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TTony4yensr sKCIepUMeHTaNIbHbIE JAHHBIE O TOM, 4TO 1,2,4-Tprasos- 3-THOJIbI, COfiepXKaliye 3a-
MeCTHUTeNb B 4-OM IIOJIOXKEHUH, PearupyIoT ¢ 4-rUIpPOKCH-3-HUTPOOEH3UIXIIOPUAOM B THOHHOI Tay-
ToMepHOU (opme ¢ o6pazoBanneM N-3aMeleHHBIX ITPOU3BOAHBIX. CTPYKTYPHI IIOTyYeHHBIX COeIHe-
Huil mogreepxkzenst panusivu PCA, IMP'H u macc-crektpos. VicciezoBaHbl aHTHOKCHAAHTHBIE
CBO¥CTBA 4-THUAPOKCH-3-HUTPOOEH3UIBHBIX IIPOM3BOAHBIX ¥ ITOKA3aHO, YTO OHHU €160 MHIHOUPYIOT

IIPOLIeCC MEPEKICHOTO OKHUCIEHH TUIUAOB B pezenax 20-30%.

Puc. 1, ta6. 1, 6u6. cceurok 15.

WsBectHO, uyTO 1,2,4-TpHazoyn-3-THOJ CYIIECTBYET B THOH-THOJIBHOU TayTO-
MepHBIX GOpMax U B 3aBHCUMOCTH OT yCJIOBUIl PeaKIuil pearupyeT C 5JIeKTpodu-
namu Kak mo SH-, tak u mo NH-rpynme rerepouuxia [1,2]. Hanpumep, 65110
yCTaHOBJIEHO, 4YTO 4,5-musaMemenHsle 1,2,4-Tpuas3osi-3-THOMBI B IIPUCYTCTBUU
TUIPOKCHZA HATPUA M KaJIUA PearupyloT C 3aMellleHHBIMU GeH3UIXIOPUAAMU
u deHanuaObpoMuzaMu ¢ o6pasoBaHueM S-mpousBonHbIX [3,4]. C mpyroit cTopo-
HBI, OBLJIO ITOKA3aHO, YTO C 4-TUAPOKCU-3-HUTPOGEH3UIXIOPUAOM 5-(4-MeTOKCH-
dbenun)-4-benun-4H-1,2,4-rpuason-3-tuon obpasyer mpoaykr N-sameureHus —
1-(4'-rugpoxcu-3'-HuTpobensnn)-5-(4"-metokcudennn)-4-penun-4,5-guruspo-
1H-1,2,4-rpuason-5-tuoH [5].
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Hacrosmas pabora mocBAlleHa M3y4eHUIO peaknuil pAna QyHKIMOHATBHO
sameneHHBIX 1,2,4-TpuasonoB (la-i) ¢ 4-ruzpoxcu-3-HUTPOOEHSUIXIOPULOM, a
TaKXKe C €r0 4-MeTOKCIIPHBIM aHaJIOTOM.
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1,2,3, R! = NH», R? = H (1a-3a); R! = NH>2, R? = CHs (1b-3b); R! = NH2, R? = 2-

CH30CsH4 (1c-3c); R! = NH2, R? = 4-CH30CesH4 (1d-3d); R! = CH2-CH=CH2, R? =

4-CHsOCsH4 (1e-3e); R! = CeéHs, R? = 2-CH30CsHs (1f-3f); R! = C¢Hs, R? = 4-

C2HsOCsH4 (1g-3g); R = GsHs, R? = CeHsOCH: (1h-3h); R! = CéHsCHz, R? = 4-

CHs0CeH4 (1i-3i).

Peakiua ¢ 4-TUIpPOKCH-3-HUTPOOEH3UIXIOPULOM IIPOBOAUIACH B IIPH-
CYTCTBUH [IBYXKDaTHOTO KOJIMYEeCTBAa TMIPOKCHAA Kauud. Bo Bcex ciaydagx 6puin
HOJTy4YeHsI IPOoAyKThl N-ajkuminpoBanus (coesunenus 2a-i). B AMP 'H cmekrpax
coefuHeHU# 2a-i CUTHAIBI METUIEHOBBIX IIPOTOHOB G€H3UIBHOMN IPYIIIBI IIPOSB-
na10TCA B o6tactu 5.23-5.44 m.1., xapakTepHoii 11 NCH2- rpynnsr [5,6].

Crpoenne  1-(4'-ruzpoxcu-3'-HutpobeHsnin)-3-(2"-metoxcudenun)-4-de-
Hu-4,5-guruapo-1H-1,2,4-tpuason-5-trona (2f) noaTBep)xIeHO TaKXKe METOLOM
PEHTTeHOCTPYKTYPHOTO aHaiu3a (puc).

