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CuvHTe3MpoBaHbl S-3ameLleHHble NPon3BOAHble 5-(4'-ankokcndenun)-4-oennn-4H-1,2,4-tpua-
30Nn-3-TMOMOB, CoAepXallue B KayeCcTBe 3aMeCTUTENS y aToMa Cepbl 3aMeLLEeHHbIN 6EeH3UMbHLIN U
heHauunbHbIM pagukansl. WccnegoBaHbl Macc-CnekTpbl, aHTUbakTepuarnbHblie U NPOTUBOONYXOne-
Bble CBOWCTBa psiAa MOMyYeHHbIX COeQMHEHUNA. YCTaHOBMNEHO, YTO OeH3unbHble Npou3BoAHbIE MO-
0aBnsoOT POCT TOMBKO rPaMMonoXUTENbHBIX MUKPOOOB (cTadpunokokkn 209p, 1), a deHauunbHbIe B
OCHOBHOM He obnafaloT NMPOTUBOMUKPOOHOWN akTMBHOCTbIO. BbiSBNEHbl coefuHeHus, TopMo3sLne
pocT capkombl 45 B npegenax 35-48%.

Bnbn. ccbinok 14.

IIpousBozusie 1,2,4-Tpuasosna 061aAa0T UIHPOKUM CIEKTPOM OHOIOTHIECKOTO
IeMCTBUS U BXOAAT B CTPYKTYPI MHOTHUX aKTUBHBIX COeJUHEHUH, IOy YUBIINX [IPU-
MeHeHHe B MeJIULIMHCKOHN IpakTuke. HesaMeHUMBIMU IIpU 3CTPOreH3aBUCHMBIX OH-
KOJIOTUYEeCKUX 3a00JIeBaHIIX ABIAIOTCS apumuzekc [1,2], Boposorn [3] u merpason
[4,5]. B xauecTBe aHTUBUPYCHBIX CPEJCTB IPUMEHAIOTCA PUOAaBUPUH [6] U TpHa3aBU-
puH [7].

C menpl0 M3ydYeHHs aHTUOAKTEPHUAJBHBIX M IIPOTHBOOIYXOJIEBEIX CBOMCTB B
[AHHOM paboTe CHUHTE3MPOBAaHBI IIPOM3BOAHbBIE 5-(4'-amkokcudenun)-3-6ensumn(de-
Hauwui)tro-4-dennn-4H-1,2,4-rpuasonos (1-30), KoTopsle MONTydYeHBI B3aUMOZEICT-
BueM 5-(4'-ankoxcudenni)-4-dbennn-4H-1,2,4-rpuaszon-3-THOJIOB C 3aMelleHHBIMU
GeH3WIXIOpUIAMU U (peHAIINIOPOMUAAMY B IIPUCYTCTBHY SKBUMOJIBHOTO KOJIHYECT-
Ba TMPOKCUZA KaIUA.

246



NN R'R’C,H,CH,CI N R
R'O @—‘\ ) SH RO @_‘\ | SCH,
N KOH, C,H,OH N

1-15

KOH | , ,
C2|_lSOH RR CGH3COCHZBr

N——N
Naswargs

R®
O

16-30

1-30.R' = GHs, CiH7, CiHo. 1-15.R? = H, 4-F, 2(4)-OR R®* = H, 5-Cl, 3-Br, 3-NGQ.
R* = CH0 — GH;0. 16-30.R* = H, F, ClI, Br, CHO, GHsO, GH4O. R = H, Cl, Br,
NO..

Crpykrypsl coegunenuii 1-30 moarsepxxgens! ganusivu JAMP 'H, MK- u macc-
criektpoB. B crmekrpax IMP 'H 6GensunpHbIx mpousBogHsix 1-15 curxam meTusieHo-
BbIx mporoHoB SCHa-rpynnsr Habmiomaercs B obiactu 4.32-4.40 m.1., a deHaruns-
HBIX TIPOU3BOLHBIX — B 00yactu 4.79-4.88 M.Z., 94TO CBUZETENBCTBYET O S-3aMelleHuU
TpuasonasHoro xousia [8-10]. Hamuune SCH2-rpynns 1 MHTEHCHBHOTO IIOTJIONIEHUS
C=O-rpynnsr B WK-cmexkTpax cBUIETENBCTBYeT O KETOCTPOEHWM (PeHaUVIIBHBIX
mpousBozHbIX (16-30).

WccnemoBanbl Macc-CIEKTPBI MCXOAHOTO Tpuazosna u coemuHeHwmit 1,16 u 18.
CreZyer oTMETHUTH, YTO IO PALY OCOOEHHOCTeH WX paciaj Iojo00eH paciazy COOT-
BETCTBYIOIIUX 5-(4-MeTOKCH(pEHUIBPHBIX)IPOU3BOJHBIX, IOAPOOHO OIIMCAHHOMY B pa-
6ore [10].

