 8-[(E)-2-[4-[4-(4-dnyopdeHin)byTokcu]deHinleTeH-1-in]-4-okco-4H-
1-6eH3onipaH-2-kapboHi TPy oTpMManu XXoBTy TBepay NOTpibHY cnonyky 3 T.nn. 173,6-174,7°C, axky ounwanu
nepekpucranisauieto 3 metaHony, Buxig 83%.

"H AMP (300MI, IMCO) & 1,74 (wm, 4H); 2,66 (wT, 2H); 4,03 (wT, 2H); 7,01 (a4, 2H); 7,13 (M, 3H); 7,27 (M,
2H); 7,53 (1, 1H); 7,61 (c, 2H); 7,61 (c, 2H); 7,65 (g, 2H); 7,95 (aa, 1H); 8,19 (aa, 1H).



Mpuknag 24 8-[(E)-2-[4-(4-ceHinbyToKCcn)-2-cbnyopdreHinleteH-1-in]-4-okco4H-1-6eH3onipaH-2-kap6oHoBa
Kucnota

24 A 2-bnyop-4-rinpokcnbeHaorHa kucnoTa

Cnocobom 3 npuknagy 5€, Buxoasum 3 2-conyop-4-rigpokevbuH3oHiipuny oTpumManu noTpibHMIA NPpoaYyKT, BUXIA
KinbKiCHUIA.

'H AMP (300mIu. CDCls) 56,61 (an, 1 H); 6,69 (aa, 1H); 7,87 (1, 1H); 12,51 (c, 1H).

24B MeTtnn(2-conyop-4-rigpokcnbeHsoaT)

Cnocobom 3 npuknaay 5B, Buxogsaum 3 2-donyop-4-riapokcnbeH30MmnoT KUCNOTM oTpUManu NoTPiGHUIA NPOayKT,
Bnxig (86%).

'H AMP (300mI, CD30D) § 6,61 (aa. 1H); 3,83 (c, 3H); 6,55 (aa, 1H); 6,65 (a4, 1H); 7,80 (1, 1H); 12,35 (c,
1H).

24B MeTtnn(4-ceHinbyrokcn-2-gnyop-6eH3oar)

Cnocobom 3 npwuknagy 18A, Buxogsuum 3 metun(2-cnyop-4-rinpokevbeHsoaty) Ta 4-ceHin-1-6yraHony,
oTpUManu noTpiGHWMIA MPOAYKT, SKUM ounwanu xpomatorpadield Ha KOMOHLUi 3 cunikarenem, entoum
rekcaHom/etnnauetaTtom (95:5), Buxia (97 %).

'H AMP (300mIL, CDCls) 5 1,80 (v, 4H); 2,67 (7, 2H); 3,87 (c, 3H); 3,96 (T, 2H); 6,58 (aa, 1H); 6,67 (aa, 1H);
6,96 (c, 1H); 7,01 (a, 2H); 7,17-7,29 (m, 5H); 7,87 (7, 1H).

22r 4-(4-dpeHinbyTokcn)-2-conyopbeH3unosmin cnvpT

Cnocobom 3 npuknagy 18A, Buxogsaun 3 metun(4-ceHindyrokcu-2-cpnyop-6eH3oaTy), oTpumany noTpibHWiA
NPOOYKT, BUXiA KiflbKICHURA.

"H AMP (300MI L, CD30D) § 1,69 (M, 4H); 2,57 (1, 2H); 3,81 (T, 2H); 4,59 (c, 2H); 6,57 (aa, 1H); 6,64 (aa, 1H);
7,09-7,24 (v, 5H); 7,28 (1, 1H).

24[1 4-(4-cbeHinbyTokcn)-2-conyopbeH3anbaerig

o posunny 1,38r (5,03mmornb) 4-(4-cpeHinbytokeun)-2-conyopbeHaumnoBoro cnupty y 50mMn guxnopmeTtaHy
pofdanu 1,63r (7,54mMmornb) xnopxpomaty NipuaunHito i cymiw 1 roamMHy nepemillysanu npu KiMHaTHI TemnepaTypi,
noTiM NpodpinbTpyBanu Kpisb 6POYH-MiNepuT, MPOMUIM AUXIIOPMETAHOM, PO3UYMHHUK BUCYLUMIW Ta BUNapunu nig
3HWKEHUM TUCKOM, OAEepXKaBLUM CUPWUI NPOAYKT, SKUN ouulanu xpomartorpadieto Ha KOMOHLU 3 cunikarenem,
entoym guxnopmeTtaHom, ogepxaswum 1,02r (74%) noTpibHOro NpoaykTy.

