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[Ipu KOHACHCAIUH MEPXJIOPATOB 2-aMUHOTHA30JI0B U UX OCH30MPOU3BOJHBIX C TPUPTOPALETHIAIIETOHOM
B YKCYCHOH KHCIIOTE€ 00pa3yloTCs COOTBETCTBYIOIINE THA3010[3,2-a |mupuMUANHNAEBEIe, TUpUMUI0[2,1-D]-
OeH3oTnaszonuBble U UpuUMHIO[2,1-b]HadTo[2,1-d]THazonueBsie conu. OnpeaesieHo HallpaBIeHUEe PEaKIIiH,
YCTAHOBIICHO, YTO 00pa3yeTcsi OAWH U30Mep C TPU(TOPMETUIILHON IPYIIION B Y-TIOJI0KEHHH K MOCTHKOBOMY
aroma azora. CTpoeHHe CUHTE3UPOBAaHHbBIX BEIIECTB MoATBepkaeHO [IMP criekrpamu 1 JaHHBIME 3JIEMEHTHOTO

aHamsa.
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BBEJAEHUE

KonpencupoBanHbie COCAMHEHHUSI C MOCTHKOBBIM
aTOMOM a30Ta COCTABISIOT OONBIIYIO TPYMIy TeTe-
pPOLMKIOB. XUMHSI 3TUX COCIUHEHUN MPOHOJIKACT
WHTEHCUBHO M3Y4aThCs U PA3BUBATHCS.

TuazonpHOE W TNHPUMHINHOBOE KONBIA BXO-
ST B COCTAaB MHOTMX Ba)KHBIX MPHUPOAHBIX U CHUH-
TETUYCCKUX OMOJIOTMYECKH aKTHBHBIX BEIIECTB KaK
OTACNBHO (HYKJIEHMHOBBIE KHCIIOTBI, KO(QEPMEHTHI,
MEeHUIWUIMH), TaK U KOMOWHHPOBAaHHO: C HW30JIH-
pPOBaHHBIMM KoJbLIaMH (BUTaMMH B;) u B BuIe
KOHJICHCHUPOBAaHHOM THA3010[3,2-a |MupUMHUIUHOBOMN
cucremsl (Tuoxpom). IIpomsBognbie THa3010[3,2-a]-
NUPUMUANHA U ero OEH30aHAJOTH HUMEIOT Ipak-
THYEeCKoe 3HaueHHWe. [Ipom3BomHBIE 3TOTO KIiTacca
OTHOCSTCS K (apMarleBTUYECKU IEePCICKTHUBHBIM
cucreMaM. OmucaHBl COENWHEHUS, OO0JIaAaroIINe
(hapMaKoJIOrMYeCcKOl aKTUBHOCTBIO, B YACTHOCTH
MPOTUBOOMYXOJIEBOM, aHAJbIE€TUYECKON, THUIIOTEH-
3UBHOHW, OakrepunumaHod [1], mpm 3ToM HX
CYIIIECTBEHHOE MIPEUMYIIECTBO 3aKITFOYAETCS
B HEBBICOKOH  TOKCMYHOCTH. lcmomnp3oBaHue
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B-IMKETOHOB JUIsi CHHTE3a IMPOU3BOJIHBIX IHPH-
MHJMHA W3BECTHO [aBHO. [yaHMIWH, MOYEBHHA,
THOMOYEBUHA ¥ aMHJIUHBI C B-IUKETOHAMH 00pa3yroT
HEKOH/JICHCHUPOBaHHBIC MHUPUMHUAWHBI, YTO OBLIO
nokazaHo emie B koHIe XIX Bexka. B nHauame XX
BeKa OBUIM CHHTE3WPOBAHBI M KOHICHCUPOBAHHEIE
MUPUMUIUHBI C MOCTUKOBBIM aTOMOM a30Ta.

JUig cuHTe3a MPOM3BOAHBIX NUpHauHa [2, 3]
WCIIOJIB30BAIM  (.-aMHUHOIIPOM3BO/IHBIE C OTPaHH-
YeHHBIM Ha0OpPOM TeTEpOLUKIOB, MMEIOMUX B
nukiie rpyniny NH, To ecTb MMHJA30IIbl, TPUA30JIbI,
TETPa30JIbl, HHIOJBI.

