JKYPHAJI OPTAHUYECKOH XUMHH, 2020, mom 56, Ne 3, c. 442-450

VIIK 547.791

CEJIEKTUBHBI CUHTE3 ®YHKIIMOHAJBHO
JAMEHIEHHLIX 1,2,3-TPUA30JI0B

© 2020 . T. B. I'oiiobokoBa*, A. I. IIpoiinaxkos, B. H. Ku:xxusieB

@I'BOY BO «Hpkymckuii eocydapcmeennbiil yrusepcumemy, 664003, Poccus, e. Upxymck, ya. Kapna Mapkca 1
*e-mail: t.golobokova@rambler.ru

IToctynuna B pegaxuuto 21 oxra6ps 2019 .
ITocne nopabotku 15 suBaps 2020 .
[Tpunsra x myonukammu 17 saBaps 2020 .

B xome paboTel pacCMOTpPEHBI Pa3IUUYHBIC YCIOBHS PEAKIMHA CHOJNAT-a3HIHOTO [UKIOMPHCOCTUHCHUS C
CeJIEKTUBHBIM oOpa3oBaHueM |-apwi(rerapmi)-4.5-au3aMeneHHsx 1,2,3-Tpra30ioB; ONpeneiIeHbl ONTHMANb-
HBIC YCIIOBHSI TIPOBEICHHS pEaKIMu OpOMHUPOBAHUS
BBIXO/IOM Ha IIEJIEBOI 0-MOHOOPOM3aMEIIeHHBIN KETOH.

1-(5-metnn-1-dennn-1,2,3-Tpuazon-4-mi)3TaHOHA C

KiroueBbie cioBa: 1,2,3-Tpra3on, eHOMAT-a3uJHOE IUKIONPUCOSINHEHNE, OPTAaHNIECKUN a3H]l, 0-OpOMKETOH,
peruocnenupuIHOCTb, THOKCAHANOpOMHU, N-OpOMCYKIMHUMHU/.

DOI: 10.31857/S0514749220030143

B Hacrosiiee BpeMst guy-TpUa30Ibl MOXKHO OTHECTH
K YHMCIy CaMbIX HNEPCHEKTUBHBIX U 3HAYUMBIX I'€TEpO-
HUKINYECKUX coenuHeHn. DyHKIMOHANBHO 3aMe-
uieHHsle  1,2,3-Tpuazonbl  SBISIOTCS NPU3HAHHBIMU
s exTuBHEIME (papMakopopaMu, B UYACTHOCTH, B
JUTEepaTrype MpeAcTaBiIeHbl paboTHl MPeACTaBIIONINe
OHMOJIOTHUECKYI0 aKTUBHOCTh MpPOM3BOAHBIX 1,2.3-
TpHuazoia npotuB paka [1-3], mansapuu [4, 5], TyOep-
Kynesa [6, 7], Tpumanocomo3sa [8], neimmannosa [9],
BUUY [10, 11], rpunmna [12], snunencuu [13, 14], oxu-
perust [15] u T.o. OgHMM M3 caMbIX MHOMYJSPHBIX
HalnpaBlieHUH MeauiuHckol xumuu 1,2,3-Tpuaszona
ocraeTcsi pa3paboOTKa Ha €ro OCHOBE HOBBIX, d(PQeK-
THUBHBIX aHTH(yHTanbHBIX Tpenaparos [16—18].

C npyroit CTOpPOHBI, HE MEHEEe HHTEPECHON u
3HAYUMO 00J1aCThIO0 TPUMEHEHUS POU3BOAHBIX 1,2,3-
TpuaszonoB (B dacTHOCTH, 1,2,3-0eH30TpHa3ona) sB-
nseTcst pa3paboTKa JEHCTBEHHBIX aHTUKOPPO3WOHHBIX
JI06aBOK IBETHBIX MeTaJIOB [19].

3a moclieHWE TOJbl HAWJICHO JOBOJHLHO MHOIO
MOJXOJJIOB K CHHTE3y PAa3JIMYHBIX 3aMEIICHHBIX
TprasonoB. Hanbomee pacmpocTpaHEHHBIM CIIOCOOOM
MOJIYUYCHHSI  GUY-TPUA30JIOB  SIBIISICTCS  PCaKIIHS
Xbtocrena — 1,3-numnonspHoe LUKIONPUCOECTUHEHUE
a3uIoB K AaleTWICHOBBIM coemamHeHmsM [20, 21].
OpHaKo NaHHBIA METOJ MMEET PSIi CEPhEe3HBIX Orpa-
HUYCHUH — BBICOKas TeMIlepaTypa, OOpa3oBaHHE B
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XOlle pEaKkIHh CMECH pEeTrMoM30oMepoB M T.Ja. B
HOCTIEHNUE J1BA NECSATUIETHS Ul CHHTE3a TPHUA30JIOB
HIMPOKOE PaCIpOCTPAHEHUE TOMYUMIIA KAUK-PEAKITHS —
a3uj — aTKHHOBOE KaTaJIM3UPyEMOE MEIbIO IIUKJIONPH-
coenmuaeHne. OMyOITUKOBAHBI TOCKOHAIBLHBIC 0030PHI O
MeXaHu3Me KIUK-peakiuu [22-25], a Taxke HaOI0-
JaeTcsl yBeJIMYeHHE KOJNMYecTBa MyONHMKalMid 1Mo ee
UCIIOJIb30BAHUIO B OpraHuueckoM cuuTese. OnHako
JMaHHbIA MeTo] He dddekTuBen s nomyueHus 1.4.5-
Tpu3aMemeHHbIX 1,2,3-Tpuazonos. Hanbonee ontuma-
JBHBIM BapUAaHTOM IIOJXOJA K MOAOOHBIM CTPYKTYpam
ABJSIETCSL €Ille OAHA BapualMsi peakunu XbIOCTeHa —
[3+2] — mukIONpHUCOENUHEHNE OPTaHUYECKUX a3UOB
k CH-aktuBupoBaHHBIM cyOcTpatram. Ho wu3 nwre-
parypbl CJledyeT, 4TO [0 HACTOSIIEr0 BPEMEHH 3TOT
METOZ TaK U He ObUI B IMOJHOW Mepe OICHEH XHMH-
KaMHU-CUHTETHKAMH, KOTOpble B OOJBIIMHCTBE CBOEM
NPOJOJKAIOT AKIEHTHPOBaTh BHUMAHHE HMEHHO Ha
KITUK-peaknuio. B To Bpems Kak JOCTOMHCTBA U
MEPCIIEKTUBBl PA3BUTUS HMEHHO EHOJAT-a3UHOrO
JUIONISIPHOTO  IIUKJIONIPUCOCIUHEHUS]  OYEBUIHBI
peruocenupuIHOCTb, MPOCTOTa U JOCTYIHOCTH B
IKCIIEPUMEHTATILHOM M HHCTPYMEHTaIBHOM OdopM-
JICHWH, BCE 3TO MpEONpeaeisieT BaKHOCTb U HE00X0-
JUMOCTH Pa3BUTHSI JAHHOTO METOJa MOJIyuYeHHUs QyHK-
LIIOHAJIHO-3aMEIIEHHBIX 6UY-TPUA30JI0B.

