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Pa3pabotan OJHOpPEaKTOPHBII MeETOX MHONy4deHHs 3,5-An3aMelleHHbIX 1,2,4-0Kcaua3oioB, COIEp)KAlUX AIKCHWIBHBIA (parMeHT,
3aKiroyaroluiica B nosydeHun O-alilaMUJOKCUMOB U UX NOCIeNyoulel NUKIN3aluy IpU UCIIONb30BaHUU B KaUeCTBE PacCTBOPUTEI
muMmermnaneramuaa. [IpemmaraeMsrit crioco6 mo3BoIseT 3HAYNTENHHO COKPATHTh CYMMAapHOE BPEeMsI CHHTE3a 3a CUET NPOBEACHHS BCEX
CTaauii TMOCIEOBATENEHO B OJHOM PEaKTOpPe, NCKIIoYas CTaAWIO BBIAETICHHS MPOMEKYTOUHOTO O-aliIaMHJOKCHMA, YTO MPUBOAUT K

MONYYEHUIO S-ankeHu-1,2,4-0kcana3ooB ¢ BEICOKIMH BBIXOJIAMH.

Ki1oueBble cji0Ba: anKeHHIAPOMATHYECKHE KapOOHOBBIE KHCIOTHI, S-ajdKeHWI-1,2,4-0Kcaana3obl, aMUIOKCHMBI, 3,5-I1M3aMelneHHbIe
1,2,4-oxcaamazonsl, O-alIMPOBaHKE, OTHOPEAKTOPHBIA CHHTE3, IUKIIOIETHIPATAIINS .

1,2,4-Oxcaama3onsl MIAPOKO TMPHUMEHSIOTCS B (hapma-
LIeBTHYECKOi XUMHK.| OHH BXOIAT B COCTAB TAKHX MPOTHBO-
KAIUIEBBIX NpenapaTos, Kak Ilepebpon’ u Jlubekcuu,” u
IPOTHBOBHPYCHOTO ~ CPEJCTBA  IUIEKOHAPWIL..  SIBIssch
arOHHCTAMH CEpPOTOHWHa, 1,2,4-0KCaama3oibl HCIOJNb-
3yIOTCS U JiedeHns MUrpenn.’ Bbiio 1mokasaHo, 4To s
1,2,4-0kcanna3onoB  TPOSBISIET  MPOTHBOOMYXOJEBYIO
AKTHBHOCTB.>" 3,5-JIm3amemennnie  1,2,4-okcaana3oinl
TAKKe MPOSBIAIOT IPOTHBOBOCHATHTEIbHYIO, ™  aHTH-
MHKPOOHYI0,' aHANbreTHYeCKyT0,” THITOTEH3HBHYIO  aKTHB-
HOCTh, MOTYT TPUMEHATHCS JUIsI JIeYEHUS OOJIE3HU
1'[21p1<1/1H001-1a,4’Sd’8 MYKOBHCIIH1033, "’ MBIIIEUHOH AHCTPO-
¢bun I[IOIH@HEI,I 0oJie3HU AﬂLHFGﬁMCpa.]’Sd 5-AnkeHun- u
5-ctupwmi-1,2,4-okcanmuazonsl  0071aal0T WHTHOUPYIOMEH
crocoOHOCThIO B OTHomeHWH (ochonuacTepaspli-4 —
TepaneBTUUECKONH MUIIEHU TIPU Tepaliiid acTMbI, U BXOJIST
B COCTaB MHOTHX MpENapaToB s JIeYeHUs 3a00JieBaHHUN
Jerkux.’ Kpome Toro, S-ankenun-1,2,4-okcannazosibl
BBICTYIIAIOT B Ka4€CTBE MEPCIEKTUBHBIX HEHYKJICO3UIHBIX
areHToB s Jedenus nmxopanku Jlenre,'’ a Tamke
0671a/1a10T aHTHIPOTH(EPATHBHON AKTUBHOCTHIO. '

W3BecTHO J1BA KIACCHYECKHX METOAA IIONYYCHUS
1,2,4-oxcaanazonos: 1,3-IUMONSIPHOE IUKIOMPHUCOEIHHE-
HHE HHUTPWIOB K OKCHJaM HHUTPIJIOB W aIlUINPOBaHHE

© 2022 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

aMHUJIOKCUMOB KapOOHOBBIMH KHCJIOTAMH WM UX IPOM3-
BOJHBIMA. | PacnpocTpaHeHHBIM  CITOCOOOM  TOTYYESHHS
3,5-mu3aMenieHHbIX 1,2,4-0Kcaana3oioB SIBISETCS B3aMO-
JIEHCTBUE HUTPHUIIA C OKCHIIOM HI/ITpI/IJ'Ia.lz OnHAKO OKCHIBI
HUTPUJIOB aKTUBHO BCTYIAIOT B PEAKLUU IPUCOEIUHEHUS C
COEIMHEHUSIMH, COJIEPKAIIMMU KpaTHBIE CBsI3U. B cBsi3n
C TEM, YTO IETbI0 HaIleld pabOTHl SBIACTCS IOTyYCHHE
1,2,4-0xcaina3onoB, coAepKamuX B OOKOBOW IEHH JIBOW-
HYIO YTJIEpOJ-yTICPOJHYIO CBSI3b, JAHHBI METOJ TOIY-
YeHHMS OKCaJHa30JI0B HE IOAXOJIHUT M3-3a BO3MOXKHOCTH
00pa3oBaHUs TOOOYHBIX ITPOLYKTOB.

