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ITpu HarpeBanuu pacTBopa 2-aAUOPOMMETHII-9-MeTHI-3-3TOKCUKapOoHImI-9H-umuaaso[ 1,2-a]6eH3umunazona
B TAHOJIC C BEICOKUM BBIXOJIOM BIEPBBIC MOJTYYCH 9-MeTHII-3-3TOKCHKapOoHmI-9H-nmuaa3o[ 1,2-a]6en3nmu-
J1a30I1-2-KapOasbIerul, KUCIOTHBIA THIPOIU3 KOTOPOTO MPUBOAUT K MEHEE JOCTYITHOMY 9-METHIMMHUIA30-
6eH3nmMuna3on-2-kapoanpaeruny. 2-OopMui-3-3TOKCHKapOOHIITIMUAa300€H3MMHIA30IT TIPH B3aUMOCHCTBIH
C TMIPA3UHTUIPATOM IUKIU3YETCS C 3aMbIKAHUEM OKCOIMPHUIa3MHOBOTO LIUKJIA M KaK THIIMYHBINA ajbJeru/
pearupyer ¢ apoMaTn4eCKUMH METHIIKETOHAMH, THAPOKCHIAMUHOM, MaJOHOHUTPUIIOM, BCTYIIAET B TPEXKOM-
MMOHEHTHYIO KOHJICHCAIIMIO 110 peakinu bupKuHeIH.

KuroueBbie ciioBa: 9-metmi-3-3TokcukapOonmi-9 H-umunasol 1,2-a]oeH3umuna3on-2-kapoaibaeru, 9-me-
-9 H-umunaso[ 1,2-a]6en3umua3on-2-kapoanpaerun, 6-metui-2H-6en3o[4',5 lumunazo[1',2":1,2Jumuna-
30[4,5-d|nupunaszun-1(6H)-oH, 9-MeTHII-3-3TOKCUKApOOHIIT-9H-nMu1a30[ 1,2-a]6eH3uMu1a3051-2-KapOOHUT P,

peaKkuurg BI/I[[)KI/IHGJ'IJ'H/I.

DOI: 10.31857/S051474922007006X

2-®opmumumMuaaso| 1,2-a]0eH3uMuAa306I, B OT-
augre OT 3-(OPMHIIITPOU3BOIHBIX 3TOTO Psijia, U3Y-
gyeHsl Mano. B myOmmkamuu [1], mocBsimmeHHOMN
IIOMCKY HOBBIX HWHTHOMTOPOB [-JaKTamasbl, OIH-
caH

cuaTe3  9-Mermnmmmuaaso| 1,2-a]oeH3nmmmna-

3011-2-KapOasbaernaa, KOTOPBI OXapaKTepHU30BaH
JUIIF KOPUYHEBBIM I[BETOM KpPHCTAUIOB H Be-
JUYUHOX MOJIEeKyIsspHOM Maccwl. Ilomyuen »TOT
ajgpAeTu] TyTEM KOHICHCAIMU 2-aMHHO-|-MeTuI-
OeHsuMugazona ¢ APUpPoM OpPOMIHPOBHUHOTPATHOMN
KHCJIOTBI, BOCCTaHOBJICHHUSI O0pa3yrolerocsi 2-3ToK-
cukapOooHmIUMHUAa30[ 1,2-a]0eH3uMuIa3ona 10 CooT-
BETCTBYIOLIIETO CIUPTA M €r0 MOCIEIYIOIIEro OKHUC-
JIGHUSI C CyMMapHBIM BBIXOJOM HE IPEBBILIAIOLUINM

16%.
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[Ipemnoxken napyroir momxon K 2-hopMHIH-
MU/1a300€H3MMHUIa30JIaM ¥ Hauyaro H3yueHHE UX
PEaKIMOHHON CMOCOOHOCTH, HYTO TMPEINCTaBIAETCS
HEMAJIOBAXKHBIM B CBSI3U C Pa3sHOOOpa3HOU ap-
MAaKOJIOTMYECKON aKTUBHOCTBIO IPOU3BOJHBIX 3TOH
KOHJCHCUpPOBaHHOU cuctembl [2-5]. B kauecTBe
HCXOIHOTO COCIWHEHUS HaMU ObUI BBIOpaH TIpe-
MapaTUBHO JOCTYIHBIN 2-THOPOMMETHII-9-MeTHII-3-
sTokcukapOoHuTumuias| 1,2-a|0eH3numugaszon (1).
CuHTe3 ero 3-MEeTOKCHKapOOHHMJILHOTO —aHalora,
neiictBueM N-OpOMCYKIIMHUMUA Ha 2,9-TUMEeTHII-3-
METOKCUKApPOOHMITMMH1a300€H3NMH 123071, OBLI OIH-
caH paHee [6]. HecMoTps Ha TO, 4TO TUAPOIU3 2em-
JUTAJIOTCHIIPOU3BOIHBIX B albJCTHIBI  OOBIYHO
MPOBOMAT B TPUCYTCTBUM HHUTpara cepebpa WU
caboIleIOYHBIX ~ areHToB, B  HAlleM  ciydae
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muopommnponsBogHoe 1 Hawmboree

