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M. B. XJIEBYC, /. . PYBUHOB, ®@. A. IAXBUY

PEAKIIMS ®TAJIMMUJICOIAEPKAIIMX 2-ALIAJIINKJIOT EKCAH-1,3-TMOHOB
C BUOYHKIIMOHAJIBHBIMU HYKJIEO®UJIAMHA

Hnemumym o6uoopeanuvecxou xumuu HAH Benapycu

(Illocmynuna 6 peoakyuio 05.08.2014)

bnaronaps mupokoMy crekTpy (HU3HOJIOTHYEeCKOW aKTUBHOCTH (IIPOTHBOOITYXOJIEBOH, MPOTHUBO-
BOCIIAJIUTENILHON, aHTUMUKPOOHOH U JIp.) TPO3BOIHBIE U30KCA30J1a, MUPa30Ja U psijia KOHJICHCHPOBAH-
HBIX CHCTEM Ha UX OCHOBE SIBJISIOTCS OOBEKTOM IOCTOSIHHOIO BHUMAaHMsI XUMUKOB M (papMakoyioros
[1-4]. CymiecTBeHHBIN BKJIA B CO3IAHME HOBBIX JICKAPCTBEHHBIX MPEMApaTOB BHOCUT TOAXO, OCHO-
BaHHBIM Ha MOIU(PHUKAIUU CTPYKTYPBl MPUPOIHBIX COCOUHEHUN M OMOPETyJsTOPOB, MPOSBIISIOLINX
pa3Ho00pa3HyI0 (PM3MOIOTUYECKYIO aKTUBHOCTG. JIJIsl TOHM 1eNi MCTIONB3YIOTCS CHHTETUYECKHE Me-
TOJBI, MO3BOJISIIOIINE BBOAMTH B CKEJET MOJICKYJBI HOBBIE 3aMECTHTEIH WM OMOQOpHBIE (pparMeH-
Thl, IIPOU3BOIUTh 3aMEHY aTOMOB yIJIEpOJa M BOAOpPOJA Ha Jpyrue aToMsel (a30T, cepy, GpTop u ap.).
C 3THX NO3MLUH pacHpOoCTpaHEHHBIE B MPUPOJE M 00JaAaonIe pa3Hoo0pa3Hoil OHMOIOrHYecKOl ak-
TUBHOCTBIO IIMKJIMYECKUE PB-TpUKapOOHUIIBHBIE COCIUHEHUSI IPEACTABIAIOT COOOH OIMH U3 MHTEepec-
HBIX U TIEPCIIEKTHBHBIX JJIS1 MCCIICOBAHUS KJIACCOB coeAnHeHui [S]. Hanmune nonudyHKInOHATBHOM
B-TpuKapOOHMIBHON I'PYyIIIMPOBKH OTKPHIBAECT LIMPOKUE CHHTETHUECKNE BOBMOXKHOCTH ISl UX XUMHU-
4ecKoi MOAM(UKALINY U TTOJTy4YEeHHUsT HOBBIX (PM3HOJIOTHYECKH aKTUBHBIX COCAMHEHUH, B TOM YHCJIE T'e-
TEPOLHUKINYECKUX CTPYKTYp [6]. Ocoboe 3HaUeHNE UCCIIEIOBAHUS B 3TON 00JIACTH MpUOOpenn mocie
OTKPBITHSI HOBOTO Kjacca 3(p()EeKTUBHBIX CENIEKTUBHBIX MPOTHBOOIYXOJIEBBIX COCTMHEHHUI Ha OCHOBE
MPOU3BOAHBIX MHIA305I0HAa [7-9]. Psig mpencraButeneid 3TOro Kijiacca BELIECTB B HACTOSILEE BPEMst
MPOXOJUT KIMHUYECKHE ucnbitanus [10—12].

Panee Hamu ObLTHM CHHTE3WPOBAHBI 2-allWIIIUKIOTeKcaH-1,3- 1ol (1a-e), comepkanive B aruib-
HOW 1enw (pTaTuMHTHBIN 3aMECTHTENh B KA9eCTBE JOMIOIHUTEIRHOTO Onodopa [13]. M30mHI0IUHOBEIC
POU3BOJHBIE, K KOTOPBIM OTHOCHTCSA (PTATMMHJ, B CBOIO OYEPEIb SIBISIOTCS IIUPOKO HCCIETyEMbIM
KJlaccoM coennHeHui. Cpenn MpencTaBuTeNe 3Toro Kiracca 00Hapy KeHbI BEIIECTBA C TPOTUBOOITYXO-
neBoii [14], mpoTuBoapuTMUUecKoit [15], anectesupyromeii [16]  ApyruMu BUAAMU aKTHBHOCTH.