Puc. Crpyxrypa coepunenus 2f B Halleil HyMepaluyi aTOMOB.
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B monexyie coegunenus 2f Ha6mogaeTCA JOCTATOYHO CUIbHAL BHYT- PUMO-
JIeXyIApHas BOLOpOAHAas CBsi3b Mexny aromamu O16 u O14 (mmuua cBasu O-
H...O paBuserca 2.579 E), xoropas omnpenesnseT mapajuleIbHOCTH ILJIOCKOCTH
rpymmsr 014-N13-016 ¢ maockocTsio 6eH3oapHOr0 Kostbna (C7-C12).

HccnenoBansr Macc-criekTpsl coenunenuiit 2b,ef. Pacman coepnuenus 2f
IIpU 5JIeKTPOHHOM yZape B OCHOBHOM 6JIM30K K pacmazy 4-MeToKCHubeHUIBHOTO
IIPOM3BOLHOTrO, omrcanHoro B pa6ore [5]. [IpuBesnena obmas cxema pacmazga 2f.
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W3 cxemsl ciefyeT, YTO XapaKTepPUCTUYHBIM HOH, CBUIETEJBCTBYIOMIUHA 00
N-samemenuu B 2f, npoTorusuposan (m/z 269). B mMacc-ciekTpe mpHCyTCTByeT
IIUK MOHA ¢ M/z 166 HeGob1ION MHTeHCUBHOCTU (6%), IIOIy4eHHOTO BEIGPOCOM
CS or nona ¢ m/z 210.

ITpuBosuTCA Macc-cIIeKTp coemuHeHMA 2e, KOTOPHIH II0 OCHOBHBIM HaIIpaB-
JIEHUAM PAcIIafia COOTBETCTBYeT paclansy 4-GeHnIbHBIX TPOU3BOLHBIX.
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B ornmyume OT BHIIIEIIPUBEAEHHBIX IPUMEPOB, IIPYU SUCCOLMATHBHON MOHU3a-
nun 2b XapaKTepUCTUYHBIM SBILETCA MOH ¢ m/z 167, 06pa3oBaHHEIH BEIGPOCOM
[C7HsN20s + H] or M*.

— +
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NH2 m/z 167

2b, M m/z 281

B sToM ciyuae 3apsaf XapaKT€PUCTUYHOTO MOHA JOKATIM30BaH HAa apUIBHOM
OCTaTKe.

Peax1uueit nCXOAHBIX TpHasonoB la-i ¢ 4-MeToKcH-3-HUTPOGEH3UIXIOPUIOM
HOJIy4eHsI 4-MeTOKCH-3-HUTPOGeH3MITHOTPHa30 ! 3a-i, B IMP 'H cnexrpax xo-
TOphIX curHan 6ensuiasHoit CHa-rpynner Ha6momaercs B obnactu 4.25-4.40 M.z,
XapaKTepHOH 11 S-GeH3UITHOTPHA300B [3-5].

Vl3BecTHO, 4TO THOJIOBBIE COEJMHEHMs, a TaKXe INPOHU3BOJHBIE (GEHOIOB
001aaI0T AHTUOKCUAAHTHBIMKU CBo¥icTBamu [7,8]. Psm 3aGosmeBanHwuii, Takwux,
KaK aTepoCKJIepos, pak, GosesHb IlapkuHCOHA, cepAedYHO-COCyAMCThIe 3a60-
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JIeBaHUA, KaTapaKTa, IIPOLECChl CTAPEHUA, CBA3BIBAIOT C IIOCIECTBUAMU CBOGOZ-
HO-pafUKaIbHOTO OKucIeHus [9-11].

VzyyeHa aHTMOKCHJAHTHAs aKTUBHOCTh coefuHeHuil 2a-e,h,i u panee cuu-
TesupoBaHHOro  1-(4'-ruppoxcu-3'-Hurpobesun)-5-(4"-merokcudennn)-4,5-gu-
rugpo-1H-1,2,4-tpuason-5-Trona (2j) Ha MoZenu acKop6GaT-3aBUCHUMOTO II€pe-
KucHoro okuciaenus aunugos (IIOJI) mo umBeTHOMN peakIy MaJOHOBOTO anble-
ruja ¢ THo6apOGuTypoBoit KucioToii [12]. BemjecTBa U3y4aauch B OIBITAX in Vitro
B puanazore 103-10° M. Wurencusrocts I1OJI omneHuBamach mo COAEp:KaHUIO
MaJIOHOBOTO ajbJeTHJia B TOMOT€HAaTaX MO3TOBOM TKAHM KPBIC C YyUETOM ILJIOT-
HOCTH ONITUYECKOTO IoTIomenus npu 534 #ar[13].

BrIgBIEHO, UTO COeSUHEHMS WHTHOUPYIOT IPOILeCC OKHCIEHUA B IIpefenax
17-34% 10 OTHOLIEHUIO K KOHTPOJIBHOM I'PyIIlle XXUBOTHBIX: 2a Ha 23, 2b — 29, 2¢
—27,2d - 17, 2e - 34, 2h - 24, 2i - 23, 2j - 21% (P < 0,05). Haubomee BrIpasken-
HbIH addexr oTMeuaercs mpu KoHueHTpanuu BeurectBa 103 M, ymeHsureHue
KOHIIEHTPAIIUU IIPHUBOAUT K YMEHbBIIEHUIO aHTHOKCU/IAHTHOTO JefCTBUA.