npeBpaniacTcsa B aJIbACTUN 2B KHUITAIIEM 3TaHOJIC

YCTIETTHO

(Beixon ~80%) (cxema 1). KucnortHslii ruaponus
JeKap-
OOKCHMIIMPOBaHHWEM TPOMEKYTOUHOU 3-KapOOHOBOM
KHMCIIOTBI, IpUBOIUT K anpaeruay 3. Ho maer sto
[IPEBpAllEHUE C CUJIBHBIM OCMOJICHHEM, KOTOpOE
yCyTyOmsieTcst IpH MoIeIadMBaHAN 00pa3yOIIEerocs
pacTBopa Ha 3Tame BBIJAEIEHUS NMPOAYKTa pPEaKIHU

COCNMUHCHUS 2,  COTPOBOXKIAIOITUICS

3, uro moHmkaeT ero Beixom A0 42%. Bo3MoxHO
TaKOE€ IMOBBIIICHHOE CMOJI000pa30BaHNE BbI3BIBACTCS
MEXKMOJICKYJISIPHBIM MTPUCOCMHEHUEM aJTbJICTHTHON
Ipynmsl K He3aMmemieHHoMy aromy C3, Hecyuiemy
B HMHIa300€H3MMH/IA30JaX MaKCHUMaJbHBIA OTpPH-
LATeIbHBIN 3apsiI.

Kak wusectHo B crnekrpax SIMP 'H (CDCl,)
MHOTHX 2,9-Iu3aMelIeHHbIX HMHIa300€H3MMH1a30-
JIOB cHTHAJ npoToHa H> BhIusieHsieTcs B Golee CHlb-
Hoe mone (~7 M.JI.) TO CPaBHEHHWIO C CHTHaJlaMH
nporonos H>® [7]. B cmekrpe xe ambueruna 3,
HANPOTHB, CHHIVIET NpoToHa H> mojm BiIMsHHEM
ANIEKTPOHOAKIICTITOPHOTO U aHU30TPOIMHOTO 3(Pdek-
TOB COCEIHEH KapOOHWJIBLHOW TpyNIbl CMEIICH B
camoe ciadoe mose B oomacte 8.04 m.1.

2-DopMIITIMHAIA300CH3NMHUIA30JIBI 2, 3 B CITHp-
TOBO-IIIEIIOYHON Cpejie KOHJCHCUPYIOTCSl C apoMaru-
YECKUMHU METHJIKETOHAMHU ¢ 00pa30BaHUEM aHAJIOIOB
XaJIKkoHa 4 1 5, CYIECTBYIOUIUX 110 TaHHBIM CIIEKTPOB
SIMP 'H uckxmountensHo B hopme mpanc-u30MepoB.
Kak u 6onbimHCTBO 9-R-MMu12a300€H3UMIIa30I0B C
HE3aMeICHHBIM TTOJIOKEHHEM 3, COeIMHEHUS 5 00pa-
3YIOT JIEKTPOCTATHYECKN CTAOMIIN3NPOBAHHBIE KOM-
miekcel ¢ JIMCO [7]. [ToaToMy, HaripuMep, B CIIEKTPE
SAMP 'H xanxona 5a npu nepexoge or CDCly k Ti0-
nspaomy JIMCO nHaGmonaeTcsi BRIpaKEHHOE CMeIIIe-
Hue curHanza npotona H? B cmaGoe mome mpumepHO
Ha 0.6 M.11. B o0sacTh 8.29 m.a. B ominuue or MHOruX
0,3-HEHACHIIICHHBIX KETOHOB, SIBIISIFOIIUXCS JIFOMU-
HO(OpaMu, TPOU3BOJIHBIC UMHIa300eH3UMH1a301a 4
M 5 TaKUMH CBOMCTBaMH MPAKTUYECKH HE 00JaIaloT.
[Ipu neiicTBUU rujpa3vHa B KUIIAILEM 3TaHOJIE XaJ-
KOHBI 4, KaK OBLIO TTOKa3aHO HA PUMEPE COCTMHCHIS
4b, IUKIU3YIOTCS B COOTBETCTBYIOLIUE IHPA30JIH-
HEI 6.

