HOBBI METOJ] CHHTE3A
1,8- AUT'NAPOIINPUNO(2,3,4-gh| TIEPUMUINH-7(6H)-OHOB

KaioueBsie caoBa: 1,8-guruaponupuno|2,3,4-ghlnepumunun-7(6H)-oHbl, B-HUTpPO-
CTUpOJ, TIEPUMHUIMHBI, TNonudochopHass Kuciora, 1,3,6-TpuasanupeHsl, aMUHHAPOBAHHUE,
nepu-aHHEINPOBAHHUE.

HpOI/IBBOZ[HBIMI/I NOJIUAACPHBIX  APOMATHYCCKUX M TE€TCPOAPOMATHUCCKHUX
COG,Z[I/IHCHI/Iﬁ, B TOM YHUCJIC MMPCHA U €r0 reTCPONUKINYCCKUX aHAJIOTOB, SABJIAIOTCSA
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MHOTHE OpraHnveckue JIOMHHO(OPHI, Kpacutenn. Ha ocHoBe 4,9-muasunupeHos
HaiineHsl 3¢ ¢EeKTUBHBIEC JIEKAPCTBEHHbIE Mperaparhl, HampuMep MPOTHBOOITYXO-
neBbIit mpenapar AG 311, mroMuHECTICHTHBIC HHTEpKAIITOPHI [1-3].

B nacrosimiee BpeMsi GOJIBIIMHCTBO a3allMPEHOB OCTAIOTCS HEJAOCTYMHBIMU. JTO
B TIEPBYIO OYepeb CBA3AHO C OTCYTCTBHEM 3(PPEKTHBHBIX METOJOB nepu-aHHEU-
pOBaHHA TETEPOIMKINYECKUX KoJiell. B maHHOW paboTe MBI TpeasiaraéM MeTO.
nepu-aHHEIUPOBAHUS [ab|MUPUANHOBOTO Aapa K MEPUMHIMHAM, OCHOBAHHBIH Ha
HEW3BECTHOM paHee BHYTPHUMOJEKYJISPHOM BapuUaHTE HEAABHO OTKPBITOM HaMHU
peaKkuy ameTaMUANPOBAHUS apOMATHUYECKUX COEAMHEHWH HHUTpOaJKaHAMH B
nonudocdoproii kucnore (IIOK, PPA) [4, 5].

MpsI mokaszand, 4To peaknus nepuMuauHoB la—c ¢ 1.05-kpaTHBIM MOJSPHBIM
n30bITKOM B-HUTpocTupona (2) B IIOK npu 65-70 °C B TeueHne 5 94 mpUBOIUT K
HeW3BecTHBIM panee 8-denwmi-1,8-murunpornupuno|2,3,4-ghnepumunun-7(6H)-
oHaM 6a—c ¢ BeIxomamMu 76—84%.

R HNT N
A

HN N
PPA
+ Ph\/\NO _— =
OO 5 2 65-70°C

5y
NH
la—c Ph
O 6a—c
2 | PPA
PPAT
| i A i
HN™ SN HNJQ

3a-—c 5a—¢

4a—c HO™ \07

aR=H,bR=Me,cR=Ph

MexaHu3M peakiini, BEPOsSTHO, BKIIIOYAET 00pa3oBaHue U3 MepUMUANHOB la—c
1 B-HUTpOoCcTHpOIA (2) HUTPOCOSTUMHEHNH 3a—¢, KOTOPBIE, KaK OTMEYAIOCH BHIIIIE,
BCTYMAalOT BO BHYTPHUMOJEKYJSIPHYIO PEaKIFI0 aIeTaMUJUPOBAHMS apoMaTh-
YECKHUX COENMHEHHH 4Yepe3 CTaAWi0 00pa3oBaHMs OKCHMOB Sa—C W Teperpymmn-
poBKy bekmaHa nociaegHux.

