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DUKJIOJE3AMUHUPOBAHUE N-A3QJMJIQOPMAMEIUHOB.
CHHTE3 DNOJMASATETEPGHUKJIOB CO CTPYKTYPHBIMHA
OPATMEHTAMY U3O0XMHOJIMHA K HUHIOJIO[2,3-cjIIUPUAAHA

IIpu szayMoneiicTavM 4-2pHi-5-2aMUHOIMPA30J0B U 2-2pHil-3-a MMHOMAICHMUAOB
¢ tpuc{MopdoarHD) MeTaHOM 00pasgy0Tcs N-a30/ubopMaMuiub, KOTOPHIE GPY Ha~
rpesaHuM B TPHMOTOPYKCYCHOM KUCTIOTE IPEBPAILRIOTCH B IOJIMKOHICHCUPOBAHHEIE TETe-
POLMKIIBI CO CTPYKTYPHBIMY (PPArMEHTAMU U0XMHOMMHEA ¥ MHN0N0[2,3-c] nupunuua.

lereponmkadyueckie CACTEMB HI0XUHOIWHA ©  #HA0IO[2,3-c¢ Inmpuamsa
(B-xapOommHa) CAYXAT CTPYKTYDEBIMM KOMOOHEHTaME OOJBLIOTO  9ucjia
ANKAJTOWAOB. BepodTHO, MMEHHO 572 NMpWUWMHA CTUMYJIHPYST WHTEPEC K ITAM
K12cCaM COERMHEHWH, CPEA¥ KOTODHIX HANAEHBI W ¢ YCOEXOM HNPAEMCEHSIOTCH
MHEOTHE JTEKAPCTBEHHBIE CPENCTRA, PaboTH M0 YCTAHOBNEHKIO CTPYKTYPHl, CHATE3Y
TIPUPONHEX aAXAJOUOOB M WX CHUHTETHNECKEX AHAJOTOB, OHCK HOBBIX
OHOIOTHUECKE AKTHBHEIX COSTMECHNM Ha OCHOBE W30XMHOIMHA U MHAoa0[2,3-¢c -
MMPUAVHEA OKA3a/Td CYIIECTBEHHOE BJIMAHNEC HA PA3BATHE XBMEW MeTCPOIIHKINYIC-
CKYX COCAMHCHWH U OPraEmYeCKON XUMEFY B IIS/IOM.

TlpuMeYaTERbHO, YTO HONABASIOMEE OOMBIGMHCTBO HSOXHHEONVHOB, HHEO-
10{2,3-c JoupuARHOE W TIOMMKOHZCHCUPOBAHHBIX PETEPONYKIOR HA WX OCHOBE
TIOJIYYEHO B PE3YJIBTATE UCHONB30BAHNY JABHEC OTKPHITHIX ¥ XOPOIHO M3YYECHHBIX
peakouéi — Ilomepanua—®@pumua {1, 2], buvurepa—Hanumpansckoro [3],
TIuxro—Illnenrmepa [4]. Hoeble cHETEeTMUECKAE TOXXOOH, CPOPMYIXDOBAHHEIC
B mocaepaue 10...20 ger, 3a MCKUTIOYEHREM DeakIuy perukimsanun ensofc]- u
maRomo [ 2, 3-¢ lnmmpumreBsIx conei [5, 0], He aBaII0Tcy npeuapaTABHBIMI.

B npenpinymux paboTax Mbi COOOMMIA O MUKIN3ELMA 4-2PHIT-5-aMuHEcnupa-
30508 ¥ 3-apmwi-4-ammro-2,5(2H,5H) -nmoxconuppo/ioB B DPOM3BOKHBIE S-ayi-
xummapaszono [3,4-c - {7} u S-anxan-1,3 (1H,3H) -guoxconuppono [2,3-¢ maoxn-
wonuHOB [8] B CHCTeMe amruapwWR KapOOHOBOH KWCIOTH — XJIOPHAS KHUCIOTA.
Hccnenys npyrre BO3MOXHOCTH CAHTE3a TOJIMKOHICHCHPOBAHNEIX T€TEPOIUKIOB
CO CTPYKTYDPHBIME OJIOKaMy H30XWHOMWHA # wHoIC[2,3-¢ jumpuanHa, ME
OPHADYXHIM HOBBI yao0HBI METOH MONYUCEHMS a30/J0M30XMHOAWHEOB U
A30IOMNAOIONMPAAAEOB, MEPBhie TPAMEDHI MPUMEHEHHS KOTOPOTO OnyOamKOBa~
HBl HETABHO HAM¥ B KpaTKoM coobmermu {9 1.

