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AHHOmMayus. 3musosbili agpup 5-amuHo-1-gheHun-1H-nupasosn-4-kapboHoBOU KUC/I0MbI BOB/IEKA/IU B
peakyuro ¢ pas/iuyHbIMU X/10paHaudpudamMu U noJydasu coomsemcmsyrowue amusosblie 3gupbl 5-
3amMewjeHHbIx ¢hmopcodepxawjux 1-gheHun-1H-nupas3on-4-kapboHOBbIX KUC/0mM, KOMOopble B CBO
oyepedb Obl/IU hpespaweHbl 8 COOMBeMcmayrwue KUCc/0msl. V13 amux KUc/iom 8 peakyuu C YKCYCHbIM
aHauopuoom b6blIU NOJyYEHbI HOBblE nupa3os0[3,4-d] [1,3]Jokca3uHOHbI. Ha ux OCHOBE CUHME3UpPOBaHbI
paHee He u3BecmHble 6eH3amMuobl hupasosi-4-kapboHOBOU KUC/I0MEI.

Knrouesble cnosa: Omusosblli  3chup 3MOKCUMEMU/IEHYUAHYKCYCHOU  KUC/I0Mbl, OKCA3UHOHbI,
nupasosi, NuUpUMUOUHOH, MOHKOC/I0lIHasi Xpomamozpachusi, cnekmpsl SIMP 1,

MponzBoaHble Npa3ono[3,4-djnMpMnManMHOB 06LLEel hopMy Nbl:

B HacTosiLee BpeMs MpeAcTaBsieHbl AOCTATOYHO OOLUMPHLIM YWUC/IOM MPUMEPOB OUONOrMYECKU
aKTMBHbIX BeLeCcTB, obnafgalWwmnx aHTUMUKPOOHbLIM [1,2], aHTUBMPYCHbIM [3,4], aHTUannepruyeckum
[5], aHTUrunoTeHsuBHbIM [6-8], npoTMBoONyxonesbiM [9], npoTMBOBOCNaNUTENbHLIM [10] W©
obesbonuBarowym  geictenem [11]. O6wWas xapakTepucTuka OMOMNOrMYECKON aKTMBHOCTM
nvpasono[3,4-djnupumnanHoB npeactasneHa B 063ope [12].

OnucaH cuHTe3 B6IM3KKX N0 CTPYKTYPE K ONUCbIBAEMbIM B HaCTOsLLEN cTaTbe coefuHeHnam [13]. B
HacTosilen paboTe NpesioXeH MPUHLUNUaNIbHO HOBbIA CMOCO6 MNOMy4YeHWsl, B OCHOBY KOTOPOro
NnosiIoXKeHa cXxemMa XMMUYECKNX NpeBpaLLeHnii, BKIYaoLWwas CUHTe3 COOTBETCTBYOLWMX nNMpa3ono[3,4-
d] [1,3]oKCa3nHOHOB 1 Ha NX OCHOBE GeH3aMuA0B NMpPasos-4-KapooHOBOWM KMC/IOTbI.

