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IpemnokeH MATKHH YHUBEPCAIBHBIH METOJ CHHTE3a HPOU3BOAHBIX S-3aMemeHHbIX 1H-1,2,4-Tprua3on-3-kapOOHOBBIX KHCIOT W3

€IMHOTO IIpe/IIeCTBeHHUKA — 3THI-B-N-Boc-okcanamuapasona. Mero npuMeHeH Ui MapajulelIbHOrO CHHTe3a OUOIMOTeKH aMHUII0B
1H-1,2,4-Tpua3omn-3-kapOOHOBBIX KHUCIIOT C TETEPOLMKIMYECKIMH 3aMECTUTEISIMH B TIOJIOKEHUH 5.

Kiwuesnle ciioBa: B-N-Boc-okcanmamuapasoH, mapajuieNbHblil cunTe3, 1,2,4-Tpra3on-3-kapOoHOBbIE KUCIOTHI, 1,2,4-Tpra3zon-3-kapo-

OKCAMM/I, IIUKIHU3aLIHS.

1,2,4-Tpua3on — IWHUPOKO U3BECTHBIA MPUBHIETUPOBAH-
HBII ()parMEeHT XUMHYECKOH CTPYKTYphl MHOTHX KJIAaCCOB
(apMaKoIIOTHYECKH AKTUBHBIX COCIMHEHHH, B TOM YHCIE
IPOTHBOBHPYCHBIX' ¥ IPOTHBOOMYXONEBEIX.” CyIIeCTBYeT
pan  crpareruil cuHre3a 3,5-mu3zamemensHoro  1,2,4-tpu-
a30JIHOTO IMKJIA," MPUBOIAMIMX K YIOBJIETBOPHTEIHHBIM
pe3ynbTaTtaM B TeX Ciydasx, Korja B rnojioxeHuu 3(5) Her
JIEKTPOHOAKIETITOPHOH TPYIIIBI, HAIpUMEp KapOOKCHIIb-
HOH. OCHOBHBIM K€ CIIOCOOOM CHHTE3a IPOM3BOIHBIX
5-3amemeHHbIX 1,2,4-Tpra3on-3-kapOOHOBEIX KHCIOT 1
SIBISIETCSL TepMHYECKasl LMKIN3anus P-aluiaMuIpa3oHOB
26" (cxema 1). BIXO/IbI NPOIYKTOB OOBIMHO HEBBICOKHE,
0COOEHHO I NabMiIbHBIX B-ammibebix rpymn (R' ma
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cxeme 1), 4TO HEyAMBHTEIHbHO, TaK KaK TeMIeparypa
LMKJIM3aluy, KaK npasuiio, npessimaet 140 °C.

OmHUM W3 HampaBlieHHH pabOTHl Hamiel 1adopaTopuu
SBIISIETCSI CHHTE3 aHAJIOTOB IPOTUBOBUPYCHOTO HYKJIEO3U/I-
HOTO Tpernapara puOaBHPHHA, FETEPOLUKINIECKIM OCHO-
BaHUEM KOTOPOTO siBisiercs 1,2,4-Tpuazoun-3-kapOoKcaMu.
Amnanorn pu0OaBUpHHA, 3aMEIICHHBIE II0 TIOJOXEHHIO 5
OCHOBAHHMSI, SBIISIOTCSI HEPCICKTHMBHBIMH TPOTHBOBUPYC-
HBIMH M TIPOTHBOOITYXOJIEBBIMH areHTami.' > VX MOKHO
TOJTY4HTh JBYMSI OCHOBHBIMH MyTsaMu: 1) xumudeckum' '
MIH  XHMHKO-()epPMEHTaTHBHBIM'®  IJIHKO3MIMPOBAHHEM
1,2,4-TpHa30JIbHOr0 OCHOBAHMS, 2) 3aMEIIEHHEM WU TIPH-
COeMHEHHEM K (YHKIMOHAIBHOW TpyIIe, NpenBapu-
TENbHO BBEJICHHOI B MOJIOXKEHHE 5 OCHOBAHHS.'

JIyis cucTeMaTHuecKoro MccieI0BaHUs OMOJIOTHYECKHX
CBOWCTB, YCTaHOBJIEHUSI IapaMETPOB CTPYKTypa—aKTHB-
HOCTb, MEXaHM3MOB JICHCTBHUS M MeTa0OJIMYEeCKUX ITyTei
3a4acTyl0 HEOOXOJMMO CHHTE3UPOBATh HE TOJIBKO CaMH
AHAJIOTH HYKJIEO3HWJO0B, MOAM(MHUIMPOBAHHBIE IO TETEPO-
IUKJIMYECKOMY OCHOBAHHWIO WIH ITI0 YIJIEBOJHOMY (par-
MEHTY, HO U UX TeTepolUKInYecKue OocHOBaHUS. OCHOB-
HBIMU CHHTETUYECKMMHU MPEALIECTBEHHUKAMH I'€TepOLIHK-
JMYECKUX OCHOBAHUH aHAJOrOB pPHOABUpPWHA SIBISIFOTCS
s¢upsl  1,2,4-Tpuazosn-3-kapooHoBbIx kuciotT. IlosTomy
JUIL UCCIeOBaHMUs OHOJIOTMYECKHX CBOMCTB aHaJloroB
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HYKJICO3HIOB, cojepkamux 1,2,4-Tpra3on-3-kapOokcamu-
HBII (parMeHT ¢ TaOMIBHBIMH 3aMECTHTEISIMA B IOJIO-
KEHHH 5, HaM TOTpeOOBalIOCh pa3padoTaTh MATKHA
YHHUBEpCATBHBI METOJl CHHTe3a NMpOu3BONHBIX 1H-1,2.4-
TpHa30JI-3-KapOOHOBBIX KHCIIOT.

[IpennoxxeHHbI HAMU paHee nozxxo;:[25 OCHOBBIBAJICSI HA
00paboTke B-ammmaMumpasoHa 2, TOTYYeHHOTO U3 THApa3nia
KapOOHOBOW KHCIOTHI 3, XJIOPaHTHAPHUAOM D3TOH Ke
kucioTs 4 B impunuHe mpu 115 °C (cxema 2).

Cxema 2
FI00C" 5 OMe | R “NHNH, 0 NH,
———— > R )—COOEt —
s HN—N
JC 0 2
EtOOC” _“NH,
6 Cl R N
4 R COOEt
\(/ »/
Py, A HN—N
38-80% 1