'H AMP (300mI L, CDCl3) & 1,59 (M, 2H); 1,80 (M, 2H); 2,32 (c, 3H); 2,58 (T, 2H); 3,91 (c, 3H); 6,84 (c, 1H);
7,08 (A, 2H); 7,17 (m, 1H); 7,20-7,27 (m, 3H); 7,87 (A, 1H); 8,34 (a4, 1H); 3,81 (T, 2H);

24E 4-(4-ceHinbyTokcu)-2-conyopctnpon

Cnocobom 3 npwuknagy 20B, Buxogauwum 3  4-(4-ceHinbytokcn)-2-gonyopbeHsanbaeriny Ta - coni
MeTUnNTpudeHindocdoHito, oagepxanu MNOTPIOHWMA NPOAYKT, AKMN ouuwany XxpomaTtorpacdiero Ha KonoHui 3
cunikarenem, entotooun rekcaHoM/etunauetaTtom (1:1), Buxia (65%).

'H AMP (300mI 1, CDCls) § 1,78 (m, 2H); 1,80 (M, 2H); 2,32 (c, 3H); 2,58 (T, 2H); 6,84 (c, 1H); 7,08 (a, 2H);
7,17 (m, 1H); 7,20-7,27 (m, 3H); 7,87 (aa, 1H); 8,34 (a, 1H); 3,81 (1, 2H).

'H AMP (300MI L, CD30D) § 1,78 (M, 4H): 2,66 (1, 2H); 3,90 (T, 2H); 4,59 (c, 2H); 5,21 (aa, 1H); 5,65 (aa, 1H);
6,55 (oA, 1H); 6,62 (na, 1H); 6,78 (a4, 1H); 7,17-7,31 (m, 5H); 7,35 (1, 1H).

24€ 3'-[(E)-2-[4-(4-dbeHinbyTOKCK)-2-chnyoppeHin]eTeH-1-in]-2'-rigpokciaueTodeHoH

Cnocobom 3 npwuknagy 20, Buxogsum 3 4-(4-cbeHinbytokcm)-2-conyopctmpony Ta  2'-rigpokci-3'-
nogaueTodeHoHy oTpumanm NoTpibHy cnonyky, AKy ounanu dnew-xpomaTorpadieto Ha KOMNoHL 3 cunikarenem,
enoYM neTponenHum etepom/etunavetaTom (95:5), Buxia 67%.

'H AMP (300MI'L, CDCls) 5 1,78 (M, 4H); 2,59 (c, 3H); 2,66 (, 2H); 3,91 ( 2H); 6,56 (aa, 1H); 6,64 (aa, 1H);
6,86 (1, 1H); 7,17-7,30 (m, 6H); 7,40 (g, 1H); 7,53 (7, 1H); 7,59 (aa, 1H);7,74(na, 1H); 12,88 (c, 1H).

24K ETun-{8-[(E)-2-[4-(4-deHinbyToKkcn)-2-dnyopdeHinleteH-1-in]-4-okco-4H-1-6eH3onipaH-2«apbokcunat}

Cnocobom 3 npwuknagy 1A, Buxogsum 3  3'-[(E)-2-[4-(4-deHinbyTokcm)-2-conyopdeHinleTeH-1-in]-2'-
rigpokciaueToeHoHy Ta fJieTunokcanaty oTpumanu MoTpibHy crnomyky, fKy ouvwanu xpomartorpadield Ha
KOJOHL,i 3 curikarenem, Buxig KiflbKiCHUIA.