IIpuBenmena cxema IUCCOUMATHBHON MOHM3ALMKU UCXOZHOTO 4-enmn-5-(4'-
aTokcudenmn)-4H-1,2,4-rpuazon-3-Tuona. KiodeBbiM B Macc-CIIeKTpe ABJIIETCA UK
HOHA, ITOJIy4YeHHOT0 BeIOpocoM sTueHa ot M* (m/z 269), ¢ mocieAyom M ero pacia-
oM ¥ 00pasoBaHieM HOHOB ¢ MaccoBsiMu ynciaamu 210, 119.
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B macc-crmexTpe HuKe pHBeeHHON cxeMbl pacmaza coeguuenus 1 (R'= CoHs,
R? = R3= H) npucyrcrByior nuku noHa GeHUIBPHOrO KapGkaTroHa (m/z 77), KaTnoHa
tponmus (m/z 91), mona CeHsCH2SCN*((m/z 149), xapakTepruCTUIHOrO UOHA, CBUE-
TeJIbCTBYIOIIETO O S-3aMelreHuu B 3-Tuo-1,2,4-Tpuasonax (m/z 310), a Takke muKu
pacImaza MoHa C MacCOBBIM YHcIoM 297.
N——N

Oyomsatz— X s @ s
m/z 149 / ~ e

NN M’ 387 \
C,H,O0 N)\ ;_ ox l miz 77
- 2
N N +- m/z 91
m/z 310
m/z 297
miz 149 l m'z 119
m/z 135

B cxeme pucconuaTtuBHOM MoHu3anuu deHamrurrrorpuasona 16 (R! = C2Hs, R?=
R3 = H), moMuMo MOHOB, XapaKTEPHBIX IJIA paciiafia aHAJIOTUYHBIX CcoefuHeHM [9],
Habmogatorces Be6poc C2HsOCsH4CN oT MomeKynspHOro HMOHA C JOKanusaluei 3a-
PAZa Ha reTepOLMKIMYECKOM OCTaTKe 1 0O0pa3oBaHUe HOHA C MACCOBBIM YHCIOM 268.
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W3 obeux cxem ciemyer, 4TO Ipu pacmaje coepuHenuit 1 u 16 saumuHu-
poBanue C2Hsor M* He mpoucxomur.

B wmacc-crmektpe coemunenus 18 (Ri= CsH7s, Re=F, Rs= H) Ha6imio-
JAIOTCS CHUTHAjABl C MacCOBbIMM wumciaamu 447 (M+), 405 (M-CsHe), 324 (M —
4-FCeH4CO - xapakrepuctuunsii umon), 310 (M - 4-FCeH4COCH2), 123 (4-
FCsH4CO), 95 (4-FCeHa), 77 (CeHs).

AnTnGaKTepuanbHas aKTUBHOCTh coefuHeHuii 1-30 u paHee cuHTe3UpO-
BaHHBIX 5-(4-MeTOKCH(peHMWIbHBIX)Ipou3BoAHbIX [10] m3yueHa mo MeTomuKam
[11,12]. B xauecTtBe TeCT-0GBEKTOB HCIIOIH30BAHBl I'PAMIIOJIOKUTENbHBIE CTa-
¢unoxokku (209p, 1) m rpamorpuuarensusie manouku (Sh. Fleksneri 6858,
E.Coli 0-55). VYuer pesynasraToB mpoBogmici mo auamerpy 30H (d) orcyrer-
BHSI POCTa MUKDOOPTaHM3MOB Ha MeCTe HaHeCeHHsA coeiuHeHus (B mm). Ha
OCHOBaHUU IIOJNyYEHHBIX OSKCIEPUMEHTAJbHBIX JAaHHBIX CHeJIaH BBIBOJ O TOM,
9TO aHTHOAKTepHaTbHONW AaKTUBHOCTBIO OOnazaroT 4-dropbensunpusie (2,3),
4-meTtoxcubensunsuble (4,5), 2-ankoxcu-5-ximopbensunbubie (6,7), 4-MeTOKCH-
3-6pombensunbHoe  (8) u  4-amumnoxcu-3-HuTpoGensmnbHoe (15) mpousBoz-
Hble. YKasaHHble coefuHeHUsI B pasHoi cremenu (d=10-25 mm) momaBifioT poct
TONBKO  TI'PAMIIONIOKUTENBHBIX ~ MHKpoGOB. OcTanbHBIe  COeJUHEHHUA  OKa-
samuch Hes(D(DEKTUBHBIMH B OTHOLIEHHHM BCEX HCIIOIB30BAHHBIX TECT-KYJIb-
Typ. HamGomee axTuBHBIe coesuHeHus — 2 u 3-(4'-MeTOKCHGEH3WII)THO-5-
(4"-meroxcudennn)-4-beunn-4H-1,2,4-rpuason  [10], mposBIAOT paBHy C
KOHTPOJIBHBIM IpemapaToM (ypasonuzoHom aktuBHOCTh (d = 24-25 wmm).
VkazaHHble BelecTBA HM3YYEHBI TAK)XXe€ METOZOM CEPUMHBIX  pasBeleHUIL.
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VYcraHOBIEHO, YTO MX MUHUMaabHaA nogasiasioumas KoHnesrtpanus (MIIK) cocras-
nset 310 mxr/mr, uto sHauMTeNBHO yeTynaet ¢ypasonunony (MIIK=39 wmxr/m). e-
HalVUIbHbIe ITpou3BofgHble 16-30 B OCHOBHOM JIHIIEHBI IIPOTHBOMHUKPOOGHOH aKTHB-
HOCTH.

