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Cnoci6 opepxaHHA 3amiweHux 4a,5,6,7,7a,8-rekcarigpo-4H-cypo[2,3flizoiHgon-5-oHiB  BKtoYae
B3aemMofilo aMiHiB ¢ypaHOBOro psgy 3 adrigpMgaMmn  HeHacMYeHUX KUCMNOT B OpraHivyHoMy
PO3YMHHUKY. FAK amiHn BukopuctoBytoTb N-apun-3-(2-cypun)aninamiHn abo N-apun-3-(5-apun-2-
dypvn)aninamidun, K aHrigpuan - XnopaHrigpuan apunakpunoBux KMCNoT. AK PO34YMHHKIK - AiOKCaH 3a
MPUCYTHOCTI TpUeTUNamiHy i ogepXXytoTb CNOMyKX 3aranbHoOI hopmynm
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KopucHa Mogenb CTOCYETbCS OpraHiyHoi XiMii, a came cnocobiB ofep)XaHHs KOPUCHMX OpraHivyHuX
Cnonyk, siki MOXyTb ByTu BUMKOpUCTaHi y cbapMakornorii K nikapcbki npenapaTn, 30Kpema aHarnoru
nirHaHiB i reTepornirHaHie, WO BWSBNSATb MNPOTMPAKOBY, aHTUPEBMATWMYHY Ta aHTUacTMaTU4Hy
aKTUBHICTb.

Bigomnii cnocib oTpumaHHs i3oiHgonie [babuye ®.C., Xumus msounngona / ¢.C. babuyer B.A.
KoBTyHeHko. - K., Hayk, aymka, 1983.-280 c] 3a dkMm 4eTBEepTMHHI coni i30iHA4ONIHIO nigaatoTb Ail
CUMNbHUX OCHOB - cnocib BiTTira, ge npu B3aemopgii ekBiBaneHTHUX KinbkocTen edipHOro po3ymnHy
deHinniTito i 6pomigy N, N-anmeTnnisoiHgoniHito B iHEPTHIN aTMocdepi ogepxytoTb N-meTunizoiHgon
3 Buxogom 74 %.

Heponikamn cnocoby € Hu3bka BIiATBOPKOBAHICTb pe3ynbTaTiB, a TaKoX BaXKOAOCTYMHICTb
BUXiAHWUX PEYOBVH.

Hanbnmxkumm 3a TEXHIYHOK CyTTIO - MPOTOTUMOM - € CMOCI6 ofepxaHHA i30iHA0NOKapHbOHOBMX
kucnot [Zubkov F.I. Thermal and catalytic intramolecular [4+2]-cycloaddition in 2-alkenylfurans / FI
Zubkov, E.V. Nikitina, A.V. Varlamov //Russian Chemical Reviews.-2005. - Vol. 74, Ne 7. - P. 639-
669], saknin nonsarae B peakuii [4+2]-unknonpueaHaHHa, ge dpypdypunamiHn pearyotb 3 ManeiHOBUM
aHrigpngom y 6eH3oni Tak, Wo BiadyBaeTbca N-aunnoBaHHSA 3 HACTYMHOK BHYTPILLUHEOMOIEKYSAPHO
peakuield LMKIoNpuedHaHHs, B pe3ynbTaTti 4oro dopmMyeTbcs  OiuMkniyHa KOHAEHCOBaHa
retepocucTema.

Heponikom cnocoby € He3HayHa BapiaTUBHICTb 3aMiCHUKIB Yy MOMOXEHHI 2 oypaHOBOro LMKIy Ta
TpaHcdopMaLis dypaHOBOro LMKy.

B ocHOBY koOpuCHOI MoAeni MOCTaBneHo 3agady yooCKOHanuMTW cnocib oaepkaHHs 3aMillleHux
4a,5,6,7,7a,8-rekcarigpo-4H-dypo[2,3f]i3oiHgoN-5-0HiB  WNAXOM  BWKOPUCTAHHA  peareHTiB -
XNOopaHrigpuais apunakpuioBmx KUCOT B peakuii[4+2]-unknonpmeaHaHHs 3 JOCTYNMHMMM Cnonykamu
dypaHosBoro psagy, a came N-apun-3-(2-pypun)aninamivamu abo  N-apun-3-(5-apun-2-
dypun)aninamiHamu, WO AacTb 3MOry ogepXyBaTw LifnbOoBi NPOAYKTY i3 30epexeHHAM dypaHOBOro
LMKy Ta 3HAYHO 36iNbLUIMTK PiI3HOMAHITHICTb 3aMiCHUKIB.