Kak M3BecTHO, BBEAEHVWEe [OaXe OAHOro atoMa dTopa B MOJEKy/ly 6GUOSOrMUYEecKy aKTUBHOMO
BELLEeCTBA MOXET NPUBOANTb K 3HAUYUTE/IbHOMY U3MEHEHWI0 TOI U/IN MHOI GMOMOTMYECKOI aKTUBHOCTM.
C aToii uenbi ANns MNOCNeAyoLero K3yyeHust GMOMOrMUYEeckoli akTUBHOCTM (pTopCoaepXKallyx
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aHas10roB NPOM3BOAHbLIX Npa3oso[3,4-djnMpUMNANHOHOB B HACTOSALLIEM MCCNef0BaHUN OLeHVBasiach
BO3MOXHOCTb CUHTE3a paHee HeU3BeCTHbIX aHas1I0roB 6eH3amunaoB nnpason-4-kap6oHOBOW KUC/OThI,
cofepxawpmx atom otopa B kKayecTBe 3aMecTuTeNns B 2-oM, 3-emM Uin 4-oM nonoXxeHnm 6eH30U1bLHOro
hparmeHTa. CuHTE3 LeneBblX COeAWHEHWUI BK/HOYaEeT HECKONbKO cTaaui. Ha nepsoi ctaguu
OCYLLUECTB/IANCA CUHTE3 3TUNOBOIO 3hnpa 3TOKCUMETUIEHLMAHYKCYCHON KUCOThI MO CXEME:
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[danee nony4yeHHbli admp (1) BOBMEKa/IM B peakuumio € eHUNrmagpasvHom c obpasoBaHneM
heHnn3ameLLeHHOoro nNupasona no cxeme:
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CVHTEe3MpOBaHHbI heHnn3amMeLLeHHbIi NMpason (2) ABNAETCA MepBbiM NPEKYyPCcOpPoOM B CUHTE3e
ueneBblX coeAuHeHWd. B yacTHOCTW, npu ucnosib3oBaHun 3-thropdheHnnoensonnxaopuga 6bis
CVYHTE3MPOBaH, B COOTBETCTBUM C pa3paboTaHHbIM HamM1 METOLOM aunInpoBaHus ¢ cpeae 6e3Bo4HOr0
kunsAwero 1,4-anokcaHa 6e3 akuentopa BblAe/AoLWerocs X/10pUcToro BO40poAa, 3TUNO0BLIN admp 5-
(3'-cpTOpb6EeH3nnammnHo)-1-gpeHnn-1H-nnpason-4-kapboHOBOI KMCOTbI (3a) Mo CXeme:
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Mo aHaNorM4yHO CXemMe C WCMNOJIb30BaHWEM XJ1I0PaHTMAPUAOB COOTBETCTBYHOLWMX KUCAOT Oblaiv
CUHTE3UpOBaHbl  cnegywolwme  aTunosble  admpbl:  5-(2'-dpTtopbeH3omnamuHo)-  (3b), 5-(4'-
oTopbeH3onnammHo)- (3c), 5-(4'-xnopbeHsonnammnHo)- (3d) un 5-(4'-dpyponnammHo)- (3e) 1-cpeHunn-1H-
nMpasosn-4-kapboHOBbIX KUCMOT. 3TN 3hmpbl B peakuun ¢ rmapoKCUaoM HaTpus no paspaboTaHHOMY
HamMn MeToAdy MMApPOAN3a BOAHLIM PacTBOPOM IMAPOKCMAA HaTpus npu Temnepatype 50 °C panee
6b1/11 NpeBpaLLeHbl B COOTBETCTBYHOLLIME KapbOHOBbIE KMUCNOTbI NO CXEMe, NoKaszaHHOW Ha npumepe
nonyvenus 5-(3'-dpTopbeH3onnammHo)-1-dpeHnn-1H-nmnpason-4-kap6OHOBOIN KNCMOTbI (4a):
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CuHTe3npoBaHHble  5-(3'-thTopb6eH3ouNamMmHo)- (4a), 5-(2'-tbtopbeH3nonammHo)- (4b), 5-(4'-
pTopbeH3onnammnHo)- (4c), 5-(4'-xnopbeHsonnammHo)- (4d) n 5-(2'-cpyponnamumHo)- (4e) 1-coeHnn-1H-
nnpa3osn-4-kapboHOBbIE KWC/OTbl, B CBOK OYepedb, B peakuunm YKCYCHbIM aHrmapuaom ABWINUCH
OCHOBOM AN NOMYYEHUSs COOTBETCTBYHOLWMX 6-apun3amelleHHbix 1-goeHnn-1H-nnpasono[3,4-d]
[1,3]Jokca3uH-4-0HoB. Cxema npuBegeHa Ana  nonydeHusa  6-(3'-cpropcpbeHnn)-1-dpeHnn-1H-
nnpasono[3,4-d][1,3]okca3nH-4-oHa (5a):
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Mony4yeHHble OKCa3nH-4-OHbl BOB/IEKA/TUCH B pPeakLuy C pa3fIyHbIMU C apoMaTnyecKMmMn ammHamm
c obpasoBaHMeEM COOTBETCTBYHOLMX 5-(pTOpbeH30MMaMHO)3aMeLLeHHbIX apuiaMmuaos 1-doeHnn-1H-
nnpasosn-4-kap6oHOBOI KMCNOTbl. HKe npeAcTaB/ieHa CXxema peakuun Ha npumepe nonyyenus 4"-
dpropdpeHunammga  5-(3'-propbeHsonnammHo)-1-peHnn-1H-nmpa3on-4-kap60HOBON  KUC/NOTbl B
peakuun 6-(3'-dotopdpeHnn)-1-gennn-1H-nnpasono[3,4-d][1,3]JokcasnH-4-oHa ¢ 4-pTopaHNINHOM:
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Mo aHa/IorMyHbIM CXeMaM Obl/IM CUHTE3NpPOoBaHbl: 1"-HadTunammng, 5-(2'-pTopbeH3onnaMmmHo)-1-
hennn-1H-nnpason-4-kapboHoBoi Kncnotbl (6b), 4"-chTtopdenHnnammg 5-(4'-xnopbeH3onnammnHo)-1-
doeHnn-1H-nnpason-4-kap60HOBON  KMUCNOTbI (60), 2"-(aTokcukapb6oHun)ennnammg — 5-(4'-
pTopbeH3onnammHo)-1-gpeHnn-1H-nnpason-4-kapboHoBoi kucnotbl (6d), 4"-xnopdeHunnammg 5-(3'-
pTopbeH3zonnammnHo)-1-gpeHnn-1H-nnpason-4-kapboHOBOI KNCOThI (6€), 2",4"-auMeToKcudeHnnammng,
5-(2'-chTopbeH3onnammnHo)-1-coeHnn-1H-nnpason-4-kapboHoBOM KNCAOTbI (6f).



