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Pemmkmmsanus  mepxiopatoB  4-okco-1,3-0eH30Kca3WHUS ION NEHCTBHEM THAPA3HHOOCH30MHBIX KHCIOT

IPpUBOAUT K HOBBIM

1,2,4-Tprazon0eH30HHBIM  KUCIIOTaM,

nX OSTepUUKANUS MO3BOJIIIIA TOIYINUTh

COOTBETCTBYIOIINE CiIOXHBIE 3¢upsl. Ilpnm ankunmpoBaHMHO-TUAPOKCH(EHMI-1,2,4-TpHa30I0B ITHIXJIOP-

aneTaToM CUHTE3UPOBAaHBI
6I/ICFeTep0HI/IK.HI/I'~I€CKI/Ie HUMU/IBI.

TPHUA30JI3THUIANECTATHI,

JapIue B peaKOusAX AaMHUHOJW3a HOBEIE

KnaroueBpble ciioBa: peuuKIn3anys, TPUa3oJIdTHIALCTATEI, BTCpI/Iq)I/IKaLII/Iﬂ, AJIKUIIMNPOBAHNE, aMUHOJIN3, UMU/BI.
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OnHUM U3 BOCTPEOOBAHHBIX KJIACCOB I'eTEPOIMKITH-
YECKUX COCOUHEHUN  sBISIIOTCA  1,2,4-TpHa3oiibl,
WHTEpEeC K KOTOPHIM BBI3BAaH pAIOM TOJE3HBIX
cpoiictB. Tak, mnpousBoaguble 1,2,4-TpuazosioB
OPOSIBIISIIOT ~ XOPOIME  KOMIUIEKCOOOpasyromme U
CIEKTPaIFHO-TIOMIHECIIEHTHBIE CcBoMcTBa [1, 2], a
TaKkKe IMHAPOKUNA CHEKTP OMONOTHYECKOW aKTHBHOCTH
(npoTtuBOTYOCpKYIe3Hy0 [3, 4], aHTUTHCTAaMHUHHYIO,
AHTUICTIPECCAHTHYIO [5], MPOTHBOOITYXOJEBYIO [6],
aHaneretrdeckyr [7]). Lensnii psg 1,2,4-tpuazonon
IMPpUMCHACTCA B MCIMIMHEC B KauCCTBEC IMPOTUBO-
IPUOKOBBIX CpEACTB — (IIyKOHA30J, HTPAaKOHA30;
MPOTUBOBHPYCHBIX CPEICTB — PHOABUPHH; MPOTHBO-
OITYXOJIEBBIX CPEICTB — JIETPo30u u ap. [8]. OcobeHHO
HHTEPECHBl B 3ToM Tmma"e 1,2,4-Tpuasoisl,
coJiepKalfe HECKOJIBKO Pa3HBIX I'eTePOIMKINIECKUX
(parmenToB. deHoTHAa3WMHOBOE Mpou3BogHOE 1,2.4-
TpHazoJyia OBUIO 3aIaTeHTOBAHO KaK TUIIOTECH3MBHOE H

aHTHApUTMHUYECKOe cpeactBo [9], mnpuuem 31O
COCIMHEHHE HapAgy C BBICOKOH 3((EKTHBHOCTHIO
OTIIMYAeTC OT M3BECTHBIX AHTHAPUTMHUYECKUX

mpenaparoB (3TalM3WH, KOPAAPOH M JAp.) HU3KOH
TOKCHUYHOCTBIO.

C 1menpl0 TMONYyYEeHHUS HOBBIX COCIWHEHHU
TPUA30JBLHOIO Psiia M JAIBHEUIIEr0 H3Yy4eHUs HX
OMOJIOTHYECKONM AaKTUBHOCTH HAMH OBbLIM CHHTE3H-
POBaHBI HOBBIE Y(UPHI TPHA3OIKAPOOHOBBIX KHCIIOT, &
TaKKe M3YUYCHBI UX PEAKIMH C T'eTePOLUKINUCCKUMHU
MEPBUYHBIMA M BTOPUYHBIMM aMHUHaMH. [1OCKOJIBKY
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BCE CHHTE3UPOBAHHBIC HAMH COCIWHEHHUS COJIEPKAT O-
TUIPOKCU(PEHUIBHBIH  (parMeHT, CBSI3aHHBIM C
Tpra3onbHbIM [UKIOM (O-N XemaTHeIA y3ed), OHH
NPE/ICTABISIOT HHTEpPEC W U KOOPIMHAIMOHHOM
XMMUU B KayecTBE OHICHTAHTHBIX JIMTAHJOB JUIS
CHHTE3a METaJUIOKOMILJIEKCOB.