Peakuus anpaernaa 2 uian AMOpOMMETHIIIIPOU3BO-
nHOTO 1 C TUIPa3sHHTHIPATOM MPUBOIUT K 00pa3oBa-
HUIO paHee HEM3BECTHOTO MMHUIa300€H3UMHUIA3071a C
AHHCJIMPOBAHHBIM OKCOITUPHUIA3MHOBBIM HHUKJIOM 7,
OJM3KHE CTPYKTYpHBIE aHAJIOTH KOTOPOTO 00JIaaaroT
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HUTOTOKCUYECKUM [8] M aHTUMUKPOOHBIM [9] meii-
cTBUeM (cxema 1).

Anpaerus 2 pearupyeT ¢ TUAPOKCUIAMUHOM, Ipe-
Bpalasicb B COOTBETCTBYIOIINN OKCHUM, KOTOPBIN MpH
KpaTKOBPEMEHHOM HAarPEBaHUU C YKCYCHBIM aHTUAPH-
JIOM JIeTHpaTtupyercs B HUTpUI 8 ¢ BeixomoM 75%
(cxema 2).

[To manubiM cooOmienus [10] 2-(umunazo[1,2-a]-
HI/IpI/II[I/IH-Q,-I/IHMeTI/IJ]eH)MaJIOHOHI/ITpI/IH ABIISICTCA XO-
poreii 0OCHOBOHM ISl CHHTE3a Pa3HOOOPa3HBIX 2-Te-
TapUIIIPON3BOIHBIX ATOW OWIIMKIMYECKON CHCTEMEI.
Hamu w3 anpnernjga 2 w1 MajJOHOHHUTPHIIA C TIOYTH
KOJIMYECTBEHHBIM BBIXOJOM MOJIYy4eH MOZOOHBIA IH-
HUTPUI 9, OHAKO, €ro CIUIaBJIeHHE C 4-HUTpoalle-
TO(i)CHOHOM Hu aneTaroM aMMOHUA, IIPU KOTOPOM I10
anasoruu ¢ [10] oxxunanocs oOpazoBaHue 2-TIUPUAN-
muMugazooer3umugaszona 10, TpUBOIUT K CIOKHON
CMECH MPOAYKTOB MTPEBPAIICHHUS, PA3JIEIUTh KOTOPYIO
HE yZ1aJ10Ch.

C yd4eTroM MIUPOKOTO CIIeKTpa (hapMaKoIOTHYIe-
CKOM aKTMBHOCTH, B TOM YHCJIE€ MPOTHBOPAKOBOM,
MPOU3BOIHBIX 3,4-TUTrUAPONUPUMHUINH-2-THOHA [11,
12] u3 anpaeruaa 2, TAOMOYEBUHBI U 2,4-TIEHTaHUO-
Ha B pe3yJIbTaTe TPEXKOMIIOHCHTHOM KOHACHCAIUH 10
peakuuu bumkuHem ObUT CHHTE3UPOBAH COOTBET-
CTBYIOIIMHA TUTHAPOTTHPUMUATHH-2-THOH 11.
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[peanoxkeHa 10cTaTOYHO yIoOHAst METOIUKA CHH-
Te3a HEM3BECTHBIX paHee 9-ajKkuil-3-ajaKoKCHKapOo-
HuInMKa30][ 1,2-a]6eH3umMu1a301-2-Kkapoaibaeri-
J10B. KUCITOTHBINM ruapoin3 Takux 3UpPOB MO3BOJISIET
¢ Oosiee BBICOKOU A(PPEKTUBHOCTHIO, YEM OIKMCAHO B
pabote [1], momyuars 9-amkuIMMHIA300€H3UMUIA-
30J1-2-KapOasbJAeruibl CO CBOOOJHBIM TOJOKEHUEM
C3, KoTOpBIe, TeM He MeHee, JO CHX TOp OCTaloT-
csl JIOBOJIHO TPYIHOJOCTYIIHBIMUA COEIUHCHHUSMH.
[TponemMoHCTpHpOBaHA TIEPCIIEKTUBHOCTH  UCIIONb-
30BaHusa  2-hopMumuMunazol| 1,2-a]6eH3umMuaa3onon
JUTS CHHTE3a HOBBIX MTPOM3BOHBIX 3TOW TPUIIMKITHYE-
CKOH CHCTEMBI.

