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JIBYXCTYHEHYATHIN CUHTE3 HOBOM
TETEPOLIMKJIUYECKON CUCTEMBI — 7-AMHUHO-4-APUJI-5-
®EHUJINMUTIA30(5,1-F][1,2,4| TPUABUH-2-THOHA
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AHHOTanus1. PernocenektuBHoe B3auMojielcTBUE 1,2-THaMUHONMHUIA30JI0B C apOUITU30THOITaHATA-
MU [IPUBOIMT K 00Pa30BaHUIO HOBBIX 7-aMHHO-4-apui-5-hermnumunasols,1-f][1,2,4]tpuasun-2-THOHOB.
KiroueBble cioBa. 1,2-muamMuHo-4-heHUIUMHIA30], apOMIN30THOMOYECBHHA, TPUITHIAMHH, THUME-

TundopMamMuI, TPHASHHOBBIN ITUKJI, TPHA3CTIMHEL.

Abstract. Regioselective reacting with 1,2-diaminoimidazoles and aroilisothiocyanates at lead to the
formation of new 7-amino-4-aryl-5-phenylimidazo[5,1-f][1,2,4] triazin-2-thiones.
Keywords. 1,2-diamino-4-phenylimidazole, aroylisothiourea, triethylamine, dimethylformamide,

triazine ring, triazepines.

A3ONTpUAa3sUHOBBIE CHCTEMBbl SIBIISIOTCS (par-
MEHTOM OMOJIOTMYECKH AaKTUBHBIX BEIIECTB, IPO-
SIBJSIFOILMX [IPOTHUBOOIIYXOJIEBbIE, AHTHUICIIPECCUB-
HbIEC, NPOTUBOBOCIAIUTEIbHBIE, MPOTHBOBUPYCHbIE
u nporuBobOakTepuanbHbie cBoicTBa [1]. Bombmioe
KOJIMYECTBO PaldOT MOCBSILEHO M3YUYEHHIO CIOCOOO0B
MOTYYEHUS M IPEBPALICHUIO ATUX CUCTEM Ha OCHOBE
MHUPA30JIOB U TPUA30JIOB [2].

HauOonee nepcrneKTUBHBIMM, [UIS IOCTPOCHUS
a30JITPUA3HHOB, SBJSIIOTCS CHUHTE3bI C HCIOJIb30Ba-
HUEM apOMJIM30THOLMAHATOB, KOTOpBIE O0JaIaroT
BBICOKOI peakIMOHHOI CIIOCOOHOCTBIO 10 OTHOLLIE-
HUIO K OnHyKIeoduitam [2,3].

METOAUKA DJKCIIEPUMEHTA

Cuexrpol IMP 'H 3aperucTpupoBaHbl Ha CIIEK-
tpomeTpe Bruker DRX-500 (500 MI') B AMCO-d6,
BHyTpeHHUl ctanaapt TMC. Macc-crnekTpsl 3amu-
canbl Ha criekrpomeTpe FINNIGAN MAT.INCOS 50
(mormzarus DY, 70 3B) [4,5]. DneMeHTHBIA aHAN3
npoBeacH Ha pubope Carlo Erba NA 1500.

Temneparypsl miiaBjieHHs ONpPEACTICHbl Ha IMPH-
oope Stuart SMP30. KoHTpoib 3a X0I0M peakiui,
HWHAMBUAYaIbHOCTH PEAreHTOB M MOJYyYEHHBIX CO-

© Baupgpimes /. FO., [Toranos A. 1O., [lIuxanues X. C., Be-
pexnukos B. H. , 2015

eauHeHuil ocymectsisics meronom TCX Ha mia-
crunax Merck TLC Silica gel 60 F,,; smoentsr:
METaHOI, XJIOPO(OPM U UX CMECH B PA3IIMYHBIX COOT-
HomeHusx (10:1, 20:1). IIposBnerne xpomarorpamMm
— B YO cBeTe U B napax Hoja.