Penmxnuzanueit mepxiopatoB la—c¢  jgeilicTBuemM
TUIPa3HHOOCH30MHBIX KHCIOT HaMHU IOJydCHBI paHee
HEW3BECTHBIC TPHA30JKApPOOHOBBIE KHCIOTHI 2a—f
(cxema 1), koTopele OBUIM BBEACHHI B pEaKIHU
3Tepu(UKaLUN ¢ METUIOBBIM U 3THJIOBBIM CIIUPTaMH.
B3aumopeiicTBue OCYyIIECTBISIIOCh NMPU HACBILLEHUU
XJIOPUCTHIM BOJOPOAOM CYCIICH3UH TPHUA30JI0EH30M-
HOMW KMCJIOTBI U CIIUPTA.

CocTaB U cTpOeHHE BCEX BHOBb CHHTE3UPOBAHHBIX
COCIMHEHUM NOATBEP)KICHO AAHHBIMU 3JIEMEHTHOTO
ananu3sa, UK- n SIMP 'H criekTpockomnun.

o nanaeiM MK-crieKTpocKonuy B CTPYKTypax COEau-
Hennid 2a—f npucyTCTByeT KapOOHWJIBHAs TpyIIa,
JIAfoIIasi BRICOKOMHTEHCUBHYIO TTOJIOCY TOTJIOMICHUS B
o6macti 1700-1680 cM ', a Taroke HaGIIOACTCS IPYTINTA
nosoc B uHTepBane 1620—1550 cM ', oTHOCSIIAsCS K
KoJIe0aHUsAM a30JIbHOrO U OeH30/1bHOro Kojen (C=N u
C=C cBs3p). Ilomocel TMOIJIOMICHUS BaJICHTHBIX
kosebanuii cBazer OH He mposBisioTcs H3-3a
CWJILHOTO WX VIIUPEHHs BCJEJICTBHE 0Opa3oBaHHs
BHYTPUMOJIEKYJISIPHOM  BOJOPOJHOM CBSA3HM  MEXIY
(DEHONBHBIM THAPOKCUIIOM U aTOMOM TeTEPOIHKIIA.
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Cxema 1.
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1: R = Me (a), Et (b), 3,4-(Me0),CcH;CH=CH (c); 2 (2-COOH): R = Me (a), Et (b), 3,4-(MeO),C¢H;CH=CH (¢); 2 (3-COOH):
R=Me (d), 2 (4-COOH): R = Me (e), Et (f); 3 (2-COOR"): R = Et, R'=Me (a); 3 (4-COOR"): R =Me, R'=Me (b), R =Me, R' = Et (¢).

B crmektpax SIMP 'H xucimor 2a—f mporomsr MIPOTOHBI ATOKCHIBHOM rpymmbl 3¢upa 3¢ mpu 1.42 m.1.
apPOMAaTHUYECKHUX KOJICI MIPOSIBIISIIOTCS B 00acTH 6.58— B BHJIC TPUIUIETA U KBapTeTa MpH 4.46 M.1., a TPOTOHBI
8.98 wm.n. IIpoToHBI KapOOKCHIBHOW TpYIIBI HE TUIPOKCHIIBHBIX TPYNI (DEHOJBHBIX KOJEI| PErHCTPH-
MPOSIBIISIFOTCSI, OYEBUIHO, BCIICJICTBUE HX TIOJIBHXK- pytortcs B obnactu 11.35-11.79 m.n.

HOCTH M JIETKOTO NIEUTEepUpOBaHMSA, @ THAPOKCUIbHBIE
rpymnisl GEeHONBHOTO UKJIA TAI0T CUHTIIETH B 00JIACTH
9.79—-11.55 m.a. IIpoToHBI ATUIABHOM TPYMIIBI TPHA30J1a
2f mabmronmatorcs B Buae Tpuruiera npu 1.40 m.a. u
KBapreTa npu 2.85 M.O., @ B CHEKTPE COCAUHEHUS 2¢

OmHako HaM HE YAQIOCh IIPOBECTH  AMHHOIH3
CHUHTE3WPOBAHHBIX 3(QUPOB TPHA30IO0CH30HHBIX KUCIIOT
3a—c, u3 peakuuii ¢ MOpQOIUHOM M TPHUITAMHHOM
OBbLIN BBIICTICHBI UCXOJHBIE COCTUHEHUSI.

PETUCTPUPYIOTCSL CUTHAIIBI METOKCUTPYII B 00IacTH Hamyr  Gbin  CHHTE3HPOBAHBI  CIIOXKHBIC d(HPEI

3.81 1 3.85 M. TPHA30JIYyKCYCHBIX KHCIOT aJIKUJIHPOBAHUEM

MpEABapUTENILHO MONy4YeHHbIX 1,2.4-Tpuazonos 4a—d

B MK cnexrpax sdupos 3a—¢, B oTimuMe OT ATUJIOBBIM 3(PHUPOM MOHOXJIOPYKCYCHOW KHCIOTHI B

CIIEKTPOB HCXOJHBIX KHCJIOT, BBICOKOMHTCHCHBHAS alleToHe 10 paHee paspaboTanHoil Meromuke [10]
nonoca rpymnsl C=O cmemaercs B obnacts 1710- (cxema 2).