Bzaumoneiictsue coeqmnenwii (I1a-€) ¢ runpasmHOM ninn GEHUITHIPA3UHOM, HECMOTPS Ha HAJTHYHUE
JONOJTHUTEIBHOTO (PTATMMHIHOTO PEAaKLIMOHHOTO LIEHTPA, IPOTEKAET B JOCTATOYHOM CTENEHH PEruo-
n30MpaTenbHO ¢ 00pa30BaHMEM MPOM3BOAHBIX TeTparuapounnaszosnona (Ila-m) c Beixomom 60-95%.
Crpyxkryps! coenunennii (IIa-m) cooTBeTcTBYIOT nanHEM criekTpoB IMP 'H u '3C, B koTopsIx oTCyT-
CTBYET CHUTHAJ BHYTPHUMOJIEKYJISIPHO XEJIIATHPOBAHHOTO MPOTOHA B o0mact 16.5—18.1 M.J. MCXOMHBIX
coequHenui (I) u HaOIIOMAIOTCS CUTHAJIBI BCEX MPOTOHCOAECPKAMX (PParMeHTOB U YITIEPOIHOTO CKe-
neta BeriecTB (I1a-m).

Amnanu3 MK-crekTpoB nmoaTBepxaaeT NPUCYTCTBUE B cTpyKType coeanHenuit (Ila-m) unTeHCHB-
HOW TTOJIOCHI TIOTJIONIEHUS COMPSIKEHHON KeTOTPYIIbI MHAa30JI0HOBOTO MHKJA B obmactu 1650-1685
cm! ¥ cTaGOMHTEHCHBHOrO MOTNIOMER s apOMATHKU B obnact 1600-1640 cm™!. dranmumugHOoMy 3a-
MECTHUTENIO TPUHAIJIE)KAT CITa00MHTEHCHBHASI TT0JIOCA TIOTJIOMIeH st B obmactu 1770-1775 cm™! u ouenp
VHTEHCUBHAS T10710ca Hortomenus pu 1710-1720 cm™!. JlanHbIe 2MeMeHTHOTO aHAIN3a M MACC-CTIEKTPOB
TakXke MOATBEPXK AT CTPYKTYpy coeanHeHuit (I1a-m).
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I(a) R=R;=CH;3,n=1;1(6) R=R;=CH;3,n=2; I(B) R=R;=CH;3,n=3; I(r) R=H,
R, = 2,4,6- (CH3);C¢Hy, n = 15 I(x) R = H, R; = 2,4,6-(CH3);C¢H,, n = 2; I(e) R = H,
R, =2.,4,6-(CH;); C¢Hy, n = 3; Ii(a) R = R,;= CHs, R, = H, n = 1; 1I(6) R = R,= CHj,
R,=H, n=2; II(8) R = R,= CH;, R, = H, n = 3; II(r) R = H, R, = 2,4,6-(CH;);C¢H,, R,
=H,n=1;1I(x) R=H, R, =2,4,6- (CH3)3C6H2, Ry,=H,n=2;II(e) R=H,R; =
2.4,6-(CH3);CgHy, R, = H, n = 3; TI(#) R = R,= CHs, Ry=C¢Hy, n = 1; II(3) R = Ry=
CHs, R, = C¢Hs, n = 2; II(u) R = R;= CH3, R, = C¢Hs, n = 3; II(k) R =H, R, = 2,4,6-
(CH3); CgHy, Ry = CgHs, n = 13 TI(1) R = H, R, = 2,4,6-(CH3);CgHy, R, = CgHs, n

2, II(M) R= H, Rl = 2,4,6-(CH3)3C6H2, Rz = C6H5, n= 3, IV(a) R= R1= CH3, n= 1,
IV®@) R=R;=CH;3,n=2;IV(B) R=R;=CH3,n=3; IV(r) R=H,R, =
2,4,6-(CH3)3C6H2, n= 2,

Henocpenctennas peakuust f-tpuketona (I60) ¢ rugpokcuiaMuHOM MpUBeEIa K 00pa30BaHUIO CMe-
CH TIPOJTYKTOB, U3 KOTOPOil 11eneBoit n3okcazon (IV0) ynaeTcs BBICIUTH METOJIOM KOJIOHOUHOM Xpoma-
torpaduu ¢ BeixozoM 30%. CyIiecTBEHHO MOBBICUTD MPENapaTUBHOCTh PEAKI[UU HaM YJIaioCh 3a CUeT
npeaBapuTeIbHol TpaHchopmaiuu coenuHenuit (Ia-B, A) B 3K30MUKINYSCKHUE CHAMUHOJIUKECTOHBI
(IIT) nox aeiictBueM nponuiamuHa. [lonydeHHbIE TPOMEXKYTOUHBIE EHAMUHBI FOPA3J0 CEJIEKTUBHEE
pearupoBaiii ¢ THAPOKCUIIAMUHOM, 3a CUET peaklUu NepeeHaMUHUPOBAHMS U MOCIEAYIOMEeH IIUKIn3a-
1y, nasasi n3okcasonsl (IVa-r) ¢ Beixonom 50—80%. CTpyKTypbl IPOU3BOIHBIX TETPAruIpOOCH3U30K-
cazonos (IVa-r) cornacytorcs ¢ ganabimu IMP 'H, 3C, UK, MacC-CIIEKTPOB U SJIEMEHTHOTO aHaIu3a.