[Ipennoxxennsiii Mmetox [4] cuHTE3a KOHAEHCHUPO-
BaHHBIX MUPUMHIAHOBBIX COCTUHCHHI C YETBEPTUY-
HBIM MOCTHKOBBIM aTOMOM a30Ta 3aKJII04aeTcs B
KOHJICHCAIINH MPOTOHHOM COJIU 0l-aMUHOTIPOU3BOTHO-
IO a30THCTOTO T'eTEPOIUKIa C [-IUKETOHAMH, [-TH-
KeTOAJIBACTHIAMH U APYTHMHU 1,3-OMpyHKIIMOHAIB-
HBIMH KapOOHMIIEHBIMA COETUHEHUSAMHA. DTOT YHUBED-
CaJbHBIA METOJ CHHTE3a MUPUMHUIMHHUEBBIX COCIH-
HEHUH MMO3BOJISET K JIIOOOMY a30THCTOMY T€TEPOITHKITY
MPUCOEAUHUTH MTUPUMHUIUHOBBIH ITHKIL.
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Cxema 1
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Ienmpro HamIero WcCIeNOBaHUS OBLIO TONyYCHUE
THa30110( 3,2-a |IupUMHUINHUEBBIX, TUPUMUIO[2,1-b]-
OCH30THA30IMEBbIX U MUPUMHIO[2,1-b]HadTO[2,1-d]-
THA30JIMEBBIX COJIEH.

PE3VIJIBTATBI U OBCYXAEHUE

B nanHoii pabote B kauecTBe [-IUKapOOHMIBEHOTO
COCJIMHEHHS HCIONB30BaH TPUPTOPAICTHUIIAIICTOH.
B pesynbrare peakuum KoHAeHcauuu TpudTop-
alleTWIALETOHAa C IepXJoparaMu 2-aMHHOTHA30JIa
n ux OeH30aHAIOTaMH CHHTE3HPOBAaHBI THA30-
110[3,2-a|nupuMuIuHUEBBIE, THPUMUAO[2,1-b]6eH30-
THA30JMeBble W TUpUMuAO[2,1-b]radTo[2,1-d]THa-
30JIMEBBIE COJIM C TPUPTOPMETWILHOW TPYNIOH B
MUPUMHUITHOBOM ITHKJIE (cxema 1).

B nanHoM ciyuae mpeacTaBiIeHHAs KOHAEHCAIUS
MOXET TIPUBECTH K OOpa30BaHUIO H30MEPHBIX
nponykros (cxema 1). Kak mpaBmiio, B pesynabrare
peaxuy C HECUMMETPUYHBIMH KETOHAMH 00pa3yIoTCst
CMECH M30MEPHBIX COJEH, XOTS B OTJENIbHBIX CIIydasx
B CBIPOM IIPOIYKTE KOHJIEHCAIIMHA COAECPKUTCA TOIBKO
OJIMH H30Mep.

Hampaenenwe peakmum ompenensieTcs Mpoc-
TPAaHCTBEHHBIMH W DJICKTPOHHBIMU (aKTOpamu, a
TaKk’Ke OCHOBHOCTBIO COOTBETCTBYIOLIETO aMHHO-
THA30J1a U YCIOBUSAMU MpoOBeeHNs. B manHoM cirydae
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peakIusA IPOXOANUT CTEPEOCENEKTUBHO, BPEAKIIMOHHON
Macce MPHUCYTCTBYET TOJIBKO OJWH W3 BO3MOYKHBIX
H30MEPOB. DTO MOXKHO OBIJIO IIPEIBUACTH, TOCKOIBKY
CHJIBHBII OTpULIATENbHBIA WHIYKTUBHBIA 3]dekT
rpynnsl CF; CyIiecTBEHHO yMEHbLIAET YaCTUYHBIN
OTPHIIATEIHHBIA 3apsia Ha 0-KapOOHHUIILHOM TpyTIIe
[0 OTHOWICHHWIO K TPUPTOPMETWILHOW TIpyIIIe.
Takum oOpazoM, y-kapOOHWJIBHAs Tpynmna — Oojee
JNeKTpoPUIbHA M TO3TOMY AaKTHBHEE pearupyer
C BOJIOPOIOM AaMMOHHUITHOTO MOCTHKOBOTO aroMa
a30Ta, YTO ¥ NPUBOIUT K 0OPa30BaHUIO JIUILL OZHOTO
n30Mepa ¢ METHIBHOW TPYIIOHW B O-MOJOXKEHHU K
MOCTHKOBOMY aTOMy a30Ta.