1700 cm . Taxcke, KaKk B 1T HCXOTHBIX COCIMHCHUH, B K Sad
XapaKTepHBl IOJIOCHl TOTJIOMIEHUS CpemHeil ciekTpax 3¢upos Sa-d, no cpasHeHuIo co

WHTEHCUBHOCTH B wuHTEpBaie 1650-1500 CMfl, CHICKTpaMu HCgOﬂHf’IXCT%H%OHOB 4a—d6, HOHBH?}%T;;”
00yCIOBIEHHbIE BaleHTHBIMH Kojlebanuamu C=N, TOMOCHT KOICOanmi =L TPyNIt B OOIACTH -
1749 cm ', mamaele cnektpoB SAMP 'H Ttakke

C=C cBs3eit a30IbHOTO M OEH30JHHOrO Kojiell. B
criektpax SIMP 'q TPOTOHBI APOMATHYECKUX ITHKIIOB COOTBETCTBYIOT CTPYKTYpE TPHUA30JI3THIALETaTOB Sa—d.

OpOSsBISIIOTCS B obnactu 6.55-8.24 wm.a., Habmro- AMuHONMM3  CIOXKHBIX 3¢upoB  1,2.4-Tpnazosn-
JAOTCsl TNPOTOHBI  CIOXHO3()UPHOW  TIPYMIBIL: YKCYCHBIX KHUCIOT 4a—d ObUT MpOBE/AEH IUIABICHUEM
METOKCHJIbHBIC TPYIITBI B COeMWHEHMIX 3a, ¢ HaOIo- adupoB npu Temmneparype 130°C Ha rIMUEpUHOBON
JAI0TCA B BHJE CHHIJIETOB B obOmact 3.56-3.95 m.x., 0aHe C COOTBETCTBYIOUIUMHE TEPBUYHBIMH W BTOPHY-
Cxema 2.
R R
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4a-d Sa-d

R = Me (a), Et (b), CsHsCH=CH (c), 3,4-(MeO),CsH;CH=CH (d).
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Cxema 3.
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6: R = Me (a), Et (b); 7: R=C¢HsCH=CH; 8: R =Me, X =0 (a); R =Et, X =0 (b); R = 3,4-(Me0),CsH;CH=CH, X = O (¢);
R = 3,4-(Me0),CsH;CH=CH, X = CH, (d); R = 3,4-(Me0),CsH;CH=CH, X = NCH,Ph (e).

HBIMH amMuHaMu (cxema 3). Peakmust ¢ mepBHYHBIMHA
aMUHAMH TMPOXOIWJIa 3HAYMTEIFHO JIerde W ¢
OonpmMMu  BeIxomamu  (45-67%), Hexenu co
BTOpUYHBIMH (BbIxoa 31-43%).

B UMK cnekrpax coeauHeHuii 6-8 BBICOKO-
UHTCHCUBHAS I10JI0Ca IOMJIOLIECHUs, 00YyCIOBICHHAsS
BaJICHTHBIMH KonebaHusiMu Tpynnel C=0, mposiB-
nsercs B obnactn 1650-1680 cM ', Takke mpHcyTc-
TBYIOT TOJIOCHI MOrNOMmeHns mpu 1658—1560 cm ',
00YCIIOBJICHHBIE CKEJIETHBIMH KOJE€OAaHUSIMHU  apo-
MaTHYECKHUX U TeTePOLUKINIECKUX Kosell. B cnexkrpax

SIMP 'H nmunos 6-8 B obnactn & 4.91-5.21 m.a.
HaOmoaeTcs curdan npotoHoB NCH,-rpymis! B Bue
CHHTJIETa, TMPOTOHBl apOMATHYECKHUX KOJIEIl
nposBISIIOTCST B obnmactu 6.78-8.00 M.m., a curHan
THIPOKCHIBHON TIpynmbl (DEHOJBHOTO KOJbLA — B
obmactu 10.91-11.12 m.n. Anudarndeckue MPOTOHBI
(rpynn CH; u CH,) peructpupyrmorcs B obiactu
cuwibHoro monsa npu 0.84-3.88 wm.a.  CrpoeHue
coequHeHnii 6a u 8b OBUTO MOATBEPKIEHO TaKKe
nanueiMp - IMP  °C  n aBymepHon  SAMP
cnekrpockonmu (COSY, NOESYu HMBS). B criektpe
NOESY Ttpuazona 8a mnpuUCYTCTBYIOT KpOCC-IIUKH,

il

/\ P 2.4

N\_/O - 2.8

: 3.2
*_" 3.6
) 4.0

» 4.4

4.8

) 52

Puc. 1. ®parment cnekrpa NOESY tpuazona 8a.
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Puc. 2. ®parment cnexrpa HMBS coenunenus 8a.
MOATBEPKIAIOIINE B3aMMOJCHCTBHE IPOTOHOB 3700 cM' B BHIE CyCIEH3MiI B Ba3eNHHOBOM Macie.

