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Maneimign npueaHyoTh rigpa3ngn kap6oHOBUX KUCOT i apunrigpa3nHn 3a noaBiiHUM 3B’I3KOM 3
YTBOPEHHSIM MOXiAHUX rigpa3uHincykuuHiminy. BigHoB/eHHs apyKTiB 6oporigpuaom HaTtpilo Bege
BUKJIIOYHO A0 NPOAYKTIB BiAHOBHOro PO3KPUTTS LUKJTYy CyKUuHIimigy. JIy)kunii rigponi3 nepebirae B
ABOX HanpsIMKax — 3a KapOOHiIbHUMU rPynamMun CyKUNHIMIBHOIro UnKJTy 3 PO3KPUTTSM OCTaHHbOIO.

ADDITION OF HYDRAZIDES AND ARYLHYDRAZINES TO CYCLIC IMIDES OF MALEIC ACID
M.A.Orlov, N.l.Korotkikh

Maleimides add hydrazides of carboxylic acids and arylhydrazines to double bond to form
hydrazinylsuccinimide derivatives. The reduction of adducts with sodium borohydride leads
exclusively to the products of reductive disclosure of the succinimide cycle. The alkali hydrolysis
proceeds in two pathways to carbonyl groups of the succinimide ring to open of the latter.

NMPUCOEQANHEHUE TUAPA3UA40B U APUJITMOPASUHOB K UUKJITUMECKUM UMUOAM MAJIEN-
HOBOW KUCJIO0TbI

M.A.OpsnoB, H.U.KopoTkux

Manenmuabl NpUcoennH[IOT ruapa3nabl KapboHOBbIX KUCJIOT U apuaruapasvHbl no ABOWHOM
CBSI3n C obpa3oBaHNeM MPON3BOAHbIX ruapas3vnHuacykunHumuga. BoccraHoBneHne agaykToB
6oprugpuaom HaTpusi BeAeT UCKIIOYUTEsSIbHO K NpoOAYKTaM BOCCTaHOBUTEJ/IbHOIO PacKpbiTUS
uunkna cykumuumuga. LLjeno4yHori ruaponan3 npoTekaeT B 4BYyX HanpaB/eHUsX — Mo KapboHUb-

HbIM rpynnam CYKUNMHUMULOHOIoO UMKJia C pacKpbiTUeM rnocsiegHero.

B nuTtepatype onucaHO MPUCOEAUHEHUE pas3iuy-
HBIX a30TCOJIEePKALINX HYKJICO(PUIOB K 3aMelleHHBIM
IMKJIAYECKUM UMUIAM MaJeMHOBOW KUCIOTHI, TTPH -
BOZSIIIEe K 00pa30BaHUIO COOTBETCTBYIOIINX ITUKIIM -
YeCKMX MPOU3BOAHBIX SIHTApHO KUCIOTHI. M3BecT-
HO, YTO Ha JIETKOCTb MPOTEKaHUsSI JAaHHOW peakinu
BIIMSIET, TIPEXIE BCETO, OCHOBHOCTh peareHTOB. BbI-
COKOOCHOBHBIE aM(paTUIeCKue M aTUITUKINISCKIE
aMmuHbl (pKa 10-11), B3siTbIe B 9KBUBaJIEHTHBIX KOJIU -
yecTBax K MajieMMUIaM, pearupyroT odeHb Jierko. B
OcH30J1e TIPM KOMHATHOM TeMmIiepaType 3K30TepPMH -
YyecKasl PeakIvsl 3aKaHIMBAETCST BCETO 32 HECKOJIBKO
MUHYT U TIPUBOJUT K 0OPA30BaHUIO MTPOIYKTOB IPU -
coeqMHeHUs] ¢ BbICOKMMM BbIxogamu [1]. Ilpu mo-
HVKEHUM OCHOBHOCTM peakIIMOHHasi CIOCOOHOCTH
aMMHOB yMeHbImaercs. [lpucoenmHeHUe apoMaTH-
yeckux aMuHOB (pKa 3,5-5,5) TpeOyeT 6osee KecTKUxX
YCJIOBUI: KUIISTYEHUS PEAKIIMOHHON CMECU B TEYEHUE
2 4 1100 BBIACPXKUBAHUS C 2-4-KpaTHBIM M30BITKOM
aMMHa MpW KOMHATHOW TeMmIiepaType OT 8 4 0 He-
CKOJIbKUX CYTOK B 3aBUCMMOCTH OT OCHOBHOCTU aMMU -
Ha. [IpoBectu 3Ty peaklui0 C HU3KOOCHOBHBIMU
aHWIMHAMU (HUTpOaHWIMHAMU, KapOOMETOKCH-, KapO-
BTOKCU-, TMOpOM- 1 muxyiopaHmwmHaMu — (pKa 1-2,5)
He ymaetcd [2].