OKCIIEPUMEHTAJIBHA S YACTD

Cnextpol AMP 'H coenmnenmii 1, 3, 5b, 6 u 9
cHATBl Ha mpubope Varian Unity-300 (300 MI'm),
ocTaJbHBIX — Ha crekTpomeTpe Bruker Avance 600
(600 MI') s coenunenuii 6, 7, 4¢ u 11 B pactBo-
pe AIMCO-dg, ocranpubix — B CDCly. Cnsuru siaep
'H npuBeneHbl OTHOCHTENEHO OCTAaTOYHOTO CHTHANA
neurepopactBoputens. MK cnexTp CHITH Ha Mpu-
6ope Varian Excalibur 3100 FT-IR B TBepaoi dase
B CYCIICH3HMHU C Ba3eIMHOBOM MacjoM. Temmeparypsl
IIaBJieHUs] onpezenieHbl Ha mnpudope Fisher-Johns
Melting Point Apparatus. DIeMEeHTHBIH aHaIN3 MPo-
BEJICH KJIACCHYECKUM METOIOM MHKpoaHamusa [13].
KoHTpoJib 3a MpoTeKaHUEM peakiuii ¥ HHIUBUIyalb-



1042 KY3BMEHKO u ap.

HOCTBIO TIONyYEHHBIX COETUHEHUN OCYIIECTBIISICS
meronoM TCX (mnactunsl ¢ Al,O5 III cTrenenn akTus-
Hoct, amoeHT CHCl;, nposiBnenne napamu ona Bo
BIIAYKHOU Kamepe).

Bce ucnonbs3oBaHHbIE PEareHTbl KOMMEPYECKH J0-
CTYIIHBI.

2-JIn6poMMeTHII-9-MeTHII-3-3TOKCHKAPOOHHI-
9H-umunazo[1,2-al6ensumuaaszon (1) momyden c
BBIXOIOM 78% 10 MeTomuke [6], MpeaToKeHHON IS
3-METOKCHKapOOHMWIILHOTO ~ aHayora. becIBeTHBIC
kpuctaiuibl, T 215-216°C. Cnekrp SAMP H, §,
m.1.: 1.50 T (3H, CH,CH;, J 7.0 T'n), 3.86 ¢ (3H,
CH3), 451 x (2H, CH,CH;, J 7.1 I'm), 7.22-7.41
M (3H, H*®), 7.59 ¢ (1H, CH), 8.12 x (1H, H>, J
8.4 I'm). Haiineno, %: C 40.74; H 2.95; Br 38.24; N
10.30. C4H3Br,N30,. Breruncneno, %: C 40.51; H
3.16; Br 38.50; N 10.12.

9-MeTtua-3-3tokcukapoouunia-9H-umuna-
30[1,2-a]0en3umupaason-2-kapoaasaerny (2). Cyc-
nensuro 4.15 r (0.01 monp) aubpommnpounsBoaHoro 1
B 50 My sTaHONa KUMATWIU 1.5 9 10 MONHOTO pac-
TBOpEHHS ocanka, a 3ateM emé 0.5 9, KOHTPOIUpPYs
okoH4aHue peakuun merogoM TCX (R; coenuHeHUs
1-0.9, anpueruna 2 — 0.7). PactBopurens ymapusa-
mu 0 1/3 o0béma, HeliTpanmsoBbeiBaiu 20% pacTBo-
pom NaHCO;, BblaenuBIIHiicS 0CagoK OTHUILTPO-
BBIBAJIM, MPOMEIBAIM Bomod. Beixom 2.25 r (83%).
becsernrie kpucramibl, T 211-212°C (AcOEY).
UK cmektp, v, eM ! 1695 ¢ (C=0), 1681 ¢ (C=0).
Cnextp AMP 'H, §, m.1.: 1.46 T (3H, CH,CH;, J
7.1 I'm), 3.81 ¢ (3H, CH;), 4.51 x (2H, CH,CH;, J
7.1Tm), 7.26 T [1H, H*D,_ J7.4 ], 7.29 n (1H, H8, J
8.0Tw), 7.42 T[1H, H'®, J7.4Tn], 8.52 n (1H, H>, J
8.3 I'm), 10.51 ¢ (1H, CHO). Haiineno, %: C 62.15; H
5.03; N 15.72. C;4H 3N;05. Beruncneno, %: C 61.99;
H 4.83; N 15.49.