Taxo# moaXox MO3BOJMI CHU3UTh TEMIEPATypy LUKIH-
3allid, HO HMeEJ TOT JK€ HENOCTaTOK, YTO M IPOYHe
OTIMCAaHHBIE METOJBI: HEOOXOJMMOCTh WHIMBHIYaJIbHOTO
CHHTE3a [-allMIaMHIPa3OHOB 2 W3 JAaOWIBHBIX Mpea-
IIECTBEHHUKOB — HMHHO3pHpa S5 wim THoamuza 6 —
U TUAPa3HaoB KapOoHOBBIX kucioT 3. Takum obpaszom, s
MapajuIeIbHOTO CHHTE3a LENEBBIX COCAWHEHWI OH ObLI
HETIPUTOACH. AaNTHPOBATH JUIS PEIICHNS HaIIeH TeKyIIei
3a7a4 (M3y4EeHUs] MapaMeTpoB CTPYKTYPa—aKTUBHOCTH W
ONTHMHU3AIMM  CTPYKTYPhl HOBOTO HPOTHBOBHPYCHOTO
areHTa S-(terparuppodypan-2-wi)-1H-1,2,4-tpuazon-3-kap0o-
okcamMmaa’®) MeTobl, OCHOBAaHHbIE HA AIMIMPOBAHHH
€IMHOTO  TPEIIECTBeHHUKA,  AJKWITHIPAa3HHMI(OKCO)-
anerara,’ '’ Takke He ymanoch TIaBHBIM 00pa3OM H3-3a
HEBOCTIPOM3BOAMMOCTH PE3yJIbTaTOB. [ljIsi OCyIIeCTBIeHNUS
MapauIeIbHOTO CHHTE3a HYKHO OBIJIO MCKITIOYHUTH CTaJIUIO
BBIJICTICHNS] MHAMBHAYaAJbHBIX B-arpuiaMuapazoHoB. OpHaxKo,
BCJICAICTBHE MaJOil CTaOMJIBHOCTH HCXOJHOTO —AJIKHII-
THApa3sHHWI(OKCO)aneTaTa U €ro TayTOMEpPHH, PEaKIHOH-
Hasi CMech dYacTo ObUTa 3arpsi3HEHa pa3HOOOPa3HBIMHU
MPOJXYKTaMH ¢ OJM3KOH Xpomarorpaduyeckoi ITOIBHK-
HOCTBIO, ¥ BO MHOTHX CJIy4asiX BBIJEIHUTH LIEJIEBBIE HPHUPHI
5-3amenieHHbIX 1,2,4-Tpuazoin-3-kapOOHOBBIX KHCJIOT 1 He
yrnasanocs. IloaTomy mepej HamMM BcTala 3ajada MOMCKA
€IMHOTO CTa0MIIBHOTO CHMHTETHYECKOTO IMPEANIECTBEHHUKA
s¢upoB  5-3amemeHHbIX  1,2,4-TpMazoi-3-kapOOHOBBIX
kucaoT 1. B cooTBeTCTBHY ¢ HAIIMMM IpPEABAPUTEIbHBIMU
HCCIEOBAaHMAMHM ~ MEXaHM3Ma  LUKIM3aIu{  B-amm-
aMUIPa30HOB,” 3aMpIKaHue ,2,4-TPHAa30/IbHOrO IMKIA B
YCIOBHUSAX AaUMIMPOBAHUS MOXKET HATH Pa3InYHBIMU
crocobamu (cxema 3), MpUYeM HallpaBIeHHE LUKIIN3ALuN
CYIIECTBEHHO 3aBHCHT OT CTEPHUYECKOTr0 (haKTopa.

CooTHolIeHue BEIX00B NMpoAyKToB 1A u 1B 3aBucur ot
pasmepoB 3amectuteneii R m R' — Gompme oGpasyercs
TpHa3oja ¢ MEHBIIMM 10 00bEMYy 3aMecTHTeNieM. Takum
00pa3oM, JOTUYHBIM OOLIMM CTaOMIIBHBIM IPEALIECTBEH-
HUKOM B TNapajuleIbHOM CHHTE3€ MOI CTaTh [-armi-

Cxema 3 RN\ _COOEt
R~ )—COOEt ———
RL_N\__COOEt
L
HN—N
1B

aMHJpa3oH, COJepKalluii OOBEMHYIO JIEIKO YXOJSIIYIO
rpyniy B f-N-nonoxxennu. Hamr BBIOOp MBI OCTaHOBHIIM Ha
mpem-0yTrnokcukapOoHmIbHOM Tpynmne (Boc). Dtnn-B-N-
Boc-okcanamuapa3on (2a) Obul HONy4YeH MpH B3auMO-
neiicteun Boc-runpasuna 3a ¢ 3TWioBBIM 3¢dupoM THO-
okcaMmoBo# kucnotsl (6) B EtOH (cxema 4).

Cxema 4
BocNHNH
3 °°3a 2 BocNH—N\>_
EtOOC” "NH, — > COOEt
6 2 EtOH,rt,24h H,N
89% 2a

—_—

BnOCH,COCI

N
P COOEt
\ Bno/\(/ W/
A, 5h,59% HN—N

N___COOEt
°~"r
HN—N7

Py
A, 12 h, 75%

Otun-p-N-Boc-okcanamuipazon (2a) crabwieH npu
JUTUTETIbHOM XpaHEHWH U yJ00eH KaK HMCXOJHOE COEIH-
HEHUE JUId mapauieJbHoro cuHre3a. CHUHTeTHYecKas
npouenypa IOJY4YEeHUs M3 aMupa3oHa 2a STHIOBOTO
a¢upa S-6eH3mIOKcUMETHII- 1,2,4-Tpra3o-3-kapOOHOBOM
kuciothl (la) Bkiroyasa HarpeBaHue B aOCOIOTHOM
nupuanHe npu 115 °C B TedeHnme 5 9 ¢ ABYKpAaTHBIM
MOJIBHBIM H30BITKOM XJIOPAHTHAPHUIA OCH3UIOKCHYKCYC-
Hoit kucmoTsr.”! Beixox mpoaykra 1a coctaBun 59% mocie
xpomarorpaduueckoii 04ucTKH. OCHOBHBIM MOOOYHBIM
NPOJYKTOM B pEaklMH, Kak M MPEIIoJiarajock, ObLI
STWIOBBIA  3dup  5-0kco-4,5-muruapo-1H-1,2,4-tpuazon-3-
KapOOHOBOHM KHCHOTHL (7), 00pa3yroIMiCS TpH TepMHUe-
CKOM muKIM3anuu coenuHeHns 2a. [1000uHBIN MPOAyKT 7
CPaBHHUTENIbHO JIErKO YJAJSUICS TOCPEACTBOM  (huiel-
xpomarorpaduu.

OrtoT MeTox OBII ONMpoOOBaH HaMHU AJIS MapayleIbHOTO
CHHTE3a HEOOJIBIION OMOIMOTEKH aMUIOB 5-3aMEIEHHBIX
1,2,4-tpua3o:i-3-kapOboHOBEIX KHCIOT 8b—m ¢ m3ocTepuye-
CKHMHU 3aMEHaMH TeTparuapoPypaHmiIbHOTO (parMeHTa
5-(terparuapodypan-2-un)-1H-1,2,4-tpuazon-3-kapookcamuia
8b (cxema 5). 3agada onTUMHU3AIMU BHIXOJOB B JaHHOM
ClIy4ae HE CTaBHJIAch, TaK KaK OCHOBHOW IEJbIO PabOTHI
Oblla TIpOBEepKa MPUTOAHOCTH METOJa JJIsl BBEICHUS
PA3JIMYHBIX 110 CTPYKTYPE IeTEPOLMKINYECKUX 3aMECTUTE-
Jel, B TOM 4mMcle JaOWIbHBIX. Ham ynamoch CHU3UTH
temneparypy peakmuu 10 90 °C u HOXyduTh pAI paHee
HEAOCTYITHBIX aHAJIOr0B, XOTA BBIXOABI HAa CTaAWW ITUKIIU-
3aIuH K0Je0aInCh OT CPeTHUX 10 HU3KHX (Tabdi. 1).