ITporuBoomyxoeBas akKTUBHOCTh BBIOpaHHBIX Hamu 3, 7, 11, 15, 30 u 3-(4'-amu-
J0KCHu-3'-HUTpoOeH3nI)THo-5-(4"-MeTokcudennn)-4-bennn-4H-1,2,4-rpuasona (31)
[10] nccremoBaHa Ha KpBICax C capKoMoii 45 mo obmeusBectHOMy MeTtozy [13]. M3y-
YeHMe OCTPO TOKCHMYHOCTU COeIMHEHHUi mokasano, uto ux JI/lio cocraasger 1000-
1200, a MILJ, — 350-400 a1/ xr. B pe3ynbraTre XUMHOTEpAIIeBTUYECKUX UCCIETOBAHUM
BBIABJIEHO, YTO B Jo3ax 1/20 ot JI/l100 ZOCTOBEpHYIO IPOTUBOOIIYXOJIEBYIO aKTUBHOCTB
Ha capkoMme 45 mpossiaior coegunerus 3, 11, 15, 30, 31, yraeras poct capkomsr 45
Ha 35-48 % (P < 0,05).

OKCIIepUMEeHTaIbHAA YacTh

Cuexrpst AMP 'H zaperucrpuposass: Ha npubope “Varian Mercury- 300 VX” 8
IMCO-ds, b, m.4., ] (/), BuyTperHuit stanon — TMC; Macc-CIieKTpsl CHATHI Ha
cekTpomerpe “MX-1321 A” ¢ nmpsAMBIM BBOZOM Bell[eCTBA B MOHHBIN MCTOYHUK IIPU
sHepruu nonuzanuu 60 5, m/z ({orH, %). MK-cnexTpsl CHATHI Ha CIIeKTPOGOTOMET-
pe “FTIR NEXUS”, v, cir!. Temneparypa miaBieHus OIpefesleHa HA MUKPOHArpeBa-
tesbHOM cronuke “Bo- atuyc” B °C. TCX mpoBegena Ha mwiacturkax “Silufol UV-254”
B CHCTeMe pacTBopureseil 6enson—arunanerar, 1:1. IIpossienne — Y®-ceTom.

4-®ennin-5-(4'-stokcudennn)-4H-1,2,4-Tprason-3-THOI IOIYIeH IO METOAKKE,
onucanHoi B pagote [14]. T. mwr. 257-259°C (c cy6rumanueit). Macc-ciextp, m/z (I
ors, %): 297 (100)M+, 280(6), 269(8), 210(3), 150(5), 149(3), 135(3), 134(13), 119(5),
118(6), 77(23), 65(4), 51(14).

OO0mas MeToAMKa CHHTe32a S-3aMeleHHBIX IIPOU3BOAHBIX 5-(4'-aaKokcudenn)-4-
denmn-4H-1,2,4-rpuazon-3-trosnos (1-30). Pacteopsior 0.22 r(0.004 mox9) epxoro ka-
su B 20 a1 3TaHONA, 3aTeM npu HarpeBaHuu pactBopsaioT 0.004 mo.rg 5-(4'-aaxoxcu-
dbenun)-4-bennn-4H-1,2,4-rpuazon-3-Tvona U K OXILKAEHHOMY PacTBOpPY H0GaBs-
JAI0T QYHKIIMOHATIBHO 3aMellleHble GeH3MIXIOPUABI WK (HeHauIOpPOMUIBI, PaCTBO-
peHHble B 5-8 a7 3TaHONA M OCTAaBAAIOT Ha HO4Yb. CMech KUMATAT 2-3 ¥ U CHOBA
OCTaBJILIOT Ha HOYG. BeImaBmuii ocafok oTGUIBTPOBBIBAOT. B ciaydae, xorza Her
0CaKa, dTAaHOJI OTTOHSIOT U BELIeCTBO OCAXKAAIOT Bomoil. Ilomy4yeHHbIN OcasoK pact-
BopstioT B 15 amr [IM®A, momueraunBaior S5TaHOJBHBIM PACTBOPOM €LKOTO KajH, O-
6aBJIAIOT BOZY, BRIIABIIHUY 0CaZOK OT(UIBTPOBBIBAIOT U IEPEKPHUCTAIN30BBIBAIOT U3
STaHOJIA.