9-Metun-9H-umuaaso[1,2-a]6eH3uMuIa30J1-
2-kapb6aasaerua (3). Pactop 1.35 r (5 MMors) aib-
neruga 2 B 15 mu xonn. HCI kunstunm 3.5 4, KoH-
TpOIMpysl OKOH4YaHMe peakuuu merogoM TCX, obpa-
6arsiBasin 20% pactBopom NaHCO; 1o HeliTpanbHON
peaxiyu, a 3aTeM MOJYYCHHYI0 TEeMHO-KOPHYHEBYIO
PEaKIMOHHYIO MacCy dKCTPAarupoBaIN XJI0pohOpMOM
(3x15 mi). XnopoopMHBIH KCTPAKT yMapuBalId H
0CTaToK XpomarorpadupoBanu Ha KoyoHke ¢ Al,Os,
anmtoeHT — CHCl;, or6upas ¢paxuuro ¢ Rp 0.6. Boixon

0.42 r (42%), cBeTno-0exkeBble KPUCTAILIBI, T.ILI.
138-139°C (uz0-oxran—tomyon 9:1). Cmekrp SMP
H, &, m.1.: 3.83 ¢ (3H, CH;), 7.23-7.43 M (2H, H®7),
7.44 n (1H, H®, J 8,0 Tn), 7.64 n (1H, H>, J 8.1 T'w),
8.04 ¢ (1H, H?), 9.93 ¢ (1H, CHO). Haiineno, %: C
66.12; H 4.28; N 21.30. C;{HoN;O. Brruncneno, %:
C 66.32; H4.55; N 21.09.

Cunte3 xaakoHOB 4 u 5 (obwas memoouxa).
PactBop 2 MMmomns ampaeruma 2 wid 3 U 2 MMOJB CO-
OTBETCTBYIOIIETO KETOHA B 5 MJI 3TaHONA KHUIISITUIIN
5—7 MUH B IPUCYTCTBUU KATAUTUICCKUX KOJINICCTB
40%-ro pactBopa NaOH. O6pa3oBaBmuiicss ocamok
MOCTIe OXJTAXKICHUSI OT(QUIBTPOBBIBAIN, POMBIBAIH
CITUPTOM, dPHUPOM.

(E)-9-MeTua-2-[3-(4-nurpodenua)-3-oxkco-
npon-1-en-1-nia|-3-3tokcukapoonunn-9H-nmuga-
30[1,2-a]6en3umuaason (4a). Beixog 0.69 r (83%),
OpaHKeBbIE€ KpUCTALIBI T.IU. 226-227°C (JAM®DA).
Cnektp SIMP 'H, §, m.n.: 1.48 1 (3H, CH,CH;, J
7.1 I'm), 3.84 ¢ (3H, CH;), 4.49 x (2H, CH,CH;, J
7.1Tm), 7.26 T [1H, H*D, J 8.1 T'n], 7.30 x (1H, H, J
7.9Tm), 7.39 t[1H, H®, J7.9Tn], 7.93 1 (1H, CH=,
J 152 Tn), 8.19 x J2H, H2:0C%5) 7 8.9 T'n], 8.31 1
[2H, H3'(226) 78.9Tn], 8.51 n (1H, CH=,J 15.2Tn),
8.54 n (1H, H>, J 7.9 T'n)!. Haiineno, %: C 63.37; H
4.12; N 13.52. C5,H,gN,4Os. Beruucneno, %: C 63.15;
H 4.34; N 13.39.

(E)-2-({3-1(1",1""-budennn)-4-uil-3-oxconpon-
1-en-1-ua})-9-meTua-3-3Tokcukapoonu-9H-
umnaaso[1,2-al6enzsumuaason (4b). Beixog 0.65 r
(72%), 6neqHO-)€nThie KpUCTAIUIBI T.I01. 239-241°C
(IM®A). Cnextp AMP 'H, §, m.a.: 1.50 T (3H,
CH,CH;, J 7.1 I'n), 3.84 ¢ (3H, CH;), 4.49 x (2H,
CH,CHj;, J 7.1 Tu), 7.25-7.47 m [6H, HO7-2-6"],
7.63-7.65 M [2H, H'©#®], 771 n (2H, H*® J
8.4 T'm), 8.04 o (1H, CH=, J 15.2 '), 8.16 n (2H,
H¥»', J 8.4 Tn), 8.50 n (1H, CH=, J 15.2 T'n), 8.55 1t
(1H, H>, J 8.0 T'y). Haiineno, %: C 74.98; H 5.03; N
9.57. Cy3H»3N;05. Boruucneno, %: C 74.82; H 5.16;
N 9.35.