OnTumanbHOe BpEMA HW TEMIICpaTypa NUKIH3AIUN
OIIPEACISIIMCh 110 KOHBEPCHHM COCIUHEHHS 2a METOJIOM
TCX. Xnopanruapuibl, TPUMEHSBIIAECS B KadecTBE
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Cxema 5
RCOCI N
4b-m R-_N\_COOEt NH; R/
2a \( ) —_—
PhMe,Py  HN—N H,O-MeOH  HN—N
90°C, 12h  1p_m A, 12-72 h 8b-m

Taoauna 1. Beixoasl coequaennii 1b—m 1 8b—m

R Coenunenne R Coequnenne
(BBIXO1, %) (BBIXOZ, %)
o
Q/ 1b (46) 8b (59) O(j\ 1h (38) 8h(89)
0 s
q Z 1c (40) 8¢ (77) W @) 8i(77)
o}
@/ 1d(22) 8d(56) @\ (19 8j(57)
O N
N\ / le (25) 8e(45) | A 1k (10) 8Kk (53)
;Z ¥z
o) N
(J/ 1f(8) 8f(67) | h 1131 81(53)
pZ
O\ 1g (10) 8g(53) | 1m (14) 8m (61)

AIWIINPYIONUX areHTOB Ha TEPBOW CTaIWH, MONydaId W3
KOMMEpYECKH JOCTYNHBIX KapOOHOBBIX KHCIOT 00pa-
oorkoii SOCl, u wucnonp3oBas 0€3 IOMOJHUTEILHOM
OYHCTKH. B ciydae THo(heHKapOOHOBBIX KHUCIOT 3TO MpH-
BOAMJIIO K CHIKCHHIO BBIXOJIOB, M TIpH (hiemr-xpomaro-
rpaduueckoit ounctke coenuueHus li—-k ObUTH BbIIETEHBI
B HE3HAUUTENBHBIX KOJIMYEeCTBaX. Mailble BBIXOJBI TaKkKe
HaOJII0JIANIMCh B ClIyyae OTHOCHTENLHO OOBEMHBIX 3aMec-
turesnied R. IlpoBenenune peakuuu m0pu TeMIeparypax
Bemre 100 °C u yBennYeHne BPeMEHH peakuuu CBbime 12 4
3HAYUTENBHO YXY[AIIAJIH Pe3yJbTaThl BCIEACTBHE 00pazo-
BaHUS TPHA30JIOHA 7 W pacmajza JaOWIBHBIX MPOIYKTOB.
IIpu temnepatype Hmke 90 °C muknmu3anus oOBIYHO HE
IpoTeKana.

Coenunenne 1b taxxe ObUIO MOIyYEHO ¢ IPUMEHEHUEM
paspaGotannoro panee moaxona.”’ M3 rumpasuma Tetpa-
ruapodypan-2-kapOOHOBOW KHCIOTH M THOAMHUAA 6 OBLT
nmoJtydeH 3Tui-p-N-(terparuapodypaH-2-kapOoHMIT)OKca-
amuapazoH (9). M3 mocrmemgHero moj neiicTBHEM XJIOp-
aHruApHUIAa TeTparuapodypaH-2-KapOOHOBOH KHUCIOTHI IpU
Harpesannu B PhMe (90 °C) B npucyTCTBHM MUpHIUHA C
BbIXo7ioM 70% ObIn cuHTE3MpOoBaH 3¢gup 1b (cxema 6).

Breinenennsie  ¢uiem-xpomarorpadueit 3¢upsr  1b—m
ObuIH TIpeBpaIieHBl B IeeBble amuasl 8b—m ammoHO-
mm3oM B pactBope H,O-MeOH B cooTBercTBHM C paHee
paspaboTanHoii mporeaypoii’’ (cxema 5).

Takum o00pa3oMm, NpPEIIOKEHHBIH CIIOCOO TO3BOJIHI
METOJIOM TapajuIeIbHOTO CHHTE3a IIOJIYYHUTh HEo0Xo-
JTUMBIA HA0Op COCMMHEHMI ISl UCCIICIOBAHMS TTApaMETPOB

Cxema 6 S

J o) O

o) EtOOC” “NH,
SoCONHz 6 ANN
-5 5 .
NHNH2  EtoH, 1t, 24 h >_COOEt

96% HoN

o
9

— > 1b
PhMe, Py
A, 12h
70%

CTPYKTYypa—aBKTHBHOCTh AHAJIOI'OB H3Y4aeMOIo IIPOTHBO-
BUPYCHOI'O areHta. HecMOTps Ha OTHOCHTENBHO HH3KHE
BBIXOJIbI, MOKHO CYUHUTAaTh TaKOW CIIOCOO CHHTE3a IPOU3-
BomHBIX 1H-1,2,4-Tpna3omn-3-kapOOHOBEIX KHCIOT YHHBEP-
CaJIbHBIM M IPHUTOJHBIM UIsl TApajuIeIbHOIO CHHTE3a, TaK
KaK BO3MOXKHO IOJIyYCHHE TPUA30JIKapOOHOBBIX KHCIOT C
JTaOMIBHBIMU 3aMeCTHTEIAMH. [IpH He0OX0AUMOCTH Hapa-
0OOTKH KOHKPETHOTO COCAMHCHHUS B 3HAYUTENIBHBIX KOJIHYE-
CTBaX MOXXHO NPHOErHYTh K paHee OIyOJHMKOBAaHHOMY
HaMH cnocoOy, maromemy Ooljiee BBICOKHE BBIXOJIBI, HO
MEHee CTaHIapTH30BaHHOMY.

BKCHepHMeHTaJH)Haﬂ HacTb

Cnextpsi IMP 'H u °C 3apeructpupoanb! Ha npucope
Bruker DPX-300 (300 u 75 MI'u cootBeTcTBeHHO). BHYT-
PEHHHH CTaHAAPT — OCTAaTOYHBIE CHUTHAJBI PACTBOPUTEICH
(CDClj: 7.25 M. a. ans simep lH, 77.2 M. n. i sgep 13C;
JAMCO-dy: 2.49 M. 1. ons soep lH, 39.5 M. 1. amep 13C).
Macc-cnekTpbl  BBICOKOTO  Pa3pelleHUs] 3alucaHbl  Ha
npubope Orbitrap Elite, moHH3anms 3meKTpopacbUICHUEM
(3.5 xB). Temrieparypsl IDIaBJIeHHS ONPEACIICHBI Ha TIPHOOpE
I[TII(M). KoHTpomp 3a XOIOM peaKIWi OCYIIECTBICH
meronoM TCX Ha mmactuHax Sorbfil [ITCX-AD-A-YO
(Poccus). Bimsyanmmsanus — B YO cBere (254 HM), TakKe B
¢dochopHOMOMOICHOBOW KUCIIOTE, HUHTHUApPUHE, HOAE,
peaktuBe [parernmopda. s KOJOHOYHOH Xpomarto-
rpadun ucnonp3oBaH cuimkarens Kieselgel 60 (Merck).

Ituia-f-N-Boc-okcanamuapason (2a). Cmecp 18.23 1
(137 MMonB) 3THIOBOTO 3(Upa THOOKCAMOBOW KHUCIIOTHI 6
u 18.10 t (137 mmons) Boc-ruapasuna 3a pacTBOpSIOT B
80 mn EtOH. PeakuuoHHy0 cMech NEpeMELIMBAlOT B
teueHue 24 4. OOpa3yromumiics ocagok OT(QUIHLTPOBEIBAIOT,
npombiBatoT 10 man EtOH u cymar Ha Bo3myxe. Boixon
28.25 1 (89%), xentble Kpuctamibl, T. mi. 178—180 °C.
Cnextp AMP 'H (AMCO-dg), 6, m. 1. (J, I'm): 9.22 (1H, c,
NH); 6.21 (2H, ¢, NHNH); 4.19 (2H, x, J = 7.1, CH,CHj3);
1.43 (9H, ¢, C(CHj)3); 1.23 3H, T, J = 7.1, CH,CH,).
Crnektp SIMP C (IMCO-dy), &, m. a.: 162.0; 152.5;
136.7; 79.1; 61.3; 28.0; 13.9. Haiineno, m/z: 232.1291
[M+H]". CoH3sN;0,. Brruncneno, m/z: 232.1300.

