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CunresupoBaH psn 1,2,4-TpHa3oMiIyKCYCHBIX KHCIOT M HMX IIPOM3BOJAHBIX C Pa3JIMYHBIMU 3aMECTUTEISIMH IIPU aToMe yriepojaa B
MOJIOKEHNH 3  TPUA30JIbHOTO LHKJIA. VI3ydeHue CBOWMCTB TOJy4EHHBIX COCIMHEHWI IoKa3ajdo 49ro: 1) CcHoXHBIE 3(UPHI
TPUA30JIMIIYKCYCHBIX KHCIIOT SIBIISIFOTCS CHJIBHBIMH al[IMPYIONIMMH areHTaMH; 2) BCe MOJTy4YEHHBIC TPHA30IHIyKCYCHBIE KMCIIOTHI TIPU
HArpeBaHUH JIO TEMIIEPaTypPhl IIaBIeHHs JekapOokcumupyroTes; 3) rpymmna CH, ¢pparmMenTa yKCycHOH KHCIOTHI crtocoOHA BBICTYIIATh B

Ka4ye€CTBE€ METHUJICHOBOTO KOMITOHEHTA B PEAKIUAX KOHACHCAIIUH.

KialoueBble  cioBa:
JeKapOOKCHIIMPOBaHHE.

1,2,4-Tpua3on, TPUA3OIHIYKCYCHAsS

KHCJIOTA,

alWINPOBaHNe, BHYTPUMOJCKYISIpHAas  KOHJECHCAIIHS,

1,2,4-Tpua3on BXOAUT B COCTaB MHOTHX BEIECTB, MPO-
SIBIISIIOIIMX Pa3/InYHbIe BUABI OHMOIOTHYECKON aKTHBHOCTH.
Tak, Tpuasonconep:aiiie COSAWHEHHS O00JafaloT IeH-
HBIMH (hapMaKOJIOTMYECKUMH CBOMCTBAMH: IPOTHBOBOCIIA-
JTUTENEHBIMH, TIPOTHBOTPUOKOBEIMHU, POTHBOBHPYCHBIMH. '
IlosTOMy akTyaJlbHOM oOCTaeTcs 3ajada CHUHTE3a IOJIU-
(YHKIMOHAJBHBIX COCAMHCHHH, comepkamux 1,2,4-Tpu-
a30JpHBIN [HKJI, Hampumep 1,2,4-TpHa30IMIyKCYyCHBIX
KHCJIOT M UX MIPOU3BOIHBIX, KOTOPHIE B JAIIHEHIIIEM MOTYT
OBITh MOAM(UIIPOBAHBI ITyTEM HECIOXHBIX XUMHUYECKHX
MpeBpameHnid. ITo 00YCIOBIEHO MPHUCYTCTBUEM B MOJe-
KyJie peareHTa TpeX (YHKIHOHAIBHBIX TPYIIT: KapOOKCHIIb-
HOIi,” METHJICHOBOII' M, COOCTBEHHO, TPHA30MIBHOM,  Crocos-
HBIX pPEearupoBaTh C COCIMHEHUSIMH Pa3INIHOM MPHPOJIBL
Cremyer OTMETHTB, YTO coaepkamme 1,2,4-TprazonbHbIN
UK MONU(YHKINOHANBHBIE COCTUHEHHUS HCCIE0BAJNCh
KaK [POTHBOPAKOBbIE MPENAPaThl,’ OHHM TAKKE MHTEPECHBI
KaK WCXOIHBIE COCIWHEHHS Ui CHHTE3a B3pBIBYATHIX
BerecTs,’ repOUIIIOB, PA3THUHBIX IPOU3BOIHBIX AMHHO-
KHCIOT M TICEBJIONENTHIOB' M APYIHX OHOJIOTHYECKH
AKTUBHBIX BEIECTB.’

Jis  momydeHHWs TPOM3BOAHBIX TPHA3OIMIYKCYCHBIX
KHCJIOT MBI HCIIOIB30BaJIM CII0CO0, OCHOBAHHBII Ha allMIN-

© 2016 JlaTBHiCKHil HHCTUTYT OPraHUYECKOTO CHHTE3a

POBAaHUHM THAPA3UIOB KAapOOHOBBIX KHCIOT MOHOMMHIO-
3¢HUpOM MAaJOHOBOH KHCIIOTHI C TOCIEAyIOIIeH BHYTPH-
MOJIEKYJISIDHOM — LIMKJIM3allMed  IOJIy4eHHBIX  aMmujpa-
30H0B.°*'" Takoli MeTo; JaeT BO3MOKHOCTH CHHTE3H-
pOBaTh MPOU3BOIHBIE 3-3aMEIICHHBIX TPHUA30JIMIYKCYCHBIX
KHCJIOT U3 COOTBETCTBYIOIIMX IMAPA3UJIOB, KOTOPHIE SBIISIOT-
csi Ooyee JOCTYHNHBIMH pEareHTaMH, 4eM HCXOJIHbIE IS
GOINBIIMHCTBA IPYTHX peaKuuii cuntesa 1,2,4-tpuasona.'

HecmoTps Ha Hamuume JOCTaTOYHOTO KOJIMYECTBA
W3BECTHBIX NPOM3BOAHBIX |,2,4-TPHAa30IMIyKCYCHBIX KHC-
JIOT, 10 3TOTO BPEMEHM €Ile HUKTO He OCYIIECTBIUT HX
CHUCTEMaTHYEeCKHH CHHTE3 M m3ydeHue. [loaTomy Imenbio
JIaHHOW paboThl sBIsETCS MoaydeHue 1,2,4-Tpua3onui-
YKCYCHBIX KHCJIOT C 3aMECTHTEIISIMU Pa3IMYHON IPUPOJIBI B
MOJIOKEHUU 3 a30a, OMHMCAaHUE MX CIEKTPaJIbHBIX Xapak-
TEPUCTHUK U CBOMCTB.

B kauecTBe HCXOHBIX COCTMHEHNI HAMU OBUTH MCIIOJIb-
30BaHbl THAPA3UABI PAIMIHBIX KUCJIOT (cxema 1): anuda-
tndyeckue (coequnenus la—d,f), apomarudeckue (coeau-
Heansa 1gh) u rereporuknnueckne (coemmHeHUs 1ij).
Cpenn amudaTHIecKux THAPA3UAOB CIEIAyeT OTMETHTH
COEIMHEHHUS, KOTOPhIE MOTYT paccMaTpUBaThcsi Kak
MIPOM3BOJHBIE TIUKOJIEBON (coenmuuenus 1b,d) m amuHO-
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Cxema 1

(From 1b,c.f—j)
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R._0O . EtO_~ _-OFEt (For 3a,d) R\( W NaOH R\«NWOH 4becfj) R NYMe

HN\NHZ NH, O EtOH rt, 10 h N-NH 115-240°C N—NH
1a-d fj A, 24h 3a—d,f-j 59-78% da-cfj o1-98% SheH
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aR =Me, bR =CH,0Ph
, From 3f Hy, Pd/C N

e R = CHNHPh, d R = CHyOH ( ) 2 y N/\« WOEt
fR = CH,NHCbz, g R = 4-O,NCeHs EtOH, rt, 20 h 2 N-NH @4
h R =4-HOCgH,, i R = 3-Py, j R = 4-Py 81% 3

ykcycHoi (coemmuenus le,f) kucmor. I'mapasua amMuHO-
yKcycHOH kucnotsl (le) HemocpeacTBeHHO B pabore He
HCTIONIB30BANIM, BMECTO HETO MPHMEHSUIN N-3aIlUIICHHBIN

aganor 1f, comepxammii  OCH3MIOKCHKApOOHHIBHYIO
3aIIUTHYIO IPYIIILY.
AunnmupoBanue runapasuaos la—d,f—j moHoumumo-