OKCIIepUMeHTaIbHAA YacTh

Crextpst AMP 'H cuHTe3supoBaHHBIX COeZVHEHUI 3aperMCTPUPOBAHBI Ha
npubope «Varian Mercury-300 VX» B IMCO-ds, O, m.1., / (/Z), BHY- TpeHHUH
stanoH — TMC. Macc-criekTps! cHATHI Ha cuekrpoMmerpe «MX-1321 A» ¢ mpsamsIM
BBO/JIOM BeIl[eCTBA B MOHHBIH MCTOYHUK IIpH SHepruu nonusanuu 60 »B, m/z (/
oTH, %), IIOTHOCTH OITUYECKOTO IIOTJIOe U — Ha criekTpodoTomerpe “CO-167.
TemmepaTyps! IIaBIeHHs OIpeJeNANNCh HAa MUKPOHArpeBaT€IBHOM CTOJIHKe
“Boaruyc” B °C. TCX mpoBogunace Ha miacturkax “Silufol UV-254” B cucreme
pacTBopuTeeil GeH3on-oTHIAeTaT, 1:1, coegunenuit 3a,b,i — B cucreme Gyra-
HOJI-YKCyCHas KUCIOTa—Boza, 4:1:5, mposasrenue — YO ceTom.

PenrrenocTpykTypHsIi aHaIH3

ITapameTpsl MOHOKJIMHHOW 5JI€MEHTapHON AYeHKU M3MEPEeHBI IIPH KOM-
HAaTHOM TeMIeparype Ha aproMatudyeckoM gudpakromerpe “CAJI-4” dupwms:
Enraf-Nonius u yTtounensr mo 22 pediaexcam c¢ 11<0<15, pasupr a=13.514
(3)E, b=9.610 (2)E, c=16.345 (2)E, p=100.88 (2)°, V=2084.9 (3)E:. B =xoge
IUPaKIMOHHOTO SKCIEPHMEHTa, IIPOBEJEHHOTO HA TOM e AudpaKTOMeT-
pe, 6sutn m3mepens: 4045 orpaxenuit B o6mactu O<h<19, 0<k<13, -23<1<23
(dmax=30, Mo Ka-usnyuyenue, rpaduroBsiii MoHOXpomaTop). Bce pacuers:
6t mpoBefeHbl 1o Komiurekcy mnporpamm SHELXTL [14]. DxcmepumeH-
TaIBPHBIH ~ MaccuB  cogepkan 3908  HeoKBUBaJIEHTHBIX  pedIeKCOB
(Rint=0.013), u3 mux 2307 mabmomaemsrx ¢ I>2( (I). Cratucruyeckoe pac-
IpefieJleHVe UHTEHCUBHOCTEH yKasalo Ha 6ojee BepOATHYIO IIPOCTPAHCT-
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BerHylo rpymmy P2(1)/c (z=4). CrpykTypa pacmudpoBaHa IPAMBIMU METOAAMH,
KOOpPZMHAThI aTOMOB BOJOPOZA OIIpeielleHbl M3 PasHOCTHBIX cuHTe30B Dypse.
CrpykTypa yrouneHa monHomarpuuabiM MHK B anHusorpomnoM mpubnmkxeHun
IJI HeBOZOPOJHBIX aTOMOB U M30TPOIIHOM — IJI1 aTOMOB BOZOPOAA, OKOHYATEe Ib-
HbI# pakTop pacxomzumoctu R=0.04, S=1.025. KoopguHaTs! aTOMOB M1 5KBUBAJIEHT-
HBIE TeIlJIOBbIe ITapaMeTphl IIPUBeeHbI B TAGIUIIE.

Tabanuna
KoopauHaTsl HeBOZOPOAHBIX aTOMOB ¥ SKBUBaJIEHTHHIE TEIUIOBBIE IIAPaMeTpPhI
CTPYKTYpHI coeguHenus 2f