MeTmieHoBoH Tpynmbl (& 5.39 M.1.), cBs3aHHOU C
aTOMOM a30Ta TPHA30JBbHOIO IMKIA, C NPOTOHAMH
rpynmsl CH; (8 2.45 m.x.) (puc.1).

B cniektpe HMBS coenunenus 8a umerorcs kpocc-
IUKH, TOATBEPKAAIOUINE B3aMMOJEHCTBHE MPOTOHOB
MeTHIbHOTO 3amectutens (8 2.45 mu) ¢ C° tpua-
3051bHOTO 1HKIa (0 154.28), a Takke B3aMMOJCHCTBUC
MPOTOHOB METHUJIEHOBOW rpymnmbl (8 5.39 m.g.) ¢ Tem
ke aromoM yriepoaa (8 154.28) (puc. 2), 4To OaHO-
3HAYHO YKa3bIBaeT Ha MPOXOXKACHUE PEaKIUi aTKHIIH-
POBaHUsI STHUIIXIIOpANETaToM TprazosioB 4a—d (cxema 2)
U TIOCJIEAYIOIET0 aMUHOMIN3a ¢ 00pa3oBaHHUEM UMHIOB
Tuma 8a, a He I30MEPHOI CTPYKTYpHI A.

AHaJIOTUYHBIC KPOCC-TIMKU  HAOII0JAr0TCS
criektpax NOESYu HMBS nmuna 6a.

B

Takum 00pa3oM, HaMHM CHHTE3UPOBAaHBI HOBBIE
coemuHeHus1, cojaepxamue 1,2,4-TprUa3obHBIN
(hparMeHT, MpeICTaBISAIOIINE HHTEPEC TPEKIE BCETO B
Ka4yecTBE IMOTEHUHAJIbHBIX OHMOJOTMYECKH AKTUBHBIX
areHToB. HekoTopble mMONy4eHHBIE COEOUHEHUS
nepefaHbl Ha HCIBITAHUS AHTUOAKTEPHAIBHOW U
(hyHTHUCTATHYECKOW AaKTUBHOCTH BO Bcecoro3Hblit
BETEpUHAPHBIN HHCTUTYT I'. HoBouepkacck.

OKCIIEPUMEHTAJIBHAA YACTD

OneMeHTHbI aHanu3 Ha C, H, N npoBoaunu nHa
npudope «EuroEA 3000». K cnekTpbl cCHUMaiIu Ha
cnekrpodoromerpe «Specord 75IR» B ntnanazone 700—

Crnexrpst IMP 'H peructpuposamu na npu6ope Bruker
DPX-250 mpu 20°C (TMC — BHyTpeHHHI CTaHAAPT).

[epxnoparer  4-okco-1,3-6eH30kcazunus  la—c
NOJy4eHbl aHaoruaHo pabdore [11], Tpuazonst 4a—d —
pabote [12].

O0masi MeTOAUKA CHHTe3a TPHA30J10€H30HHbIX
kucjaor 2a—f. Cycnensuro 10 MMOJB COOTBETCTBYIO-
miero mnepxiopara 4-okco-1,3-0eH3okcasunus la—c B
10 mn nepsHoit AcOH u 20 MMonp TIuapa3uH-
OCH30MHOW KHCIOTHl KHUISTHIN HECKOIbKO MHUHYT.
PeaknnonHyto cMech oOXJaxgald O KOMHATHOU
TEMIepaTypel, uYepe3 12 U pa3daBisiid  BOJIOM,
BBIICIMBIIMECS] KPUCTAIBI  OT(GHIBTPOBBIBAIM U
NPOMBIBAJIA BOAOM.

2-[5-(2-Tunpoxcudpennn)-3-merun-1H-1,2,4-
Tpuasou-1-wia|0en3oiinas kucjaora (2a). Brixon
41%, OecuBeTHble KpucTanibl, T. i 210-212°C
(aueronutpun). UK crektp, v, cM ': 3002, 2814 (OH),
1698 (C=0), 1630, 1595 (C=C, C=N). Cuextp SAMP
'H (IMCO-dy), 8, m.z1.: 2.59 ¢ (3H, CH3), 6.58-7.19 m
(4Hapon.), 7.39-7.42 1 (1Hgpon, J 7.5 '), 7.61-7.79 M
(2Hapou.), 8.06-8.08 11 (1Hgpow., J 5.02 I'my), 10.33 ¢ (1H,
OH), 11.81 ¢ (1H,0OH). Hatineno, %: C 65.35; H 4.23;
N 14.12. C;¢H3N305. Breruucneno, %: C 65.08; H
4.41; N 14.24. M 295.19.