Memoouka  cunmesa  N-(2-amuno-4-gpernun-
umuoazoun)-N’-apourmuomouesur 3a-e.

K cmecu 5 MMonp DUaMUHOUMHKAA30Ja B 5 MII
TI'® npu NOCTOSHHOM MEpEMEUIMBAaHUU U Harpe-
BaHUM NPUKAIBIBAIA PACTBOP 5 MMOIIb apOUIIH30-
tuonuanara B 5 mut TT'® B teuenune 1-2 gacos. O0-
pasyromuiics JKeNThIi 0CaloK OT(UIBTPOBHIBAIN
U TepeKpUCTALIN30BbIBAIH M3 cmecu 2-iPrOH -
JAM®DA.

N-(2-amuno-4-perunnumumgazonin)-N’-(3-
xyopOen3oni)TnomoueBruHa 3a. Beixox 80%, T.rum.
238°C. Haiineno, %: C 54.52; H 3.77; N 18.81.
C,,H,,CIN,OS. Bpraucneno, %: C 54.85; H 3.79; N
18.83.

N-(2-amuno-4-pernnumumgazonn)-N’-(4-
xyopoen3onn)rnomoueBuHa 3b. Bexox 85%, T
270°C. Haiineno, %: C 54.52; H 3.77; N 18.81.
C,,H,,CIN,OS. Bpraucneno, %: C 54.85; H 3.79; N
18.83.

N-(2-amuno-4-perunnumumgazonn)-N’-(4-
¢dTopbenzomn)tuomouesnna 3¢. Buixox 78%, T.rmi.
180°C. Haiineno, %: C 57.11; H 3.95; N 19.67.
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C,H FN.OS. Boruucneno, %: C 57.45; H 3.97; N
19.71.
N-(2-amuHo-4-pernunumumgazounn)-N’-(2-
MeTokcubenszomn)tnomodeBuna 3d. Breixom 83%,
.. 247°C. Haiigeno, %: C 58.49; H 4.64; N 1
9.03. C (H,;N.O,S. Beruucneno, %: C 58.84; H 4.66;
N 19.06.
N-(2-amuHo-4-pernunumumgazounn)-N’-(4-
MeTokcuOeH3omn)TnomodeBuHa 3e. Beixon 75%,
t.1. 240°C. Haiigeno, %: C 58.49; H 4.64; N 1
9.03. C (H,;N.O,S. Beruucneno, %: C 58.84; H 4.66;
N 19.06.
Memoouka cunmesa 7-amuHno-4-apun-3-
GenunumuoasolS, 1-f][1,2,4]mpuasun-2-muonos Sa-e.
CMmechb 5 MMOJIb THOMOUYEBUHBI 3 1 15 MMOJTB TPH-
stuiamuHa B 5 M1 IM®A nHarpeBanu B TeueHue 24
4 ¢ 00paTHBIM XOJOAWILHUKOM. [locie oxnaxkaeHus,
PEaKIIMOHHYIO0 MacCy BBUIMBAJIN B CTaKaH C BOMIOH U
MOAKUCIIAIIA YKCYCHOM KHUCIIOTOW O HEWTpaibHOI
cpenbl. Bemapmmii ocagok oTQUIBTPOBBIBAIN U Tie-
pexpucTaun3oBbiBaiin U3 cmecu 2-iPrOH - [IM®DA.
7-aMmuuHo-4-(3-xnopbenun)-5-
bennmumuazo[5,1-f][1,2,4]rpuasun-2-THon Sa.
Brixog 90%, t.mn. 250°C. Hatigeno, %: C 57.36; H
3.41;N 19.75. C,,H ,CIN,S. Beraucneno, %: C 57.71;
H 3.42; N 19.79.
7-aMmuHo-4-(4-xnopbenun)-5-
bennnumuaazo[5,1-f][1,2,4]rpuasun-2-THon 5b.
Brixog 95%, t.mn. 280°C. Hatineno, %: C 57.36; H
3.41;N 19.75. C,,H ,CIN,S. Beraucneno, %: C 57.71;
H 3.42; N 19.79.
7-amuHo-4-(4-prtopdenunn)-5-
bennnumuaaso[5,1-f][1,2,4]rpuasun-2-THon Sc.
Brixon 85%, t.mn. 200°C. Hatigeno, %: C 60.16; H
3.57;N 20.72. C,,H ,FN.S. Beruucneno, %: C 60.52;
H 3.59; N 20.76.
7-amuHO-4-(2-MmeTokcudpenun)-5-
bennnumuaazo[5,1-f][1,2,4]rpuasun-2-THon 5d.
Brixog 90%, t.mn. 255°C. Hatigeno, %: C 61.50; H
4.31;N 19.99. C H N.OS. Beruucneno, %: C 61.87,
H 4.33; N 20.04.
7-amuHO-4-(4-MmeTtokcudpenun)-5-
bennnumuazo[5,1-f][1,2,4]rpuasun-2-THon Se.
Brixon 92%, t.mn. 258°C. Hatigeno, %: C 61.50; H
4.31;N 19.99. C H N.OS. Beruucneno, %: C 61.87,
H 4.33; N 20.04.