3Kcnep|/| MeHTaJ/iIbHasA 4aCTb

Cnektpbl AMP Iy (sHewHuit atasioH TMC) cHATbl B DMSO-dg Ha npu6ope Bruker AM-400 (400
MIW), Temnepatypbl NaaBneHNs BeWwecTB onpeaesieHbl Ha npnéope Mettler FP5. KOHTposb 3a Xo040M

peakuun N UHANBUAYaNIbHOCTbIO MOJTyYEHHbIX BELECTB OCYLLECTBNANCA MeTogoM TCX Ha niacTuHax
Silufol UV 254 B cucteme Tosnyon-aueToH 4:1.

3TuUNoBbI 3hup ITOKCMMETUNIEHLMAaHYKCYCHO Kucnotbl (1) B Tpexropnblin peaktop Ha 500 mn,
CHabXeHHbI  nepemMelLMBalOLMM  YCTPOMCTBOM, TEPMOMETPOM, W  KOJIOHKOW C  06parHbIM
XonoaunsHUKoM nomewdarot 111,2 r (124,75 mn; 0,75 monb) TpuaTunoptodopmmarta, 56,6 r (53,2 mn,
0,5 monb) aTunoBoro admpa umaHykcycHon kucnotbl n 102,1 r (94,5 mn, 1,0 mMOnb) YKCYyCHOro
aHrmgpuaa. PeakUMOHHYO Maccy HarpesatoT B TeueHune 1 yaca npu temneparype 6axHm 140°C, 3atem B
TeyeHne 1 yaca npu Temnepatype 150°C. MNpy 3TOM OTFOHSETCS 3TUIOBbIN 3P YKCYCHON KUCIOTbI.
MonyumBLINIACA NPOAYKT MeperoHsoT B Bakyyme. onyuyarotr 69,3 r (82,0%) atunosoro admpa
3TOKCUMETWU/IEHLMAHYKCYCHOM KMCNOTbI € T.na. 50-52 °C n 1.kun.173-175 °C npu 15 mm.pT.cT. R; 0,56

(Tonyon-aueToH 4:1). Cnektp AMP 1H (30% B CDCl3), & m.A.: 1,29 (3H, T, CH3), 1,42 (3H, T, CH3),
4,30 (2H, K, CH,), 4,49 (2H, k, CH,), 8,03 (1H, c, CH=). HaiigeHo, %: C 56,21; H 6,51; N 8,36.
CgH11NO3 BbluncneHo, %: C 56,80; H 6,55; N 8,28.

dTtunosblii achup 5-amunHo-1-cpeHun-1H-nnpason-4-kapooHOBOW Kucnotbl (2) B 3-xropnblii
peaktop Ha 500 M/, CHabXEHHbIN NepemellVBaloLLVM YCTPONCTBOM, TEPMOMETPOM M 06paTHbIM
xonoaunbHnkom nomewarT 69,0 r (0,41 Monb) 3TMNOBOTO 3dmpa 3TOKCUMETWUIEHLMaHYKCYCHOM
kncnotel 1 100 M1 3TMNOBOIO cnvpTa. 3aremM K peakuuoHHOW Macce [06aBnsaiT HebosbLIMK
nopumammn pactesop 44,3 r (0,41 monb) heHnnrmgpasuHa 8 100 M aTunosoro cnupta. MosnyyeHHyro
CMEeCb KUMATAT Mpu NepemMeLLviBaHuM B TeyeHne yaca un oTroHaT 150 mn atunosoro cnupra. 3atem
peakuMoHHYI0 Maccy oxfaxpawT /bAoM, o0b6pa3oBaBlUMEc KpUCTa/l/ibl  OTGIUILTPOBbLIBALOT,
NMPOMbIBAKOT OXNTAXAEHHLIM 3TUMOBLIM CNUPTOM, CYyLIaT U MepekpucTasiv3osbiBaoT M3 100 mn
3TUNOBOrO achmpa yKCycHom KucnioTbl. Mony4vatoTt 65,0 1 (68,5%) aTnnosoro admpa 5-amnHo-1-heHnn
-1H-nunpa3on-4-kap60oHOBON KMUC/OThI B BUAeE MOPOLLKa CBET/10-kEénToro useta ¢ T.na 100 °C. Ry 0,65

(Tonyon-auetoH 4:1). Cnektp AMP IH (20% B CDCly), 8, m.4.: 1,39 (3H, T, CH3); 4,25 (2H, k, CH,);
5,39 (1H, c, NH); 7,39 (1H, m, CgHs); 7,50 (4H, m, CgHs); 7,74 (1H, ¢, CH=). HaiigeHo, %: C 61,97; H
5,73; N 18,21. C15,H13N30, BhluncneHo, %: C 62,33; H 5,67; N 18,17.