2-[3-OTua-5-2-ruapoxcudenna)-1H-1,2,4-
Tpua3oJ-1-wia|0en3oitnas  kuciaora (2b). Brixon
36%, kopuuHEeBBIe KpUCTaLIbl, T. mia. 180-182°C
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(veranon). UK crektp, v, cm : 2980, 2878 (OH),
1705 (C=0), 1621, 1595, 1515 (C=C, C=N). Cuektp
SIMP 'H (AMCO-ds), 6, m.1.: 1.38 T (3H, CHs), 2.75 ¢
(2H, CH,), 6.61-6.75 M (2Hapoun), 6.86-7.27 ™M
(2Hapou.), 7.45 1 (1Hgpow, J 10.4 T'm), 7.67-7.78 m
(2Hapon.)> 8.06 1 (1Hqpow, J 7.52 '), 11.21 ¢ (1H, OH).
Haitineno, %: C 66.42; H 4.64; N 13.28. C;7H;5N;0;.
Brraucieno, %: C 66.02; H 4.85; N 13.59. M 309.20.

2-[3-[2-(3,4-AumeToKkcH peHNT)BUHUI]|-5-(2-
ruapokcuenna)-1H-1,2,4-tpuason-1-ua]densoii-
Hasg kuciaora (2c¢). Bexom 31%, opamxeBbie
KpucTaywibl, T. . 198-200°C (tomyon). UK crektp, v,
eM ' 3276, 3080 (OH), 1710 (C=0), 1640, 1600, 1520
(C=C, C=N). Cnextp IMP 'H (IMCO-d), &, M.1i.:
3.81 ¢ (3H, OMe), 3.85 ¢ (3H, OMe), 6.46-6.51 m
(1Hapow.), 6.75-7.24 M (THapow.), 7.45-7.63 M (4Hapou),
8.02 1 (IHupow, J 7.16 I'm), 11.66 c (1H, OH).
HaﬁHEHO, %: C 6782, H 469, N 9.68. C25H21N305.
Beruncneno, %: C 67.73; H4.73; N 9.48. M 443.28.

3-[5-(2-Tuapoxcudenunn)-3-metua-1H-1,2,4-
Tpuasou-1-wi|oen3oiinass kucaora (2d). Beixon
53%, OexeBble KpuCTammel, T. T 220-222°C
(aueronntpun). MK crektp, v, cM ': 2998, 2838 (OH),
1698 (C=0), 1626, 1585, 1518 (C=C, C=N). Cuektp
SAMP 'H (IMCO-dy), 8, m.zi.: 2.38 ¢ (3H, CHs), 6.72—
6.85 M (2ZHapow), 7.06-7.32 M (2Hupou), 7.46-7.51 m
(2Hapon.)> 7.93-7.98 M (2H,pon.), 10.23 ymr.c (1H, OH).
Haiineno, %: C 65.25; H 4.33; N 14.22. C¢H3N;0s.
Breraucneno, %: C 65.08; H4.41; N 14.24. M 295.19.

4-[5-(2-T'unpoxcudennn)-3-merun-1H-1,2,4-
TpuasoJ-1-wi|0en3oiinass kuciaora (2e). Brixon
75%, opamwxkeBble KpucCTauibl, T. I 210-212°C
(6yranon-1). MK cmextp, v, cM : 3073, 2885 (OH),
1682 (C=0), 1606, 1525 (C=C, C=N). Cnextp AMP
'H (IMCO-dy), 5, m.z1.: 2.46 ¢ (3H, CHs), 6.64—6.74 m
(1Hgpow), 6.88 1 (1Hapon, J 7.50 I'm), 7.01-7.27 m
(2Hapou.)> 7.45 11 (2H,pon, J 10.02 I'mx), 8.06 1 (ZHapom., J
7.52 T'm), 10.31 ym.c (1H, OH). Hafineno, %: C 65.15;
H 434; N 14.28. CcH{3N305. Bpruucineno, %: C
65.08; H4.41; N 14.24. M 295.19.

4-[3-91tun-5-(2-ruapoxkudpenuna)-1H-1,2,4-
Tpua3oJ-1-mwi|0en3zoitnas kucaora (2f). Brixon
67%, opamkeBble KpucTtamiel, T. mi. 208-210°C
(6yranon-1). UK cnektp, v, cM ': 2983, 2879 (OH),
1686 (C=0), 1607, 1520, 1484 (C=C, C=N).
Coextp AMP 'H (IMCO-dg), o, m.u.: 1.33 T (3H,
CH3), 2.73 x (2H, CH,), 6.77-6.82 M (2Hapon.), 7.20—
7.25 M (2Hgpon), 7.38 1 (2Hapom, J 7.52 T), 7.92 1
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(2Hapons J 10.02 T, 10.09 yir.c (1H, OH). Haiinero,
Brrancneno, %: C 66.02; H 4.85; N 13.59. M 309.20.