Llenpto naHHOW pPabOTHI SBJISETCS OJHOPEAKTOPHBIH
cuHTe3 3,5-mu3aMenieHHbiX 1,2,4-okcaana3onos, comepka-
IIMX aJKeHWIHHBIN pparment. [lpeamaraemslit HAMH METO.
MO3BOJIIET 3HAYUTEIBHO COKPAaTUTh CyMMapHOE BpeMs
CHHTE32a W MOXET UCIOIb30BAThCA ISl TIOJydeHUSs
5-ankenun-1,2,4-oxcagna3oa0B ¢ BRICOKUMH BEIXogamu. B
HacTosIeH paboTe CUHTEe3 S-ankeHwm-1,2,4-0kcaanazonos
OCYUIECTBIISIM  B3aUMOJEHCTBUEM aMUIOKCHMOB"> 1
AKTUBUPOBAHHBIX KapOOHOBBIX KHCJIOT C TOCIEAYIONICH
BHYTPUMOJICKYJISIPHON IUKIIOAECTUAPATAIIUEH MOTYyISHHBIX
O-anIaMUI0KCUMOB O/ I€HCTBUEM IICTO0YH.

B kauecTBe HCXOOHBIX COEAMHEHHMH IPU IOIYYECHHUH
5-ankenun-1,2,4-okcaina3oa0B  HCIOJB30BAIM  COOTBET-
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CTBYIOIIE apoMaTHdeckue amMuIoKCcUMbl. CuHTe3 amun- — Cxema 2 Method |
OKCHMOB 2a—€ OCYIIECTBISUIH 1Mo Meroxy Tumamma'! m3 TEA, CICO,Et ;
HuTpuIoB la—e (cxema 1). 0 Me,CO, rt, 20 min N/O\H/\/R
Cxena 1 HOJ\/\W then 2a—e, rt, 60 min R)LNHC;
NH,OH-HCI 3a—-e
N NaHCOs N,OH 4a-n
/// - )|\ Method Il (one-pot)
R EtOH R NH, 1. TEA, CICO,Et KOH, DMSO | 20-73%
1a-e A 2a-e DMAA, rt, 30 min rt, 10-60 min | in two steps
HawuGornee mupoKko MpUMEHsAEMBIM METOZOM IOJTydeHUs g iao_He rrtt gg—n(;(l)nmin N/OY\/R ]
3,5-mu3aMerieHeIx 1,2,4-0KCaanas3olioB SIBIISIETCS LTUKIIH- >\_'{l
3anus  O-auMiIaMHUJOKCUMOB, KOTOPOH — IpENIIeCTBYET 50-87% R
alMINPOBAHUE aMHUIOKCUMOB KapOOHOBBIMH KHCIOTAMH 5a-n
WIM MX IIPOM3BOAHBIME: 3(QUpaMH, AHTUAPUAAMH HIIH 5aR=R"=Ph;bR=Ph R"=3-0,NCgHj;

¢ R=Ph, R =4-CICgH,; d R=Ph, R" = Th;
e R = 3-O,NCgHy, R' = Ph; fR = 3-O,NCgHj, R" = Th;
g R = 3-O,NCgHj, R" = 3-CICqHy; h R = 4-O,NCgHy, R = Th;

ranoreHanruapuaamu. Llukiusanus O-auuIaMuI0KCHMOB
MOXET OCYIIECTBISTECS B NPHUCYTCTBHU N,N'-THIUKIIO-

rekcunkapoomunmuaa (DCC),  1-stun-3-(3-1uMeTHIaMuHo- i R = 4-O,NCgHy, R = 4-CICgH,; j R = 3-Py, R = Ph;
nponmn)kapoogunmuna (EDC), N,N'-kapOOHHIIHUMUI- k R = 3-Py, R' = 2-CICgH,; I R = 3-Py, R' = 4-CICgH,;
azoima (CDI). Ilpu stoMm Tpebyercss IMTEIBHOE BpPEMSI mR=3-Py,R"=Th;nR=4-Py,R"=Th

NIPOBEJICHUS PEAKLUM IIPU BBICOKOH TeMHepaType.4 Taxxke
BO3MOXHO TPOBEACHHE LHUKIM3AIUM MO JAECUCTBUEM N,N'-mumetrmnanetamuy (JJMAA). Peaknuto mpoBoamin B
MUKPOBOJIHOBOTO ~H3JIyUY€HHs TIpHd HCINONb30BaHMM B TeueHHe 90-120 MuH, IUKIN3AIHUIO OCYIIECTBISAIN B

KauecTBE PACTBOPUTENS BOJABI WM cCMecH BoAbl ¢ anero-  npucyrctBuu KOH npu temneparype 20-25°C.

Hom."” DTy peakiuio MOXKHO OCYIIECTBIIATh B IPUCYTCTBUU [IpoBenenue peakuuu B pactBope JIMAA mNpuUBOAHUT K
¢dTopuna TeTpadyTHIaAMMOHHSA. XOTS 3TOT METOJA II03BO-  HE3HAYNTEIbHOMY YBEIMUICHHUIO BPEMEHH CTaJlUH LUKJIN3a-
JSIET TPOBOAWTH IMKIM3ALMIO TIPH KOMHATHOM TEMIle-  [UH, a TaKXKe HEOOXOJMMOCTH HCIIOIb30BaHMS NBYXKpat-
paType, OH Tak)Ke MMeEeT Psi HeJOCTaTKOB, CBs3aHHbIX ¢  Horo u30eiTka KOH. Mcnonp3oBaHue B KadecTBE pacTBO-
KOPPO3HOHHOW aKTHBHOCTbIO MOHOB (propa M HeoOxomm-  putenst JIMAA mo3BOISET yBEIHIHUTh BBIXOBI MIPOTYKTOB
MOCTBIO HAJIMUUS HCTOYHHKA MUKPOBOJIHOBOTO M3ITydECHHUS. peakuuu (Tadn. 1), a TakKe COKPaTUTh CYMMAapHOE BpeMs