Atom X y z Ueq [E?]
S 0.20451(5) 1.01342(8) 0.21370(4) 0.0664(3)
N1 0.10599(12) 0.7751(2) 0.23574(10) 0.0453(7)
N2 0.11956(12) 0.6456(2) 0.27205(10) 0.0454(7)
C3 0.21461(15) 0.6438(3) 0.30779(11) 0.0395(8)
N4 0.26080(12) 0.7665(2) 0.29456(10) 0.0417(7)
C5 0.18998(16) 0.8534(3) 0.24787(12) 0.0441(8)
Cé6 0.00630(17) 0.8162(4) 0.18997(13) 0.0539(11)
C7 -0.01186(15) 0.7653(3) 0.10089(12) 0.0488(8)
C8 -0.08378(16) 0.6686(3) 0.07390(13) 0.0497(8)
C9 -0.09967(15) 0.6211(3) -0.00803(12) 0.0475(8)
C10 -0.04144(18) 0.6679(3) -0.06352(12) 0.0569(9)
C11 0.0307(2) 0.7674(4) -0.03595(14) 0.0751(12)
C12 0.0446(2) 0.8172(4) 0.04437(15) 0.0686(12)
N13 -0.17874(15) 0.5213(3) -0.03415(13) 0.0640(9)
014 -0.19211(14) 0.4735(2) -0.10572(11) 0.0789(8)
015 -0.23276(16) 0.4887(3) 0.01400(13) 0.0989(9)
0o16 -0.04707(17) 0.6210(2) -0.14231(9) 0.0790(9)
C17 0.26394(15) 0.5255(3) 0.35548(12) 0.0405(8)
C18 0.30974(17) 0.5410(3) 0.43940(13) 0.0466(9)
C19 0.3561(2) 0.4285(3) 0.48275(16) 0.0591(12)
C20 0.3561(2) 0.3016(4) 0.44421(18) 0.0643(13)
C21 0.3100(2) 0.2848(4) 0.36200(18) 0.0612(13)
C22 0.26455(18) 0.3967(3) 0.31865(15) 0.0506(12)
023 0.30264(13) 0.6694(2) 0.47211(9) 0.0612(7)
C24 0.3498(3) 0.6907(5) 0.55730(17) 0.0734(13)