Kak mnokazam anamms JIMTCPATYPHBIX JTaHHBIX,
BaXXHOC€ 3HAQUYCHHWE B IIPOBCACHHU pCaKIOHWU HUIrpacT
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Cxema 1.
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Tabéauua 1. YcnoBus peakunii peHMIa3uaa ¢ aleTHIIAETOHOM.
Ne /mt YcnoBus peakuuu T, °C Brexon nponykra, %
1 Hwnokcan, NEt;, 3 1 25 0
2 Huokcan, NEt;, 1 1 85-90 0, ocMoeHne
3 TI'®, NEt;, 3 4 25 0
4 TI'®, NEt;, 1 g 55-60 0, ocMoeHne
5 Mertanon, Na, 3 g 0-5 =10
6 Mertanon, Na, 1 g 60 0, ocMoseHne
7 Aneronutpmi, KOH, 5 g 25 0, ocMoeHne
8 JIMCO, K,COs, 3 4 25 85

MpHUpoJia PACTBOPUTENIE M OCHOBHOIO Karaju3aropa,
TEMIepaTypa, MHKPOBOJHOBOE U  YJIBTPa3BYKOBOC
obnyuenne [1-8]. C mempio BRIOOpAa ONTHUMATHHBIX
YCJIOBU TPOBEICHUS CHHTE3a U OTPA0OTKH METOIUKH,
OBUIH OCYIIECTBICHBI MOJCIBbHBIC PEaKIMA Ha TPHU-
Mepe BizaumojeiicTBus ¢eHmnazuga 2 ¢ CH-aktuBu-
pPOBaHHBIM CyOCTpaTOoM — areruianeToHoMm 1 (cxema 1,
Tabm. 1).

[IpoBenenne peakiuii B cpene JAWOKCaHA U
TeTparuapodypaHa ¢ moOaBIeHUEM NHITHIAMHHA HE
MO3BOJIJIO TIONYYHTh IIEJICBOM 3aMerieHHsid 1,2,3-
TPUA30J JIaXXe MPU YBETUUYCHUM TEMIEPaTyphl (OIBIT
Ne 2, 4; Tabn. 1). IlpoBeneHue peaknum B cpene
METaHOJIa B IPUCYTCTBUH METHJIaTa HATPHsI OKa3ajJoCh
0ojiee yCHENIHBIM, BBIXOJ IIEJICBOTO MpOAyKTa 3
cocraBun ~ 10%. Haunyumme pesyneratel ObuH
MTOJTYYCHBI TTPH TPOBEIACHUH peakiuu B cpeae JIMCO
B MPUCYTCTBUH 3KBUMOJBHBIX KoimuecTB K,COs, mpu
25°C 3a 3 4; B 3TOM Ciydae IeNeBOW aIyKT 3 ObLI
BBIZICNICH ¢ BBIXooM 85% (ombIT Ne 8, Tabm. 1).

OnpenenuB  ONTUMANBHBIE — YCIOBHSI  pEaKIMH
(AMCO/K,CO;, 25°C, 3 u), B peakiuio ¢ (eHHI-
a3uJIoM 2 OBUTH BBEJCHBI JPYTHE METHUIICHOBBIE CyOCT-
paThl, aKTHBHPOBAHHbIE PA3IMYHBIMU AKIENTOPHBIMU
3amecTuTessiMu 4a—d. JlOTIONHUTENBHO, BCE PEaKIUH
OBUTH TIPOAYONMHUPOBaHKI B ycloBusix MeTtaHoln/Na, 3 4,
0-5°C (cxema 2, Tabm. 2).
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Kak cnemyer u3 Tabm. 2, mpoBeICeHHUE PEAKIUU B
yenousix  JIMCO/K,COs, 25°C, 3 u Gonee 3ddek-
THBHO W TIPAMEHHMO IJIi METHJICHOBBIX KOMIIOHEHT,
CHOCOOHBIX TMEPEXOANTh B CHONBbHYIO (Gopmy 4b—d B
OCHOBHOH cpefie. BBIXOmBI HENEBBIX MPOLYKTOB JIs
JaHHBIA cyOcTparoB coctaBuiu Oonee 55%. B cimyqae
BOBJICUCHHUSI B PEAKIMIO JUHUTPUIA MaJIOHOBOW KHC-
JOTHI 4a, HECTIOCOOHOTO K CHOJM3AIINHU, BBIXOJ IPO-
MyKTa PEaKkIWH Sa 3HAYUTENhHO HIKE U COCTaBHII
35%. BeposTHO, 94TO BBEACHNE B PEAKIHIO C a3UJaMHU
MOJOOHBIX METHUIICHOBBIX CyOCTpaToB TpeOyeT JOMod-
HUTEJIBHYIO ONITUMH3AIINIO YCIOBUI B3aUMOICHCTBHS.

B cmyuae B3ammopelictBus (¢enHmnazuma 1 ¢
STHJIOBBIM (QUPOM NUAHYKCYCHOH KuCIOTHI 4d peak-
Ul COTNPOBOMKAAETCSI THAPOIMU30M CIOKHOA(UPHOU
Tpynnbl OPOAYKTa KOHIEHCAUUU — 3TUI-5-aMUHO-1-
denni-1,2,3-tpuazon-4-mi-kapOoKcuiiaTa U B pPe3yib-
tTare OblIa BBIACTICHA WM HICHTU(PHUIMPOBAHA COOT-
BETCTByIOLasl Ju3amelleHHas 1,2,3-tpuazon-4-kap-
Gonosast kucinora 5d. B criekrpax IMP 'H u "°C mpo-
nykta 5d orcyrcrByior curHansl CH, m CH; rpymm
sTokcwibHOTO (parmenta. B UK cnekrpe ¢ukcu-
pyertcs cuwiibHas nonoca norommenust COO™ B obnactu
1612 cm . BeposTHO mpoayKT 5d B KPHCTAILTHYECKOM
COCTOSTHIH HaXoJuTcs B (hopMe BHYTPEHHEN COJIH.

XapakTepHoil 0COOEHHOCTBIO S-aMuHO-1-apui-1,2,3-
TPHUA30JIOB SIBISCTCA MX TEPMHUYECKas M30MepHU3alus
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Ta6umma 2. Ycnopus peaknuii penmnazuna ¢ CH-akTuBupoBanHbiMU cyOcTpatamu (4a—d).
Ne /it Cyocrpar 4 VYcnoBus peakiuu Beixon, % Ipoaykr 5

1 4 Meranoin, Na, 3 4, 0-5°C 32 5

2 a JIMCO, K,COs, 3 4, 25°C 35 a

3 4b Meranodn, Na, 3 u, 0-5°C 14 5b

4 R'=CN, R"=NH, JIMCO, K,CO;, 3 9, 25°C 56 R'=NH,, R"=NH,

5 4c Meranodn, Na, 3 u, 0-5°C clielI. KOJI-Ba 5c

6 R'=C(O)CH;, R" = OEt JIMCO, K,CO;, 3 9, 25°C 72 R'=CH;, R"=OEFEt

7 4d Meranodn, Na, 3 u, 0-5°C 22 5d

8 R'=CN, R" = OEt JAMCO, K,CO3, 3 9, 25°C 84 R'=NH,, R"=OH
0 5-aHWIWHOTPHA30j10B [34] — TmeperpynmupoBKa TENbHBIC THKHW, XAPAKTEPU3YIOIINE BO3MOXHYI) MUT-

Humpora. OmHako B X07A€ MPOBEACHUS CHUHTE30B COE-
IUHEHUN S5a, b COOTBETCTBYIOIIUX MPOAYKTOB H30MeE-
pu3auy 3apUKCHPOBAHO HE OBLIO.