l'eTepounKINYecKe OCHOBAHUSI TaKXKe IMPUCO-
enquHAI0TCa K MaenMunaM. Mmunasonsl (pKa 7-7,2)
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n 6eH3umMuaasosl (pKa 5,5-5,7) nist nprcoenMHEHUS
110 TBOMHOI CBSI3U TPEOYIOT KUITSTYEHUST pEareHTOB B
alieToHUTpue. B ciayyae ©MKUIa30J10B peakiys npu-
COeMHEeHMsI MpoTekaeT 3a 1 4, HO B KauecTBe MoboY -
HOro MpOIyKTa 00pa3yercsl LUMKIMYECKUI TpUMep
MaJleMMUJia, a B cilyvyae O€H3MMUIA30JI0B pPEeaKIIUs
3aKaHYMBaeTcs 3a 7-24 4. JIns nipucoeauHeHUS TIpO -
n3BOOHBIX mupasona (pKa 2,4-2,6) B alleTOHUTpUIIE
BpeMsl peakluMu yBeauuunBaercs 1o 47 4 [3, 4].
Cpeny MMUIOB MaJeMHOBOW KMCJIOTHI U 3aMe-
IIEHHBIX CYKIMHUMUAOB OOHAPYXEHbI BelllecTBa, 00-
JIajaiolme TyoepKynocTaTudeckou [5], dyHruuma-
HoOU [6-9] n aHTHOGaKkTepranbHO [10] aKTUBHOCTEIO.
ITpucoeauHeHue NMPOU3BOJHBIX TUAPA3MHA K Ma-
JeumMugaMm He uzydeHo. OQHAKO mMpennoJiaraeMble
MPOAYKTHI TaKWUX TpeBpallleHUi ((pyHKIIMOHAIbHbIE
MPOU3BOHBIE CYKIIMHUMUJIOB WK alIMKJIMYECKUX MPO-
M3BOJHBIX HA UX OCHOBE) MOTYT OBITb MEPCIEKTUB-
HBbIMU B MOCTPOEHUU KOHIEHCHUPOBAHHBIX TeTepO-
LIMKJIOB M KaK OMOJIOTMYECKHW aKTHBHbIE BElleCTBa.
Oco0eHHO MHTEPECHBI peaKIM C TUApa3uaaMUu KUC-
JIOT, CpelIu KOTOPBIX M3BECTHBI 3(p(HEKTUBHBIC ITPO-
TUBOTYOEpPKYJIe3HbIe cpeAcTBa. [IpoayKThl Tprcoenu -
HEHMS TUAPA3UIOB K MaJIeMMUIaM MOTYT ObITh Mep-
CIIEKTUBHBI MJIs TIOMCKa HOBBIX MpPernapaToB 3TOro
HanpasieHus aeictsus. C Ipyroil CTOpoHBI, peak-
LIUA MaJICUMUZIOB C TUJApa3uHaMU MHTEPECHBI C TOY -
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m-CH3CgHgy; 2g R = n-CICgH4, R = 0-1CgHg4; 2h R'=n- ClC¢Ha4, R®=2- bypun; 2i R! = = n- BrCe¢Ha,
0-NO2CgHy; 2j R = = N(CH3)2, R’ = o- CH3CgHgs; 2k R'=n- CICe¢Ha4, R3=2- mupuat; 21 R'=n- CICg¢Ha4,
n-CH3CgHy; 2m R!'=n- BrCe¢Ha, R’ = =p- CH3CgHgy; 2n R!' = =n- BrCe¢Ha, R® = m-BrC Ha4; 20 R!' = n- BrC¢Ha,

3=  0-CICcHq; 2p R! =2,4- (CH3)2CHs, R? = n- NO2CeHy; 2 R! = = 2,4-(CH3)2CeH3; R = #-NO>CeH;
2r R = CgHs, R3 = n-CICgHa4. 3a R' = »-CICgH4, R = R* = H: 3b R! = #-CIC¢H4, R? = H, R* = CH3;

3¢ R! = u-CIC¢H4, R> = n-CH3, R* = H

Cxema 1

KM 3peHHUs BO3MOKHOCTHU TIPOSIBJICHUS 0O-3¢deKTa
TUApPa3svHOB B YKa3aHHON peaKIvu.

B HacTtosieit pabote HaMy M3y4YyeHbl Harpasie-
HUS TIpEeBpalLEeHMST apOWJI-, TeTapUJI- U apUITUIpa3u -
HOB C IMKJINYECKUMU UMUAAMU MaJeMHOBOI KMCJIO -
Tl la-f, a Takke XMMMYECKHME CBOMCTBA IPOAYKTOB
npucoeauHeHus. [lokazaHo, 4To, HECMOTpPSI Ha MO-
HDKEHHYI0 OCHOBHOCTD (pKa 2.5-3,7) [11-14] o cpaB-
HEHUIO C COOTBETCTBYIOIIMMU aHUJIMHAMU, TUAPA3HU -
OBl CIIOCOOHBI JIETKO MIPUCOCAUHSTHCS MO JIBOMHOI
CBSI31, UTO, MO-BUAMMOMY, CBSI3aHO C MPOSIBICHUEM
o-3(dexra Mpou3BOAHBIX rMapa3rHa. Peakius mpo-
TeKAeT MPU KUMSYCHUU SKBUMOJEKYJISIPHBIX KOJIM-
YeCTB pearcHTOB B M3OIIPONAHOJE B TeueHue 1 4.
[TpoaykThl mpucoeanHeHUsT 2a-0 JEerKO BbIACISIIOTCS
B BHUJE MaJOpacTBOPUMBIX B OPraHUMYECKMX Cpeaax
BELIECTB C BeIxomamu 85-95% (cxema 1).

CocTtaB M CTpPOeHHE MNOJYYEHHbIX BeEIIEeCTB MOJ-
TBEPAKIEHO METOAMH S/IEMEHTHOIO AHAIM3A H CHEKT-
poB 'H amp. B CHEeKTpax '"H amp MPOIYKTOB
MPUCOEINHEHMS 2a-P MPOSIBISIIOTCS CUTHAJIBI apoMa-
TUUYECKUX TTPOTOHOB B o0actu & 6,5-9,0 M.1., curHa-
jnoB CH» cykKumHMMUOHOTO 1IMKiIa B objactu o 2,7-
3,2 M.A., CUTHAJIOB CH — ngn 0 4,1-4,4 m.n. Ilo-
JIBVXHBIE TIPOTOHBI N'H u N?H TUApa3uIHON TPyH-
bl JEMOHCTPUPYIOT CUTHAJIBI B objactu 8 9,6-10,6 n
5,5-6,1 M.[. COOTBETCTBEHHO. DKCIEPUMEHT C 3aMe-
HoIt pactBoputes (mupuauH-ds Bmecto JIMCO-de)
IMOKa3bIBaeT CYILIECTBEHHOE N3MEHEHNE XMMUYECKUX
caguroB oboux NH-nportonos (Ad 1,1 m.a.), yto

21
Cxema 2

CBUIETEJBCTBYET B I10JIb3Y OTCYTCTBUSI BHYTPUMOJIE -
KYJISIDHBIX BOJOPOIHBIX CBSI3€i B COSOMHEHUSIX.

