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N,N-BUHYKJIEO®UWJIbIl B PEAKIIUAX
C 3-bBPOM-N-APUWIMAJIEUMHUJIAMHU

A. JI. Caobinun, X. C. llluxaaues, FO. A. KoBbirun

Boponedcckuil 2ocyoapcmeennbiil yHugepcumem

[Moctynmia B pegaxmmro 02.04.2008 1.

AnHoTanusi. CUHTE3UPOBAH PAJl HOBBIX METEPOLMKIMYECKHX COEIMHEHUI Ha OCHOBE peakuuii 1,1-
N,N-6unykie0puIoB (apmIryaHuAMHOB, aMHHOTPHA30J1a, aMUHOOeH3UMu1a3001a) ¢ 3-0poM-N-apuimare-

HUMHUJIaMU.

KiiroueBbie cj10Ba: apuiryaHdAMHbI, aMUHOTPHA30J1, aMUHOOCH3UMHIA301, 3-0poM-N-apriIMaaeuMu bl

Abstract. A number of new heterocyclic compounds has been synthesized in reactions of 1,1-N,N-bi-
nucleophiles (arylguanidines, aminotriazole, aminobenzimidazole) with 3-bromo-N-arylmaleimides.
Key words: arylguanidines, aminotriazole, aminobenzimidazole, 3-bromo-N-arylmaleimides

BBEJIEHMUWE

B nacrosiee BpeMs reTepoLMKINIECKIE COeIN-
HEHUS IUPOKO MPUMEHSIOTCS BO MHOTMX OTPACIX.
IIpexxne Bcero, 3TO KacaeTcs GapMareBTHIECKOM
MIPOMBIIIUIEHHOCTH M MEUIMHEL. B cBsA3M ¢ 3TUM Tpe-
OyeTrcs monydeHure OOJBIIIOTO YUCIIa HOBBIX T'eTepo-
LUKJIMYECKUX CUCTEM CO CIIOXKHOW CTPYKTYpPOH M HX
JalbHEeHIee UCCACAOBAHUE C IIEIbI0 HAXOXKICHUS
MIPaKTHYECKU TTOJIE3HBIX CBOHCTB.

OnHUM U3 pacipoCTpaHEHHBIX CIOCOOOB CHHTE3a
A30TCOZIEPKALLUX COCAMHEHNH SIBIISIETCS B3aUMOJIEHC-
TBHUE pa3niuHbIX N,N-OuHyKI1€0(QHUIEHBIX CYOCTPATOB
C DIEKTPO(IIBHBIMUA peareHTaMu. 3ajada JaHHOU
paboTHI COCTOsIIA B U3YUEHUH PEAKIINN TeTePOIIUKITH-
3aiuu 1,1-N,N-6unykneodunos (N-apuiaryaHuAnHOB)
1 UX MUKIAYECKUX aHAJIOTOB (aMHHOTPHA30JIa, aMH-
HOOeH3MMU1a30:a), ¢ 3-0poM-N-aprimMaienMuIaMH.
Br100p maHHBIX NCXOAHBIX COEAMHEHUH TIPOBOIMIICS
C YYETOM HX MOTEHIMAJIbHON peakMOHHOM CIoco0-
HOCTH, a TaKK€ BOBMOXKHOCTU MOJyYEHUS HETPUBU-
AJBHBIX CTPYKTYP, C IETBI0 HCCIEIOBAHNS X OHOJIO-
TMYECKOM aKTUBHOCTU M MPOBEIECHUS NAJIbHEUIIEH
MOIH(PUKAITHH.
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OBCYXJIEHUE PE3VYJIBTATOB

B nmureparype [1, 2] umeroTcs cBeieHUs O IUKIH-
3alM1 IPOU3BO/IHBIX I'YaHUINHA C PA3JIMYHBIMHU JJIEK-
Tpodmiamu. B Hamrelr pabote B KadecTBE DICKTPO-
¢unpHOTO peareHTa OBLT MCIONB30BaH 3-OpoM-N-
apuIMaIenMu.

IIpu B3aumogpeiictBuu 3-6pom-N-apunmManenMu-
1oB ¢ N-apuiIryaHuIMiHaMu, COINIacHO JaHHbIM SIMP-
'H-cniekTpockonuu ObUTH TONTy4eHbI 2-(5-0Kkco-2-apu-
JIAMHUHO-3,5-TUrHIpouMuAa301-4-unmuieH )-N-amnera-
aruas! (1).