OBCYXJIEHUE PE3VYJIBTATOB
[onuuykneopuabHBIH XapakTep AHAMUHOUMH-
71a30710B 00yCIIaBIMBAEeT pa3INyYHbIE BapUAHTBI B3a-
UMOJCHCTBHS C JUANEKTPOPUIBLHBIME pearcHTaMu.
B 3aBucHMOCTH OT yCIIOBUI PEAKLUU MOTYT IIPOXO-

IUTh, 1100 32 cueT pparmenTa C-N-N, mpuBos K 00-
Pa30BaHUIO MIECTUUICHHOTO LKKJIA [6], 1100 3a cuer
gacti N-N-C-N, hopmupys py 3TOM CEMUUICHHOE
koJb110 [7]. Llenbro aHHOM paboOThI CTANIO M3YUYCHUE
B3auMOJIeHCTBUS 4-PeHn-1,2-1maMuHOuMHU1a3051a ¢
apOMJIM30THOLIMaHATAMH.

BzaumoneiictBue aumamuHOMMHa3o0ma 1 ¢ apo-
WIN30THOIMaHaTaMu 2a-e npoBoauin B TT'® B Te-
yenue | — 2 4. Peaknust npuBoania K oOpa3oBaHHIO
MIPOIYKTOB SIPKO-’KEJITOTO I[BETa, KOTOPHIM Ha OCHO-
Banuu AaHHbix IMP 'H cnekrpoB Obuia npunucana
cTpykrypa  N-(2-amuno-4-eHmmmumuaazonn)-N’-
THOMOUYeBUH 3a-e. JlanbHelas BHYTPUMOIEKYIsp-
Has 1uKIn3anus 3a-e nposoauiaack B IM®PA B pu-
CYTCTBHU TPEXKPAaTHOrO H30BITKA TPUITHIAMUHA.
AHaM3 CHEKTPOB MOJNYYSHHBIX OEJBIX MOPOLIKOO-
OpasHBIX COEIUHEHUI IO3BOJHMI YTBEPXKAATh, YTO
UM COOTBETCTBYET CTPYKTypa 7-aMHHO-4-apuii-5-
¢dermmumunaso[5,1-f][1,2,4]rpuasun-2-THOHOB 5a-e.

Cxema 1. BzaumopeiictBue  4-¢penun-1,2-
JUaMHUHOMMU/Ia30J1a C apOMIIN30THOIIMaHATaMH.