B npoaykrax nmpucoeIMHeHUs] THAPa3uaoB 2m-p K
2,4-numetwideHunmManieumMuny 3adukcrupoBaHa ar-
ponou3omMepus. M3-3a Haauums crepuyeckux IIpe-
MSATCTBUN B 0pmo-TIOJ0XKEHUU apOMaTUIECKOTO sipa
BpallleHUe (QeHWIbHOro (parMeHTa BOKPYT CBSI3U
C-N 1pu KOMHaTHOW TeMIlepaType He ITPOUCXOIMUT.
Hamruue nByx aTporion3oMepoB IOATBEPXKIACTCS CIIEKT-
pamu '"H amPp BEILECTB, B YACTHOCTH, IIPOSIBIICHUEM
CHUTHaJIa METUJILHOU TPYMIMbI B BUIE IBYX CUHIJIETOB
1 YABOCHUEM ny0JsieTa AyO0JeTOB METUJIEHOBBIX IPO-
toHOB. Ho yxe mpu remneparype okoisio 80°C cTtaHo-
BUTCSI BO3MOXHEIM CBOOOIHOE BpallleHHE BOKPYT CBSI -
3u C-N u arporionzomepusi He (UKCUPYyeTCs.

HamnpapieHnue peakuuu ¢ apwirdapasvyHamy 3a-
BUCHUT OT 3aMECTHUTEJIS IIPU aTOME a30Ta MMUIHOIO
nukia. [Tpu npoBeneHuu peakuuu ¢ N-m-xjaopde-
HUJIMaJIEUMUIOM U N-IUMeTUIaMUHOMATIEUMUIOM C
Bbixomamu 50-60% ymaeTcsl BBIIEIUTH YMCTHIE MPO-
JYKTBI IPUCOEIMHEHUS T10 ABOMHON CBSI3U 3a-B.

C N-n-xn0p- u N-n-06pomM3saMellleHHbIMU (DeHMIT-
MaJleMMUJIaMU Hapsiiy ¢ IPUCOeAUHEHUEM IO JIBOM -
HOM CBSI3M IIPOTEKAIOT ITOOOYHBIE TIPOIIECChl ¢ 00pa-
30BaHMEM CMECH IIPOAYKTOB, M3 KOTOPOM YHCThIE
WHAWBUAYaJbHbIE BEllleCTBA BbIAEIUTh HE yIaeTcs.

BoccranoBnenue 1-(apomiruapasvH-2-ui)uppo-
JUAWH-2,5-11uoHa 21 u30bITKOM OOpruapuaa HaTpus
B CMECH MeTaHOJa 1 0eH3oa (aHaJIOTMYHO JaHHBIM
pabortsl [15] msg cuHTe3a 3-aMUHONMUPPOIUINH-2,5-

Cl
(6]
NaBH, O NH
[ NH
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2a,r
5a,b R = H; 5¢,d R = Cl
Cxema 3

IVOHOB) TIPOTEKAET PETMOCETCKTUBHO: TPOUCXOMAUT
pacKkpeITHEe UMUIHOTO ITUKJIA M C BBICOKUM BBIXOIIOM
o0pa3yeTcsl HEM3BECTHOE paHee TMPOU3BOJHOE TUJ -
POKCUMACJ/ISTHON KUCIOThI 4 (cxeMa 2).

B o3y Takoii CTPYKTYpBI TOBOPSIT TaHHBIE 21 -
MEHTHOro aHanu3a u cunektpa H SIMP coemmneHus
4 B JIMCO-d¢, B KOTOPOM MPOSIBISIIOTCSI CUTHAJIBI B
oonactu o 2,51 m.a. (myoner, J 5,1 T'u, CH2CO),
mynbsTumier npu 3,35 m.a. (CHN) u nyoner npu 6
3,43 m.o (J 5,3 I'u) nmpotonoB CH>OH.

HarpeBanue 1-(apouruapasuH-2-uia)IUppOIUIvH--
2,5-11OHOB 0€3 pacTBOPUTEJIS BbILE TOYKHU TIaBJIE -
HUA 1100 B mumeTtuicynbdokcuae npu 170°C mpu-
BOIUT K medparMeHTAIIMd MOJIEKYITBI, TIPUIeM UICH -
TUULMPOBATh YAAeTCS TOJbKO 3aMelleHHBbIN de-
HWIMQJIEUMUI 1 OCH30UITUIPA3HH.

HeiicTBue Ha amaykT 2a TUApOKCUAA Kaaus B
cMecu MeTaHoJ1-0eH30i1 1:1 ¢ mocnenyroumuM NoaKuc -
JIeHWeM BeleT K MPOAYKTaM PACKPBITUSI CYKLIMH-
VIMUIHOTO KOJIblIa C 00pa3oBaHUEM CMECH BYX M30-
MEpHbIX KMCIoT 5a u 5b (cxema 3). AHaJIOTMYHO
MPOBeJIeH TUAPOJU3 M-XJIOP3aMeleHHOTO CYKIMH-
nuMuIa 2r KOTOpPBI OJaeT cMech n3omepoB 5c,d. B
CIIeKTpax 'H aMP coequHeHuit B IMCO-dg obHa-
PY>KE€HBI CUTHAJIbl METUJIEHOBBIX IPOTOHOB (O 3,51-
3,53 m.1.), NCH nipu 3,93-4,00 M.1., apoMaTH4eCKMX
nporoHoB CH (6 7,02-7,88 M.11.) 1 curHa IIpOTOHOB
NH (8 10,23-11,75 M.1.). Macc-crekTpbl KapOOKCHIb-
Holl (opMbl MoKa3bIBaIOT 1O JBa BellecTBa (5a,b u
5¢,d) ¢ momekymrsapHEIMM Maccamu 327,3 m 361,1
COOTBETCTBEHHO.