3-Bensmnrno-4-pennn-5-(4"-srokcudenmn)-4H-1,2,4-rpuason(l). Bexom 73%,
7. i 179-180°C (u3 oramoma), Rf 0.54. Haiigemo, %: N 10.69; S 8.38.
C23H21N30S. Bsruucieno, %: N 10.84; S 8.27. Cnextp AMP 'H, 6, m.x., /-
1.38 (r,3H, J=7.0, CHs), 4.00 (x,2H, J=7.0, OCHz), 4.39 (c, 2H, SCHy),
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npoTtoHsl 6eH30mbHBIX Koteln — 6.75 (v, 2H), 7.23 (v, 2H), 7.12-7.19 (m, 2H), 7.22-
7.35 (M, 5H), 7.42-7.51 (M, 3H). Macc-cuextp, m/z (/ ots, %): 387(93) M+, 355(13),
354(24), 310(9), 297(20), 281(24), 279(56), 268(14), 239(10), 225(12), 224(20),
207(87), 196(22), 182(13), 168(20), 167(42), 149(23), 148(21), 136(19), 135(21),
134(16), 121(17), 120(16), 119(25), 117(20), 105(12), 104(15), 91(100), 77(78), 65(19).
3-(4'-Prop6ensmn)Trio-4-pennn-5-(4"-sroxcudernnn)-4H-1,2,4-tpuason (2). Bsr-
xom 74%, 1. mwa. 150-151°C (u3 srtamoma), Rf 0.51. Haitmerno, %: N 10.10; S 8.09.
C23H20FNsOS. Beruncieno, %: N 10.36; S 7.91.
5-(4"-Byroxcudenmui)-3-(4'-propbensmn)tro-4-pernn-4H-1,2,4-rpuaszon(3).
Beixox 82%, T. mu. 133-134°C (u3 sranoma), Rf 0.60. Haiimeno, %: N 9.46; S 7.38.
C2sH24FN3OS. Bsruncneno, %: N 9.69; S 7.39. Cnexrp AMP 'H, &, m.za., /712 0.97 (T,
3H, J=7.3, CHzs), 1.47 (m, 2H, CH>CH2CHs), 1.72 (m, 2H, CH>CHs), 3.92 (1, 2H, J=6.4,
OCH2), 4.39 (c, 2H, SCH2), mporous! 6eH301pHbIX KOJel — 6.75 (M, 2H), 6.98 (m, 2H),
7.15-7.20 (m, 2H), 7.22 (m, 2H), 7.37 (v, 2H), 7.44-7.50 (m, 3H).
3-(4'-Meroxcubensmn)Tio-4-penmn-5-(4"-srokcudennn)-4H-1,2,4-tpuason(4).
Beixon 67%, T. . 174-176°C (u3 stamona), Rf 0.43. Hatimzerno, %: N 10.21; S 7.44.
C24H23N30:S. Beruucieno, %: N 10.06; S 7.68.
3-(4'-Metoxcubensun)Tro-5-(4"-mpomokcudenmn)-4-penmn-4H-1,2,4-Tpua-
3071(5). Brixox 61%, T. wi. 174-175°C (u3 sranona), Rf 0.50. Hatigeno, %: N 9.52; S
7.34. C2sH2sN302S. Beruamcieno, %: N 9.74; S 7.43.
4-®ennin-3-(5'-xm0p-2'-3TOKCHGEH3MI) THO-5- (4" -9TOKCHbeHmT)-4H-1,2,4-TpHAa-
301 (6). Brixox 65%, T. 1., 147-148°C (u3 sranona), Rf 0.63. Haiimeno, %: N 9.11; S
6.59. C2sH24CIN3O:S. Beruncneno, %: N 9.02; S 6.88. Cnexrp AMP 'H, §, m.x., /1
1.36 (t, 3H, J=6.9, CHs), 1.38 (T, 3H, J=7.0, CHs), 4.00 (x, 2H, ]J=7.0, OCHz2), 4.01 (x,
2H, ]=6.9, OCH2), 4.34 (c, 2H, SCH2), mporons! 6eH301bpHbIX KOuel — 6.75 (M, 2H),
7.23 (m, 2H), 6.83 (», 1H, ]J=8.8), 7.13-7.18 (m, 3H), 7.33 (zm, 1H, J=2.7), 7.42-7.50 (m,
3H).
3-(2'-Byrokcu-5'-xmop6eHsmn)tio-5-(4"-6yrokcudennn)-4-pennn-4H-1,2,4-
tpuason (7). Beixon 66%, 1. . 127-128°C (u3 sranona), Rf 0.79. Haiizeno, %: N
8.09; S 6.28. C29H32CIN3O:S. Berumcieno, %: N 8.04; S 6.14.
3-(3'-BpoM-4'-MeTOKCHOeH3MN ) THO-4-beHnn-5-(4"-aToKCudenmn)-4H-1,2,4-
tpuaszon(8). Brxox 86%, T. mn. 96-98°C (u3 sranona), Rf 0.43. Haiizeno, %: N 8.61; S
6.19. C2sH22BrNsO:S. Brruncneno, %: N 8.46; S 6.45. Crmexrp AMP 'H, §, m.x., /1
1.38 (t, 3H, J=7.0, CHs), 3.86 (c, 3H, OCHs), 4.00 (x, 2H, J=7.0 OCH>), 4.32 (c, 2H,
SCH2), mpotous! 6eH301pHBIX KOTeL — 6.75 (M, 2H), 7.23 (v, 2H), 6.89 (z, 1H, J=8.4),
7.13-7.19 (m, 2H), 7.29 (z.z., 1H, J1=8.4, ]2=2.2), 7.43-7.52 (m, 4H).
3-(3'-BpomM-4'-MeToKCcHOeH3II)THO-5-(4" -TIponokcudenmn)-4-benna-4H-1,2,4-