OO0masi MeToAWMKA CHHTe3a CJOKHBIX 3I(PHUPOB
TPHA30J10eH30iiHbIX KucJaoT 3a—c. K 10 mmoms
TpHa3010CH30MHON KHCIIOTH J00aBIsIi 80 M1 cCripTa
W HACHIIA TOKOM XJIOPHCTOTO BOJOPOAA B TEUCHHE
2 4. [lomyuyeHHBI pacTBOp BBUIMBAIM B YallKYy,
BHIMIABIIMK  TIOCNIE ymapuBaHus ddupa 0caok
MePEKPHUCTAITN3OBBIBAIIH.

Metua 2-[3-9tun-5-2-ruagpoxudennn)-1H-1,2,4-
Tpua3oi-1-uia]oensoar (3a). Beixon 38%, OnemHo-
PO30BBIE KpHCTAIBL, T. 1. 57-59°C (6yranom). UK
crekTp, v, eM : 2978 (OH), 1727 (C=0), 1620, 1590
(C=C, C=N). Cnextp SIMP 'H (CDCl5), 8, m.1.: 1.39 T
(3H, CH3), 2.85 x (2H, CH,), 3.56 c (3H, CHs;), 6.48—
6.54 M (1Hapon), 6.67 1 (1Hapou, J 7.52 I'm), 7.04 1
(1Hapom, J 7.52 Tm), 7.17-7.25 m (1Hgpou), 7.51 1
(1Hapom, J 7.52 Tm), 7.60-7.75 M (2Hapon), 8.12 11
(1Hapon., J 7.52 Tm), 11.35 ¢ (1H, OH). Haiineno, %: C
6705, H 534, N 13.14. C18H17N303. BBI‘H/ICHGHO, %:
C 66.89; H5.26; N 13.00. M 323.21.

Metun  4-[5-2-I'mapoxcugennn)-3-metua-1H-
1,2,4-tpuazoa-1-ualéensoar (3b). Bwxon 54%,
OeKeBbIe KpHCTaUibl, T. . 215-216°C (Oyranon).
UK cnektp, v, cM : 3070 (OH), 1715 (C=0), 1605,
1520 (C=C, C=N). Crextp SIMP 'H (CDCl), 5, M.x.:
2.49 ¢ (3H, CHj), 3.95 ¢ (3H, CHj), 6.55-6.62 ™
(1Hapou.), 6.83 1 (1Hgpow, J 10.02 I'mx), 7.06 1 (1Hqpon, J
7.52 Tm), 7.23-7.31 M (1Hapon), 7.51 a1 (1Hapow, J
10.02 T'm), 8.17a(1Hapon,, J 10.02 T'm), 10.09 ¢ (1H,
OH). Haiigeno, %: C 66.15; H 4.64; N 13.44.
C,7H5N303. Brpruucineno, %: C 66.02; H 4.85; N
13.59. M 309.20.

Itna  4-[5-2-T'uapoxcudenunn)-3-merni-1H-
1,2,4-Tpua3zon-1-nia]éenzoar (3c). Brxoxg 10%,
OJICIHO-PO30BBIE  KPUCTALIBI, T. Il 154-156°C
(6yranon). MK cmektp, v, cM : 3060 (OH), 1705
(C=0), 1605, 1580, 1520 (C=C, C=N). Cnextp AMP
'H (CDCl3), 8, m.o.: 1.48 T (3H, CH3), 2.53 ¢ (3H,
CH3), 4.46 x (2H, CH,), 6.61-6.65 M (1H,poy.), 6.88 11
(1Hapom, J 7.52 T'm), 7.11 1 (1Hapom, J 7.52 T'mr), 7.26—
7.57 M (1Hgpow), 7.54 1 (1Hapou, J 10.02 T'my), 8.22 11
(1Hapou, J 10.02 T'my), 11.79 ¢ (1H, OH). Haiineno, %:
C 66.75; H 5.24; N 13.28. C3sH7N50;. Brruncieno,
%: C 66.89; H 5.26; N 13.00. M 323.21.

O0masg MeTOoAMKA AMHUHOJU3A  CJOKHBIX
3¢pupoB. Cmech OSKBUMOJIEKYJSIPHBIX  KOJHYECTB
TPHUA30JI-3THIIAIIETaTa W COOTBETCTBYIOIETO aMHHA
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IJIABHJIM  Ha TIWIepuHOBOM Oanme 1.5-2 49 mpm
temriepatype 130°C, oxjakmaad 10 KOMHATHOU
TEMIIEPaTyphl, PEAKIUOHHYI0 CMeCh pa30aBisuM
BOJIOH, BBIICTUBIIUNCS TPOAYKT OT(OUIBTPOBBIBAIIH.