JkcnepuMeHTa bHas YacThb. K-criekTps! s TBepabix BemecTB cHATH Ha mpubdope FT IR Bomem
Michelson 100 4 cm! B Tabnerkax KBr. Criektpsl IMP cHaTH Ha crekTpomerpe Bruker Avance 500
(pa6ouas gactora 500 MI't it 'H m 125 MTI'ny i 13C) B neiirepoxiopodopme (ctanmapt - TMC).
Macc-criektpsl onyderasl Ha HPLS-MS/MS cucteme B coctaBe xpomatorpada ACCELA ¢ macc-ae-
tektopom LCQ Fleet B pexxume APCI monHm3amuum ¢ AETEKTUPOBAHUEM TOJOKUTEIHHBIX HOHOB.
TeMmepaTypsl TUTaBICHUS onpeaesuty Ha Oyoke Boétius. KOHTpoas mpoTekaHus peaknuii U YUCTO-
ThI BCEX MOJIyYEHHHIX coeanHeHuit nposoaunu Metogom TCX na nmactunax Alufolien Kieselgel F,s,
(Merck), muiacTuHbI TposBIsIN B YD-CBeTE ¢ MOCIEAYIOMNM ONPBHICKUBAHUEM PACTBOPOM XJIOPHOT'O
xenesa. Jna xpomarorpaduu ucnons3zosanu cunukarens Kieselgel 60 HF,5, TLC-crangapr (Merck)
u Kieselgel 60 (Fluka).

O0mas MeToIMKA MOJIy4eHUsl TeTparuaponnaa3oionos (Ila-m). K pactsopy 2 MMonb cooTBeT-
ctBytomiero B-tpukerona (Ia-e) B 20 M mMeTraHona nmpu KOMHaTHOW Temmeparype mobdasisumu 0,1 M
(2 mmomnb) ruarazuaruapara uinu 0,2 mut (2 Mmmone) ¢peHmtrnapasuna. Yepes 24 4 pacTBOpUTENb yaa-
JISUTH Ha POTOPHOM HCTHIApUTEIIe, OCTaTOK pacTBopsua B 30 M xsopodopma, mpombiBaiau 5 Mt 1%-Hoi
COJISTHOM KUCITOTHI, 10 MJT BOZIBI, CylIin O€3BOIHBIM CYIb()AaTOM MarHus, 3aTeM OCYIIUTENb OTACISUIIH,
a pacTBOPUTENH yIapuBaliy Ha POTOPHOM ncnaputesne. OCTaTok KPUCTAUITM30BAIHA W3 METAHOJA HIIH
CMECH dTUJIaleTaT — NeTPONCHHBIN 2Pup.