YcTaHOBIIEHUE HANPABIICHUS PEAKIIMHA U CTPOSHUS
MPOJYKTOB KOHJICHCAIIMKM TPOBOAUIN C TOMOIIBIO
meroma [IMP [5]. Ilpexme Bcero HCHOIL30BAIH
OTJIMYUE BEJIMYMH XUMHUYECKOTO CIBUTA METHIIbHBIX
IpyInn MUPUMHMHOBOTO Kolblla (puc. 1), KoTopbie
HAXOJSTCS B O~ ¥ Y-TIOJIOXKEHUSIX K MOCTHKOBOMY aTO-
Ma a3oTa. MO[[CJ'H)HI)IMI/I COCANHCHUSIMU C U3BCCTHbI-
MU BCIIMYNHAMU XUMHUYCCKUX CABUI'OB o~ u
Y-METHJILHBIX IPYIIIT ObUTH THA30JOMUPUMHUINHUCBBIC
COJIM, TONYYCHHBIC paHee MpPU PEaKIHUU 2-aMHHO-
THA30Jla U ero OEH30aHAJIOTOB C CHMMETPHYHBIMU
B-nuKeTOHaMM, @ IMEHHO alleTHUIIAIETOHOM [6].
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Puc. 1. CpaBHeHne BECJIMYMH XUMUYCCKUX CABUTIOB METHUJIBHBIX I'DYIIIT
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[Ipu cpaBHEHNU XUMHYECKUAX CABUTOB METHILHBIX
rpynmn mpoayktoB 1 u 2a BHAHO, YTO 3HAYCHUS
XUMHUYCCKUX CJBHUIOB O-METHJIbHBIX TPYII B CO-
equHeHMsIX 1 W 22 TPAKTHYECKH OIWHAKOBBI
(2.73, 2.76 m.1.), 4TO MONTBEPKIACT HAMpPaBICHUE
peaknuu, a UMEHHO TIPpU KOHJIEHCAIMH TepXJiopara
2-aMHUHOTHA307Ia ¢ TpU(TOpaIeTHIAIIETOHOM 00pa-
3yeTcs MPOJYKT KOHJIEHCAIIMK C METUJIBHOW TPyNIoi
B O-TIOJIOKEHUHM K MOCTHKOBOMY aroMy a30Ta.

Kpome toro, B ciektpe npoaykra 1 uMeroTcs nBa
nyonera nipu 8.03 u 8.15 M.1., a B cIeKTpe MpOAyKTa
2a — nBa nyonera mpu 8.01 u 8.15 mM.1. ¢ KOHCTaH-
TOM cHOuH-crimHOBOro B3ammonerctsusts 5.0 I'm. B
CIEKTpax MPOAYKTOB 2a—j CHUTHAJbl O-METUIbHOU
rpynmel mexar mnpu 2.04, 2.06, 2.05, 2.05, 2.06,
2.05, 1.97 m.a. cooTBeTCTBEHHO. Takoe 3HAYECHHUE
JUAMarHUTHOTO CMEIICHUS TIPOUCXOTUT B PE3YIbTATE
SKPaHHUPYIOLIETO JCHCTBUS (PeHMIIA, KOTOPBIA Ha-
XOIIUTCSL B TIOJOXKEHWH 3, HA METWIBHYIO TpPYIITY
MMUPUMHATTHOBOTO KOJTBI[A B TIOJIOKEHUH 5, UTO TaKKe
MTOATBEPKITACT PACIIONIOKEHNUE METHIILHOU TPYIIIHI B
0-TIOJIOKCHHUH K MOCTHKOBOMY aToMa a30Ta.

Taxum o6pazom, criektpsl [IMP deTko u HagexHO
[IO3BOJISIIOT YCTAHOBUTH CTPOCHHUE H30MEPHBIX COJIEH.

[Tonydyennsie  THa3z0m0[3,2-a|MIUPUMUANHUEBBIC
CoMM W uX OCH30NPOM3BOIHBIC JErKO O0pasyroT
LIMAaHUHOBBIE KPAaCUTENIM C y4YaCTHEM O-METHIbHON
TPYyTITB TUPUMIIAHOBOTO KOJBIIA.
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OKCIIEPUMEHTAJIBHAS YACTD

Cnekrps IMP 'H 3apeructpupoansl Ha npu6o-
pe Varian-300 (pabouast yacrora 300 MI'1) B pacTBo-
pe AMCO-dg, BuyTpenHuii ctanaapt — TMC.

