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1,4-TUOEHNII-5H-[1,2,5] TPUA3ZEIIUHO-
[5,4-a] BEH3UMUTA30JI — HOBAS
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[Ipenyoxen MeTo]] CUHTE3a HOBOU reTepoluKkindeckoii cucreMsl 1,4-nudenmn-SH-[1,2,5]rpuazenuno-
[5,4-a]6en3umugazonia, OCHOBAaHHBINM Ha peaknuu THi(2-0eH3oun-1 H-6eH3umuaason-1-mn)amnerara ¢
THJPA3UHTHIPATOM M HOCIIEAYIONIeH TEPMUUECKOI reTepOIMKIN3ani 00pa30BaBIIerocs NPOAyKTa.

KuaroueBbie ciaoBa: SH-[1,2,5]rpuazennno-[5,4-a]|0€H3UMIAA30I, CHHTE3, TSPMUYECKasl TeTePOIIUKITH3AIINS,
THIIPa3WH THAPAT, dTII(2-0eH30mt- | H-OeH3nMuIa3om- 1 -mm)amerar.
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CeMmuulICHHBIE a3aUKIIbI, 0EH3UMUAA30]1 00JIaIAI0T
IIIPOKHUM CTIEKTPOM (papMaKoIOTHdecKoi aKTHBHOCTH
[1-4]. Dt QparMeHTH BXOOAT B CTPYKTYpY psiaa
KOMMEpYECKUXIIPerapaToB,Cpeii KOTOPBIX heHa3enam,
TpaHIaKCHH, OMEIPa3oll, 330MEeMNpasoil, MeOeHIa301
u np. Konmemmust oOwenuHeHus (apMakopOpHBIX
IPYIII B PaMKax OTHOM MOJEKYIbI SIBISCTCS BaXKHBIM
HarpaBJeHHEM B CO3/IaHUM HOBBIX JIEKAPCTBEHHBIX
npenaparoB. Hampumep, reTepokoHAESHCHPOBAaHHbIE
OeH3nmma30-1,4-11ua3zenuH-2-0Hbl [ S| paccMaTpuBaroT
KaK TOTEHIIMAIbHBIE TPOTHBOOITYXOJIEBBIE CPE/ICTBA,
npousBoanbie  4,5-auruapo-1,2.4-rpuazenunol3,5-al-
OeH3MMHUIa30/1a 00NIaAAI0T OAKTEPUOCTATUUECKUM H
(hyHTUITIHBIM feiicTBHEM [6].

BMmecre ¢ TeM Tpua3enMHOOEH3UMH1A3071b OTHO-
CATCS K YMCIy MaJlo M3Y4YEeHHBIX cucTeM. B smtepa-
Typ€ €CTb HECKOJIbKO TPUMEpPOB cuHtesa 1,2,4- [6-8]
u 1,3,5- TpuazenunoOeH3uMu 1230108 [9]. JlaHHbIe 00
1,2,5-TpuazennHoOCH3NMUA30]IaX HaM HE U3BECTHEI.
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B HacTosiieli paboTe MpencTaBieHA CTpATerus
CUHTE32a [IEPBOT0 MTPE/ICTABUTEINSI HOBOM reTepOIMKITU-
geckoil cucrtemsbl 1,4-mudenmn-SH-[1,2,5]-Tpuaze-
mHO|[ 5,4-a]6eH3umMuaas3ona (cM. cxemy). B kagecTe
WCXOJTHOTO COEIMHEHUS MCIIONb30Bau | H-0eH3uMH-
nazon-2-wi(penmn)meranon 1. [Ipu ankunupoBaHuu
oensumuazona 1 stunuozaneratom B JIM®DA B nipu-
cyrctBun K,CO;3 ¢ XxOpomuM BBIXOIOM 0Opa3yercs
atii(2-6en3omn- 1 H-6en3nmuiazon- 1-m)amnerar  2a.
[IpoankmmmpoBars 6eH3nMHIa301 1 dTHIXJIOpaIeTa-
TOM He yaainoch. Ilo ananoruu ¢ nanuevu [10, 11]
MOXHO OBIJIO OXKHATh, YTO MPH 00paboTKe OCH3UMHU-
Ja3ona 2a TUAPA3UHTHAPATOM 00pasyeTcs COOTBET-
CTBYIOIIMH TUAPAa3HHTHIPA30H, OJHAKO MPU KHUIIsue-
HUM COCJIMHEHHUS 2a B METAHOJIE C THJIPA3HHTHPATOM
MIPOUCXOANT JAECTPYKIHS MOJEKYNbl 2a ¢ oOpa3oBa-
HueM 2-(1H-6eH3umuaa3on-1-mi)ameroruapasuga 1
OcH30THApa3UIa.