Takum oGpa3omM, B HacTosIeil padboTe CUHTE3M-
poBaH psim OSH30WI- U ApWITHIPA3MHOBBIX TTPOM3-
BOJHBIX CYKIIMHUMMIA, KOTOPbIE MPEACTABISIOT UH-
Tepec IJis TOJIydeHUs] Ha UX OCHOBE HEM3BECTHBIX
paHee MPOU3BOAHBIX STHTAPHOM U TUAPOKCUMACISIHOMU
kucyoT. Cyas Mo UMEIOLIMMCS JIUTepaTypHbIM JaH -
HbIM ISl aHAJIOTOB, TOJIyYeHHbIE COeAUHEHUS TIpe/l -
CTaBJISIIOT MHTEpeC IJis ToucKa (apMaleBTUUYeCKU
aKTMBHBIX COEAMHEHUI C aHTUMUKPOOHOM (IIPOTUBO -
TyOepKyIe3HO!, IPOTUBOTPUOKOBOM M aHTUOAKTEPH -
aJIbHOI) aKTUBHOCTBIO.

HccnenoBaHus, BBITIOJHEHHBIE ¢ TOMOIIBIO TTPO-
rpammbl PASS, nnsa coequnenuii 2,4,5 noareep:kaa-
0T IMMPOTHO3 aHTUTYOEPKYJIe3HOW aKTUBHOCTH, a TaK-
K€ YKa3bIBalOT Ha BO3MOXHYK aHTUMUKOOAKTEpH-
aJIbHY10, TIPOTMBOBUPYCHYIO, aHTUHE(MPUTHYIO, Kap-
IMOBACKYJISIPHYIO, aHAJIETITUYECKYIO, KapAUOIPOTEK -
TOPHYIO U Ba30AMIATATOPHYIO aKTUBHOCTb.
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Cnexrpsl IIMP 3anucansl Ha npudope Gemini
200 (200 MTI'u) ¢pupmbl Varian B IMCO de. BHyT-
peHHuit crangapT — TMC. XpomartorpacdupoBaHue
B TOHKOM CJIO€ CUJIMKAress BeJIW Ha IuiacTUHax Si-
lufol (Yexwms), smoeHT: xnopodopm-meTtanon 10:1
(Ry). IIpostBUuTENE — MApHI H0aA.

ITomyyenne 1-(apouaruapasuH-2-ni1)IAPPOIHINH-
2,5-nuonoB (00mas Meroauka). K kumsiiemMy pactBo-
py 8 MMoJib N-3aMe1leHHOro MMUIA MaJeMTHOBOM KHC-
JIoThl B 20 MJI M3OIPOIMWIOBOIO CHMpPTa IPUOaBISIIN
8 MMOJIb COOTBETCTBYIOLLErO TuApasuaa. PeakiinoH-
HYIO0 CMECh HarpeBaJu MpH c1a00M KUIICHUU B TEUEHUE
1 4, B X0e 9ero MPOMCXOMMJIO TTOCTEIIEHHOE BHITIA/IE -
HMe ocamka TpomyKTa peakuuu. [1o 3aBepiiieHUN TIpo-
necca (koHTpoiib TCX) cMech OCTaBISIM Ha HOYb.
IMoxyyeHHBIN 0canoK OT(hUIBTPOBBIBATIN, TPOMbBIBAIN
Ha (prIbTpe HECKOJIBKO pa3 M30IPOITUIIOBEIM CITUPTOM
Y BBICYIIMBANA. JIJIT TIPUTOTOBICHUST aHATUTUIECKIX
00pa3lioB MPOAYKT pacTBOPSUIM TMPU HarpeBaHUU B
MUHUMAJIbHOM KOJIMYECTBE IMMETUIICYIbdoKcuna,
BBICAXIAIM IBYKPAaTHBIM KOJMYECTBOM 3TaHoia. Ta-
KM 00pa3oM, ObLIN ITOJTYy4eHBl COSAUHEHMS 2a-0.

st BBIIEJICHUST COEAUHEHUI 2p,q MO 3aBepllle-
HUY KUTISTYEHUS] PACTBOPUTENTh OTTOHSIM B BaKyyMme
mocyxa. OCTaTOK MepeKPUCTAIITU30BLIBAIM M3 BOJI -
HOTO _3TaHoJa.

Nz-(1-q)emm-Z,S-nnoxconnpponnnnH-S-vm)ﬁeﬂs-
ruapasua (2a). Beixon — 86%. T.ur. — 234-235°C
(mumeTuncynbdokcua-stanon, 2:5). Rr 0,48. Haiine-
Ho, %: C 66,1; H 4,8; N 13,5. C17H15N303 Borauc-
neHo, %: C 66,0; H49 N 13,6. HSIMP (AMCO-
de), o, m.o.: 2,84 nn (L;uc CH», 1H, J 17,5 T'), 3,10
bivi (mpch CH3, 1H, J 17,5 T'u, J 7,7 Fu) 4, 28 M
(CHN, 1H), 6,06 m (N H, 1H) 7, 27 M (3H), 7,46 m
(4H)27 85 M (3H) (Ar), 10 ,24 1 (N H 1H, J 5, 2 I'm).

-[1-(4-Bpomdenmr)-2 S-I[I/IOKCOI[prOJII/IIlI/IH 3-
wi] 2 meTunoensruapasun (2b). Bexon — 88%. Tt —
255-256°C (mumetuicynbdokcua-3taHod, 2:5). Rr0,52.
Haiineno, %: C 53,6; H 4,0; N 10,8. C18H1qBrN3O3.
Beruncieno, %: C 53,8; H 4,0; N 10,5. '"H AMP
(AMCO- d6) 0, [ ML 2 37 c (CH3, 3H), 2,81 nmn
(yuc-CHa, lH e 17,5 Fu, £ 3 ,8 T'n), 3,05 nn (mpch—
CHy, 1H, J 17 ,d Fu, S 8,5 Fu) 423M(CHN 1H),
5 92M(N H, 1H) 7 24M(6H) 7,621 (2H, J 8,7 T'm)
(Ar), 983H(N H, 1H, J 6,7 T'n).