Atunosblii achup 5-(3-chTopGeH3onnammHo)-1-peHnn-1H-nupason-4-kapoGoHOBOI KUCNOTbI
(3a) B Tpexrop/blii peakTop Ha 100 M/1, CHAGXEHHbIN NepeMeLLMBaloLIMM YCTPOMCTBOM, TEPMOMETPOM
1N 06paTHbIM XOMOAUNBHUKOM C XJ1I0pKasibLumeBon Tpyokon nomewtarot 23,1 r (0,1 mMo/b) 3TUI0BOrO
athmpa 5-amnHo-1-cheHnn -1H-nunpason-4-kap6oHoBoii kucnotbl, 17,4 r (0,11 monb, 13,1 mn) 3-
pTopbeHzonnxnopuga n 50 mn abconoTHoro 1,4-AMokcaHa. PeakUMOHHYH Maccy KUNATAT npuv
nepemelumBaHun B TeyeHve 10 4yacoB M Ox/si@xgalT. Bbinaslne KpucTasl/ibl OTGIUNIBTPOBLIBAKOT,
NPOMbIBAIOT OX/1AKAEHHBLIM 3TU/IOBLIM CNUPTOM M CYLLAT B Bakyyme npu 15 mm. pt. cT. Nonyyarot 29,0
r (82%) aTtunosoro adgmpa 5-(2-dpTopbeHsnnammnHo)-1-genHnn-1H-nnpason-4-kapboHOBOM KUCAOTbI B

BuAe nopotuka 6esoro useta ¢ T.n1.112-114 °C. R¢ 0,45 (Tonyon-auetoH 4:1). Cnektp AMP 4 (20% B
CDCly), 8, m.4.: 1,30 (3H, 1, CH3); 4,24 (2H, K, CHy); 7,15 (2H, ™M, CgH4F); 7,29 (1H, m, CgHs); 7,54
(1H, T, CgH4F ); 7,81 (1H, ¢, CH=); 8,14 (2H, m, CgH,4F); 11,17 (1H, c, NH). HavigeHo, %: C 64,76; H
4,39; N 11,83; F 5,41. C19H16FN303 BbluncneHo, %: C 64,58; H 4,56; N 11,89; F 5,38.

AHa/IOrMMYHbIM METOAOM C WCMO/b30BAaHMEM COOTBETCTBYIOLMX aLWUINPYIOLMX areHToB Gblnn
CVHTE3UPOBaHbI CNeyoLIVe COeANHEHVS:

- amusi08bIl aghup 5-(2-chmopbeH3ouiamuHo)-1-cheHusn-1H-nupa3osn-4-kapboHosol kucsiomsl (3b) ¢
BbIXOA0M 75,0% B BAe nopoLLka 6e1oro LseTa ¢ T.ni1.102-105 °C. Cnektp AMP H (20% B CDCly), o,
M.A4.: 1,30 (3H, T, CHy); 4,24 (2H, K, CHy); 7,15 (1H, T, CgH,4F); 7,29 (1H, M, CgHs); 7,54 (6H, M, CgH5 );
7,81 (1H, c, CH=); 8,14 (2H, m, CgH4F); 11,17 (1H, c, NH). HaiigeHo, %: C 64,51; H 4,51; N 11,83; F
5,33. C19H16FN303 BhluncneHo, %: C 64,58; H 4,56; N 11,89; F 5,38.

- amus108bIl aghup 5-(4-chmopbeH3ousiamuHo)-1-cpeHusn-1H-nupa3osn-4-kapboHosol kucsiomsl (3c) ¢
BbIXoAoM 83,0% B BuUAE nopoLlKka 6enoro useta ¢ 1.n1.127-130 °C. Cnektp AMP 4 (20% B CDCl3), 9,
M.4.: 1,30 (3H, T, CH3); 4,24 (2H, K, CH>); 7,37 (2H, T, CgH4F); 7,54 (5H, ¢, CgHs ); 7,81 (1H, ¢, CH=);
8,16 (2H, T, CgH,4F); 11,17 (1H, c, NH). HarigeHo, %: C 64,71; H 4,58; N 11,92; F 5,42. C1gH16FN303
BbluncneHo, %: C 64,58; H 4,56; N 11,89; F 5,38.



- amusiosbIl achup 5-(4-xs10pb6eH30UMIaMUHO)-1-gheHus-1H-nupa3os-4-kapboHosol kuc/somsel (3d) ¢
BbIxogom 87,0% B BMAE nopoLuka 6es1oro useta ¢ 1.n1.119-124 °C. Cnektp AMP 14 (20% B CDCly), 9,
M.4.: 1,30 (3H, T, CH3); 4,24 (2H, k, CHy); 7,54 (7TH, M, CgHs ); 7,81 (1H, ¢, CH=); 7,90 (2H, A, CgH4Cl);
11,17 (1H, c, NH). HaiigeHo, %: C 61,82; H 4,39; N 11,41; Cl 9,63. C1gH1CIN303 Bbiuncneno, %: C
61,71; H 4,36; N 11,36; Cl 9,59.