Irnaossiii 3¢up 5-oxco-4,5-muruapo-1H-1,2,4-tpu-
a30J1-3-kap6oHoBoii kucaoTsl (7). B 10 M abcomoTHOTO
nmupuauHa cycrnieHaupyror 0.62 r (2.7 mmoins) stHin-p-N-
Boc-okcanamuapasona (2a). PeakimonHyto cMech niepeme-
muBaroT B TeueHue 12 u npu temmneparype 115 °C. Iocne
OKOHYaHHMs peakiuu (KoHTpoib MetomoMm TCX, cucrema
3% MeOH B CHCIl;) oOpasyronimiicss 0cajoK OT(PUIBTPO-
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BBIBAIOT, NpoMbIBatoT 3 mia PhMe u cymar Ha Bo3myxe.
Brexon 0.32 1 (75%), 6enbie kpuctamisl, T. 1. 202-204 °C
(r. 1. 198-200 °C (Me,CO)*). Criextp SIMP 'H (JIMCO-d),
S, M. a. (J, T'm): 12.29 (1H, ¢, NH); 12.20 (1H, ¢, NH); 4.28
(2H, x, J = 7.1, CH,CHj3); 1.26 (3H, 1, J = 7.1, CH,CHs).
Cnextp SIMP “C (IMCO-dy), 8, m. m.: 168.8; 162.2;
140.3; 77.0; 68.7; 61.6; 29.8; 25.1; 14.0. Haiineno, m/z:
158.0556 [M+H]". CsHgN;O5. Berauciero, m/z: 158.0566.

Itua-p-N-(terparuapodypan-2-kapooHua)okcai-
amuapaszon (9). Cmecy 1.28 T (9.6 MMOIB) STHIOBOTO
a¢upa 2-THooKcamMoBO# KHcIOTHI 6 u 1.13 1 (8.7 MMoIB)
THOpa3uga  TeTparuapodypaH-2-KapOOHOBOM  KHCIOTHI
pactBopsror B 10 M EtOH. Peakumonnyro cmechk mepe-
MemuBaloT B TeueHHe 24 4. OOpasyrommics 0camok
oTpunbTPOBHIBaIOT, poMbIBatoT 3 M EtOH u cymar Ha
Bo3ayxe. Beixox 1.21 1 (60%), KenTble KPUCTAIUIBI, T. I
154-156 °C. Cniextp IMP 'H (JIMCO-d), 5, m. 1. (J, Tu):
9.28, 9.64, 6.65, 6.42 (0.3H, 0.7H, 1.5H, 0.5H, Bce ¢, NH
amupason); 4.31-4.16 (3H, m, CH,CH;, OCH); 3.92-3.72
(2H, M, CH,0); 2.22-2.03 (1H, M, OCHCH,), 1.96-1.72
(3H, M, OCHCH,CH,); 1.24 (3H, T, J = 7.1, CH,CHjs).
Cnextp SIMP “C (IMCO-dy), 8, m. m.: 168.5; 162.2;
140.3; 77.0; 68.7; 61.6; 29.8; 25.1; 14.0. Haiineno, m/z:
230.1130 [M+H]+. CoH;¢N304. Berancinieno, m/z: 230.1141.

ony4yeHue 3TWIOBBIX 3(PUPOB S-3amMelieHHbIX 1,2,4-
TpHa30J-3-KapooHOBbIX KHCJIOT 1b—m (o0mas wmero-
muka). K cycniensun stun-B-N-Boc-okcanamunpaszona (2a)
B abcomorHoM PhMe noOaBimsgror 3 35KB. aO0COIIOTHOTO
MIUPHUIMHA U 10 KarusiM 2.15 3KB. XJIOpaHTUAPHUIOB KapOo-
HOBBIX KHCJIOT 4b—m. PeaknuoHHyr cMech nepeMmeriu-
BaloT B TeueHue 12 u mpu temneparype 90 °C. Ilocne
OKOHYAHHMS peakUuu (IOJHas KOHBEPCHS COCAWHEHHus 2a,
koHTpOoIb MetonmoMm TCX, cuctema 2% MeOH B CHCL;)
YAQISAIOT PaCTBOPUTENb HA BAKyYMHOM POTOPHOM HCIApH-
tene. 3areM mobamisror 5—15 M H,O u axcTparupyror
EtOAc (3 x 10-30 mi). Opranuueckue (ha3bl 00BETUHIIOT
u cymat Haj 6e3BomHBIM Na,SOy4, pacTBOPUTETH YAAISIIOT
Ha BaKyyMHOM pPOTOpHOM ucmaputene. [Ipomykr Bblie-
JISTFOT C TTOMOIIIBIO KOJIOHOYHOH XpoMarorpadu Ha CHIINKa-
rene, amoeHT PhMe-Me,CO, rpamueat Me,CO ot 0 1o 15%.

JtunoBblii 3¢up S-(rerparuapodypaun-2-ua)-1,2,4-
Tpua3oJ-3-kap0oHoBoii kucaotrbl (1b) nomywaror no
obmeit meronuke u3 1.17 r (8.7 MMounp) XJIOpaHTUAPUAA
TeTparuapodypan-2-kapoboHoBoir KuciIotel (4b), 3.39 M
abcoxrorHoro mupuanHa, 15 wmu abcomorHoro PhMe,
0.95 r (41 mmoub) strn-B-N-Boc-okcanamupasona (2a).
Beixon 0.41 r (46%).

Iomyuyenne u3 coenunenus 9. K cycmensunm 0.30 r
(1.3 mmoib) aTun-B-N-(rerparuapodypan-2-KapOOHMIT)OKCa-
amuzapazoHa (9) B 5 mu abcomorHoro PhMe nobasistor
0.32 mn abcomoTHOTO THpUAMHA W o Karwisam 0.38 T
(2.8 MMmonp) xyopaHruapuna terparuapodypan-2-kapoo-
HOBOW KHCIIOTHL. PeakIMOHHYIO CMech NepeMEeIINBaioT B
teyenue 12 4 npu temneparype 90 °C. Ilocne okoHUaHUS
peakuuu (TOJHAs KOHBEPCHUSl COEAMHEHHS 9, KOHTPOIb
MetogoM TCX, cucrema 3% MeOH B CHCl;) ymansroT
pacTBOpHUTENh HAa BaKyyMHOM pOTOPHOM HCIIapuTere.
ITpoxyKT BBINENSIOT C TOMOIIBIO KOJIOHOYHOM XpOMaro-
rpaduun Ha cunukarene, amoeHT CHCl;-MeOH, rpanuent

MeOH or 0 mo 5%. Bexxony 193 wmr (70%), Oeinble
kpucTamsl, T. w1 88-90 °C. Cnekrp SIMP 'H (CDCly),
S, M. 1. (J, Tm): 5.19-5.17 (1H, m, OCHCH,); 4.47 (2H, n.
x, '\J =72, ="17.1, CH,CH,); 4.07-3.90 (2H, m, CH,0);
2.52-2.40 (1H, m, CH,CH,0); 2.29-2.17 (1H, m, OCHCH,);
2.10-1.90 (2H, m, CH,CH,CH); 1.41 3H, T, J = 7.1,
CH,CH3). Criextp SIMP °C (CDCLy), 8, m. .: 160.4; 159.7;
154.5; 73.8; 69.4; 62.1; 31.8; 25.6; 14.2. Haiineno, m/z:
212.1026 [M+H]". CH4N305. Beraucneno, m/z: 212.1035.

