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CuHTe3MpOBaHbI S-3aMellleHHbIe IIPOM3BOAHbIe 3-heHOKCuMeTHI-4-peHun-5-Tno-1,2,4-Tpuasona, cogepxamye B Ka-
JecTBe 3aMeCTHTe/IS y aToMa Cephl OCTATKHM YKCYCHOM KMCJIOTHI M ee IIPOM3BOJHBIX, IIPOIAHOBOM KHUCJIOTHI, 3aMelleHHBIN
GeH3MIBHBIN MIM (QeHaUMIBHBIN paguKansl. VcciemoBaHsl AUCCONMATUBHAS MOHU3AIMA IIPU SJIEKTPOHHOM yJape U aHTH-

GZKTEPHBJILHLIG CBOIiCTBa coezxm{e}mﬁ.

Bub. ccputok 8.

1,2,4-Tpua3osbl B 3aBUCHMOCTH OT IIPUPOBI 3aMeCTUTeIeH MOTYT 00IajaTh aHTHOAK-
TepUaIbHBIMU ((QypakpuiI), aHTUBHUPYCHBIMU (BHpPa30J), IIPOTHBOOIYXOJEBBIMHU (Tya-
Hasoi1) cBoiicTBamu [1].

B mnpexncraBieHHOIT paboTe CHUHTE3UPOBAaHBI S-3aMellleHHbIe IPOU3BOAHBIE 3-(e-
HOKCcHMeTHI-4-beHun-5-tuo-1,2,4-rpuasona 2-4, ucciefoBaHa X AUCCOIMATHBHAS HO-
HM3aLXs IIPU 2JIEKTPOHHOM yape U aHTHOaKTepHaIbHbIe CBOMCTBA.

CoepyHeHUs TONXy4YeHHI B3auMozelcTBHeM 3-heHOKcHMeTun-4-dennn-5-tuo-1,2,4-
tpuazona (1) ¢ MOHOXJIOPYKCYCHO#, 3-OpOMIPOIIaHOBOM KHCJIOTaMH, C HHUTPHUJIOM,
3pUpPOM M aMUIOM MOHOXJIOPYKCYCHOM KHCJIOTHI, C 3aMellleHHBIMU OeH3WIXJIOPUZAMU U
benanunbpomuzamu. Peaxius IpoBeseHa B 3TaHOJNE B INPUCYTCTBUU OSKBHUMOJBHOTO
KOJM4ecTBa egkoro Kaau. s cuHTe3a KUCIOT 2a,b B3AT TpeXKpaTHBIN HM30BITOK €JKOTO
Kanu. Dtuiaossiil a¢up 2d nepesenen B rugpasuz 2f.
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2, R'=COOH Qa); CH,COOH @b); CN (2¢); COOC,Hs (2d); CONH, (2€); CONHNH,
(2f). 3, R=R?= H (3a); R'= 4-F, R=H (3b); R'= 2-CH,0, R= 5-CI 30); R'= 2- GHs0, R*=
5-Cl (3d); R'= 2-GH,0, R= 5-CI (3¢); R'= 2-C,H,0, R= 5-CI (3f); R'= 4-CH;O, R’= 3-Br
(39); R'= 4-CH,0, R=3- NQ, (3h); R'= 4-GHs0, R= 3-NQ, (3i); R'= 4-GH;0, R=3-NO,
(3j); R'= 4-GH4O, R= 3-NO, (3k). 4, R'=R*= H (4a); R'= F, R=H (4b); R'= CI, R=H
(40); R'= Br, R= H (4d); R'=H, R*= NO, (4€); R'=NHCOCH;, R*=H (4f); R'= CH;O, R= Br
(49); R'=C,Hs0, RP=CI (4h); R'= C;H,0, R= NO, (4i); R'= C;Hs0, R= NO; (4)).

CrpyxTyps! coepuHeHuit uccaemoBanst Merogamu IMP 1 macc-cnexrpomerpun. Coe-
ouHeHMe 1 MoXeT aakuanupoBaTbesa Kak 1mo SH-, tak u mo NH-rpynmam B cuny Hanmuuud
TayTOMEPUH M BO3MOXXHOCTH ABONCTBEHHOI PeaKIMOHHOI crocobHocTH. B criextpe AMP
'H coepunenus 1 ocuuaupyromuil IpoTOH HabiiofaeTcsa B BUZe YIIMPEHHOTO CHUTHAJA

(Yool Tow = Cpoml 12
® ®

I/IBBECTHO, 9TO 3aMellleHHbI€ MEPKAIITOTPHMA30JIbl X THAAMa30J1bl B IIPUCYTCTBUY ITEJIO-

npu 13.80 m.z.