3¢HUpPOM MaJOHOBOH KHCIIOTHI TIPOBOJWIM B 3THJIOBOM
crnupTe npu HarpeBaHuu. B cimywae ruzppasugos 1b,c,f—j
IIOCJIE HENPOJOJDKUTEIFHOTO HAarpeBaHMs W3 PACTBOPOB
BBITIAZIATTH OCAJIKH, KOTOPBIE, COTNACHO HX criektpam SIMP 'H,
a TaKKe JTUTEPaTypPHBIM JAHHBIM, ° GBUIM ONpE/IENIEHBl KaK
COOTBETCTBYIOIIME amuapazoHsl 2b,c,f—j. Coeannenus
2b,c,f—j ucnonp30BaNM B ClEOYIOMICH CTAIUU CHHTE3a 0e3
JOTIOJTHUTENIbHON O4nCTKH. [Ipn HarpeBaHuM aMHUIPa30HOB
2b,c,f—j no TemnepaTypbl IUIABIEHUS NPOUCXOAMIA BHYTPH-
MOJIEKYJISIpHAsI KOHJICHCAIMs, TPUBOIAIIAs K 00pa30BaHUIO
tpuazonoB 3b,c,f—j. Tpuazonsr 3a,d mnomywanu npu
MIPOJIOJDKUTENIEHOM ~ KUIISTYEHUH HMCXOMHBIX T'HIPA3U/IOB
la,d ¢ MoHOMMHUIO3(HUPOM MAaIOHOBOH KHCIOTHI B 3TH-
JIOBOM criupTe Oe3 BBIJICNICHNS IPOMEKYTOUHBIX aMHIPa30-
HoB. Tpuasoun 3e, conepskaniyii aMHIHOMETHIIBHYIO TPYTIITY,
nojxydw n u3 coeauHeHns 3f KaTanuTHYECKMM THIPO-
T€HOJIM30M OCH3MIOKCHKAPOOHMIBHOM 3aIIUTHON TPYTIIBL.
OcoGennocthio criektpoB SIMP 'H HekoTopsix coe-
nuHeHu# 3, 3amucaHHBIX B pactBope IMCO-d;, sBiseTcs
yZBOEHHE JHOO 3HAYMTENILHOE YIIMPEHHWE CUTHAJIOB MpO-
TOHOB, KOTOPBIE HaXOMISTCSl HA PacCTOSHUN 2—4 cBsA3EH OT
TPHUA30JBHOTO TETEpOLMKIIA, YTO HE HaOJIomaeTcs mpu
perucrpanuu cnektpoB B CDCl; (puc. 1). Oto Moxer ObITh
pesynbratoM cradbmnmzanuu TayroMmepHsix ¢opm I u II
uccrneayeMbix Bemect'! He TONbKO Giaromaps oOpaso-
BaHUIO BHYTPUMOJEKYISIPHBIX BOJAOPOAHBIX CBSI3€H, HO U
3a cyeT 00pa30BaHMUs acCOLMATOB C MOJIEKYJIaMHU JAUMETHII-
cyib(OKCHAA, YTO 3aMeUIsieT B3aMMOIIPEBPallIeHHE TayTo-
MepoB. Takasi 0cOOEHHOCTh XapaKTepHa TaKKe JUIS CIIEKTPOB
THIpa3u/ioB KapOOHOBBIX KHCIIOT, KOTOpble O0ONagaroT
HEKOTOPBIM CTPYKTYPHBIM CXOZICTBOM ¢ 1,2,4-Tpuazonamu. '
HnTepecHO OTMETHUTH, YTO AN COEAMHEHUH ¢ apoma-
THYECKHM 3aMecTuTeseM R cTaOMIbHOCTh TayTOMEPOB, MO
BCEl BUAMMOCTH, ONPEAENSIETCS CyMMapHBIM JJIEKTPOH-
HBIM 3¢ dexToM (+/ 1 £M) apoMaTHIECKOro IMKJIa 3aMec-
TuTensd. Tak, B CHEKTpe COEAMHEHHUs 3g MPUCYTCTBYET
Ha0Op CHUTHAJIOB, COOTBETCTBYIOIIUI COJECPIKAHUIO TOJILKO
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OJIHOTO BEIECTBa, a B CIeKTpe coequHeHus 3h curxaisl
MPOTOHOB  y/ABaWBAIOTCSI (COOTHOIIEHHUE TayTOMEPHBIX
dopm B crektpe SIMP 'H cocramster 1:2). YckopeHue
mpoIiecca TayTOMEPHU3alMUd MOXKET OBITh OOYCIIOBICHO
TMOBBIIICHUEM KUCJIOTHOCTU TPHUA30JHbHOI'O0 MNPOTOHA IIpU
nepexojie OT napa-TUIPOKCH- K napa-HUTPOPEHUILHOMY
3aMecTuTeNno. Taxke 3T0 MPEANoI0KeHne KOCBEHHO MO-
TBEPIKAACTCA OTCYTCTBUEM YABOCHHA CUTHAJIOB B CIICKTpax
SAMP 'H coenunenuii 3i,j (R = Het), moCKOIbKYy mHpH-
JVHOBBIA IMKJI, TaK € KaKk WM Hapa-HATPO(EHHIbHBINA
3aMeCTHTeINb, 00J1a1aeT 3HAUYUTEIBHBIMH DJIEKTPOHOAKIICTI -
TOpPHBIMM CBoOiicTBamu. Mcxoms wu3 23roro, ciuenyer
OTMETHTH, YTO KIIIOYEBYIO POJIb B CTAOMIIM3AIIMK OJTHOTO U3
TayTOMEpPOB MOJIEKYNbl coenuHeHuss 3h urpaer uMeHHO
00pa3oBaHHE acCOIMATOB C AMMETHICYIb(POKCHAOM, IIO-
CKOJIbKY 00pa3oBaHKHe BHYTPUMOJIEKYJSIPHBIX BOJOPOIHBIX
cBazeil mpu R = Ar BO3MOXHO TOJBKO C KHCIIOPOJIOM
CJI0)KHO3(DMPHOM TPYIIIIBL.

B cnektpax SIMP 'H coemuHennii ¢ anmudaTHueckum
3aMecTHTeNeM R, He cojepamM TeTepoaToMoB, CIIO-
COOHBIX K 00pa30BaHMIO BOJOPOAHBIX CBs3eil (Hampumep
coenrHeHue 3a), yABOeHUEe MO0 3HAUMTEIbHOE YIIHUPEHUE

N OCH,CH, CH,OH | CH:CH;
Ho/-\(,\q m \ | CH,CO-Et CH,CH;
N / iy
||| /' 7
CH,OH ‘
a) X | ‘
ofessf- —/\-—...-)L.,.J xJL‘ O
HQ-==-H HO
KﬁN‘,N M.,
N 0 =0
| OCH.CH, . {ocmcn; CH,CHx CE:CHx
iy o] DMSO |~
CH,OH [CH:CO:EY
| ’ I H:0
Il 1
I
NH CH,OH li [ [
f/ /\ || || |
) h " |n||

130 120 40 30 10 a0
o, ppm
Pucynok 1. Crekrpsr SIMP 'H coeunenns 3d B a) CDCl; u
b) IMCO-d.
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CUTHAJIOB IIPOTOHOB He HaOuomaercs. B ciydae ke mpo-
U3BOJIHBIX TJIMKOJICBOW M aMHHOYKCYCHO#M KHCIIOT (Kpome
coenrHeHUs 3e), KOTOpBIE TaKKe MOXKHO OTHECTH K COe-
JUHCHUSM ¢ anu(aTUUYCCKUMH 3aMECTHTCISIMH, HaOJro-
JTaeTCSl YETKOE YABOEHHE CHUTHAJIOB BCEX MPOTOHOB, UTO
0OBSICHSIETCSI BO3MOYKHOCTBIO 00pa3oBaHMsl BHYTPUMOJIE-
KyJISpHON BOJOPOAHOM CBA3M KaK C KUCJIOPOAOM CIOKHO-
3(HUPHOI IPYIIIBI, TaK U C FETEPOATOMOM B 3aMectuTteie R.
AmuHO3pup 3e cymiecTByeT B BHJE LBUTTEP-HOHA, YTO
MOATBEPKAAETCS OTCYTCTBUEM B ero crnekrpe SMP 'H
CUTHAJIa TPUA30JbHOTO MPOTOHA W HATUYHUEM CHUTHAJA
MIPOTOHUPOBAHHOM AMHHOTPYIIIIEL.

Hcxonda u3 BBIIIECKA3aHHOTO, MOXHO MPEANOJIOKUTD,
YTO BEPOSITHOCTH CYIIECTBOBAHUS COCAMHEHUS! B HECKOJIb-
KAX TayTOMEpPHBIX (OpPMax YMEHBINACTCS B CIEIYIOIIEM
pany 3amectureneit R: CH,OAr > CH,NHAr > Ar > Alk.

