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(57) Pedpepar:

Cnoci6 OAepKaHHS 6-apun-5-okco-4a,5,6,7,7a,8-rekcarigpo-4H-dypo[2,3-flisoingon-4,7-
OvkapbokcamigiB, 3a AkuMm anbgerign ¢ypaHoOBOro psify B3aEMOAiOTb 3 apoOMaTUYHWM aMiHOM,
MOHOaHINigoM ManeiHoBOI KMCIOTH i LMKnorekcunisouiaHigoM y cepefoBuLli etaHony. Ak anbgerign
BMKOPUCTOBYIOTb 3-(2-tpbypun)akponein Ta 3-(5-apun-2-coypun)akponeiHm Ta peakuilo NpoBoAsaTb B
ofHomy peakTopi 6e3 3MiHK YMOB | 04epXYHTb CNOMNYKX 3aranbHoi hopMynu:

pe R'=H, apun;
R?=Alk, OAIk, COOEt, Ac.
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KopucHa mogenb Hanexutb [0 OpraHivyHoi XiMmii, a came cnocobiB ofep>KaHHS KOPUCHUX
OpraHiyHMX Cnonyk, siki MoXyTb OyTn BUKOpUCTaHi y dhapmakonorii gk nikapceki npenapaTu, 3okpema
aHanoruM nirHaHiB Ta reTeponirHaHis, WO BMWSABMAAKTb MPOTUPAKOBY, aHTMAcTMaTW4Hy Ta
aHTMHEeOoNNacTUYHY aKTUBHICTb.

Bigomnii cnocib oTpumaHHs i30iHOONIB 3a Aii CUIMbHUX OCHOB Ha YeTBEPTUHHI COri i30iHOONMIHII0 -
cnocib BiTTira, e npu B3aemogji ekBiBaneHTHUX Kinbkocten edipHOro posunHy deHinnitito i bpomigy
N,N-aMmeTuni3oiHaoNiHit0 B iHepTHIN aTtmocdepi ogepxaHo N-meTunisoiHgon 3 BuxogoM 74 %
[Babuuer ®.C., Xumuns nsounngona / ¢.C. babudeB B.A. KoBTyHeHko. - K., Hayk, gymka, 1983. - 280
c.].

Heponikamu cnocoby € noraHa BiATBOPIOBaHICTb pe3ynbTaTiB - BUXOAM i30iHAOMIB KONMBAKOTLCA B
LLIMPOKUX MEXaXx, a TaKoX BaXXKOAOCTYMHICTb BUXIOHUX PEYOBUH.

Hanbnmkumm 3a TexHi4YHOW CyTTIo (MPOTOTUMNOM) € CnOCib oaepxaHHA i3oiHaonaukapbokcamiais
[llyin A., Complexity-Enhancing Acid-Promoted Rearrangement of Tricyclic Products of Tandem Ugi
4CCl/Intramolecular Diels-Alder Reaction / A. llyin, V. Kysil, M. Krasavin, |. Kurashvili, A.V.
Ivachtchenko // J. Org. Chem. - 2006. Vol. 71, Ne 25. - P. 9544-9547], akuin nonsarae y peakuii [4+2]-
uMKronpuegHaHHsa, ge Metundypdypon BCTynae B peakuito Yri 3 apomMaTUdHUM  amiHOM,
LMKITOreKkcunisouiaHigoMm Ta MOHOAHINIgQoOM ManeiHOBOI KMCMOTU Tak, WO YTBOPEHWMA B pesynbTari
afaoykT BCTYMa@e Yy BHYTPILULHbOMOIEKYNSIPHY peakuilo UMKIOMNPUEOHAHHS, B pe3ynbTaTi 4oro
dopmMyeTbCa biLumkniyHa KOHOEHCOBaHa retepocucTema.

Heponikom cnocoby € He3HayHa BapiaTUBHICTb 3aMiCHUKIB y MOMOXEHHI 5 doypaHOBOro LUuMkny Ta
TpaHcdopmauis pypaHoBoro doparmeHTa B Xo4i peakuii.