YU pearupyIoT C aJKUI- U apUIAIKWITaJIOTeHUAaMU B THOJIBHOM dopMe 3a CUeT aToMa BO-
nopoza SH-rpynmer [2,3].

B cnexrpax IMP 'H cunTesupoBaHHBIX TprasonoB curHain ot rpymmnsl SCH2 Ha6ro-
ZlaeTcs B BUJle CUHIJIeTa, COOTBETCTBYIONIETO JBYM ITPOTOHAM. FI3BecTHO, 4TO XMMUYecKue
cpBuru curHana CHe-rpynmsl B cnexrpax SAMP 'H u '3C wyBcTBUTEIBHEI K IIPUPOJie TeTe-
poatoma. Tak, curaan nporonoB NCHz-rpynmnsr o6sr9HO mposiBiasgeTcs Ha 1 M.J. B 6osee
c1aboM MarHWTHOM Tioste, yeM curHai ot rpynnsl SCH2 [3,4]. Pasuuna xum. caBUroB cur-
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HasoB oT sa1ep atoMoB yriaepoga NCHz- u SCHa-rpynn 6onee omyruma. Tak, ecu curaan
NCH2-rpynmns! B ciektpe IMP 13C 0651900 mpossisgerca B obmactu 45-55 m.z., To curHan
MeTHJIEHOBOH TPYIIIIBI, CBA3aHHON C aTOMOM cepsl — nipu 25-40 m.1. Habmromaemsre xum.
casuru SIMP 13C s coenunenuii 3b u 4b, paBusie 35.4 u 40.0 M.Z., COOTBETCTBEHHO, CBU-
ZeTeIbCTBYIOT 00 S-aIKMINPOBAHUMY.

Mo:xHO TIpeZIIoN0XUTh, YTO COeJMHEHUI 3 MOTYT CyLIeCTBOBATh B BHE JABYX TayTO-
MepHBIX KeTo-eHOIbHBIX popM. Onnako B IK-cmekTpax coemunenuii 3 HabI0aeTCsa UH-
teHcuBHOe noryomenue C=O-rpymnmns B o6mactu 1667-1690 car!, a B AMP 'H cmexrpax —
curHan SCHe-rpynmsl, 94TO CBUZETEIBCTBYET O KETOHHOM CTpOeHHuu S-deHanuiruo-1,2,4-
TPUA30JI0B, B OTJINYUE, HAIIPUMep, OT 2-(eHaruaTno-4,5-turuaponMuasosos [5,6].

HccnenoBana mgucconuaTUBHAS MOHHU3ALMA IIPU DJIeKTPOHHOM yJape coequHeHUs 1,
GeH3IUIPHBIX IIPOM3BOAHBIX 3g,h m denammrtnorpuasonos 4a,b. Hixke mpusemens! oc-
HOBHBIE HaIIlpaBJIeHUs JUCCOIMATUBHOIO pacraza coeguHeHus 1.

. +
Nk:N N—N 1 N=cC—sH |
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M¥283
m/z 190 m/z 150
\ |
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m/z 117
m/z 132 m/z 149

W3 cxemsI ciemyeT, 4TO pacmaj coefuHeHUsA 1 IpoTeKaeT C 3IMMUHUPOBaHUEM de-
HIIBHOTO KapOKaTHOHA, (PeHOKCUTPYIIIBI U (PeHOKCUMETHIIIINAHA OT MOJIEKYIAPHOTO HUO-
Ha. [Ipu BrIGpoce denokcurpymmsl (MoH ¢ m/z 190) Tax ke, Kak u Ipu 06pa3oBaHUU MOHA
¢ maccoBsIM yucioM 149 [M - CsHsOCH:2CN - H]*, monoxxurensHslit 3apsag Gukcupyercs
Ha rerepouumkie. Pacmazn tpuasonsHoro xossua (dmumuuupoBaHue CeHsOCH2CN wmamn
SCN) cornacyercs ¢ mureparypubiMu gaHusiMu [7]. on ¢ m/z 117 moxeT 6bITh 06paso-
BaH IIpu pacnaze uoHoB ¢ m/z 190 miu 132. B mons3y mepBoro BapuaHTa TOBOPHUT HaIU-
Ype B MacCC-CIIeKTPax OeH3MIBHBIX ITPOM3BOJHBIX IIMKA MOHA ¢ m/z 117 u oTcyTCcTBHE KA
moHa ¢ m/z 132.