tpuason(9). Berxox 82%, 1. mi. 141-142°C (u3 sranoina), Rf 0.50. Haiizeno, %: N 8.32;
S 6.49. C2sH24BrNzO2S. Beruucieno, %: N 8.23; S 6.28.
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3-(3'-Hurpo-4'-sroxcubGeHsmn)tno-4-pennn-5-(4"-sroxcudenmn)-4H-1,2,4-
tpuason(10). Beixom 71%, T. mia. 170-171°C (u3 sTanoma), Rf 0.32. Haitzeno, %: N
11.51; S 6.44. C2sH24N4OsS. Brrumcieno, %: N 11.75; S 6.72. Cuexrp AMP 'H, §, m.x1.,
T 1.37 (1, 3H, J=7.0, CHs), 1.43 (1, 3H, ]J=7.0, CHs), 4.00 (x, 2H, J=7.0, OCH2), 4.19
(x, 2H, J=7.0, OCH2), 4.40 (c, 2H, SCH2), nporoxs! 6eH301bHbIX KOl — 6.75 (M, 2H),
7.23 (m, 2H), 7.14 (z, 1H, J=8.7), 7.16-7.21 (u, 2H), 7.44-7.52 (v, 3H), 7.62 (1., 1H,
J1=8.7, J2=2.3), 7.79 (=, 1H. J=2.3).
3-(3'-Hutpo-4'-nponoxkcu6GeHsmwn)Tno-5-(4"-nponokcudennn)-4-bennn-4H-
1,2,4-tpuason(11). Berxoz 69%, T. . 164-165°C (u3 sranona), Rf 0.45. Haiineno, %:
N 11.36; S 6.52. C27H2sN4O4S. Brraucmeno, %: N 11.10; S 6.35. Cuextp AMP 'H, §,
wm.z., I 1.02 (1, 3H, J=7.4, CHs), 1.06 (1, 3H, J=7.4, CH3), 1.77 (m, 2H, CH2CH3), 1.82
(m, 2H, CH>CHs), 3.89 (1, 2H, J=6.4, OCH>2), 4,07 (1, 2H, J=6.3, OCHz2), 4.41 (c, 2H,
SCH2), poTons! 6ex3onbHbIX Kosel — 6.76 (v, 2H), 7.23 (v, 2H), 7.13 (g, 1H, ]=8.7),
7.17-7.21 (m, 2H), 7,44-7.51 (m, 3H), 7.62 (z.z., 1H, ]1=8.7, J=2.3), 7.80 (&, 1H, ]J=2.3).
3-(4'-Byrokcu-3'-HuTpoGeH3mI) THO-5-(4'"'-6yToKcudennn)-4-pennn-4H-1,2 4-
tpuason (12). Bexom 67%, t.ma. 117-118°C (u3 sranona), Rf 0.54. Haiizeno, %: N
10.28; S 5.85. C29H3:N4O4S. Beruncieno, %: N 10.51; S 6.01.
3-(4'-Ammrokcu-3'-HuTpo6eHswn) Tro-4-penmn-5-(4'"-srokcudenmn)-4H-1,2,4-
tpuason (13). Berxox 77%, T. . 141-142°C (u3 sranosa), Rf 0.47. Haiigeno, %: N
11.01; S 6.07. C2sH30N4O4S. Bsraucieno, %: N 10.80; S 6.18. Cnextp AMP 'H, §, m.x.,
I 0.94 (T, 3H, J=7.0, CHs), 1.38 (1, 3H, J=7.0, CHs), 1.32-1.51 (m, 4H, CH.CH2CH3s),
1.79 (m, 2H, OCH2CH>), 4.00 (%, 2H, J=7.0, OCH2CH3), 4.09 (1, 2H, ]=6.3, OCH2CH>),
4.40 (c, 2H, SCH2), mpotous! 6eH301pHBIX Koutel, — 6.75 (v, 2H), 7.23 (v, 2H), 7.13 (g,
1H, ]J=8.7), 7.16-7.21 (m, 2H), 7.44-7.51 (m, 3H), 7.62 (m.z., 1H, J:1=8.7, J»=2.3), 7.80 (z,
1H, J=2.3).
3-(4'-Ammnoxcu-3'-HUTpOGeH3WI) THO-5-(4 " -Tiponokcubenmn)-4-benmn-4H-
1,2,4-tpuasoxn (14). Beixon 62%, 1. wr. 106-108°C (u3 sranona), Rf 0.52. Haiigeno, %:
N 10.30; S 6.26. C20H32N4O4S. Beraucaeno, %: N 10.51; S 6.02.
3-(4'-Ammnoxcu-3'-HUTPOOeH3WI) THO-5-(4"" -6y Tokcubennn)-4-bennn-4H-
1,2,4-tpuazoxn (15). Brixogn 65%, T. 1. 88-90°C (u3 sTanona), Rf 0.56. Haiizeno, %: N
10.06; S 5.93. Cs0H3sN4O4S. Brramcieno, %: N 10.24; S 5.86. Cuexrp AMP 'H, §, m.x1.,
I 0.94 (7, 3H, J=7.3, CHs), 0.96 (1, 3H, J=7.3, CHs), 1.31-1.50 (M, 4H, CH.CH>CH3s),
1.38 (m, 2H, OCH2CH2CH3s), 1.72 (M, 2H, OCH2CHb>), 1.77 (m, 2H, OCH2CH?), 3.91 (T,
2H, J=6.4, OCH>), 4.08 (T, 2H, J=6.4, OCHz2), 4.39 (c, 2H, SCH>), nmporons! 6eH30b-
HBIX KoJjel — 6.74 (m, 2H), 7.22 (m, 2H), 7.10 (z, 1H, J=8.7), 7.15-7.20 (m, 2H), 7.43-
7.50 (m, 3H), 7.60 (g.x., 1H, J1=8.7, J.=2.3), 7.79 (m, 1H, J=2.3).
3-®enammrtno-4-dennn-5-(4"-srokcudpenwnn)-4H-1,2,4-tpuason  (16). Bsxox
82%, 1. ma. 167-168°C (u3 stanona), Rf 0.36. Haiigeno, %: N 10.05; S 7.62.
C24aH2N30O2S.  Bsrumcieno, %: N 10.11; S7.71. UWK-cumextp, v, cx': 1669