B ocHoBy kopucHOI Mogeni nocTaBneHo 3ajady YAOCKOHanmuTW crnoci®é  ogepkaHHs
dypoizoiHaonaMkapbokcamigis  WINSXOM  YBEAEHHS apuribHMX parMeHTiB Yy MNONOXeHHA 5
PypaHOBOro LUKy Ta BUKOPUCTaHHA B peakuii Yri 4OCTYNnHUX Cnonyk yypaHoOBOro psay, a came 2-
dypunakponeiHy Ta 5-apun-2-dypunakponeiHis, a Takox nigbopom ymoB, 3a sKkux peakuid Yri Ta
BHYTpILLHbOMONEKYNsApHe [2+4]-unknonpueaHaHHs 6yae BigbyBaTUCb B OOAHOMY peakTopi, WO AacTb
3MOry ofepXKyBaTu LiNboBi NPOAYKTU, SKi MICTATb pypaHOBUIN Ta apundypaHOBUA LUKIN, 3MEHLLUTH
TPYAOEMKICTb MPOLIECY | 3HAYHO PO3LLUNPUTN MEXI LiET peakLil.

MocTaBneHa 3agava BUPIWYETbCS TUM, WO y cnocobi ogepxaHHs 6-apwun-5-okco-4a,5,6,7,7a,8-
rekcarigpo-4H-dypo[2,3-flizoingon-4,7-gnkapbokcamigis, 3a AkMM anbgerign dypaHoBOro psigy
B3aEMOLi0Tb 3 apOMaTUYHUM aMiHOM, MOHOAHINIAOM ManeiHOBOI KACMOTKU i LuKnorekcunisouiaHigom
y cepepoBuwi etaHony. MNpu ubomy AK anbgerign BUKOPUCTOBYOTb 3-(2-dpypun)akponeiH ta 3-(5-
apun-2-dypun)akponeiHn Ta peakuilo NpoBogATb B OOHOMY peakTopi 6e3 3MiHM yMOB i O4epXyloTb
CMonyku 3aranbHoi hopmynu:

pe R'=H, apun;
R?=Alk, OAIk, COOEt, Ac.

ABTOpM Bhneplue 3anpornoHyBanu Bukopuctatn  3-(2-pypun)akponeiH Ta  3-(5-apun-2-
dypun)akponeiHm sk BUXigHI Cronyku Ta nigidopany ymoBM Ofsi OAHOPEAKTOPHOIO MPOXOMKEHHS
peakuin. Anbaerign pearytioTb 3 apoMaTU4HUMK aMmiHamK, yTBoptoroun ocHosu LUndda, saki BCcTynawTb
B peakuito Yri 3 MOHOaHINigoM ManeiHoBOI KUCMOTU Ta LMKIMOreKCuniouiaHigom 3 YTBOPEHHAM
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Tpukapbokcamify, kv BCTynae y BHYTPILULHEOMONEKYNSApHY peakuito [inbca-Anbaepa 3 yTBOPEHHSAM
TPULMKIIYHOT KOHAEeHCOoBaHoI cuctemn. Peakuia Yri-dinbca-Anbgepa npoxoanTb B OOHOMY peakTopi
©e3 3MiHM YMOB Mpu KNM'ATiIHHI BUXIQHNUX PEYOBUH Y cCepefoBULLLI eTaHomy NpoTarom 5-6 roa.
Cnocib mMoxHa npointocTpyBaT nNpuknagamn, pesynbTaTh sikux 3BedeHo y Tabnuui, oe Buxoau
5 HaBedeHi nicns nepekpucTanisauii. Cknag i 6yaoBy Lux cnonyk NigTBepaXKeHO OaHUMKM CheKTpocKomii
AMP 'H i **C Ta enemeHTHUM aHanizom.

Tabnuus

6-Apun-5-okco-4a,5,6,7,7a,8-rekcarigpo-4H-dypo[2,3-flisoingon-4,7-gukapbokcamian

Ne cnonyku R* R® Buxig, % T.nn, °C
1 2,4-Cl,CgH3 4-CH; 69 >360
2 H 4-CHg, 70 >300
3 4-NO,CgH,4 4-CHg4 64 244-245
4 2-CICgH, 4-CHg4 65 >300
5 2-FCgH, 4-CHg4 61 288-289
6 H 4-C(O)CH3 66 >300
7 H 4-COOC,H;5 69 >300
8 H 4-OC,H5 75 >300
9 H 4-OCHg 71 270-271

OpepxaHHaA cnonyk 1-9 34iNCHIOTE 3a TaKMMK peakuisiMu:

¢

o
e U@
BN b“ %

ae R'=H, apwvn;
R?*=Alk, OAIk, COOEL, Ac.