W3BecTHO, YTO CHJIa MHOTHMX OCHOBaHHMHA B BOJHOM  CHHTE3a 33 CUCT OTCYTCTBHS CTaTWH BBIOCICHHS IpOMeE-
JAMCO Beile, yeM B APYTHX PacTBOPUTENAX. DTO JaeT  KYTOYHBIX O-allMIaMHAOKCUMOB 4a—n.
BO3MOXHOCTh TIONTyueHUus 3,5-nu3amenieHHbix 1,2,4-oxca- CtpoeHne MoNydeHHBIX S-ankeHwW-1,2,4-0kcaana3onos
QINA30JI0B MHKIU3aueld (O-aliIaMHUIOKCIMOB B CHIIBHO — Sa—n ycraHaBmmBamu Metogamu MWK chekTpockonwmu u
OCHOBHOIl cpelie NpHM KOMHAaTHO#l Temmeparype. Bwuio  cmexrtpockormu SIMP 'H u °C. B MK crekTpax momyues-
YCTaHOBIICHO, YTO HAWIYYIINMH pearcHTaMu JJId IpoBeie-  HBIX COCOUHEHWH Sa—n HaOMIOMAaroTCs XapaKTepHUCTHYe-
HUS TUKIoJeruaparanun O-aliaMuJOKCUMOB SIBIISIIOTCS  CKHE TMOJIOCHI morjomieHust npu 1625-1664 (C=C), coot-
THIpOKCUABI memouHbx MetamioB (KOH, NaOH, LiOH).]6 BETCTBYIOIIME CHUTHaJaM JIBOMHOW yIJepoa-yriaepoaHon
[lpu mpoBegeHWW peakOUH B CHIBHO OCHOBHOW cpeme  cBssu, m mpu 1535-1573 (C=N) u 1168-1222 (C-0),

KOH-IMCO nonyuen psa 1,2,4-okcanuazonos, cojepxka-  COOTBETCTBYIOIIME CHTHAJIaM OKCAJUa30JbHOTO IIMKIIA.
[IUX aJIKEHWILHBIH ()ParMeHT, IIPU 3TOM YCTaHOBIIECHO, YTO Hasnuye XapaKkTepHCTHUECKOH MoIockl mpu 955-980 cm '
HaJIMYME DJIEKTPOHOMOHOPHBIX WIIM DJIEKTPOHOAKIENTOP-  CBHJIETENLCTBYET O mpanc-KOHGUTypaluu 3aMecTHTelNeit
HBIX 3aMECTHUTENIeH He OKa3bIBaeT BIMSHUS HAa CKOPOCTh  HPH JBOHHOI CBS3M.

peakiun.'’ B cnextpax SIMP 'H okcaama3onos 5a—n HaGirogaorcs

B xone manHO#N paboTsl 1,2,4-0KcaaMa3zonbl MONydalnd  XapaKTePUCTHUECKHE JUISI TaHHBIX COEAMHEHHH CUTHAJbI
nByMss meronamu (cxema 2). ITo merony I Ha mepBoit
CTaJMH OCYIIECTBIIUTN O-aIINPOBAaHNE AMHIOKCHMOB 2a—e
KapOOHOBBIMU KHCIOTamMu 3a—e B pactBope Me,CO B

Ta6auna 1. YcnoBus npoBeaeHus peakuuit
1 BBIXOMBI S-anKkeHun-1,2,4-okcaana3oioB Sa—n

HPUCYTCTBUM aKTUBATOPOB — TpudTHiamuHa (TDA) wu Coepu- Bemxon, % Coepi- Berxon, %
sTrixiaoppopmuata — ¢ obpazoBanmeM O-aIaMuI- HeHMe  Meron I* Meron II**| HEHMC  Merox I* Meron II**
okcuMOB 4a—n. Bropas cragus 3akirovanach B MMpoBele- 5a 45 67 5h - 80
HUHM BHYTPHUMOJICKYJSIPHOW LUKIIoAeTHapaTauun O-aiui- 5h 49 50 5i _ 67

amugokcuMoB 4a-n B cucreMe KOH-/IMCO mnpu

temnepatype 20-25°C."" HemocratkoM gaHHOTO crioco®a 3¢ & i Si 51 80
SIBIISICTCS JUTUTEIEHOE BpEMs CHUHTE3a M OTHOCHTEIBHO sd 66 72 5k - 86
HEBBICOKHE BBIXOJIBI IIEJIEBBIX MPOIYKTOB Sa—n (Tabddm. 1). Se 43 74 51 20 86

ITo wmerony II momydenwe S-ankenwi-l1,2,4-oxcamu- 5f 56 87 5m 65 73
a30JI0B 5a—N U3 aMUIOKCHMOB 2a—€ 1 KapOOHOBBIX KUCIIOT 5g 3 75 sn 60 59
3a-€ IpOXOMIIO 0€3 BLIICHICHNA POMEARYTOUHBIX O-ai- * Meton I: anunupoBanue (TOA, stunxnopdopmuat, Me,CO, 20-25°C,
amunokcuMoB 4a-n. OOe cTaguyM TONYYCHHS OKCaIu- 20 + 60 wum); wacmsans (KOH_JIMCO, 1:1, 20-25°C, 10-60 ).

a30JI0B 5a—n OCYUIECTBJISJIM MOCJIEI0BATEIbHO B OJTHOM ** Meron II: amwmposanme (TDA, srwixinopdopmuar, JIMAA, 20-25°C,
peakTope, B KayeCTBE pPACTBOPUTEIS MCIIOJIL30BaIMU 30 + 30 mun); muxmmsanus (KOH-JIMAA, 1:2, 20-25°C, 3060 mun).'®