Cy1iiecTBOBaHUE UCCIIEIyEMBIX COSIUHEHHUN B HECKOJIb-
KHX TayTOMEpHBIX (opMax SBISETCS MNPUYUHON OTCYT-
CTBUSI CUTHAJIOB aTOMOB yIJIepoja TPHUa30JbHOTO IMKIA B
crnexrpax SIMP BC Beex HU3Y4YCHHBIX COCIUHEHUI, KpOMe
coequaeHuss 3e. DToT (DakT JIETKO OOBSACHSACTCS 3HAYH-
TENbHBIM YIIUPEHHEM JAaHHBIX CHTHAJIOB, TaK KaK OHH
SIBIISIIOTCS. CYNEPIO3UILMEH CHUTHAJIOB HECKOJBKHX TayTo-
MepHBIX (JOPM U TEPEXOAHBIX COCTOSHHUN. B monb3y aToit
THIIOTE3Bl TOBOPUT TO, YTO JOOABJIEHHE CEPHON KHCIOTHI,
ycKopsitoneii 0OMEHHbIE MPOIECCH C y4acTHEM MPOTOHOB,
MPUBOJUT K MOSIBJICHUIO OOCY)KIIAeMBIX CUTHAJIOB B CIIEKTpE.
JIOTIOTHUTENBHBIM — MOJTBEPXKACHUEM OSTOrO  ABJISAETCA
HaJIMYHME CUTHAJIOB aTOMOB YIJIEpO/a TPHA30JIbHOTO ITHKIIA
B clieKTpe coeauHeHusi 3e u 0e3 00aBIeHUS KUCIOTHI,
MIOCKONBKY coequHeHne 3e, Haxonsdiieecs B LBUTTEp-
HOHHO# (opMe, CONEpKUT JEeNPOTOHHPOBAHHBIN TpHU-
A30JIbHBII UKL

Tuaponus >(QHUPOB TPHA3OIUIYKCYCHBIX KHCIIOT 3a—j
B ILIEJIOYHOM Cpelle ¢ JAJIbHEHIIMM IOJKHUCICHUEM peak-
[IMOHHOM CMECH TIPUBOAUT K 00pa30BaHUIO COEAMHEHMN 4a—j.
B OGospuiMHCTBE clilydaeB 00pa3yroTCsi HEPACTBOPUMEIEC B
Bosie KucnoThl. OnHako coequHenust 4d,e He ynaioch MOMy-
YUTh B WHIMBUIYAbHOM COCTOSIHMM BCIICICTBHE MX 3HAYH-
TEJILHOM PacTBOPUMOCTH B BOJIE U CBSI3aHHBIX C OTHM TPYA-
HOCTEH BBIZICNIEHUS, TTIaBHBIM 00pa3oM M3-3a JIeKapOOKCH-
JUPOBaHUA 00pa30BaBIIMXCS KUCIOT. B MHAMBHIyanbHOM
COCTOSIHUY HaM YAaJIOCh MOJY4YHTh 8§ KUCIOT 4a—c,f—j.

Kak yxe OBIJIO yHOMSHYTO BBIIIE, 3-3aMeEIICHHbIE
(1H-1,2,4-tpna3on-5-ui)yKCycHbIe KHCIOTHI CKJIOHHBI K
nexkapOokcupoBanuio. Hamu ObIJIO yCTaHOBJIEHO, YTO B
ciydae kucioT 4b,c¢,f—j aTa peakmus riagko TPOXOIUT MPH
MX pacIUIaBJIeHHN C 0Opa3oBaHMEM METHNTpHa3onoB Sb,c.f—j
(cxema 2). BeposiTHO, 3TOT mpolecc, Kak W B cCilydae
IMPUIHHKAPOOHOBEIX KHCIOT,'” IIPOXOUT Yepe3 BUTTEP-
HOHHYIO TAyTOMEPHYIO (hopMy.

Coemunennss 3 kak u apyrue >Qupsl KapOOHOBBIX
KHCJIOT CIIOCOOHBI BBICTYNATh ALMIUPYIOMIMMHE areHTaMu
(cxema 3), 6maromapst ueMy ObUT TOJy4YeH PSJl aMHUIOB U
THIpa3uaoB. B KkauecTBe HYKI€O(MIOB HCIIONb30BAIN
aHWIINH, OCH3WIaAMUH, aMMHUAaK U THAPA3UH.

Takxe ciexyeT OTMETHTB, YTO METHJICHOBAs TPyIIa B
COEMHEHUAX 3 TOCTaTOYHO aKTWBHA U CITOCOOHA BCTYIATh
B pEaKIIMU KOHICHCAITUH ¢ ajbaeruaamu (cxema 4).
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Cxema 2
H
N =
\ — \
N-NH N-NH
4b,c f—j
N N
R CHZ_ R Me
-CO, N—NH N—NH
5b,c,f—j
Cxema 3
PhNH, N\ NG H
i —— T e
120°C N-NH
66% 6
PhCH,NH, O2N N H
3g ———> \ WN\/F’h
PhMe, A, 24 h N—-NH
71% 7
aq NH; \ N
A, 10 h N—NH o)
78% 8
N2H4'H20 @\(N\
3i —— > Nz \ W “NH
EtOH, A, 1 h N-NH § 2
92% 9
Cxema 4
X X
\
AW, )
3g.i N
Piperidine (cat.) R X OEt
EtOH, A, 36 h N-NH
54-56% 10, 11

10 R = 3-Py, X = O; 11 R = 4-O,NCgHy, X =S

Takum o00pa3oMm, HaMW TMONY4eH PsJ TPHAZOJIMI-
YKCYCHBIX KHCIIOT C 3aMECTUTEISMU Pa3IHYHON IPUPOJIBI B
MOJIO)KEHUN 3 TpHa3zoibHOro Imkiaa. OOHApyXkKeHO, 4TO
B PacTBOpE STHIOBBIX A(PHUPOB TPUAZOIHIYKCYCHBIX KUCIOT
B JIMCO ycraHaBnuBaeTcd TayTOMEPHOE paBHOBECHE,
B KOTOPOM COOTHOILICHHE TAyTOMEPHBIX ()OPM 3aBUCHUT OT
OPUPOABI 3aMECTUTENS] B MOJOXKEHMH 3 TpUA30IbHOTIO
TeTepOLMKIIA. Y CTAaHOBIEHO, YTO TPUA3OIMITYKCYCHBIE KUC-
JIOTHI IeKapOOKCWIINPYIOTCSI IPU HAarpeBaHWU JI0 TeMIlepa-
Typbl 1uiaBneHus. [lokazaHo, 4To 3QUPHI TpUA30INI-
YKCYCHBIX KHUCIIOT SIBISIFOTCS aKTUBHBIMU alUINPYIOLUMU
areHTaMM U MOTYT BCTyHNaTb B peaKIUM KOHAEHCAlUU
B KauecTBe METHJICHOBOIO KOMIIOHEHTa, 4YTO TaKXke
MO3BOJSIET UCHOIb30BAaTh UX B KA4eCTBE MOIYHNPOLYyKTOB
JUIS CUHTE3a TPUA30JICOAEPIKALINX COSAUHCHUH.
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3KCHepI/IMeHTaJIbHaSI YacThb