[TpuBenena o6mas cxema pacmaza GeH3MIBHBIX IPOM3BOSHBIX 3gh. B atom ciyuae,
HapAAy C DIUMUHHUPOBaHUEM (HPeHOKCUTPYNIHI U (GeHUIPHOTO KapOKaTHOHA, HabIomaeT-
sl BBIOPOC TPONIMJINEBOTO KaTHOHA ¢ nHTeHCHuBHOCTHIO 100%.
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R! = 4-CH:0, R2=3-Br (3g); R'=4-CHs0, R?=3-NO2 (3h)

ITpuBemena Taxke cxeMma pacmaza heHauMIbHBIX IPOU3BOSHBIX 4a,b, 111 KOTOPBIX Xa-
PaKTepHO OTIIeIUIeHHe (eHMIKapOOHUIBPHOTO KaTHOHA, C IMOCIeYIOIUM 3ITUMUHUPOBA-
HueMm CO-TpymmeL.
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m/z 77
R'= H (4a), F (4b).

W3 mpuBemeHHBIX NAHHBIX MOXHO 3aKJIIOYUTH, YTO IPHU AUCCOIMATHBHOM pacIaze
OeH3WIBHBIX M (PeHAUMJIBHBIX IIPOU3BOAHBIX BBIOPOC TPONMJIMEBOTO U (eHUIKapOo-
HUJIBHOTO KaTHOHOB BIUAET Ha HalIpaBjleHUe pparMeHTanuy coefluHeHui 3,4.

AnTn6aKTepHasbHad aKTUBHOCTh COefMHeHuN 2-4 m3ydeHa MeTOZoM muddy3uu B
arap Impu MUKpoGHO# Harpyske 20 aza MUKpOGHBIX Tesx Ha 1amr cpens! [8]. B xauecTBe
TECT-00BEKTOB MCIIOIB30BAHBI I'PAMIIOIOXKHUTENbHbIe cTadriokokku (209p, 1) u rpamort-
pumarensuble mamouku (Sh. Fleksneri 6858, E. Coli 0-55). BBuzy HepacTBOpHMOCTH
ncclenyeMsIx BelecTB pacTBopsl roropuanck Ha JJMCO (IMCO ue o6razaer aHTHOAKTe-
PHAIBHBIM JefiCTBHEM). Y4YeT pe3yJbTaTOB IIPOM3BOAMICA IIO AHUAMeTpPy 30H (B MM)
OTCYTCTBHS POCTa MUKPOOPTaHM3MOB Ha MeCTe HaHECEHUsS COeMHEHUA II0C/Ie CyTOYHOTO
BBIpAIIMBaHUA B TepMmocTare Ipu 37°C. DKCIIepUMEHTHI II0KA3aIu, YTO GOJIBIIMHCTBO COe-
nuHeHuil B pasBesenuu 1:10, 1:20 oGrazaer cnabbiM aHTHOGAKTepHATBHBIM AEHCTBUEM B
OTHONIEHUH YKa3aHHBIX ITaMMOB. CpaBHUTEIPHO aKTHBHBIMU OKa3aJIMCh IPOU3BOJHEIE 3-
benoxcumernin-4-pennn-5-penanunruo-1,2,4-rpuazona (coesuHeHus 4) c 30HOH 3a-
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IEPKKU POCTa IITaMMOB B nipegenax 9-13 mn. [lna pypasonuzmoHa, MCIOIB30BaHHOTO B Ka-
yecTBe KOHTPOJIA, 30Ha yTHeTeHuUA cocTassaa 20-22 .

BKCHepHMEHTaJIBHaFI YacCThb

HK-cnexrps! caaTsl Ha criektpodoromerpe «FTIR NEXUS», v, car!. Cnexrpsr AMP 'H
u 3C perucrpupoBansl Ha npubope «Varian Mercury — 300 VX» B IMCO-ds, 8, M.z., |
(/'y), BuyTpennuit atanon — TMC. Macc-criekTps! cHATHI Ha criekTpoMmerpe «MX-1321A» ¢
MPSIMBIM BBOZOM BeIIEeCTBAa B MOHHBINA MCTOYHUK NP dHepruu monusauuu 60 55, m/z, |
otH ( %). TemnepaTypa niaBieHus OIpeseleHa HA MUKPOHAarpeBaTeIbHOM CTOIHKe “Boa-
tuyc’ B °C. TCX mnposesena Ha miactunkax Silufol UV-254” B cucteme pactBopuTeseit
Genzoi—asruaanerar, 1:1 (coegunenus 2a-d), 6enson—asrwianerar, 3:1 (coemuuenus 3-4),
MeTaHoJI-9THIALeTaT, 1:4 (coemuuenus 2e.f, 3f). [Ipossrenue — YP-cerom.