N2 [1-(4- Bpomq)emm) 2,5-AMOKCONUPPOIUINH-3-
wi]-3-nupuaunkapooruapasun (2¢). Bexom — 92%.
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T.mn. — 241-242°C (aumeTuacyabGhOoKCHI-3TaHOII,
2:5). Rf 0,45. Haiineno, %: C 49,4; H 3,3; N 14,3.
C16H13BrN4O3 Breruncieno, %: C 49,4; H 3,4; N
14,4. 'H AMP (IMCO- de), 5, ML 2,82 1 (yuc-
CHp, 1H, J 18,1 Ty, J3 4,0 T), 2,99 11 (mpanc-
CHa2, 1H, J 18, 1 I, S8 ,2 ), 4 24M(CHN 1H),
5 98M(N H, 1H) 7 27/:[(2H J8,7Tm), 7,43 m (1H),
7,62 m (2H, J87Fu) 8,18 m (1H, J 8,0 I'm)), 8,65 M
(1H)28 99 ¢ (1H) (Ar), 10,34 1 (N2H 1H, J 6,2 T'm).

-[1-(4-Bpomdenun)- 2 5-unoxconnpponmnﬂ 3-
uij- 2 opomoensruapasun (2d). Berxonm — 87%. T.aur. —
240-241°C (mumeTtuncynbdokcua-staHod, 2:5). Rr0,52.
Haiineno, %: C 43,5; H 2,9; N 9,2 C17H13Br2N303
Beruncieno, %: C 43,7, H 2,8; N 9,0. 'H }IMP
(AMCO- dg) 0, M.I.: 2 84 nmn (uuc CHy, 1H, J
17,5 Tu, J° 4,2 T'u), 299 M (mpanc-CHy, 1H), 427

(CHN 1H), 5,92 m (N H 1 2) 7,35M (6H), 7,611
(2H, J 8,7 T'u ) (Ar), 997H(N H, 1H, J 6,5 I').

N2 [1-(4-Bpomdenun)-2 S-JJMOKconupponmnﬂ -3-
uia]-2-penmnanerruapasun (2e). Borxon — 85%. T.rm. —
205,5-206,5°C (9ranon). Rr 0,53. Haitneno, %:

53 5 H 4,1, N 10,3. C13H16BrN3O3 Boruucieno, %
C538 H 4,0; N105 H}IMP(Z[MCO de), O, M.II.:

2,66 na (yuc- CHz, 1H, J 18,1 Fu, 2 4.1 T, 2,92
nn (mpaunc-CHp, 1H, J 181FH,J 85F , 3,06 ¢
(CH2, 2H), 4,11 ™ (CHN 1H), 5,59 m (N H 1H)
7,21 m (7H), 753;[(2H J87FH)(AI) 968/:[(N H,
1H, J6 2 I'm).

N -[1-(4-Bpomdenun)-2,5-1MOKCONMPPOTHAUH-3-
wi|-3-merwnoensruapasun (2f). Beixom — 90%. T.aur. —
247-248°C (mumetuncyiabdokcua-staHod, 2:5). Rr0,50.
Haiineno, %: C 53,8; H 4,1; N 10,2. Clng?BrN3O3.
Boiunciieno,%: C 53,8; H 4,0; N 10,5. '"H AMP
(AMCO-dg), 8, ML 240 ,© (CH3, 3H), 2,86 nmn
(yuc-CHp, 1H, J? 17,1 I'l, s 4,2 T'm), 2,99 M (mpanc-
CH», 1H), 424 M (CHN lH) 5,84 m (N H, 1H),
7,27 M (4H), 7,63 m (4H) (Ar), 10,04 ¢ (N H 1H).

N? -[1-(4- Xﬂop(bem/m) 2 5-unoxconnpponnzmn 3-
ua]-2-itonoensruapasun (2g). Berxom — 87%. T.1ur. —
245,5-246,5°C (quMeTHaACYIbMOKCUA- dTaHOI, 2:5).
Rr0,51. Haiineno, %: C43,5; H2,7; N 8,7. C17H113C1TN3O3
Berumncneno,%: C 43,5; H 28 N 9,00 'H HMP
(AMCO- dg) 0, M.I.: 2 87 mm (yuc-CHpz, 1H, S
16,2 T'u, J° 3,9 '), 3, 07 M (mpanc-CHa, 1H), 4 ,29

M (CHN, 1H), 5,90 m (NlH 1H), 7,18 m (1H) 7,42

M (7H), 785H(IH J8,0T1) (Ar), 997)1(N H 1H
J6,3 Fu)

N -[1-(4-Xaopdennn)-2,5-110KCOMAPPOIINH-3-
W |mappoc/m3eBoii KACJa0Thl ruapasua (2h). Beixoq —
85%. T.mn. — 229-230°C (stanon). Rr0,47. HaiineHo,
%: C 53,8; H3,7; N 12,6. C15H12C1N304 Brruucine-
HO,%: C540 H36 N 12,6. HSIMP(L[MCO de),
o, m.a.: 2,83 nn (yuc-CHa, 1H, J? 164Fu,J 3,8 '),
3 03 M (mpanc-CHp, 1 2 4, 19 M (CHN, 1H), 5, 81 M
(NH 1H), 652M(CH(1)yp 1H), 710zl(CH
dyp., 1H, J 3,3 T'n), 766c(C H oyp., 1H), 7,31 1
(2H, J 8, 8 I'n), 7,45 n (2H, J 8,8 Tu) (Ar), 9,96 n
(N2H 1H, J 5.8 I').

N? -[1- (4 Bpomd)emm) 2,5-AMOKCONUPPOTUINH-3-
wi|-2-uurpodensruapazun (2i). Berxom — 93%. T.mn. —

220,5-221,5°C (mumetwiacyabdokcua-3taHoia, 2:5). Rr
0,50. Haiineno, %: C 47,0; H3,1,N12 8. C17H113BrN405
BLI‘{I/ICJ'[CHO %: C 47,1, H 3,0; N 12,9. 'H HMP
(AMCO- dg) o, m.u.: 2,86 mm (yuc- CH2, H, J
16,1 T'u, J° 4,3 T'n), 3,03 M (mpanc-CHz, 1H), 4 ,28
M (CHN, 1H) 5,91 m (N1H, 1H), 7,27 n 2H, J
6,8 I'm), 758;[(2H J68Fu) 7,71 m (3H), 8,01 m
(1H) (Ar), 10,13 n (N H, 1H, J 6,1 I'm).