Cnextps SIMP 'H 3aperucTpupoBaHEl Ha CIIEKTPO-
Metpax Bruker Avance DRX-500 (500 MI'i, coennHeHHS
3a—c,g.ij, Sb,c,gij) u Varian Mercury-400 (400 MI,
octanbHbie coeaunenus). PactBoputenu: JIMCO-d; (coe-
muaenus 3c¢,h, 4a,c—j, Sh, 6-11) u CDCl; (ocranbHbie
COCTUHEHUS ), BHYyTPCHHUH CTaHAapT — CUTHAJ OCTaTOYHBIX
npotoHoB pactBopureist (JMCO-ds — 2.50 m. n., CDCl; —
7.26 M. 1.). Crextpsr SIMP "*C sapeructpupoBaHbl Ha
cnekrpomerpe Varian Mercury-400 (100 MI'm) B 0.1 M
pactBope H,SO, B CDCl; (coenunenus 3b,e—g.i, Sc) u B
0.1 M pactBope H,SO4 B IMCO-d; (ocTanpHBIE COCIH-
HEHUs1), BHYyTPEHHHUH CTaHAAPT — CUTHAJ aTOMOB yIJiepona
pactBopurens (CDCl; — 76.2 m. 1., AMCO-ds — 39.5 m. 1.).
Cnextp SIMP C coenunenns 4j He yaanoch 3aperucTpu-
poBaTh BBUIY HIB3KOH pacTBOpuMocTH BemectBa B JIMCO-dg.
XpoMaTo-Macc-CleKTPOMETPUUECKIE HCCIEIOBAHUS TPO-
BezseHbl Ha mpudope Agilent 1100 LC/MSD SL. Mcnoss-
30BaHO TpPaJMCHTHOE OJIIIOWPOBaHME, MOIBIKHASA (aza:
A — H,O + 0.1% HCOOH; b — MeCN + 0.1% HCOOH.
Kononka Zorbax SB C-18 (30 x 4.6 MM, pa3mep 4acTuIy
1.8 mukpon), temmneparypa 40 °C. B kauecTBe KomIuue-
CTBEHHOTO NICTCKTOpa HWCIIOJNB30BaHA TUOIHAS MaTpHUIla C
uHOH BoONHBI 215 ®M. [nd uueHTH(QHUKAIAN ITHKOB
HCTIONB30BaH OJHOKBAAPYIOJIBHBIN Macc-CIEKTPOMETP C
XMMHUYCCKON HOHHU3AIUCH MPU aTMOC(HEPHOM TaBJICHUH.
DnemeHTHBIM aHaau3 BemoaHeH Ha Perkin Elmer C,H,N-
aHanmm3atope. Temmeparypsl IDIaBIICHHS OIpeIesieHBl Ha
npudope SMP3 ¢upmsr Stuart Scientific.

Hcnonp30BaHHBIE PACTBOPUTENIN OUUIIEHBI U OCYIIEHBI,
HCTIONB3Ys CTAHAAPTHBIE MeTO/bL. '® VICXOIHbIE THAPA3H/IB
la—d,fj'7 u MoHOMMHIOIDHP MaJOHOBOH KHCIOTHI
MTOJTyYEHBI COTIIACHO CTaHJAPTHBIM METOIUKAM.

CuHre3 3TUI0BBIX 3(pupoB 3-3ameniennsix (1H-1,2,4-
TPHUa30Ja-5-uia)ykcycHbIx kucaor 3a,d (obmas merto-
muka). K pacteopy 18.40 r (0.12 monb) MoHOMMEIO3DHUpa
ManoHoBoi kucimotel B 200 min  EtOH pobasmistror
0.10 monp ruapasuna la,d, cMech KUIIATAT B TedeHue 24 4,
3aTeM pacTBOPUTENb OTTOHSAIOT, IIONYYCHHBIH OCTaTOK
MIEPEeKPUCTAILUTU30BEIBAIOT U3 TOIYOJIA.

runoBblii 3¢up (3-merua-1H-1,2,4-tpuasos-5-ui)-
ykeycHoii kucaorsl (3a). Beixox 14.03 r (83%). benbie
kpuctamisl. T. 1. 97-98 °C. Cnextp SIMP 'H, 8, m. 1.
(/, Tm): 1.28 (3H, T, J = 7.5, OCH,CHs3); 2.43 (3H, c,
3-CH;); 3.84 (2H, ¢, CH,CO); 4.22 (2H, x, J = 7.5,
OCH,CHs); 10.11 (1H, yur. ¢, NH). Criexrp SIMP “C, 8, m. 1.:
10.2; 14.0; 31.4; 61.9; 149.6; 152.7; 167.2. Macc-cnexTp,
m/z (Iorsy %): 170 [M+H]" (100). Haiineno, %: C 49.75;
H 6.54; N 24.82. C;H;N;0,. Bemuucneno, %: C 49.70;
H 6.55; N 24.84.

Ituaossiii 3¢pup (3-ruapoxcumeruni-1H-1,2,4-tpu-
a30i-5-ua)ykcycHoit kucaorsl (3d). Beixox 14.62 r
(79%). Benbie kpuctamet. T. mwr. 87-89 °C. Crextp SIMP 'H,
o, M. a. (J, I'm): 1.28 (3H, 1, J = 7.2, OCH,CHs); 3.88 (2H,
¢, CH,CO); 4.20 (2H, x, J = 7.2, OCH,CHs;); 4.77 (2H, c,
CH,OH); 6.01 (1H, yur. ¢, CH,OH). Criextp SIMP "°C, 8, m. 1.:
13.0; 32.5; 55.4; 60.8; 153.8; 158.2; 168.8. Macc-cnexTtp,
miz (Iom, %): 186 [M+H]" (100). Haitneno, %: C 45.42; H
5.96; N 22.72. C;H;;N;3;0O3. Breruucimeno, %: C 45.40; H
5.99; N 22.69.
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CuHTe3 3TWIOBBIX 3¢upos 3-3amemennbix (1H-1,2,4-
TPHUa30J-5-WI)yKeycHbIX KucaoT 3b,e,f—j (oOmas mero-
muka). K pactBopy 18.40 r (0.12 moip) MoHOMMEUIO3Hpa
mastoHoBo# kuciioTel B 200 Mir EtOH mo6Gasmstror 0.10 Mous
rugpazuga  1b,e,f—j, cmecy xumsarar. Yepes 30 wmuH
HauMHaeT BhIMajgaTh Ocalok amuapazoHa 2b,cf—j. Kuns-
YEHHE TPOAOIDKAIOT IO MOJIHOTO PAaCTBOPEHHUS MCXOIHOTO
rugpasuga (1 9), mocme dero pacteop oxnaxngaroT. [lomy-
YEeHHBIH 0CaJoK OT(QMIBTPOBHIBAIOT, NpombiBatoT EtOH,
CyLIaT Ha BO3IyXe W 0e3 JOMOJHUTEILHONW OYMCTKH WCIOJIb-
3yl0T B cienymoolueid craauu. HarpeBanue amuapasoHa
2b,c¢,f—j no Temmepatypsl wiasienus (120-240 °C) npuso-
Ut K oOpasoBaHuio Tpuaszona 3b,c,f—j. [lomydenHsii nias
MOXHO nepekpuctannzoBats u3 EtOH.

StuioBeii 3¢pup (3-penoxcumernn-1H-1,2,4-rpuazosr-
S5-un)ykcycnoii kucaorst (3b). Brixom 19.30 r (74%).
Benbrit mopomok. T. . 81-82 °C. Criexktp SIMP 'H, 8, m. 1.
(/, Tm): 1.30 3H, 1, J = 7.0, OCH,CHz); 3.95 (2H, ¢, CH,CO);
4.22 (2H, x, J = 7.0, OCH,CHs); 5.19 (2H, ¢, CH,OPh);
6.98 (1H, T, J = 8.0, H-4 Ph); 7.00 (2H, r, J = 8.0, H-2,6 Ph);
7.29 (2H, 1, J = 8.0, H-3,5 Ph); 10.63 (1H, yum. ¢, NH).
Crexrp SIMP °C, 8, m. 1. 13.1; 31.2; 60.8; 61.7; 113.6; 120.5;
128.5; 152.4; 156.3; 156.9; 168.2. Macc-cuextp, m/z Iy, %):
262 [M+H]" (100). Haiineno, %: C 59.76; H 5.79; N 16.08.
C13H15N303. BI:-I‘II/ICJ'ICHO, %: C 5971, H 582, N 16.09.

OrwioBblii  3¢pup (3-penunamunomernn-1H-1,2.4-
TpHAa30J-5-min)ykeycHo kucaorbl (3¢). Brixon 19.50 r
(75%). Bemsiii nopomok. T. mr. 136-138 °C. Cnextp SIMP 'H,
S, m. 1. (J, Tu): 1.30 3H, 1, J = 6.5, OCH,CHs); 3.88 (2H,
¢, CH,CO); 4.24 (2H, x, J = 6.5, OCH,CHj3); 4.45 (2H, c,
CH,Ph); 6.65 (2H, n, J = 6.5, H-2,6 Ph); 6.75 (1H, T,
J =6.5, H-4 Ph); 7.17 (2H, 1, J = 5.2, H-3,5 Ph). Cnextp
SIMP °C, 8, m. a.: 14.0; 32.7; 40.3; 60.9; 113.8; 118.2; 120.0;
146.5; 152.6; 156.8; 168.1. Macc-cniektp, m/z (I, %):
261 [M+H]" (100). Haiineno, %: C 60.03; H 6.24; N 21.47.
C3HN4O,. Beraucieno, %: C 59.99; H 6.20; N 21.52.