YcranoBneHo, UTO NpH HarpeBaEuEn N-(4-apwrmmpasomin-5) popmMaMugascs
1I, DonxydeHHEIX M3 COOTBETCTBYIONIUX 4-apui-3-aMUHONKPA30TOB | #
Tpuc(MopdommHo) MeTaEa, B TPUQTOPYKCYCHON KHCIOTE MPOMCXOXUT 00pasoBa-
Hue mrpasono [5,4-c jusoxunonuuos 11la—s m mam0a0[2,3-c:4,5-¢ Iumpasosonu-
pummsa IV ¢ seixompamu 70...759,.

UK crextps opmamupusaos [la—r u rerepormkios [[la—s, IV me mMeror
SIPKO BHIPAXEHHBIX XaPAXKTePUCTHUSCKUX CHUTHANOB. CTPOCHHE MNONYYSHHEIX
COCAMHEHMM XOpOIIO WIIIOCTpUPYIOT #xX cmekTtpel [IMP. B cmexrtpax
popmamuauHoE [la—r npECyTCTBYROT XapaxrepHbii cuaraer mporoxa C—H
dopmamupgmEa B uaTepeane 7,50...7,65 M. A ¥ Tpynma CHArHANOB IIPOTOHOB
mopbomrpEOro  (bparmerTa. XOpOomio paspemeHHas CHCTEMa CHTHAJIOB
3,4-guMeTOXCEMDEHUIBHOTO 3aMECTATENS PEIMCTPUPYETCS B CHEKTPaxX COETmHE-
gmit  [la—s. Coekrper IIMP mupasono{s,4-c msoxmuonuaos I[lla—s u
mERoN0{2,3-c:4,5-¢ lInupazononupuamaa IV He comep:Xar CHTHANOB IPOTOHOR
chopmamuea ® MopdOMUIEHOIO 3aMecTdTend. B crexTpe coepuEcHmg 1lla
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[—IIT a R2 = Me, R® = Ph; 6 R2 —R® = Ph; s R? = Ph, R>= CHzPh, rR*=Ph, R° = Ph

gabmomaercd pacmennerue curaanos mporodos 0-H m 9-H ¢ J = 1,8 I'u. 310
O3BOIAIO OTHECTH CHHEIIECT mpx 6,94 M. n. ¢ mETencmsROCThI0 1H K curnary
nporora 5-H apoMaTHueckoro NWPHARHOBOTO AApa. B CHEKTpPax COCAHHCHWIM
1116,8 monoOHOE B3amMOOEHCTBYE IPOTOHOB HE PETHCTPHPYETCS, OTHAKO MOXHO
OpenmoiaraTs, yTo cuurneTs npu 6,96 w 6,80 M. A. B cmeKkTpax MEpasoIoH30XH-
sommEos 1116 w IMls Takxe npmHagaexar curaanaM mporomoe S-H. Ciektp
WHAOJO [2,3-c:4,5-¢ lnmpasononmpumasa [V, oTmuuasch GoIee BHICOKOR CTENCHBIO
CBI3AHHOCTH, WMEET TE X€ XapaKTepHBE OCODEHHOCTH, YTO W CHEKTPH
coenuinenni I1la—s=.

®opmavupmas VIa,6, nonyuenmse w3 2-ammuo-3-R-2,5(2H,5H)-pmoxco-
mmpposior  Va,6 wm Tpuc(mMopdonmHO)METAaHA, -TAKXE [PEBpamaioTcs B
muppoao [3,4-¢ mzoxmaomuan VII U HHJOJIO [2 3-c:3,4- e]nnpponom&pmmﬂ VIII
ONMMCAHHEIX BHIEE YCAOBHAIX. .
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B cnexrpax IIMP coegumenmii VI—VIII curaans apoMaTuuecKux IPOTOHOB
IO CPABHECHUIO C aHAJOTWYHBIMYE IS IHPA30JI0AHHEIVMPOBAHHBIX TETCPOIIUK/IOR
IIla—s, IV cmsuayTs 8 c1aboe mose, a CUTHAIH TPOTOHOB IPH ATOME YITIEPOAA
dbopMavmmmna perucrpupyrorcs npa 8,59 n 8,43 M. m. nng coeqmuenui Via m VI6
cooTBETCTBEHHO. CIOBUr apOMAaTWYECKAX MPOTOHOB M NPOTOHA (POpMAMMIMHA B
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Tabaouma 1