CuHHTEe3MpOBaHHBIE BEIIECTBA NP KOHJEHCAIUH
MEepXJI0opPaToB 2-aMMHOTHA30JI0B M WX OEH3aHaJIOrOB
npeAcTaBieHbl oomumMu Gopmynamu 2, 3, 4 Ha puc. 2.
Hcxonuple 2-aMUHOTHA30JIbl, HCIOJIB30BAHHBIE IS
KOHJIEHCAIIMH, MOJyYeHbl 110 U3BECTHBIM M3 JINTEPa-
Typbl MeTOAMKaM. B wuacTHOCTH, 2-aMHHOTHA30I
MOJTly4YeH W3 THOMOYEBHHBI W MPOIYKTa XJIOPHUPO-
BaHMs JTWJIOBOTO cmupra [7], a 4-merwun-, 4,5-mu-
MeTHI- 4-(heHHI-2-aMUHOTHA30Jbl  TIOJIYYCHBl U3
THOMOYEBUHBI U COOTBETCTBYIOIINX KETOHOB MO Me-
tony Kunra [8]. IlponsBognsie 2-amuHO0-4-n-R-de-
Hwitnasonsl (R = Br, Cl, CH;, C,Hs, OCH3) cun-
Te3MPOBaHbl U3 THOMOYEBHUHBI M COOTBETCTBYIOIINX
arieropenonoB [11], a 2-amuHO-4,5-MUEHUITHAZON
noyiyueH mno metoxay [10].

2-AMUHOOEH30THA30Il U ero 6-OpOMITPOU3BOTHOE
CHUHTE3MPOBAaHbl IMKIU3alMEed MOHO()EHUITHOMOYE-
BuHBI OpoMoM (1o ['yprepmoddy) [11]. Ocranbhbie
6-3aMelleHble  2-aMUHOOCH30THA30JIbl  MOJTYYEHBI
B3aMMOACUCTBHEM HApA-3aMEICHHBIX AHWIMHOB C
POAaHUIOM aMMOHHS B MPUCYTCTBHU ABYXJIOPUCTOH
menu (meron Kaydana): 6-xmop-, 6-metwn- [12],
6-metokcu- [12], 6-autpo- [12].

2-Amvunonadro[2,1-d]THa301 CHHTE3MpPOBaH W3
B-nadrrnamuna no merony Kaydmana [12].

N. R

S X
8 N _~3
R? clo, *
6 R!

3
[Mupumuno[2,1-b]6eH30THAZ0IHEBbIC
COH

4
IMupumuno[2,1-baadro[2,1-d]TnazonueBbie
conu

Puc. 2. O6uue Gpopmysst 2, 3, 4 CHHTE3UPOBAHHBIX TPOIYKTOB
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TpudTopaneTuialieToH MMOTyYWIH JIByXCTaIuH-
HBIM cuHTE30M [13].

5-Metni-7-TpudpropMeTHIATHA30/10[3,2-a]| 11~
puMuauHui mepxJopar (2a). Cmecs 399 r
(0.02 monp) mepxiyopara 2-amMMHOTHa30ma U 3.85 T
(0.025 wmomb) TpudTOpalETHIIAIICTOHA HATrPEBAOT
mipu 135-140°C B Tedenuu 1.5-2 4. [Ipu oxnaxnennu
JI0 KOMHaTHOW TeMIeparyphl BblMagaeT ocajok. Pu-
JBTPYIOT, HPOMBIBAIOT CIUPTOM, 3PUPOM U KpHucC-
Tamu3yoT u3 cnupta. Beixox 4.90 r (77%), T
222-223°C. Crmextp AMP 'H, 8, m.1.: 2.76 ¢ (3H,
CHy), 7.51 ¢ (1H, H,p), 8.01 1 (1H, Hyyyps, J 5.0 T'm),
8.15 n (1H, H,,,s, J 5.0 I'). Haiineno, %: C 30.23;
H 2.03; S 10.23. CgH¢F5;CIN,0O,4S. Berancneno, %: C
30.14; H 1.88; S 10.05.

3,5-Aumerni-7-rpudropmeTniTuazonol3,2-al-
nupuMuANHMI nepxJjopar (2b). Cunre3uposanu
ananornyHo npensiaymemy u3 4.27 r (0.02 monb)
nepxjiopara 2-aMuUHO-4-MeTHATHa3oda U 3.85 T
(0.025 moib) TpudTopaneruiamnerona. Beixon 6.22 r
(93%), T.mn. 219-220°C. Cnexrp SIMP 'H, §, m.x.:
2.66 ¢ (3H, CH;, tnas.), 2.83 ¢ (3H, CH;, up.), 7.24 ¢
(1H, H,p), 7.38 ¢ (1H, H,,,,). Haiineno, %: C 32.63;
H 2.32; S 9.77. CyHgF;CIN,O,S. Boruncneno, %: C
32.48; H 2.40; S 9.62.