ItuioBeii 3¢up {3-[(N-6eH3nN0KCMKAPOOHNIAMIHO)-
MeTui|-1H-1,2,4-Tpuazon-5-un}ykcycnoii  kucjaorsr (3f).
Bexon 20.35 r (64%). Bemsrit mopomok. T. mr. 115-117 °C.
Crrextp SAMP lH, 6, m. . (J, T'm): 1.25 BH, T, J = 6.8,
OCH,CHs;); 3.85 (2H, ¢, CH,CO); 4.17 (2H, , J = 6.8,
OCH,CHs;); 4.46 (2H, n, J = 6.0, CH,NH); 5.07 (2H, c,
OCH,Ph); 6.18 (1H, ym. ¢, CH,NH); 7.30 (5H, ¢, H Ph);
10.47 (1H, ym. ¢, NH tpuazox). Cnextp AMP BC, 8, M. 1.
13.1; 31.9; 36.1; 60.8; 66.1; 127.1; 127.2; 127.5; 135.2;
152.3; 155.8; 156.1; 167.9. Macc-cniekrp, m/z (I, %):
319 [M+H]" (100). Haiineno, %: C 56.60; H 5.70; N 17.60.
C,5H§N4Oy4. Berancieno, %: C 56.62; H 5.74; N 17.56.

ItuioBsli 3¢up [3-(4-aurpodenn)-1H-1,2,4-rpuazo-
S5-nalykcycnoii kuciaorsl (3g). Beixog 23.18 r (84%).
Bexesbiii mopomok. T. . 178-179 °C. Cnextp SIMP 'H,
o, m. 1. (J, Tm): 1.36 3H, 1, J= 7.5, OCH,CHs); 4.07 (2H,
¢, CH,CO); 4.32 (2H, x, J = 7.5, OCH,CHs); 8.26 (2H, &,
J=9.0, H-3,5 Ar); 831 (2H, x, J = 9.0, H-2,6 Ar); 11.80
(1H, ym. ¢, NH tpuason). Crnextp SIMP “C, 5, m. .
(/, T'm): 13.2; 31.6; 61.5; 123.1; 126.2; 135.7; 147.4; 150.3;
159.4; 168.4. Macc-criektp, m/z (Iym, %): 277 [M+H]"
(100). Haiineno, %: C 52.17; H 4.38; N 20.28. C;;H|;N4O,.
Brruucneno, %: C 52.20; H 4.44; N 20.27.

ItuioBsli 3¢up [3-(4-ruapoxcndennn)-1H-1,2,4-Tpu-
azoa-5-malykcycHoii kucyorst (3h). Bexox 12.15 r (49%).
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Benpiit noporok. T. mn. 213-214 °C. Cnexrp SIMP lH, o, M. 1I.
(/, T'm): 1.19 (3H, 1, J = 6.2, OCH,CHjs); 3.71 (0.70H, c¢) u
3.91 (1.30H, c, CH,CO); 4.11 (2H, x, J = 6.2, OCH,CH3);
6.80 (0.70H, x, J = 8.0) m 6.87 (1.30H, 1, J = 8.0, H-2,6 Ar);
7.78 (2H, n, J=17.2, H-3,5 Ar); 9.65 (0.35H, c) u 9.96 (0.65H,
¢, ArOH); 13.71 (0.35H, ym. ¢) u 13.79 (0.65H, ym1. c, NH).
Cnextp IMP °C, &, m. 1. (J, I'm): 14.1; 32.9; 61.1; 116.0;
128.2; 153.1; 155.0; 160.0; 168.5. Macc-cnextp, m/z (Lyy, %):
248 [M+H]" (100). Haitneno, %: C 58.29; H 5.30; N 16.99.
C13H3N30s. Breraucaeno, %: C 58.33; H5.31; N 16.98.

ItuiaoBslii 3¢up [3-(mupugun-3-un)-1H-1,2,4-tpu-
azoa-S5-mialykcycnoit kmcaorsl  (3i). Brixog 20.65 T
(89%). bexerbrit mopomok. T. mr. 111-114 °C. Cnektp
SMP 'H, §, m. 1. (J, T): 1.34 (3H, 1, J = 7.0, OCH,CH;);
4.04 (2H, c, CH,CO); 4.30 (2H, , J = 7.0, OCH,CH3);
739 (1H, n. o, J = 7.5, J = 4.5, H-5 Py); 837 (1H, n,
J="1.5, H-4 Py); 8.66 (1H, n, J = 4.5, H-6 Py); 9.33 (1H, c,
H-2 Py); 12.09 (1H, yur. ¢, NH Ttpuason). Crextp SIMP C,
5, M. 1.0 13.15 32.0; 60.9; 123.2; 126.3; 134.3; 145.4; 147.8;
151.5; 157.0; 168.1. Macc-cuektp, m/z (Iym, %): 233
[M+H]" (100). Haiineno, %: C 56.89; H 5.24; N 24.08.
C]1H12N402. BI)ILII/ICJ'IeHO, %: C 5689, H 521, N 24.12.

Itunoselii 3¢up [3-(mupuaun-4-un)-1H-1,2,4-rpuaso.-
S5-nalykcycnoit kuciaorsl (3j). Bexox 20.42 1 (88%).
Bexessiit nopomok. T. mn. 118-119 °C. Cnexrp SIMP 'H,
o, m. 1. (J, T'm): 1.34 3H, 1, J = 7.0, OCH,CHs); 4.05 (2H,
¢, CH,CO); 4.30 (2H, k, J = 7.0, OCH,CHs); 7.99 (2H, &,
J=5.0, H-3,5 Py); 8.72 (2H, n, J = 5.0, H-2,6 Py); 12.41
(1H, yur. ¢, NH). Crektp SIMP “C, 8, m. 1.: 14.1; 32.6;
61.2; 121.8; 143.0; 145.7; 153.1; 157.1; 168.2. Macc-
ciextp, m/z (Iym, %): 233 [M+H]" (100). Haiineno, %:
C 56.94; H 5.18; N 24.13. C;H,N40O,. Brraucneno, %:
C 56.89; H5.21; N 24.12.

Ituaossiii 3¢pup (3-amunomeruna-1H-1,2,4-rpunasoJ-
S5-un)ykcycnoii kueaorsl (3e). K pacrsopy 1.00 r
(3.14 mmomn) adupa 3f B 20 mu. EtOH npuceimarot 0.10 T
karanu3atopa Pd/C (10%) u nepemeniiBaoT B atmochepe
BOJIOpOZia MPH KOMHATHOW TeMIiepaType B TedeHue 20 d.
PeakimoHHyl0 cMech (QUIBTPYIOT, GUILTPAT yHNapHUBAaioOT.
benblif kpucTaIMUECKUd OCTaTOK CYCHEHAUPYIOT B 15 M
Et,0, nepememmBaroT B TedeHue 24 4, 0CaloK COeTUHEHUS
3e oTQUIBTPOBHIBAIOT M cymIaT Ha Bo3ayxe. Boixon 0.47 r
(81%). bemprit mopomok. T. mm. 108-109 °C (Et,0).
Cnextp SIMP 'H, §, m. a. (J, I'm): 1.26 3H, T, J = 5.6,
OCH,CHs); 3.84 (2H, ¢, CH,CO); 4.02 (2H, ¢, CH,NH;");
4.18 (2H, x, J = 5.6, OCH,CH3); 5.32 (3H, ¢, CH,NH;").
Cnextp SIMP “C, &, m. 1.: 13.1; 32.8; 37.5; 60.6; 153.8;
159.3; 168.7. Macc-criektp, m/z (lym, %): 185 [M+H]
(100). Hatineno, %: C 45.68; H 6.54; N 30.43. C;H,N40,.
Breruucneno, %: C 45.65; H 6.57; N 30.42.

Cunre3 3-3amemiennbix (1H-1,2,4-Tpua3os-5-ui)-
YKCycHBIX kucaot 4a—c,f—j (obmas meroauka). K HaBecke
10 T s¢upa 3a—c,f—j moGammsaror 3 3kB. 1 H. pacTBOpa
NaOH. I'maponu3 mpoxXoauT MpH KOMHATHOW TeMIlepaType
B TeueHue 10 u. IIpu mogkucieHNMH peakLMOHHOW cMecu
SKBUMOJISIpHBIM  KomyecTBoM HC1 momydator kpucran-
JIMYECKUE OCATKU KUCIIOT 4a—c,f—j.