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(C=0). Macc-cuextp, m/z (I orH, %): 415(22) M, 374(10), 373(5), 311(8), 310(16),
297(39), 296(16), 268(14), 236(7), 163(11), 149(6), 134(6), 120(7), 119(11), 105(100),
91(10), 77(39), 51(11).
3-(4'-®ropdpenanun)tno-4-dpenmn-5-(4"-sroxcudpenwn)-4H-1,2,4-tpuazon (17).
Beixon 69%, T. mi. 167-168°C (u3 sranoma), Rf 0.46. Haiimeno, %: N 9.43: S 7.13.
C24H20FN3O:S. Beraucneno, %: N 9.69; S 7.39. K-cuextp, v, cxr': 1672 (C=0).
5-(4"-IIpomoxcudenm)-3-(4'-propdenanmn)rino-4-pennn-4H-1,2,4-rpuasosn
(18). Bsrxoz 70%, T. 1. 178-179°C (u3 atanona), Rf 0.55. Haiigeno, %: N 9.26; S 6.98.
CosH2FN3O:S. Brruucieno, %: N 9.39; S 7.16. UK-cunextp, v, cml: 1675 (C=0).
Comextp AMP 'H, §, m.z., /7 1.01 (7, 3H, J=7.4, CHs), 1.76(m, 2H, CH2CH3), 3.86 (T,
2H, J=6.5, OCH2), 4.82 (c, 2H, SCH2), npoTtors! GeH3sonbHbIX Kojen — 6.73 (v, 2H),
7.23 (m, 2H), 7.17 (m, 2H), 8.07-8.13 (m, 2H), 7.27-7.33 (m, 2H), 7.47-7.53 (M, 3H).
Macc-cmextp, m/z, (I otH, %): 447 (25)M+, 405 (13), 324(30), 311(19), 310(10), 268(8),
256(9), 138(9), 137(7), 123(100), 119(12), 99(8), 95(29), 91(10), 83(9), 77(10), 69(17),
60(10), 57(22).
5-(4"-Byroxcudenni)-3-(4'-propdenanyn)rio-4-peunn-4H-1,2,4-rpuason
(19). Beixon 68 %, T. wi. 163-164°C (u3 sranona), Rf 0.59. Haiinero, %: N 8.82; S
6.67. C26H24FN3O:S. Beruucieno, %: N 9.10; S 6.94. IK-cuextp, v, e’ 1686 (C=0).
4-Penun-3-(4'-xnopdenaryn)tro-5-(4"-srokcudpenwnn)-4H-1,2,4-rpuason  (20).
Beixon 83%, T. mi. 161-162°C (u3 sranoma), Rf 0.56. Haiimeno, %: N 9.16; S 6.96.
C24H20CIN3O:S. Brrumcieno, %: N 9.34; S 7.13. UK-cuekrp, v, emrl: 1699 (C=0).
5-(4"-Byroxcudenmi)-4-benun-3-(4'-xropbenanun)tno-4H-1,2,4-rpuasosn
(21). Bsrxog, 78%, T. 1. 151-152°C (u3 atanona), Rf 0.68. Haiizeno, %: N 8.61; S 6.58.
C26H24CIN3O:2S. Bsruucieno, %: N 8.79; S 6.71. UK-cmextp, v, cul: 1691 (C=0).
Coextp AMP 'H, §, m.z., /1 0.98 (1, 3H, J=7.3, CHz3), 1.47 (v, 2H, CH2CH3), 1.73 (m,
2H, OCH2CH>), 3.93 (1, 2H, J=6.4, OCH2), 4.85 (c, 2H, SCH2), mpoToHs! 6€H30IBHBIX
kozen — 6.76 (v, 2H), 7.24 (m, 2H), 7.31-7.37 (m, 2H), 7,51-7.56 (M, 3H), 7.51 (M, 2H),
8.05 (M, 2H).
3-(4'-Bpombenanun)tno-4-benmn-5-(4"-srokcudpennn)-4H-1,2,4-tpuazon (22).
Beixoxm 61%, T. . 184-186°C (u3 sranoma), Rf 0.62. Haiimeno, %: N 8.27; S 6.40.
C24H20BrNsO:2S. Berumcieno, %: N 850; S 6.48. UK-cuektp, v, cr!: 1693(C=0).
Cuextp AMP H, 6, m.1., [11: 1.38 (7, 3H, ]J=7.0, CH3), 4.00 (x, 2H, J=7.0, OCH2), 4.84
(c, 2H, SCH2), nporous! 6eH30m1bHBIX Koel — 6.75 (v, 2H), 7.24 (m, 2H), 7.30-7.37 (m,
2H), 7.50-7.56 (m, 3H), 7.67 (M, 2H), 7.97 (m, 2H).
3-(4'-Bpombenanun)Tro-5-(4"-nponokcudennn)-4-bennn-4H-1,2,4-tpuazon
(23). Bexog 57%, 1. . 182-183°C (u3 stanona), Rf 0.71. Haiigeno, %: N 8.51; S 6.18.
C2sH22BrNsO:S. Beruncneno, %: N 8.26; S 6.31. K-cuekrp, v, cmr!: 1684 (C=0).
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3-(3'-BpoMm-4'-MeToKCcHbeHamI) THO-4-Pernn-5-(4"-3Tokcudpenmn)-4H-1,2,4-
Tpuason (24). Berxox 63%, T. mn. 173-174°C (u3 sranona), Rf 0.30. Haiizeno, %: N
7.85; S 5.94. CsH22BrNsOsS. Bsruuciero, %: N 8.01; S 6.11. K-cuektp, v, car': 1661
(C=0).