AnxunupoBanue OeHsmMmugazona 1 a-Opomarie-
TOQEHOHOM B TeX XK€ YCIOBUAX HaéT 2-(2-OeH30-
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Cxema.
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nn- 1 H-6en3umuason- 1 -uin)- 1 -peHunaTanon 2b.
Peaknust Genzummnazona 2b ¢ ruxpasHMHrHIPATOM
B METaHOoJIe MPUBOAUT 10 AauHbiM SIMP 1H k He-
CKOJILKAM TIPOAYKTaM, OAMH M3 KOTOpBIX 1,4-mude-
Huin-5H-[1,2,5]tpuasenuno| 5,4-a]6en3zumunazon 3b.
Conepxanue TpuazenuHa 3b B cMecu He IpeBbIIIa-
et 5-7%. Ilocne BblAEpKUBAHHS MOITYYEHHON cMecu
npu 150°C B Teuenue 2 4 Tpuazenus 3b ObLT BeIACTICH
¢ BeIxoztoM 50%.

[Ipu kunstuenuu Tpuazenuna 3b B ykcyCHOU KUCTIO-
Te OH m3oMepusyercs B 1,4-mubennn-3H-[1,2,5]-tpu-
aszenuHo[ 5,4-a]0eH3umuaazon 4b.

Boccranosnenne tpuazennna 3b NaBH, mpuso-
it K (4R,S)-1,4-mudenwmn-4,5-muruapo-3H-[1,2,5]-
TpHuazenuHo|5,4-a|oen3umuaazony Sb.

[Ipu nomnsiTke okucnuth TpuazenuH 3b SeO, B
YKCYCHOW KHCIIOTE OBbUI BBIACTICH TOJBKO MCXOAHBIN
2b. Panee ananormunbii 3¢pdexr Habmomamm [12]
TP TTOMBITKE OKUCIHTH 4-MeTHiI-5H-tuppoio[2,1-d]
[1,2,5]tpuazenun SeO, B TMOKCaHE.

ITnia(2-6enzoun-1H-6en3umunaszon-1-m)ame-
Tat (2a) u 2-(2-0en3zona-1H-6en3umuaason-1-ui)-
1-¢pennmdTanon (2b). 15.95 r (71.85 mmons) 1 pac-
tBopr B 160 M IM®DA, k pactBopy H00aBMIN
107.8 MMoinb (i 2a STHIHOAAIIETAT, A 26 0-Opo-
MmaretopeHon) u 39.66 r (278.4 MMOIb) MEIKO U3-
menpu€HHoro K,CO;. Cycnensuro nepeMeriuBaiu
44 mpu HarpeBaHMM Ha KUISIIECH BOJASHON OaHe.
Cwmech BoutiiH B 600 MJT BOJTBL, 0CaI0K OT(PHIBTPOBA-
JIY, BBICYIIIHITH M TPEKPUCTAILTU30BAIIN U3 METAHOIIA.
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Beixon 2a — 75%, Gerble KpucTauel, T.IUT. 68—69°C.
Crexrp SIMP H, 6, m.1.: 1.29 T (3H, CH;, J7.2 ),
421 x (2H, CH,, J7.2Tn), 544 ¢ (2H, CH,), 7.38 T
(1H, J7.6Tm), 746 T (1Hup0,, J7.6Im), 7.57 1
(2H,pons J 7.2 ), 7.66—7.74 M (2ZH,p0,), 7.86 11 (1H 0
J8.0Tu),840 (2Hap0M, J 8.0 I'). Criextp SIMP 13C,
0, m.a.: 16.0 (CH;), 48.5 (CH,), 63.0 (CH,), 113.0,
123.4,125.4,127.6,129.9, 133.0, 135.1, 138.0, 138.1,
143.2, 147.8, 169.7 (C=0), 187.1 (C=0). Haiineno,
%: C 70.11; H 5.25; N 9.08; C,gH;¢N,0O5. Berunce-
HO, %: C 70.12; H 5.23; N 9.09.