(E)-9-MeTua-2-[3-(na¢pranen-1-uma)-3-okco-
npon-1-en-1-uia|-3-3Tokcukapoonnia-9-H-umuaa-
30[1,2-a]6en3mmuaason (4¢). Beixox 0.60 r (70%),
k€ntele  kpuctauibl T 196-197°C  (BuOH).

! Iludpamu co mrpuxamu 0603HaYeHbI TPOTOHBI B APHIIBHBIX
3aMECTUTENAX.
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Cnektp SIMP 'H, 8, mu: 141 1 (3H, CH,CH;, J
7.1 Tu), 3.78 ¢ (3H, CHj;), 4.28 x (2H, CH,CH;, J
7.1 Tu), 7.28 t [1H, H*D), J 7.4 Tu], 7.42 t.1 [1H,
H7®), J 74,12 T'u], 7.57 n (1H, CH=, J 15.5 T'n),
7.59-7.66 m (4H, H3>7), 7.84 n.x (1H, H, J 7.0,
1.2 T), 8.02-8.04 m (1H, H*), 8.09 1 (1H, CH=, J
15.5Tm), 8.13 1 (H¥, /8.3 'n), 8.20-8.22 m (1H, H?),
8.34 1 (1H, H>, J 8.1 I'n). Haiineno, %: C 73.52; H
5.23; N 10.18. Cy4H,{N;O5. Brruncneno, %: C 73.74;
H 5.00; N 9.92

(E)-9-MeTua-2-[3-(4-nurpodenu)-3-oxkco-
npon-1-en-1-nia|-9H-umunazo[1,2-a|6en3umuna-
3041 (5a). OpanxkeBble KpUcCTabl, T.. 237-238°C
(BuOH), Bexon 0.52 r (75%). Cmextp SIMP 'H
(CDCly), 8, m.a.: 3.81 ¢ (3H, CH3), 7.22 T [1H, HOT),
J7.8Tu],7.29 n (1H, H?, /8.0 I'm), 7.36 T [1H, H"®),
J79Tu], 7.54 n (1H, H>, J 8.0 '), 7.66 ¢ (1H, H3),
7.76 n (1H, CH=, J 14.9 I'n), 7.85 1 (1H, CH=, J
14.9 T'n), 8.22 x [2H, H2:9C%), 7 8.5 '], 8.32 1 [2H,
{336 7 8.5 T'ni]. Cnextp AMP 'H, IMCO-d, 3,
M. 3.74 ¢ (3H, CH;), 7.22 1 [1H, H%), J 7.8 Tu],
7.36 T [1H, H’®, J7.8 T, 7.54 n (1H, H® J 8.1 T'w),
7.65 n (1H, CH=, J 14.9 Tw), 7.78 n (1H, CH=, J
14.9 Tu), 7.81 n (1H, H> J 7.9 Tu), 8.23 n [2H,
HZ-0G%) J 8.7 T, 8.29 ¢ (1H, H?), 8.36 x [2H,
H3-5(2%6) J 8.7 I'u]. Haiineno, %: C 66.12; H4.27; N
16.40. C,oH,4N,O5. Boruucneno, %: C 65.89; H 4.07;
N 16.18.

(E)-2-({3-](1',1""-budenn)-4-ui|-3-oxconpon-
1-en-1-ua})-9-mernia-9H-umunaszo[1,2-aloensu-
muaazoa (5b). Beixoxg 0.51 r (69%), sipko >kEnThie
kpuctamisl T 223-224°C (BuOH). Crektp SIMP
'H, &, m.n.: 3.84 ¢ (3H, CH;), 7.21-7.69 m (10H,
H35-82"-6" 773 1 (2H, H2, J 8.4 T'n), 7.86 1 (1H,
CH=,J15.0Tw), 7.90 n (1H, CH=,J 15.0 T'm), 8.22 nn
(2H, H*»'| J 8.4 T'n). Haiineno, %: C 79.73; H 4.80; N
11.42. CysH;9N3O. Beruucneno, %: C 79.55; H 5.07;
N 11.13.

