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BBEJAEHUE

bensumuazonpHas TETEPOLMKINYECKAss CHCTe-
Ma SBIISIETCS BaXHBIM IITUPOKO PaCIpPOCTPAHECHHBIM
Y TIPUBHUJIETUPOBAHHBIM (hapMako(OpoM B MEIHIIHH-
ckoil xumuu. [IponsBoHble OEH3MMHKA3051a U3BECT-
HBl KaK IPOTHBOMHUKDPOOHBIC, IPOTHBOTYOEPKYIIE3-
HbIC, MPOTHBOPAKOBBIC COCAMHEHHMs, O0JaJaroT aH-
TUTUMIEPTEH3UBHOM, MPOTUBOS3BEHHOM, AHTUIIPOJIU-
(hepaTuBHOI W MPOTHBONAPA3UTAPHON AKTHBHOCTHIO
[1-4]. B To ke BpeMs BBI3BIBAIOT MOBBIIICHHBIA MH-
TEepeC COETUHEHHA MHPA30IBHOTO PAIA, MOCKOIBKY
BXO/IAT B COCTaB MHOTHX JIEKAPCTBEHHBIX CPEJICTB,
00J1a/1al0IMX IPOTUBOBOCIANTUTEIBHBIM, TPOTHBOIH-
a0eTUYEeCKUM, aHaJIbI€TUYECKUM, MPOTHBOOITYXOJIEe-
BBIM U JPYTUMH BUAaMU (PapMaKOJIOTUIECKOTO JCH-
cTBUA [5, 6]. AKTUBHO W Pa3HOCTOPOHHE W3ydaCTCS
Omoyornyeckasi akTHBHOCTh MaJIbIX MOJICKYJ, COJep-
Kalux 00a reTepolkinyeckux Gparmenta [7, 8], u,
HECOMHEHHO, pa3paboTKa TOAXOM0B K HOBBIM MHUpa-
30JI-0CH3MMHM/IA30J1aM SIBIIIETCS] aKTYaJIBHOU 3a1aueii.

TpaaumoHHO OEH3UMUAA30JIBI MOTYT OBITh TTOJY-
YeHbI peakiuei 1,2-TuaMiUHOapEeHOB ¢ KapOOHOBBIMU
KHUCJIOTaMH, HUTPHJIAMHU U opmo-d(HUpaMu B KECTKHX
0OE3BOJHBIX YCJIOBUSAX C TPUMEHCHHEM B KaueCTBE
KaTaJM3aToOPOB KUCJIOT, TAKUX Kak mnoiudochopHas,
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OOpHas WM napa-TOMyoJCyTb(HOKUCIOTA, TIPU HC-
MOJIb30BAHUU K€ B PEAKIMU aJIbJICTUIOB TpeOyeTcs
JTATbHENIIee OKHUCIEHNE MPOMEKYTOUHBIX HMHUIA30-
TuarHOB [9]. MI3BeCTHBI METOMABI C HCIIOIb30BAHUEM
kuciaoT Jlprorca, HEOPraHWYEeCKUX IVIMH, Tekcad-
TopajtoMuHara Hatpus, neoiuta HY, cucrem mon—
t-Oy TUITUAPOTIEPOKCHU]], TPUPTOPYKCYCHASI KHCIOTa—
numetmicynbhokenn [10-12]. B nurteparype Opumn
MPEUIOKEHBI TAKWE METOIUKH, KaK KaTaJu3upyeMoe
nepexoguabiMu MeTaamMu C—N couetanue N-(opmo-
rayoapI)aMuIuHOB 00 N-(opmo-Tajoapwi)aMu-
noB [13, 14], karanusupyemoe moadenszonom C—-H
aMUHUpOBaHHE N-3aMEIICHHBIX aMUIuHOB [15], a
TaKKe€ pacCMaTpuBaeTCs TPHUMEHEHHE pPa3ITUIHBIX
HAHOKOMIIO3UTHBIX KaTaJln3aTopoB, TakuX Kak Al,O3/
Cul/PANI [16] win CoFe,0,/Si0,/NH,/buryanuann/
SOsH [17].

Hecmotpst Ha nocraroyHoe pasHooOpasue, STH
METOJIBl UMEIOT OTpEJICIICHHBIC OrPAaHHYCHUS, TAKHE
KaK KECTKUE YCIIOBHS PEAKLUH, JOPOTOCTOSIINE TOK-
CHUYHBIE METAJUICOJEePIKAIINE OKUCIUTEH M pearcH-
Thl. CleoBaTeIbHO, CUHTE3 OMOIOTMUYECKH BaXKHBIX
a30TCOZICPIKAIINX T€TEPOLUKIIOB C HCIIOIb30BAHHEM
MSITKHX YCIOBUHM pEakIM M HEJIOPOTHX PEarcHTOB
MO-TIPEKHEMY aKTyaJIcH.
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PE3VIIBTATBI 1 OBCYXAEHUE