IIpu npoBeneHMM OHON U3 JAHHBIX PEAKLIMI HaM
YAAJIOCh BBIICJINTh U OXapaKTEPU30BaTh B KaueCTBE
MIPOMEKYTOYHOTO coeuHeHnst N-peHnnmanenmMua-3-
wi-N’-4-meroxkcupennnryanuaut (I1). to mo3somns-
€T NPEIIIOJIOKHUTh, YTO BHAYAJIE, IPOUCXOAUT IIPUCO-
€IMHEeHNe aMUHOTPYIIITBI apUITyaHUANHA IO IBOMHON
cBs3u 3-Opom-N-apuimanenMuia 1Mo THITY Peakinu
Muxanis, a 3aTeM — peruKIN3aIus apuiIMalenMuaa,
NPUBOZSIIAs K 00pa30BaHUIO AUTHIPOMMHUIA30I0HO-
BOM cHcTeMbl. Takas 1moclieoBaTeIbHOCTh CTaJUH
comacyercs ¢ NpeJyIokeHHON aBropamu [3] u1st pe-
AKLUH aMUIMHOB C apUIMaJCHMUIaMH.
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Peakiiu mpoBoIvITN TIPY KUITSTYSHHUH B TMOKCAHE,
BBIXOJ] TPOAYKTOB cocTaBstn 20—25%.

[Ipu ocyuiecTBICHUH CHHTE3a C y4acTHEM aMHHO-
a30J10B ¥ 3-0poM-N-apriiMalieiMUI0B, MBI PE/IITOJIa-
rajiy, 9To UX B3auMojeicTBre OyJeT MPOXOJIUTh aHa-
JIOTHYHO PEAKIHSIM ¢ yyacTueM N-apHiryaHHInHOB U
OKHJIAJTH TTOJTYYCHHS B KQ4eCTBE MPOJIYKTOB PEaAKIUH
coeaunenuii (I1I) u (IV). Ognako pacumdpoBka gaH-
HbIx SIMP-'H-criekrpockomnuu rmokasaia, 4To HCCIIeI0-
BaHHBIM BEIIECTBAM COOTBETCTBYET CTPYKTypa 3-(5-

O

Ao 1
N + <N)\NH
O H

R = H, 4-OCH,,4-Cl

amuHo-[ 1,2,4rpuazonmn)-N-apunmanenmuios (V) u
3-(2-aMmuHOOEH3UMITa30111 )-N-apUiIMaICUMHUIOB
(VI). B SIMP-'H-criekTpax 3TUX COSJMHCHUI CUTHATY
JIBYX TIPOTOHOB aMHHOTPYIIITHI COOTBETCTBYET YIIINPEH-
HBII cuHrnet 7,45 m.a., nporony C-H muponsHOTO
[IMKJIa CUHTIET 6,79 M.1I.

Peakiiinu poBOIUIKCH ITPY KUIISTYCHUU B M30ITPOITH-
noBom crirpre. [Ipoayxkrer (IVa-c) u (VIa,b) momyuens ¢
Boixonamu 14—34%. [lannsie IMP-'H-criekrpockornu
coequnenuii (Ia-d), (II), (Va,b), npuseneHs! B Tabn 1.
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N,N-ounyrneoghunvt 6 peaxyusix ¢ 3-6pom-N-apuimanreumuoamu

SKCINHEPUMEHTAJIBHAS YACTb xpomarorpaduu Ha mnactuHax Silufol UV-254. Dio-

KoHTpob MHAMBHUTyaTbHOCTH PEareHToB u rmomy- ~ CHTRl — HHIAMNBHAYallbHBIC PACTBOPUTCIIN (deThIpex-

YCHHBIX COCIMHEHUM, a TAKXKE 3a XOZ0M IpoTeKkaHus  XJIOPHUCTBIN YITIEPO, JIMOKCAH) U MX CMECHU B Pasjiny-
o v o 1

peaKImii OCyIMEeCTBISICS METOIOM TOHKOCHOiHOH  HBIX COOTHONICHMSX. SIMP-'H-cniekTpbl CHATHI Ha

R
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Tabmuna 1
Jlannvie cnexmpanvroeco ananuza 2-(3-okco-2-apuramuno-3,5-oueuopoumudazon-4-unuoen)-N-
ayemanunuoos (la-d), N-penunmaneumuo-3-un-N’-4-umemoxcughenuneyanuouna(ll), 3-(5-amuno-
[1,2,4]mpuaszonun)-N-apuimaneumuoos (Va,b).