DOA3EKO-XUMAIECKAE XaPAKTePUCTHKY CHHIS3UPOBAHHBIX COCTHHEHHHR

c Hatineso. %
com | o, sicrrs, | oo
C H N

Ia C23H26N403 67.5 6.3 14.0 142...144 84
68,0 6,4 13,8

16 CagH2sN403 71.6 3.9 12,1 160...162 87
71,8 6,0 12,0 ’

s CagH30N403 71.9 6.1 1.9 154...156 81
72,2 6,3 11,6

Ir CasHasNsO 74.7 53 15.8 249...251 77
75,1 5,6 15,6

Iia C19H17N302 1.2 2.2 13.3 167...169 73
71,5 5,4 13,2

I6 CooHi9N302 73.5 5.1 120 79...81 75
73,9 5,4 11,8

iz C23H2iN302 74.1 5.4 1.7 120...122 75
74,4 5,7 11,3

v Ca4Hi6N4 79.8 4.4 15.7 226...228 78
80,0 4,5 15,5

Via Cr7H19N305 59.0 5.4 12.3 198...200 ° 71
59,1 5,5 12,2

Vi6 C17Hi16N4O3 62.8 4.8 17.4 235...237 79

: 63,0 5,0 17,3

vII C13H1oN204 60.1 3.7 111 251...253 68
60,5 3,9 16,8

Vi C13H7N302 . 655 2.1 17.9 >350 65
65,8 3,0 17,7 (pasi.)

cnaBonoNpHYI0 YacTh COEKTPa BBI3BAH, 10 HAMEMY MHEHHIO, aKUEHTOPHEMHA
CBOMCTBAMH THOKCOMPPOIBFHOIO MUK,

OBHapyxenssni Eamu ciocob hopMAPOBAEAS HEHTPAIHHOTO & POMATHIECKOTO
HOEPUAMHOBOTO SNpa B NOJMA3areTepOLMKIaX B pe3ysiprare o0pa3oBaHms CBSI3K
C—C MoOXHO paccMaTpUBaTh KaK PA3HOBMAHOCTD PEAKIIMM NUKIOAC3aMUHAPOBA-
HYS, IUI9 KOTOpoii Bodee XapakTepao 06pasoBaHKE CBSI3U YIVIEPOI—TETEPOATOM.
[IpummMad 80 BEMMAHME, YTO aMHUAWHE! IPOTOHEEDYIOTCS OPEHMYIIECTBEHHO WO
aTOMY a30Ta npu BoiHOK cBa3n [10 ], MOXKHEO IPEATIONOXHATE CXEMY o6pasosanus
AHHEAWPOBAHHOIO HHPHIAHOBOYO gnpa: |) DpPOTOHMpOBAHWE AMHEHHA ¥
obpasosarme xatmoHa [X; 2) ofpazosamme 1,2-TArEAPONEPAIWEGEOTO HHTEPME-
rmata X; 3) apoMarusanud HHTEDMEINAra X B PE3yJbTaTe OTIHETUICHHUS
MOJIEKYJIHl aMWHA.
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IlpenmonaraeMas cxeMa OPEBPANMICHUS COHEPXHT B ce0¢ NPHM3HAKY KakK
peakmma  [luxkre—IUnenrmepa (sup kapOoxarwoHa IX), Tak ¥ peaxowd
Bunuiepa—Hanupassckoro (CTpOSHHE KOHEYHOTO HPOAYKTA HAKJIN3ALAN) .