NZ- [1- (,Z[I/IMETPIJI&MI/IHO) 2 5-zmoxc0nnpponmmﬂ-
3-ua]-2-mernadensruapasun (2j). Beixon — 86%.
T.mn. — 167,5-168,5°C (sranon). Rr 0,54. Haiineno,
%: C 57,9; H 6,3; N 19,3. C]I4H18N4O3. Brruucie-
HO0,%: C 57,9; H 6,3; N 19,3. "H SIMP (AMCO-dg),
o, m.a.: 2,42 m (yuc-CHa, 1H), 2,73 m (mpanc-CHp,
IH?, 2,80 ¢ (CH3, 6H), 4,02 m (CHN, 1H)25,69 M
(N'H, 1H), 7,17-7,41 m (4H) (Ar), 9,73 1 (N“H, 1H,
J5,8 FLl)

N -[1-(4-Xnopdennn)-2,5-THOKCOMAPPOTHANH-3-
W] -2-NMpUIAHKAPOOHOBOI KucaoThl Tuapasun (2K).
Boeixom — 90%. T.ma. — 230-231°C (auMeTWICYJIb-
dokcua-sranoi, 2:5). Rf 0,54. Haiineno, %: C 55 9
H 3,8; N 16,3. C16H13C1N4O3 Beruucieno, %:
55,7; H38 N 16,3. HHMP(I[MCO de), 6 M,Z[
2, 82 3,12 M (CH2, 2H), 4,26 m (CHN, 1H), 595 m
(NH 1H), 7,32 n (2H, J 8,7 T'm), 7,45 o (2H, J
8,7 T'm), 7,56 m (1H), 7,93 m (1H), 8,06 1 (1H L
7,8 Tm), 8,61 n (1H, J 4,3 T'm) (Ar), 1018;:[(NH
1H, J4 4 Tm).

N -[1-(4-Xnopdennin)-2,5-THOKCOMAPPOTHANH-3 -
ui]-4-mMetunoensruapasun (21). Berxon — 95%. Tt —
259-260°C ¢ pazn. (IuMeTHICyIbGOOKCHI-3TaHO, 2:5).
Rf 0,52. Haiineno, %: C 60,3; H 4,6; N 11,9.
C]gH16ClN3O3 Beruncieno, %: C 60,4; H 4,5; N
11,7. '"H aMP (AMCO-d¢), 6, m.o.: 2,40 ¢ (CH3,
3H) 2 81-3,02 M (CH2, 2H), 4, 22M (CHN, 1H), 5,82
M(N H lH) 7,21 o (2H, J73Fu) 733/1(2H J
7,8 T'r), 745LL(2H J7,8Tu), 7,751 (2H, J 7,3 T'u)
(Ar), IOOZH(N H, 1H, J 5,3 T'n).

N°-[1-(4- Bpomc])emm) -2,5-110KCO-3-NUpPOJIHIHn-
Hua]-4-meruadensruapasun (2m). Beixom — 94%.
T.mn. — 243-244°C (auMeTUICYIb(POKCUA-3TAHOII,
2:5). Rr 0,51. Haiineno, %: C 53 9 H 4,1; N 10,3.
C18H1(,BrN303 Brerunciaeno, %: C 53,8; H 4,0; N
10,5. '"H AMP (AMCO-d¢), o, m.o.: 240 c (CH3,
3H), 2,85 nn (yuc-CHa, 1H, J2 18,0 I'a, s 4,1 I'),
3,03 M (mpanc-CHz, 1H), 4 23 M (CHN 1H) 5,83
M(NH 1H), 7,22 o (2H, JSOFL[) 727;[(2H J
8,8 I'm), 7,60 m (2H, J 8,8 T'm), 7,75 n (2H, J 8,0 ')
(Ar), 10,03 1 (N2H, 1H, J 4,3 T).

N“-[1-(4-Bpomdbenun)-2,5-1M0KcCONMPPOTHINH-3-
ui]-3-opomoensruapasua (2n). Berxom — 91%. T.r. —
236-237°C (mumeTmicyabhoKeHa-3tanod, 2:5). Rr0,50.
Haiigeno, %: C 43,8; H 2,8; N 9,2. C17H13Br2N3O3
Beruncieno, %: C 437 H 2,8; N 9,0. 'H HMP
(AMCO- dg) O, M.I.: 283 hioi} (me CHa, 1H, J
17,5 T'u, J° 3,8 T'o), 296M(mpch CH», 1H), 423
M (CHN, 1H), 5,93 m (N H, 1H), 7,26 1 (2H, J
8,6 I'm ), 7,37 m (1H), 7,63 m (2H), 785;[ (1H, J
7,1 T ), 8,03¢c (1H) (Ar), 10,25 o1 (N ’H, 1H, J
5,7 T'n).
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NZ- [1-(4-Bpomdennn)-2,5-110kco-3-nuppoanau-
] -2-xaopoensruapaszun (20). Boixon — 86%. T.mur. —
246,5-247,5°C (mumeTwicyiabpokcua-atanon, 2:5). Rr
048 HaI/Iz[eHo %:C48,3; H3,2;N9,9. C17H13BrC1N3O3
Beruucneno, %: C 48,3; H 3,1; N 9,9. 'H HMP
(IMCO- d6) 0, M.I.: 2 84 nn (uyuc-CHp, 1H, J?
17,8 I, F3 9 I'm), 3 02 M (mpanc-CH3, 1H), 4, 27 M
(CHN 1H), 594M(N H, 1H), 725 7,35 M (6H), 7,60
n(2H J 8,6 ') (Ar), 996[{(N H, 1H, J 6,0 I'n).