'H AMP (300MmI L, CDCls) & 1,40 (1, 3H); 1,79 (M, 4H); 2,66 (1, 2H); 3,91 (T, 2H); 4,40 (k, 2H): 6,57 (aa, 2H);
6,64 (ag, 2H); 7,02 (c, 1H); 7,17-7,32 (m, 6H); 7,37 (A, 2H); 7,46 (7, 1H); 7,78 (A, 1H): 7,95 (a, 1H).

243 8-[(E)-2-[4-(4-deHinbyToKCH)-2-cpnyopdeHinleT9H-1-in]-4-okco-4H-1-6eH3onipaH-2-kapboHoBa KucrnoTa

Cnocobom 3 npuknagy 111, Buxoasum 3 etun-{8-|(E)-2-[4-(4-dekinbyTtokcu)-2-doryop deHinleTeH-1-in]-4-okco-
4H-1-6eH3onipaH-2-«kapbokevnaTy} oTpuManu XoBTy TBepAdy NoTpibHy cnonyky 3 T.nn. 73,4-73,5°C, sky ounwuanm
nepekpucranisadieto 3 metaHony, Buxig 52%.

H aMmP (300mly, CD30OD/CDCl3) 8 1,81 (wm, 4H); 2,69 (wr, 2H); 3,95 (wr, 2H); 6,60 (g, 1H); 6,69 (g, 2H);
7,17-7,32 (m, 6H); 7,41 (7, 1H); 7,52 (c, 2H); 7,58 (1, 1H); 7,94 (g, 1H); 8,06 (g, 1H).

Mpwknan25 8-[(E)-2-[2-(4"-con yopbeH3aunnokcumeTnn)-2,3-auriagpobeH3odypaH-5-injeteH-1-in]-4-okco-4H-1-
6eH3onipaH-2-kapboHoBa k1cnoTa

25A 2-(4'-cbnyopbeH3nnokcumeTun)-5-ngpokecnmetmn-2,3-aunrigpodeHsodypaH

Cnocobom 3 npuknagy 18B, Buxogaum 3 7,00r (23,2mmonb) etun-{2-(4'-dnyopbeHsnnokcumeTnn)-5-
rigpokevmeTmn-2,3-aurigpobeHsodypaH-2-«kapbokennaTty}, 3,511 (92,6mMmone) LiAIH4 ta 300mn cyxoro eTmunosoro
eTepy oTpMManu noTpibHy cnonyky, Buxig 83%.

'H SAMP (300mIy, CDCls) §2,90 (aa, 1H); 3,08 (wc, 1H); 3,14 (aa, 1H); 3,55 (aa, 1H); 3,61 (aa, 1H); 4,44 (c,
2H); 4,50 (ng, 2H); 4,90 (m, 1H); 6,70 (g, 1H); 6,98 (m, 3H); 7,08 (c, 1H); 7,26 (m, 2H).

25B 2-(4'-dpnyopbeHaunokcnmeTun)-5-copmin-2,3-gurinpobeHsodypaH

Cnocobom 3 npuknagy 18B, .Buxoasium 3 7,00r (23,2Mmmonb) 2-(4'-conyop6eHannokcumeTnn)-5-rigpokcume tun-
2,3-purinpobeHsodypaHy o Tpumany noTpibHy cnonyky, Buxig 72%.

'H AMP (300mIu, CDCls) & 3,06 (an, 1H); 3,30 (aa, 1H); 4,56 (a, 2H); 4,44 (c, 2H); 5,09 (m, 1H); 6,89 (g, 1H);
7,01 (1,2H); 7,27 (m, 2H); 7,67 (8, 1H); 7,71 (c, 1H); 9,82 (c, 1H).

25B 2-(4'-conyop6eH3unnokcumeTnn)-5-BiHin-2,3-aurinpobeHsodypaH

Cnocobom 3 npuknagy 20B, Buxogsum 3 7,00r (23,2mmornb) 2-(4'-cpnyopbeHsnnokcumetnn)-5-gopmin-2,3-
avrigpobeHsodypaHy oTpuManu MoTpibHy cnonyky, AKy ounwanu dnelw-xpomatorpadieto Ha KOMoHUi 3



cunikarenem, enowyM neTponenHuM etepom/etunaveTtatom (95:5), Buxig 58%.