MocTtaBneHa 3agaya gocdAraeTbCsl TMM, WO Yy cnocobi ogepxaHHs 3amiweHux 4a,5,6,7,7a,8-
rekcarigpo-4H-cypo[2,3flizoiHoon-5-oHiB, AKUA BKOYae B3aeMOAil0 aMiHiB dypaHOBOro psigy 3
aHrigpyaaMmy HeHacuMYeHUX KUCMOT B OPraHiYHOMY PO3YMHHUKY, SIK amiHU BUKopucToBytoTb N-apun-3-
(2-cpypun)aninaminn  abo N-apun-3-(5-apun-2-cpypun)aninamiHn, €K aHrigpuan-xnopaHriapmam
apunNakpunoBux KNCMNoT, K PO34YMHHIK - OiOKCaH 3a NPUCYTHOCTI TPUETUNaMiHY, | O4EpPXYTb CMOMYyKK
3aranbHoi hopmynu
4] r?

ae R = H, apun,

R® = dypun, apun,

R®=H, Ak, OAIk.

ABTOpU BriepLUe 3anpornoHyBanu BUKOPUCTATK AK BUXigHI cnonyku 3-(2-dypun)akponeiH Ta 3-(5-
apun-2-gypun)akponeidn. BoHu pearytoTe 3 apoMaTUYHMMM amiHamu, yTBOpHoKYM ocHoBu Lndda, a
BiJHOBIIEHHAM OCTaHHiX Goporigpugom HaTpilo y cepefoBuuli TeTparigpodypaHy OTpUMYIOTb
BignosigHo N-apwun-3-(2-cypun)aninamiim abo N-apun-3-(5-apun-2-dgypun)aninaminm, siki BCTynarTb
B peakuito [4+2]-unknonpueaHaHHa 3 xmopaHrigpygaMmy apunakpuioBux KUCNOT Tak, WO (ypaHOBUN
LMK 30epiraeTbCs, a B peakLito BCTYNae eK30UMKIMIYHMI NOABIHMI 3B'A30K. Mpy LbOMy hOpMYETHCS
dypoi3oiHaoNbHA cMcTema 3 apurbHUM PParMeHTOM Y LECTUYIIEHHOMY KapOoLuKi.

Cnoci®é MoXHa npointocTpyBaTv Npuknagamu, pesynbTaTtv Skux 3BedeHO y Tabnuui, Ae BMXO4M
HaBegeHi nicna nepekpuctanisadii. MigTBepoxkeHo 6yaoBy unx cnonyk gaHnmm cnekrpockonii AMP H
i *C Ta eneMeHTHUM aHanisoMm.
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Tabnuug
B3awmiweHi 4a,5,6,7,7a,8-rekcarigpo-4H-cypo[2,3f]izoiHaon-5-oHn
Ne crionyku R R’ R® Buxig, % T.nn, °C
1 H CgHs 4-OMe 85 188-189
2 H dypun 4-OMe 83 177-178
3 H 3,4,5-OMeCgH, 4-OMe 87 237-238
4 2,4-Cl,CgH; | 3,4,5-OMeCgH, 4-OMe 84 280-281
OpepxaHHs cnonyk 1-4 34iNCHIOITL 3a peakuisgmu:
NH,
aYa

RS

NaBH,

THF
H
N

Mpuknag 1

[o posuunHy 0,003 monb (0,7 r) 4-meTokcueHin-2-cpypunaninamiHy ta 1 mn tTpnetunaminy y 10
Mn giokcaHy gogatote 0,003 monb (0,5 r) xnopaHrigpuay KOPUYHOT KUCAOTK, CYMIll KUN'ATATb 3i
3BOPOTHMM XonoaunbHuMKoMm 7 rof. Cymill oxonomkytoTb, po3BOAATb BOAOK, OCaj, L0 YTBOPUBCH,
BiAiNbTPOBYIOTE, MPOMUBAIOTL BOAOK, CyllaTb i MEepeKpMCcTani3oByloTb i3 cymiwi cnmpT-OMOA.
Buxig 6-(4-metokcudbeHin)-4-dpeHin-4a,5,6,7,7a,8-rekcarigpo-4H-dypo[2,3f]lizoiHgon-5-ony (1) 0,93 r
(85 %).