TpUMeTUNXTIOPCHIIaH, KaK HM3BECTHO, BBICTYIACT
B KAa4eCTBE IMPOMOYTEpa U CIIOCOOCTBYET MPOTEKa-
HUIO Pa3HOOOPAa3HBIX peaKIuii KoHAeHcannuu. Panee
[18] OBLIO YCTAHOBICHO, YTO JO0OABJICHUE TPUME-
THIXJIOPCHTIaHA B PEAKITUIO THO- U CeJieHaIleTaTn3a-
LMW albJCTHIOB TETEPOIUKINYCCKOTO psiia 00er-
YaeT MPOTOHUPOBAHWE KAPOOHWILHOW TPYIIIBI, YTO
CIOCOOCTBYET TPOTEKAaHWIO TpoIlecca MpH KOMHAT-
Holt u moHwkeHHo# (—5—0°C) Temmneparypax. Kpome
Toro, Me;SiCl siBisieTcss BOZOOTHUMAIOIINM areHTOM,
3¢ (EKTUBHO CBS3BIBAIOIINM BBIJICISIOIIYIOCS B XOJIE
peaKiuu BOAY, CIOCOOCTBYSI CCIICKTUBHOMY 00pa3o-
BaHMIO 1,3-IUTHAHOB, NUTHOJIAHOB W 1,3-nmHceneHa-
HOB [19].

WutepecHo, 4to, B OTIMYHEe OT M3BECTHHIX [20]
peaxkuuii 2-MepKanTodTaHola WA 3-MepKarTompo-
naH-1-o1a ¢ anpAeruaaMu anuarudeckoro U apoma-
THYECKOTO PSIOB B MPHUCYTCTBHH TpudTOopHma dopa,
Tpudiara CKaHAWS WIH pP-TOIYOJICYTb(OKHCIOTHI,
npuBomAnuX K 1,3-okcatnonanam u 1,3-okcatnaHam
[21], B3amMomelcTBHE MHPa30I-4-KapOaTbICTHIOB
¢ 2-mepkanTo3TaHosoM B npucyrcrsuu Me;SiCl nHa-
MIPaBJICHO Ha CBSI3bIBAHUE 2 MOJIEKYJI MEPKAITOITAHO-
Ja ¢ 00pa3oBaHUEM IPOAYKTOB JUTHOANCTATH3AINN
JaXe TMPH SKBUMOJIBHOM COOTHOIICHHHM PEarcHTOB
[22]. Tak, B peakmuu MHPa30JIKapOATBICTHIOB C
2-MEepKanTodTaHOJIOM (PKBUMOJIBHOE COOTHOIICHUE
peareHToB, 4-KpaTHbIi MOJbHBIN M30bITOK Me;SiCl,
KOMHATHas TeMIleparypa) HEOXKHUIaHHO 00pa3yroT-
Csl THIPOXJIOPUIBI OTKPBITOLEMHBIX OHC(2-TUAPOK-
cudTHN)IUTHOAIeTaneil ¢ mpumechio =~ 20-30%
4-(1,3-okcaruonan-2-wi)nupasonioB [22]. Takum 00-
pa3oM, CTpOEHHE MPOMYKTOB pEakinu KapOajbaeru-
JIOB MTUPA30JIBHOTO Psijia ¢ HyKJIeo(uiIaMu He Bcerna
SIBJISICTCS] OYCBUTHBIM.

B npopomkenue uccienoBanui peakuuii 4-hop-
MUJIIAPA30JI0B C Pa3IUYHBIMH OWHYKJICO(pHUIaMHU
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(cynmbdanmi-, cenanmi-, aMuHociupramu) [23, 24] B
HacTosmIel padoTe OCYIIEeCTBIIEHA OIEHKAa BO3MOXK-
HOCTH TIPOBEJCHHUS CHHTE3a MHPa3oInIOeH3NMUAA-
30JI0B one pot oj AeCTBUEM TPUMETHIXJIOPCUIIAHA.
B nuteparype HaMu HalIEHO JIUITH HECKOJIBKO CO00-
MEeHU 0 cuHTe3e 2-(TTHpa30ir-4-1i1)0eH3UMHIa30J10B
KOHJICHCAMEeH o-(peHmwieHauamMmuaa ¢ N-penmn-1H-
nupaszon-4-kapbanpaeruaaMy, B KOTOPBIX Mpezsiara-
€TCsl UCIIONIb30BAHKE XJIOpUJIa HUHKA [25], Tpuc(nen-
taprophenmn)oopana [26], nepueBoil aMMUAYHOU
CEJIUTPHI C MEPEKHUCHIO BOAOPO/IA B KAYECTBE OKHCITH-
tens [27]. IloHATHO, 4TO IBYCTaAMMHOCTH METO/A 3a-
TPYOHSIET MOJTy4YeHHUE 1EJICBBIX OCH3MMHUAA30II0B, UX
BBIJICTICHHE U OYHCTKY, & TAKXKE MPUBOJIUT K yBEIINYE-
HUIO TPYIOEMKOCTH TIpoIiecca.