350
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IIPOTOHOB JIBOMHOI cBsi3u npu 6.85—7.21 u 7.84-8.04 M. 1.
¢ KCCB 164 T'm (namnoe 3nauenne KCCB cBuaetens-
CTBYET O mpaHc-KOH(DUTYypaluu COCTUHCHHUIN), a TaKke
CHUTHANBl apOMAaTHYEeCKUX MPOTOHOB. B cmekrpax He
HAOJIOIaeTCsl CUTHANI aMHHOTPYIIIBI (TIpH ~6 M. 11.), Xapak-
TEpHOM ISl COOTBETCTBYIOIIMX O-allJIaMUIOKCUMOB 4a-—n,
CJIeJOBATEIFHO MOKHO CIETAaTh BEIBOJ O TOM, YTO PEAKIIHS
BHYTPUMOJICKYJIIPHOHN IUKIOJCTUAPATALINN 3aBEPIIIACH
U TOJY4YCHHBIE COCHMHEHHUS COOTBETCTBYIOT 3asBICHHOU
CTPYKTYpE.

Takum oOpa3oM, pa3paboTaH OTHOPEAKTOPHBI METO[
moydeHust 3,5-an3aMenieHHsx  1,2,4-0Kcaqua3onoB, Comep-
KalUX aKCHWIbHBIA ()PAarMEHT, 3aKIOYaroNuiics B
HCIIOJB30BaHUM B KadecTBe pactBopurens JIMAA wu
MPOBEACHUM BCEX CTAOU CHHTE3a IOCICAOBATCILHO B
omHOM peakrtope. Ilpemmaraemblii cmoco0 MO3BOJSET
3HAYUTENBHO COKpPAaTHTh CYMMAapHO€ BpeMsl CHHTe3a, a
TaKke TOoNy4yaTh S-ankeHun-1,2,4-okcaaua3onibl ¢ BBICO-
KuMU Beixofamu. ONucaHHbIE B CTaThe coequHeHus, 10 u3
KOTOpI)IX SABJIIFOTCI HOBBIMH, Hpe}lCTaBJ’IHIOT HpaKTI/I‘Ie-
CKHIl WHTEpec, TaK KaK MOTEHIMAJIbHO O0JIafaoT OHoIo-
THYECKON aKTMBHOCTBIO.

JKCcIepUMMEeHTAIbHAS YaCTh

UK cnekrpbl 3amucanbl Ha (ypbe-CIEKTpOMETpe
Spectrum RX, cycneHsus B Ba3eaIMHOBOM Maciie. Martema-
THYecKkas 00paboTKa CHEKTPOB IMPOBEJEHA B MpOrpamMme
Spectrum 5.0.1. Crextpsr SMP 'H u *C (400 u 100 MI'u
COOTBETCTBEHHO) 3amnucaHbl Ha npudope Bruker 400 Avance
B CDCl;3, B KauecTBe CTaHIapTa HMCIOJIb30BAHBI OCTATOY-
Hele curHanbl pactBopurens (CDCl;: 7.26 m. n. mns sugep
'Hu 77.2 m. 1. qnst simep °C). Maremarudeckas o6paboTka
CIIEKTpOB MpoBeneHa B mnporpamme MestReNova. Macc-
CHEKTPHl BBICOKOTO pa3pelIeHUs 3allMcaHbl Ha Ipubope
Bruker Maxis HRMS-ESI-qTOF, woHm3anms 3ieKTpo-
pacIbUIEHHEM B PEXHUME PETHUCTPALMH TI0JIOKHUTEIBHBIX
HOHOB. MaremaTtuieckas 00paboTka CIIEKTPOB MpOBeeHA
B nporpamme Bruker Compass DataAnalysis 4.0. Temrre-
parypbl IIaBieHusl ompenesieHsl Ha mnpubope Electro-
thermal IA 9300 Series xkanmuIpHEIM MeToJ0M. KOHTpOITE
3a XOAOM pEakLUi U YHUCTOTOM IOJyYEHHBIX COEIUHEHUN
ocymrectrieH merogom TCX Ha miactuHax Silufol UV-254,
amoeHT rentan—EtOAc, 1:1, nposiBnenue B Y® caere.

AMUZOKCUMBI 2a—€ TIOJTy4EHbI TI0 U3BECTHOM MeTO;[I/IKe.14

Hony4yenue 3,5-qu3amemieHHbIx 1,2,4-oxkcaguasosioB
5a—e (obmast metomuka). Meron I. Tlomyuenue O-arui-
amMHIOKCUMOB 4a—n. PacTtBopsitor 2.5 MMOJIb KUCIIOTHI 3a—€ B
10 M Me,CO, no6asistor 0.30 r (3.0 mmoins) TOA u mo
karsiM 0.33 1 (3.0 MMmoinb) sTHIXIIOpQOpMHUATa, Tepe-
MemuBaroT B TeueHne 20 MuH npu temneparype 20-25°C.
Jlo6aBmsioT 2.5 MMOJIb aMHIOKCUMa 2a—e, TIEPEeMEITHBAIOT
B TeueHre 60 muH npu temneparype 20-25°C. BeuuBarot
cmech B 100 M H,O, oThUIBTPOBBIBAIOT U CYIIAT OCA/IOK.
Huknmuzanus  O-anunamugokcumMoB  4a—n. K pactBopy
2.0 mMonp O-anminamupokcuma 4a—n B 2 ma JMCO
no6asmsot 2.0 Mmoe KOH, nepemenmsarot npu 20-25°C B
teuenne 10-60 mmu. BeummBaroT cmech B 20 mu H,O,
OTOWIBTPOBBIBAIOT U CyMAT 0cajok. OYUCTKY COETMHECHUN
IIPOBOJAT nepekpucrammsanuei nuz EtOH.