N? -[1-(2,4-InmeTundennn)-2 S-ILHOKCOHI/I[)[)OJIPI-
auH-3-un]-4-auTpodensruapasun (2p). Berxon — 88%.
T.mn. — 184,5-185,5°C (sranon). Rr0,51. HaiineHo, %:
C59,6; H4,8; N 14,7. C19H13N405 Buruncieno, %:
C 59,7, H47 N147 HHMP(I[MCO de), O, M.1.:
2,00 ¢ S 2,03 ¢, 2, 31 ¢ (CHs, 3H), 2,92 nn (yuc-CHp,
lH J 16 7 Fu, J 3,4 I'm), 3,12 ox (mpch CHy, IH,
J? 167Fu, bE 8,1 T'm), 4,37 m (CHN, 1H), 615M
(N H, 1H), 7,00-7,14 m (3H), 807ﬂ(2H J 8,6 '),
833;1(2H J86FH) (Ar), 10,53 M (N H 1H).

N2- -[1-(2,4-InmeTnndennn)-2 S-HHOKCOHI/IDPOJII/I-
Jun-3-mi]-3-aurpodensruapasun (2q). Beixom — 85%.
T.nmn. — 173,5-174,5°C (atanon). Rr 0,52. HaiigeHo,
%: C 59,8; H 4,6; N 14,5. C19H18N405 BrruncieHo,
%: C 59,7, H 47 N 147 '"H aMP (AMCO-ds), 9,
m.a.: 2,02 c, 204c 2,31 ¢ (CH3s, 3H), 280 3,43 m
(CH2, 2H), 4,38 m (CHN 1H), 6,15 m (N H, 1H),
7,01-7 15M(3H) 7,80 m (1H), 8 29;{(1H J7 6Fu)
8 40;5(1H J7,6 ), 8,68 c (1H) (Ar), 10,58 m (N H 1H).

N“-(1-Penmn-2,5-1M0KCONUPPOTHANH-3- nn)ﬁens-
ruapasun (2r). Beixom — 88%. T.mr. — 227-228°C
(mmmetuncynbhokeua-stanon). Ry 0,49. Haitneno, %:
C59,7; H4,3; N 12,1. C17H14C1N303 Breruncieno, %:
C 59,4, H 4 ;N 12 ,2. HHMP (AMCO-ds), 6, M.A.:
2,82 1 (Lguc CHz, 1H J 18,1 Tu), 3,07 nn (mpch—
CHz, 1H, J 18,1 I'm, J 7,5 Fu) 4,29 m (CHN, 1H),
604M(N H, lH) 727M(2H) 746M(3H) 7,70
(2H J80Tu), 7,85 n (2H, J 8,0 T'u) (Ar), 10,23 n
(N H, 1H, J 4,5 T'n).

Honyqelme 1 -apui-3-(apuiruapa3suH-2-ui)nappo-
JaauH-2,5-1oHoB (00mas meroauka). [1pousBoaHbIe
N-(apunruapasuH-2-wi)IUpPOIUArH-2,5-110HOB  3a-C
TOJTyJYaJId aHAJIOTUYHO BBIIIE TIPUBEACHHONW METOIM -
K€ M3 COOTBETCTBYIOIINX MaJCUMUIOB M apUITHIPA-
3MHOB C TOW pa3HULIEW, YTO PEAKILMOHHYIO CMECh
BeIAepxkuBaiau npu 50°C B TeuyeHue 8 4 U OCTaBJISIIIN
Ha HOYb. [lajiee BhIIEIIeHUE TTPOBOIMIN aHAJTOTUIHO
coequHEeHUAM 2a-0. s OYMCTKY coennHeHUsT 3a-c
MePEeKPUCTAIT30BBIBAIM M3 BOMHOTO 3TaHOJA.

1-(3-Xnopdenmn)-3-(2 - eHrIrnapa3suHmI ) IPPO.IH-
JuH-2,5-muon (3a). Beixon — 60%. T.mn. — 137-138°C
(BomHbIii 3TaHO). R 0,43. Haiineno, %: C 60,8; H 4,8;

N 13,5. C16H14C1N302 Berauciieno, %: C 60,9; H 4,5;
N 13,3. 'H HMP ()IMCO -dg), o, m.u.: 2,68 nn
(uuc—CHz, 1H 7 17,5 FL[, i 3,8 T'm), 3,06 oo (mpanc-
CHa2, 1H, J 17 5 I"L[, S 8,5 Fu) 4,14 m (CHN, 1H),
535M(N H, lH) 667M(N H, lH) 6,89 M (3H),
7,12 m (2H), 7 29 M (1H), 7,39 ¢ (1H) 7,51 M (2H) (Ar).

1 -(3-X.110pd)enm1) -3-(1-meTua-1 -(beﬂn.]lm;[pa?.nﬂ-
2-un)nuppoanaun-2,5-quon (3b). Beixom — 51%.
T.mn. — 110-111°C (BoaHslit aTanox). Rr 0,47. Haii-
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neHo, %: C 61,7; H 49; N 12,5. C16H11C1N302.
Beruncieno, %: C 61,9; H 4,9; N 12,7. '"H SAMP
(AMCO-ds), 6, m.a.: 2,58 M (yuc-CHp, 1H), 3,02 ¢
(CH3, 3H), 3, 04 M (mpch CHj, 1H), 4,27 m (CHN
1H), 521 m (N H, 1H), 6,82 M (1H), 7 ,02 M (2H),
7,21 M (2H) 7,30 Mm (lH) 7 41 ¢ (1H), 7,52 M (2H) (Ar).

1-(3-X.110p(beﬂml)-3-[(4-MeTnJ1(|;)eHMJ1)rm[pa3nH-
2-wa]nuppoauauu-2,5-guon (3c¢). Beixog — 62%.
T.mn. — 114-115°C (BoanbIii 3TaHon). Rf 0,45. Haii-
neHo, %: C 61,9; H 4,7; N 12,6. C16H11C1N302.
Beruucneno, %: C 61,9; H 4,9; N 12,7. '"H AMP
(AMCO-dg), o, m.o.: 2,18 ¢ (CH3, 3H), 2,65 on
(uuc-CHa, 1H, 2172 ru, P 3,5Tw), 3,08 11 (mpanc-
CHa2, 1H, J 17 2 FLl, e 8,3 Fu) 4,14 m (CHN, 1H),
532M(NH 1H) 669M(NH 1H) 6,81 1 (2H, J
7,8 Tm), 6,95 1 (2H, J 7,8 T'm), 7,28 m (1H), 7,39 ¢
(1H), 7,51 m (2H) (Ar).