B nHacrosieit pabore moka3aHo, YTO B3aMMOJICH-
cTBUE 0-(peHUIICHIMaMHUHA C ajbieruiaMu 2a—d B pu-
CYTCTBHH 3KBUMOJILHOTO KOJHYECTBA TPUMETHIIXIIOP-
CHJIaHA B PACTBOPE NMHUPHUMHA MPUBOJAUT K OHCreTe-
POLMKINYCCKUM COCTUHCHUSIM — HCU3BECTHBIM PaHEe
2-(1H-ttupazon-4-un)-1 H-6ensumuazonam  2a—d ¢
XOpOIIMMH BBIXOaMu (cxema 1).

HpI/I 9TOM IPOUECC KOHACHCAIUN OCYICCTBIISACTCA
B OIHY CTaJUIO U HEC Tpe6yeT JAONOJIHUTCIIBHOTO IIPpU-
MEHEHUS KaKOro-Tn00 OKUCIUTEIIS.

C 1enpio ONTUMU3AIMN YCIOBHM CHHTE3a 2-3aMe-
IICHHBIX OCH3MMHa30J10B 2a—d B Ka4eCTBE MOJICIIb-
HOU peakiMi HaMH ObLJIO U3ydYeHO B3aMMOJICHUCTBHE
o-(penmnenanaMmuna ¢ 3,5-nmuMmerwi- 1 -0en3ni- 1 H-mu-
pason-4-kapoanpaeruaom 1d (cm. Tabmumiry).

Panee ObuT0 MOKA3aHO, YTO PEAKIIHS TUPA30I-4-Kap-
OaJIBIETHIOB C TUTHOOKCAMHJIOM IPOTEKAET TOIHKO
Py MHKPOBOJHOBOM aKTHBallMU ¢ 0Opa30BaHUEM
2,5-0ucnupasonmintuazonolS,4-d|Tna3onos, mpuyeM
OKHUCIJICHHWE TIepPBOHAYAILHO O00pa3yroIuxcs Owuc-
MUPA30JI0THA30IMHOTHA30JIMHOB  Se0, 3HAYUTENBHO
YBEJIMUMBAET BBIXO/IbI 1IEJIEBBIX NPOIYKTOB [28].

Cxema 1
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R = Me (a), Pr (b), i-Pr (c), Bn (d).
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Onrumuzanys ycinoBui peakiun rnoiaydeHus 2-(1 H-nupazon-4-nin)-1 H-6eH3uMn 1230108

OmnbIT (Konnqeléiznalf;;:: HeHTOB) PactBopurens Temneparypa, °C Brixon, %
1 - JIM®DA 100 0
2 - IMupuaun 100 0
3 - IMupuaun 100 5
4 — ITupuaun 100 5
5 La(CF;S05); (0.05) CH;CN 80 0
6 La(CF;3S05)5 (0.05) [Mupuaun 100 5
7 Cunnkarens 60 (0.05) CH;CN 80 5
8 Me;SiCl (1) CH;CN 80 10
9 Me;SiCl (1) AcOEt 75 6
10 Me;SiCl (1) JAM®A 100 35
11 Me;SiCl (2) JAM®A 100 30
12 Me;SiCl (1) [Mupnaun 110 65
13 Me;SiCl (1) [Mupnaun 90 92
14 Me;SiCl (1) [Mupuaun 80 70
15 Me;SiCl (2) upuama 90 75
16 Me;SiCl (3) Mupuama 90 72

B nanHOM citydae yCTaHOBIJIEHO, YTO IHPA30JIHII-
kapbanpaerun 1d He pearmpyer ¢ o-eHuneHmMa-
MHUHOM 0€3 KaTanau3aTopa B pa3iIM4YHBIX PacTBOPUTE-
JIIX, B TOM YHCJI€ C IPUMEHEHHEM MHUKPOBOJIHOBOU
aKTUBAIMM U OKHCH CEJIeHa B KaueCTBE OKHCIHUTES.
Huskue BbixXompl mpoaykra 2d HaOMIOmamNCh Tak-
xe npu ucnons3zoBanun La(CF;SO5); u cunukare-
nsg 60 B KauecTBe KaTaau3aTopoB. B mpucyTcTBhM
TPUMETWIXJIOpCUIIaHa IefieBoi Oensummuaazon 2d
HaOmroascs B peakMOHHON Macce, HO B CIICIOBBIX
KOJIMYECTBaX, MpPH IPOBEAEHUH pPEaKIUH B TaKHX
pacTBOPUTENSIX, KaK alleTOHUTPHI M dTHianerar. B
pactBope IM®DA u ¢ mpuMEHEHUEM MHUKPOBOJIHO-
Boro oOmyueHus Bbixox 2d mocturanm 30%. B pac-
TBOpE NMUPUINHA NPOJEMOHCTPUPOBAHBI HAUITYYIIHE
pe3yibTaThl, KpOME TOTO, MUPHINH HEUTPaTU30Ball
BRIIICISTIONTHICS B xome peakiuu HCI, mpenstcTBys
TE€M CaMbIM HPOTOHHPOBAHUIO MO «ITHUPUIUHOBOMY»
aroMy a3oTa MHUpa3oibHOro (parmenta u oOpaszoBa-
HUIO THIPOXJIOPUIOB, HaOmonaeMbIx panee [23] mpu
ncnons3oBanuu Me;SiCl. Kumnsiuenue, 2- u 3-kpart-
HbIi n30bITok Me3SiCl, a Taxke MHKpPOBOIHOBOE