' BKCIIEPUMEHTAJIBHAA YACTH

Crextps IIMP 3arivicansl Ha cniexTpoMerpax Tesla BS-467 (60 MT'x Ha aapax *H) u'Gemini (200
MI'y ga gppax s JIMCO-Ds, ecnu He ykasaso uHoe. Buyrpennuii ctaxgapr TMC. YK cnexTpsl
3anmcans Ha ciekrpomeTpe UR-20 8 Buzie Cycrien3uy B BazemmuosoM Macie. CHHTES 5-aMUHONIMDA30TI0B
12,6 onucan namu pasee B pabore {71, amumomarerMunos — s pabote [8]-

1-Benswr-3-denni-4- (3,4-mamerTokcrdernn) -5-amuromapazox (Is). Cveck 7,5 (26,7 MMoms)
O-6eH30UIATrOMOBEPATPOHKMTPYNR, 3,6 Ma (29,4 MMois) Genswirruyipasusa u 3,6 M NeAsHoM YKCYCHO
KMCIOTSE XumsTsT B 50 M mponasona-2 6 1, kK peakiuoHHOH cMecH fo6asmsroT 40 M1 B01IbI ¥ OCTABIISOT
12 Hogb. OCai0K OThMIILTPOBBIBAIOT, NPOMBIBAIOT BOAOM ¥ KPUCTAJUIM3YIOT U3 U3OHPONAHORA-2, N0~
nygaror 8,53 r (839 ) ammuonupasona Is. Tuy 167 °C. MK cnexrp: 3380, 3320 om ™t (NH2). Criextp
TIMP: 3,6 (3H; ¢, OCH3); 3,67 (3H, ¢, OCH3); 5,02 (2H, ¢, CH2); 6,81 (10H, M, H apom., NH); 7,32
aH,1,/=7,2Tw; 7,50 CH,1,/=7,2Tw); 7,64 m.a.(2H, 1, F=7,2'w). Hatneno, %: C 70,4; H6,5;
N 13,1. C19H2:1N303. Beraucieno, %: C 70,5; H6,5; N 13,0.

Tabaunma 2

CuexrtpanbHbie XapakrepucTuky coemmuesmi I1—IV, VI—VIIX

S;ZZ:Z_ Crextp IIMP, O, m. & J, Tx
a 2,15 (3H, ¢, CH3); 3,12 (4H, M, H mopdonusa); 3,51 (4H, M, H mopdomema);

3,67 (3H, ¢, OCH3); 3,74 (3H, ¢, OCH3); 6,65 (1H, n. 1, J1=7,53, J2=2); -
6,77 (1H, a,J2=2); 6,93 (1H, 5, J1=8); 7,24 (1H, 1, J =7,5); 7,43 (2H, T,
J=1.5;17,54 (18, ¢, C—H amupuna); 7,76 CH, 5, J =17.5)

16 3,12 (4H, M, H mopdonuna); 3,51 (4H, M, H mopdonuza); 3,62 (3H, c,
OCHB3); 3,75 (3H, ¢, OCH3); 6,74 (1H, 1. 1, J1=8.,3, J2=1,5); 6,81 (1H, 7,
J2=1,5); 6,93 (1H, n, J1=8,3); 7,25...7,32 (6H, M, H apom.); 7,44 (ZH, n,
J=8);7,61 (1H, ¢, C—H amupuna); 7,82 CH, 7,/ = 8) -

IIs 3,18...3,25 (4H, M, H Mopdonuna); 3,50...3,57 (4H, m, H mopdonuna); 3,60
(34, ¢, OCHB3); 3,73 (3H, ¢, OCHz3); 5,21 (2H, ¢, CH); 6,67 (1H, n. o, J1 =8,
J2=2); 6,76 (1H, g, J2=1,5); 6,89 (1H, a, J1=8); 7,19...7,38 (10H, M,

H apom.); 7,54 (1H, ¢, C—H amuauna) :

Ir 3,03...3,50 (8H, », H mopdomuna); 6,97...8,17 (16H, M, H apom., C—H amm-
muua); 11,3 (1H, ¢, N—H m¥pposbHOro spa)
Hia 2,31 (3H, ¢, CHs); 3,92 (6H, ¢, 20CH?3); 6,91 (1H, x, J =1,8); 6,93 (1H, g,

J=1,8); 6,95 (1H, ¢, Hapom.); 7,34 (1H, 1,/ =17,5); 7,49 CH, 1, J =7,5);
7,62 CH, x, J=17,5)

116 3,76 (3H, ¢, OCH3); 4,00 (3H, c, OCHs}; 6,96 (1H, ¢, H apom.); 7,17 (2H, c,
H apom.); 7,43...7,59 (6H, M, H apom.); 7,68...7,80 (4H, M, H apom.)