O6pazerr Sb ObIT JOTIOTHUTEIHLHO ITOABEPTHYT HATPEBY
B Ccpelie a30Ta co CKopocThio 5°C/MUH (CM. pUCYHOK).

OOHapyXeHO, 4YTO JaHHBIA 3aMEIIECHHBIH 6uy-
Tpuazon Sb B yCIOBHUSIX 3KCIEPUMEHTA IIPU JOCTH-
xeaun 169°C mnasutcs, npu 290°C mperepreBaet
pasnmoxxenue, ¢ moTrepeir Maccel 47%. JomonHwu-

KomnjiekcHpiii nug:
[Tnomans —112.2 Jx/r
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Konen 172.2°C
1 9K30 _
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Ocrarounan macca: 38.68%
(592.5°C)

Tepmorpamma coenunenus Sb.

panuio (QEHWIBHOTO 3aMECTHTENS MEXAY SHIO- U
SK30IMKIMYECKAMH aToMaMH a30Ta, He 3adukcu-
POBaHBI.

B ycranosnennsix ycnosusix (AMCO/K,COs;, 25°C,
3 4) ObLIM MOJYyYEHBI 3TUI-5-MeTui-1-(1.2.4-Tpuaszon-
3-un)-1,2,3-tpuazon-4-xkapookcuiar (8a), 1-{5-meTun-
1-[(5-dbennn-1,3,4-oxcagnazon-2-un)-metminl-1,2,3-
Tpuazon-4-un}-1-stanon (8b) u S-amumHO-1-[(5-de-
Hun-1,3,4-okcaguason-4-un)merun|-1,2,3-tpuazon-4-
kapookcamun (8¢) ¢ Beixomamu 61, 74 u 49% coot-
BETCTBEHHO (cxema 3).

CoctaB U CTpOCHHE CHUHTE3UPOBAHHBIX COCAMHE-
Hui nokazanbl Metogamu AMP u UK-cnexkTpockonuu
YU TIOATBEPXKICHBI JaHHBIMH JJIEMEHTHOTO aHajn3a.
Kontpone 3a xomom peakumii OCYIIECTBISUICS IO
pesynbraram MK-criekTpockonuu M0 HMCYE3HOBEHUIO
nojocel N3 B obiact 2100 em .

B Xoze peakunu NpoUCXOANT CEIEKTUBHOE 00pa3o-
BaHue 1.4-peruounsomepa. J[aHHBIN BBIBOA CIEAYET W3
anammsa crextpos SIMP °C u 'H. {ns coenunenus 3
3a()UKCHPOBaHO, UYTO XUMHUYeCKHi caBur H;C-rpymiisl
3a CYET CTEPHUYECKOTO B3aWMOACHCTBHSA (HEHHIBHOTO
LHUKJIA C TPOTOHAMHU METHIILHOM IPYTIIbI CHOCOOCTBYET
3HAYUTEIHHOMY YBEIWYEHUIO KOHCTaHTBI SKPaHHUPO-
BaHUS TOCIeNHEeH M, Kak CJIEeJCTBHE, CMEIIECHUIO ee
curHaiga B obmacte Ooxee cwiapHOro moig 10.09 m.i.

JKYPHAJI OPT AHMYECKOM XUMUU Tom 56 Ne 3 2020
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Ilogo6nass wHaOmromaeTcsa st coenuHeHuii 8b, Sc,
KOTOpBIC XapaKTepu3yloTcs HamuuumeMm curHaima H;C-
TPYIIEI TIPY TPUA30JIFHOM KOJIBbIIE B MHTEpBalle 8.6 u
10.22 M.A. COOTBETCTBEHHO.

Ha ocHoBanuu anamusa cnexrtpos SMP 'H
coenuHeHUH S5a, S5b u Sd Taxke yCTaHOBIEHO HCKIIO-
JUTENbHOE O0Opa3oBaHme 1,4-pernmomszomepa. BriBon
cAeNaH WCXONAsd W3 3HAYEHWH XMMHUYECKHUX CIBUTOB
npoToHOB NH,-rpynnel nmpu TpUA30JIBHOM  KOJIBLIE,
KOTOPBIE 32 CUET CTEPUYECKOTO BIMAHUS (HEHUIBHOTO
3aMECTUTENS CMEIIEeHbl B Ooliee ciadboe mone — 7.29,
7.32 u 6.72 M.1I. COOTBETCTBEHHO. B TO Bpemsa kak,
u3BecTHO [35, 33], yTO CUTHAJNIBI IPOTOHOB MPU aTOME
azora, HOII koToporo ydacTByeT B CONPSIKEHHH C
pa3IMYHBIMU T-CHCTEMaMH, HE TMpPEBBIIIAeT S5 M.J.
Kpome Toro, cnenyer orMeTuth, 4to B criekrpax IMP
BC creprueckuii 5 deKT Taxke Oka3bIBACT BIHSHUE U
Ha 3HaueHHne Xxumudeckux casuroB C”™’ (eHuIbHBIX
3aMECTUTENCH, a UMEHHO B coenuHenusx 3a—d, Sa—d
dukcupyercst cmerenne 6(C”"’) B Gonee cuitbHOE MOJE
124-128 m.71. JIoTIOMHUATENBHBIM TOKa3aTEIILCTBOM TIPO-
TEKaHUs peaKklny [UKIONPHUCOECIUHEHNS SBISETCS MOSIB-
nenne B MK cmekTpax momydeHHBIX TpH3aMEIIEHHBIX
suy-tprazoiioB 3, Sa—d u 8a—c mosoc moroeHUs —
N=N- rerepormkna B o6macte 1517-1586 cm ™.

C menpio BBIXOJAa Ha HOBBIE apwil- M TEeTapHIl-
3aMCICHHBIE KOHIICHCHPOBAHHBIC —a30TCOICPIKAIITIE
O0M- ¥ TOJMUIMKIMYECKUE CHCTEMBI OBLIM MOI00paHbI
YCIIOBUS JUTSA OCYIIECTBICHUS PEAaKIIUU OpPOMUPOBAHUS
KeTOHa 3 ¢ TOCIEOYIOIMHMM CEJIEKTHBHBIM 00pazoBa-
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HHUEM 0-OpOM3aMEIEeHHOTO I'eTEePOLMKIMIECKOTO KETOHA.
OcHOBbIBasiCh Ha JHTEpaTypHBIX JaHHBIX [36], B
KauecTBe OpOMHUPYIOIIMX AareHToB ObUIM HCIIOJb-
30BaHbl JUOKCaH-IUOpoMuA U N-OpOMCYKIMHUMHUL.

Ha mepBom sTame ObUT MPOBEACH AKCIEPUMEHT IO
Oopomupoanuio 1-(5-metun-1-dpenun-1,2,3-tpuazon-4-
win)3atanona (3) quokcanauopomMuoM (cxema 4, Taom. 3).