0o0Ty4eHre MOJOKHUTEIHHO HE CKA3aJiCh Ha BBIXOJE
npoaykTa peakiuu. HarpeBanue uCXOAHOTO aibAeru-
na 1d B IpuCYTCTBUU TPUMETHIIXIIOPCUIIAHA B aTMOC-
(depe aprona npuBOAUT K 00pa3oBaHUIO Mpoaykra 2d
JIUTIH B CIEIOBBIX KOMUYECTBaX. TakuM 00pa3oM, Bce
MIPEBPAIICHHUS OCYIIECTBISIIIN B CHCTEMAX C OCTYTIOM
KHCJIOpOZia M3 OKpy»karomied cpeasl. Heobxomaumo
TaK)Ke OTMETHUTH, YTO O-pEHIICHINaMUH HE pearupy-
eT ¢ KapOaJbJIernaMu MUPa30JILHOTO psijia B OTCYT-
CTBHE TPUMETWIIXJIOPCUJIAHA B YHCTOM IUPHIUHE, B
TOM YHCJIE€ IIPU BapbUPOBAHUKM BPEMEHHOTO U TEMIIE-
paTypHOTO PEKUMOB.

COBOKYIIHOCTb JIaHHBIX 3JEMEHTHOIO aHajau3a,
SAMP 'H, 13C, u UK criekTpocKomuu MOATBEPIKIAeT
cocTaB W cTpoeHme OeHzmMmmazonoB 2a—d. B UK
CIIEKTPaX CHUHTE3UPOBAHHBIX coeAuHEHUN 2a—d oT-
CYTCTBYIOT XapaKTEPHBIE ITOJIOCHI MOTIIOMIEHHS KapOo-
HWJIBHBIX TPYIIT UCXOAHBIX albJeruaoB. B cnekrpax
SMP 'H coemmuennii 2a—d OTCYTCTBYIOT CHTHAJIBI
MIPOTOHOB aJbAETHAHBIX TPYII, MPUCYTCTBYIOT CHUT-
HaJbl TPOTOHOB 3aMEIICHHBIX MHPA30JIbHBIX KOJIEI]
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COOTBETCTBYIOLIEH MHTErpajbHON MHTEHCUBHOCTU U
CUTHAJIBl TIPOTOHOB OCH3MMHUA30JIbHOTO KOJIBIIA TTPU
7.20 2H*7) u 7.58 (2H>®) m.a. B cnekrpax SIMP
13C 2-6ensummaaszonos 2a—d MpHECYTCTBYIOT Xapak-
TEPHBbIC CUTHAJBl aTOMOB YIJIEPOAOB OCH3MMUIA30-
npHOTO (parmenTa: 113.0-114.8 (C*7), 122.2-125.4
(C39), 131.7-133.2 (C3%72), 144.1-145.6 (C?) m.1. B
MAacC-CIIEKTpax 3JICKTPOHHONW HOHU3AIMU HaOIo/Ia-
IOTCA MHTCHCHUBHBIC INMKKW MOJICKYJISAPHBIX MOHOB CO-
enqnHeHun 2a-d.

OKCIIEPUMEHTAJIBHA S YACTb

Crextpsl SIMP 'H, '3C sapeructpuposansl Ha
cnekrpomerpe Bruker DPX-400 (I'epmanus), pabo-
ynre gacToThl 400.13 u 100.62 MI'1 cOOTBETCTBEHHO
B JAMCO-d, Buytpennuii crangapr — I'MJIC. UK
CHEeKTpHI moiydeHsl Ha mpuodope Bruker Vertex 70
(I'epmanus) B Tabnerkax KBr. Macc-ciekTpsl arek-
TpoHHOH nonuzauu (70 5B) momyyens! Ha mpudope
QP-50504 (SHIMADZU, Slnonust), Macc-aHaJIU3aTOP
KBaAPyTIOIBHBIN, THAMIa30H IETEKTUPYEMBIX Macc 34—
650 Jla. BBog 00pa3IioB OCYIIECTBISUTH C ITOMOIIBIO
cucteMsl npsimoro BBoga DI-50. DneMeHTHBII aHanu3
BbIMosHeH Ha aBromarndeckoM CHNS-ananmzarope
Thermo Scientific Flash 2000 (CLLA).