5-Metna-3-¢peHn-7-tpudpTopMeTHITHASO-
a0[3,2-a|nupumuaunuii nepxJjopar (2c¢). Cunre-
3upoBanu aHamormyHo w3 5.51 r (0.02 wmomp)
nepxiopara 2-amMuHO-4-peHmnTHazona u 4.62 T
(0.03 moinb) TpudTopanermianerona. Berxon 6.82 T
(87%), T.n. 267°C. Cnekrp SIMP 'H, §, m.1.: 2.04 ¢
(3H, CH3, mup.), 7.25 ¢ (5H, C¢Hs), 7.37 ¢ (1H, H,p),
7.54 ¢ (1H, H,,,,). Haiineno, %: C 42.67; H 2.73; S
8.33. C;4H(F3CIN,O,4S. Brruncneno, %: C 42.58; H
2.59; S 8.83.

5-Metua-3-napa-xaopdpenna-7-trpudrop-
METHJITHA30J10[3,2-a|IUpUMHUANHNIA  TepxJiopar
(2d). Cunre3upoBajlyd aHAJOTUYHO MPEABIAYLIEMY
u3 6.2 v (0.02 monw) mepxiopara 2-amMmuHO-4-napa-
xnmoppenmntuazona u 4.62 1 (0.03 ™momb) TpH-
¢ropanernnanerona. Bwixonm 6.54 T (84%), T.mm.
234-235°C. Cnektp SIMP 'H, 3, m.1.: 2.06 ¢ (3H,
CHs), 7.23 ¢ (4H, n-CICgH,), 7.38 ¢ (1H, H,,) 7.65
¢ (1H, H,,,,,). Haiineno, %: C 39.70; H 2.37; S 7.78.
C,4HoF;CI,N,O,S. Brrancneno, %: C 39.53; H 2.12;
S 7.53.
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5-Metun-3-napa-6pombenna-7-tpudrop-
MeTHJITHA30J10[3,2-a|MMPpUMUANHMI  mepXxJiopaT
(2e). CuHTE3MpOBAIM aHAJIOTHYHO TPEABIAYIIEMY
m3 7.09 r (0.02 monp) mepxiopara 2-aMuHO-4-napa-
opompenmnrnazona u 4.62 v (0.03 ™Momb) TpH-
¢ropanernnanerona. Beixox 8.05 r (85%), T >
305°C. Cnextp SIMP 'H, §, m.1.: 2.05 ¢ (3H, CHj),
721 ¢ (4H, n-BrCgHy), 7.36 ¢ (1H, H,,), 7.62 ¢
(1H, H,,,,). Haiineno, %: C 35.68; H 2.07; S 6.93.
C,4H¢BrF;CIN,O,S. Beruucneno, %: C 35.48; H
1.90; S 6.76.

5-MeTuna-3-napa-ronuna-7-tpupropMmeTna-
THAa30J10[3,2-a|mupumMuanauii  mepxiaopar  (2f).
CuHTE3UpOBal  AHAJIOTHYHO TNPEABIAYIIEMY U3
5.79 r (0.02 momp) mepxiopara 2-aMHHO-4-napa-
tommmnTrazona u 4.62 r (0.03 Monb) TpudTOpaIeTHII-
arieroHa. Berxon 7.60 T (93%), .ot 276°C. Crektp
SIMP 'H, §, m.a.: 2.05 ¢ (3H, CH, nup.), 2.12 ¢ (3H,
CHj;, Tonmun.), 7.10 ¢ (4H, n-CH;C¢Hy), 7.18 ¢ (1H,
Hpyp), 7.56 ¢ (1H, Hyy,,). Haiineno, %: C 44.23; H
3.17; S 8.01. C;5H,F;CIN,0O,S. Bpruucneno, %: C
44.06; H 2.94; S 7.83.