'H amP (300mly. CDCI3) 62,98 (na, 1H); 3,21 (o, 1H); 4,58 (an, 1H); 4,66 (aa, 1H); 4,52 (g, 1H); 4,56 (g,
1H); 4,95 (m, 2H); 5,06 (A, 1H); 5,55 (4, 1H); 6,62 (aA, 1H); 6,73 (4, 1H); 7,00 (1, 2H); 7,12 (aa, 1H); 7,23-7,29 (M,
3H).

25T 3'-[(E)-2-[2-(4'-donyopbeH3unnokeumeTnn)-2,3-aurigpobeHsodypaH-5-injeteH-1-in]-2'-rigpokciaue TodeHOH

Cnocobom 3 npuknagy 200, Buxoasum 3 2-(4'-dpnyopbeHsnnokcumeTnn)-5-siHin-2,3-gurigppobeHsodypaHy Ta
2'-rinpokdi-3'-nogauetoeHOHY oTpuManu NOTPiGHY CNoNyKy, siky ouMLwanu dnet-xpomartorpadieto Ha KomoHLj 3
cunikaresnem, entoYn NeTponenHuM etepom/eTunaueTatom (85:15), Buxig 63%.

'H AMP (300mIu, CDCls) 62,58 (c, 3H); 2,96 (a4, 1H); 3,22 (aa, 1H); 3,63 (M, 2H); 4,50 (o, 1H); 4,56 (a, 1H);
4,96 (m, 1H); 6,76 (g, 1H); 6,85 (1, 1H); 6,99 (7, 2H); 7,08 (8, 1H); 7,22-7,32 (m, 4H); 7,37 (c, 1H); 7,57 (A, 1H);
7,70 (g, 1H); 12,88 (c, 1H).

251 Etun-{8-[(E)-2-[2-(4"-conyopbeHannokcnumeTnn)-2,3-gurigpobeHsodypan-5-injeteH-1-inl-4-okco-4H-1-
6eH3onipaH-2-kapbokevnar}

Cnocobom 3 npuknagy 1A, Buxogsum 3 3'-[(E)-2-[2-(4'-donyopbeH3nnokcumeTun)-2,3-guriapobeHsodypaH-5-
inleteH-1-in]-2'-rigpokciaLeToeHOHY Ta AieTnnokcanarty oTpumManu NnoTpibHy CNonyky, BUXiA KinbKicCHWA.

'H AMP (300mIy, CDCls) 6 1,43 (1, 3H); 3,01 (aa, 1H); 3,26 (aa, 1H); 3,66 (M, 2H); 4,42 (x, 2H); 4,53 (g, 1H);
4,58 (o, 1H); 6,78 (g, 1H); 7,01 (m, 3H); 7,27-7,38 (M, 7H); 7,81 (aa, 2H); 7,96 (ag, 1H).

25E 8-[(E)-2-[2-(4"-donyopbeH3unokcimeTnn)-2,3-aunapobeH3odypaH-5-injeteH-1-in]-4-okco-4H-1-
6eH3onipaH-2-kapboHoBa k1cnoTa

Cnocobom 3 npwknagy 111, Buxogaum 3 etmn-{8-[(E)-2-[2-(4'-dnyopbeH3nnokcumeTnn)-2,3-
avrigpobeHsodypaH-5-injeteH-1-in]-4-okco-4H-1-6eH3onipaH-2«apbokcunaTy} o TpuManu XoBTy TBepAy NoTpibHy
crnonyky 3 T.nn. 203,6-205,4°C, aKy ouvLlany BuBaptoBaHHAM Y eTunosomMy etepi, Buxig 53%.

H amP (300mIu, CD30D/CDCl3) 6 3,03 (a4, 1H); 3,31 (aa, 1H); 3,69 (M, 2H); 4,55 (g, 1H); 4,60 (4, 1H); 5,02
(m, 1H); 6,79 (g, 1H); 7,03 (1, 2H); 7,14 (c, 1H); 7,32 (m, 3H); 7,38-7,45 (m, 4H); 7,92 (aa, 1H); 8,01 (o, 1H).