N-(4-Xnopdenunn)-2-ruapokcumeTi-3-[2-(4-me-
TIJIOEH30MT)THIPA3HUHO | MPONMOHOBOI KUCIOThI amu (4).
K cycnensumn 0,72 r (2 mmoiab) 21 B cMecu 5 M
OeH30j1a 1 5 MJI MeTaHoJa TPpUOABJISIA TIOPLUUSIMU
0,75 r (20 mMonb) OGoporuapuaa HaTPUS U MPOMOJI-
Xajau TepeMelBanye B TeueHue 1 4. [1o 3aBepiire-
HuM peakiuu (KoHTposib TCX) pacTBOpUTEIN OTIO-
HSUTM B BakyyMe, TipuOasisiau 10 My Boabl. Brimmas-
LW 0CamOK OT(PUIBTPOBBIBAIN, ITPOMBIBAIN Ha (DYJIBLT -
pe HECKOJIbKO pa3 3TaHosioM. [loce mepekpucTamim -
3allMX U3 3TAHOJIA TTOTyJaId MHIVBUIYATbHOE Bellle -
ctBO. Boixon — 85%. T.r. — 215-216°C (staHon). R
0,32. Haiineno, %: C 60,1; H5,5; N 11,9. C13H210C1N303
Breruucneno, %: C 59,8; H 5,6; N 11,6. 'H AMP
(IAMCO-dg), &, m.u.: 2,34 ¢ (CH3, 3H), 2,51 n (CH»,
2H J 5,1 T'), 3,35 m (CHN, 1H), 3,43 o (CH2, 2H
J 5,3 ), 4,72 ¢ (NH, 1H), 5,42 ¢ (OH, 1H), 7,23 n
(2H, J 7,3 T), 7,36 n (2H, J 7,8 I'm), 748;[(2H J
7,8 Tn), 7,77 IL3(2H J7,3 Tu) (Ar), 9,92 ¢ (CON'H),
10 33 ¢ (CON

I'mapomms N? -(1 tenni-2,5-110KCOMMPPOHIANH-3-
Mﬂz)ﬁeﬂsmupaztma 2a. K pacteopy 0,6 T (1,81 MMoIb)

-(1-cpermn-2 5—)II/IOKCOHI/Ipp0J'II/II[I/IH 3-m1)0eH3TU -
pa3uga 2a B cMecH 35 mu1 6eH3071a 1 35 M1 MeTaHoIa
npubasisn pactBop 0,44 1 (8 MMOIb) €IKOro Kaiau
B 3 MJI METaHOJIa M OCTABJISUIM Ha 3 cyTOK. BhimaBimii
0CaioK OT(WIBTPOBBIBAIHN, TIPOMBIBAIM OEH30JI0M U
CYILLIUJIU.

[MonyyeHHOE BelIeCcTBO pacTBOPSLIA B 6 MJT BOIBI
¥ TIOOKUCIISTA 1 MJT YKCYCHOM KHMCITOTBI. BhImaBImii
0cazioK cMecH 4-aHUJIMHO-3-(2-0eH30UJITUAPAZUHO)-
4-0KCcOOyTaHOBOI U 4-aHUIMHO-2-(2-0€H30MITHApa3H -
HO)-4-0KCcO0YyTaHOBOI KUCJIOT 5a,b 0TOUITpOBLIBA-
JIA, TIPOMBIBAJIM BOmOM M cymwin. Beixom — 0,2 T
(33%). T.n. — 151-154°C. Haiineno, %: C 62,5; H
5,4; N 12,6. C17H17N3O4 Beruuciieno, %: C 62,4, H
52 N 128 '"H amp (AMCO-ds), 6 M.I.: 3,49 M
(CHz, 2H), 3,98 m (CH, 1H), 6,93 nn (1H J 8,0 I'm),
7,30 oo (2H, J 8,0 T'u), 7,53 m (5H), 7,82 n 2H, J
10,0 T') (Ar), 11,60 ¢ (1H, CONH).

AHAJIOTUYHO TIOTyYad CMECh U30MEPOB TI-XJIOP -
3aMeILeHHBIX THUAPA3UIOIIPOU3BOIHBIX STHTAPHOMN KHC-
sothl 5¢,d 13 0,6 T (1,75 Mmonb) 2r 0,23 1. Beixon —



KypHan opr. Ta ¢papm. ximii. — 2009. — T. 7, Bun. 4(28)

36%. T.mn. — 162-164°C. Haiineno, %: C 56,5; H cBs3mu ¢ oO6pa3oBaHMeM TTPOU3BOIHBIX THIPA3HHUII -
4.4; N 11,8. C1?H16CIN3O4. Beruucieno, %: C 56,4; cykKumHuUMUIA.
H 4,5; N 11,6. 'H AMP (IMCO-dg), o, m.a.: 3,51 M 2. BoccraHoBeHHE MOJIyUeHHbBIX aJAyKTOB OOp-

(CH3, 2H), 3,99 m (CH, 1H),7,03 m (1H), 7,31 M ruapuaoM HaTpusl BeAeT UCKIIOYMTEIBHO K IIPOAYK-
(2H), 7,56 m (4H), 7,85 1 (2H, J 10,0 I'u) (Ar), 11,71  TamM BOCCTAHOBMTEJIEHOTO PACKPBITHS LIWKJIA CYKLIVH -
¢ (1H, CONH). UMHUIA.
3. llleTouHO TMAPOIN3 TUAPAZUHUICYKIIMHUMM -
JIOB TIPOTEKaeT B IBYX HaIMpaBIEHUSIX — IT0 Kap0o-
1. ManeuMuabl TIPUCOEIUHSIIOT TUAPASUIBI Kap-  HWIbHBIM IpyNIaM CYKUMHMMUIHOTO LIMKJAa C pac-
OGOHOBBIX KHUCJIOT W apWITHIAPA3WHBI 10 IBOWHON  KPBITHEM ITOCIEIHETO.
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