ItunoBbiii 3pup S-(terparuapodypan-3-mi)-1,2,4-
TpHua30.1-3-kap0oHoBoii kucaoThI (1¢) nomyyaror u3 348 r
(26 Mmoub) xJIOpaHTHApHUIA TeTparuapodypas-3-kapOoHo-
BO# KHCIOTHI (4¢), 3.39 M1 a0CONIFOTHOTO UPUANHA, 15 Mt
abcomorHoro PhMe, 2.80 r (12 mmonb) stun-f-N-Boc-
okcanmamuapazoHa (2a). Beixox 1.03 r (40%), cetno-
XKeNThle KpUcTamipl, T. wi. 100-103 °C. Cnextp SIMP 'H
(CDCly), 8, m. a. (J, I'm): 447 (2H, x, J = 7.1, CH,CHj3);
4.12-4.00 (3H, m, CH,, OCH,); 3.96-3.88 (1H, m, OCH,);
3.81-3.72 (1H, m, OCH,CH); 2.48-2.23 (2H, m, CHCH,);
1.41 (3H, 1, J = 7.1, CH,CHs). Criextp SIMP "*C (CDCly),
0, M. m.: 161.9; 159.4; 152.6; 72.1; 67.9; 62.4; 37.4; 31.9;
14.2. Haiinero, m/z: 2122023 [M+H]". CoH4N;0;. Beruuc-
neHo, m/z: 212.1035.

ItunoBelii 3¢pup 5-(pypan-2-mn)-1,2,4-Tpuason-3-kapoo-
HoBO# kucjaoTsl (1d) momywator w3 3.48 1 (27 MMOIb)
xJopanrunpunaa Gpypan-2-kapooHoBoit kuciotsl (4d), 3.39 M
abcooTHOrO MUpHKMHA, 15 M adbcomotHoro PhMe, 3.00 ¢
(13 mmoue) atHI-fB-N-Boc-okcanamuapaszona (2a). Beixon
0.62 r (22%), OexeBble Kpuctawipl, T. mwi 120-133 °C.
Crextp SIMP 'H (CDCLy), 8, m. 1. (J, I'y): 7.49-7.48 (1H, M,
CHO); 7.16 (1H, o, J = 3.5, OCHCH); 6.52-6.51 (1H, M,
CHCHO); 4.45 (2H, x,J=17.1, CH,CH;); 1.36 BH, 1, J=T7.1,
CH,CHj3). Criextp SIMP °C (CDCls), 8, m. 1. 159.1; 153.0;
150.9; 144.4; 142.9; 112.1; 62.4; 14.1. Haiineno, m/z:
208.0717 [M+H]". CoH,(N;0;. Brruucneno, m/z: 208.0722.

Ituaosbiii  3¢up S5-(pypan-3-uia)-1,2,4-rpnazon-3-
KapOoHoBoii kucjaorsl (le) momyuator w3 3.90 T
(30 Mmoip) xopaHruapuma (Qpypan-3-kapOOHOBOH KHCIIOTHI
(4e), 3.39 mu aGcomoTHOrO THpUAMHA, 15 My abcomoT-
woro PhMe, 3.22 r (14 mmonb) atuin-B-N-Boc-okcan-
amuapazona (2a). Beixog 0.72 1 (25%), TeMHO-cepbie
KpucTanel, T. wi. 140142 °C. Cnextp SIMP 'H (CDCly),
S, M. 1. (J, T'): 8.14 (1H, ¢, CHO); 7.45 (1H, ¢, CHCHO);
6.89-6.88 (1H, n, J = 1.2, OCH); 4.44 (2H, x, J = 7.1,
CH,CH3); 1.35 (3H, 1, J = 7.1, CH,CHj3). Criextp SIMP °C
(CDCl), 8, M. n.: 159.5; 152.8; 144.2; 146.3; 143.1; 114.5;
108.6; 62.5; 14.1. Haitneno, m/z: 208.0712 [M-+H]".
CoHoN;03. Beruncneno, m/z: 208.0722.

ItuaoBblii 3¢pup S-(rerparmaponupan-2-mi)-1,2,4-
Tpua3oa-3-kapooHoBoii kucaoThl (1f) momywaror m3 2.81 r
(19 MMoOIIB) XITOpaHTHAPHIA TETPATUAPONHPaH-2-KapOOHO-
Boit kucnoTs! (4f), 2.00 M1 abcomroTHOTO IMpHIMHA, 15 M
abcomorHoro PhMe, 2.04 T (8.8 mmons) atmi-f-N-Boc-
okcamamuapasona (2a). Bexox 0.15 1 (8%), Oembie
kpucTamsl, T. wi. 107-109 °C. Cnektp SIMP 'H (CDCly),
S, M. 1. (J, T'm): 4.66-4.62 (1H, m, OCH); 4.46 (2H, k,
J = 7.1, CH,CH;3); 4.12 (1H, n. 1, 'J = 11.0, °J = 2.4,
CH,0); 3.67-3.58 (1H, m, CH,0O); 2.27-2.20 (1H, wm,
OCHCH,); 1.99-1.92 (1H, m, OCHCH.,); 1.70-1.53 (4H,
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M, OCHCH,CH,CH,); 1.43 (3H, 1, J = 7.1, CH,CH,).
Cnextp SIMP *C (CDCls), 8, m. 1.: 159.8; 159.6; 154.5;
73.2; 68.8; 62.0; 31.0; 25.4; 22.6; 14.2. Haiineno, m/z:
226.1181 [M+H]". C,oH¢N;Os. Berancneno, m/z: 226.1192.

ItuiaoBslii 3¢pup S-(rerparmaponupan-3-mia)-1,2,4-
Tpua30a-3-kap6oHoBoil kucjaoThl (1g) nomyuaror u3 1.40 r
(9.5 MMonb) XJOpaHTHIpHAA TETParHpoINUpaH-3-kapoo-
HOBOHM KkucnoThl (4g), 1.10 M3 abCONIOTHOrO NHPHUIWHA,
15 wmu a6conrotroro PhMe, 1.02 r (4.4 mmonb) sTua-B-N-
Boc-okcanamunpasona (2a). Beixon 0.11 r (10%), cBetino-
cepble kpuctaibsl, T. Wwi. 179-180 °C. Cnektp SAMP 'H
(CDCly), 6, m. n. (J, I'm): 4.48 (2H, k, J = 7.1, CH,CHj;);
3.99-3.94 (2H, m, OCH,CH); 3.82-3.72 (2H, M, CH,0);
3.33-3.26 (1H, m, OCH,); 2.16-2.00 (2H, m, CHCH,CH,);
1.67-1.59 (2H, m, CHCH,CH,); 1.41 (3H, 1, J = 7.1,
CH,CH,). Cniektp SIMP °C (CDCly), 8, m. x.: 160.8;
159.7; 153.4; 70.0; 68.6; 62.2; 37.2; 34.3; 27.8; 23.5; 14.3.
HaﬁHeHO, miz: 226.1185 [1\/[4’H:|4r C10H16N303. Beruuc-
JIeHo, m/z: 226.1192.