5-Metua-4-napa-meroxkcudgenua-7-rpudrop-
METHJITHA30JI0[3,2-a|nMpUMHUIMHNIA  mepxJyiopar
(2g). CunTe3upoBaldM AaHAJIOTHYHO MPENbIAYIIEMY
m 6.11 v (0.02 momp) mepxiopara 2-aMUHO-4-
napa-metokcudenmituazona u 4.62 v (0.03 momb)
TpudTopanermianerona. Bexox 7.39 r (87%), T,
276-267°C. Crexrp SIMP 'H, 8, m.1.:2.06 ¢ (3H, CHs;,
nup.), 3.57 ¢ (3H, OCHy), 6.35 ¢ (4H, C4Hy), 7.31 ¢
(1H, Hy,,p), 7.55 ¢ (1H, H,,,,). Haitneno, %: C 42.27;
H2.93; S 7.41. C;sH,F;CIN,O;S. Beraucieno, %: C
42.40; H 2.82; S 7.57.

5-Metun-3-napa-3ruiapenuni-7-tpudropme-
THITHA30J10([3,2-a|nupumMuauHuii nepxjaopar (2h).
CHHTE3UpOBaJIM  aHAJOTUYHO MPEABIIYNIEMY U3
6.07 r (0.02 monb) nepxyopara 2-aMuHO-4-napa-3Tui-
¢enmwitnazona u 4.62 v (0.03 monb) TpudTopare-
tunaretona. Berxon 7.01 r (83%), T.mur. 248-249°C.
Crextp SIMP 'H, 8, m.1.: 095 T (3H, CH;,J 7.0 I'ny),
2.05 ¢ (3H, CH;), 2.43 x (1H, J 7.0 T'm), 7.11 ¢ (4H,
CeHy), 7.15 ¢ (1H, H,,p), 7.53 ¢ (1H, H,,,). Haitnero,
%: C 45.61; H 3.20; S 7.43. C4H,4F;CIN;0,S. BoI-
yuciieno, %: C 45.44; H3.31; S 7.57.

2,3,5-TpuMeTua-7-TpUPTOPMETHITHAZO-
a0[3,2-a|nupumuaunnii  nepxjopar (2i). Cun-
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TE3UPOBAJIM AHAJIOTMYHO MpeablaymeMy u3z 4.55 r
(0.02 momp) mepxitopata 2-aMuHO-4, 5- TUMETHITHA30-
na u 3.85 r (0.025 monw) TpudTOpaIeTUIANICTOHA.
Brixog 4.50 t (65%), T 251-252°C. Cnektp
AMP 'H, §, ma: 225 ¢ (3H, CHs, tmas.), 2.57
¢ (3H, CH;, tnas.), 2.85 ¢ (3H, CH;, nup.), 7.22 ¢
(1H, Hy,,). Haitneno, %: C 34.52; H 2.97; S 8.14.
CoH(F53CIN,O,4S. Brraucneno, %: C 34.65; H 2.90;
S 9.23.

5-Metua-2,3-nupennn-7-rpudpropmerun-
THA30/10[3,2-a|nupuMuauHuil  nepxJjopar  (2j).
CHHTE3MpOBalM aHAJIOTMYHO TPEABIAYIIeMY |3
7.03 t (0.02 monb) mepxisopara 2-aMHHO-4,5-1H-
¢enmwnruazona u 4.62 r (0.03 mMonb) TpudTOpaiie-
tunaneTona. Bexon 8.09 r (86%), T.mn. 261-262°C.
Cnektp IMP 'H, §, m.1.: 1.97 ¢ (3H, CH;), 6.87 ¢ (5H,
CeHs), 7.10 ¢ (5H, C¢Hs), 7.27 ¢ (1H, H,,, ). Haiinero,
%: C 51.14; H 2.82; S 6.97. C,yH 4F;CIN,O,S.
Brruncaeno, %: C 51.00; H 2.97; S 6.80.

4-MeTna-2-tpudropmernanupummuaol2,1-b]-
OoenzoTmazonaunii mepxsopar (3a). Cmech crmp-
toBoro pactBopa 4.99 r (0.02 momp) mepxiopara
2-amuHOoOeH30THa301a u 4.62 1 (0.03 Momns) TpudTop-
arernnaneTona kunsgtuian 2.5-3 4. Ilocie oxiaxe-
HHUS 10 KOMHAaTHOM TeMIIepaTyphl 0CaI0K, BBIIABIINI
P KHUTIAYEHUH, OT(HUIBTPOBAIH, IPOMBIBAIH CITHP-
ToM, 3prpoM. J[OTIOTHATETPHOE KOTHYECTBO MTPOAYK-
Ta BhIACISUH U3 unbsrpara 3¢upom. Kpucrammmso-
Banu w3 3raHona. Beixom 6.48 T (95%), Tt 248—
249°C. Cnektp AMP 'H, 8, m.1.: 3.05 ¢ (3H, CHy),
6.55 1 (2H, J 9.0 T'm), 7.27 x (2H, J 9.0 I'ry), 7.44 ¢
(1H, Hnﬂp). Haitigeno, %: C 38.89; H 2.37; S 8.53.
C,,HgF;CIN,O,4S. Beruucneno, %: C 39.07; H 2.17;
S 8.69.