- amusosblli aghup 5-(2-chbypounamuHo)-1-¢heHun-1H-nupa3sosn-4-kapboHosoli kKucsiombl (3e) ¢
BbIXxoAom 72,0% B Buae nopoulka 6enoro ugeta ¢ 1.n1.97-100 °C. Cnektp AMP 1y (20% B CDCly), o,
M.4.: 1,30 (3H, T, CH3); 4,24 (2H, k, CH,); 6,71 (1H, T, C4H30); 7,34 (1H, a, C4H30); 7,54 (5H, g,
CgHs); 7,81 (1H, ¢, CH=); 7,95 (1H, a, C4H30), 11,17 (1H, ¢, NH). HaligeHo, %: C 62,81; H 4,58; N
12,89. C47H15N30,4 Bbiuncneno, %: C 62,76; H 4,65; N 12,92.

5-(3'-PTOpO6EeH3onnamnHo)-1-cheHnn-1H-nnpason-4-kap6oHoBasa kucnota (4a) B 2-x ropnblii
peakTop Ha 100 M, CHaGXEHHbIN NepemMelLVBaloLLMM YCTPOMCTBOM, TEPMOMETPOM WM 0O6pPaTHLIM
xonogunsHukom nomewaroT 29,0 r (0,082 monb) aTunoBoro admpa 5-(3'-thTopbeH3nNIaMmmnHo)-1-
peHun-1H-nnpason-4-kap6oHOBOIN KNCOTbI U pacTBop 6,6 1 (0,164 mMonb) HaTpus rmgpokcmaa B 50 mn
BOZAbl. PeakLMOHHY0 Maccy HarpesatoT Mpu aHepruyHoM nepemeluvsaHmn o 50 °C 1 BblgepXusaroT
npu 3ToW TemrnepaType B TeyeHMe 5 yacoB. 3aTeM peakuMOHHYH Maccy OT(UIbTPOBbLIBAOT,
OCBET/IEHHbI MATO4YHbI pacTBOp nNoakucasT Ao pH 2-3 10%-HbiM pacTBOPOM X/10PUCTOBOAOPOAHOM
KMCMOTbI 1 OTCOUNLTPOBLIBAIOT BbiNaBLUMA 0cafok. OcafoK TwaresibHO NPOMbIBAIOT BOAON U cyLuat
CHavana B CylWWIbHOM LWKady npu TeMmnepatype 50 °C, a 3aTem B Bakyyme. Monyyatot 20,3 1 (76,3%)
5-(3'-chTopb6EeH3nNaMmHO)-1-theHnn-1H-nmpas3on-4-kap6oHOBOM KMUCNOTbl B BMAe nopolwka 6enoro

useta ¢ T.n1.196-199°C. R 0,1 (Tonyon-auetoH 4:1). Cnektp AMP 14 (20% B CDClg), o, m.4.: 7,15
(2H, m, CgH4F); 7,29 (1H, m, CgHg); 7,54 (4H, m, CgH5 ); 7,81 (1H, c, CH=); 8,14 (2H, m, CgH4F); 11,17
(1H, c, NH); 11,95 (1H, ¢, COOH). HaitgeHo, %: C 62,81; H 3,69; N 12,91; F 5,78. C17H1oFN3O3
BbluncneHo, %: C 62,77; H 3,72; N 12,92; F 5,84.

AHa/T0TMYHbIM METOA0M ObININ CUHTE3UPOBAHbI CeayoLye CoeanHEHWS:

- 5-(2-cbmopbeH3ouiamuHo)-1-cpeHun-1H-nupa3sosn-4-kapboHosas Kucsioma (4b) ¢ Bbixogom 71,8% B
BMAe nopoluka 6enoro yseta ¢ T.n1.181-183°C. Cnektp AMP IH (20% B CDClg), 8, m.4.: 7,15 (1H, T,
CgHaF); 7,29 (1H, T, CgH5); 7,54 (7H, M, CgH5 ); 7,81 (1H, ¢, CH=); 8,14 (1H, M, CgH,4F); 11,17 (1H, c,
NH); 11,95 (1H, ¢, COOH). HaWigeHo, %: C 62,83; H 3,72; N 12,94; F 5,81. Cq7H,2FN303 BbluncrieHo,
%: C 62,77, H3,72; N 12,92;: F 5,84.