ItuiaoBslii 3¢pup S-(rerparmaponupan-4-ui)-1,2,4-
Tpua3oia-3-kap6oHoBoii kucaoThl (1h) momydaror u3 3.40 r
(23 MMoup) XJIOpaHTHApPUAA TeTparuaponupan-4-kapoo-
HOBOHM kucaoThl (4h), 9.00 Ma abCONIOTHOrO MHUPHIWHA,
20 mia abcomrorHoro PhMe, 2.54 r (11 mmonb) stui-f-N-
Boc-okcanamuapasona (2a). Beixon 0.94 r (38%), Gemnbie
kpucTamel, T. wi. 118-120 °C. Cnektp SIMP 'H (CDCly),
S, M. 1. (J, Tm): 4.48 (2H, k, J = 7.1, CH,CH3); 4.08-4.02
(2H, m, CH,OCH,); 3.57-3.49 (2H, m, CH,OCH,); 3.24—
3.11 (1H, m, CH); 2.02-1.91 (4H, m, CH,CHCH,); 1.42
(3H, 1, J = 7.1, CH,CH;). Crextp SIMP "C (CDCly),
5, M. .0 163.9; 159.3; 152.1; 67.3; 62.3; 34.0; 30.9; 14.2.
Haﬁ}leHO, m/z: 226.1180 [1\/[4’H:|+ C10H16N303. Beruuc-
JIeHo, m/z: 226.1192.

ItuiaoBslii 3¢gup S-(ruoden-2-uma)-1,2,4-rpuaszon-3-
KkapOoHoBoii kucaoThI (1i) momydaror u3 2.29 r (16 MMoIIb)
XJIOpaHTuApuaa THOGEH-2-KapOOHOBOH KUCITOTHI (4i), 2.00 Mt
aOcouroTHOrO MUpHAnHa, 15 Mt abcomornoro PhMe, 1.72 ¢
(7 mmoms) atun-pf-N-Boc-okcanamuapazona (2a). Beixon
0.13 r (8%), cBeryno-kenThle KpUCTAILIBL, T. L. >275 °C.
Criextp SIMP 'H (CDCl3), 8, M. . (J, T'y): 7.75 (1H, yu. c,
CHS); 7.39 (1H, ym1. ¢, SCCH); 7.04 (1H, ym. ¢, CHCHS);
4.42 (2H, mepazpem. x, J = 7.1, CH,CH;); 1.31 (3H,
uepaspeur. T, J = 7.1, CH,CH;). Cextp SIMP °C (CDCl3),
5, M. a.: 159.1; 154.4; 152.3; 129.3; 128.7; 128.2; 128.0;
62.5; 14.1. Haiineno, m/z: 224.0484 [M+H]". CoH,(N;0,S.
Breruncneno, m/z: 224.0494.

ItuiaoBslii 3¢gup 5-(ruopen-3-un)-1,2,4-rpuaszon-3-
Kap0oHoBoii kucyoThl (1j) momyyaror u3 2.86 T (20 MMOITB)
XJOpaHTHApUaa THO(EH-3-KapOoHOBOW KHUCIOTHI  (4j),
2.00 mMa abCcomoTHOTO TUpHIWHA, 15 M1 aOGCOIIOTHOTO
PhMe, 2.15 r (9.3 mmoms) >tun-B-N-Boc-okcanamupazona
(2a). Bexox 0.42 r (19%), GexeBble KpUCTAIIIBI, T. I
>275 °C. Cnektp SIMP 'H (CDCls), 3, m. a. (J, I'p): 8.10—
8.09 (1H, m, CHS); 7.69-7.67 (1H, m, CHCHS); 7.37-7.34
(1H, M, SCH); 4.49 (2H, x, J= 7.1, CH,CH3); 1.41 3H, T,
J = 7.1, CH,CHs). Crektp SIMP C (CDCly), 8, m. 1.
160.8; 155.4; 154.0; 130.2; 129.7; 126.6; 126.3; 62.4; 14.5.
Haﬁ}ICHO, miz: 224.0486 [M+H]+ C9H10N3OQS. Berauc-
neHo, m/z: 224.0494.

Itunosslii 3¢up S-(nupuaun-2-mi)-1,2,4-rpuaszon-3-
Kkap0oHoBoil kuca0ThI (1K) nomyvarot u3 2.86 r (20 Mmorb)
XJIOpaHTUIPUIA TUPUAUH-2-KapOoHOBOH KucioTh! 4K, 2.00 M
a0cooTHOTrO MUpHKHA, 15 M abcomotHoro PhMe, 2.15 ¢
(9.3 mmonb) atun-B-N-Boc-okcanamuapasona (2a). Beixon
0.21 T (10%), GexeBble KpucTaLIbl, T. 1. 164-166 °C.
Cnektp SIMP 'H (CDCly), 8, m. a. (J, I'm): 8.76-8.73 (1H,
M, H-6 mupunun); 8.39-8.35 (1H, m, H-3 nupunun); 7.94—
7.89 (1H, M, H-4 nupuaun); 7.49-7.44 (1H, M, H-5
nupuauH); 4.52 (2H, x, J=7.1, CH,CH3); 1.45 BH, 1, /=71,
CH,CH3). Cmextp SIMP *C (CDCL), 8, m. x.: 159.9;
155.7; 155.4; 149.5; 145.2; 138.2; 125.8; 122.7; 62.2; 14.3.
Haiineno, m/z: 219.0872 [M+H]". C;oH;;N4O,. Brruuc-
neHo, m/z: 219.0882.

Itunosblii 3¢up S-(nupuann-3-ui)-1,2,4-rpuaszon-3-
Kkap0oHoBoii kucaoThl (11) nmomygaror u3 2.87 r (20 MmoJb)
XJIOpaHTUIIPU/IA TUPUIUH-3-KapOoHoBoH KUcHoThI 41, 2.00 M1
abcoroTHOTO MUpHKHA, 15 M adbcomotHoro PhMe, 2.15 ¢
(9.3 mmone) st-B-N-Boc-okcanamuapasona (2a). Beixox
0.61 r (31%), cBeTno-xKenThle KpUCTALIbI, T. 1. 161-163 °C.
Cnektp SIMP 'H (CDCly), 8, m. a. (J, 'm): 9.47-9.46 (1H,
M, H-2 mupuaun); 8.75-8.73 (1H, M, H-6 mupuaun); 8.55—
8.51 (1H, m, H-4 mupuaun); 7.50-7.44 (1H, m, H-5
nupunuH); 4.49 (2H, x, J = 7.1, CH,CH;); 1.40 (3H, T,
J = 7.1, CH,CHs). Crextp SIMP *C (CDCLy), 8, m. 1.
158.5; 152.3; 150.6; 149.8; 146.9; 135.3; 125.9; 124.2;
627, 14.2. Haﬁ,ueHo, m/z: 219.0875 [1\/I+H]+ C10H11N402.
Beraucneno, m/z: 219.0882.

Ituaosblii 3¢up S-(nupuaun-4-uia)-1,2,4-rpnason-3-
KapOoHoBoii kucaorbl (1m) momydaror w3z 345 T
(24 MMOIB) XJTOpaHTHAPHAA MUPHIUH-4-KapOOHOBOW KUCIIOTHI
(4m), 2.00 ma abGcomoTHOrO MHUPHUAMHA, 15 M abcomroT-
woro PhMe, 2.54 r (11 mmonb) a3tuin-B-N-Boc-okcan-
amujpasoHna (2a). Berxoxa 0.35 1 (14%), Gemnble KpUCTAIIBI,
. 1. 163165 °C. Criextp SIMP 'H (CDCL), 8, m. a1. (J, T'm):
8.79 2H, 0, J = 5.4, H-2,6 mupuaun); 8.12 (2H, n, J=5.5,
H-3,5 mupumun); 4.54 2H, k, J = 7.1, CH,CH;); 1.45 (3H, T,
J = 7.1, CH,CH;). Criektp SIMP C (CDCL), 8, m. 1. 159.8;
157.5; 149.4; 149.0; 137.3; 120.7; 62.5; 13.8. Haiineno, m/z:
219.0870 [M+H]". C;oH,|N4O,. Brruncnero, m/z: 219.0882.