4-MeTua-2-tpupropMeTua-8-opomnupumu-
no[2,1-b]oenzoTua3zonuii mnepxjopar (3b). Cun-
TE3UPOBAJN AHAJOTUYHO MpeapiaymeMy u3 6.57 1
(0.02 monw) mepxiopara 2-aMHHO-6-OpomMOeH30THA-
3oma u 4.62 1 (0.03 monp) TpudTOpaLeTHIALETOHA.
Brrxox 8.50 T (95%), T.mn. 297°C. Crextp SIMP 'H,
8, m.a.: 3.03 ¢ (3H, CHy), 7.46 ¢ (1H, H,,), 7.69
k (1H, J 9.0 Tm), 8.03 ¢ (1H, Hge,s), 8.16 1 (1H, J
9.0 I'm). Haiimeno, %: C 32.03; H 1.70; S 7.02.
C,,H;BrF;CIN,O,S. Bemucneno, %: C 32.18; H
1.56; S 7.15.

4-MeTnJi-2-Tpu(pToOpMeTHI-8-MeTOKCUITHUPH-
Mua0|2,1-b]oenzornazonuii nepxjopar (3c). Cun-

TE3UPOBAJIM AHAJOTUYHO MpeablayumeMy u3 5.59 r
(0.02 momp) mepxiopata 2-aMHHO-6-METOKCHOEH30-
trazonau 4.62 r (0.03 monp) TpudTopaneTrIaneToHa.
Bexox 7.79 T (97%), .. 288°C. Crextp SIMP 'H,
o, m.a.: 2.97 ¢ (3H, CHj), 3.65 ¢ (3H, OCH,), 7.13
k (1H, J 9.0 I'm), 7.27 ¢ (1H, H,,,), 7.36 1 (1H, J
2.0 I'm), 8.14 (1H, J 9.0 I'm). Haiineno, %: C 39.02; H
2.32; S 8.21. C3H,(F5CIN,O5S. Brraucneno, %: C
39.14; H 2.51; S 8.03.

4-MeTua-2-TpupTopMeTUI-8-XJTOPNUPUMH-
10[2,1-b]6enzoruazonuii mepxjopar (3d). Cun-
TE3UPOBAIN AHAJOTHYHO TPEABIAyIeMy U3 5.68 T
(0.02 momp) mepxiiopara 2-aMHHO-6-XJIOpOCH30THA-
30ma 1 4.62 T (0.03 mMonp) TpudTOpaIeTHIaeTOHA.
Beixon 7.74 T (96%), T 284°C. Crextp SIMP 'H,
9, m.i.: 3.02 ¢ (3H, CH3), 7.37 ¢ (1H, Hy,,), 747 x
(1H, J 9.0 T), 7.76 n (1H, J 3.0 T'm), 8.17 n (1H,
J 9.0 I'm). Haiigeno, %: C 35.62; H 1.82; S 7.83.
C,,H;F;CI,N,0O,S. Berancneno, %: C 35.73; H 1.74;
S 7.94.

4,8-IumMeTna-2-TpUPTOPMETHIANUPUMH-
n0[2,1-b]oenzoruazonuii nepxsopar (3e). Cun-
TE3UPOBAJIM AHAJIOTUYHO MpenslayliemMy u3z 5.27 r
(0.02 wmomp) mepxiopara 2-aMHUHO-6-METHIOCH30-
trasona u 4.62 r (0.03 moip) TpudTOpaIeTUIAETO-
Ha. Beixon 7.41 r (97%), T.n. 278°C. Cnexrp SIMP
'H, 5, m.1.: 2.28 ¢ (3H, CH;, 6ens3.), 3.05 ¢ (3H, CH;,
mup.), 7.41 x (1H, J 9.0 I'n), 7.42 ¢ (1H, H,,), 7.67
n (1H, J 3.0 T'm), 8.19 n (1H, J 10.0 I'm). Haitneno,
%: C 40.92; H 2.50; S 8.21. C;3H;oF;CIN,O,S.
Brruucieno, %: C 40.78; H2.61; S 8.21.