Anpaeruapl la—d Obun TosydeHsl QOPMUIIU-
poBaHuem peareHTOM BuibcMmaliepa—Xaaka coOT-
BeTCTByommXx 1,3,5-Tpu3amMenieHHbIX  MHPa30JIoB
[27]. Kommepdeckn mOCTymHBIE O-(QEHWICHIAAMUH
u TtpuMmeTmixiopcmian (Sigma-Aldrich) wucmons-
30BaJIM B peakUusx 0e3 JOMOJHUTEIBHONW OYHCTKH.
PacTtBopuTenu mpu HEOOXOAMMOCTH OYHMILAIN CTaH-
JAPTHBIMU MeTOJaMu. X0/l peaKUUi U YUCTOTY IOITY-
YEHHBIX COCIMHEHUI KOHTPOJIMPOBAIN C IOMOIIBIO
TCX na mnacrtunax Silica gel 60 F,s4 Merk, snroent
CHCl;-MeOH B cootHomenuu 95:5.

2-(3,5-Aumetun-1H-nupa3on-4-nia)-1H-6en3-
umMuaa30abl 2a-d (obwas memoouxa). K cMecu
2 mmonb mmpasonkapOanpaeruna 1 [0.276 T (a),
0.332r (b, ¢), 0.428 r (d)] u 0.220 r (2 Mmmob) o-e-
HWICHIMAMHUHA B 2 MJI CyXOTr'0 TMHPHIUHA NIPU Tepe-
MEIIMBAaHUU IIPU KOMHATHON TeMIepaTrype 400aBis-
mn 0.217 T (2 MMOJb) TPUMETHIIXJIOPCUIIaHA, 3aTeEM
HarpeBai 90°C B TeueHue 3 4 B KoJiOe C TOCTYIIOM
Bo3yxa. KoHTposib 3a X010M peakiyu 0CyIieCTBISIIH
metrogoM TCX. OOpa3oBaBHIMICS CHIPOH TPOIYKT B
BUJIE TBEPAOTO OCaJKa OT(PUIBTPOBBIBAIN, OUUILAIH
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KpUCTaJIIIM3aled U3 CMECH dTHJaleTaT-TrekcaH, 4:1,
U CyILUJIN.

2-(1,3,5-Tpumerun-1H-nupa3zon-4-uia)-1H-
oensumunazoa (2a). Berxox 0.371 r (82%), Onen-
HO-XeJNThle KpucTauibl, T.IuL. 261-262°C. UK cnektp
(KBr), v, em!: 3434 m (NH), 2941 m (C-H), 1623 ¢
(C=N), 1584 ™, 1530 M, 1447 ¢, 1399 ¢, 1315 ¢, 1273
¢, 749 c. Cnektp SIMP 'H (400 MT'u, AMCO-d), §,
M.A.: 2.39 ¢ (3H, 3-Me), 2.48 ¢ (3H, 5-Me), 3.72 ¢ (3H,
MeN), 7.12-7.14 M (2H,p0y), 7.52-7.55 M (ZHgpo)-
Crnextp IMP 13C (100 MI', AMCO-dy), 8, m.11., nu-
pasonbpHOE KotbIlo: 9.88 (5-Me), 12.45 (3-Me), 35.15
(MeN), 108.76 (C*), 138.63 (C?), 144.68 (C?), 6ensu-
Muza30i1bHOe KOIbLO: 114.04 (Cypy), 120.64 (Cypop)s
138.82 (Cypop)s 147.16 (C=N). Macc-crexrp (Y,
70 3B), m/z (I, %): 227 (17) [M + 1], 226 (100)
[M]", 225 (75) [M 117, 157 (68), 113 (17), 92 (8), 65
(9), 56 (11). Haiineno, %: C 69.09; H 6.29; N 24.73.
Cy3H4N4. Beraucneno, %: C 69.00; H 6.24; N 24.76.

