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BriepBrie nccenenoBana peakuus N-(eHa-2-XIOPIHPHINHACBBIX COJICH C COISAMHU JHa30HMS B MPUCYTCTBUHM OCHOBaHMHU. Jloka3aHo,
YTO 3Ta peaKuus MPUBOAUT K 0Opa3oBaHmIo coneit [1,2,4]rpuazono[4,3-a|nupununns. [Tokazano, 4To 3aMeHa MTHPUINHOBOTO (parMeHTa

Ha THA30JIbHBIA TPUBOIUT K AHaJIOTUYHOMN IUKJIU3aluu.

Ki1ioueBble cji0Ba: coiu qua3oHus, coib THa30m0[2,3-c][1,2,4]tpuazon-4-us, conu [1,2,4]tpuasono[4,3-anupuanaus, conu N-¢peHarmi-

2-XJ'IOpHI/IpI/II[I/IHI/IH, HUKJIU3alus.

I'erepormknuyeckas cuctema [1,2,4]rpuazomno[4,3-a]-
mupuarHa (I), sABISAACE YACThIO CTPYKTYpP MOJEKYI
AHTUTPOMOOIUTAPHBIX, AHTHOAKTEPHATIBHBIX, AaHTHOMOTH-
YEeCKHX, a TaKKe AaHTHHEHPOJEereHepaTHBHBIX CPEICTB,
MMeeT BaKHOE 3HAuYCHHE B (DAPMAIEBTHUECKOH XHMHH.'
CyIecTBYIOT HECKOJIBKO MMyTel MOCTPOSHUS 3TON CHCTEMBI,
MIpeCTaBIeHHBIX Ha puC. 1.

Haubonee pacmpocTpaHeH myTh A, KOTOPBIA IpeCcTaB-
ngeT co00M HUKIM3AlMI0 MOIXOAANINX O-TIHPUIMITHIPA-
3MI0B WM -rHpa3oHoB.” JIpyroii myte B — mmkiusamms
1,2,4-Tpra30I0B IpH PeaKIHK C HeTpeIeNbHbIMU TaJIOTeH-
KETOHAMH C TOCJIEAYIOIMM JeiicTBHeM OCHOBaHMs.® [l
cuHTe3a cojeil Tpuazono[4,3-a|nupuauHusT UCTIOIB3YIOT
alKMIMPOBaHHE CBOGOIHBIX ocHoBaHuil.' V3BecTen emre
OJMH CIOCO0 TMOJyYeHHUs STHUX COJIeH, OCHOBAHHBIA Ha
B3aHMOICHCTBIN MIHPHINHOB ¢ HUTpHmMuHamu (myts C).
B mHactosmel pabore pedp MOWIET O HOBOM cIrocobe
MOJTyYeHHUsT coliel Tpuaszoo[4,3-a|mupuanHus, OCHOBAHHOM
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Pucynok 1. [Iytu moctpoenus cuctemsl [1,2,4]tpuazono[4,3-a]-
MUPHUIMHA.
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Ha peakIu coliell N-aIKWIMUPUAWHUS C COIIMH JHa30-
Hus (TyTh D).

JImMTensHBIN MHTEpeC K XUMUH MUPUINHACBBIX N-IITH-
JIOB, COJCPKAIlUX B TIOJOKEHUH 2 YXOIAIIYIO TPYIITY,
HaTpuMep rasoren,®’ OOy IMIT HAC U3YYUTh UX PEaKIHOH-
HOCIIOCOOHOCTh I10 OTHOIICHUIO K COJIAM JIHa30HHS.
B pabotax, nmpencraBiieHHBIX B JII/ITepaType,8 WIAIBI TAPH-
IuHAS (HE collepiKallue aKTHBHOTO TaJloTeHa) TeHepHpO-
BaJIH C ITOMOIIEI0 OCHOBAHHH B BOJHOM cpefie. DTOT METO.
OBLT JUII HAC HE TpPHUEMIIEM, TaK Kak 1mojo0Has oOpaboTka
2-XJIOPIHUPHUIUHAEBBIX cojield 1 Moria mpuBecTH K 00paso-
BaHUIO N-(peHaMIMUPUANH-2-0HOB. MEXIy TeM MOIBITKA
MPOBECTH PEaKIHI0 WINIAOB W3 colieii 1 B OE3BOTHBIX
yenoBusix (Et;N, CH,Cl,) ¢ comsimu apunana3oHus Iokas3ana,
9TO MPOIIECC MPOTEKAET KpaiHe SK30TCPMHUYHO, MIPHIEM C
BBIJICIIEHHEM A30Ta.