3-Menokcumermi-4-penna-5-tno-1,2, 4apuazon (1) nomyuen u3 102 (33.2mmonz) N*-
(bernnTrOceMuKapOazuIa PeHOKCHUYKCYCHOM KUCAOTH, 52 (89 mmons) enkoro xamu u 150
BOiE! aHaornuro [2]. T. mwr. 166-167C (u3 tTomyona). Crextp SIMP 'H, §, m.x., [y: 4.84 ¢,
2H, OCH,), npoToHs! 6eH30bHBIX KoJen — 6.76 {1, 2H), 6.87 ¢.1., 1H, J=7.3, J=1.0), 7.16
(M, 2H), 7.37-7.50 %1, 5H), 13.80 fmr.c., 1H, SH). Maccenexrp, m/z, | ot (%): 283 (54)
M*, 191(12), 190(100), 183(6), 177(6), 176(6), 164(EH1(12), 150(6), 149(8), 141(11),
132(32), 131(11), 127(7), 120(7), 117(43), 1097 (7), 104(8), 95(12), 94(20), 93(22),
85(11), 83(12), 77(66), 71(33), 69(26), 65(20),38(

3-Denokcumermii-4-pennii-1,2 4rpuazon-5-ruoykcycnass kuciaora (2a). K pacrtopy
0.672 (12 mmons) enxoro xanu B 30.m1 Boasl Ao0aBsior 1.132 (4 mmons) 1, 0.382 (4 mmo-
Jis1) MOHOXJIOPYKCYCHOM KHCIJIOTBI M KUIIATAT 3 4. 3aTeM pacTBOP IMOIKHCIISIOT YKCYCHOW KHC-
JIOTO#, BBINABIIMH OCaJOK OT(QHIBTPOBBIBAIOT M MEPEKPUCTAIUIN3OBBIBAIOT U3 ATAaHONA. BhI-
xon 12 (73,5%),t. mn. 81-83°C, R 0.37.Haiineno, %: N 12.28; S 9.15C;7H;sN305S. Bri-
gucieno, %: N 12.31; S 9.3%Cnexrp SIMP H, §, M1 3.96 (c, 2H, SCH, 5.03 ¢, 2H,
OCH,), npoToHsl OeH30IBHBIX KoJeN - 6.82 - 6.92, 3H), 7.19 ¢, 2H), 7.44-7.58 1, 5H),
(ymr., 1H,COOH).

3-DenokcumeTwiI-4-penna-1,2, 4rpuazon-5-ruonponanoass kucaora (2b) momydena
ananorudHo 2a. Beixoq 0.722 (51%),t. . 147-149C (u3 stanona), R 0.38.Haiineno, %: N
12.10; S 9.22. gH17N303S. Beruncneno, %: N 11.82; S 9.02.

S3amemennble 3-peHoKCHMeTHI-4-(eHnI-5-THo-1,2,41puasonnl (2-4). PactBopsior
0.22 r (4 mmo.11) enxoro xanu B 30 a7 5TaHONa, 3aTeM IIPU HarpeBaHUU pacTBopsioT 1.13 r
(4 mmo14) 1 11 K OXTAXKAEHHOMY PaCTBOPY A0GABIIAIOT 4 MMO/IZ COOTBETCTBYIOLIETO XJIOPH-
Ia wiu ¢penanmnbpomusa. CMech KUNATAT 3 ¥ ¥ OCTaB/IAIOT HAa HOYb. BrImaBumuii ocasok
OT(UIBTPOBHIBAIOT. B ciIy4ae, KOTZia HeT OcajKa, STAHOJ OTTOHSIOT, BEIIeCTBO OCAXKAAIOT
BOJIOM.

Hutpui 3-penoxcumernit-4-penni-1,2,4Tpuazonn-5-THoyKcycHOl KUCI0ThI (2¢) moury-
ueH aHanorndHo 2-4. Beixox 0.972 (74.2 %),r. . 82-83°C (u3 sranona), R 0.50.Haiinewo,
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%: N 17.60; S 9.81. £H,4N,OS. Beruncneno, %: N 17.38; S 9.9 nextp AMP H, §, M.
4.23 ¢, 2H, SCH,), 5.08 (c, 2H, OCHh), mporonsr 6eH30IbHBIX KOJE — 6.82-6.92 1, 3H),
7.20 (1, 2H), 7.46 -7.57 %, SH).

OtuioBeiid 3¢pup 3-peHoxcumernia-4-penmi-1,2,4Tpua3o-5-THOYKCYCHOH KHCJIOTHI
(2d) nonyuen ananornuno 2-4. Beixox 1.272 (86.4 %),r. 1. 86-87C (u3 sranona), R 0.52.
Hatineno, %: N 11.62;S 8.75. GgH19N3O3S. Beruucneno, %: N 11.37; S 8.68nexktp AMP
", 5, m.a., I'y: 1.27 ¢, 3H, CHs, J=7.1), 4.02¢, 2H, SCHy), 4.16 &, 2H, OCHCH,, J=7.1),
5.03 (c, 2H, OCH), mporonsr 6eH30mbHEIX Koden — 6.82-6.92 ¥, 3H), 7.16-7.23 §1, 2H),
7.44-7.56 1, S5H).