2-(3,5-Aumernii-1-nponui-1H-nupa3zon-4-ui)-
1H-6en3umuaasou (2b). Beixox 0.396 1 (78%), Onen-
HO-XeNThle KpucTtaysl, T.Iu. 230-231°C. llenesoit
MPOIYKT BBINAAI B 0CAJI0K ITPH OXJIAXKICHUN PEaKIIU-
onHoit cmecu 10 5°C. UK cnexrp (KBr), v, cm~': 3433
1 (NH), 2960 m (C—H), 1624 ¢ (C=N), 1598 ¢, 1587 c,
1528 m, 1445 ¢, 1397 ¢, 1360 m, 1317 ¢, 1287 ¢, 1106
¢, 741 c. Criextp SIMP 'H (400 MTI'ri, IMCO-d), 3,
m.1.: 0.86 T (3H, CH,CH,CH;, J 7.3 '), 1.75 cexcret
(2H, CH,CH,CHj;, J 7.0 I'n), 2.38 ¢ (3H, 3-Me), 2.50
¢ (3H, 5-Me), 3.97 t (2H, CH,CH,CHj;, J 7.0 T'm),
7.11-7.13 M (2H,p0y), 7.51-7.53 M (2H,,,,). Crexrp
SIMP 13C (100 MI', AIMCO-dg), 8, M. 11, TUpa30JIbHOE
konprio: 10.46 (5-Me), 11.01 (CH,CH,CHj), 13.33
(3-Me), 23.02 (CH,CH,CHj;), 49.67 (NCH,CH,CH,),
108.89 (C*), 138.99 (C?), 145.26 (C3), Gensumuaazo-
npHOE KONBLO: 114.47 (Cypy,), 121.29 (Cy), 138.85
(Capow)> 147.58 (C=N). Macc-cuekrp (Y, 70 9B), m/z
(L %0): 254 (64) [M]™°, 239 (25) [M — CH,4]", 225
(50) [M — CH,CH;]", 212 (100) [M — CHCH,CH;]",
183 (20), 157 (18), 92 (9), 65 (10). Haiineno, %: C
70.49; H7.09; N 22.10. C;sH,gN,. Beraucneno, %: C
70.84; H 7.13; N 22.03.

2-13,5-Aumerni-1-(1-meTuadTuia)-1 H-nupa3zoJi-
4-ni]-1H-6en3uvmaa3ol (2¢). Beixon 0.432 1 (85%),
CBETIO0-0eKeBhIE KpHUCTAILIBI, T.IDI. 257-258°C. UK
ciextp (KBr), v, cm™': 3441 m (NH), 2928 m (C-H),
1628 ¢ (C=N), 1599 ¢, 1497 ¢, 1456 m, 1029 ¢, 752 c.
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CrexTp SIMP'H (400 MI'u, AMCO-dq), 6, m.1.: 1.38 11
(6H, Me,CH, J 6.3 I'n1), 2.36 ¢ (3H, 3-Me), 2.48 ¢ (3H,
5-Me), 4.53 cenrer (1H, CHMe,, J 6.3 I'n), 7.19-7.21
M (2H,p00)> 7.56-7.59 M (2H,,). Criexrp SIMP 13C
(100 MI'u, AMCO-d), 8, M.A., MUPA30JIbHOE KOJIb-
no: 10.12 (5-Me), 13.15 (3-Me), 22.21 (2C, Me,CH),
49.17 (Me,CHN), 107.88 (C%), 138.54 (C), 147.14
(C3), GeHsuMmmmaszonpHOe Koiblo: 114.49 (Capow)s
122.09 (Cypom)s 137.91 (Cypn), 145.57 (C=N). Macc-
cnexktp (OVY, 70 3B), m/z (I, %): 255 (13) [M +
177, 254 (74) [M]*", 239 (97) [M — CH;]", 212 (100)
[M — CH(CHs),]", 211 (19), 198 (18), 183 (24), 157
(14), 156 (14), 92 (13), 65 (15). Haiineno, %: C 70.61;
H7.14; N 22.12. C5sHgN,. Beraucneno, %: C 70.84;
H 7.13; N 22.03.

2-(3,5-AumeTni-1-6en3ui-1 H-nupa3zosa-4-uJ)-
1H-6en3umunaso (2d). Beixox 0.556 1 (92%), Gien-
HO-)KeNThle KpucTaubl, T.IUL. 241-242°C. UK cnektp
(KBr), v, em!: 3435 m (NH), 2726 m (C-H), 1630
¢ (C=N), 1603 c, 1534 c, 1495 c, 1456 c, 1431 ™,
1388 ¢, 1226 ¢, 838 ™, 761 ¢, 732 c. Cnekrp AMP 'H
(AMCO-dy), 6, m.a.: 2.46 ¢ (3H, 3-Me), 2.54 ¢ (3H,
5-Me), 5.41 ¢ (2H, NCH,Ph), 7.24-7.26 m (2H, Ph),
7.29-7.33 m (1H, Ph), 7.36-7.40 m (2H, Ph), 7.52-7.55
M (2Hyp0y), 7.82-7.84 M (2H,,,,). Criexrp SIMP B¢
(100 MI'u, AMCO-dg), 6, M.11., THpa30IbHOE KOJIBIIO:
10.73 (5-Me), 12.62 (3-Me), 52.23 (NCH,Ph), 103.29
(C%, 127.26 (C°, Ph), 127.72 (C", Ph), 128.70 (C",
Ph), 136.52 (C?, Ph), 142.14 (C>), 147.25 (C3), Gen3u-
MH@3011bHOE KOIbLO: 113.76 (Cyp,), 125.34 (Cyp),
131.68 (C,pon)s 144.01 (C=N). Macc-cnekrp (9Y,
70 9B), m/z (I, %): 303 (19) [M + 177, 302 (100)
[M]*", 301 (78) [M — 1]*, 287 (27) [M — CH;]", 260
(29), 225 (38) [M — C¢Hs]", 183 (15), 157 (16), 91
(64) [C¢HsCH,]*, 65 (36). Haiineno, %: C 74.98; H
5.97; N 18.39. C,oHgNy. Beruncneno, %: C 75.47; H
6.00; N 18.53.