3adukcupoBaHo, YTO MaKCUMAaIILHBIN BBIXO] Ilelie-
BOro OpoMKeToHa 9 JOCTHraeTcsl Npu KOMHAaTHOU TeM-
neparype, IOBBILICHHE TEMIIEPaTypbl NPUBOIUT K
OCMOJICHHIO PEaKIMOHHOM MacChl M, KaK CIEICTBHE,
3HAUUTEIBHO CHIXKaeT BbIxoA. [IpoBeneHme peakuuu
OpomMupoBaHus MpH oxyaxaeHuu (ombIT Ne 3, Tabm. 1)
HE MO3BOJIMJIO MOJIYYUTh LIEIEBOM MPOLYKT, AaXe MpU
3HAYUTENFHOM YBEIWYCHHH BPEMEHH pEaKIHH
(BBIZIETICH HCXOAHBIN KETOH).

Ha crmenyromem stare ObUtH ONIPOOOBAHBI pa3Iny-
HBbIE Bapualuy peaknun opomupoBanus 1-(5-metuin-1-
¢dennn-1,2,3-rpuazon-4-un)stanona (3) N-Opomcykim-
HUMHJOM (cxeMma 4, Ta0i. 4).

YCTaHOBIIEHO, YTO TPOBEACHHE DPEAKIMH OpOMH-
poBaHus N-OPOMCYKIMHHMHIOM B aLETOHHTPHUJIC B
MPUCYTCTBHU 71-TONYONCYIbPOKUCIOTE (onbIT Ne 1,
Tabn. 4) W B cpeme areTOHUTPHIIA C TOOABIICHUEM
Mg(ClO,4), HEe TO3BOIHIO TONYYUTHh IENEBOH MOHO-
Opom3zameneHHblii keToH 9. IlpoBenenue peakuuii B
YCJIOBHSIX CIUIABJICHUS MCXOMHOTO KeToHa 3 ¢ N-OpoMm-
CYKIIMHUMHUIOM C J00aBIIGHUEM AH-TOIYOJICYIh(ho-
kuchoThl (onbIT Ne 3, Tabn. 4) U B BOIHO-CITUPTOBOM
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Cxema 4.
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Taéauua 3. Ycnous OpoMHpOBaHUS KETOHA 3 ¢ THOKCAHIHOPOMHIOM.
Ne /i YcnoBus peakiu T, °C Brixon npoaykra, %
1 D¢up, TMokcaH-TUOPOMHIT 25 67
2 D¢up, TMoKcaH-TNOPOMHT 35 30
3 D¢up, AnoKcaH-AUOPOMHUT 5 0

cpeae B MPHUCYTCTBUHM KAaTAIUTHYECKHX KOJIUYECTB
JTUMOHHOU KHCHOTHI (ombIT Ne 4, Tabn. 4) oxa3anuchk
0oJsiee yCHemHbIMH, BBIXOJ MPOAyKTa 9 coctaBmi 16 u
10% cooTBercTBeHHO. Hammydmme pe3ynsraTsl ObUIH
MOJIy4eHB! NpH mpoBeaeHuH peakuyuu B cpeae CCly ¢
nobOaBlieHHEM JUHUTPHUIA a300MCU30MACISHOU
kuciotsl ({AK) B kadecTBe MHHIIMATOpA paIuKaIBHOMN
peaKImy, BEIXO] IIEIeBOTO MPpoaykTa 9 coctaBui 58%.

CocTaB 1 CTPOECHUE CHUHTE3UPOBAHHBIX OPOMKETOHA
9 noxazausl Metogamu SIMP u UK crekrpockonnu u
MOATBEPKICHBl JTAHHBIMU DJIEMEHTHOIO aHajius3a. B
cnextpax SIMP C mpucyrcTBylor ofmme Xxapax-
TepHBIe curHaiIBl B obmactu 28.6-29.07 m.a. [C(O)-
CH,—Br], 196.06-196.5 m.n. [C(O)-CH,Br], B cmekt-
pax SIMP 'H 3aperucTpipoBaHbl CHIHaIa MPOTOHOB C
6 479 m.a. m 2.60 m.a. mst CH,-Br u CH; rpynm
cootBercTBeHHO. B UK crniekTpe HabmromaroTcs Xapak-
TEPUCTHYECKHE MOJIOCH BaJIeHTHHIX KoieOaHui kapoo-
HHJIBHO} TPyIIbl B 06macTi 1754 cv .

OKCIIEPUMEHTAJIBHASI HACTD

UK cnektpsl monydensl Ha npudope Infralum FT-
801 B TOHKOM cioe Ba3zeauHOBOro macia. CHeKTph

SAMP 'H u "°C cusrsl va npubope Varian VXR-500s
(500 MI'm gnst simep 'H u 126 MI'u ms sIep 13C) B
AMCO-dg. DnemenTtHbiii ananu3 mpoBeneH Ha CHN
anamm3arope FLASH EA 1112 Series. Kontpons 3a
MPOTEKaHUEM peakuuil ocymecTBisics MerogoM TCX
Ha mractuHkax Silufol. DiroeHT cMmech 3THIalETaT—
rekcad B 00b€MHOM cooTHomeHuu 2:3. Tepmuueckuit
aHaJIM3 TPOBOJWIA HA TEPMOTPAaBUMETPUICCKOM aHa-
muzatope «Perkin Elmer SIIDiamond TG/DTA» B
MUHAMAYECKOM PEXKHME TPU CKOPOCTH HArpeBaHUS
5 rpaja/mMuH.

3-Asuno-1.2.4-tpuazon (6) moday4eH Mo M3BECTHON
Meroauke [37]. CBoiicTBa COEIMHEHUSI COOTBETCTBYIOT
JTUTEPATYPHBIM TaHHBIM.

1-(5-MeTua-1-penna-1,2,3-rpua3zon-4-uia)ira-
HOH (3). Meronmuka 5, Tabn. 1. K 25 mnm pactBopa
MeTHIaTa HaTpus, nonydeHHoro u3 1.15 r (0.05 moinb)
METAIITMYECKOT0 HaTpHs, mooasisumi 5.95 r (0.05 mois)
¢enmnazuga 2, 3arem npu 0°C MOCTOSHHO Tepeme-
IIUBast 1Mo KarsiM go6assumd 5 T (0.05 Moup) ameTwI-
artetoHa 1 B 5 Mi MeraHo’na. PeaknnoHHyr0 Maccy
nepeMenMBaiy emie 3 Jaca Ipu 3TOW TemIeparype.
3areM BBUIMBANM B JIEASHYIO Boy. BeimaBmmii ocagok

Ta6umma 4. YcinoBus peakiuu OpoMUpoBaHus KeToHa 3 N-OpOMCYKIMHUMHUIOM.