W3 nurepaTypHBIX JAHHBIX M3BECTHO, YTO aMH-
Ho-rpynmna y aroma N-1 mo cpasuenuio ¢ C(2)-NH,
— rpynmno#t 1,2-nuaMuHOMMHa3001a 00IagaeT ropas-
J10 0oJiee BBICOKOHW HYKJICO(PHILHOCTBIO0. DTO MMO3BO-
JSIET TPEATNOIOKUTh UCKITIOUUTENIFHOE 00pa3oBaHue
THOMOUYEBUHBI 3. BHyTpUMONeKynsipHas IUKJIN3aLus
3 MOXeT MpoTeKaTh MO JABYM MaplIpyTam: MepBbIH
NPUBOJMT K 00pa30BaHHUIO MMHIA30TpHUazenina 4, B
TO BpeMs Kak BTopoit k mmumaso[5,1-f][1,2,4]rpua-
3unHy 5. OOpa3oBaHue COCIUHCHMI Sa-e, BEpPOsSTHO,
CBSI3aHO ¢ OOJbIIEH HYKICOPHIFHOCTBIO aTOMa yTIie-
poaa C-5 nMuaa3ona M MOJHOCTHIO apOMaTHYECKUM
XapakTepoM TOJIyHalomeicsl TeTepOLMKINYECKON
CUCTEMBI.

B cnekrpax SIMP 'H coenunenuii 3a-e Hapsy
C CHTHaJaMM IPOTOHOB AapWJIbHBIX 3aMecTHUTeNen
IIPUCYTCTBYIOT CUHIVIETHI TPOTOHOB NH — rpynn tu-
oMo4eBHHHOTO (hparmenTa npu 8.15 m.1. B criektpax
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Jleyxcmynenuamulil cunmes HOBOU 2emMepOYUKIULECKOU CUCeMbl

SIMP 'H coenunHeHuii 5a-e OTCYTCTBYIOT CHUIHAJIBI
IIPOTOHOB ymieponHoro aroma C-5 MMUIA30]IbHOIO
LUKJIA U OJHOTO U3 MPOTOHOB aMHHOIPYIIBI THO-
MOYEBMHBI, IIPY 3TOM COXPAHSETCS CUTHAJI AMHHO-
rpynmnsl npu 5.95 m.a. /laHHBIE CIEKTPOB MO3BOJISAIOT
HCKJIIOYUTh BO3MOXKHOCTH OOpa3oBaHUs MMHKIA30-
TpuazenuHa 4.

3AKJIIOYEHHUE

YcTaHOBIICHO, 4TO B3aUMOJICHCTBHE
1,2-nmuamMuHO-4-heHMIMMUAA3051a C APOUTU30THOLIN-
aHaTaMM MPOTEKaeT B JBe cTaanu. Ha mepBom srarme
obOpasytorcss  N-(2-amuHO-4-peHmmuMuIa30mn)-N’-
ApOMJITHOMOYECBHHBI, KOTOPBIE, Jajee MUKIU3YIOTCS
B 7-ammHO-4-apun-5-¢perumumunasol5,1-f][1,2,4]
TpI/Ia3I/IH-2-TI/IOHI)I C OTLICIJICHUEM MOJICKYJIbI BOABI.

Paboma evinonnena npu nodoepocke Munobpuayrku Poccuu
6 pamkax eocyoapcmeenno2o 3aoanus BY3am 6 cghepe nayunoi
odessmenvrocmu Ha 2014-2016 200v1, npoexm Ne 1546.
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Tabmuma 1
Hannvie cnexmpos AMP'H coedunenuii 3a-e u Sa-e.

Coenunenne

Xumudeckuii casur, 8, m.j; JITy

3a

5.95 (2H, ymr.c., NH,); 7.20-7.24 (2H, M, apom.); 7.32 (2H, T, J=5.8, J=7.5, apom.); 7.41-7.46 (1H, m,
apom.); 7.54-7.58 (1H, n, J=8.5, apom.); 7.60-7.63 (1H, m, apom.); 7.84-7.87 (1H, M, apom.); 7.91-8.01
(2H, m, CH umunas. + apom.); 8.15 (2H, ¢, NH+NH).