Amug 3-peHoxcnmeTnia-4-penni-1,2,4Tpua3on-5-THOyKCYCHON KHCIOTHI (2e) monydeH
ananornyno 2-4. Beixox 1.22 (88.2 %),r. 1. 113-114°C (u3 sranona), R 0.73.Haiineno, %:
N 16.49; S 9.37. GH16N4,O,S. Beruncieno, %:N 16.46; S 9.42.

I'mapasun  3-peHoxcumernii-4-pennii-1,2,4Tpuazon-5-Tuoykcycnoii  kuciaorsl  (2f).
Cwmech 1.12 (3 mmons) 2d, 0.45¢2 rugpara ruapasuna u 30 ma staHona KunsaTat 4-5y. Croupr
OTTOHSIIOT W J00aBJISAIOT BOAY. BhIMaBIINi 0CaI0K OTQHUIBTPOBBIBAIOT U MEPEKPUCTAILIH30-
BBIBAIOT U3 Tonyona. Beixox 0.92 (84.4 %),t. . 105-108C (u3 tomyona), R 0.36. Haiine-
HO, %: N 19.95; S 9.28. H:;Ns0,S. Beruucieno, %: N 19.71; S 9.02.

3-PenokcumeTI-4-peHna-5-(0ensua)tuo-1,2,4rpuason (3a) moaydeH aHAIOTHIHO 2-4.
Beixox 12 (67.1 %),t. . 89-90C (u3 sranona), R 0.43.Haiineno, %: N 11.55; S 8.45.
C,oH1gN3OS. Beruncieno, %: N 11.25; S 8.59.

3-PenokcumeTa-4-peana-5-(4'-gpropéensun)tuo-1,2 41puazon (3b) momydgen amamo-
ruuHo 2-4. Beixon 1.062 (67.9 %),t. mn. 70-72C (u3 sranona), R 0.37.Haiineno, %: N
10.58; S 8.10. £H1gFN;OS. Beruncieno, %: N 10.74; S 8.1 nekrp AMP H, 8, w1 4.38
(c, 2H, SCH), 5.02 (c, 2H, OCH), nporonsr 6eH30mbHBIX KoMenl — 6.81-6.99 ¥, 5H), 7.20
(M, 2H), 7.25-7.36 §, 4H), 7.45-7.50 ¥, 3H). Cnextp SIMP °C, m.x1., I'y: 39.50 (SCH),
59.21 (OCH), 114.27, 114.68x J=21.4), 120.88, 126.45, 128.76, 128.88, 129.30,31 fi,
J=8.3), 132.12x, J=3.1), 132.40, 150.99, 156.97, 161 44JE246.3).

3-DenokcumeTmi-4-pennii-5-(2'-meroxen-5'-xaopoensmwn) tno-1,2, 41puasoan (3c) nory-
yeH a”ajoruuno 2-4. Beixox 1.12 (62.8 %),r. . 117-118C (u3 sranona), R 0.42.Haiine-
Ho, %: N 9.70; S 7.07. GH20CIN3O,S. Beruncneno, %: N 9.59; S 7.32nextp SIMP 4, s,
m.a.: 3.78 (¢, 3H, OCH), 4.34 (c, 2H, SCH), 5.02 (c, 2H, OCh), npoToHbI OEH30IBHBIX KO-
nen — 6.81-6.92w, 4H), 7.16-7.23 %, 3H), 7.30-7.36 ¥, 3H), 7.45-7.50 %, 3H).

3-PenokcumeTI-4-peHna-5-(2'-3roken-5'-xnopoensmn)tuo-1,2, 41puazon (3d) momy-
ueH aHajornyHo 2-4. Beixox 1.042 (57.8 %),r.mn. 118-119C (u3 sranona), R 0.51.Haiine-
HO, %: N 9.50; S 7.18. £H»,CIN3O,S. Beruuciieno, %: N 9.30; S 7.09.

3-PenokcumeTI-4-peHna-5-(2'-nponokcu-5'- xiopoensuia)tuo-1,2,4rpuazon (3e) mo-
ayuer ananorndHo 2-4. Beixoq 12 (53.7 %),t. . 85-86C (u3 sranona), Rf 0.40.Haiixeno,
%: N 9.19; S 6.62. £H,,CIN3O,S. Boruucneno, %: N 9.02; S 6.89.