Torma MBI pelIIM BOCIPOU3BECTH JHTEPATypPHBIC
YCIIOBHS a30COUETaHMs — HCIIONb30BATh BOIHBIC PacTBOpHI,
a B KauyecTBE OCHOBAHHS HCIIOJB30BATH aIleTaT HATPHSL.
Oxkazajoch, 9YTO B 3TOM CiydYae peakius NpoTeKaeT 0e3
BbIeieHus N, ¢ 00pa3oBaHHUEM HHAMBHIYATBHOTO KpHC-
TAJUTMYECKOTO COeqUHEHUs. [lepBOHAYaIBHO MBI TIOJIaTraiy,
9TO B XOJI¢ peakimu coyieii 1 MoxkeT 00pa3oBaThCs aJayKT
MUPUAWHUCBOTO WINA W COJH JUA30HUSA, CYIIECTBYIOMIHN
B (hopMe ruapasona 2 (cxema 1). Mexny tem criektp SIMP 'H
MOJy4eHHOTro npoaykra 3a (tabin. 1) coxgepskan "caumkom”
cnabomoNbHEINA y0eT npu 9.63 M. 1. (B MOHOIMKITMYECKHX
COJISIX THPHUAMHUS XUMHYECKUE CHBUTH apOMATHYCCKUX
NPOTOHOB HE MpPEBBINIAIOT 7.5 M. JI.) W HE coaepxKai
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Cxema 1
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Ta6auna 1. Berxoasl 1 XapakTepUCTUKU
TpHazono[4,3-a|HupUIUHKEBHIX coel 3a—e

A
3a 4-CIC¢H, Ph 63 9.63
3b 4-CIC¢Hy 4-BrC¢H, 92 9.62
3¢ 4-O,NC¢H, 4-MeCsHy 62 9.68
3d 4-O,NC¢Hy 4-AcC¢H,y 86 9.68
3e 4-MeCgHy 4-BrC¢H, 70 9.63

cur"anos rpynnsl NH. Peructpanus macc-criekrpa coenu-
HeHus 3a mokasasa, YTO Macca MOJIEKYJISIPHOTO MOHa Ha 36
eIMHHUI MaccoBoro yucia (Macca mosekyiasl HCl) meHbie
Macchl COOTBETCTBYIOILETO THAPA30HA 2.

Takum 00Opa3om, aaayKT 2 B XOJ€ PEaKLUU HUKIU3YETCs
¢ norepeir monekynsl HCl, a crpykrypa obOpasyromuxcs
MPOJYKTOB COOTBETCTBYeT coysiM [1,2,4]rpuazono[4,3-al-
nupuauHusa 3a—e (Tabn. 1). B 3ToM ciyuae cTaHOBHUTCA
TIOHSATHBIM TIOSIBJIEHUE CJ1a00TOJILHOTO J1y0JIeTa, OTHECEHHOTO
k nporony H-5, u3-3a nepu-BiusHuUsS MarHUTHO-aHWU30-
TPOITHON apomnbHOW rpynnsl. IlomydeHHsle conmu ObLTH
MIepeBEICHBI B IEPXJIOPATHI, JaHHBIE HIIEMEHTHOTO aHAIN3a
KOTOPBIX MOJHOCTBIO MOATBEPAMIN HX MPEeAINoJiaraeMbIi
coctaB. CTpyKTypa HOITY4YEHHBIX MEPXI0PAaTOB ObIIa TAaKXKe
MOATBEPK/I€HA TaHHBIMU crIeKTpoB SIMP Bc.