T. nn. 188-189 °C. Cnektp AMP 'H, 5, mn: (400 MHz, DMSO0) 2,73-3,00 (3H, m); 3,72 (3H, c,
OCHs); 3,82 (4H, m, ); 5,80 (1H, g, J=1,6 'y, dypaHn); 6,91 (2H, g, J=8,8 'y, CeH,); 7,24-7,30 (5H, m,
CeHs); 7,44 (1H, o, J=1,6 Ty, dypaH); 7,51 (2H, g, J=8,8 I'u, CzH,). Cnektp AMP B¢: (50 MHz,
CDCly) 26,2; 37,0; 40,8; 50,8; 51,0; 55,2; 110,1; 113,7 (2C); 120,7 (2C); 122,1; 126,2, 127,9 (2C);
128,6 (2C); 133,0; 141,9; 142,8; 149,4; 155,5; 172,0.

Mpuknag 2

6-(4-MeTokcudeHin)-4-cpypun-4a,5,6,7,7a, 8-re|<carip,po-4H-cbypo[2,3qi30in,on-5-0H (2)
ofepxXyTb aHanoriyHo. Buxig 0,88 r (83 %). T. nn. 175-176 °C. Cnektp AMP “H, 8, M. u.: (400 MHz,
DMSO) 2,50-2,62 (1H, m); 2,73 (1H, g, J=12,7 i 3,4 'y); 2,88-3,06 (2H, m); 3,72 (3H, c, OCHy); 3,75-
3,87 (2H, m); 4,10 (1H, g, J=9,8 l'u); 6,23 (1H, g, J=3,0 'y, dypaHn); 6,32 (1H, g, J=2,9 'y, dypaH);
6,42 (1H, o. g, J=2,9 i 2,0 I'u, dypaH); 6,93 (2H, g, J=6,8 'y, CeH,); 7,54-7,62 (4H, m). Cnektp AMP
13¢: (50 MHz, CDCls) 23,9; 36,4; 41,4; 44,9; 50,9; 55,2; 105,6; 109,9; 110,4; 113,8 (2C); 119,4, 121,0
(2C); 132,8; 142,1; 142,2; 149,5; 154,6; 155,7; 172,2.

3anponoHoBaHWiA cnocid fae 3Mory odepXyBaTu LiNboBi NpoaykTu - 3amiweHi 4a,5,6,7,7a,8-
rekcarigpo-4H-cpypo[2,3flizoiHaon-5-0oHN, BUKOPUCTOBYKOUM [elleBi Ta NEerkoaoCTynHi  BUXIAHI
peareHTu, 3i 36epexxeHHAM ypaHOBOro LMKITY Ta 3HAYHO PO3LUMPUTU PIBHOMAHITHICTb 3aMiCHUKIB, LLO
nigTBEepaXye oaepXaHHa nepeabavyBaHOro TEXHIYHOro pesynbTary.
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®OPMYJIA KOPUCHOI MOJENI

Cnocib ogepxaHHs 3amiweHux 4a,5,6,7,7a,8-rekcarigpo-4H-dypo[2,3f]isoiHaon-5-oHiB, WO BKIOYae
B3aeMOfit0 aMiHiB oypaHOBOro psiay 3 aHrigpuaamm HeHaCUYEHUX KUCNOT B OpPraHiyHOMY PO3YMHHUKY,
AKUA BiAPI3HAETLCSA TUM, LLO 5K aMiHU BUKOpPUCTOBYIOTb N-apun-3-(2-gpypun)aninamiHn abo N-apun-
3-(5-apun-2-dypun)aninaminu, gk aHrigpuan - XnopaHrigpuan apunakpunoBux KUCIOT, SK PO3YMHHUK
- [OioKCaH 3a NPUCYTHOCTI TpMeTunamiHy i ogepXXyrTb CNOMyKN 3aranbHoT hopMynn

4] r?

ae R'=H, apvn,
R’ = cpypun, apun,

R® = H, Alk, OAIK.

Komm'toTepHa BepcTka J1. LlixaHoBcbka

[HepxaBHa cnyxba iHTeneKTyanbHOi BMacHocTi YkpaiHu, Byn. Ypuubkoro, 45, M. Kuis, MCI1, 03680, YkpaiHa

OI “YxpaiHCbKni iIHCTUTYT NPOMMUCNOBOI BNacHocTi”, Byn. Na3syHoBa, 1, M. Kuis — 42, 01601