- 5-(4-pmopbeH3zounamuHo)-1-peHus-1H-nupasos-4-kapboHosasi kucsoma (4c) ¢ Bbixogom 78,3% B
BMAe nopoLuka 6esnoro ugeta ¢ T.n1.210-213°C. Cnektp AMP 1 (20% B CDClg), 0, m.4.: 7,37 (2H, T,
CgH4F); 7,54 (5H, m, CgH5 ); 7,81 (1H, ¢, CH=); 8,16 (2H, m, CgH,4F); 11,15 (1H, ¢, NH); 11,77 (1H, c,
COOH). HaiigeHo, %: C 62,79; H 3,74; N 12,88; F 5,85. Cq17H;1,FN303 Bbiuucnero, %: C 62,77; H
3,72; N 12,92; F 5,84.

- 5-(4-xn10pbeH30UNaMUHO)-1-gheHus1-1H-nupa3os1-4-kapboHosasi kucsioma (4d) ¢ sbixogom 73,3% B
BMAe nopotlka 6esoro uBeta ¢ 1.n1.223-225°C. Cnektp AMP 4 (20% B CDCly), 8, m.4.: 7,55 (7H, ™,
CgHs ); 7,87 (1H, ¢, CH=); 7,90 (2H, a, CgH,4Cl); 11,23 (1H, ¢, NH); 11,85 (1H, ¢, COOH). HaiiaeHo,
%: C 59,75; H 3,49; N 12,31, Cl 10,35. C17H15CIN303 BbiuncneHo, %: C 59,79; H 3,54; N 12,30; CI
10,37.

- 5-(2-cpypounamuHo)-1-cpeHus-1H-nupasos-4-kapboHosasi kucsoma (4e)

C BbIXxoAoM 69,2 % B BuAe nopoluka 6enoro ygeta ¢ 1.n1.187-190 °C. Cnektp AMP IH (20 % B
CDCly), 6, m.4.: 6,71 (1H, 1, C4,H30); 7,34 (1H, g, C4H30 ) 7,54 (5H, ¢, CgHs); 7,85 (1H, ¢, CH=); 7,95
(1H, a, C4H30); 11,10 (1H, c, NH); 11,27 (1H, c, COOH). HaigeHo, %: C 60,59; H 3,75; N 14,12.
C415H11N304 Bbluncnero, %: C 60,61; H 3,73; N 14,14.

6-(3'-dTopheHnn)-1-cbeHnn-1H-nupasono[3,4-d][1,3Jokca3nH-4-oH (5a)

B aByxrop/ibiin peaktop Ha 100 M/, CHabXEHHbIM NepeMeLLBatoLLVM YCTPOUCTBOM, TEPMOMETPOM U
o6partHbIM xonoaunsbHukoM nomewaroT 20,3 1 (0,063 mosnb) 5-(3'-chTopbEeH3unammHo)-1-penunn-1H-
nnpasosn-4-kapboHOBOI KMCNOTbl M 50 MA aHrmgpuga YKCYCHOW KWUCMOTbl. PeakuuoHHyt maccy
KMNATAT MNpPU SHEPrMYyHOM MNepeMELUVBaHUM B TeyeHne 2 4acoB U OX/1aX4alT [0 KOMHaTHOM
Temneparypbl. Bbinaswuve KpucTauifibl OT(OUNLTPOBLIBAKOT, NMPOMbIBAIOT OX/1XKAEHHLIM 3TUNO0BbIM



cnuptom n cywatr B Bakyyme. [llonyvawT 16,9 r (86,8 %) 6-(3-dpropodpenHnn)-1-cpenHnn-1H-
nupasono[3,4-d][1,3JokcasnH-4-0Ha B Buae Kpuctasinos 6esoro useta ¢ T.m1.173-176 °C. Rs 0,85
(Tonyon-aueToH 4:1). Crnektp AMP 1H (20% B CDClg), &, m.A.: 7,27 (1H, 1, CgH4F); 7,36 (1H, T,
CgH4F); 7,54 (5H, M, CgH5 ); 7,79 (1H, m, CgH4F); 8,04 (1H, g, CgH,4F); 8,15 (1H, ¢, CH=). HaiigeHo,
%: C 66,39; H 3,32; N 13,65; F 6,21. C47H;9FN305, Bbluncneno, %: C 66,45; H 3,28; N 13,67; F 6,18.

AHaNOrM4YHbIM METOAOM ObI/IV CUHTE3UPOBAaHbI CNeayLwme CoeaNHEHNS:
-6-(2"-®mopgpeHun)-1-cpeHusn-1H-nupasosol3,4-dj[1,3]okcazuH-4-oH. (5b)

C BbIxogoM 67,0% B Buae nopolwka 6enoro useta ¢ T.M1.201-204°C. Cnektp AMP 1 (20% B
CDCly), 8, m.4.: 7,27 (1H, T, CgH4F); 7,36 (1H, T, CgH4F ); 7,55 (5H, M, CgH5); 7,79 (1H, m, CgH4F );

8,04 (2H, n, CgHs); 8,15 (1H, ¢, CH=). HargeHo, %: C 66,44; H 3,29; N 13,59; F 6,20. C17H19FN30,
BbluncneHo, %: C 66,45; H 3,28; N 13,67; F 6,18.