Merton II. PactBopstor 2.0-2.5 MMOJb KUCIOTH 3a—e B
2 mn JIMAA, nob6aBmsaooTr 2.4-3.0 mmone TOA u 2.4—
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3.0 MMoJIb THIIXJIOpGOpMHUATa, IEPEMEIINBAIOT B TCUCHUE
30 muH npu Temneparype 20-25°C. [loGasusror 2.0-
2.5 MMOJb aMHJIOKCHMa 2a—e, MEePEMEIINBAIOT B TCUCHHE
30 muH mpu 20-25°C. HobasmsaroT 4.0—5.0 MMOITBE TOHKO-
nm3MensuenHoro KOH, nepememmBaror 30-60 MuH mpu
temneparype 20-25°C. Brinenenue u O4HCTKY MIPOLYKTOB
MPOBOJIAT aHAIOTUYHO MeToy 1.
3-®enna-5-(2-penmnrennn)-1,2,4-okcaguason (5a).
Brexon 324 mr (45%, meton I), 440 mr (67%, metox II),
GeCIBETHBIN MOPOIIOK, T. 1. 93-94°C (T. 1. 95-97°C').
UK cnektp, v, cM : 1664 (CH=CH), 1577 (Ar), 1538
(C=N), 1168 (C-0), 971 (mpanc CH=CH). Criexrp SIMP 'H,
o, ™. 1. (J, I'm): 7.08 (1H, 1, J = 16.4, HC=CH-Het); 7.43-7.45
(3H, m, H Ar); 7.50-7.52 (3H, m, H Ar); 7.61-7.63 (2H, M,
H Ar); 7.90 (1H, n, J = 16.4, HC=CH-Ar); 8.12-8.15 (2H,
M, H Ar). Crexrp SIMP °C, &, m. a.: 110.4 (HC=CH-Het);
127.1 (C Ar); 127.6 (2C Ar); 128.1 (2C Ar); 129.0 (C Ar);
129.2 (2C Ar); 130.7 (2C Ar); 131.2 (C Ar); 134.6 (C Ar);
142.8 (HC=CH-Ar); 168.9 (C-3); 175.4 (C-5). Haiineno, m/z:
249.1029 [M+H]'. C ¢H,3N,O. Boruncreno, n/z: 249.1022.
5-[2-(3-Hurpodenmin)arennn]-3-gpenni-1,2,4-okcaamazon
(5b). Beixon 340mr (49%, meton 1), 460 mr (50%, meton II),
SKENTHIM MOpPOLIOK, T. I 155-159°C."* YK CIIEKTD, V, oM
1652 (CH=CH), 1617, 1591, 1575 (Ar), 1558, 1547, 1533
(NO,), 973 (mpanc CH=CH). Cnextp SIMP 'H, 8, m. 1.
(J, I'm): 7.21 (1H, a, J = 16.4, HC=CH-Het); 7.44-7.53
(3H, M, H Ar); 7.65 (1H, 1, J = 8.0, H Ar); 7.92-7.96 (2H,
o m,J=16.8,J=6.5, HC=CH-Ar, H Ar); 8.13 2H, o, J="7.6,
H Ar); 8.28 (1H, n, J = 8.1, H Ar); 8.48 (1H, ¢, H Ar).
Cnektp SIMP °C, §, m. a.: 113.4 (HC=CH-Het); 122.5
(C Ar); 124.8 (C Ar); 126.8 (C Ar); 127.6 (2C Ar); 129.0
(2C Ar); 130.3 (C Ar); 131.5 (C Ar); 133.5 (C Ar); 136.2
(C Ar); 139.8 (HC=CH-Ar); 169.0 (C-3); 174.4 (C-5).
Haiineno, m/z: 294.0877 [M+H]". C;¢H,N;0;. Brrumuc-
neHo, m/z: 294.0873.
3-®enuii-5-[2-(4-xaopdennn)rrenni]-1,2,4-oxcaanazos
(5¢). Bexon 373 mr (73%, metox I), 500 mr (75%, meton 1I),
GecuBeTHBIH TOpOmOK, T. i 154-156°C." UK cnekrp,
v, cM ': 1648 (CH=CH), 1573 (C=N), 1174 (C-0), 975
(mpanc CH=CH). Cnextp SIMP 'H, 8, m. x. (J, T'm): 7.04
(1H, n, J=16.4, HC=CH-Het); 7.42 (2H, n, J= 8.5, H Ar);
7.49-7.56 (SH, M, H Ar); 7.84 (2H, 0, J = 16.4, HC=CH-Ar);
8.11-8.14 (2H, m, H Ar). Crextp SIMP °C, &, m. 1.: 110.9
(HC=CH-Het); 127.0 (C Ar); 129.2 2C Ar); 129.5 (2C Ar);
127.0 (C Ar); 131.3 (2C Ar); 133.0 (C Ar); 136.6 (C Ar);
141.3 (HC=CH-Ar); 168.9 (C-3); 175.1 (C-5). HaiineHo, m/z:
283.0638 [M+H]". C;sH,CIN,O. BerancneHo, m/z: 283.0633.
5-[(2-Tuoden-2-mm)arenn|-3-penni-1,2,4-oxcaauaszon
(5d). Bexox 419 mr (66%, meton 1), 457 mr (72%, merton 1I),
OECIBETHBIN TMOPOMIOK, T. TUI. 101-102°C."* UK CIIEKTD,
v, cM ' 1638 (CH=CH), 1554 (C=N), 1526, 1503 (Ar),
1222 (C-0), 956 (mpanc CH=CH). Cnextp SIMP 'H, 8, m. 1.
(/, T): 6.86 (1H, 1, J = 16.1, HC=CH-Het); 7.09-7.12
(IH, 1. 1, J=5.0,J=3.7, H Ar); 7.35 (1H, n, J = 3.6, H Ar);
7.44 (1H, o, J= 5.0, H Ar); 7.49-7.52 (3H, m, H Ar); 7.99
(1H, n, J = 16.1, HC=CH-Ar); 8.11-8.13 (2H, m, H Ar).
Cnektp SIMP C, §, m. a.: 109.1 (HC=CH-Het); 127.1
(C Ar); 127.6 (2C Ar); 128.4 (C Ar); 129.0 (3C Ar); 131.1
(C Ar); 131.3 (C Ar); 135.2 (HC=CH-Ar); 139.8 (C Ar);
168.8 (C-3); 175.1 (C-5). Haiineno, m/z: 255.0594 [M+H]".
C14H11N,OS. Breruucneno, m/z: 255.0587.
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3-(3-Hutpodenni)-5-(2-penunnmtennn)-1,2,4-oxcaau-
azoa (Se). Boixog 315 mr (43%, meton I), 542 mr (74%,
meton II), cBernmo-xenTerii mopomiok, T. I 155-156°C