MBI pemniy NpoBEpUTh, BCTYHAIOT JIU B 3Ty PEAKIUIO
2-6poM-N-(denanuntuazonuBeie  conn. Okxazanoch, dYTO
aHAJIOTMYHAs PEaKIMs COJH 4 IPOTEKaeT ¢ BRIXoAoM 82% ¢
obpazoBanuem conu [1,2,4]tpuazono[4,3-a|nupuaunus 3f,
cnektpst IMP 'H u C koTopoii He npoTuBopeumm
TIPEATIOKEHHOM OUITMKINYECKON CTPYKType (cxema 2).

Takum ob6pazom, comu N-heHanwi-2-XIOPIUPUANHASL
pearupyroT ¢ COJSIMH JMa30HHUS C 3aMBIKAHHEM TPHAa30-

Cxema 2 Me
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JIMEBOTO IMKIA; COJb THA30JMs BEleT ceds aHaJOTWYHO.
Bo Bcex cmydasx peakuus, MO-BHIUMOMY, HAUMHACTCS C
aTak¥ coyid AuazoHusA 1o rpynme CH, nupuanHueBoi coan
C TOCTIEeIYFOIIeH IUKIIN3aIel 00pa3yromerocs Tuapa3oHa
C BBITECHEHHEM aTOMa O-TaJIOTeHa.

:‘)KCHepHMeHTaJIbHaH HacTb

Cnektpsl SIMP 'H u "°C 3aperucrpuposans! Ha npuope
Bruker AM 400 (360 1 90 MI't coorBercTBeHHO) B JIMCO-d}
(cragmapr TMC). Macc-crieKTp 3aperHCTpHpOBAaHBI Ha
npudope Kratos MS-30 ¢ npsmMeiM BBozOM oOpasma mpu
150-250 °C, nonmsamust DY, 70 3B. DiaeMeHTHBIN aHAIN3
BeimostHeH Ha mpubope varioMULTIcube. Temmeparypsr
TUTABJICHUS onpeeneHsl Ha ammapare Electrothermal 1A910.
Ounctka ¥ aOCOJMIOTUPOBAHHME PACTBOPHTENECH IPOBEICHEI
cTaHgapTHEIM oOpazoMm. Comu 2-x0p-N-(heHaunmmupu -
uus 17 M apuianaszoHus’ HOMyYeHsI 1O ONMHUCAHHBIM METO-
JIKaM.

Hepxaoparsl 1-apui-3-apouni|[l,2,4]Tpunaszonol4,3-a]-
mupuanH-1-us 3a—e (oOmas metonuka). Jns momydeHus
apWIANA30HUEBOI COMM B TPEXTOPIIYI0 KOJIOY, CHaOXeH-
HYI0 MarHUTHON MEIIANIKOM, KareabHOU BOPOHKOM, TEPMO-
METPOM H OXJaXJalomed OaHel, MOMEIIalT pacTBOP
2 MMOJIb COOTBETCTBYIOLIETO aHMINHA B cMech 10 Mi1 BOJBI
u 2 M xonneHTpupoBanHoit HCL. PacTBop oxmaxmaroTt 10
—5 °C u npu nepememnBannn 100aBisrot pacteop 0.138 r
(2 mmoms) NaNO, B 10 ma Bomsl. Temmeparypy
PEaKIMOHHON cMecH mojaepkuBatoT B untepnaie —5—0 °C.
[TotoM cmech BoiaepxuBatoT 15 mun npu 5 °C. CootBer-
CTByOIyl0 N-(heHanmi-2-XJIOpMUPHANHAEBYIO coilb 1
(2 mmoms) pactBopsitor B 20—40 min cmecu MeOH-H,O0,
1:1, a 3arem 100aBIAIOT MOJyYEHHBII paHee pacTBOp apwil-
JINa30HWEBOM COJIM M H30BITOK HACBHIIIEHHOTO BOJHOTO
pactBopa MeCO,Na. Cmech nepeMerrBaioT B TeueHue 1.5—
2.0 4, 3aTeM TOJyYeHHBIH OCagOK OT(QHUIHTPOBHIBAIOT U
MPOMBIBAIOT ITUATWIOBBIM 3upoM (2 x 10 mi). [Tomyuen-
HYIO COJIb MEpeocakqaloT B BHAE Iepxiopata. s atoro
0caJloK pacTBOPsIOT B cMecu 10 mu1 u3onponanona u 10 M
HCIO,, moxy4yeHHbIH pacTBOp MPU HHTCHCHBHOM IEPEMEIITH-
BaHMM BBUIMBAIOT B 50 i amdTmioBoro 3dwupa (Ocmo-
pooicro! Dxzomepmuyeckas peaxyus!). Ocamok OTQUIBTPO-
BEIBAIOT, IPOMEIBAIOT 3pupoM (2 X 10 MIT) U BRICYIIIHBAIOT.