10

Mpuknag. o po3uunHy 3,3 mmonb (0,32 r) 4-meTunaHininy y 25 mn etaHony gogatoTtb 3,3 MMOSb
(0,80 r) 3-(2-cbypwun)akponeiny, 3,3 mmonb (0,57 r) MoHOaHINigy maneiHoBoi kucnotu Ta 3,3 MMoIb
(0,36 T) UMKNOrekCUni3oHITPUNY, CyMilw KuM'aTATb npotarom 5-6 rog. Ocapg, WO yTBOPMBCS,
15 BiA(iNbTPOBYIOTE, NPOMMBaKOTL CMWPTOM | NepekpucTanisoByloTb 3 cymiwi eTtaHon-OM®A-Boga.
Buxig  N7-umknorekcun-N4-gpeHin-6-(4-metundenin)-5-okco-4a,5,6,7,7a,8-rekcarigpo-4H-cypo[2,3-
flisoingon-4,7-gukapbokcamigy (2) 1,36 r (69 %). T.nn. >360 °C. Cnektp AMP 1H, 5, m.4.; (400 MHz,
DMSO): 10.30 (c, 1H), 8.50 (g, J=7.7 'y, 1H), 7.63 (g, J=7.8 'y, 2H), 7.36 (g, J=8.5 'u, 2H), 7.31 (T,
J=7.9Tu, 2H), 7.13 (g, J=8.5 'y, 2H), 7.06 (1, J=7.4 'y, 1H), 6.89 (T, J=2.5 "4, 1H), 5.58 (c, 1H), 5.40
20 (g, J=3.1Twu, 1H), 4.77 (o, J=8.1 I'u, 1H), 3.83 (g, J=2.6 'y, 1H), 3.58 (c, 1H), 2.97-2.89 (m, 1H), 2.74
(8.4, J=12.3,9.3 ', 1H), 2.25 (c, 3H), 1.76 (m, 5H), 1.56 (g, J=11.5 Ty, 1H), 1.33-1.15 (m, 5H).
3anponoHoBaHwWiA cnocib gae 3Mory oAepXXyBaTh LinboBi NpoaykTn -6-apun-5-okco-4a,5,6,7,7a,8-
rekcarigpo-4H-dypo[2,3-flizoingon-4,7-ankapbokcamian, BUKOPUCTOBYIOYM OeLUeBi Ta NErko4oCTYMHi
BUXiOHI peareHTu, i3 30epexeHHsM (ypaHOBOro LMKIY Ta 3HAYHO PO3LUMPUTU MEXi peakuii, Lo
25 nigTBepoKye ogepxaHHs nepeabayyBaHOro TEXHIYHOro pesynbTary.
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®OPMYJIA KOPUCHOI MOJEN!I

Cnocib ofepxaHHs 6-apun-5-okco-4a,5,6,7,7a,8-rekcarigpo-4H-gypo[2,3-flizoiHaon-4,7-
AvkapbokcamigiB, 3a sKMM anbgerign ypaHoBOro psiay B3aEMOAilTb 3 apoOMaTUYHUM aMiHOM,
MOHO@HINIQOM ManeiHoBOI KUCMAOTU |  LMKIIOrekcunisouiaHigoMm y cepefoBulli eTaHony, SKUR
BiApPi3HAETBCA TUM, WO AK anbaerign BUMKOPUCTOBYIOTL 3-(2-dypun)akponeiH Tta 3-(5-apun-2-
dypun)akponeiHm Ta peakuito NpoBoAATb B OAHOMY peakTopi 6€3 3MiHM YMOB i OAEPXYOTb CMOJTYKM
3aranbHoi hopmynu:

ae R'=H, apvn;
R?=Alk, OAlk, COOEt, Ac.

Komn’'toTepHa BepcTka A. KpyneBcbkuii

[HepxaBHa cnyxba iHTeneKTyanbHOi BMacHocTi YKpaiHu, Byn. Ypuupekoro, 45, m. Kuie, MCI1, 03680, YkpaiHa

0N “YKkpaiHCbKMI iIHCTUTYT NPOMMUCNOBOI BNacHocTi”, Byn. Na3syHoBa, 1, M. Kuis — 42, 01601