Mpvknan26 8-[(E)-2-[2-(4'-cdnyopbeHaunnokenmetnn)-2,3-aurigpobeHsodypaH-5-injeteH-1-inl-4-okco-2-(5-1H-
TeTpasonin]-4H-1-6eH3onipaH

26A 8-[(E)-2-[2-(4'-donyopbeHaunokcumeTun)-2,3-gurigpobeHspdypan-5-1nleteH-1-in]-4-okco-4H-1-
6eH3onipaH-2-«kapbokcamig,

Cnocobom 3 npuknagy 12A, peakuieto amiHonidy etun-{4-okco-8-[(E)-2-[4-(4-deHinbyTokcu)deHinleten-1-in]-
4H-1-6eH3onipaH-2-«kapbokcinaTy} oTPUManu XoBTy TBepAy NoTpibHy cnonyky, Buxia 83%.

H AMP (300mIy, AMCO) 5 3,02 (A, 1H); 3,31 (aa, 1H); 3,67 (m, 2H); 4,55 (c, 2H); 5,04 (m, 1H); 6,81 (8, 1H);
6,93 (c, 1H); 7,17 (7, 2H); 7,35-7,53 (m, 5H); 7,65-7,72 (m, 2H); 7,94 (g, 1H); 8,17 (g, 1H); 8,28 (wc, 1H); 8,53 (wc,
1H).

26b 8-[(E)-2-[2-(4'-chnyopbeH3nnokcumetun)-2,3-gunapobeHsodypaH-5-injeteH-1-in]-4-okco-4H-1-
OeH3onipaH-2-«kap6oHiTpun

Cnocobom 3 npuknagy 2, peakuieto 8-[(E)-2-[2-(4'-pnyopbeH3nnokcumeTun)-2,3-gurigpobeHsodypaH-5-
injeteH-1-in]-4-okco-4H-1-6eH3onipaH-2-kapbokcamigy 3 okcuxnopugom docdopy npu 0°C npotarom 0,5 roauH
oTpuManu NoTpibHy cnonyky, Buxig 76%.

H AMP (300MmIMy, CDClg) 6 3,05 (a4, 1H); 3,33 (aa, 1H); 3,67 (m, 2H); 4,55 (A, 1H); 4,61 (4, 1H); 5,03 (m, 1H);
6,80 (c, 1H); 6,82 (g, 1H); 7,03 (1, 2H); 7,16 (a, 1H); 7,26-7,33 (m, 4H); 7,42-7,45 (v, 2H); 7,98 (g, 1H); 8,02 (g,
1H).

26B 8-[(E)-2-[2-(4'-chnyopbeH3nnokecumeTun)-2,3-gurinpobeHsodypan-5-injeteH-1-in]-4-okco-2-(5-1H-
TeTpasonin]-4H-1-6eH3onipaH

Cnocobom 3 npuknagy 7B, noumHatoum 3 8-[(E)-2-[2-(4'-pnyopbeHsnnokcumeTun)-2,3-auriapobeHsodypaH-5-
inleteH-1-in}-4-okco-4H-1-6eH3onipaH-2-kapOoHITpMYy oTpUManu XoBTy TBepAy NoTpibHy cnonyky 3 T.nn. 137,5-
140,8°C, sky ounlLanu nepekpucranisaLljeto cnoyaTky 3 neHTaHy/xnopodopmy, noTim - 3 6eH3ony, Buxig 42%.

'H AMP (300mI 1, AMCO) 5 3,05 (aa, 1H); 3,33 (aa, 1H); 3,67 (m, 2H); 4,55 (c, 2H); 5,04 (m, 1H); 6,84 (a, 1H);
7,11 (c, 1H); 7,18 (1, 2H); 7,35-7,40 (m, 2H); 7,45 (g, 1H); 7,52 (7, 1H); 7,54-7,61 (m, 3H); 7,94 (g, 1H); 8,17 (4,
1H).

Tectn Ha GionoriyHy akTMBHICTb. AHTAroHiCTM4YHy fito Ha LTDs4 cnonyk 3rigHO 3 BMHaxo4oM Bv3Hayam
cnocobom iHribyBaHHS peLenTopiB 3B'A3yBaHHA [3H]3-LTD4 Ha MeMbpaHax nereHiB MOpPCbKNX CBUHOK.