2-[3-2-I'uapoxcudennn)-5-metuia-1H-1,2.4-tpu-
a30.-1-ua]-N-[2-(1 H-unxoa-3-uia)3TuiajameraMua
(6a). Beixon 45%, OexeBble KpUCTAIUIBI, T. M. 185—
187°C (meranon). UK cmextp, v, eM : 3320 (OH),
1663 (C=0), 1620, 1580, 1560 (C=C,, C=N). Cuextp
SAMP 'H (IMCO-dy), 8, m.1.: 2.47 ¢ (3H, CH3), 2.92 T
(2H, CH,, J 6.95), 3.43 x (2H, CH,, J 7.58), 4.85 ¢
(2H, CH,), 6.84-8.29 M (9Hapon, NH), 10.65 ¢ (1H,
NH), 10.98 ¢ (1H, OH). Haiineno, %: C 67.32; H 5.44;
N 18.58. C,H,N5O,. Breruucneno, %: C 67.17; H
5.59; N 18.71. M 375.46.

2-[5-9tun-3-2-ruapoxcudenun)-1H-1,2,4-tpu-
a304-1-ua]-N-[2-(1H-unxoa-3-uia)3TuiijaneramMmus
(6b). Berxon 67%, KOprUHEBBIE KPUCTAILIBI, T. TU1. 192
~194°C (meranon). MK crmextp, v, cM ': 3290 (OH),
1670 (C=0), 1620, 1590, 1550 (C=C, C=N). Cnektp
SAMP 'H (IMCO-dg), 8, m.a.: 1.32 T (3H, CH3), 2.80k
(2H, CH,, J 6.95), 2.94 T (2H, CH,), 347 T (2H,
CH,), 4.99 ¢ (2H, NCH,), 6.94-7.43 m (THapou.), 7.59 11
(1Hapow, J 7.52 T'), 7.97 1 (1Hgpow, J 7.52 T'm), 8.52
yur.c (1H, NH), 10.89 ¢ (1H, NH), 11.10 ¢ (1H, OH).
Crextp SIMP °C (IMCO-dy), &, m.a.: 11.77, 18.84,
25.46, 51.04, 111.90, 112.02, 114.46, 117.34, 118.81,
119.86, 121.46, 123.25, 127.68, 131.26, 136.77,
156.77, 158.25, 158.90, 165.91. Haiineno, %: C 67.87;
H 582, N 17.86. C22H23N502. BLI‘II/ICJ'ICHO, %: C
67.84; H5.91; N 18.04. M 389.47.

2-[3-I'mapoxcudenn)-S-crupui-1,2,4-rpuasos-
1una]-NV-(3-umugaszon-1-ua-nponuia)aneramun (7).
Beixon 26%, GecliBeTHbIE KPUCTAILIBL, T. TWI. 169—173°C
(mpomanon-2). MK cmektp, v, cM ': 3290 (OH), 1658
(C=0), 1627, 1561, 1508 (C=C, C=N). Crektp SAMP
'H (aneron-de), 8, m.1.: 1.94 m (2H, CH,,), 3.24 T (2H,
CH,,), 3.88 T (2H, CH,), 4.91 ¢ (2H, NCH,), 6.81-7.54
M (13Hgpow), 7.75 1 (1Hgpow, J 22.51 T'm), 7.99 n
(1Hapow, J 5.01 T'm), 10.91 ¢ (1H, OH). Haiineno, %: C
66.17; H 5.67; N 19.87. Cy3H4NgO,. Brruucieno, %:
C 66.36; H5.77; N 20.19. M 416.29.

2-[5-MeTui-1-(2-mop oaun-4-n1)-2-0KCOITHI )-
1H-1,2,4-Tpua3on-3-uia]penon (8a). Beixom 43%,
OexeBble KpucTayuibl, T. mWi. 160-162°C (6yranon).
UK crextp, v, cM ': 2917 (OH), 1650 (C=0), 1588, 1531
(C=C, C=N). Cnextp SIMP 'H (IMCO-dq), &, M.x.:
2.45 ¢ (3H, CHj3), 3.60-3.70 m (8H, CH,), 5.39 ¢ (2H,
CH,), 6.93-6.99 M (ZHupow), 7.29-7.34 M (1Hgpow.),
7.89 1 (1Hgpom, J 7.52 '), 11.11 ¢ (1H, OH). Cnextp

AMP C (IMCO-dy), 8, m.o.: 11.84, 45.18 (2C),
50.04 (2C), 66.31, 114.42, 117.31, 119.90, 126.49,
131.22, 154.28, 156.61, 158.64, 164.66. Haiineno, %:
C 59.66; H 5.85; N 18.52. C;sHsN4O;. Brruucineno,
%: C 59.61; H 5.96; N 18.54. M 302.19.