AEA:Y 3,71 (3H, ¢, OCH3); 3,88 (3H, ¢, OCH3); 5,33 (2H, ¢, CH2); 6,80 (1H, c,
H apom.); 7,19...7,36 (12H, M, H apom.)

v 6,20...6,32 (4H, M, H apom.); 6,97, 7,15 (1H, 1, J =8,2); 7,38 (1H, 1, J = 8);

7,49 (1H, 7, J = 8); 7,57 (1H, 1, H apom.); 7,61...7,83 (4H, M, H apom.); 8,42
(2H, 1, J = 8,6); 12,59 (1H, ¢, N—H nuppossHOro sippa)

Via 3,49...3,57 (4H, M, H mopdonuna); 3,60...3,67 (4H, M, H mopdomuna); 3,74
(3H, c, OCH3); 3,77 (3H, ¢, OCHB3); 6,97 (1H, n, J =8,6); 7,85 (1H, &. &1,
J1=28,6,72=1,8); 7,97 (1H, x, J2 = 1,8); 8,59 (1H, ¢, (N)—H amuguua);
10,53 (1H, ¢, N—H uMugHOro 1uKia)

Vie 3,03...3,44 (8H, M, H mopdomuua); 7,07...7,79 (5H, M, H apom.); 8,43 (1H,
¢, (N)—H amumuna); 10,35 (1H, ¢, N—H wvugmoro nukaa); 11,30 (1H, ¢,
NH nMpposisHOro sppa)

vl 3,77 (3H, ¢, OCH3); 3,80 (3H, ¢, OCH3); 7,02 {1H, ¢, H apom.); 7,13 (1H, ¢,
H apom.); 7,61 (1H, ¢, H apom.); 11,08 (1H, ¢, N—H uMUAHOrO muksia)
Vil 7,63...8,01 (3H, M, H apom.); 8,47 (1H, ¢, Hapom.); 9,10 (1H, x, J = 8); 9,53

(1H, ¢, N—H); 9,90 (1H, ¢, N—H)
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1,3-Ondenni-4- (aHr0IAT-3) -5-aMaronmpaso (IT) CHETE3MPOBAH AHANOTMIHO COSUHEHMIO IB
ug 1-nuasp-1-(uegomer-3)anerodenona u permTHIpasuHEa. Brxox 68%, Tmr 215..217 °C. MK
coextp: 3400, 3350 (NH2), 3180 o™t (NHD. Cnextp IIMP: 7,39 (17H, v, H apom., NH2); 9,45 m. 5.
(1H, ¢, NH). Haitreno, %: C 77,7; H5,2; N 15,9. C23H1sN4. Beraucszeso, %: C 78,8; H 5,2; N 16,0.

B3auMONEHCTBHE AMUHONADPA30A0B 1a—T ¥ aMHHOMATCAMUIOB Va,0 ¢ tprc(MopdoIHHC) MeTa-
HoM. Harpesator 10 Mvons amunoreTeporuxia ¢ 15 mvoms tpuc(Mopdosemo) metana B 20 Mt CyXO0ro
JAM®A nprr 120...130 °C 4...6 w. OxnaXACHHYH) PEaKITMOHHY0 CMECh BBUIMBAIOT B BOXY, OCafok N-re-
tapundbopMaMuIMHa OTQIIBTPOBBIBAIOT, IPOMBIBAIOT BOJOM, KPUCTALIMSYIOT M3 STAHONA MIIK IPOna-
HOJMIA-2. . B ]

Ipxamsanus N-reTaprigopmameusos Ila—r, VIa,0. Kvmsrar 5 mMoms N-rerapuidopmamu-
muHa ¥ 15 M tpudTopyRCcycHOM KuciaoTs: §...12 u. PeaxMOHHYI0 CMECh YIAPUBAIOT B BAKYYMC, K
0CTAaTKY FOGABMEOT S0 MI BOZBI M BORHBIE pAcTBOD avMmMuaka 70 pH, 12. Tipoxyxt peaxrust 0TOUIHTPO-
BBIBAIOT, IIPOMBIBAIOT BOXOM ¥ CYIIAT. ‘
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