2-((6,6-dumernii-4-oxco-4,5,6,7-rerparuapo-1 H-unaa3oi-3-ma)MeTUI)M30MHA0AUH-1,3-T1H0H
(I1a). Beixon 60%. T. . 254-256 °C (3tunanerar-nerponeinsiii adup). UK-cnexrp, v, em™: 1771c,
17240u.c, 171604.c, 1662¢ (C=0 comp.), 1650¢, 1615ca. Crektp SIMP H, DMSO-Dg, 6, m.a.: 1.02¢ (6H,
CH,CCH,;), 2.28¢ u 2.69¢ (4H, 5-CH,, 7-CH,), 4.90c (2H, CH,N), 7.80 -7.96m (4H, C,H,), 12.91c (1H,
NH). [M'] 307. Cnextp IMP 13C, DMSO-Dy, 6, m.ax.: 27.76k, 27.76x, 33.94¢, 35.20t, 35.461, 51.90T,
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113.16¢, 123.10x, 123.10x, 131.65c, 131.65¢, 134.497, 134.49x, 145.60c, 150.88c, 167.43c, 167.43¢, 192.34c.
Haiizeno,%: C 66.90; H 5.27; N 13.10. C,4H,,N;0;. Berancineno,%: C 66.86; H 5.30; N 13.00. [MH]" = 324.
2-(2-(6,6-AumeTni-4-0Kc0-4,5,6,7-TreTparuapo-1 H-uuaa30.1-3-ua)3TUa)U30MHA0JANH-1,3-
nuon (I16). Beixon 65%. T. m. 241-242 °C (metanon). MK-ciextp, v, cm™: 1772¢m, 17200u.c, 17120u.c,
1665¢ (C=0 cormp.), 16330u.c. Ciektp AMP H, DMSO-Dg, 8, m.a.: 0.99¢ (6H, CH;CCH,), 2.16¢c n 2.61c
(4H, 5-CH,, 7-CH,), 3.04mmp.c (2H, CH,CH,N), 3.88t1 (2H, CH,N, J 6.5 I'), 7.80m (4H, CH,), 12.74¢
(1H, NH). Cniextp SIMP 'H, §, m.11.: 1.09¢ (6H, CH,CCH,), 2.32¢ u 2.67c (4H, 5-CH,, 7-CH,), 3.32t (2H,
CH,CH,N , J 6.5 I'ny), 4.10m (2H, CH,N), 7.73m u 7.79m (4H, C H,). Cuextp SIMP 13C, §, m.1.: 28.36k,
28.36K, 33.56¢c, 35.94t, , 37.061, 45.13T, 52.781, 114.53¢c, 123.48n, 123.48n, 132.17¢c, 132.17c, 134.80x,
134.80m, 148.65¢, 150.73¢, 168.14c, 168.14c, 193.06¢. Haiineno,%: C 67.59; H 5.64; N 12.50. C,gH,¢N;0;.
Brruucieno,%: C 67.64; H 5.68; N 12.46; [MH]" = 338.
2-(3-(6,6-AnmeTna-4-oxco-4,5,6,7-rerparuapo-1 H-uu1a30.,1-3-ua)nNponua)u30MH10JuH-1,3-
muon (IIB). Beixon 90%. T. mn. 174-176 °C (3runanerar-netponeiinsiii s¢up). MK-crexrp, v, cm:
1770cn, 17140u.c, 1665cp (C=0 comnp.), 1642¢c. Cnexrp AMP H, DMSO-Dg, 6, m.a.: 0.98¢ (6H, CH,CCH,),
1.94m (2H, CH,CH,N), 2.20c u 2.57¢ (4H, 5-CH,, 7-CH,), 2.78mmup.c (2H, CH,CH,CH,N), 3.58t (2H,
CH,N, J 7.0 I'n), 7.80-7.86m (4H, C(H,), 12.77mup.c (1H, NH). Crexrp SIMP °C, DMSO-Dy, §, m.1.:
26.64t, 27.83k, 27.83xk, 35.10c, 35.151, 37.14t1, 46.741, 52.41T1, 113.27¢, 122.9071, 122.907, 131.55¢, 131.55¢,
134.26n, 134.26x1, 148.20c, 150.25¢, 167.79¢, 167.79¢c, 193.56¢. Haiineno,%: C 68.39; H 5.56; N 12.06.
C,oH,N;0;. Beruncneno,%: C 68.36; H 6.02; N 11.96. [MH]" = 352.
2-((4-Oxco-6-(2,4,6-rpumeTuiapenun)-4,5,6,7-rerparuapo-1H-uu1a30-3-ua)MeTHJI)
mzounoaun-1,3-auon (IIr). Bexon 75%. T. mr. 350 °C (pasn.), (meranomn). MK-criektp, v, cM™: 1770c,
17150u.c, 1670cp (C=0 comp.), 1642c, 1613cp. Cnexrp SIMP 'H, DMSO-Dg, 6, m.a.: 2.18¢ (3H, p-CH;C(H,),
2.33mmp.c (6H, 0-(CH;),C,H,), 2.26an (1H, 5-CH,, J; 16.0 I'n, J, 4.0 I'n), 2.84n1 (1H, 7-CH,, J; 16.5 T,
J, 5.0 I'm), 3.13xn (1H, 5-CH, J; 16.0 I'n, J, 13.0 I'n ), 3.31na (1H, 7-CHy, J, 16.5 I'n, J, 13.5I'm),
3.85m (1H, 6-CH), 4.95¢ (2H, NCH,), 6.81c (2H, C(H,), 7.87m u 7.92m (4H, C.H,), 12.95¢ (1H, NH).
Haiineno,%: C 72.70; H 5.54; N 10.22. C,sH,;N;0;. Berancieno,%: C 72.62; H 5.61; N 10.16. [MH]" = 414.
2-(2-(4-Oxkco-6-(2,4,6-TpumeTuadenni)-4,5,6,7-rerparuapo-1H-uaaa30/-3-ua)3TUI)U30-
unpoaun-1,3-1uon (ILx). Brixon 80%. T. m. 282284 °C (meranom). UK-cmektp, v, cm™: 1770cm,
17100u.c, 1650¢c (C=0 comp.), 1615¢cp. Cnexrp SIMP 'H, &, m.1.: 2.26¢ (3H, p-CH;C¢H,), 2.30mmup.c
u 2.44ump.c (6H, o-(CH,;),CH,), 2.481x (1H, 5-CH,,, J, 170 I', J, 4.0 I'w), 2911 (1H, 7-CH,, J, 16.5 I'ny,
J, 5.0 T'm), 3.12an (1H, 5-CHg, J; 17.0 I'u, J, 14.0 I'n ), 3.34ax (1H, 7-CHy, J, 16.5 I'n, J, 13.0I'n),
3.35t (2H, CH,CH,N, J 6.5 I'm), 3.89m (1H, 6-CH), 4.09t (2H, NCH,, J 6.5 I'm), 6.86¢ (2H, C,H,),
7.67v n 7.77m (4H, C;H,). Cnexrp SIMP B¢, 8, M. 20.64k, 22.82k, 22.82k, 26.091, 26.191, 36.30T,
37.32n, 42.667, 115.67¢, 123.23x1, 123.2371, 129.711, 129.711, 131.99c¢, 131.99¢, 133.94n, 133.94x, 134.05¢,
135.12¢, 136.18c, 136.33¢c, 136.63c, 146.86¢, 168.28c, 168.28c, 194.14c. Haiineno,%: C 73.05; H 5.89;
N 9.83. C,4H,5N;0;. Beruncineno,%: C 73.05; H 5.89; N 9.83. [MH]" = 428.
2-(3-(4-Okco-6-(2,4,6-TpumeTuidenn)-4,5,6,7-rerparuapo-1 H-unaa3o1-3-u)npomnui)
m3onnnoann-1,3-quon (Ile). Beixon 60%. T. . 245-246 °C (metanon). UK-crektp, v, em™': 1766¢m,
17090u.c, 167cp (C=O comp.), 1650c, 1615ca. Crextp AIMP 'H, §, m.x.: 2.11m (2H, NCH,CH,), 2.26¢
(3H, p-CH;C(H,), 2.32mmp.c u 2.46mup.c (6H, o-(CH,;),CH,), 2.53nn (1H, 5-CH,, J, 17.0 I'n, J,
3.5 T'm), 2.94-3.02m (3H, 7-CH,, CH,CH,CH,N), 3.1811 (1H, 5-CHy, J; 17.0 I'u, J, 14.0 I'n ), 3.3501
(1H, 7-CHg, J; 16.5 T'u, J, 13.0I'm), 3.73m (2H, NCH,), 3.91m (1H, 6-CH), 6.87c (2H, C,H,), 7.74m
u 7.84m (4H, C(H,). Criektp SIMP 1C, §, m.n.: 20.64x, 21.46x, 22.39k, 22.84, 26.87T, 27.291, 36.77T,
37.44n, 43.04T, 114.82c, 123.44n, 123.44n, 129.73n, 129.73n, 131.52¢, 131.52¢, 134.221, 134.227, 134.50c,
135.45¢, 136.21c, 136.35c, 136.35¢c, 144.58c, 169.02¢, 169.02c, 194.69c. Haitneno,%: C 73.51; H 6.18;
N 9.60. C,,H,;N,0;. Beraucneno,%: C 73.45; H 6.16; N 9.52. [MH]" = 442.
2-((6,6-JumeTuns-4-okco-1-penuns-4,5,6,7-terparuapo-1 H-uuaa30/-3-ua)MeTHI)U30-
ungomnn-1,3-1uon (1Ix). Beixox 75%. T. mn. 162-164 °C (meranon). UK-crextp, v, em™: 1772c¢,
17170u4.c, 1678c (C=0O comp.), 1638ci. Crnexrp SIMP 'H, §, m.m.: 1.11c (6H, CH4CCH,), 2.41c u 2.77c
(4H, 5-CH,, 7-CH,), 5.24¢ (2H, CH,N), 7.33-7.44m (SH, C,Hs), 7.71m n 7.88m (4H, CH,). Cnexrp SIMP
B¢, 8, m.a.: 28.45k, 28.45k, 35.66T, 35.89¢, 37.191, 52.161, 116.21c, 123.371, 123.371, 123.801, 123.80x,
128.031, 129.211, 129.21 1 132.40c¢, 132.40c¢, 133.8170, 133.811, 138.50c, 147.45¢c, 149.51c, 168.07c, 168.07c,
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192.92¢. Haiineno,%: C 72.21; H 5.25; N 10.58. C,,H, N;0;. Boruucneno,%: C 72.16; H 5.30; N 10.52.