(3-Metui-1H-1,2,4-Tpua3oa-5-ui)ykcycHasi KHCJI0Ta
(4a). Beixon 6.50 r (78%). beunsrii TIOPOLIOK. T. mn. 193—
195 °C (c pazn., H,0). Cnexrp SIMP 'H, 6, m. a. (J, I'n):
2.28 (3H, ¢, CHs); 3.59 (2H, ¢, CH,CO); 13.32 (1H, ym. c,
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NH tpuason). Criexktp AMP B¢, 8, m. 1.0 10.2; 31.5; 150.0;
152.6; 168.7. Macc-cnektp, m/z (Iym, %): 142 [M+H]
(100). Haiineno, %: C 42.61; H 4.99; N 29.72. CsH;N50,.
Breruncaeno, %: C 42.55; H 5.00; N 29.77.
(3-®enoxkcumerna-1H-1,2,4-Tpua3o-5-ua)ykcycHas
kuciaora (4b). Brixox 6.07 r (71%). Bensriit mopomiok.
T. . 122-123 °C. Cnextp AMP 'H, §, m. 1. (/, Tm): 3.75
(2H, ¢, CH,CO); 5.08 (2H, ¢, CH,OPh); 6.95 (1H, T,
J=28.0, H-4 Ph); 7.03 (2H, 1, J = 8.0, H-2,6 Ph); 7.29 (2H,
1,J=28.0, H-3,5 Ph); 13.81 (1H, ym. ¢, NH). Criextp SIMP “°C,
0, M. a.. 34.5; 61.6; 114.8; 121.5; 129.8; 152.2; 155.2;
157.9; 163.4. Macc-criektp, m/z (Iym, %): 234 [M+H]
(100). Haitneno, %: C 56.68; H 4.71; N 18.00. C;;H;N;0;.
Brruucneno, %: C 56.65; H 4.75; N 18.02.
(3-PennnamunomeTu-1H-1,2,4-rpuason-S-wiykcycHas
kuciaora (4c¢). Beixox 5.62 1 (63%). benbrii mopomiok.
T. . 197-198 °C (¢ pasn., H,0). Criextp SIMP 'H, 8, m. 1.
(/, Tu): 3.65 (2H, ¢, CH,CO); 4.25 (2H, ¢, CH,NHPh);
6.09 (1H, ym. ¢, CH,NHPh); 6.54 (1H, T, J = 8.0, H-4 Ph);
6.62 2H, n, J=7.2, H-2,6 Ph); 7.05 2H, 1, J= 7.2, H-3,5 Ph);
13.16 (1H, yur. ¢, NH). Crnextp SIMP “C, §, m. 1.: 32.7;
40.2; 113.7; 118.3; 129.2; 146.8; 152.4; 156.9; 169.6. Macc-
ciektp, m/z (Lo, %): 233 [M+H]" (100). Haiineno, %:
C 56.97; H 5.26; N 24.22. C;;H,)N4O,. Brraucneno, %:
C 56.89; H 5.21; N 24.19.
{3-[(N-Ben3unokcukapoonnaamuno)meruia|-1H-1,2,4-
TpHa30J-5-mijykcycHasa kuciaora (4f). Bexox 5.84 1
(64%). bemsrit mopomok. T. mn. 159-161 °C (c pasm.,
H,0). Cnextp SIMP 'H, 8, m. n. (J, I'm): 3.67 (2H, c,
CH,CO); 4.23 (2H, ¢, CH,NHCO); 5.04 (2H, ¢, OCH,Ph);
7.36 (5H, c, H Ph); 7.72 (1H, ym. ¢, CH,NHCO); 12.73
(1H, ym. ¢, NH Tpmaszon); 13.39 (1H, ym. c, COOH).
Cnektp SIMP C, 5, m. 1.: 32.2; 36.5; 66.0; 128.0; 128.1;
128.5; 136.8; 151.6; 155.7; 156.5; 169.8. Macc-cnektp, m/z
(Lo %0): 291 [M+H]" (100). Haiineno, %: C 53.64; H 4.82;
N 19.23. C3H4N4O4. Breruucneno, %: C 53.79; H 4.86;
N 19.30.
[3-(4-Hutpodennin)-1H-1,2,4-Tpua3or-S-uilykcycnas
kuciaora (4g). Bexon 6.11 T (68%). Bensrit mopomrok.
T. w1 111-113 °C (¢ pazn., H,0). Cnextp SIMP 'H, &, m. 1.
(/, T): 3.88 (2H, ¢, CH,CO); 8.23 (2H, 1, J = 8.8, H-3,5 Ar);
8.30 (2H, &, J = 8.8, H-2,6 Ar); 14.04 (1H, ym. ¢, NH).
Crnextp SAMP “C, §, m. n.: 32.8; 124.4; 127.1; 136.2;
147.9; 153.0; 157.8; 169.8. Macc-cuiektp, m/z (Iom, %):
249 [M+H]" (100). Haiineno, %: C 48.33; H 3.29; N 22.48.
CoHgN4O4. Beruncnieno, %: C 48.39; H 3.25; N 22.57.
[3-(4-T'uppoxcudenni)-1H-1,2,4-rpuason-S-uijykcycHas
kunciaora (4h). Bexon 6.47 r (73%). CBeTIO-KOpUIHEBEIH
noporok. T. rot. 143145 °C (c pazn., H,0). Criextp SIMP 'H,
o, m. 1. (J, T'): 3.73 (2H, ¢, CH,CO); 6.85 (2H, 1, J = 8.4,
H-2,6 Ar); 7.79 (2H, n, J = 8.4, H-3,5 Ar); 9.88 (1H, ymur. c,
ArOH); 12.74 (1H, yur. ¢, NH). Cnextp SIMP “C, §, m. 1.:
32.6;116.0;116.3; 128.6; 152.4; 155.0; 160.5; 169.6. Macc
-criektp, m/z (I, %): 220 [M+H]" (100). Haitneno, %:
C 54.89; H 4.16; N 19.13. C;(HoN50O;. Brruuciaeno, %:
C 54.80; H4.14; N 19.17.
[3-(IIupuaun-3-un)-1H-1,2,4-Tpua3on-S-uialykcycHas
kuciaora (4i). Berxog 5.19 1t (59%). bexenbiii mopoIox.
T. w1 211-212 °C (c pazn., H,0). Cnexrp SIMP 'H, 8, ™. 1.
(/, Tm): 3.88 (2H, ¢, CH,CO); 7.52 (1H, n. n, J = 8.4,
J=5.2,H-5Py); 8.32 (1H, n, J = 8.4, H-4 Py); 8.64 (1H, &,
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J=5.2,H-6 Py); 9.17 (1H, ¢, H-2 Py); 12.84 (1H, ym. c,
COOH); 14.04 (1H, ymr. ¢, NH). Criextp SIMP °C, 8, M. 1.:
32.1; 125.5; 127.8; 136.5; 144.1; 147.2; 153.2; 156.7;
170.0. Macc-cnextp, m/z (Iym, %): 205 [M+H]" (100).
Haiineno, %: C 52.88; H 4.01; N 27.39. CoHgN,O,.
Brruucaeno, %: C 52.94; H 3.95; N 27.44.

[3-(Tupuaun-4-ui)-1H-1,2,4-Tpuaszoen-S-uilykcycnas
kucjaoTa (4j). Bexon 6.51 r (74%). bexeBsiit mopomiok.
T. . 238-239 °C (¢ pasn., H,0). Criextp SIMP 'H, 8, m. 1.
(/, T): 3.87 (2H, ¢, CH,CO); 7.90 (2H, 1, J = 5.4, H-3,5 Py);
8.67 (2H, n, J = 5.4, H-2,6 Py); 14.02 (1H, ym. ¢, NH).
Macc-criextp, m/z (I, %): 205 [M+H]" (100). Haiineno, %:
C 52.92; H 4.01; N 27.39. CoHgN4O,. Brruucineno, %:
C 52.94; H 3.95; N 27.44.

Cunres 3-3ameneHHbIX S-MeTuia-1H-1,2,4-Tpua3osioB
Sb,c,f—j (oOmas meromauka). HaBecky 1 r xucnotsr 4b,c,f—j
HATPeBAIOT J0 TEMIIEpaTyphl IuiaBieHus. [Iporece miaBku
COMPOBOXKIACTCSI OYPHBIM BBIJCICHUEM YTIICKUCIIOTO rasa.
[Momy4yenHsie amopdHBIC IUIABBl MPEICTABISAIOT COOOU
CIIEKTPaJIbHO-YHCThIE METHIITPUA30Jibl Sh,c,f—j.