Ne /it VYcnoBus peakuuu T,°C Brixon nponykra, %
1 CH;CN, n-tomyoincynbhokuciaora, 2 4 85-90 0, ocmonenue
2 EtOAc, Mg(ClOy),, 121 25 0, mcxoxHsIit cyocTpar
3 Be3 pacTBopuTes, n-ToMyonycib(OKNCIOTa, CIUIABICHNE - 16
4 EtOH-H,O0 (3:1), numoHHas kucnora, 24 4 80 10
5 CCly, JAK 75 58
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OT(GWIBTPOBBIBAJIH, MEPEKPUCTAIITU30BBIBAIIU. Bhixo
1 v (10%), mopormok Genmoro 1BeTa, T.11. 98°C (3Ta-
womn). VK criektp, v, eM ': 1746 (CO), 1590 (Ph), 1517
(N=N, Tpmazoma). Crekrp IMP 'H, &, m.x.: 2.57 ¢
[3H, H;C-C(0)] 2.63 ¢ (3H, tpuazon-CHs;), 7.60-7.70
nepekpeiB.ci.M (SH, Ph). Cnekrp SIMP “C, §, m.n.:
10.09 (tpmazon-CHj;), 27.66 [(O)C-CH;], 126.5
(C?™Ph), 130.5 (C"”“Ph), 130.8 (C"™Ph), 136.5
(C*"“°Ph), 138.3 (C* Tpuasomna), 144.1 (C° Tpuasomna).
Haiineno, %: C 64.23; H 4.77; N 21.41. C;;H;1N;50.
Brerancneno, %: C 65.66; H 5.51; N 20.88.

Meronuka 8, tabm. 1. K pactBopy 1 r (0.01 mo:m)
anermnanerona 1 u 1.38 v (0.01 mons) K,CO; B 10 M
JAMCO no6asnsmm 1.19 1 (0.01 mons) dhenmnazuna 2.
PeakunoHHy0 Maccy mepeMelmuBaiu eme 3 4 Ipu
25°C. 3arem BBUIMBAIY B JIEASHYIO BOAY. BbimaBmiumit
0CaJIOK OT(UIBTPOBBIBAIH, MEPEKPUCTAIUTM30BBIBAIIY.
Bexoxg 1.7 v (85%), mopomok Oenoro mBera, T.IUL
98°C (aTanomn).

5-Amuno-1-¢pennii-1,2,3-Tpua3zos-4-kapooHuT-
pun (5a). Omerr 1, Tabn. 2. M3 1 r (0.008 moib)
¢denmnazuna 2 u 0.55 r (0.008 mMoip) ManmoruTpHia 4a.
Bexox 0.49 1 (32%), MOpOMIOK CBETO-KOPUIHEBOTO
usera, T.1m1. 125-130°C (aranon—/IM®PA). UK cnektp
v, eM ': 2224 (CN), 1589 (Ph), 1523 (N=N, Tpuazona).
Cuextp SAMP 'H, &, m.1.: 7.29 yur.c (2H, NH,), 7.62—
7.75 mepekpsiB.ciM (SH, Ph). Crextp SIMP °C, §,
m.a.. 101.70 (C4 Tpuazomna), 115.05 (CN), 125.23
(CP™°Ph), 130.01 (C"”“Ph), 130.19 (C""“Ph), 134.36
(C*"“°Ph), 148.17 (C° tpuasona). Haiimeno, %: C
59.23; H 3.77; N 34.41. CoH;Ns. Brruucieno, %: C
58.37; H3.81; N 37.82.

OmneiT 2, Tabn. 2. U3 1 1 (0.008 moip) pennnaznaa
2 u 0.55 r (0.008 monp) mamonutpuna 4a. Bwixon
0.51 r (35%), T.1u1. 125-130°C (3ranon—/IM®DA).

5-Amuno-1-¢penunn-1,2,3-trpuazoi-4-kapookca-
mua (5b). Onwir 3, Tabn. 2. U3 1 1 (0.008 momn)
¢denmnazunga 2 u 0.67 v (0.008 Monp) nuaHareTamMuIA
4b. Bexon 0.23 t (14 %), mopormok Oenoro mBera,
t.mn. 170°C (stanon—/M®A). UK crektp v, cM
1643 (C=0), 1592 (Ph), 1576 (N=N Ttpuasona).
Coextp AMP 'H, §, m.1.: 6.53 ¢ (2H, NH,), 7.32 ym.c
[2H, (O)C-NH,], 7.43-7.62 m (5H, Ph). Cnektp SAMP
B¢, §, m.r.: 122.22 (C* tpuasona), 124.80 (C*"°Ph),
129.49 (C""“Ph), 130.23 (C"“"“Ph), 136.37 (C"“’Ph),
145.19 (C° tpuasomna), 164.81 (C=0). Haiineno, %: C
53.63; H 3.98; N 34.53. CyHyN;sO. Breraucneno, %: C
53.20; H 4.46; N 34.47.
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Ompit 4, Tabi. 2. U3 1 1 (0.008 mMoib) deHunazuga
2 u 0.67 r (0.008 monb) nuananeramuna 4b. Beixon
0.91 r (56%), mopomok Oenoro mBera, T.1ur. 170°C
(aranon-IM®A).

ITHia-5-mernia-1-penni-1,2,3-rpuazon-4-mwi-kap-
ooxcunar (5c). Onsrt 5, Tadm. 2. U3 1 r (0.008 moinb)
¢enmnazuga 2 u 1.09 r (0.008 MoIb) aneTOyKCyCHOTO
sapupa 4¢. Berxog 0.09 1 (5%), kpuctamisl Oemoro
nBera, T.IIL. 57-59°C (3TaHomn).

OmpiT 6, Ta0n. 2. U3 1 1 (0.008 Moib) dheHunazuaa
2 u 1.09 r (0.008 Momp) ameroykcycHoro agupa 4c.
Bexon: 1.3 1 (72%), xpuctamisl 6emoro 1BeTa, T.IUL
57-59°C (stanom). UK cmektp v, cMm ' 1736 (C=0),
1608 (Ph), 1586 (N=N Tpmasona). Crextp IMP 'H, §,
m.i: 1.16 T (3H, OCH,CH3, *J 6.8 T'), 2.34 ¢ (3H,
CHs), 4.19 x (2H, OCH,, *J 6.8 T'ry), 7.45-7.62 M (5H,
Ph). Criextp IMP °C, §, m.x1.: 125.48 (C*™Ph), 130.58
(C"°Ph), 132.20 (C"“"™Ph), 135.67 (C* Tpmasona),
136.30 (C° tpuasomna), 139.72 (C*"°Ph), 161.58 (C=0).
HaﬁHeHO, %: C 6197, H 512, N 18.62. C12H13N302.
Breruuciaeno, %: C 62.33; H 5.67; N 18.17.

5-AMuHo-1-pennn-1,2,3-Tpuaszon-4-uia-xkap-
oonoBasi kuciaora (5d). Omeir 7, Tabm. 2. U3 2.1 r
(0.018 moip) permnaszuma 2 u 2 1 (0.018 Moms) 3THITO-
Boro 3¢upa uuanykcycHoi kucinotsl 4d. Bexon: 0.9 r
(25%), mopomiok 6enoro useta, T.11. 155°C (3Tanon).

Omprit 8, Tabm. 2. U3 1 1 (0.008 mMoip) dbeHnnazuga
2 1 0.95 r (0.008 Momp) 3THIIOBOTO 3(Hpa MHAHYKCYC-
Hoii kucioTel 4d. Beixon 1.34 r (84%), mopomiok
Oenoro nBera, T.11. 152—-155°C (aranon). UK cnektp
v, eM ' 1612 (COO"), 1583 (Ph), 1523 (N=N, Tpu-
asona). Cnextp SIMP 'H, §, m.z1.: 6.72 yic (2H, NH,),
7.47-7.67 nepexpsiB.ci.m (SH, Ph). Criexrp SIMP °C,
5, m.a: 119.38 (C* Tpmasoma), 124.86 (C"°Ph),
129.62 (C""“Ph), 130.12 (C"“"“Ph), 134.88 (C"*“’Ph),
146.49 (C° tpuasomna), 162.41 (C=0). Haiineno, %: C
66.32; H 5.89; N 19.81. C;H;N;0. Boruucaeno, %: C
65.66; H 5.51; N 20.88.