UK crextpsl 3anucanbl Ha npudope Specord 75 IR B Tabnerkax KBr. Cnexrpst SIMP
'H u PC sapeructpupoBansl Ha npu6ope Bruker DRX-500 (500 u 125 MI'ii cooTBet-
ctBeHHO) B IIMCO-ds, BHyTpenanii ctangapt TMC. DieMeHTHBIA aHaIN3 NMPOBEAEH Ha
CHN-ananuzarope CHN-1 ¢upmbr KOVO. Temneparypsl muiaBiieHHsi ONpeAEiIeHbl Ha
npubope IITII-M ¢upmbr Xumiaboprnpubop. KoHTpons 3a mpoTexkaHueMm peakiuid u
YUCTOTOH CHHTE3MPOBAHHBIX COCTUHEHUH OCYIIECTBISUTH Ha miactuHax Silufol UV-254 B
EtOAc. Hcnonp3oBana kommepueckn poctymnHas [IOK ¢ 80% conepxanuem P,0s.
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8-®enna-1,8-nuruaponupuno|2,3,4-gh|lnepumuann-7(6 H)-oubl  6a—c  (obOmas
meroauka). Cmeck 1.00 mmos nepumuanna la—c, 0.157 r (1.05 mmons) B-aurpoctrpona (2)
B 2-3 r 80% II®K narpesator B TeueHne 5 4 mpu 65-70 °C mpu MHTEHCUBHOM Hepe-
MEIIMBaHUM. 3aTeM peakIuoHHyI0 cmech BeumBaloT B 30 mn H,O, HelTpammsyior
pacTBOpoM ammuaka. BemaBmmii ocanok ¢uinbtpyror, npomsiBator H,O (3 x 50 M) u
EtOAc (3 x 50 mur). OctaTok mpencTaBiseT co00# MPaKTHYECKH YHCTOE BEIIECTBO, KOTOPOE
MpHU HEOOXOIMMOCTH MTEPEKPUCTAIUIN30BBIBatOT 13 EtOAC.

8-®enna-1,8-qnuruaponupuno|2,3,4-ghlnepumuaun-7(6H)-on (6a). Boixog 0.251 r
(84%). T. 1. 242-245 °C. UK cnektp, v, cM ': 1602 (CONH), 1639 (CONH), 3180 (NH),
3420 (NH). Crextp SIMP 'H, 8, m. 1.: 4.98 (1H, ¢, 8-CH); 6.44-6.46 (2H, m, H-4,10);
7.03-7.30 (7H, m, H-5,9, H Ph); 7.37 (1H, ¢, H-2); 10.88 (1H, yu. ¢, NHCO); 11.08 (1H,
yur. ¢, NH). Crextp SIMP “C, &, m. 1.: 49.4; 107.6; 107.7; 114.6; 115.0; 121.9; 124.7;
125.2; 126.2; 127.8 (2C); 128.1; 128.6 (2C); 131.3; 142.5; 147.9; 161.8; 168.3. HaiineHo,
%: C76.42; H4.31; N 13.99. C;yH3N;0 Brraucneno, %: C 76.24; H 4.38; N 14.04.

2-MeTui-8-penni-1,8-qruruaponupuno|2,3,4-ghlnepumuaun-7(6 H)-on (6b).
Boixox 0.260 r (83%). T. mr. 298-301 °C. UK cmextp, v, cM : 1608 (CONH), 1638
(CONH), 3350 (NH), 3410 (NH). Cniexrp SIMP 'H, &, M. 1.: 2.04 (3H, ¢, CH3); 4.97 (1H, c,
8-CH); 6.43-6.46 (2H, M, H-4,10); 7.03-7.32 (7H, m, H-5,9, H Ph); 10.82 (1H, ym. c,
NHCO); 11.05 (1H, ym. ¢, NH). Haiineno, %: C 76.78; H 4.71; N 13.39. C,,HsN3;0
Brruucneno, %: C 76.66; H 4.82; N 13 .41.

2,6-Iudenn-1,8-muruaponupuno|2,3,4-ghlnepumuaun-7(6 H)-ou (6¢). Berxog 0.285 ¢
(76%). T. . 255-258 °C. MK crmextp, v, cm ': 1598 (CONH), 1632 (CONH), 3220 (NH),
3420 (NH). Cnextp SIMP 'H, §, m. 1. (J, T): 4.98 (1H, ¢, 8-CH); 6.60-6.64 (2H, M,
H-4,10); 7.10-7.50 (8H, M, H-5,9, H-3,4,5 2Ph); 8.05 (4H, n, J = 7.7, H-2,6 2Ph); 10.87
(1H, ym. ¢, NHCO); 11.06 (1H, ym. ¢, NH). Haiineno, %: C 80.15; H 4.53; N 11.14.
C,5H7N;0 Beruucneno, %: C 79.98; H 4.56; N 11.19.

Paboma svinonnena 6 pamkax gedepanvhoii yenesoii npoepammol "Hayunvle u
HayuHo-nedazoeuveckue Kaopvl unHosayuouuoti Poccuu” na 2009-2013 200ul
(eocyoapcmeennviti koumpakm 16.740.11.0162) u npu ¢unancosou noodoepoicke
Poccuiickoeo gponoa ¢pynoamenmanvuvix uccaedosanuii (epanm 10-03-00193a).
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