5-Metua-3-penoxkcumerun-1H-1,2,4-tpuazoa  (5b).
Boixon 0.80 r (94%). Bexensiii mopomok. Criekrp SIMP 'H,
6, m. 1. (J, T'm): 2.49 (3H, ¢, CH3); 5.17 (2H, ¢, CH,OPh);
6.98 (2H, n, J = 6.0, H-2,6 Ph); 6.99 (1H, 1, J = 8.0,
H-4 Ph); 7.29 (2H, T, J = 8.0, H-3,5 Ph); 8.89 (1H, ym c,
NH). Criextp SIMP °C, 8, m. 1.: 10.8; 60.9; 114.9; 121.7;
129.8; 153.6; 153.8; 157.6. Macc-cuextp, m/z Iy, %):
190 [M+H]" (100). Haiineno, %: C 63.55; H 5.82; N 22.23.
C1oH[1N5O. Breruucneno, %: C 63.48; H 5.86; N 22.21.

N-[(5-Metun-1H-1,2,4-Tpua3o-3-wi)MeTna| aHUJIMH
(5¢). Boixon 0.78 T (96%). Bensiit mopouok. Criektp SIMP 'H,
6, M. 1. (J, I'm): 2.44 (3H, ¢, CHs); 4.45 (2H, ¢, CH,NHPh);
6.66 2H, n, J = 7.5, H-2,6 Ph); 6.76 (1H, 1, J = 7.5,
H-4 Ph); 7.18 (2H, 1, J = 7.5, H-3,5 Ph). Cnextp SIMP "°C,
6, m. m.: 11.8; 40.8; 112.5; 117.6; 128.7; 146.8; 155.4;
159.3. Macc-cnextp, m/z (Iym, %): 189 [M+H]" (100).
Haiineno, %: C 63.76; H 6.42; N 29.82. C;oH,N,.
Brruucaeno, %: C 63.81; H 6.43; N 29.76.

Beunsua[(5-merna-1H-1,2,4-Tpua3zon-3-ua)merun|-
kapoamar (5f). Beixox 0.77 r (91%). Bensiii mopomiok.
Crextp SIMP 'H, §, m. 1. (J, T'm): 2.39 (3H, ¢, CHs); 4.44
(2H, n, CH,NH); 5.07 (2H, ¢, OCH,Ph); 6.11 (1H, ym. ¢,
NHCH,CO); 7.30 (5H, ¢, H Ph); 12.39 (1H, ymr. ¢, NH
tprazon). Crektp SIAMP B, 8, m. a.: 11.3; 37.0; 65.6;
127.8; 127.9; 128.3; 136.9; 153.8; 156.3; 156.9. Macc-
cnextp, m/z (Lo, %): 247 [M+H]" (100). Haiinero, %:
C 58.51; H 5.79; N 22.74. C,H4N4O,. Brraucneno, %:
C 58.53; H5.73; N 22.75.

3-(4-Hurpodenuna)-5-merun-1H-1,2,4-rpuazoa (5g).
Boixoz 0.80 r (97%). Besxensiii nopomok. Criekrp SIMP 'H,
o, M. 1. (J, T'm): 2.61 (3H, ¢, CH3); 8.26 (2H, 1, J = 9.0,
H-3,5 Ar); 8.31 (2H, 1, J = 9.0, H-2,6 Ar). Criekrp SIMP “C,
6, m. m.: 11.3; 124.3; 127.1; 134.9; 148.0; 154.6; 156.3.
Macc-cniektp, m/z (Iom, %): 205 [M+H]" (100). Haiinexo,
%: C 52.88; H 3.90; N 27.47. CoHgN,O,. Brruucieno, %:
C 52.94; H 3.95; N 27.44.

4-(5-Metni-1H-1,2,4-tpuazoa-3-un)penoa (Sh). Brixon
0.78 r (98%). Bexsrit mopomrok. Criektp SIMP 'H, &, m. 1.
(/, Tm): 2.26 (1.05H, ¢) u 2.36 (1.95H, c, CH;); 6.79
(0.70H, n, J = 7.6) u 6.85 (1.30H, x, J = 7.6, H-2,6 Ar);
7.77 2H, n, J = 7.6, H-3,5 Ar); 9.61 (0.35H, ym1. ¢) u 9.91

407

(0.65H, ym1. ¢, OH); 13.79 (0.65H, ym. c) u 14.43 (0.35H,
yur. ¢, NH). Cnektp SIMP B, 8, M. 11.1; 116.1; 116.3;
128.4; 153.6; 154.8; 160.3. Macc-cuiextp, m/z (Iow, %):
176 [M+H]" (100). Haitneno, %: C 61.78; H 5.17; N 23.96.
CoHyN;0. Brruuciaeno, %: C 61.70; H 5.18; N 23.99.
5-Metua-3-(nupuann-3-un)-1H-1,2,4-trpuazoa  (5i).
Boxon 0.74 T (94%). Bexenbiit mopomrok. Criektp SIMP 'H,
o, m. 1. (J, T'm): 2.58 (3H, ¢, CH;); 7.41 (1H, n. x, J = 8.0,
J=15.0, H-5 Py); 8.39 (1H, n, J = 8.0, H-4 Py); 8.66 (1H, x,
J =5.0, H-6 Py); 9.35 (1H, ¢, H-2 Py); 11.69 (1H, ym. c,
NH). Crextp SIMP °C, 8, m. 1.: 11.8; 125.4; 128.2; 136.5;
143.8; 146.7; 154.9; 157.0. Macc-cuexktp, m/z (o, %):
161 [M+H]" (100). Haitneno, %: C 59.98; H 5.09; N 35.01.
CgHgNy. Brruncneno, %: C 59.99; H 5.03; N 34.98.
5-Metua-3-(mupuaun-4-un)-1H-1,2,4-tpuazon  (5j).
Boxon 0.75 T (96%). Bexenbiit mopomrok. Criektp IMP 'H,
S, M. 1. (J, Tm): 2.58 (3H, ¢, CH3); 7.99 (2H, n, J = 7.5,
H-3,5 Py); 8.71 2H, n, J = 7.5, H-2,6 Py); 11.69 (1H, ym. c,
NH Ttpuazom). Cnexrp AMP Be, 8, m.oo: 11.8; 121.3;
142.6; 146.7; 155.4; 157.6. Macc-cuiextp, m/z Iy, %):
161 [M+H]" (100). Haitneno, %: C 59.97; H 4.99; N 34.94.
CgHgNy. Beruncneno, %: C 59.99; H 5.03; N 34.98.
[3-(IMupuaun-4-un)-1H-1,2,4-tpuaszon-S-uil-N-genu-
ameramun (6). Cmecs 2.32 1 (0.01 momnp) a3dpupa 3ju 1.40 T
(0.015 momnb) anmnmHa HarpesatoT a0 120 °C. [TomydeHHbii
miaB kpuctammsyoT u3 EtOH. Bexon 1.85 r (66%).
Benbie kpuctamisl. T. mn. 184—185 °C. Crextp SIMP 'H,
S, M. 1. (J, I'm): 3.99 (2H, ¢, CH,CO); 7.06 (1H, T, J = 7.6,
H-4 Ph); 7.32 (2H, n, J = 7.6, H-3,5 Ph); 7.61 (2H, n,
J=17.6, H-2,6 Ph); 7.90 (2H, n, J = 5.6, H-3,5 Py); 8.65
(2H, 1, J = 5.6, H-2,6 Py); 10.39 (1H, ¢, CONHPh); 14.25
(1H, ym. ¢, NH tpua3zomn). Cnekrp AMP Be, 8, m. 1. 34.7;
119.3; 122.8; 123.8; 129.0; 138.9; 142.9; 146.6; 154.1;
156.8; 165.5. Macc-criektp, m/z (Iym, %): 280 [M+H]"
(100). Hatineno, %: C 64.58; H 4.49; N 25.08. C;5H3N;0.
Brraucieno, %: C 64.51; H 4.69; N 25.07.
N-Ben3unia[3-(4-nurpodennn)-1H-1,2,4-tpuazon-S-uial-
aneramun (7). PactBop 2.76 r (0.010 mounb) 3¢dupa 3g u
1.40 r (0.015 monnp) 6en3mnamuna B 50 Mo PhMe kumsarsar
B TeueHHe 24 4. OOpa3oBaBIIUICS OCATOK OTQPIIBTPO-
BBIBAIOT, MPOMBIBAIOT TOJIYOJIOM W BBICYIIHBAIOT. BBIXOX
240 r (71%). bemsie xpucramel. T. mi 233-235 °C
(PhMe). Cnextp SIMP 'H, 8, m. 1. (J, I'm): 3.82 (2H, c,
CH,CO); 4.34 (2H, n,J = 6.0, NHCH,Ph); 7.24-7.36 (5H,
M, H Ph); 8.25 (2H, n, J = 8.8, H Ar); 8.36 (2H, 1, J = 8.8,
H Ar); 8.79 (1H, T, J = 6.0, NHCH,Ph); 14.25 (1H, ym c,
NH tpuazon). Criexktp IMP 13C, 8, M. 1. 33.7; 42.6; 124.4;
127.0; 127.1; 127.5; 128.5; 136.1; 139.2; 147.9; 153.5;
157.6; 166.7. Macc-criektp, m/z (Iym, %): 338 [M+H]
(100) Haﬁ)IGHO, %: C 6053, H 444, N 20.71. C]7H]5N503.
Brruucneno, %: C 60.53; H 4.48; N 20.76.
[3-(IMupuaun-3-un)-1H-1,2,4-Tpuazoen-S-uilaneramug
(8). Cmech 2.32 1 (0.01 monp) adupa 3i u 10 mMa xoHIIL.
BOAHOrO ammmaka (25%) xumarsat B Tedenwme 10 u.
[Monmy4yeHHBIN pacTBOp yHapUBAIOT J0OCYXa, OCTATOK IIepe-
kpuctammm3opeBaroT w3 EtOH. Bwxox 1.70 r (78%).
Bexerbie kpuctammsl. T. mn. 241243 °C. Cnextp SIMP 'H,
o, M. 1. (J, I'm): 3.68 (2H, c, CH,CO); 7.18 (1H, ym1. ¢) u
7.67 (1H, yur. ¢, CONH,); 7.50 (1H, n. n, J = 7.6, J = 5.2,
H-5 Py); 8.29 (1H, n, J= 7.6, H-4 Py); 8.61 (1H, n, J=5.2,
H-6 Py); 9.15 (1H, c, H-2 Py); 14.04 (1H, ym. ¢, NH
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tpuason). Cnekrp SIMP °C, 8, m. 1. 33.4; 127.9; 130.3;
139.3; 142.0; 142.3; 153.8; 155.7; 168.7. Macc-cuektp, m/z
(Ioms, %): 204 [M+H]" (100). Haitnero, %: C 53.24; H 4.43;
N 34.48. CyHgNsO. Brruncieno, %: C 53.20; H 4.46;
N 34.46.