2-[5-9tna-1-(2-mop ¢poiuH-4-1J1)-2-0KCOITHII )-
1H-1,2,4-tpuazou-3-uia|penona (8b). Brxoxm 36%,
OekeBble KpuUCTALIBL, T. I 175-177°C (MetaHoN).
UK cnextp, v, eMm 't 2910 (OH), 1655 (C=0), 1590,
1540 (C=C, C=N). Crextp SIMP 'H (CDCl), 5, M.x.:
1.41 r (3H, CH,), 2.78 k (2H, CHy), 3.60-3.74 m (8H,
CH,), 4.95 ¢ (2H, CHy), 6.84-6.90 M (1H,pon.), 6.95—
7.70 M (1Hgpow), 7.29 1 (1Hapow, J 2.52 Tm), 7.95 n
(1Hgpow., J/ 10.02 I'm), 11.12 ¢ (1H, OH). Haiineno, %:
C 60.62; H 6.24; N 17.58. CsHy(N4O;. Brruucneno,
%: C 60.77; H 6.33; N 17.72. M 316.20.

2-[5-[(E)-2-(3,4-numeTokcu penun)BuHmI]-1-(2-
MopdoauH-4-ua-2-oxkcodTuia)-1H-1,2,4-rpua3zon-3-
wi|denoa (8c). Boxox 31%, OGexxeBble KpUCTAILTHL, T. TUT.
175-177°C (meranon). UK criektp, v, cM ' 2990 (OH),
1680 (C=0), 1620, 1600, 1520 (C=C, C=N). Cnextp
SMP 'H (CDCly), 3, m.zi.: 3.66 M (4H, CH,), 3.68 m
(4H, CHy), 3.91 c (3H, OMe), 3.94 ¢ (3H, OMe), 5.09
¢ (2H, CH,), 6.78-8.00 M (7H, Hapow, CHagumun)-
Haiineno, %: C 64.12; H 5.68; N 12.48. CyHysN4Os.
Beruucneno, %: C 64.01; H 5.77; N 12.45. M 450.28.

2-{5-[2-(3,4-numetoxkcueHn)BUHNI)-1-(IUNe-
puaun-1-un)-2-okcodtui|-1H-1,2,4-Tpuazosi-3-umn}-
(enon (8d). Beixon 47%, OecliBeTHbIC KPUCTAILIBI, T. IIT.
100-110°C (areronutpun). UK crextp, v, cm ': 3063
(OH), 1733 (C=0), 1655, 1584 (C=C, C=N). Crmektp
SMP 'H (CDCl3), 8, m.a.: 0.89 m (2H, CH,), 1.34-1.64
M (4H, CH,), 3.83 ¢ (3H, OCH3;), 3.87 ¢ (3H, OCHj;),
4.16 m (2H, CH,), 5.34 ¢ (2H, CHy), 6.89—7.33 M (7H,
Hapov.s CHyun), 7.64 1 (1H CHyp, J 15.02 T'm), 7.96
1 (1Hapow, J 7.52 T'm), 11.00 ¢ (1H, OH). Haiineno, %:
C 69.92; H 6.12; N 12.78. C;5H,5N4O4. Boraucneno,
%: C 66.98; H 6.25; N 12.50. M 448.29.

2-{5-[2-(3.,4-aumeToKkcueHn)BUHII)-1-(4-0eH-
3ujanunepasun-1-uwn)-2-oxkcodrun]-1H-1,2,4-rpuasol-
3-na}denoa (8e). Berxox 51%, GecriBeTHBIE KPUCTAI-
mer, T. L. 110-112°C (u3onponanon). UK crektp, v,
e 't 3083 (OH), 1745 (C=0), 1653, 1574 (C=C,
C=N). Cnextp SIMP 'H (CDCl3), 8, m.1.: 234 M
(4H, CH,), 3.56 m (6H, CH,), 3.86 ¢ (H, OCHj3), 3.87 c
(3H, CH3), 4.96 ¢ (2H, CH,), 6.92-8.79 M (13Hgpou.,
CHauun), 7.92 1 (1Hgpon, J 7.52 '), 10.89 ¢ (1H, OH).
Haﬁ)leHO, %: C 6932, H 626, N 12.84. C31H33N504.
Beruucneno, %: C 69.03; H6.12; N 12.99. M 539.36.
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Synthesis of New Esters of Triazolcarboxylic Acids
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Recyclization of 4-o0xo0-1,3-benzoxazinium perchlorates under the action of hydrazinobenzoic acids leads to new
1,2,4-triazol-benzoic acids, their esterification allowed us to obtain the corresponding esters. By the alkylation of
o-hydroxyphenyl-1,2,4-triazoles with ethyl chloroacetate, triazole ethyl acetates were synthesized, which

produce new bis-heterocyclic imides in aminolysis reactions.

Keywords: recyclization, triazole ethyl acetates, esterification, alkylation, aminolysis, imides
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