Monyyenue amuaoB 5-3ameienubix-1,2,4-Tpua3zon-3-
KapOOHOBBIX KHCJI0T 8b—m (obmas meroauka). ITUIIO-
BbIi 3dup 5S-3ameriennoi 1,2,4-tpuazon-3-kapOoHOBOI
kucioTel 1b—m pactBopsior B 1.50 ma 10 M meraHOmB-
Horo pactBopa NHj;. HarpesaroT 10 TeMnepaTypbl KUIIEHUS
B KoJIOE ¢ OOpaTHBIM XOJOJWJILHUKOM, Kaxaeie 12 4
nobasisiror 0.50 M 14 M Bomnoro pactBopa NHj. Ilo
OKOHYAHWH peakuuy (ToJHasi KOHBepCHs 3pupa, KOHTPOIb
meronom TCX, smoent 5% MeOH B CHCl;) pactBo-
pUTETh YHAISAIOT HAa BaKyyMHOM POTOPHOM HCHAapHUTENe.
IIpoxykT cycrnenaupyiot B 6e3sogaoM Me,CO, oThmibT-
POBBIBAIOT W CylIaT B O3KCHUKaTOpe MPH HOHMWKEHHOM
nmasienun Hax NaOH B teuenue 12 4.

Amua  S-(terparuapodypan-2-uia)-1,2,4-tpuaszosn-3-
KapOoHoBoii kucjaorbl (8b) momywaror w3 200 wmr
(0.95 mmomne) stHnOBOrO 3dupa S-(TeTparuapodypan-2-w)-
1,2,4-tpuazon-3-kapboHoBoii kuciotsl (1b) 3a 24 4.
Bexon 105 mr (59%), 6eno-cepbie KpucCTamuisl, T. i, 139—
141 °C. Crextp SIMP 'H (IMCO-dy), 8, M. 1. (J, T'm): 7.83
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(1H, ym. ¢, CONHy); 7.71 (1H, ym. ¢, CONH,); 4.97 (1H, T,
J = 6.7, OCH); 3.93-3.74 (2H, m, CH,0); 2.29-1.84 (4H,
M, CHCH,CH,). Criektp SIMP *C (IMCO-dy), 8, M. x.:
160.7; 159.9; 154.1; 72.9; 68.0; 30.9; 25.3. Haiineno, m/z:
183.0874 [M+H]". C;H,N,O,. Boruucneno, m/z: 183.0882.

Amua  S5-(terparuapodypan-3-un)-1,2,4-tpuaszosn-3-
kapO0oHoBoii kucjaorsl (8¢) momyuaror u3z 200 wmr
(0.95 wmmomb) 3THIOBOrO 3dupa S-(TeTparumpodypan-
3-mm)-1,2,4-Tprazon-3-kapOoHoBoii kuciots! (1¢) 3a 24 .
Beixon 133 mr (77%), cBeTio-kenATble KPUCTAIUIBI, T. I
252-254 °C. Cnextp AMP 'H (JIMCO-d), 5, m. a. (J, Tu):
7.83 (1H, ym. ¢, CONH,); 7.61 (1H, ym. ¢, CONH,); 4.01
(1H, 1, J = 7.9, OCH,CH); 3.88-3.70 (3H, M, CH,OCH,);
3.59-3.49 (1H, m, OCH,); 2.31-2.07 (2H, m, CHCH,).
Chektp SIMP Bc (AMCO-dg), 0, M. 1.: 161.1; 159.9; 153.6;
71.5; 67.4; 36.9; 31.3. Haiineno, m/z: 183.0869 [M+H]".
C;H,;N,4O,. Brruncieno, m/z: 183.0882.

Amua  5-(gypan-2-ui)-1,2,4-Tpua3osi-3-kap6oHoBoii
kucaothl (8d) monmyyarot uz 200 mr (1 MMOJIB) 3THIIOBOTO
adupa 5-(dypan-2-mn)-1,2,4-Tprazosn-3-kapOOHOBOM KHCIIOTHI
(1d) 3a 24 4. Beixog 108 mr (56%), cCBETIIO-)KENThIE KPUC-
Tamnel, T. mn. 220-222 °C. Cnektp SIMP 'H (IMCO-d;),
5, M. 1.: 8.07 (1H, ¢, CONH,); 7.80 (2H, ¢, CHO, CONH,);
6.98 (1H, ¢, OCHCH); 6.61 (1H, ¢, CHCHO). Cnektp
AMP C (IMCO-de), 8, m. 1.: 159.5; 153.1; 152.3; 145.0;
142.6; 112.2; 110.4. Haiineno, m/z: 179.0556 [M+H]".
C;H;N,4O,. Brruncineno, m/z: 179.0569.

Amua  5-(¢ypan-3-ua)-1,2,4-Tpua3osi-3-kapooHoBoii
kuca0Thl (8¢) momyyator uz 200 mr (1 MMOJB) 3THIIOBOTO
adupa 5-(dypan-3-mn)-1,2,4-Tprazosn-3-kapOOHOBOM KHUCIOTHI
(1e) 3a 24 4. Beixog 85 mr (45%), CBETIIO-KOPUYHEBHIE
KpucTaymsl, T. 1. 241-243 °C. Criektp SIMP 'H (JIMCO-d),
5, M. 1.: 8.22 (1H, ¢, CHO); 8.01 (1H, yur. ¢, CONH,); 7.82
(2H, ¢, CHCHO, CONH,); 6.92 (1H, c, OCH). Cnektp
SMP C (IMCO-dy), 8, m. 1.: 159.6; 153.5; 152.2; 144.8;
142.1; 116.1; 108.8. Haiineno, m/z: 179.0549 [M+H]".
C;H;N,4O,. Brrunciieno, m/z: 179.0569.

Amua  S-(terparmaponupan-2-una)-1,2,4-tpuaszon-3-
kapOonoBoii kuciaorel (8f) momyuator w3z 200 wmr
(0.9 mmoutw) aTHIIOBOTO 3dHpa S-(TeTparuaponupan-2-mm)-
1,2,4-tpuazoun-3-kapoonoBoii kucnotsl (1f) 3a 24 4. Beixon
123 mr (67%), Gensle kpuctamisl, T. mi. 192-194 °C.
Crextp SIMP 'H (IMCO-d), 8, M. x. (J, Tw): 7.83 (1H,
yimr. ¢, CONH,); 7.58 (1H, ym. ¢, CONH,); 4.52 (1H, g,
J =1.6, OCH); 3.94(1H, n, J = 8.4, CH,0); 3.53(1H, c,
CH,0); 1.84-1.54 (6H, M, CHCH,, CH,CH,). Cnektp
SAMP C (IMCO-dy), 8, m. 1. 160.0; 159.8; 153.9; 72.3;
67.7; 30.1; 25.3; 22.4. Haiineso, m/z: 197.1030 [M+H]".
CgH3N,O,. Beraucieno, m/z: 197.1039.