3-PenokcumeTI-4-peHna-5-(2'-6yroxen-5'-xnopoensmn)tuo-1,2, 4rpuaszon (3f) momy-
ueH aHanornvHo 2-4. Beixox 1.22 (62.5%),t. . 114-118C (u3 sranona), Re 0.55.Haiineno,
%: N 8.91; S 6.92. £H,6CIN3;O,S. Berunciieno, %: N 8.75; S 6.68.
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3-DenokcumeTni1-4-pennii-5-(4'-meroxcn-3'-6poméen3ui) Tno- 1,2, 4rpna3zon (39)
nonyueH anajgorudno 2-4. Beixon 1.6 2 (83.3 %),t. mi. 153-154°C (u3 sranona), R 0.37.
Hatineno, %: N 8.80; S 6.53. £gH»0BrN;O,S. Beruncieno, %: N 8.71; S 6.69Macc-crektp,
m/z, | ot (%): 481(24)M", 388(9), 374(7), 199(100117(7), 105(16), 90(8), 77(44), 65(6),
51(9).

3-PenokcumeTI-4-peHna-5-(4'-merokcu-3'-HITPOOeH3W) THO- 1,2, 4TpHa3o (3h)
nonydeH aHanoruyno 2-4. Beixon 1.3 2 (72.6 %), . mn. 95-96C (u3 sranona), R 0.37.
Hatineno, %: N 12.58; S 7.08. £HyoN4O,4S. Beruucneno, %: N 12.49; S 7.1% Cnektp AMP
", §, m.x., I'y: 3.93 ¢, 3H, OCHz), 4.41 ¢, 2H, SCH), 5.02 (c, 2H, OCh), mporoHs
OeH3onpHBIX KoJen — 6.80-6.92 w1, 3H), 7.14-7.23 ¥, 3H), 7.28-7.34 11, 2H), 7.46-7.51,
3H), 7.62 .., 1H, J=8.6, 3=2.3), 7.83 £, 1H, J=2.3)Macc-cmiektp, m/z, ot (%): 448
(34)M", 356(15), 355(52), 318(14), 242(4), 186(16), 1661 135(5), 117(6), 94(7), 91(13),
90(23), 77(17), 73(23).

3-PenokcumeTI-4-peHna-5-(4'-3rokeu-3'-uutpodensmn)tuo-1,2 41puazoa (3i) momy-
yeH aHanornyno 2-4. Berxon 1.32 (70.3 %),r. . 114-115°C (u3 sranona), Ry 0.36.Haiine-
Ho, %: N 12.28; S 6.84. £H,,N,O,S. Beruucneno, %: N 12.11; S 6.93.