3AKJ/IFOYEHUE

Konpencamust  mmpason-4-kapOaiabIeTHIOB ¢
0-(DeHUJICHTUAMHHOM CEJICKTUBHO TIPOTEKACT IPHU
HCIIOJIb30BAHUH IKBUMOJBHOTO KOJIMYECTBA TPUME-
TWIXJIOPCUJIAHA B PAcTBOpPE NHPHUAMHA C 00pa3o-
BAaHMEM HEW3BECTHBIX paHee 2-3aMEIICHHBIX IHpa-
30i1-4-1i1-1 H-O€H3UMU1a30JI0B, CHHTOHOB TOHKOI'O
OpPraHUYECKOTO CHHTE3a U TIOTEHIIHATIBHBIX CTPYKTYP-
HBIX OJIOKOB ISl Au3aiiHa OMOJIOTMYECKH aKTHBHBIX
COCIUHCHUIA.

BJIAT'OZJAPHOCTU

HccnenoBanue CTPYKTYpbl INOJYYEHHBIX COEAU-
HEHUU MPOBEICHO C HCHOJIb30BAaHUEM MaTepUab-
HO-TEXHHUYECKOH 0a3bl balKkaahCKOTO aHATHTHYECKO-
TO TIEHTpa KOJUIEKTUBHOTO Tok30Banus CO PAH.

NHO®OPMAILA Ob ABTOPAX

[lIarpoBa Amekcanmpa Anekcanmposaa, ORCID:
https://orcid.org/0000-0002-5569-5888

KOH®JIIMKT UHTEPECOB

ABTOD 3asBIIsIeT 00 OTCYTCTBHU KOH(IMKTA MHTE-
pecos.

CIIMCOK JIUTEPATYPbI

1. Law C.S.W., Yeong K.Y. ChemMedChem. 2021, 16,
1861-1877. doi 10.1002/cmdc.202100004

2. Son D.S., Lee E.S., Adunyah S.E. Immune Netw. 2020,
20, €29, 1-20. doi 10.4110/in.2020.20.¢29

3. Choudhary S., Arora M., Verma H., Kumar M., Silaka-
ri O. Eur. J. Pharmacol. 2021, 899, 174027. doi
10.1016/j.ejphar.2021.174027

4. Hernandez-Romero D., Rosete-Luna S., Lopez-
Monteon A., Chavez-Pifia A., Pérez-Hernidndez N.,
Marroquin-Flores J., Cruz-Navarro A., Pesado-Go-
mez G., Morales-Morales D., Colorado-Peralta R.
Coordinat. Chem. Rev. 2021, 439, 213930. doi
10.1016/j.ccr.2021.213930

5. Karrouchi K., Radi S., Ramli Y., Taoufik J., Mabk-
hot Y., Al-aizari F., Ansar M.H. Molecules. 2018, 23,
134. doi 10.3390/molecules23010134

6. Harras M.F., Sabour R. Bioorg. Chem. 2018, 78, 149—
157. doi 10.1016/j.bioorg.2018.03.014

7. Sivaramakarthikeyan R., Iniyaval S., Saravanan V.,
Lim W.-M., Mai C.-W., Ramalingan C. ACS Omega.
2020, 5, 10089—10098. doi 10.1021/acsomega.0c00630

8. Ren B, Liu R.-C., Ji K., Tang J.-J., Gao J.-M. Bioorg.
Med. Chem. Lett. 2021, 43, 128097. doi 10.1016/
j.bmcl.2021.128097

9. Alageel S.I. J. Saudi Chem. Soc. 2017, 21, 229-237.
doi 10.1016/.js¢s.2016.08.001

10. Pardeshi V.A.S., Chundawat N.S., Pathan S.I., Sukh-
wal P, Chundawat T.P.S., Singh G.P. Synth. Comm.2021,
51,485-513. doi 10.1080/00397911.2020.1841239

11. Saha M., Das A.R. Tetrahedron Lett. 2018, 59, 2520—
2525. doi 10.1016/j.tetlet.2018.05.028

12. Trofimov B.A., Ivanov A.V., Skital’tseva E.V.,
Vasil’tsov A.M., Ushakov I.A., Petrushenko K.B.,
Mikhaleva A.l. Synthesis. 2009, 21, 3603-3610. doi
10.1055/5-0029-1216996

JKYPHAJI OPTAHMYECKOM XUMUM tom 58 Ne 6 2022



13.