[MH]" = 400.
2-(2-(6,6-Aumetni-4-oxco-1-penunn-4,5,6,7-terparuapo-1H-uuaa30-3-ua)3TuJjia)-
m3ounnoann-1,3-muon (I13). Beixox 90%. T. mn. 172-173 °C (meranom). UK-cnextp, v, em™: 1773cn,
17170u.c, 1665¢ (C=O comp.), 1615cn. Cnektp AMP 'H, §, m.1.: 1.11c (6H, CH,CCH,;), 2.37c u 2.75¢ (4H,
5-CH,, 7-CH,), 3.3It (2H, CH,CH,N, J 6.5 I'um), 4.14t (2H, CH,N, J 6.5 I'n), 7.25-7.41m (SH, CHy),
7.67v n 7.79m (4H, C,H,). Cnexrp SAMP B¢, 8, m.1.: 28.36K, 28.36K, 33.56¢, 35.94T, , 37.06T, 45.13T,
52.78, 114.53c, 123.487, 123.487, 132.17c, 132.17¢, 134.80x, 134.80x1, 148.65¢, 150.73¢, 168.14¢, 168.14c,
193.06¢. Haiineno,%: C 72.66; H 5.57; N 10.20. C,sH,;N;0;. Beruucneno,%: C 72.62; H 5.61; N 10.16.
[MH]" = 414.
2-(3-(6,6-IumeTrnn-4-oxco-1-pennn-4,5,6,7-rerparuapo-1H-uuaa30J-3-ua)nponuJ)
m3ouHp0nH-1,3-muon (I1u). Beixoa 85%. T. min. 132—134 °C (merano:n). UK-crektp, v, em!: 1775¢n,
17140u.c, 1663¢c (C=O comp.), 1638cp. Cnextp SAIMP 'H, §, m.1.: 1.09¢ (6H, CH,CCH,), 2.19m (2H,
CH,CH,N), 2.38c u 2.76¢ (4H, 5-CH,, 7-CH,), 3.20t (2H, CH,CH,CH,N, J 7.5 I'n), 3.81t (2H, CH,N,
J 72 Tw), 7.37-7.50m (5H, C(Hy), 7.67m n 7.80m (4H, CH,). Cnextp SAMP B¢, §, m.a.: 25.30T, 26.85T,
28.38k, 28.38x, 35.77¢c, 37.21t, 37.821, 52.431, 116.44c, 123.08x, 123.08n, 123.74n, 123.74n, 127937,
129.32n, 129.32n, 132.23c, 132.23c, 133.71x, 133.71x, 138.62c, 149.09¢, 152.64c, 168.38¢c, 168.38c,
193.08c. Haiineno,%: C 73.11; H 5.85; N 9.90. C,.H,sN;0;. Beruncneno,%: C 73.05; H 5.89; N 9.83.
[MH]" = 428.
2-((4-Oxco0-6-(2,4,6-TpumeTuadenu)-1-pennn-4,5,6,7-rerparuapo-1 H-unga3zon-3-ui)
MeTuwmu3ouHa0anH-1,3-muon (IIk). Beixon 95%. T. . 270-273 °C (meranon). MK-cniektp, v, cM”
I: 1774cn, 17180u.c, 1670c (C=0 cormp.), 1614cn. Cnexrp SIMP H, 8, m.1.: 2.25¢ (3H, p-CH,C(H,),
2.27mup.c u 2.51mup.c (6H, o-(CH;),C,H,), 2.58n1n (1H, 5-CH,, J; 16.5 I'n, J, 4.0 T'm), 2.881x (1H,
7-CH,, J, 170 T'n, J, 5.0 T'), 3.27mn (1H, 5-CHy, J; 16.5 I'n, J, 14.0 ' ), 3.31a1 (1H, 7-CHy, J; 17.0 T'n,
J,12.5I'm), 3.95m (1H, 6-CH), 5.251 u 5311 (2H, NCH,, J 17.0 ' ), 6.86¢ (2H, C,H,), 7.27-7.40m (5H,
C¢Hs), 7.72m u 7.89m (@H, CH,). Cnekrp SIMP 3C, §, m.n: 20.62k, 21.45k, 22.50k, 27.591, 35.75T,
37.22n, 41.907, 117.04c¢, 123.431, 123.43x1, 123.491, 123.49n, 128.021, 129.221, 129.221, 129.891, 131.621,
132.39c¢, 132.39c¢, 133.87n, 133.87n, 134.62¢, 135.54c, 136.66¢, 136.66¢, 138.41c, 147.82¢, 150.17¢c, 168.13c,
168.13c, 193.19¢. Haineno,%: C 76.11; H 5.51; N 8.60. C;;H,,N;0;. Beruncneno,%: C 76.05; H 5.56;
N 8.58. [MH]" = 490.
2-(2-(4-Oxco0-6-(2,4,6-TpumeTnipennn)-1-penunn-4,5,6,7-rerparuapo-1 H-unaazoma-3-u.m)
yrum)usoungoann-1,3-quon (ILm). Beixox 80%. T. mr. 210-212 °C (meranomn). UK-crextp, v, cM™:
1772¢n, 17180u.c, 1671c (C=0 comp.), 1612cn. Cnexktp SIMP 'H, §, m.x.: 2.25¢ (3H, p-CH;C.H,),
2.27mup.c u 2.51mup.c (6H, o-(CH,),C,H,), 2.54nx (1H, 5-CH,, J, 17.0 I'u, J, 4.0 T'w), 2.881x (1H,
7-CH,,J, 16.5 Ty, J, 5.0 '), 3.2301 (1H, 5-CH, J, 17.0 ', J, 14.0 'y ), 3.39m (2H, NCH,CH,), 3.4811
(IH, 7-CHg, J, 16.5 I'u, J, 12.5 I'm), 3.92m (1H, 6-CH), 4.191 (2H, NCH,, J 7.0 T'n), 6.86¢ (2H, C,H,),
7.29-7.38m (SH, C Hs), 7.68m u 7.81m (4H, C,H,). Cnektp SIMP BC, 8, m.a.: 20.62k, 21.43k, 22.56K,
26.66t1, 27.601, 36.58T, 37.301, 42.0971, 117.61¢, 123.071, 123.071, 123.3871, 123.38x1, 127.901, 129.24n,
129.24n, 129.82n, 131.56x, 132.34c, 132.34c, 133.68n, 133.68x, 134.79c, 135.98¢c, 136.57c, 136.57c,
138.49c¢, 149.65¢, 150.63c, 168.22¢, 168.22¢, 193.48c. Haiineno,%: C 76.36; H 5.77; N 8.41. C;,H,yN;05.
Boruucieno,%: C 76.32; H 5.80; N 8.34. [MH]" = 504.
2-(3-(4-Oxco-6-(2,4,6-Trpumerundenni)-1-gpennn-4,5,6,7-rerparuapo-1 H-uaaa3oa-3-u)
nponumusonngoann-1,3-mmon (Im). Beixon 85%. T. mn. 110-112 °C (meranom). MK-crektp, v, cm™:
1770cin, 17130u.c, 1670¢c (C=O comp.), 1613cn. Cnextp SIMP 'H, §, m.1.: 2.22m (2H, NCH,CH,), 2.25¢
(3H, 4-CH,C(H,), 2.27ump.c u 2.51mmup.c (6H, 2,6-(CH,),C.H,), 2.5511 (1H, 4-CH,, J, 16.5 T, J, 3.5 I'ny),
2.891n (1H, 6-CH,, J, 17.0 I'y, J, 5.0 I'n ), 3.06T (2H, COCH,, J 7.5 Tn), 3.26a71 (1H, 4-CHy, J, 16.5 I'ny,
J,14.0 T'n ), 3.470x (1H, 6-CHy;, J,; 17.0 I'u, J, 12.5 T), 3.861 (2H, NCH,, J 7.0 'y ), 3.92m (1H, 5-CH),
6.86¢ (2H, C(H,), 7.33-7.47m (SH, C(Hs), 7.68m u 7.82m (4H, C H,). Cnextp SIMP °C, §, m.x1.: 20.62k,
21.53k, 22.58k, 25.36T, 26.94T, 27.621, 37.251, 37.89T, 42.18T1, 117.26¢C, 123.107, 123.101, 123.4371, 123.437,
127901, 129.32x, 129.32x, 129.80x, 131.58x, 132.23c¢, 132.23c, 133.75x, 133.75x, 134.80c, 136.06¢,
136.59¢, 136.59¢, 138.56¢, 149.62¢, 153.04c, 168.46¢, 168.46¢, 193.35¢. Haiineno,%: C 76.59; H 6.11;
N 8.19. Cy3H; N;O;. Boruncieno,%: C 76.57; H 6.04; N 8.12. [MH]" = 518.
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O0mas MeToaIMKa MOJY4YeHHs TeTparuapoden3nsokcasonos (IVa-r). K pactsopy 2 MMoib co-
oTBeTcTBYtomIero B-rpukerona (Ia-B, 1) B 20 M xsmopodopma nmpu KOMHATHOW TeMIleparype J00aBis-
nu 0,18 M (2,2 MMomp) mponuinaMuHa. Uepes 24 4 pacTBOPHUTENH yAAISITH Ha POTOPHOM HCTIApUTEIIE.
[Monyuennsiii enamunoauketod (III) pactBopsau B 20 MJI yKCYCHOH KUCIOTHI M JOOABISUIM K HEMY
pacTBOp THAPOKCHIIAMIHA, TPUTOTOBJICHHBIN pacTBOpeHHeM B 5 Mil BoJbI 0,16 T CONSHOKUCIIOTO TH-
npokcunamuHa u 0,18 T 6e3BoHOTO arerara Hatpus. Yepe3 24 9 peakIIMOHHYIO CMech pa30aBisim 50 it
BOJIBI M AKCTparupoBanu 3x15 mu xmopodopma. OObeqnHEHHBIE XJIOPO(POPMHBIE CIION MTPOMBIBAIH
10 mut Bogsl, 10 M1 5% kapOonaTta HaTpuUs, CyIIHIA O€3BOIHBIM CyIb(aTOM MarHus, 3aTeM OCYIUTEIb
OTAEJSUIN, @ PACTBOPUTEIb YAAISIIN HAa pOTOPHOM HcnapuTene. OCTaTOK KPUCTANTU30BAIH U3 JUITHIIO-
BOTO 3(upa.