(. . 160-162°C"). UK cnextp, v, cM': 1646 (CH=CH),
1623 (Ar), 1579 (C=N), 1536, 1348 (NO,), 1214 (C-0),
980 (mpanc CH=CH). Cnextp SIMP 'H, &, m. x. (J, T'u):
7.08 (1H, n, J = 16.4, HC=CH—-Het); 7.45-7.48 (3H, M,
H Ar); 7.63-7.65 (2H, M, H Ar); 7.70 (1H, T, J = 8.0,
H Ar); 7.95 (1H, n, J = 16.4, HC=CH-Ar); 8.36-8.39 (1H,
M, H Ar); 8.47 (1H, n, J = 7.8, H Ar); 9.00-9.01 (1H, m,
H Ar). Crextp IMP °C, §, M. n.: 109.8 (HC=CH-Het);
122.7 (C Ar); 125.8 (C Ar); 128.2 (2C Ar); 129.0 (C Ar);
129.3 (C Ar); 130.1 (C Ar); 130.9 (2C Ar); 133.1 (C Ar);
134.3 (HC=CH-Ar); 143.7 (C Ar); 148.7 (C Ar); 167.2 (C-3);
176.1 (C-5). Haiineno, m/z: 294.0876 [M+H]". C;sH,N;0s.
Beruucneno, m/z: 294.0873.
3-(3-Hurpodenun)-5-[2-(tuoden-2-un)rrennn]-1,2,4-
okcaamna3on (5f). Bexon 419 mr (56%, meron I), 651 mr
(87%, metox II), GecuBeTHBIi MOPOWIOK, T. . 151-152°C."
UK cnextp, v, em ' 1640 (CH=CH), 1610 (Ar), 1560, 1513
(C=N), 1537, 1340 (NOy), 1206 (C-0), 959 (mpanc CH=CH).
Cnektp SAMP 'H, 5, m. 1. (/, Tm): 6.86 (1H, n, J = 16.0,
HC=CH-Het); 7.12-7.13 (1H, o. n, J=5.0, J=3.7, H Ar);
7.38 (1H, n, J = 3.6, H Ar); 7.47 (1H, n, J = 5.1, H Ar);
7.70 (1H, o, J= 8.0, H Ar); 8.04 (1H, 1, J = 16.0, HC=CH-Ar);
8.36-8.39 (1H, m, HAr); 8.44-8.46 (1H, m, H Ar); 8.98—
8.99 (1H, M, H Ar). Crnexrp SIMP “°C, &, m. a.: 108.5
(HC=CH-Het); 122.7 (C Ar); 125.8 (C Ar); 128.6 (C Ar);
129.4 (C Ar); 130.1 (C Ar); 131.6 (C Ar); 133.1 (C Ar);
136.1 (HC=CH-Ar); 139.6 (C Ar); 148.8 (C Ar); 167.2 (C-3);
175.9 (C-5). Haiineno, m/z: 300.0438 [M+H]". C;4H;oN;0;S.
Breruucneno, m/z: 300.0437.
3-(3-Hurpodenun)-5-[2-(3-xaopdenunia)dsrenna]-1,2,4-
okcaauazod (5g). Bexon 614 mr (75%, metop 11), cBetio-
JKENThIA MOPOLIOK, T. IUL 154-159°C."® UK CIIEKTp, V, em
1642 (CH=CH), 1623 (Ar), 1556 (C=N), 1541, 1351
(NOp), 1202, 1188 (C-0), 974 (mpanc CH=CH). Cnextp
SMP 'H, 8, m. 1. (J, T): 7.08 (1H, 1, J = 16.4, HC=CH-Het);
7.38-7.41 (2H, m, H Ar); 7.50-7.52 (1H, m, H Ar); 7.62
(1H, ¢, H Ar); 7.71 (1H, T, J = 8.0, H Ar); 8.04 (1H, &,
J=16.4, HC=CH-Ar); 8.37-8.39 (1H, n. n, J=8.2, /= 1.3,
H Ar); 846 (1H, T, J = 7.7, H Ar); 8.99-9.00 (1H,
M, H Ar). Cnexrp SIMP "°C, §, m. 1.: 111.3 (HC=CH—Het);
122.8 (C Ar); 125.9 (C Ar); 126.3 (C Ar); 127.9 (C Ar);
128.8 (C Ar); 130.2 (C Ar); 130.5 (C Ar); 130.8 (C Ar);
133.1 (C Ar); 1354 (C Ar);, 136.1 (C Ar); 142.0
(HC=CH-Ar); 148.8 (C Ar); 167.3 (C-3); 175.7 (C-5).
Haiineno, m/z: 328.0486 [M+H]". C,¢H;,CIN;O;. Brruuc-
neHo, m/z: 328.0483.
3-(4-Hutpodenuni)-5-[2-(tuoden-2-un)rrenun]-1,2,4-
okcaamna3on (Sh). Berxonx 598 mr (80%, meton 1I), cBetIto-
JKEIThIHA mopomok, T. wi. 189-190°C." UK crektp, v, cm ':
1633 (CH=CH), 1609 (Ar), 1553 (C=N), 1533, 1526, 1339
(NO,), 1196 (C-0), 967 (mpanc CH=CH). Cnextp SIMP 'H,
o, M. 1. (J, Tm): 6.86 (1H, x, J= 16.0, HC=CH—Het); 7.11—
7.13 (1H, 1. 1, J=5.0,J=3.7,H Ar); 7.37 (1H, 1, J= 3.6,
H Ar); 7.47 (1H, o, J = 5.0, H Ar); 8.02 (1H, n, J = 16.0,
HC=CH-Ar); 8.30-8.32 (2H, m, H Ar); 8.35-8.37 (2H, M,
H Ar). Cuextp AMP C, §, m. a.: 108.5 (HC=CH-Het);
124.2 (2C Ar); 128.5 (2C Ar); 128.6 (C Ar); 129.5 (C Ar);
131.6 (C Ar); 133.1 (C Ar); 136.1 (HC=CH-Ar);
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139.6 (C Ar); 149.6 (C Ar); 167.3 (C-3); 176.0 (C-5).
Haiineno, m/z: 300.0442 [M+H]". C4H;oN;0;S. Berumc-
neno, m/z: 300.0437.
3-(4-Hutpodennn)-5-[2-(4-xoppennn)rrennil-1,2,4-
okcaaua3soJ (5i). Beixoa 548 mr (67%, meton II), cBerso-
KEITHIA TTOPOWOK, T. . 194—195°C (1. mr. 195-197°C").
UK criektp, v, cM ': 1647 (CH=CH), 1610, 1590 (Ar), 1547
(C=N), 1518, 1347 (NO,), 1182, 1203 (C-0), 967 (mpanc
CH=CH). Cnextp SIMP 'H, 5, m. 1. (/, Tm): 7.05 (1H, &,
J =16.4, HC=CH-Het); 7.43 (2H, n, J = 8.5, H Ar); 7.56