3b

5.93 (2H, ymr.c., NH,); 7.22-7.26 (2H, M, apom.); 7.34 (2H, T, J=5.7, J=7.6, apom.); 7.40-7.44 (1H, m,
apom.); 7.52-7.55 (1H, n, J=8.1, apom.); 7.60-7.63 (1H, m, apom.); 7.85-7.87 (1H, M, apom.); 7.91-8.01
(2H, m, CH umupa3s. + apom.); 8.15 (2H, ¢, NH+NH).

3¢

6.00 (2H, ymr.c., NH,); 7.20-7.24 (2H, m, apom.); 7.36 (2H, T, J=5.7, J=7.6, apom.); 7.43-7.47 (1H, M,
apom.); 7.50-7.54 (1H, o, J=8.1, apom.); 7.60-7.63 (1H, m, apom.); 7.83-7.86 (1H, M, apom.); 7.91-8.01
(2H, m, CH mmupas. + apom.); 8.15 (2H, ¢, NH+NH).

3d

3.19 (3H, ¢, OCH,); 5.93 (2H, yurc., NH,)); 7.22-7.26 (2H, ™, apom.); 7.34 (2H, 1, J=5.7, J=7.6,
apom.); 7.40-7.44 (1H, m, apom.); 7.52-7.55 (1H, 1, J=8.1, apom.); 7.60-7.63 (1H, m, apom.); 7.85-7.87
(1H, m, apom.); 7.91-8.01 (2H, M, CH umunas. + apom.); 8.15 (2H, ¢, NH+NH).

3e

3.20 (3H, ¢, OCH,); 5.93 (2H, ym.c., NH,); 7.22-7.26 (2H, ™, apom.); 7.34 (2H, 1, J=5.7, J=7.6,
apom.); 7.40-7.44 (1H, m, apom.); 7.52-7.55 (1H, n, J=8.1, apom.); 7.60-7.63 (1H, m, apom.); 7.85-7.87
(1H, m, apom.); 7.91-8.01 (2H, M, CH umunas. + apom.); 8.15 (2H, ¢, NH+NH).

S5a

7.00 (2H, ¢, NH,); 7.41 (1H, 1, J=1.9, J=5.4, apom.); 7.49 (2H, 1, J=7.9, J=7.4, apom.); 7.69 (2H, nr,
J=1.9, J=8.6, apom.); 7.87 (2H, at, J=1.9, J=7.2, apom.); 8.01 (2H, nT, J=2.5, J=8.6, apom.); 11.80
(1H, ¢, NH).

5b

6.95 (2H, ¢, NH,); 7.41 (1H, Tt, J=1.9, J=5.7, apom.); 7.49 (2H, 1, J=7.6, J=7.8, apom.); 7.69 (ZH, m,
apom.); 7.87 (2H, nr, J=1.9, J=7.5, apom.); 8.01 (2H, m, apom.); 11.80 (1H, ¢, NH).

5¢c

6.99 (2H, ¢, NH,); 7.41 (1H, T, J=1.9, J=5.2, apom.); 7.49 (2H, m, apom.); 7.69 (2H, m, apom.); 7.87
(2H, nT, J=1.9, J=7.4, apom.); 8.01 (2H, nT, J=2.5, J=8.0, apom.); 12.00 (1H, c, NH).

5d

3.20 (3H, ¢, OCH,); 7.01 (2H, ¢, NH,); 7.41 (1H, t1, J=1.9, J=5.4, apom.); 7.49 (2H, m, apom.); 7.69
(2H, ™, apom.); 7.87 (2H, m, apom.); 8.01 (2H, at, J=2.5, J=8.3, apom.); 11.90 (1H, c, NH).

S5e

3.22 (3H, ¢, OCH,); 6.92 (2H, ¢, NH,); 7.41 (1H, t1, J=1.9, J=5.6, apom.); 7.49 (2H, M, apom.); 7.69
(2H, T, J=1.9, J=8.3, apom.); 7.87 (2H, at, J=1.8, J=7.4, apom.); 8.01 (2H, nT, J=2.6, J=8.3, apom.);
11.70 (1H, ¢, NH).
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5. Mensenesa C.M. DddexruBHblii criocod mo-
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