2-((6,6-AumeTna-4-oxco-4,5,6,7-rerparuapo-1,2-6eH3n3oxca30a-3-mJa)MeTUI) 30U HIOTHH-
1,3-nmon (IVa). Beixox 50%. T. mr. 160-162 °C (amatunossiii 3¢up). UK-cnektp, v, ecm™: 1775¢m,
17200u.c, 1690c (C=0 comp.), 1602cn. Crexrp SIMP 'H, &, m.1.: 1.17¢ (6H, CH,CCH,), 2.41c u 2.84c
(4H, 5-CH,, 7-CH,), 5.18c (2H, CH,N), 7.75m n 7.90m (4H, C H,). Cniextp SIMP °C, 3, m.n1.: 28.42k,
28.42xk, 33.78t1, 35.69¢c, 36.73t, 52.12t, 113.37c, 123.62x, 123.62n, 132.07c, 132.07c, 134.16x, 134.167,
156.26¢, 167.54¢, 167.54¢, 181.33c, 192.05¢c. Haiineno,%: C 66.70; H 4.95; N 8.71. C,gH,,N,O,. Boruuc-
neno,%: C 66.66; H4.97; N 8.64. [MH]" = 325.

2-(2-(6,6-AnmeTnn-4-oxco-4,5,6,7-rerparuapo-1,2-6eH3u30Kkca30.1-3-wi1)3THI)U30UHA0IUH-
1,3-amon (IV6). Beixox 65%. T. mi. 105-107 °C (amatunossiii s¢pup). UK-cnektp, v, ecm™: 1771cn,
17170u.c, 1685¢ (C=0 comp.), 1628cp, 1605cin. Crnektp SIMP 'H, 8, m.x.: 1.18¢ (6H, CH,CCH,;), 2.41c
u 2.83c (4H, CH,CCH,), 3.24t (2H, CH,CH,N, J 6.5 I'n), 4.141 (2H, CH,N, J 6.5 I'n), 7.68m u 7.79m
(4H, C(H,). Cniextp SIMP °C, 8, m.1.: 24.97t, 28.26xk, 28.35k, 35.44c, 35.671, , 36.67T, 52.221, 113.98c,
123.20m, 123.20m, 131.97c, 131.97c, 133.85x, 133.85m, 158.17c, 168.01c, 168.0lc, 180.68c, 192.57c.
Haiineno,%: C 67.42; H 5.39; N 8.31. C,(H4{N,0,. Borancneno,%: C 67.44; H 5.36; N 8.28. [MH]" = 339.