2-{3-[(1',1""-budenni)-4-uua|-4,5-nuruapo-1H-
NMpa3oJi-5-ui}-9-Mmerni-3-3Tokcukapoonna-9H-
umuaaso|1,2-a]6ensumuaason (6). Pacteop 0.45 t
(1 mmonb) xankona 4b u 0.2 M ruzpasuHrHIpaTa B
10 mu1 sranona kunstuad 45 muH. BeigenuBmmiicst
OECIIBETHBIN 0CAJIOK MOCIIE OXJIKICHHS OT(HUIBTPO-
BBIBAJIN, IPOMBIBIH arieToHOM, BbIxon 0.32 1 (69%),
Tt 187-189°C (i-PrOH). Cniextp IMP 'H, §, m.x.:
1.52 T (3H, CH,CH;, J 7.0 '), 3.51-3.55 m (1H,
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C*H, mmpasonuna), 3.68-3.74 m (1H, C*H, nupa-
3oimuHa), 3.81 ¢ (3H, CH,), 4.52 x (2H, CH,CH;, J
7.0 T'm), 5.59-5.66 m (1H, C°H nmpaszomuna), 6.58
yur.c (1H, NH), 7.26-7.82 (12H, H,,,,), 8.50 1 (1H,
H>,J 8.1 I'n). Haiineno, %: C 72.68; H 5.27; N 14.88.
CygHy5N5O,. Berumucneno, %: C 72.55; H 5.44; N
15.11.

6-Metua-2H-6en3o[4',5'|lumugaszo[1',2':1,2]-
umuaa3ol4,5-d|nupunazun-1(6H)-on (7). PactBop
0.42 T (1 Mmmonp) nuOpoMIipon3BoaHOTO 1 B 5 M TH-
npasunruapata kumsatiy 0.5 4. Beinenusimiics oca-
IIOK TIOCTIe OXJaKICHUS OT(UIBTPOBBIBAIH, TPOMBI-
Banu Bojoil. Beixon 0.21 r (88%). becuseTrHsie kpu-
cramibl, T > 300°C (JIM®A). Cniekrp IMP 'H, §,
M. 3.85 ¢ (3H, CH;), 7.37 7 [1H, H3®), J 7.1 Tu],
7.40 T [1H, H’®), J7.1 T, 7.70 1 (1H, H, J 8.1 T'w),
8.25 n (1H, H'°, J 8.0 T'm), 8.40 ¢ (1H, HY), 12.90 ¢
(1H, NH). Haiineno, %: C 60.12.15; H 3.95; N 29.17.
C1,HogNsO. Beruncneno, %: C 60.25; H3.79; N 29.27.

9-MeTtna-3-3tokcukapoouna-9H-umuna-
30[1,2-a]6en3umuaa3on-2-kapoountpua (8). Pac-
tB0p 0.27 Tt (1 ™Mmomp) ampmeruma 2 u 0.14 T
(2 MMOITB) COJISTHOKHMCIIOTO THAPOKCHIAMHHA B 3 MII
JIENSTHON YKCYCHOM KHCJIOTHI KHUITSTUIN B MPUCYTCT-
Bun 0.17 r (2 MMoib) Ge3BOTHOTO arerara HaTpus
0.5 9. Oxnaxganu, 100aBIsiIk 15 M1 BOIbI, BBIAEINB-
HIMICS 0CaJI0K OKCUMA OT(HUIIBTPOBBIBAJIN, IPOMbIBA-
JU BOJIO#, BeICymmBaid, Beixox 0.24 r (84%). 3arem
pacTBOp OKCHMa B 2 MJI YKCYCHOTO aHTUIPHUIA KUTIS-
i 0.5 9, n30BITOK YKCYCHOTO aHTHAPHUAA pa3ia-
ramy 7 Mil BOIbl, 0Opa30BaBIIMIiCS TIPH 3TOM OCaI0K
OTIEJISUTH, TIPOMBIBaH Bomoil. Beixox 0.2 T (75%) B
MepecyeTe Ha UCXOMIHBIN abaerul. beciBeTHbie KpH-
cramnel, T.Io1. 177-178°C (AcOEt). UK cnextp, v,
em i 2237 ¢ (CN), 1712 ¢ (C=0). Cnextp SIMP 'H,
6, m.a.: 1.46 T (3H, CH,CH;, J 7.1 I'n), 3.79 ¢ (3H,
CH;), 4.46 x (2H, CH,CH3, J 7.1 Tm), 7.27 1 [1H,
H), J7.4Tn], 7.32 n (1H, H®, J 8.1 T), 7.42 T [1H,
H7©), J7.4T1],8.47 n (1H, H?, J 8.3 T'y). Haiinero, Y%:
C 62.51; H4.67; N 20.75. C{4H{,N40,. Boruucneno,
%: C 62.68; H4.51; N 20.88.