14.

15.

16.

17.

18.

19.

20.

21.

HATIPABJIEHHBI CUHTE3 2-(1H-ITUPA30J1-4-W1J1)-1H-BEH3UMMJIA30JI0B

Bie F., Yao Y., Cao H., Shi Y., Yan P, Ma ],
Han Y., Liu X. Synth. Comm. 2021, 51, 2387-2396. doi
10.1080/00397911.2021.1939056

Vali Shaik B., Seelam M., Tamminana R., Kamme-
laP.R. Tetrahedron. 2019, 75, 3865-3874. doi 10.1016/
j-tet.2019.05.006

Alla S.K., Kumar R K., Sadhu P., Punniyamurthy T.
Org. Lett. 2013, 15, 1334-1337. doi 10.1021/01400274f

Kohli S., Rathee G., Hooda S., Chandra R. Dalton
Trans. 2021, 50, 7750-7758. doi10.1039/d1dt00806d

Yadav P., Kakati P., Singh P., Awasthi S.K. Appl.
Catalysis A, Gen. 2021, 612, 118005. doil0.1016/
j-apcata.2021.118005

[anepnast JI.K., JleBanoBa E.I1., Cyxomazoma E.H.,
Anbanos A.U., lepsruna E.H. JKOpX. 2006, 42, 272—
276. [Papernaya L.K., Levanova E.P., Sukhomaso-
va E.N., Albanov A.L, Deryagina E.N. Russ. J.
Org. Chem. 2006, 42, 256-260.] doi 10.1134/
S1070428002120175

Papernaya L.K., Shatrova A.A., Levanova E.P., Alba-
nov A, Klyba L.V, Rudyakova E.V., Levkovs-
kaya G.G. Heteroatom. Chem. 2013, 24, 466—475. doi
10.1002/hc.21113

Karimi B., Ma’mani L. Synthesis. 2003, 16, 2503—
2506. doi 10.1055/s-2003-42436

Stuparu M., Grosu 1., Muntean L., Ple G., Cismas C.,
Terec A., Nan A., Mager S. Monatsh. Chem. 2004, 135,
89-96. doi 10.1007/s00706-003-0090-5

JKYPHAJI OPTAHUYECKOM XUMUH Ttom 58 Ne 6 2022

22.

23.

24,

25.

26.

217.

28.

655

[Manepnas JI.K., lllarpoBa A.A., Anbanos A.U., Py-
nsxosa E.B., JleBxosckas I'.I. XI'C. 2011, 47, 1680—
1690. [Papernaya L.K., Shatrova A.A., Albanov A.L,
Rudyakova E.V., Levkovskaya G.G. Chem. Heterocycl.
Compd. 2012, 47, 1395-1404.] doi 10.1007/s10593-
012-0927-0

Papernaya L.K., Shatrova A.A., Levanova E.P.; Alba-
nov A.l, Klyba L.V., Rudyakova E.V., Levkovs-
kaya G.G. Heteroatom. Chem. 2015, 26, 5-11. doi
10.1002/hc.21200

[Manmepuas JLK., IllatpoBa A.A., AnbanoB A.U.,
JleBkosckas I'.I. 2KOpX. 2015, 54, 731-737. [Paper-
naya L.K., Shatrova A.A., Albanov A.lL., Levkovs-
kaya G.G. Russ. J. Org. Chem. 2018, 54, 734-741.] doi
10.1134/S107042801805010X

Bellam M., Gundluru S., Sarva S., Chadive V.R.,
Netalal V., Tarttel S., Cirandur R. Chem. Heterocycl.
Compd. 2017, 53, 173—-178. doi 10.1007/s10593-017-
2036-6

Prajapti S.K., Nagarsenkar A., Guggilapu S.D., Ba-
bu B.N. Tetrahedron Lett. 2015, 56, 6795-6799. doi
10.1016/j.tetlet.2015.10.074

Maru M., Shah K. J. Chem. Pharm. Res. 2012, 4,
1638-1643.

Papernaya L.K., Shatrova A.A., Albanov A.l., Lev-
kovskaya G.G., Rozentsveig 1.B. Arkivoc. 2016, v,
142-150. doi 10.3998/ark.5550190.p009.709



656 TATPOBA

A Straightforward Synthesis
of 2-(1H-Pyrazol-4-yl)-1H-benzimidazoles
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One pot condensation of pyrazol-4-carbaldehydes with o-phenylenediamine furnishes hitherto inaccessible
2-(1H-pyrazol-4-yl)-1H-benzimidazoles in good yields in the presence of a trimethylchlorosilane (pyridine,
90°C, air atmosphere).

Keywords: benzimidazoles, pyrazol-4-carbaldehydes, o-phenylenediamine, trimethylchlorosilane, oxidative
condensation
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