Hepxaopar 1-dennn-3-(4-xaopodenzonn)|1,2,4]Tpua-
30710(4,3-a|nupuann-1-ua (3a). Bexoxm 1.12 r (63%),
T. 1. 244-245 °C. Cnektp SAMP 'H, §, m. 1. (J, I'm): 9.63
(1H, x, J = 7.1, H-5); 8.48-8.50 (2H, m, H Ar); 8.33-8.36
(2H, M, H Ar); 7.96-7.98 (1H, m, H Ar); 7.92-7.94 (2H, ™,
H Ar); 7.75-7.77 (5H, m, H Ar). Criextp SIMP °C, 8, m. 11.:
179.8; 143.1; 141.0; 140.4; 140.0; 134.4; 133.0; 132.6;
131.3; 130.5; 129.6; 129.3; 124.9; 121.2; 111.5. Macc-
cnextp, m/z (Lo, %): 334 [M'] (21), 194 (100), 139 (77).
Haiineno, %: C 52.34; H 3.18; N 9.48. C;oH;3CI,N;30:s.
Brruucneno, %: C 52.55; H 3.02; N 9.68.

Iepxnopat 1-(4-0pomdennit)-3-(4-xa0poeH30mT)-
[1,2,4]Tpua3zonol4,3-alnupugun-1-us (3b). Beixox 0.92 r
(92%), T. mr. 285-286 °C (c pasn). Cmekrp SIMP 'H,
o, m. 1. (J, Tm): 9.62 (1H, n, J = 7.1, H-5); 8.50-8.52 (2H,
M, H Ar); 8.32-8.34 (2H, m, H Ar); 7.98-8.00 (3H, ™,
H Ar); 7.88-7.90 (2H, m, H Ar); 7.77-7.79 (2H, m, H Ar).
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Cnextp SIMP “C, §, m. n.: 179.7; 143.2; 141.1; 140.4;
140.1; 133.6; 133.4; 132.9; 132.6; 129.7; 129.3; 127.0; 124.5;
121.2; 111.5. Haiineno, %: C 44.23; H 2.44; N 7.98.
C19H,BrCl,N;05. Beruncnieno, %: C 44.47; H2.36; N 8.19.

Iepxaopar 1-(4-meTnapennn)-3-(4-HUTPOOEH30MT)-
1H-[1,2,4]tpua3ono[4,3-alnupuannus (3¢). Beixog 0.75 ¢
(62%), T. 1. 300-302 °C. Cnextp SIMP 'H, §, m. 1. (J, T'nn):
9.68 (1H, 1, J = 6.9, H-5); 8.48-8.50 (6H, m, H Ar); 7.99—
8.01 (1H, M, H Ar); 7.82-7.84 (2H, m, H Ar); 7.58-7.60
(2H, M, H Ar); 2.48 (3H, ¢, CH3). Cnextp SIMP “°C, 8, m. 1.:
180.4; 151.3; 143.6; 141.9; 141.6; 140.4; 139.5; 132.6;
132.4; 131.3; 130.1; 125.1; 124.5; 121.9; 112.1; 21.3.
Haiineno, %: C 52.50; H 3.34; N 12.10. C,yH;5CIN,O;.
Brruucaeno, %: C 52.36; H 3.30; N 12.21.