Berxon 2b — 83%, Genbie kpucTayisl, T.I01. 186—
187°C. Cmextp SIMP H, §, m.1.: 6.27 ¢ (2H, CH,),
735747 M (2Hgpoy), 7.53-7.63 M (4Hyyy,), 7.65—
7.77TM (3Hgpo), 788 1 (1Hgpoy, /8.0 '), 8.14 1
(2Hypous J 7.6 T'm), 8.37 11 (2Hyp0y, J 7.6 I'x). Crierp
SIMP 13C, 3, m.i.: 53.6 (CH,), 113.2, 123.3, 125.2,
127.4, 129.8, 130.2, 130.6, 133.0, 135.1, 135.6,
136.5, 138.2, 138.4, 143.4, 148.2, 187.2 (C=0), 194.3
(C=0). UK criektp, v, cm~1: 1680 ¢ (CO), 1640 ¢ (CO),
1600 c (Ar). Hatineno, %: C 77.62; H 4.76; N 8.21;
CyoHgN,O,. Bpramcneno, %: C 77.63; H4.74;
N 8.23.

1,4-Andenun-SH-[1,2,5|Tpuazenuno|5,4-al-
oensumuaason (3b). K 5.8 r (17.06 mmons) 2a noda-
Buwin 70 M1 metanona u 1.11 mut (22.18 MMmoib) rusipab
suHTHApara. Kumatimm 7 4, 3aTeM pacTBOp OXJIa TN
JI0 KOMHAaTHOM TeMIieparypsl 1 Beutiid B 500 M pac-
tBopa NaCl B Boze. BrimaBimme KpuCTaIbl OT(HITE-
TpoBaJy, BeICyIImIn U Harpesaiu rpu 150°C 2 4. ITo-
CJIe OXJIQXKIIGHUS IJIaBa JO KOMHATHOM TeMIIepaTyphl
no0aBuK K HeMy 10 M MeTaHOJIA M MIEPEeMEIINBAIIN
IIpH C1a0OM KHUIIEHUH JI0 TOJTHOTO pactBopeHms. [lo-
ClIe OXJIAXKJIEHHS pacTBOpa IO KOMHATHOW TeMIIepary-
PBI BBITIABIITNE KPUCTAILTBI OT(UIBTPOBAIN U IIPOMBLITH
metanojoM. Berxon 3b — 2.85 T (50%) spko-x&nThie
kpuctamwisl, T.Ior 221-222°C. Cnektp SIMP H, 9,
M. 4.74 1 (1H, CH,, J14.0 '), 6.22 o (1H, CH,,
J14.0T'w), 7.31 T (1Hyp0y, J 7.6 '), 7.42 1 (1H
J8.0T'm), 7.46-7.54 M (6Hgpoy), 7.77 1 (1Hgp0y
J8.0T'w), 8.09 11 (2H,poy, J 6.8 '), 8.13 1 (2H,p0y
J7.6Tu). Crnexkrp SIMP 13C, 3, m.u.: 42.5 (CH,),
112.4,122.4, 124.9, 126.0, 129.3, 130.0, 130.7, 131.0,
132.5, 132.6, 134.5, 135.4, 137.2, 144.7, 145.5, 149.2,
154.3. UK cnexkrp, v, em1: 1620 cp (Ar), 1450 ¢ (—
C=N-N=C-). Haiineno, %: C 78.54; H 4.81; N 16.64;
CyH gNy4. Beruncneno, %: C 78.55; H4.79; N 16.65.
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1,4-Indennn-3H-[1,2,5|tpuasenuno|s,4-a]-
oenszumuaasona (4b). 0.4 r (1.19 mmons) 3b kumsru-
mu 10 4 B 5 mu1 nensHON ykcycHOl kucnotsl. [loce
OXJIXKICHUS BBITIABIINE KPUCTAILIH OT(PHUIBTPOBAIN
U npoMbUIH MeTanonoM. Beixon 4b — 0.12 1 (30%),
TEMHO-XKENTHIE HWTOJBYAThIe KPUCTAJUIBI, T.I0I. 223—
224°C. Cnekrp SIMP H, 6, m.a.: 7.38 1 (1Hgpoms
J6.81'm), 7.45-7.66 M (8H,poy,), 7.98 & (1Hgpoy
J8.0T'm), 8.29 1 (2H,pey, J 7.6 Tr), 8.52 11 (1H,p0
J 8.4 Tm), 9.06 1 (2H,p,, J 7.6 '), 9.63 ¢ (1H, NH).
Cruextp SIMP 13C, 3, m.a.: 115.7, 117.1, 121.3, 125.3,
127.9,129.7,130.2, 130.3, 130.5, 130.7, 131.4, 132.5,
137.4,137.9,138.7, 140.4, 143.4, 149.2. Haiineno, %:
C 78.54; H4.81; N 16.64; C,,H;(N4. Beruncneno, %:
C 78.55; H4.79; N 16.65.