-6-(4'-Pmopgherun)-1-gpeHusn-1H-nupa3zosnof3,4-dj[1,3]okca3uH-4-oH. (5¢)

C BbiIxogoM 73,9% B BuAe nopowka 6enoro yserta ¢ T.Mn1.220-225°C. Cnektp AMP 4 (20% B
CDCly), 6, m.4.: 7,36 (2H, T, CgH4F); 7,55 (3H, M, CgHg ); 7,79 (2H, T, CgH4F); 8,04 (2H, A, CgHs); 8,17
(1H, ¢, CH=). HaitneHo, %: C 66,44; H 3,29; N 13,59; F 6,18. C17HoFN30, BbiuncneHo, %: C 66,45;
H 3,28; N 13,67; F 6,18.

-6-(4'-XnopgpeHun)-1-cheHusn-1H-nupa3osol3,4-dj[1,3]okcazuH-4-oH (5d)

C BbIxogoM 79,4% B Buae nopoluka 6enoro useta ¢ T.M1.231-233°C. Cnektp AMP 14 (20% B
CDCly), 8, m.A.: 7,55 (5H, m, CgHs); 7,75 (2H, A, CgH4CI ); 8,04 (2H, a, CgHs); 8,10 (1H, ¢, CH=).

Haingexo, %: C 63,11; H 3,14; N 12,99; Cl 10,89. C17H419CIN30, Bbiuncnero, %: C 63,07; H 3,11; N
12,98; Cl 10,95.

- 6-(2'-®ypoun)-1-gpeHun-1H-nupasosnof3,4-dj[1,3]okcasuH-4-oH (5e)

C BbIxogoM 73,9 % B BuAe nopolluka 6enoro ygeta ¢ 1.M1.211-213 °C. Cnektp AMP IH (20 % B
CDCly), 9, m.A.: 6,74 (1H, 1, C4H30); 7,14 (1H, g, C4H30); 7,55 (3H, m, CgHs); 7,97 (1H, g, C4H30);
8,07 (2H, n, C6H5); 8,16 (1H, c, CH=). HaitgeHo, %: C 64,49; H 3,32; N 15,17. C45H19N303
BbluncneHo, %: C 64,52; H 3,25; N 15,05.

(4"-dTopdeHun)amunp, 5-(3'-cpTop6eH3onnamnHo)-1-cbeHnn-1H-nupason -4-kapGoHOBOIA
Kucnotbl (6a). B 2-xropnbli peakTop, CHaGXEHHbI TEPMOMETPOM M 0OpPaTHbIM XONOAWIbHUKOM,
nomewaot 1,0 r (3 mmonb) 6-(3'-¢propochennn)-1-dpeHunn-1H-nmnpasono-[3,4-d][1,3JokcasnH-4-oHa u
0,40 r (0,34 mn, 3,6 MMOJIb) CBEXENEepPEerHaHHOro 4-chTopaHnnHa. PeakLMOHHY0 Maccy HarpesatoT [0
Temnepatypbl 100 — 120 °C B TeyeHre 1 yaca. 3aTeM peakLMOHHY Maccy oxnaxpgaroT, AobaBnsoT
10 mMn 3TWIOBOrO CNUPTa U KUMATAT B TedeHne 5 MUHYT. MOoAyuMBLUMIACA TOMOFEHHbIA pacTBOp
OX/1T@XAalT Ha NnefaHoin 6aHe, Npy 3TOM BbinagaeT ocafok. Ocafok OTUILTPOBLIBAIOT Ha ubTpe
LWoTtTa, NpombiBalOT 3TWIOBbIM CMMPTOM W CyllaT CHayana Ha uibTpe, a 3ateM B BakyyMe.
Monyuatot 1,151 (91,3 %) (4"-cpTtopdeHnn) ammnpa 5-(3'-dpTopbeHsonnammHo)-1-gpennn-1H-nnpason-4-
KapbOHOBOW KMUC/OTLI B BUAE NOPOLLKa ceporo useTa ¢ T.na. 210-215 °C. R; 0,25 (Tonyon-aueToH 4:1).
Cnektp AMP IH (20 % B CDCly), o, m.4.: 7,17 (1H, 1, CgH5); 7,45 (3H, m, CgH5); 7,58 (3H, M, CgHg );
7,68 (3H, m, CgHs); 7,70 (1H, a, CgHs); 8,42 (1H, c, -CH=); 10,06 (1H, c, NH); 10,58 (1H, c, NH).
HarigeHo, %: C 64,49; H 3,32; N 15,17; F 9,05. Cy3H;16F2N405 BbiuncneHo, %: C 64,52; H 3,25; N
15,05; F 9,08.