(2H, o, J=8.5, H Ar); 7.88 (1H, n, J = 16.4, HC=CH-Ar);
8.32-8.37 (4H, M, H Ar). Crextp SIMP °C, 8, m. 1.: 110.4
(HC=CH-Het); 124.3 (2C Ar), 128.6 (2C Ar); 129.3
(2C Ar); 129.6 (2C Ar); 132.8 (C Ar); 133.0 (C Ar); 137.0
(C Ar); 136.1 (HC=CH-Ar); 149.7 (C Ar); 167.4 (C-3);
175.9 (C-5). Haiineno, m/z: 328.0490 [M+H]". C;¢H;;CIN;O:;.
Beraucieno, m/z: 328.0483.
3-[5-(2-PenmmrTenni)-1,2,4-okcaauazoi-3-uwi| nupuauH
(5)). Boixon 323 mr (51%, meron I), 506 mr (80%, meton II),
GecuBeTHEIH Topomok, T. mi. 129-130°C." MK cmektp,
v, cM ' 1645 (CH=CH), 1597, 1578 (Ar), 1535 (C=N),
1186 (C-0), 977 (mpanc CH=CH). Criektp SIMP 'H, 5, m. 1.
(/, Tm): 7.08 (1H, 1, J = 16.4, HC=CH-Het); 7.45-7.46
(3H, m, H Ar); 7.62-7.65 (3H, M, H Ar); 7.94 (1H, i, J = 164,
HC=CH-Ar); 8.61 (1H, o, J= 8.0, H Ar); 8.81 (1H, 1, J=4.0,
H Ar); 9.41 (1H, 1, J = 1.6, H Ar). Criextp SIMP "°C, §, m. 1.:
109.9 (HC=CH-Het); 124.1 (2C Ar); 124.3 (C Ar); 128.2
(2C Ar); 129.3 (C Ar); 130.9 (2C Ar); 134.4 (HC=CH-Ar);
136.0 (C Ar); 143.7 (C Ar); 147.6 (C Ar); 150.7 (C Ar);
166.5 (C-3); 176.1 (C-5). Haitneno, m/z: 250.0974 [M+H]".
C5H,N30. Brrumcieno, m/z: 250.0975.
3-{5-[2-(2-Xuopdennn)arenmi]-1,2,4-oxcaauazon-3-ui}-
mapuand (5k). Beixon 607 mr (86%, meron I1), GecuBer-
HBIT mopomok, T. 1. 194-195°C."8 UK cnektp, v, cM ':
1645 (CH=CH), 1601, 1580 (Ar), 1538 (C=N), 1189 (C-0),
968 (mpanc CH=CH). Cnextp SIMP 'H, &, m. x. (J, T'u):
7.10 (1H, n, J = 16.4, HC=CH-Het); 7.33-7.39 (2H, M, H Ar);
7.43-7.49 (2H, M, H Ar); 7.73-7.75 (1H, m, H Ar); 8.33
(1H, n, J=16.4, HC=CH-Ar); 8.40-8.42 (1H, n. 7, J=17.9,
J =18, H Ar); 8.77 (1H, 0o, J = 3.6, H Ar); 9.37 (1H, c,
H Ar). Cextp AIMP °C, §, m. 1.: 112.5 (HC=CH—Het); 123.3
(C Ar); 123.8 (C Ar); 127.4 (C Ar); 127.6 (C Ar); 130.5
(C Ar); 131.6 (C Ar); 132.7 (C Ar); 134.9 (C Ar); 136.2
(C Ar); 139.2 (HC=CH-Ar); 148.9 (C Ar); 152.2 (C Ar);
167.1 (C-3); 175.4 (C-5). Haitneno, m/z: 284.0588 [M+H]".
C5H;|CIN;O. Brruucneno, m/z: 284.0585.
3-{5-[2-(4-Xnnopdennn)arenn]-1,2,4-oxcaauazon-3-uiu}-
mupuaun (S1). Bexon 141 mr (20%, meron 1), 607 mr
(86%, merop II), OGecrBETHBIH TOPOIIOK, T. ILT. 184-185°C."®
UK cnekrp, v, cm ;1648 (CH=CH), 1599, 1579 (Ar), 1537
(C=N), 1189 (C-0), 966 (mpanc CH=CH). Criextp SIMP 'H,
S, M. 1. (J, I'm): 7.05 (1H, x, J = 16.4, HC=CH—Het); 7.43
(2H, 0, J = 8.5, H Ar); 7.56 (2H, n, J = 8.5, H Ar); 7.63—
7.66 (1H, n. n, J=7.3,J=4.6, H Ar); 7.88 (1H, 1, /= 164,
HC=CH-Ar); 8.60 (1H, o, J=7.6, H Ar); 8.81 (1H, 1, /=3.2,
H Ar); 9.41 (1H, ¢, H Ar). Criextp SIMP °C, §, m. 1.: 110.5
(HC=CH—Het); 123.8 (C Ar); 124.1 (C Ar); 129.3 (2C Ar);
129.6 (2C Ar); 132.8 (C Ar); 135.6 (C Ar); 136.9 (C Ar);
142.1 (HC=CH-Ar); 148.0 (C Ar); 151.3 (C Ar); 166.7
(C-3); 175.7 (C-5). Haitmeno, m/z: 284.0590 [M-+H]".
C15H;;CIN;O. Beruucineno, m/z: 284.0585.
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3-{5-[2-(Tuoden-2-un)renni]-1,2,4-okcaauazo-3-ui}-
nupuauH (Sm). Bexox 415 mr (65%, meton 1), 466 mr (73%,
meron II), GeciBerHeli mopomok, T. mr 155-157°C."*
UK crektp, v, cM ': 1633 (CH=CH), 1600, 1580 (Ar), 1554
(C=N), 1201 (C-0), 955 (mpanc CH=CH). Criextp SIMP 'H,
o, M. 1. (J, I'm): 6.85 (1H, x, J = 16.0, HC=CH—Het); 7.12—
7.13 (1H, n. 1, J=4.9,J=3.8, H Ar); 7.38 (1H, 1, J = 3.5,
H Ar); 7.48 (1H, n, J = 5.0, H Ar); 7.66-7.67 (1H, n. n,
J=17.7,J=5.0,H Ar); 8.03 (1H, x, J= 16.0, HC=CH-Ar);
8.63 (1H, n, J = 7.8, H Ar); 8.81 (1H, n, J = 4.2, H Ar);
9.40 (1H, ¢, H Ar). Cnekrp SIMP °C, §, m. n.: 108.4
(HC=CH-Het); 123.9 (C Ar); 124.2 (C Ar); 128.5 (C Ar);
1294 (C Ar); 131.5 (C Ar); 135.7 (C Ar); 136.0 (HC=CH-Ar);
139.6 (2C Ar); 147.9 (C Ar); 151.1 (C Ar); 166.5 (C-3);
175.8 (C-5). Haiineno, m/z: 256.0538 [M+H]". C,3H;(N;0S.
Beruucneno, m/z: 256.0539.