4-MeTHJI-2-GpTOPMETHI-8-HUTPONMUPHUMHU-
n0[2,1-b]oenzoTuazonuii nepxuaopar (3f). Cunre-
3MPOBAIM aHAJOTMYHO mpensiaymeMy u3z 5.89 1
(0.02 wmomp) mnepxsiopara 2-aMUHO-O-HUTPOOEH30-
trazona u 4.62 r (0.03 mounp) TpudTOpareTuIaneTo-
Ha. Beixon 6.37 r (77%), T.mu1. 293°C. Cnekrp SIMP
'H, §, m.n.: 3.06 ¢ (3H, CH3), 7.17 x (1H, J 9.0 '),
7.45 ¢ (1H, Hy,p), 7.72 1 (1H, J 3.0 I'w), 8.15 x (1H,
J 9.0 T'm). Haiineno, %: C 34.65; H 1.80; S 7.83.
C,,H;F;CIN;0,4S. Beruucneno, %: C 34.82; H 1.69;
S 7.83.

8-MeTua-10-rpudropmernanupumuaol2,1-b]-
Hadto[2,1-d|Tuazonuii mnepxsiopar (4a). Cunre-
3WPOBAM AHAJOTUYHO TNpeApaymemMy u3 5.99 r
(0.02 momw) mepxioparta 2-amuHOHA(dTO[2,1-d]THA-
soima u 4.62 r (0.03 monp) TpudTOpaleTUIALIETOHA.
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Bexon 8.11 T (97%), T 271°C. Crextp SIMP 'H,
8, m..: 3.09 ¢ (3H, CHy), 7.38 ¢ (1H, Hy,,), 8.19 1
(6H, Hyy¢p J 9.0 I'n). Haiineno, %: C 45.77; H 2.31;
S 7.77. CigH;oF5CIN,O,S. Boruucneno, %: C 45.88;
H2.39;S7.71.

BbIBO/1bI

Lenpto mpencraBieHHONW pabOThI OBUIO TOJY-
YeHHE THA30JIONMMPUMHUINHUEBBIX colieil ¢ TpudTop-
METHUJIBHOM TpYNIIOH B HNUPUMHUAMHOBOM ILUKJIE
JUIT W3YYCHHS €€ BIMSHUS Ha OHOJOTHYECKYIO
AKTUBHOCTH TOMYUYCHHBIX COCIWHEHUH, a TaKXKe Ha
JUIMHY BOJIH IMOIJIOIICHUS] IUAHUHOBBIX KPAaCHUTENEH,
MOJIYYCHHBIX W3 CHHTE3UPOBAHHBIX COJICH, YTO
SIBIISIETCS  TIPOJIOJDKEHHWEM pabOThl B HACTOSIIIEE
BpeMsi. B pesynmpTare JMaHHOTO  HCCIEAOBAHUS
KOHJICHCAIIMEH MepXJopaToB 2-aMHUHOTHA30JIOB U
X OCH30MPOM3BOAHBIX C TpHU(TOpALETHIAIICTOHOM
CHUHTE3UPOBaHbl HEU3BECTHBIE paHee Tuazouo|3,2-al-
MUPUMUIUHUEBBIC COJIM C TPUPTOPMETHIILHOM TPYII-
[OH B Y-NIOJIO)KEHUH K MOCTHKOBOMY AaTroMa a3oTa.
CtpoeHme BCex MOTYICHHBIX BEUIECTB MOATBEPKICHO
I[IMP cnekrpockonueil, a UX COCTaB — JaHHBIMHU
3JIEMEHTHOI'O aHaJIn3a.
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2-Aminothiazole Salts Condensation
and its Benzoderivatives with Trifluoroacetylacetone
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The condensation of the perchloric acid salts of 2-aminothiazoles and their benzene derivatives with trifluoro-
acetylacetone in acetic acid gives the corresponding thiazolo[3,2-a]pyrimidinium, pyrimido[2,1-b]benzothiazole
and pyrimido[2,1-b]naphtho[2,1-d]thiazolium salts. The direction of the reaction is determined. One isomer is
formed with a trifluoromethyl group in the y-position to the bridging nitrogen atom. The structure of the syn-
thesized substances was confirmed by PMR spectra and elemental analysis.

Keywords: 2-aminothiazole, benzoderivatives, trifluoroacetylacetone, thiazolo[3,2-a]pyrimidine, NMR spectra,
bridging nitrogen
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