2-(2,2-IMuUMaHOBHUHUI)-9-MeTUIA-3-I3TOKCH -
Kapoouma-9H-umuaazo|1,2-aloensumuaazoa  (9).
Pacteop 1.35 r (5 mmonb) ampneruga 2 u 035 1
(5 MMoOITB) IWMHHUTpUIIA MAJIOHOBOUM KHCIIOTHI B 25 MII
9TaHOJA KUISATHIN 3—5 MUH 1 ocTaBisainu npu 25°C Ha
1 4. BeyrenuBimiicst ®ENTHIH 0CaJJOK OTQUIBTPOBBI-
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Banu, Bexof 1.50 1 (94%), T.iur. 264-265°C (BuOH).
Crextp SIMP 'H, §, m.1.: 1.55 T (3H, CH,CH;, J
7.2 Tu), 3.88 ¢ (3H, CH;), 4.57 x (2H, CH,CH;, J
7.2Tn), 7.31 v [1H, H®7), J 7.4 T, 7.38 x (1H, HS, J
8.2Tm), 7.48 T[1H, H’®), J7.5Tu], 8.46 ¢ (1H, CH=),
8.54 n (1H, H>, J 8.1 T'n). Haiineno, %: C 63.72; H
4.27;N 22.18. C;H,3N50,. Berauciero, %: C 63.94;
H4.10; N 21.93.

2-(5-Auerua-6-mernii-2-tuo-1,2,3,4-rerpa-
TUAPONUPUMUAUH-4-WT)-9-MeTWI-3-3TOKCUKAPOO-
Hnia-9H-umunazo[1,2-al6ensumunazon (11). Cyc-
nensuto 0.54 r (2 mmonp) amprmernga 2, 0.23 r
(3 mmoup) THoMoueBuHBI 1 0.2 Mit (2 MMoOITB) 2,4-TIeH-
TaHAroHa B 10 MJI 9TaHONA HAarpeBaIy 10 KUIECHHUS, a
3aTeM IMOJIyYeHHBbIH pacTBOP BhLIepkuBaiu ripu 50°C
8 4. OOpa3oBaBumiics 0cagoK OTQUILTPOBBIBAIY,
rpombIBaiu 3TanosioM. Beixon 0.49 T (60%), 6ecuBet-
Hble KpucTaiuibl, T.IUI. 284-285°C (AM®A). Cnektp
AMP 'H, §, m.i1.: 1.41 T (3H, CH,CHj;, J 7.1 Tr), 2.09
¢ (3H, CH;), 2.31 ¢ (3H, COCH,;), 3.71 ¢ (3H, NCH;),
4.38-4.45 m (2H, CH,CH;), 6.18 ¢ (1H, CH), 7.25 1
[1H, HD), J7.8 Tu], 7.38 T [1H, H"®), J 7.9 Tn], 7.57
n(1H, H® /8.2 Tm), 8.33 n (1H, H>,J 8.3 T'm), 9.39 ¢
(1H, NH), 10.16 ¢ (1H, NH). Haiineno, %: C 58.59; H
5.27;N 16.85; S 7.51. CygH,NsO3S. Beraucneno, %:
C58.38; H5.14; N 17.02; S 7.79.
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Synthesis and Transformation 9-Substituted
Imidazo[1,2-a]benzimidaole-2-carbaldehyde
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By heating a solution of 2-dibromethyl-9-methyl-3-ethoxycarbonyl-9H-imidazo[ 1,2-a]benzimidazole in ethanol
with a high yield 9-methyl-3-ethoxycarbonyl-9H-imidazo[ 1,2-a]benzimidazole-2-carbaldehyde was obtained for
the first time, the acid hydrolysis of which leads to the less available 9-methylimidazobenzimidazole-2-carbalde-
hyde. 3-Ethoxycarbonyl-2-formilimidazobenzimidazole in interaction with hydrazine hydrate cyclizes with the
closure of the oxopyridazine cycle and as a typical aldehyde reacts with aromatic methylketones, hydroxylamine,
malononitrile, enters a three-component condensation by the Bijinelli reaction.

Keywords: 3-ethoxycarbonyl-9-methyl-9H-imidazo[ 1,2-a]benzimidazole-2-carbaldehyde, 9-methylimidazo-
[1,2-a]benzimidazole-2-carbaldehyde, 6-methyl-2H-benzo[4',5'limidazo[1',2":1,2]imidazo[4,5-d]pyridaz-
in-1(6H)-one, 3-ethoxycarbonyl-9-methyl-9H-imidazo[1,2-a]benzimidazole-2-carbonitrile, Bijinelli reaction
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