4-{5-[2-(Tuoden-2-un)3renni]-1,2,4-okcaauazo-3-ui}-
nupuauH (5n). Bexon 383 mr (60%, meton 1), 376 mr (59%,
merox II), GecuperHwlii mopomrok, T. mwr 127-128°C.'*
UK crektp, v, cM ': 1625 (CH=CH), 1607, 1581 (Ar), 1554
(C=N), 1210, 1171 (C-0), 961 (mpanc CH=CH). Cnextp
SMP 'H, 8, m. 1. (J, T'): 6.85 (1H, 1, J = 16.0, HC=CH-Het);
7.12-713 (1H, n. n, J =49, J = 3.8, H Ar); 7.38 (1H, &,
J=3.5,HAr); 749 (1H, n, J = 5.0, H Ar); 8.04 (1H, x,
J =16.0, HC=CH-Ar); 8.21 (2H, n, J = 5.5, H Ar); 8.84
(2H, 1, J = 5.5, H Ar). Cnektp SIMP C, 8, m. 1.: 108.4
(HC=CH-Het); 121.8 (2C Ar); 128.6 (C Ar); 129.5 (C Ar);
131.7 (C Ar); 135.6 (C Ar); 136.2 (HC=CH-Ar); 139.6
(C Ar); 149.8 (C Ar); 167.0 (C-3); 176.1 (C-5). Haiineno, m/z:
256.0543 [M+H]+. C3H,0N50OS. Brrancneno, m/z: 256.0539.

@Daill cONPOBOAUTENBHBIX MATEPUANIOB, COACPKALUN
crextpsl SIMP 'H 1 °C 1 macc-criekTpsl coeuHennii Sa—n,
JIOCTYTICH Ha caite xypHaia http://hgs.osi.lv.

Aemopul bazooapsam pecypcuvie yenmpwl 'Maenummo-
pe3oHancHvle Memoovl  uccredosanun’  u  "Memoovl
ananuza cocmaea eewecmea’ Hayunoeo napka Camnxm-
Ilemepbypeckozo eocyoapcmgennozo yHusepcumema 3d
npogederue aHaIU3a NOLYYEHHbIX COeOUHEHUL Memooamu
cnekmpockonuu AMP u macc-cnekmpomempuu.
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