3-PenokcumeTI-4-peHna-5-(4'-nponokcu-3'-HuTpodensua)tio-1,2, 4rpuason (3j) mo-
aydeH ananorudo 2-4. Beixox 1.52 (78.9 %),r. mn. 101-102°C (u3 sranona), R 0.40.Haii-
neno, %: N 11.81; S 6.70. H,.N,O,S. Beruucaeno, %: N 11.76; S 6.73.
3-DenokcumeTI-4-peHna-5-(4'-6yroxen-3'-uutpodensmn)tuo-1,2 41puazoa (3k) mo-
aydeH ananorudo 2-4. Beixon 1.62 (81.6 %),t. . 79-80°C (u3 sranona), R 0.34.Haiine-
HO, %: N 11.22; S 6.62. £H-¢N,O,4S. Beruncneno, %: N 11.42; S 6.54.
3-PenoxkcumeTI-4-peana-5-(penanumia)tio-1,2,4rpuazon (4a) modaydeH aHAIOTHIHO
2-4. Beixon 12 (62.5 %),r. . 77-79°C (u3 sranona), R 0.30.Haiineno, %: N 10.75; S 8.03.
Cu3H19N30,S. Beruucneno, %: N 10.47; S 7.99K-cnektp, Vv, em: 1677 (C=0).Cnextp
SIMP 'H, §, m.z1., Iy : 4.90 (c, 2H, SCH), 5.03 (¢, 2H, OCh), npoToHbI GEH30IBHBIX KOJIEL] —
6.85 (v, 2H), 6.89 t.t., 1H, }=7.2, 3=1.0), 7.20 1, 2H), 7.46-7.57, 7H), 7.62 t.T., 1H,
J=7.3, 3=1.3), 8.03 {1, 2H). Macc-cnextp, m/z, | otu(%): 401(19) M*, 308(100), 190(5),
189(5), 135(6), 117(6), 105(27), 91(14), 77(24),69551(8).
3-DenokcumeTnii-4-penni-5-(4'-gproppenanmn)tno-1,2 4gpnazon  (4b)  momyyen
anajoruuno 2-4. Beixox 1.52 (89.8 %),r. . 136-137C (u3 sranona), R 0.40.Haiineno, %:
N 10.11; S 7.89. £H1sFN3O,S. Beruucneno, %: N 10.02; S 7.64dK-cnektp, V , emt: 1682
(C=0). Criextp SIMP 'H, 8, m.1.: 4.89 €, 2H, SCH), 5.04 (c, 2, OCH,), mpoToHb! GeH30T5-
HBIX Koyer| — 6.82-6.92 ¥, 3H), 7.16-7.27 1, 4H), 7.46-7.57 §, 5H), 8.08-8.15 ¥, 2H).
Crnektp SIMP °C, m.z., Iy : 40.00 (SCH), 59.26 (OCH), 114.32, 115.261( J=21.8), 120.95,
126.52, 128.81, 129.13, 129.45, 130.80J¢9.5), 131.46x( J=2.7), 132.37, 151.11, 157.03,
165.29 {1, J=255.0), 190.28. Ma-cnektp, m/z, | otu (%) : 419 (5)M", 326(100), 283(5),
202(7), 190(7), 189(11), 188(12), 187(7), 161(&0(X), 158(7), 136(8), 135(10), 133(7),
132(10), 123(96), 117(28), 109(45), 107(9), 95(82),7), 91(10), 83(9), 81(8), 79(8), 77(60),
75(22), 65(34).
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3-DenoxcnmeTna-4-penni-5-(4'-xmopdenanua)tuno-1,2,4rpua3zon (4c) nomyueH aHa-
noruuno 2-4. Beixon 1.52 (86.2 %),1. . 153-154°C (u3 sranona), R 0.44.Haiineno, %: N
9.79; S 7.56. &H1sCIN3O,S. Beiuucneno, %: N 9.64; S 7.36UK-cnektp, Vv, evt: 1688
(C=0). Criextp SIMP 'H, 8, m.1.: 4.87 €, 2H, SCH), 5.03 (¢, 2H, OCh), nmpoToHb! GeH30115-
HBIX Koueny — 6.82 - 6.92n, 3H), 7.16-7.23 1, 2u), 7.45-7.57 {1, 7H), 8.02 — 8.06, 2H).
3-DenoxcnmeTna-4-pennin-5-(4'-6pomdpenanmmn)tuo-1,2, 4vpnazon  (4d) mnomyden
ananoruyno 2-4.Beixox 1.52 (78.1 %),1. 1. 147-148C (u3 sranona), Ry 0.43.Haiineno, %:
N 8.90; S 6.52. &H1sBrN3O,S. Beruncieno, %: N 8.75; S 6.6 /MK-cnektp, V, et 1687
(C=0).
3-®enoxcumerna-4-gpenna-5-(3'-uutpodenamunn)io-1,2 4rpuaszon (4e) monayueH
ananornuno 2-4. Beixon 1.32 (73.8%),1. tur. 193-194C (u3 sranona), R 0.33.Haiineno, %:
N 12.32; S 7.16. £H1gN4O4S. Beraucieno, %: N 12.55; S 7.184K-cnektp, v, en™; 1686
(C=0). IMP H, 8, M., TI'y: 4.96 ¢, 2H, SCH,), 5.03 (c, 2H, OCHJ), npoToHbI O€H30IBHBIX
koser — 6.82-6.92 ¥, 3H), 7.16 — 7.23, 2H), 7.44-7.57 %, 5H), 7.81 , 1H, J=8.0), 8.45
(M, 2H), 8.78 ¢, 1H, J=1.9).
3-DenoxcnmeTna-4-penni-5-(4'-anermiamunodenanma)tuno-1,2, 4rpuaszon (4f) mno-
ayder aHanorndHo 2-4. Beixox 1.22 (65.6 %),t. . 192-194C (u3 sranona), R 0.68.Haii-
nexo, %: N 12.33; S 7.18. £H2,N4O3S. Beruuciieno, %: N 12.22; S 6.9UK-cnektp, V, cm’
! 1683 (NHC=0), 1720 (C=O}IMP 'H, 5, m.1.: 2.08 ¢, 3H, CHs), 4.80 €, 2H, SCHy), 5.00
(c, 2H, OCH), npoTons! 6en3onbHBIX Konen — 6.80-6.90w, 3H), 7.17 1, 2H), 7.41-7.454,
2H), 7.48-7.534, 3H), 7.71 {1, 2H), 7.91 {41, 2H), 9.95 ¢, 1H, NH).
3-DenoxcnmeTna-4-penni-5-(4'-merokcu-3'-6pompenanna)tno-1,2, 4rpuazon (4Q9)
nonydeH aHajgoruuno 2-4. Beixox 1.4 2 (68.6 %),t. mi. 190-192C (u3 Tomyona), R 0.43.
Hatineno, %: N 8.12; S 6.24. £H,BrN:;OsS. Beruncieno, %: N 8.23; S 6.281K-cniektp, V,
ev: 1674 (C=0).
3-DenoxcnmeTna-4-penni-5-(4'-3roken-3'-xnoppenannia)tuo-1,2, 4rpuaszon  (4h)
nonyuen aHanorundno 2-4. Beixox 1.2 2 (62.8 %), 1. . 134-138C (u3 sranona), R 0.68.
Hatineno, %: N 8.50; S 6.71. £H,,CIN;O3S. Beruncneno, %: N 8.75; S 6.68dK-criextp, Vv,
em™: 1672 (C=0).Cuextp SIMP 'H, §, m.1., I'y : 1.49 ¢, 3H, CHs. J=7.0), 4.22, 2H,
OCH,CHjs, J=7.0), 4.82 (c, 2H, SGH 5.02 (c, 2H, OCH), npoTtoHsl GEH30IBHBIX KOJEIl —
6.83-6.92 41, 3H), 7.10-7.22 %, 3H), 7.45-7.56 1, 5H), 7.95-8.00 1, 2H).
3-DenoxcnmeTna-4-penni-5-(4'-nponokcu-3'-aurpodenanuia)tno-1.2. 4rpuazon
(41) monyuen ananornuno 2-4. Beixon 1.42 (69.6 %),r. 1. 159-162C (u3 sranona), R 0.33.
Hatineno, %: N 11.24; S 6.21. 4H,,N4OsS. Beruncneno, %: N 11.11; S 6.334K-cnekp, v,
em™ 1680 (C=0).
3-DenoxcnmeTna-4-penni-5-(4'-6yrokcu-3'-uutpodenanmi)Tuo-1,2, 4xpuazon (4j)
nonydeH ananoruuno 2-4. Beixog 1.52 (72.3 %),t. mr. 152-154C (u3 sranona), Ry 0.35.
Hatineno, %: N 10.92; S 6.20. £H2¢N4OsS. Beruucneno, %: N 10.80; S 6.181K-cnektp, V,
et 1678 (C=0).Crextp SIMP 'H, §, m.x., Iy : 1.01 ¢, 3H, CHs, J=7.4), 1.54, 2H,
CH,CHg), 1.83 {1, 2H, CH,CH,CH3), 4.25 {, 2H, OCH,CH,, J=6.3), 4.86 (c, 2H, SGNH
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5.03 (c, 2H, OCh), mporonsl GeH30IbHBIX KoOel — 6.82-6.92 ¥, 3H), 7.16-7.23 §1, 2H),
7.37 (@, 1H, J=8.9), 7.46-7.554, 5H), 8.26 f.x., 1H, J=8.9, 3=2.3), 8.45 {, 1H, J=2.3).