Iepxnopat 1-(4-anernnadennn)-3-(4-HUTPOOEH30MT)-
1H-[1,2,4]tpua3ono[4,3-alnupuannus (3d). Beixon 0.85
(86%), T. . 310-312 °C (c pasi.). Criexrp IMP 'H, §, m. 1.
(/, Tm): 9.68 (1H, n, J = 6.9, H-5); 8.64 (1H, o, J = 9.3,
H Ar); 8.56-8.58 (1H, m, H Ar); 8.53-8.55 (2H, M, H Ar);
8.49-8.51 (2H, m, H Ar); 8.29-8.31 (2H, m, H Ar); 8.12—
8.14 (2H, M, H Ar); 8.03-8.05 (1H, m, H Ar); 2.70 (3H, c,
CH;CO). Cnektp SAMP 13C, 6, M. 1.: 197.6; 180.2; 151.3;
143.6; 142.1; 140.8; 139.4; 138.8; 138.1; 132.7; 130.7;
130.3; 125.4; 124.5; 122.1; 112.3; 27.6. Haiineno, %: C 51.43;
H 3.17; N 11.42. C,H;5CIN4Og. Beruucneno, %: C 51.81;
H3.11; N 11.51.

Mepxaopar 1-(4-6pompennit)-3-(4-MeTHIGEH30MIT)-
1H-[1,2,4]tpua3ono[4,3-alnupuaunus (3e). Boixog 0.94 r
(70%), T. 1. 236-238 °C. Criextp SIMP 'H, §, m. 1. (J, T'ny):
9.63 (1H, 1, J = 6.9, H-5); 8.47-8.49 (2H, m, H Ar); 8.20—
8.22 (2H, M, H Ar); 7.99-8.01 (2H, m, H Ar); 7.95-7.97
(1H, m, H Ar); 7.87-7.89 (2H, m, H Ar); 2.46 (3H, c, CH;).
Crextp SIMP °C, §, m. n.: 180.7; 147.0; 143.7; 141.5;
140.7; 134.1; 133.9; 132.2; 131.5; 130.2; 127.5; 124.9; 121.5
(2C); 111.9; 22.0. Haitneno, %: C 48.70; H 2.93; N 8.78.
C,oH5sBrCIN;Os. Brruncneno, %: C 48.75; H 3.07; N 8.53.

Mepxaopar 1-(4-anerusipenn)-3-(4-HuTpoOEH30MT)-
1H-[1,3]tuazoma0[2,3-c][1,2,4]Tpuazon-4-ua (3f) mnomy-
YalOT aHaJOTHYHBIM crocoOoM u3 Opomuna 2-6pom-N-(4-
Hutpodenanmn)tuazonus (4) n xmopuaa 4-anetundeHu-
muazonust. Berxon 0.33 1 (82%), T. . 285-287 °C (c paszn.).
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Criextp SIMP 'H, 8, M. 1. (J, Ty): 8.84 (1H, 1, J = 4.0, H-5(6));
8.50-8.70 (4H, m, H Ar); 8.23 (1H, x, J = 4.0, H-6(5));
7.84-8.03 (2H, M, H Ar); 7.58-7.60 (2H, m, H Ar); 2.46
(3H, ¢, CH3). Criextp SIMP °C, 5, m. 1.: 178.5; 155.5; 151.4;
141.9; 141.4; 138.5; 132.9; 132.5; 131.6; 131.5; 127.3; 124.7,
122.0; 120.8; 21.3. Haiineno, %: C 46.02; H2.71; N 11.30.
C19H13C1N40gs. BLI'-II/ICJICHO, %: C 4630, H 266, N 11.37.
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