Itua-5-mernia-1-(1.2.4-rpuazon-3-ua)-1,2,3-
TpHuasoJ-4-kapooxcuaar (8a) uz 0.5 r (0.005 moinp)
asugorpuazona 7 u 0.65 r (0.005 wmomp) anero-
ykcycHoro 3¢upa 4¢. Beixon 0.60 r (61%), nmopomok
CBETIIO-XKENTOro 1BeTa, T.IuI. 174—-175°C (3Tanon). UK
CIIeKTp, v, cM 1 1732 (C=0), 1567 (N=N Ttpu-azoa).
Crnextp SIMP 'H, 8, m.z1.: 1.43 k (3H, OCH3, *J 6.7 I'n),
2.78 ¢ (3H, CH;), 4.47 x (2H, CH,, *J 6.7 I'y), 9.03 ¢
(1H, CH cum-tpuazona). Haiineno, %: C 43.52; H
3.87; N 37.36. CgH;(NgO,. Beruucneno, %: C 43.24; H
4.54; N 37.82.
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1-{5-MeTua-1-[(5-penunn-1.3.4-oxcaauazon-2-
wi)merui|-1,2,3-tpuazon-4-ua}-1-aranon  (8b) u3
0.25 r (0.0025 momnp) azuma 6 u 0.5 r (0.0025 mon)
anetunanerona 1. Beixog 0.52 r (74%), mopomok
oemoro muBera, T.aul. 178°C (3ranon—/IM®A). UK
criektp v, eM : 1715 (C=0), 1593 (Ph), 1537 (N=N,
tpuasona). Crextp IMP 'H, §, m.x.: 2.42 ¢ [3H, (O)C—
CHjs], 2.45 ¢ (3H, tpmazon-CHj), 6.08 ¢ (2H, CHy),
7.53 m (4H, 2CH"™™ u CH""“Ph), 7.88 a (2H,
2CH*™Ph, *J 7.4 T'). Crextp SIMP °C, §, m.1.: 8.6
(rpuazon-CHj), 27.3 [O(C)-CHs;], 41.9 (CH,), 122.8
(C"“Ph), 126.5 (C”"™Ph), 129.4 (C""“Ph), 132.2
(C*"“°Ph), 138.2 (C* Tpuasoma), 142.2 (C° Tpuasona),
160.8 (C, okcammazona), 164.9 (Cs okxcagma3zomna),
193.1 (C=0). Hatineno, %: C 59.83; H 4.24; N 27.01.
Ci4H3N50,. Brruucneno, %: C 59.36; H 4.63; N
27.72.

5-Amuno-1-[(5-pennu-1.3.4-oxcaauazon-4-u)-
meTmi|-1,2,3-Ttpuaszon-4-kapookcamua (8¢) uz 0.5 r
(0.0025 momp) asmma 6 mw 0.2 T (0.0025 w™moOIB)
nuanarneramuna 4b. Beixox 0.35 r (49 %), mopornok
CBETJIO-XKENTOro 1BeTa, T.I01. 258°C (aranon—IM®DA).
UK crnektp v, cM : 1647 (C=0), 1581 (Ph), 1572
(N=N, Tpmazoma). Crextp SIMP 'H, &, m.n.: 5.84 ¢
(2H, CH,), 6.27 ¢ (2H, NH,), 7.35 ¢ (2H, (O)C-NH,),
7.56 cim (5H, Ph). Crextp SIMP “°C, 8, m.x.: 43.34
(CH,), 123.6 (C™“Ph), 127.4 (C*"°Ph), 128.32 (C*
Tpuasona), 129.2 (C*™Ph), 131.8 (C"““Ph), 135.12
(C° tpmasoma), 164.7 (C* oxcammasoma), 167.5 (C°
okcaanasona), 165.2 (C=0). Haiineno, %: C 51.23; H
304, N 35.02. C12H11N702. BLIT-II/ICJIGHO, %: C 5052,
H 3.89; N 34.37.

5-Azupomernia-2-gpenmi-1.3.4-oxkcannazon  (6).
Cwmecs 1 1 (0.005 momp) 2-bennn-5-xmopmerni-1,3,4-
okcaamnaszona, 0.4 r (0.006 monp) a3zmma Harpus, 0.1 r
TOBAX u 5 Ma BOIbl OCTOPOKHO HarpeBalld IpHU
WHTEHCUBHOM TMepeMermuBaHun 10 90-95°C. Peak-
UOHHYIO MacCy BBIICPXKHUBAJIH [TPU ITOH TEMITEpaType
B TedeHue 30 MHUH 10 MCUE3HOBEHHS TBEPIOH (a3l
He npekpanias nepeMenmBanus, CMECh OXJIAXIAIHN 10
KOMHATHOM TeMIIepaTyphbl, BBIMABIINE CBETIO-KOPHY-
HEBBIC KPHUCTAUIBI OT(HIBTPOBBIBAIM U TEPEKpPUC-
taumzoBeiBad. Beixog 0.8 T (80%), kpucTamisl
CBETIIO-KOPUIHEBOTO IBeTa, T.IWI. 72—73°C (3TaHoN).
UK crektp, v, eMm : 2115 (N3), 1590 (Ph). Crextp
SMP 'H, §, m.a.: 4.90 ¢ (2H, CH,), 7.60-8.10 m (5H,
Ph). Crextp SIMP “C, 8, m.a.: 44.1 (CHy), 123.7,
127.6, 130.5, 132.1 (6C, Ph), 162.2 (C* oxcaauazona)
1 165.3 (C° okcaanasona).

2-bpom-1-(5-metua-1-¢pennn-1,2,3-rpuaszon-4-
wi)3TaHoH (9). Omeir Ne 1, tabn. 3. K pactBopy 1.7 r
(0.009 momp) ketona 3 B 20 M1 IUATHIOBOTO 3dupa
MpHU TepeMEIIMBaHUN TopIusaMH TnpubaBwim 1.7 r
(0.007 ™monb) puokcaH-muOpomuzaa. PeaknuoHHyIO
Maccy mepeMmemmBaim 10 oOecupeunBaHus. Ilocme
OKOHYAHWSI PEaKIWH, COJEPKUMOE KOJOBI BBUIMIH B
BOJY, BOIHBIA CJIOW dKcTparupoBanu ddupom, 3dup-
HBbIe BHITSDKKH 0oObenuHwM W Boicymmim Hax CaCl,.
[locne BBICYMIMBaHUS yIaIHIN PACTBOPUTENs U OCTa-
TOK TMEPEKPUCTALTN30BANN U3 dTaHoila. Beixox 1.1 T
(57%), mnopomok Oemoro 1Bera, T.auL S57-58°C
(stanon). UK crmektp v, cM @ 1754 (C=0). Crnextp
SAMP 'H, §, m.x.: 2.80 ¢ (3H, tpuason-CH;), 4.79 ¢
(2H, CH,—Br), 7.61-7.70 ym.cnox.m (SH, Ph). Cniextp
AMP °C, §, ma: 12.20 (CHjs), 35.21 (CH,-Br),
128.35 (C*"Ph), 132.83 (C"“"“Ph), 133.09 (C"”“Ph),
138.37 (C*"“°Ph), 142.7 (C* tpuasoma) n 143.78 (C’
tprazona), 196.10 (C=0). Haiineno, %: C 48.83; H
4.24; N 14.01. C,;H(N;OBr. Brraucneno, %: C 47.16;
H 3.60; N 15.00.