Amua  S-(terparmaponupan-3-una)-1,2,4-tpua3zon-3-
Kap0oHOBOiT KucI0THI (8g) momyyarot u3 180 mr (0.8 MMOITB)
sTHIIoOBOTO d3dupa S-(TeTparuaponupan-3-un)-1,2,4-tpu-
a3on-3-kap6oHoBoii kucnoTe! (1g) 3a 24 4. Brixox 84 mr
(53%), Oembie kpuctamibl, T. i 197-199 °C. Cnektp
SAMP 'H (IMCO-dy), 8, m. a. (J, Tw): 7.80 (1H, ym. c,
CONH,); 7.62 (1H, ym. ¢, CONH,); 3.99-3.95 (1H, M,
OCH,); 3.84-3.79 (1H, m, CH;0); 3.51-3.32 (3H, wm,
CH,OCH,CH); 2.10-1.86 (1H, m, CHCH,); 1.87-1.71 (1H,
M, CHCH,CH,); 1.68-1.53 (2H, m, CHCH,CH,). Cmektp

SIMP °C (IMCO-d), 8, M. 1. 160.9; 159.9; 150.3; 79.6;
70.5; 67.7; 35.2; 28.1; 25.2. Haiigeno, m/z: 197.1028
[M+H]". CsH3N4O,. Brrunciueno, m/z: 197.1039.

Amupx  S-(terparmaponupan-4-mi)-1,2,4-tpuazon-3-
kapOoHoBOM KkucaoTel (8h) mnomydaror w3 200 Mr
(0.9 mmons) sTHIOBOTO 3dUpa S-(TeTparnaponupan-4-mi)-
1,2,4-tpurazon-3-kapooHoBoii kuciotel (1h) 3a 24 4. Beixon
167 mr (89%), cBeTI0-KeNThle KpUCTALIbL, T. L. 193195 °C.
Crextp SIMP 'H (IMCO-dy), 8, m. a. (J, Tu): 7.75 (1H,
yur. ¢, CONH,); 7.57 (1H, ym. ¢, CONH,); 3.92-3.86 (2H,
M, CH,OCH,); 3.47-3.39 (2H, M, CH,OCH,); 3.07-2.96
(1H, m, CH); 1.89-1.66 (4H, m, CH,CHCH,). Cnektp
AMP *C (IMCO-dg), 8, m. 1.: 162.2; 160.2; 154.0; 66.5;
33.0; 30.8. Haiineno, m/z: 197.1025 [M+H]". CgH5N4O,.
Beraucneno, m/z: 197.1039.

Amuja S-(tuoden-2-ui)-1,2,4-Tpuaszon-3-kapooHoBoii
kuceaothl (8i) nmomyyarot u3 130 mr (0.6 MMOJIB) STHIIOBOTO
spupa  S-(tmodeHn-2-un)-1,2,4-Tpuazon-3-kapOooHOBOI
kucioTs! (1i) 3a 48 4. Bexon 93 mr (77%), cBeTI0-)KeNThIe
KpucTamel, T. wi. >300 °C. Cnextp SIMP 'H (JIMCO-d),
5, m. n.: 8.06 (1H, ym. ¢, CONH,); 7.83 (1H, ym. c,
CONH,); 7.67-7.66 (2H, m, CHSCCH); 7.19-7.16 (1H, M,
SCCHCH). Crektp SIMP "*C (IMCO-d), 8, M. 1.: 159.0;
155.2; 152.6; 131.9; 128.1; 128.0; 126.6. Haiineno, m/z:
195.0333 [M+H]". C;H,N,4OS. Beruncneno, m/z: 195.0341.

Amup S-(tnoden-3-ui)-1,2,4-Tpuazon-3-kapooHoBoi
kucaorbl (8j) nomywaror uz 200 mr (0.8 MMoub) 3THIIO-
BOTO 3upa 5-(tnoden-3-un)-1,2,4-rpuazon-3-kapOooOHOBOIH
kuciots! (1j) 3a 48 4. Beixox 106 mr (57%), GexeBble
KpucTamsl, T. . >300 °C. Cnektp IMP 'H (IMCO-d;),
5, M. 1. (J, T): 8.10 (1H, a. 1, 'J = 2.8, °J = 1.0, CHS);
8.00 (1H, ym. ¢, CONH,); 7.76 (1H, yu. ¢, CONH,); 7.71—
7.68 (1H, m, SCH); 7.62 (1H, 1. 1, 'J = 5.0, %J = 1.0,
CHCHS). Criextp SIMP *C (JIMCO-dg), 8, m. a.: 159.7;
154.7; 153.6; 130.4; 127.8; 126.0; 125.1. Haiineno, m/z:
195.0329 [M+H]". C;H,N,4OS. Beruncnero, m/z: 195.0341.

Amupx  S-(mupuamnH-2-ui)-1,2,4-Tpua3on-3-kapooHo-
Boii kuciaorbl (8k) momyuator uz 190 mr (0.9 mMmo:nb)
3TUIOBOrO 3hupa S-(mupuauH-2-un)-1,2,4-tprazon-3-kap6o-
HoBoit kucnotsl (1K) 3a 72 4. Beixox 91 mr (53%), cBetiio-
KeNThle KpucTamnsl, T. Wi 215-217 °C. Cnektp SIMP 'H
(AMCO-dg), 6, m. n.: 8.71 (1H, yur. ¢, H-6 mupuaun); 8.12—
8.02 (2H, m, H-3,4 mupuaun); 7.85 (1H, ym. ¢, CONH,);
7.59-7.52 (2H, M, H-5 mapummns, CONH,). Crextp SIMP °C
(AMCO-dg), 0, m. n.: 160.0; 156.1; 155.6; 149.2; 146.3;
138.5; 125.3; 121.8. Haiimeno, m/z: 190.0719 [M+H]".
CgHgNsO. Boruncaeno, m/z: 190.0729.

Avua  S-(mupuaus-3-ua)-1,2,4-Tpua3zon-3-kap6oHo-
Boii kuciaorbl (81) momywaror w3 200 mr (0.9 MMmoub)
aTIIoBOro 3dupa S-(mupuanH-3-un)-1,2,4-tprazon-3-kapoo-
HoBoi kucioTel (11) 3a 72 4. Beixog 93 mr (53%), cepoie
KpHCTATBL, T. 1. 276-278 °C. Criextp SIMP 'H (IMCO-d),
S, M. 1.: 9.20 (1H, ym. ¢, H-2 mupunun); 8.65 (1H, ym. c,
H-6 mupuaun); 8.33 (1H, ym. ¢, H-4 mupunnn); 8.13 (1H,
yur. ¢, CONH,); 7.91 (1H, yur. ¢, CONH,); 7.54 (1H, ym c,
H-5 mupuwmms). Cnekrp SIMP °C (IMCO-dg), 8, m. m.:
158.9; 150.5; 150.1; 147.1; 147.0; 133.5; 133.3; 124.1.
Haiineno, m/z: 190.0717 [M+H]". CsHgNsO. Beruucneno, m/z:
190.0729.
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Amup  S-(mupuanH-4-ni)-1,2,4-Tpuason-3-kapooHo-
Boii kucaorel (8m) mosywaror w3 150 mr (0.7 mmouns)
sTHIOBOrO  3dupa  S-(nupuanH-4-nn)-1,2,4-tpuazon-3-
KapOoHOBoW KkucioTel (1m) 3a 72 u. Beixon 84 mr (61%),
cBeTJO-cepble Kpuctajuibl, T. i 286-288 °C. Cnextp
AMP 'H (IMCO-dy), 6, m. x.: 891 (2H, yur ¢, H-2,6
nupuaun); 8.28 (3H, ym. ¢, H-3,5 nupunun, CONH,); 8.06
(1H, yur. ¢, CONH,). Criekrp SIMP C (IMCO-d), 8, m. 1.:
158.2; 157.4; 152.4; 146.3; 145.0; 121.8. Haiineno, m/z:
190.0714 [M+H]". CgHsNsO. Boruncneno, m/z: 190.0729.

Hccnedosanue gvinonneno npu punancosol nodoepoicke
PODU 6 pamkax nayunozo npoexma Ne 19-33-90091.
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