OO6mas MeTozuKa CHHTe3a 4-TUAPOKCHU-3-HUTpoOGeH3WI3aMemeHHbIX 1,2,4-
TpHasoa-5-TuoHoB (2a-i). 0.34 r (0.006 mox) exgxoro kanu pactBopsaoT B 20 mr
9TAaHOJA, 3aTeM K pacTBOpy npu HarpeBaHuum gpobasmaior 0.003 mozg coot-
BeTCTByIomero la-i mo momHoro pacrBopeHmsa. K IOIydYeHHON peaKIMOHHOH
cMecu mpu oxnaxzaenuu pobasasior 0.56 r (0.003 mozg) 4-rumpokcu-3-HuUTpo-
Gensunxiopuga [15], pacTBopeHHOro B 8 M7 3TaHOJA, W OCTABIAIOT HA HOYb.
Peaxunonnyto cmech KunaTatr 4 ¥, GOJBIIYI0 YaCTh STAHOJA OTTOHSAIOT, IO~
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0aB/AIOT  BOZY, BOAHBIM PACTBOP HEUTPANU3YIOT, OCAZLOK OTGIIBTPOBBIBAIOT U
[ePEeKPUCTaIIN30BbIBAIOT.
4-AMuHo-1-(4-rugpokcu-3-uurpobensun)-4,5-auruapo-1H-1,2,4-tpuason-
5-tuox (2a). Beixoz 52%, 1. . 195-197°C (u3 Toryona), Re 0.37. Haiizeno, %: N
25.94; S 11.82. CoHsNsOsS. Berumcieno, %: N 26.21; S 12.00. AMP 'H, 8§,
m.g., I1: 5.28 (¢, 2H, NCH2), 5.58 (m, 2H, NH2), 8.29 (¢, 1H, N=CH), 10.62
(c, 1H, OH), mporousr GeusonsHoro xomsua — 7.09 (m, 1H, ] =8.6), 7.59
(m.m., 1H,J1=8.6,]2=2.2),7.98 (g, 1H, ] = 2.2).
4-AmuHo-1-(4-rugpoxcu-3-HuTpobeHsm)-3-mMeT-4,5-gurugpo-1H-1,2,4-
Tpuason-5-tuoH (2b). Brixom 49%, T. mia. 159-160°C (u3 Gemsona), Re 0.32.
Haiigeno, %: N 24.81; S 11.31. Ci0H1iNsOsS. Bsrumciaeno, %: N 24.90; S
11.40. IMP 'H, &, m.x., Iz 2.31 (c, 3H, CHs), 5.23 (c, 2H, NCH>), 5.42 (i,
2H, NH>2), 10.61 (m, 1H, OH), nporous: Genzoxsroro komsua — 7.09 (g, 1H,
J] = 86), 759 (m.x., 1H, 1 = 8.6, J» = 2.2), 798 (m, 1H, J = 2.2). Macc-
cuektp, m/z (/ orH, %): 281(70) M+, 264 (5), 263(26), 167(25), 152(24),
130(100), 106(16), 105(9), 78(39), 77(19), 74(5), 60(5), 57(9), 51(18).
4-AmuHo-1-(4'-rugpokcu-3'-HuTpoben3mn)-3-(2"-MeTokcubeHmN)-4,5-
zuruapo-1H-1,2,4-tpuason-5-Tuos (2c). Beixog 37%, T. . 113-115°C (u3 cmecu
tonyon-rekcaH), Re 0.57. Haiizeno, %: N 19.02; S 8.67. CisHisNsOsS. Bsraucire-
uo, %: N 18.76; S 8.59. IMP 'H, 6, m.z., /- 3.89 (c, 3H, OCHs), 5.36 (c, 2H,
NCH2), 5.39 (¢, 2H, NH2), 10.65 (1, 1H, OH), nporous! GeH30JbHBIX KOJIEI]
- 7.03 (t, 1H, J =7.5), 7.10 (m, 1H, J = 8.2), 7.12 (g, 1H, J = 8.6), 7.39
(., 1H, J1 =75, J2 = 1.6), 751 (mam, 1H, Ji = 82, J = 75, Js = 1.7),
7.61 (m.mo., 1H, J1= 8.6, J.= 2.1), 8.05 (g, 1H, J =2.1).
4-AmuHo-1-(4'-rugpokcu-3'-HuTpoben3mn)-3-(4'"-MeTokcubeHmN)-4,5-
puruapo-1H-1,2,4-tpuason-5-tuon (2d). Bexoz 35%, T. mn. 197-199°C (u3 cmecu
IM®A-Boga), Re 0.72. Haiigeno, %: N 18.84; S 8.61. CisHisNsO4S. Bsruwmc-
neno, %: N 18.76; S 8.59. AMP 'H, §, m.x., /7 3.85 (c, 3H, OCHs), 5.35 (c,
2H, NCHz2), 5.68 (c, 2H, NH2), 10.61 (m, 1H, OH), mpoToHs! 6eH30IBHBIX KO-
qen, — 6.97 (m, 2H), 7.09 (g, 1H, J = 8.6), 7.63 (m.m., 1H, J1 = 8.6, ]2 = 2.2),
8.02 (m, 2H), 8.03 (m, 1H, J = 2.2).
4-Annun-1-(4'-rugpoxcu-3'-uurpobensnn)-3-(4"-mMeTokcudenmn)-4,5-au-
rugpo-1H-1,2,4-rpuson-5-tuon (2e). Berxox 51%, 1. . 131-132°C (u3 6eHsoa),
R 0.73. Hatigeno, %: N 13.96; S 7.98. Ci9H1sN4O4S. Berumcieno, %: N 14.06; S
8.05. IMP 'H, 6, m.x., I 3.86 (c, 3H, OCHs), 4.71 (m.1., 2H, J1 = 5.0, ]2
1.5, CH2), 5.03 (m.x., 1H, J1 = 17.3, Jo = 1.5, =CH2), 5.22 (m.x., 1H, |
10.4, J2 = 1.5, =CH»), 5.38 (¢, 2H, NCH2), 5.92 (g.m.t., 1H, J1 = 17.3, ]2
104, J3 = 5.0, =CH), 10.62 (c, 1H, OH). mpoTroHs! G6eH30JbHBIX KOJel —
7.00 (m, 2H), 7.56 (M, 2H), 7.12 (g, 1H, J = 8.6), 7.67 (m.m., 1H, J1 = 8.6, ]2
= 2.2), 807 (m, 1H, ] = 2.2). Macc-cnekrp, m/z (/ orn, %): 398(100) M-,
383(21), 380(9), 268(40), 248(13), 247(55), 246(39), 233 (15), 232(96), 214(17),
152(37), 150(23), 136(14), 135(34), 134(58), 13(59), 119(17), 118(29), 113(13),
106(22), 105(17), 104 (22), 103(15), 99(9), 93 (12), 92(10), 91(24), 90(19), 78(18),
77(65), 76(13), 65(15), 64(14), 63(14), 51(39), 50(14), 41(73).
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1-(4'-Tugpokcu-3'-aurpobensmn)-3-(2" -meTokcudennn)-4-pennn-4,5-au-
rugpo-1H-1,2,4-rpuason-5-tuoH (2f). Brixoz 55%, 1. m1. 198-200°C (u3 Toxyoa),
Rr 0.70. Haitgeno, %: N 12.79; S 7.23. C2H1sN4O4S. Brruucneno, %: N 12.90; S
7.38. AMP 'H, 8, m.x., I 3.37 (c, 3H, OCHs), 5.44 (c, 2H, NCH?2), 10.64 (u, 1H,
OH), mporons! 6eH3onbHbIX Kosen, — 6.79 (z.4., 1H, J1 = 8.2, J. = 1.0), 6.99 (1.z.,
1H, J1=7.5, J2 = 1.0), 7.16 (m, 1H, ] = 8.6), 7.19 — 7.23 (M, 2H), 7.32-7.37 (M, 3H),
7.39-7.44 (m, 2H), 7.75 (g.m., 1H, J1 = 8.6, J2 = 2.2), 8.14 (m, 1H, ] = 2.2). Macc-
cuextp, m/z (/ otH, %): 434(100) M+, 417(7), 416(16), 336(6), 283(33), 282 (29),
268(95), 222(12), 210(17), 195(7), 152(15), 149(11), 147(9), 136(14), 135(29),
134(17), 133(17), 132(9), 119(9), 118(7), 107(11), 106(13), 105 (20), 104(16), 9(21),
77(49), 73(18), 65(8), 51(11).