(4R,S)-1,4-nupennn-4,5-quruapo-3H-[1,2,5]-
TpuazenuHo[S,4-a]06ensumugazon (Sb). K 04 r
(1.19 mmonb) 3b noGasuiu 7 Mit 6€3BOTHOTO AMOKCAHA
n 0.45 r (11.9 mmons) NaBH,. Cycnensuto kunsitunu
npu nepeMemuBannu 1.5 4, 3arem mpob6asumu 10 mut
METaHOJa U KUTIATHIN emé | 9 mpu nepeMenInBaHnu.
PactBop oxnamwim 10 KOMHAaTHOH TeMmeparypbl U
otunsTpoBay ocagok. OpraHudeckyro Gpa3y BUTHIN
B 100 M Bombl. CoOpainy BBIMABIINN MaclsSTHUCTBIN
MPOAYKT, K KOTOPOMY J100aBWIM | MJI MeTaHOla U
Harpenu JI0 MOJHOTO pacTBopeHus. K momydeHHOMY
pactBopy m00aBuiIM SMI  JUITHIOBOTO  3dHpa,
BBITIABIINE KPUCTAIUTB OT(HWIBTPOBAIH M TPOMBLTH
JATWIOBBIM »dupom. Brixon Sb — 0.1 1t (25%),
Oenbie kpuctamiel, T.I. 176-177°C. Cnekrp SIMP
H, 8, m.11.: 4.52-4.78 m (3H, CH, + CH), 7.10-7.17 m
(CHppou)s 7:23-7.31 M (SHypop)s 7-39 T (ZHgpous
J7.6Tn), 749 1 (1H,p0, J 7.2 1), 7.62 1 (2H,p0
J7.2Tn), 8.67 ¢ (1H, NH). Cuexrp SIMP 13C, 3§,
M. 53.3 (CH,), 64.6 (CH), 111.7, 121.5, 124.0,
124.6, 128.6,128.9, 129.1, 129.9, 130.5, 131.4, 134.0,
137.7,139.7, 142.3, 144.2, 149.1. UK cniekrp, v, cm 1
3360 cp (NH), 1600 ¢ (Ar). Haiineno, %: C 78.06;
H 5.37;N 16.57.; CyoHgN,. Beraucieno, %: C 78.08;
H 5.36; N 16.56.

Cuekrpol SIMP 'H u 13C 3anmcansl Ha npuGope
BRUKER AVANCE! (400 u 100 MI', cootBert-
crBeHHO) B JIMCO-d, BuyTpennuii crangapr TMC.
UK cnexrpsl 3anrcansl Ha ipubope IR-75 B Tabnetke
u3 KBr. Temneparypsbl 11aBjieHUs] CHHTE3UPOBAHHbBIX
COEIMHEHHH OMpe/eNieHbl Ha HarpeBaTeIbHOM IpH-
Oope tuna Boetius U He MOIBEPrasuch KOPPEKIHH.
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DJNIeMEHTHBI aHANU3 TPOBEJCH C HCIIOIb30BAHHEM
anaimm3atopa ELEMRNTAR Vario EL Cube.

KOH®JIMKT UHTEPECOB

ABTOPBI 3asIBIISIIOT 00 OTCYTCTBUU KOH(IMKTA WH-

TEPECOB.
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A method for the synthesis of a 1,4-diphenyl-5H-[1,2,5]triazepino[5,4-a]benzimidazole new heterocyclic system is
proposed. This method is based on the reaction of ethyl (2-benzoyl-1H-benzimidazol-1-yl)acetate with hydrazine
hydrate and subsequent thermal heterocyclization of the resulting product.

Keywords: 5H-[1,2,5]triazepino [5,4-a]benzimidazole, synthesis, thermal heterocyclization, hydrazine hydrate, ethyl-

(2-benzoyl-1H-benzimidazol-1-yl)acetate
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