Omerr Ne 2, tabn. 3. K pactBopy 2 1 (0.01 mom)
MCXOTHOTO KeToHa 3 B 25 MJI AUSTHIIOBOTO 3(dupa npu
nepeMenBanny mopuwsiMu niproasumu 2 T (0.008 Moib)
JUOKcaH-IuOpomMuaa. PeaknnoHHyr0 Maccy mnepeme-
mmBanu 1 Harpesanu npu 30°C B teuenue 3 4. [locne
OKOHYaHUs PeaklWl PEaKIHOHHYI0O MacChl BBUIMIIHM B
XOJOAHYIO BOXy, BOAHYIO 4acTh OTHCIMIM OT Opra-
HUYECKOM. BoHYI0 4acTh Mpo3kcTparupoBaiv 3GhUpoM,
a¢upHBIE BRITSDKKY 00beauHIIN U cymmy Hag CaCl,.
Ilocne BeICymIMBaHUS YIOadWId pacTBOPUTEIb U
OCTaTOK IEPEKPUCTAINIM30BAIM M3 3TaHosIa. Beixon
0.65 r (30%), mopomiok Oemoro 1mBera, T.ul. 58°C
(3TanoN).

OmpiT Ne 3, ta6in. 4. 2.25 r (0.01 mMoab) keToHa 3 1
2 r (0.01 momp) N-OpOMCYKIMHHUMHIA PacTUPAIH
BMmecte ¢ 2.13 1 (0.01 MoJB) 7-TOITyOCYTB(MOKUCIOTH B
¢dapdopoBoii vamke B Teuenue 5—10 MHH 710 OmHO-
pomHoii Maccel. [loydeHHYI0 CMech CIIABISLIIN TPU
30°C B teuenue 3 4. 3areM cimiaB obpadoramm 15 mu
Boasl U 10 M muxiiopmerana. OpraHMYecKylo 4acTh
otnenuai. OpraHUYecKyr 4acTh HPOMBUIM BOJOH WU
cymmn Han CaCly. Ilocite BBICYIIMBAHUS YIAQIATH
pacTBOPUTENh M OCTATOK IEPEKPUCTALIH30BAIN W3
stanona. Beixom 0.45 1 (16%), mopomiok Oenoro
uBera, .1 58°C (3taHon).

Oneir Ne 4, Tabn. 4. Cmecw 0.5 T (0.0025 moib)
keroHa 3, 0.54 r (0.003 Moyp) N-OpOMCYKITMHUMHAIA U
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0.5 r (0.00025 MO1B) TUMOHHOM KHUCIOTHI PACTBOPHITU
B 5 mi cmecu EtOH-H,0 (3:1). Peakuuonnyto maccy
nepememmBain u HarpeBaiau npu 80°C ¢ oOpaTHBEIM
XOJOJMIBHUKOM B TeueHHe cyTok. Ilocime oxoHua-
HUSl peaklWHd pPAaCTBOPHUTENb YAAIWIM W OCTaTOK
nepexkpuctammsosanu u3 cMecu EtOH-H,0. Brixon
0.1 T (10%), mopomok Oemoro mBera, T.w. 58°C
(3TaHON).

OmnbiT Ne 5, tabn. 4. K pacteopy 1 r (0.005 Monb)
keroHa 3 u 0.9 r (0.005 mosp) N-OpOMCYKIIMHIMHIIA B
15 mn CCly po6asumu 0.1 r JAK, peakiimoHHyIO
Maccy HarpeBaJid ¢ OOpPaTHBIM XOJOJIWIEHUKOM B
TedeHre 2 4. 3aTeM COIepPKUMOE KOJIOBI MPO(QUIBTPO-
BaJM, TMPOMBUIM PACTBOPOM COJBI, BBICYIIWIIM HaJ
CaCl,. Y panumum pacTBOPUTEIb, OCTATOK IMEPEKPUCTAII-
mu3oBanu u3 dTaHona. Beixog 1.1 T (58%), moporok
Oenoro 1Bera, T.1UL. 58°C (3TaHOMN).

®OHJIOBA S [IOJIJIEPXKKA

PaGora BeImonHEHa MpH (UHAHCOBOM NOAICPIKKE
Munobpuaykun P®, 3amanme Ne4.5183.2017/BU Ha
BBHINMOJTHEHUE TOCYAapCTBEHHBIX paboT B  cdepe
HayyHOH JAEATENIFHOCTH B paMKax 0a30BOM yacTu
rOCy/IapCTBEHHOTO 3a/iaHus MunoOpHayku PO.

KOH®JIMKT MHTEPECOB

ABTOpHl 3asBISIIOT 00 OTCYTCTBUHM KOH(QIIUKTA
HUHTEPECOB.

CIIMCOK JIUTEPATYPbI

1. Ma LY., Pang L.P., Wang B., Zhang M., Hu B,
Xue D.Q., Shao K.P,, Zhang B.L., Liu Y., Zhang E.,
Liu HM. Eur. J. Med. Chem. 2014, 86, 368-380. doi
10.1016/j.ejmech.2014.08.010

2. Ma L.Y., Wang B., Pang L.P., Zhang M., Wang S.Q.,
Zheng 1.C., Shao K.P,, Xue D.Q., Liu HM. Bioorg.
Med. Chem. Lett. 2015, 25, 1124-1128. doi 10.1016/
j-bmcl.2014.12.087

3. Gryder B.E., Akbashev M.J., Rood M.K., Raftery E.D.,
Meyers W.M., Dillard P, Khan S., Oyelere A.K. ACS
Chem. Biol. 2013, 8, 2550-2560. doi 10.1021/
cb400542w

4. Kumar K., Pradines B., Madamet M., Amalvict R.,
Benoit N., Kumar V. Eur. J. Med. Chem. 2014, 87, 801—
804. doi 10.1016/j.ejmech.2014.10.024

5. Raj R., Gut J., Rosenthal P.J., Kumar V. Bioorg. Med.
Chem. Lett. 2014, 24, 756-759. doi 10.1016/
j-bmcl.2013.12.109

JKYPHAJI OPTAHUYECKOM XUMHHU oM 56 Ne 3 2020

6.

10.

11.

12.

13.

14.

15.

16.

17.

18.

19.

20.

21.

22.

23.