1-(4'-Tugpokcu-3'-aurpobensnn)-4-¢pennn-3-(4"-srokcudenni)-4,5-
puruapo-1H-1,2,4-rpuason-5-tuon (2g). Brexoz 51%, 1. mn. 197-198°C (u3 To-
nyoina), Re 0.72. Haiizeno, %: N 12.71; S 7.08. C23H20N4O4S. Bsruuciero, %: N
12.49; S 7.15. AMP 'H, 6, m.x., /- 1.37 (1, 3H, ] = 7.0, CHs), 4.00 (x, 2H, ] = 7.0,
OCH2), 5.43 (c, 2H, NCH>2), 10.66 (u1, 1H, OH), npoToHsl GeH30IbHBIX KOJeL, —
6.75 (m, 2H), 7.15 (g, 1H, J = 8.6), 7.17 (m, 2H), 7.27-7.33 (m, 2H), 7.47-7.53 (m,
3H), 7.75 (g.m., 1H, J1 = 8.6, J2=2.2),8.16 (z, 1H, ] = 2.2).

1-(4-Tugpoxcu-3-HuTpoOeHsmw)-3-beHokcuMeTHI-4-beHnn-4,5-guruapo-
1H-1,2,4-Tpuason-5-tuon (2h). Bexox 53%, . mwr. 137-138°C (u3 tomyona), Re
0.69. Haiimeno, %: N 12.75; S 7.23. C22H1sN4O4S. Beruncaeno, %: N 12.90; S 7.38.
SAMP H, 8, m.z., I 491 (c, 2H, OCH?2), 5.39 (¢, 2H NCHz), 10.76 (um, 1H, OH),
IIPOTOHBI 6eH30IBHBIX Kotel, — 6.76 (M, 2H), 6.90 (t.1., 1H, J1 = 7.3, ]2=1.1), 7.10-
7.21(m, 3H), 7.43-7.54 (m, 5H), 7.67 (a.x., 1H, J1=8.6, ]2 = 2.2), 8.09 (m, 1H, ] =
2.2).

4-Bensun-1-(4'-rugpokcu-3'-uuTpobeHsmn)-3-(4"-merokcudennn)-4,5-
zuruapo-1H-1,2,4-tpuason-5-Tuon (2i). Berxox 58%, T. . 177-178°C (u3 sTano-
ma), Re 0.78. Haiimeno, %: N 12.32; S 7.31. C23H20N+O4S. Beruucieno, %: N 12.49;
S 7.15. AMP H, §, m.z., /- 3.82 (c, 3H, OCHs), 5.33(c, 2H, NCH>), 5.43(c, 2H,
NCH3), 10.57(1z1, 1H, OH), iporons! 6ex3onpHbIx Kouel — 6.91(m, 2H), 7.07-7.11
(m, 2H), 7.13 (@, 1H, ] = 8.6), 7.19-7.30(m, 3H), 7.37(m, 2H), 7.70(z.z., 1H, J1 = 8.6,
J2=2.2),8.07 (m, 1H, ] = 2.2).

O6wasn MeTommka cuHTe3a 4,5-FuU3aMemeHHbBIX 3-(4-MeTOKCH-3-HUTPOGEH-
3un)tino-4H-1,2,4-rpuasonos (3a-i). 0.17 r(0.003 xo0.29) efKoro Kaau pacTBOPSIOT
B 20 mr 3TaHONA, 3areM npu HarpeBanuu poOasisiorT 0.003 aozg cooTBeTCTBYIO-
mero la-i mo monHOTO pacTBoperus. K oxnaxzeHHoMy pactBopy gob6asiuaior 0.6 r
(0.003 mozg) 4-meroxcu-3-HurpobeHsmwixyopuga [15], pacTBopenHoro B 8 ar
STAHOJIA, ¥ OCTABJSAIOT Ha HOYb. CMECh KUMATAT 3 ¥ ¥ CHOBA OCTABJIAIOT HA HOYb.
BrimaBmuii ocafox OTGUIBTPOBBIBAIOT U IPOMBIBAIOT Ha (GUIBTPe BoZoil. B ciy-
4ae, KOTJja HET OCAZIKa, STAHOJI OTTOHSIOT, BELIECTBO OCAXAAIOT BogoH. [Toryuen-
HBIH 0caiok pactBopsioT B 8-10 azr JIM®PA, momueraqiBaoT STaHOIBHBIM PaCT-
BOPOM €JIKOT'0 KaJIi U ZOOAaBJLIOT BOAY. BrImaBuinii ocaox oT¢IIBTPOBEIBAIOT U
[ePEeKPUCTaII30BbIBAIOT.
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4-AmuHo-3-(4-MeToxcu-3-HuTpobensun)tino-4H-1,2,4-tpuason (3a). Brerxon
60%, T. mwr. 53-55°C (u3 sramoma), Re 0.53. Haitmeno, %: N 24.78; S 11.73.
C10H11N50sS. Beruncieno, %: N 24.90; S 11.40. AMP 'H, 8, m.x., /1- 3.94 (c, 3H,
OCH3), 4.37 (c, 2H, SCH>), 5.85 (c, 2H, NH>2), 8.22 (c, 1H, =CH), npoToHs! GeH-
3opHOrO Koabua — 7.20 (@, 1H, J = 8.7), 7.69 (a.x., 1H, J1 = 8.7, ]2 = 2.2), 7.88 (x,
1H,J=2.2).