T'uapazua  [3-(mupuaun-3-uwin)-1H-1,2,4-tpuaszon-5-uial-
ykcycHoit kuejorbl (9). Pactop 2.32 1 (0.010 momb)
a¢upa 3i u 0.55 r (0.011 momp) N,H4-H,0 B 50 M EtOH
KUIATAT B TedeHue 1 4. OOpa3oBaBLIMICS 0CAOK OT(HHIBT-
poBbIBatoT, npombiBaroT EtOH u BeIcymmBaroT. Brixon
2.00 T (92%). bembie kpucramel. T. mi. 218-219 °C
(EtOH). Cnektp SIMP 'H, &, m. 1. (J, I'm): 3.64 (2H, c,
CH,CO); 4.32 (2H, ym1. ¢, NHNH,); 7.49 (1H, n. n, J = 8.0,
J=4.4,H-5 Py); 8.28 (1H, n, J = 8.0, H-4 Py); 8.61 (1H, n,
J =44, H-6 Py); 9.14 (1H, c, H-2 Py); 9.37 (1H, ym. c,
NHNH,); 13.93 (1H, ym. ¢, NH tpuazomn). Cnextp SIMP “C,
S, M. m.: 32.3; 124.2; 126.4; 133.4; 146.8; 157.1; 153.6;
157.3; 166.7. Macc-cniektp, m/z (Iy, %): 219 [M+H]
(100). Haiineno, %: C 49.55; H 4.58; N 38.56. CoH;(N¢O.
Brraucaeno, %: C 49.54; H 4.62; N 38.51.

ItunoBblid 3¢pup 2-[3-(mupuaun-3-un)-1H-1,2,4-Tpu-
a3001-5-wi1|-3-(pypaun-2-win)npon-2-eHoBoii  kucjaorsl (10).
PactBop 2.32 r (0.010 moxp) adupa 3i, 1.15 1 (0.012 moms)
¢bypodypora u 0.1 mi numepunuaa B 50 M EtOH xunsarsr
B TeyeHue 36 4. [lomyueHHBIN pacTBOp ymapuBaroT 10CyXa,
0CTaTOK MepeKpucTaLin3oBbiBatoT u3 PhMe. Beixon 1.73 T
(56%). Kopuunessle kpuctamisl. T. mn. 170-174 °C.
Coextp SAMP H, 8, m. 1. (/, Tm): 1.22 BH, 1, J = 6.8,
OCH,CHz); 4.22 (2H, k, J = 6.8, OCH,CH3); 6.60 (1H, c,
H Fur); 6.92 (1H, ym. ¢, H Fur); 7.52 (1H, 1, J = 6.0,
J =3.6, H-5 Py); 7.78 (1H, c, H Fur); 7.87 (1H, ¢, C=CH);
8.36 (1H, 1, J= 6.0, H-4 Py); 8.63 (1H, 1, J= 3.6, H-6 Py);
9.21 (1H, c, H-2 Py); 14.31 (1H, ym. ¢, NH). Cnektp
AMP BC, 5, m. 1. (J, T): 14.2; 61.5; 113.3; 114.7; 120.3;
126.6; 128.9; 132.0; 139.1; 142.0; 145.0; 148.0; 149.0;
151.9; 156.8; 165.0. Macc-cuekrp, m/z (Ioy, %): 311
[M+H]" (100). Haiineno, %: C 61.91; H 4.62; N 17.97.
C16H14N4Os. Brraucaeno, %: C 61.93; H 4.55; N 18.05.

ItunoBblii 3¢up 2-[3-(4-uurpopenni)-1H-1,2,4-Tpu-
a30.1-5-u1|-3-(TuodeH-2-ua)npon-2-eHoBoil kuca0Thl (11).
Pacrteop 2.76 T (0.010 mons) spupa 3g, 1.35 r (0.012 mob)
tHO(eH-2-kapbanpaeruna U 0.1 mu nunepuanHa B 50 mi
EtOH xunsatsat B teyenue 36 4. IlomyueHHBIH pacTBOp
YHapUBaIOT J0CYXa, OCTATOK MEPEKPHUCTAIUTH30BBIBAIOT W3
PhMe. Beixoxm 2.00 1t (54%). CBeTiio-KOpUYHEBBIC
kpuctamisl. T. 1. 231-233 °C. Cnextp SAMP H, §, M. 1.
(/, Tm): 1.23 (3H, 1, J = 7.2, OCH,CH,); 4.23 (2H, k,
J =172, OCH,CH;); 7.12 (1H, n. n, J = 4.8,J = 3.6,
H tnoden); 7.68 (1H, x, J = 3.6, H tnoden); 7.74 (1H, n,
J = 4.8, H taoden); 8.31 (1H, ¢, C=CH); 8.32 (2H, n,
J = 8.0, H-3,5 Ar); 8.36 (2H, n, J = 8.0, H-2,6 Ar); 14.59
(1H, ym. ¢, NH). Crextp IMP “C, 8, m. 1. (J, [n): 14.3;
61.4; 116.0; 124.5; 127.0; 127.8; 134.3; 136.4; 136.6;
137.4; 139.3; 147.8; 151.4; 159.2; 165.1. Macc-criekTp, m/z
Loy %): 371 [M+H]" (100). Haiineno, %: C 55.10; H 3.84;
N 15.13. C7H4N4O4S. Brruucineno, %: C 55.13; H 3.81;
N 15.13.

@aill cCOnpOBOMUTENBHBIX MATEPHANIOB, COJEPIKaIUH
cnextpsl IMP 'H u °C monyueHHBIX coeiMHeHHuii, 10CTy-
TIeH Ha caiTe KypHaia http://hgs.osi.lv.
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