2-(3-(6,6-IumeTni-4-oxkco-4,5,6,7-rerparuapo-1,2-6eH31u30Kkca30J-3-uJ)PONUJ)-U30UH-
noaun-1,3-muon (IVB). Bexon 80%. T. mn. 95-97 °C (mustunossiii a¢up). MK-crextp, v, em™: 1773cp,
17220u.c, 17100u.c, 1667c (C=0 comp.), 15660u.c. (C=C comp., C=0 xenar.). Cnextp IMP 'H, &, m.x.:
1.15¢ (6H, CH;CCH,;), 2.15m (2H, CH,CH,CH,N), 2.38¢c u 2.82¢ (4H, CH,CCH,), 2.94t1 (2H,
CH,CH,CH,N, J 7.0 I'n), 3.78t (2H, CH,N, J 7.0 I'n), 7.71m n 7.83m (4H, C(H,). Cuextp SIMP °C, 3,
m.1.: 23.08T, 25.88T, 28.38k, 28.38k, 35.57¢, 36.771, 37.331, 52.36T, 113.59¢, 123.201, 122.2071, 132.10cC,
132.10c, 133.89x, 133.894, 160.04c, 168.29¢c, 168.29¢, 180.73c, 192.32¢. Haiineno,%: C 68.12; H 5.75;
N 8.01. C,,H,(N,O,. Boruucueno,%: C 68.17, H 5.72; N 7.95. [MH]" = 353.