4-AMuHO-3-(4-MeToKCH-3-HUTPOOeH3mwI) THO-5-MeTmn-4H-1,2,4-Tprason
(3b). Berxox 57%, 1. . 158-159°C (u3 stanona), Re 0.37. Haitzeno, %: N 23.59; S
10.93. C11H13NsOsS. Beruuciaeno, %: N 23.71; S 10.86. AMP 'H, §, m.a., o 2.32
(c, 3H, CHs), 3.94 (c, 3H, OCHzs), 4.34 (c, 2H, SCH2), 5.61 (c, 2H, NH2), mpoToHsI
GensonpHOrO Kostbiia — 7.19 (m, 1H, ] = 8.7), 7.68 (m.m., 1H, J1 = 8.7, J2 = 2.2), 7.88
(m, 1H,J =2.2).

4-AmuHo-3-(4'-MeTokcH-3'-HUTpO6EeH3WI) THO-5-(2"' -MeToKCudermT)-4H-
1,2,4-tpmuason (3c). Beixon 69%, T. . 174-175°C (u3 sTanomna), Re 0.48. Haiineno,
%: N 17.93; S 8.38. C17H17N504S. Beruucieno, %: N 18.08; S 8.28. AMP 'H, §, m.1.,
T 3.90 (c, 3H, OCH3), 3.95 (¢, 3H, OCHs), 4.43 (¢, 2H, SCH>), 5.45 (c, 2H, NH>2),
IIPOTOHBI GeH30pHbIX Kojeln — 7.04-7.13 (v, 2H), 7.22 (», 1H, ] = 8.7), 7.44-7.52
(M, 2H), 7.75 (m.m., 1H, J1=8.7, ]2 = 2.3), 7.93 (u, 1H, ] = 2.3).

4-AMuHO-3-(4'-MeTOoKCH-3'-HUTPOGEeH3MT) THO-5-(4" -MeToKCubenn)-4H-
1,2,4-tpuazon (3d). Berxon 60%, T. mn. 193-194°C (u3 sTanoa), Re 0.46. Haiineno,
%: N 18.29; S 8.19. C17H17Ns504S. Beruucieno, %: N 18.08; S 8.28. AIMP 'H, 8, m.1.,
I 3.85 (¢, 3H, OCH3), 3.94 (¢, 3H, OCHs), 4.41 (¢, 2H, SCH2), 5.82 (¢, 2H, NH>2),
IIPOTOHBI GeH30IbHBIX Koel — 6.97 (v, 2H), 7.20 (z, 1H, ] = 8.8), 7.73 (z.x., 1H, J1
=8.8,]2=2.3),7.93 (&, 1H, ] =2.3), 7.96 (m, 2H).

4-Annun-3-(4'-meroxcu-3'-HUTpoOeH3MI) THO-5-(4"'-MeTOKCHdeHnT)-4H-
1,2,4-tpmnason (3e). Beixog 77%, T. mn. 90-92°C (u3 cmecu MeTaHOI — Boza, 2:1), Re
0.42. Hasimeno, %: N 13.75; S 7.97. C20H20N4O4S. Brruucieno, %: N 13.58; S 7.77.
SMP 'H, 6, m.z., Iz 3.85 (c, 3H, OCHs), 3.94 (c, 3H, OCHs), 4.44 (c, 2H, SCH>),
4.47 (m, 2H, ] = 4.6, NCH2), 4.84 (m, 1H, J = 17.2, =CH32), 5.20 (g, 1H, J = 10.4,
=CH>), 5.86 (z.z.1., 1H, J1=17.2, ]2 = 10.4, J3 = 4.6, =CH), nporoxs! 6eH30IbHBIX
kosern — 6.99 (m, 2H), 7.20 (g, 1H, ] =8.7), 7.51 (m, 2H), 7.66 (a.4., 1H, J1=8.7, ]2 =
2.2),7.85 (m, 1H, ] =2.2).

3-(4'-Meroxcu-3'-HuTpo6eH3mwI)THo-5- (2" -MeTokcudenmn)-4-pennn-4H-
1,2,4-tpuaszon (3f). Berxoz 73%, 1. . 166-167°C (u3 Tonyona), Rr 0.40. Haiizeno,
%: N 12.56; S 7.38. C23H20N4O4S. Beruucieno, %: N 12.49; S 7.15. AMP 'H, §, m.1.,
I 3.33 (c, 3H, OCHzs), 3.95 (¢, 3H, OCHs), 4.43 (c, 2H, SCH>), nporous: GeH-
301bHBIX Kojen, — 6.78 (o, 1H, ] = 8.4), 6.97-7.08 (m, 3H), 7.19 (m, 1H, ] = 8.7),
7.30-7.40 (m, 4H), 7.48 (a.x., 1H, J1=7.5,]2 = 1.6), 7.67 (z.x., 1H, J1 = 8.7, ]2 = 2.3),
7.82 (m, 1H, ] =2.3).