AHanorvyHbIM MeTo40oM 6bIn CMHTE3NPOBaHbI criegyrume coeanHeHns:

- (1"-Hagbmusn)amud 5-(2'-gpmopbeH3ousiamuHo)-1-gpeHus-1H-nupasos-4-kapboHosoll kucsiomsl (6b)
C Bbixogom 87,2 % B BMAe NopoLLKa cepoBaroro useta ¢ T.na.215-220 °C. Cnektp AMP 1y (20 % B
CDCly), 6, m.A: 7,30 (2H,m,CgH5), 7,48 (1H, m, CgHs), 7,55 (6H, M, CgHs), 7,65 (4H, m, CgHs), 7,87
(1H, o, CgHs), 7,98 (1H, g, CgHs), 8,03 (1H, a, CgHs), 8,55 (1H, ¢, -CH=), 10,10 (1H,c, NH), 10,50 (1H,
¢, NH). HailgeHo, %: C 71,97; H 4,29; N 12,39. C57H19N405 Bbiuncnero, %: C 71,99; H 4,25; N 12,44.

- (4"-dmopcpeHun)amud 5-(4'-xopbeH3ousramMuHo)-1-cpeHusn-1H-nupa3on-4-kapboHosol Kuc/10mbl

(6¢) c BbIxogom 91,1% B BMAE NOPOLLKA Xe/ToBaToro useta ¢ T.n1.210-213 °C. Cnektp AMP IH (20 %
B CDC|3), 6, M.AO: 7,17 (1H,T, C6H5), 7,45 (3H, M, CGHS)’ 7,58 (3H, M, C6H5), 7,68 (3H, M, C6H5), 7,70



(1H, &, CgHs), 8,42 (1H, ¢, -CH=), 10,06 (1H,c, NH), 10,60 (1H, ¢, NH). HaiigeHo, %: C 63,52; H 3,69;
N 12,91; F 4,35; Cl 8,17. C,3H16FCIN40, BhiuncneHo, %: C 63,53; H 3,71; N 12,88; F 4,37; CI 8,15.

- (2"-3mokcukap6oHusicheHusm)amud 5-(4'-gpmopbeHsounamuHo)-1-gheHurs-1H-nupa30o/1-4-kapb6oHoBsou
kucsiomsl (6d) ) ¢ BbIxogom 73,9% B BuAe nopoluka 6enoro useta ¢ 1.n1.180-183°C. Cnektp AMP 1y
(20% B CDClg), 8, m.4: 1,20 (3H, T, CH3), 4,08 (2H, K, CH>), 7,20 (1H, T, CgHs), 7,36 (3H, M, CgHs),
7,50 (2H, 1, CgH5), 7,58 (3H, M, CgH5), 7,96 (3H, m, CgH5), 8,28 (1H, c, -CH=), 8,55 (1H, g, CgHs),
10,70 (1H, c, NH), 11,29 (1H, c, NH). HaiigeHo, %: C 66,13; H 4,45; N 11,89; F 4,01. C5gH21FN40,4
Bbluncneno, %: C 66,10; H 4,48; N 11,86; F 4,02.

- (4"-XnopgheHumn)amud 5-(3'-cpmopbeH3ousiaMuHo)-1-gpeHus-1H-nupa3osn-4-kapboHoBsol KUC/10mbl
(6e) ¢ BbiIxogom 92,1% B BuAe nopollka ceporo useta ¢ T.na.208-210°C. Cnektp AMP 1y (20% B
CDCly), 6, m.4: 7,50 (9H, m, CgHs), 7,57 (4H, m, CgHs), 8,43 (1H, c, -CH=), 10,15 (1H, c, NH), 10,65
(1H, c, NH). HavigeHo, %: C 63,49; H 3,71; N 12,92; F 4,36; Cl 8,13. C,3HgFCIN4O, BbiuncneHo, %:
C 63,53; H 3,71; N 12,88; F 4,37; CI 8,15.

- (2", 4"-AumemokcugheHun)amud 5-(2'-gpmopbeHsounamuHo)-1-gheHurs-1H-nupa3o/-4-kapb6oHoBsol
kucsiomsi (6f) ¢ BbIxogom 77,5% B BUAE nopollka TeMHO-ceporo useta ¢ T.nn.180-183 °C. CnekTtp

AMP 1H (20 % B CDClg), 3, m.4: 3,55 (3H, ¢, OCHg), 3,85 (3H, ¢, OCHy), 6,52 (1H, 4, CgHs), 6,60
(1H, ¢, CgHx), 7,35 (1H, M, CgHx), 7,45 (1H, M, CgHx), 7,60 (6H, M, CgHx), 7,78 (1H, 4, CgHs), 8,33

(1H, ¢, -CH=), 8,95 (1H, ¢, NH), 10,60 (1H, c, NH). HaiigeHo, %: C 65,23; H 4,61; N 12,15; F 4,10.
Co5H51FN4O,4 BhluncneHo, %: C 65,21; H 4,60; N 12,17; F 4,13.
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