Coeaunenue R, Ar XUMUYECKHH CIBUT, O, M.,
la R =4-Cl, 1,26 3H, 1) — CH,; 2,74 (2H, 2n) — CH,; 4,95 (1H, ¢) — CH; 7,3 — 7,68 (8H, m)
Ar=4-C H-Ph |— CH-Ar; 7,94 (1H, ymr. ¢) — NH; 9,08 (1H, ynr. ¢) — NH; 13,19 (1H, ¢) — NH;
b R=H, 1,24 (3H, ) — CH,; 2,75 (2H, 2n) — CH,; 4,95 (1H, ¢) — CH; 7,25 — 7,64 (9H, m)
Ar=4-C H-Ph |— CH-Ar; 7,90 (1H, yur. ¢) — NH; 9,09(1H, ym. ¢) — NH; 13,20 (1H, ¢) — NH;
Ie R=H, 3,34 (3H, ¢) — OCH,; 4,95 (1H, ¢) — CH; 7,28 — 7,71 (9H, m) — CH-Ar; 7,86
Ar=4-OCH,-Ph | (1H, ymr. ¢) — NH; 9,1(1H, ym. ¢) — NH; 13,22 (1H, ¢) — NH;
1d R=H, 1,23 (3H, ¢) — CH,; 4,94 (1H, ¢) — CH; 7,26 — 7,67 (9H, m) — CH-Ar; 7,89 (1H,
Ar=4-CH,-Ph |ym. ¢) — NH; 9,1(1H, ymr. ¢) — NH; 13,21 (1H, ¢) — NH;
1 R=H, (3H, ¢) — O-CH,; 4,65 (1H, ¢) — CH; 6,35-8,00 (11H, m) — 9CH Ar + 2NH;
Ar=4-OCH,-Ph | 14,19 (1H, yur. ¢) — NH
Va R = 4-CH 2,37 (3H, ¢) — CH; 6,79 (1H, ¢) — CH (muppomn); 7,21-7,36 (4H, m) — CH-Ar;
3 7,45 (2H, ymr. ¢) — NH,; 7,72 (1H, ¢) — CH (tpmnazon)
Vb R =4-C 6,82 (1H, ¢) — CH; 7,37-7,62 (4H, m) — CH-Ar; 7,45 (2H, ym. ¢) — NH,; 7,72
(1H, ¢) — CH (Tpuazomn)
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npubope Bruker AC-300 (300 MTI'11) B pactBopuTese
JAMCO-D,, BHyTpeHHHH CTaHapT — TETPAMETHIICH-
JIaH.

OBIAA METO/JUKA CHHTE3A 2-(5-OKCO-2-
APHIIAMHHO-3,5-TUT' H/[POUMH/[A30JI-4-
HIITH/ITEH)-N-ALIETAHHJIH/]OB (1)

DKBUMOJHBIE KommdecTBa 3-0poM-N-apuimanen-
Muja 1 N-apuiaryaHuJiHa KAMATHIN B JTUOKCAHE.
Bpewms peakunu — 4 yaca. Ocasox OTQHUIBTPOBBIBA-
JIY, TIPOMBIBAJIN AIIeTOHOM M TIEPEKPUCTAITH30BBIBAIH
U3 AUMETHIAPOpPMaMHIA.

OBILIAA METO/IUKA CHHTE3A
3-(5-AMHHO-[1,2,4] TPHA30IHUJI)-N-
APHIIMAJIEUMHUJIOB (V)

OKBHUMOJIbHBIE KommaecTBa 3-0pom-N-apunmae-
MMUJIOB U 2-aMHUHOOCH3MMHU/Ia30J1a KUTIATUIHA B U30-
MPpONUIOBOM criupTe. Bpems peakuuu — ot 4 10 5
gacoB. OcaaKky OTQHUIBTPOBBIBAIH, TPOMBIBAJIH alie-
TOHOM | TIPU HEOOXOAMMOCTH, TIEPEKPUCTAIUTA30BbI-
BaJIM U3 TUMETUIhOopMaMHu/Ia.

OBIIAA METO/IHUKA CHHTE3A 3-(2-
AMHUHOBEH3UMH/TA30JTHJT)-N-
APHIIMAJIEUMH/IOB (VI)

DKBUMOJIbHBIE KOTUYeCcTBa 3-0poM-N-apuimae-
UMHJIOB U 3-amuHO-1,2,4-Tprua3zosna, KUMSATUIN B U30-
MPOMUIIOBOM criupTe. Bpems peakiuu — ot 4 10 5
yacoB. Ocajku OT(QUIBTPOBBIBAIH, POMBIBAIH alle-
TOHOM U HpI/I HeO6XOI[I/IMOCTI/I, HeperI/ICTaJIJII/I3OBBI-
BaJIM U3 TUMETHI(OpMaMHUIA.
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