3-(4'-Metoxcu-3'-HUTpOOEH3MI) THO-4-beHnn-5-(4""-aTokcudenn)-4H-
1,2,4-tpmuazon (3g). Brxox 76%, T. mn. 139-140°C (u3 sTanona), Rr 0.48. Haiineno,
%: N 12.25; S 6.81. C2aH22N4O4S. Brruucaeno, %: N 12.11; S 6.93. AMP 'H,
8, m.a., I 137 (r,3H,]J=7.0,CHs), 3.94 (c,3H, OCHs), 4.00 (x, 2H,]J=
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7.0, OCH2), 4.41 (c, 2H, SCH2), npoTous! 6eH3015HbIX KOJel — 6.76 (M, 2H), 7.16-
7.26 (m, 4H), 7.23 (z, 1H, ] = 8.7), 7.44-7.52 (m, 3H), 7.65 (m.n., 1H, J1 = 8.7, J2 =
2.3),7.82 (z, 1H, ] =2.3).

3-(4-Meroxcu-3-HuTpoGeH3mwI) THO-4-bernn-5-penokcumermn-4H-1,2,4-
tpuason (3h). T. mwr. 95-96°C (u3 sTaHOIA) COOTBETCTBYET NPUBELEHHOH B pabore
[3].

4-Bensun-3-(4'-meTokcu-3'-Hurpoderni)Tno-5-(4"-Merokcudenwn)-4H-
1,2,4-tpuazoxn (3i). Berxox 65%, T. . 48-50°C, Rr 0.30. Haiigeno, %: N 11.97; S
6.78. C24H22N4O4S. Beruucieno, %: N 12.11; S 6.93. AMP 'H, &, m.x., 111 3.82 (c,
3H, OCHs), 3.94 (c, 3H, OCHs), 4.39 (c, 2H, SCH2), 5.11 (c, 2H, NCH3), nporoxst
GensonbHBIX Kosen — 6.87-6.93 (m, 2H), 6.93 (M, 2H), 7.17 (», 1H, ] = 8.6), 7.22-
7.29 (m, 3H), 7.42 (m, 2H), 7.62 (g.x., 1H, J1= 8.6, J2= 2.0), 7.80 (g, 1H, ] = 2.0).

4-2bOLUP-3-UPSMNAGLRPLLLNCR Y ULNUUL YU 4-SENUUULIUD 1,2,4-
SChULNL-3-FPALLELD 26S NEUUSPULGMNRU

U. U. brUN38UY, L. U. PLUNSBUL, d. U. ANRULPUESUL, 1. U. #UUUL8UL,
U. . US4 UL3UL u 2. U. 2ULNUBUL,

Blukny tnpduiwfuit wjjuutphg wupqyl)] k np 4-pn ghppoud wbnuuus 1,2,4-
wnphwqni-3-phnjubpp hnjowggmd ko 4-hhnpopup-3-thupnpkuqpinphyubph htwn phntught
nuwninndtp  dind  hwdwywuwupwt  N-nbnulupws  wpquupputph  wnwgwgdwup:
Jhpghutphu Jupniguédpp wwyugmgyt) b pkunghyut, UUN 'H b dwuu-uyblupubph
ujuutph  hhdtw  Jpu:  Zhwwgnuglp  But unwgdus  4-hhgpopuh-3-uhwpnplughp
woéwugyuutnh hwjwopuhnuinuyht hwnlnipniubpp: 8nyg E wipydk), np dhwgnipniuibpp
Supnud L thuhnutinh wkpopuhnukpny opuhnuguwi puipwgpp vhohtip 20-30% uwhdwtbpnud:

ON ANOMALOUS CONDUCT OF 4-HYDROXY-3-NITRO-
BENZYLCHLORIDE IN THE REACTION WITH 4-SUBSTITUTED
1,2,4-TRIAZOLE-3-THIOLES

M.A.IRADYANY N. S. IRADYAN?, J. M. BUNIATYANY, R. A. TAMAZYAN?,
A.G.AYVAZYAN?and G. A. PANOSYAN?

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
2Molecular Structure Research Centre NAS RA
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: nanraifok54@mail.ru

On the basis of experimental data the following conclusion is made: 1,2,4-
triazole-3-thioles, containing substituent in the 4-position, react with 4-hydroxy-3-
nitrobenzylchloride in thion tautomeric form and the proton of NH-group of
heterocycle is subgtituted as a result. To prove this, the data of X-ray structural
analysis, PMR *H and mass-spectrometry are used. The antioxidant properties are
investigated. It is shown that the compounds inhibit the process of peroxide
oxidation of lipids by 20-30%.
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