3-(3'-BpoM-4'-MeTokcudeHan) THO-5-(4"-nponokcudenn)-4-bpenna-4H-
1,2,4-tpuason (25). Beixon 73%, T, wi. 194-195°C (u3 sranona), Rf 0.27. Haiigeno, %:
N 7.64; S 5.82. C26H24BrNzOsS. Beruucneno, %: N 7.80; S 5.95. UK-cuextp, v, car':
1668 (C=0). Crextp AMP 'H, 6, m.x., /112 1.02 (7, 3H, ]J=7.4, CH3), 1.77 (m, 2H, CH>),
3.89 (t, 2H, J=6.5, OCH2), 4.00 (c, 3H, OCH3), 4.79 (c, 2H, SCH>), mpoToHs! 6GeH301b-
HBIX Kosen — 6.76 (M, 2H), 7.14 (m, 1H, ]J=8.7), 7.24 (m, 2H), 7.30-7.36 (M, 2H), 7.51-
7.56 (M, 3H), 8.06 (z.x., 1H, J1=8.7, ]2=2.2), 8.16 (&, 1H, J=2.2).

4-Penun-3-(3'-xn0p-4'-3ToKCHeHaIIT)THO-5- (4" -9TOKCHbeHmn)-4H-1,2,4-
tpuason (26). Berxon 66%, T. . 207-208°C (u3 stanosa), Rf 0.40. Haiineno, %: N
8.27; S 6.34. C26H24CIN30OsS. Bsraucieno, %: N 8.51; S 6.49. UK-cnextp, v, carl: 1669
(C=0). Cuextp AMP 'H, 8, m.z., /7 1.38 (T, 3H, J=7.0, CHs), 1.50 (T, 3H, J=7.0, CHzs),
4.00 (x, 2H, J=7.0, OCHz), 4.24 (%, 2H, ]J=7.0, OCH2), 4.79 (c, 2H, SCH>), nporoHsI
GensonbHBIX KOsl — 6.76 (v, 2H), 7.25 (m, 2H), 7.13 (m, 1H, J=8.7), 7.31-7.37 (M, 2H),
7.51-7.56 (M, 3H), 7.99 (z.x., 1H, J1=8.7, J=2.1), 8.00 (z, 1H, J=2.1).