S-SENUUULYUO 3-36LOLUNUGEPL-4-SCUPL-5-0P-1,2,4-SCPULNLLEND
UPLEEAL &Y 2ZUYULUUSEPUL UYSPhINRE3UL NRUNRULUURMNREENRULA

U. U. PrUN8UL, L. U. PUNBUL L [k 9. NMULCOLPUSUL

Uhtptqws Eu S-nbnujudws 3-btuopuhdbphi-4-ptuhi-5-phn-1,2,4-inphwqgnih
woéwugjuttipp, npnip $6Uph wwnndh Unwn wwpnitwlnid i pugupawppyh b tpu
wéwugyuiph Jdtwgnpnubp, wypnuhntwppnt, wbknuiuws phughjuhtt fud
dtuwghjwyhtt pwnhuwjubp: Muniduwuhpyly Bu dhugnipnitubph Ejunpntwght
hwpwsh  dwdwbwl nhunghwghn  hnthqughut U  hwlwpwlunbphuy
hwwnlnipmniuubpp: 8nyyg £ wpjws, np wybih pupdp wjnhynipjnit bu gnigupbpnid
3-dLuopuputiphi-4-dLuhy-5-pLuwmghiphn-1,2,4-inphwgnih mbwugyuikpn:

SYNTHESIS AND STUDY OF ANTIBACTERIAL ACTIVITY OF S- SUBSTITUTED
3-PHENOXYMETHYL-4-PHENYL-5-THIO-1,2,4-TRIAZOLES

M. A. IRADYAN, N. S. IRADYAN and R. V. PARONIKYAN

The Scientific Technological Centr of Organic and
Pharmaceutical Chemistry NAS RA
A.L.Mnjoyan Institute of Fine Organic Chemistry
26 Azatutyan str., 0014, Yerevan, Armenia

E-mail: NANRAIFOK 54 @ mail. ru

S-Substituted derivatives of 3-phenoxymethyl-4-ptiéiathio-1,2,4-triazoles containing
the remainsof acetyc acid and their derivatives, propionic acstibstituted benzyl or
phenacyl radicals at sulfur atom have been symbdsiThe dissociative ionization by
electron impact and antibacterial properties of twenpounds are investigated. It was
established that derivaties 3-phenoxymethyl-4-phenyl-5-phenacylthio-1,2,4t0le have
various kinds of aktivity depending on the natufreubstituents.
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