2-(2-(4-o0xco-6-(2,4,6-Tpumetuiadenun)-4,5,6,7-terparuapo-1,2-6eH3u30Kca301-3-HJ1)ITHI)
mzonnoaun-1,3-1uon (IVr). Bexon 65%. T. . 181-183 °C (quatunoserii a¢up). UK-ciektp, v, cm™:
1770cn, 17130u.c, 1684c (C=O comp.), 1609cx. Cnexrp AMP 'H, §, m.1: 2.27¢ (3H, p-CH,C(H,), 2.38mmp.c
(6H, o-(CH,),C,H,), 2.57nn (1H, 5-CH,, J; 170 I'n, J, 4.0 I'n), 3.06ax (1H, 7-CH,, J, 18.0 I'y, J, 5.0
I'm), 3.12x0 (1H, 5-CHg, J, 17.0 I'u, J, 14.0 I'n ), 3.30t (2H, CH,CH,N, J 6.5 I'n), 3.44nx (1H, 7-CH,
J; 18.0 I'n, J, 12.5T'w), 4.01m (1H, 6-CH), 4.16T (2H, NCH,, J 6.5 T'n), 6.89¢ (2H, CH,), 7.70m u 7.81m
(4H, C,H,). Cnextp SIMP B¢, 8, mum: 20.66k, 21.72k, 21.72k, 25.00T, 27.15T, 35.40T1, 36.041, 41.997,
114.98c, 123.27n, 123.27x, 129.90x1, 131.48x, 132.07c, 132.07¢, 133.77¢c, 133.91 1, 133.911, 136.17¢, 136.17c,
136.86¢, 158.40c, 168.07¢c, 168.07c, 180.95¢, 192.66¢. Haiineno,%: C 72.84; H 5.71; N 6.61. C, H,,N,O,.
Boruucieno,%: C 72.88; H 5.65; N 6.54. [MH]" = 429.
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M. V. KHLEBUS, D. B. RUBINOV, F. A. LAKHVICH
REACTION OF PHTHALIMIDE SUBSTITUTED 2-ACYL CYCLOHEXANE-1,3-DIONES
WITH BIFUNCTIONAL NUCLEOPHILES
Summary

A number of new tetrahydrobenzoisoxazole or tetrahydroindazole substituted isoindolindiones has been synthesized by
the reaction of cyclohexane B-triketones containing phthalimidoyl group in an acyl chain, with hydroxylamine, hydrazine and
phenylhydrazine.