TecT Ha iHribyBaHHSA peuenTopis 3B'a3yBaHHA ["H]-LTD4 Ha membGpaHax nereHiB MopCbkuMx CBUHOK. MeMBpaHu
nereHiB MOPCbKMX CBUHOK, LLIO MatkTb peLenTopu 3B'A3yBaHHS [3H]-LTD4, ounwanu cnocobom, onucaHum y Mong
et al. Prostaglandins, 1984, 28, 805. 150Mr/Mn uux ounweHMX MeMbpaH AogaBarm OO iHKybauinHoi cymili 3
Bmictom 10MM 6ydepy PIPES (ninepaavH-N,N-Gic(2-eTtaHcynbdoHoB3 kucnota) (pH 7,4), 10mM CaClz, 10mM
MgClz, 2mMM uncteiny, 2mM rmiguny, 0,5MM [3H]—LTD4 (4700-6400IBk/Morb) Ta pi3HMX KOHLEHTpaUin TeCTyeMnx
NPoAaYyKTiB y KiHLeBoMy 06'emi 310mn. PeakuijiHy cymiw iHkybyBanu 30 xBunuH npu 25°C.

3B'sI3aHUN 3 MeMbpaHol papfjoniraH BioQINAnNuM Bif BiNbHOrO po3baBreHHsM 4MIT MPOMMUBOYHOTO Bydepy
(10mM TPUC, pH 7,4, tTa 100mM NaCl) npu 0°C i dineTpyBaHHAM uyepe3 ineTpn Whatman GF/B,
BMKOpucToBytoun npuctpin Brandel Cell Hatvester. ®inbTpu 4 pasu npommeanu 3aranbHum o6'emom Gydepy 16mn
npu 0°C. PagioakTMBHICTb (hinbTpy BU3HAYANM PiAMHHOIO CLUMHTUIALIEL.

CneuundiyHe 3B'A3yBaHHA BM3HAYEHO K Pi3HMUS MK 3aranbHUM 3B'A3yBaHHAM [3H]-LTD4 Ta HecneundiYHUM
3B'A3yBaHHAM, BU3HaA4YeHMM Y npucytHocTi 1uM [3H]-LTD4. OTpumaHi pesynbTatm KOHKYPEHTHOro TeCTyBaHHS
aHanisyBanu obuyncnioBanbHOK MpPOrpamMold 3 BU3HAYEHHSIM KOHCTAHTU iHriGyBaHHA koxHoi cnonyku (Ki),
BMKOPMCTOBYIOUN BMpiBHIOBaHHS YeHra-lMpycosa (Cheng et al. Biochem. Phamacol. 1973, 22, 3094).
Ki=IKso/(1+[L]/Kg)

e IKsp - KoHUeHTpaLjs cnonyku, wo suTicHsie 50% 3B'a3aHoro pagioniraHaa, [L] - KOHUeHTpaujisi BinbHOro [3H]—
LTD4, a Kg - koHcTaHTa ancouiauii LTD4, oTpumMaHa He3anexHuUM LUMSXoM 3 BUKopucTaHHaM CkaTyapa-aHarniay.

BubpaHi cnonykm 3aranbHoi dopmynu | gatote B onucaHoMy TecTi BenuumHu Ki 0,1-1000HM. AKTMBHICTb
OEeSKMX CMONYK NpeAcTaBneHo y Tabnuui.

Tabnuusa 1




Cnonyka 3 Ki iHribyBaHHS peLenTopis
npuknagy Ne 3B'A3yBaHHA [3H]-LTD4

1 15434
2 12,014
3 5,6+0,5
4 2,3+0,2
5 24,0£3
6 6,0+2,1
7 1,88+0,2
8 1,7310,2
9 1,1+0,2
10 9,0+0,8
11 1,9+0,04
12 0,39+0,1
13 9,3+3
14 4,2+11
15 102448
16 169+24
17 1200+440
18 17443
19 6,0+1,0
20 6,2+1,3
21 0,5+0,2
22 6,013
23 0,39+0,1
24 22,310,1
25 1,25+0,3
26 0,46+0,1