5-(4"-IIpomokxcudenn)-4-pennn-3-(3'-xnop-4'-srokcudenanun)tno-4H-1,2,4-
tpuason (27). Beixox 67%, t. mi. 192-194°C (u3 sranona), Rf 0.45. Haiizeno, %: N
8.16; S 6.37. C27H26CIN3OsS. Brraucneno, %: N 8.27; S 6.31. IK-cnexrp, v, carl: 1668
(C=0).

3-(4'-Byrokcu-3'-uuTtpodenanyn)tno-4-bpennn-5-(4"-stoxcudennn)-4H-1,2,4-
tpuason (28). Brxom 75%, T. . 88-90°C (u3 srtanosa), Rf 0.52. Haitmeno, %: N
10.27; S 6.11. C2sH2sN4OsS. Brrumcieno, %: N 10.52; S 6.02. UK-cuextp, v, ear': 1679
(C=0).

3-(4'-Byroxcu-3'-HuTpodeHany) THo-5-(4'-mponokcudernn)-4-penmn-4H-
1,2,4-tpuazon (29). Brixon 68%, t. . 78-80°C (u3 stanona), Rf 0.57. Haiizeno, %: N
10.40; S 5.75. C29H30N4OsS. Bsrumcieno, %: N 10.25; S 5.86. UK-cuextp, v, car': 1688
(C=0). Cnexrp IMP 'H, 8, M.z, I 1.01 (r, 3H, J=7.4, CHs), 1.02 (r, 3H, J=7.4, CHs),
1.54 (m, 2H, CH2CH2CHs), 1.77 (m, 2H, CH>CHs), 1.83 (M, 2H, CH>CHs), 3.89 (1, 2H,
J=6.4, OCH2), 4.26 (1, 2H, J=6.3, OCHz2), 4.82 (c, 2H, SCH2), mpoToHsI G€H30JIbHBIX
konen — 6.76 (m, 2H), 7.24 (m, 2H), 7.31-7.37 (m, 2H), 7.51-7.55 (M, 3H), 7.38 (z, 1H,
]=8.8), 8.27 (z.z., 1H, J1=8.8, J=2.3), 8.44 (z, 1H, J=2.3).

3-(4'-Byrokcu-3'-uuTpodeHanyn)tno-5-(4"-6yrokcudennn)-4-pennn-4H-
1,2,4-rpuazon (30). Berxox 61%, T. min. 145-146°C (u3 sTamona), Rf 0.59. Haiige-
HO, %: N 10.21; S 5.59. C30H3NsOsS. Bsrumcmeno, %: N 9.99; S 5.72. UK-
cuekrp, v, cml: 1675 (C=0O). Cmextrp AMP 'H, 8, m.z., Iz 0.97 (r, 3H,
J=7.3, CHs), 1.01 (t, 3H, J=7.3, CHs), 1.47 (m, 2H, CH.CHs), 1.54 (m, 2H,
CH>CHs), 1.72 (m, 2H, OCH2CH2), 1.83 (m, 2H, OCH:CH»), 3.93 (r, 2H,

254



J=6.4, OCH2), 4.26 (1, 2H, ]=6.3, OCH2), 4.82 (c, 2H, SCH2), npotous! 6€H301bHBIX
Kozer - 6.76 (v, 2H), 7.24 (m, 2H), 7.32-7.36 (M, 2H), 7.51-7.56 (m, 3H), 7.38 (z, 1H,
]=8.9), 8.27 (z.x., 1H, J1=8.9, J=2.2), 8.44 (n, 1H, J=2.2).

5-(4'-ULYOLUNDEULDPL)-4-DEULPL-4H-1,2,4-SCPULNL-3-FPALLELD
S-SENUYULYUO UOULSSULLEP URLEERL B4 UWELUULAULUYUL
uuShdNkE3NkLC

U. U. bLUIBUL, L. U. PLUNSUL, [} 9. MUrNLhE3UL b 2. UL USERUL3UL

Uhuptqqué Gtu  5-(4'-uylopuhdtthy)-4-dtuh;-4H-1,2,4-nphwqn)-3-phnjutph  wdwugyuukp,
npnup npyku nknuijuhy $Suph wnndh dnin Wupnibwlnud ko mbnuljudus phiqhy b kiughy
nunhluyitp:  Zknwgqnunjus Bu Wmpbph dwuu-ugblopbpp,  hwuwpwlunbphu; b
hwljuninnigpuyht hwnynipyniattkpp: Zuunwnguws b, np phuqh] wswugyuubpp £upmd Eu dhuy
qpuuunpuljutt Uhijpnpbph wdp (wnwudhinlnllikp 207p, 1), dhugh) wswbgpuitkpp hhdbwljuinad
odujwsd skt hwjwdhypnpuyhtt wnhynipjudp: Zuynbtwpkpgus b dhwgnipyniuubp, npnup dupnid
bl vwpyndw 45-h wdp 35-48% uwhdwtkpnud:

SYNTHESIS OF S-SUBSTITUTED DERIVATIVES OF 5-(4'-
ALKOXYPHENYL)-4-PHENYL- 4H-1,2,4-TRIAZOLE-3-THIOLES
AND THEIR BIOLOGICAL ACTIVITY

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

The Scientific Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
A.L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: nanraifok54@mail.ru

Derivatives of 5-(4'-alkoxyphenyl)-4-phenyl-4H-142riazole-3-thioles containing
substituted benzyl- and phenacyl groups at sulfomaare synthesized. The mass-
spectra, antibacterial and antitumor propertieghef resulting compounds have been
investigated. It is established, that benzyl déies decrease the growth of only gram-
positive microbes (staphilococcus 209p, 1), theadgh derivatives do not show
antibacterial activity. Some compounds, which iitkih the growth of sarcoma 45 in the
range of 35-48% have been discovered.
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