449

Yempala T., Sridevi J.P., Yogeeswari P., Sriram D.,
Kantevari S. Eur. J. Med. Chem. 2014, 71, 160-167. doi
10.1016/j.ejmech.2013.10.082

. Shaikh M.H., Subhedar D.D., Nawale L., Sarkar D.,

Kalam Khan F.A., Sangshetti J.N., Shingate B.B. Med.
Chem. Commun. 2015, 6, 1104-1116. doi 10.1039/
¢5md00057b

. deAndrade P., Galo O.A., Carvalho M.R., Lopes C.D.,

Carneiro Z.A., SestieCosta R., de Melo E.B., Silva J.S.,
Carvalho 1. Bioorg. Med. Chem. 2015, 23, 6815-6826.
doi 10.1016/j.bmc.2015.10.008

. Guimaraes T.T., Pinto M.C.F.R., Lanza J.S., Melo M.N.,

de Monte-Neto R.L., de Melo .M.M., Diogo E.B.T,,
Ferreira V.F., Camara C.A., Valenga W.0., de Oliveira R.N.,
Frezard F., da Silva Jr. EN. Eur. J. Med. Chem. 2013,
63, 523-530. doi 10.1016/j.ejmech.2013.02.038
Vernekar S.K.V., Qiu L., Zacharias J., Geraghty R.J.,
Wang Z., Med. Chem. Commun. 2014, 5, 603—608. doi
10.1039/c4md00039k

Ancja R., Rashad A.A., Li H., Sundaram R.VK.,
Duffy C., Bailey L.D., Chaiken I. J. Med. Chem. 2015,
58, 3843-3858. doi 10.1021/acs.jmedchem.5b00073
Fraser B.H., Hamilton S., Krause-Heuer A.M., Wright P.J.,
Greguric 1., Tucker S.P., Draffan A.G.,, Fokin V.V,
Sharpless K.B. Med. Chem. Commun. 2013, 4, 383—
386. doi 10.1039/c2md20300f

Kessler S.K., McCarthy A., Cnaan A., Dlugos D.J.
Epilepsy Res. 2015, 112, 18-26. doi 10.1016/
j.eplepsyres.2015.02.003

Gilchrist J., Dutton S., Diaz-Bustamante M., McPherson A.,
Olivares N., Kalia J., Escayg A., Bosmans F. ACS
Chem. Biol. 2014, 9, 1204-1212. doi 10.1021/
cb500108p

Kinfe H.H., Belay Y.H., Joseph J.S., Mukwevho E.
Bioorg. Med. Chem. Lett. 2013, 23, 5275-5278. doi
10.1016/1.bmcl.2013.08.028

Sangshetti J. N., Shinde D. B. Lett. Drug Des. Discov.
2010, 7, 171-175. doi 10.2174/157018010790596696
Sangshetti J. N., Chabukswar A. R., Shinde D. B.
Bioorg. Med. Chem. Lett. 2011, 21, 444-448. doi
10.1016/1.bmc1.2010.10.120

Sangshetti J. N., Shinde D. B. Eur. J. Med. Chem. 2011,
46, 1040.

Abdennabi A.M.S., Abdullhadi A.I., Abu-Orabi S. Anti-
Corros. Method M. 1998, 45, 103-108. doi
10.1108/00035599810198741

Huisgen R. Angew. Chem. Int. Ed. 1963, 2, 565-598.
Huisgen R. Angew. Chem. Int. Ed. 1963, 2, 633—645.
Berg R., Straub B. F. Beilstein J. Org. Chem. 2013, 9,
2715-2750. doi 10.3762/bjoc.9.308

Meldal M., Tornge C. W. Chem. Rev. 2008, 108, 2952—
3015. doi 10.1021/cr0783479



450

24.

25.

26.

27.

28.

29.

30.

T'OJIOBOKOBA u np.

Singh M.S., Chowdhury S., Koley S. Tetrahedron.
2016, 72, 5257-5283. doi 10.1016/j.tet.2016.07.044

Jin T., Kitahara F., Kamijo Sh., Yamamoto Y.
Tetrahedron Lett. 2008, 49, 2824-2827. doi 10.1016/
j.tetlet.2008.02.115

Jian Ng E.P., Wang Y.-F., Hui B.W.-Q., Lapointe G,
Chiba S. Tetrahedron. 2011, 67, 7728-7737. doi
10.1016/j.tet.2011.08.006

Nelson R., Kesternich, V., Perez-Fehrmann M., Jaldin S.,
Marcourt L., Christen Ph. J. Chem. Res. 2016, 40, 453—
457. doi 10.3184/174751916X14656662266973
Gonzalez-Calderon D., Mejia-Dionicio M.G., Morales-
Reza M.A., Ramirez-Villalva A., Morales-Rodriguez M.,
Jauregui-Rodriguez B., Diaz-Torres E., Gonzalez-
Romero C., Fuentes-Benites A. Eur. J. Med. Chem.
2016, 112, 60-65. doi 10.1016/j.ejmech.2016.02.013
Ahmadi F.,Tisseh Z.N., Dabiri M., Bazgir A. C.R. Chim.
2013, 16, 1086-1090. doi 10.1016/j.crci.2013.05.006
Zhang J., Jin G, Xiao S., Cao S. Tetrahedron 2013, 69,
2352-2356. doi 10.1016/j.tet.2012.12.086

31.

32.

33.

34.

35.

36.

Wang L., Peng Sh., Danence L.J.T., Gao Ya. Wang, J.
Chem. Eur. 2012, 18, 6088-6093. doi 10.1002/
chem.201103393

Danence L.J.T., Gao Ya., Li M., Huang Yu., Wang J.
Chem. Eur. 2011, 17, 3584-3587. doi 10.1002/
chem.201002775

Singh H., Sindhu J., Khurana M. RSC Adv. 2013, 3,
22360-22366. doi 10.1039/c3ra44440f

Labbe G., Vandendriessche A., Van Essche G., Toppet S.
Bull. Soc. Chim. Belg. 1988, 97, 543-544. doi 10.1002/
bscb.19880970711

IIpeu O., bromemana @., Addomsrep K. Onpedenenue
cmpoenus opeanudeckux coedunernuil. M: Mup, 2006, 213.
Vekariya R.H., Patel H.D. Tetrahedron. 2014, 70,
3949-61. doi 10.1016/j.tet.2014.04.027

. T'ono6okora T.B., IIpotinakoB A.I'., Bepemarun JI.I1.,

Kwxuses B.H. JKOpX. 2015, 51, 1333-1337.
[Golobokova T.V., Proidakov A.G., Vereshchagin L.I.,
Kizhnyaev V.N. Russ. J. Org. Chem. 2015, 51, 1308—
1312.] doi 10.1134/S1070428015090171

Selective Synthesis of Functionally Substituted 1,2,3-Triazoles

T. V. Golobokova*, A. G. Proidakov, and V. N. Kizhnyaev

Irkutsk State University, Faculty of Chemistry, 664003, Russia, Irkutsk, ul. K. Marksa 1
*e-mail: t.golobokova@rambler.ru

Received October 21, 2019; revised January 15, 2020; accepted January 17, 2020

During work various options of an enolate-azide cycloaddition with selective formation of 1-aryl (hetaryl)-4.5-
disubstituted-1,2,3-triazoles are considered; optimal conditions for carrying out the bromination reaction of 1-
(5-methyl-1-phenyl-1,2,3-triazol-4-yl)-ethanone with output to the desired a-monobromosubstituted ketone are

determined.

Keywords: 1,2,3-triazole, enolate-azide cyclopyric compound, organic azide, a-bromoketone, regiospecificity,

dioxane dibromide, N-bromosuccinimide
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