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B3AMMO/JIEVICTBUE N-APWUJICYJIb®OHWUIITPOU3BOJIHBIX
1,4-bEH30XMHOHMOHOVMUWHA C STUWJIOBBIM 5®NUPOM
BEH30MNJIYKCYCHOU KNCJIOTbBI

Jlonbacckas rocyIapcTBeHHAs MAIIMHOCTPOMTENIbHASA akaaemus, r. Kpamaropck

OnHO M3 HampaBJeHUN CHHTE3a MPOU3BOJAHBIX OeH30(ypaHa BKIIOYAET PEakiiuio
N-3amereHHbIX 1,4-66H30XUHOHMOHOMMHWHOB C aKTUBHBIMU METHJICHOBBIMM COCIMHE-
Husimu. PaHee mpousBogHoe OeH30(ypaHa MOJydeHO Ha OCHOBE HE3aMEIICHHOTO B XU-
HoumHoM sipe N-denuncynbhonmi-1,4-6eH30XMHOHMOHOMMIMHA 1 3TWJIOBOTO 3dupa
OEH30MIIYKCYCHOM KUCI0Thl. OHAKO CMHTE3 COCTOSIT U3 HECKOJIbKMX cTanuii. B naHHo#
pabore B pesynbrare B3aumopaeiicTBusi N-apuicyibdoHui-1,4-6eH30XMHOHMOHOUMMU-
HOB C BTWJIOBBIM 3(PUPOM OEH30MIYKCYCHOM KMCJIOTHI TIPM KOMHATHOW TeMIiepaTtype B
cpele MMOKCaHa B TIPUCYTCTBUM METHWJIaTa HATPUST MOJTYyYeHBI TIPOAYKTHI 1,4-TIpucoenu-
HEHUsI MOJIEKYJIbl 3(hupa B OPTO-TIOJIOKEHWE K KapOOHUJILHOMY aToMy yIjiepoja XMHO-
WIHOTO siipa — OTWI 2-[2-TUapokcu-5-(apuicyabdoHuiamuno)denmn|-3-okco-3-de-
HuporiaHoaTsl. [1ponsBogHble 6eH30(pypaHa — N-(3-6eH30MI-2-3TOKCMOeH30(ypaH-
S-mr)apwicyabOOHMIAMUABl ¢ XOPOIIMMM BBIXOJAAMM TIOJYYeHBI B OJHY CTaJMIO TIPU
kurssaeHun N-apuiicyab@oHmI- 1,4-06e H30XMHOHMOHOMMMHOB, COJEPKAIIX CBOOOIHYIO
cBs13b C=C XMHOMAHOTO SIApa, C STUJIOBBIM 3(GUPOM OEH30MIYKCYCHOI KMCIIOTHI B Cpefie
JIMOKCAaHa WJIM OUXJIOP3TaHa B TIPUCYTCTBUU METWJIaTa HATpUs, UTO SBISIETCS YAOOHBIM
METOZIOM MX CHHTEe3a.

Kimouenie ciioBa: N-apuicynbhoHmI-1,4-66 H30XMUHOHMOHOUMIH, 3TUJIOBLINA 3¢pup OeH-
30MJIYKCYCHOM KUCTOThI, N-(3-0eH30uj1-2-3ToKCuOeH30(hypaH-5-1i1)heHmICcyIbhOoOHU-
nmamun, OeHzodypad, 1,4-miprcoequHEHNE.

Besedenue

I[IpousBogubie OeH30(ypaHa 00JATAOT IIH-
POKUM CIIEKTPOM OMOJOTUYECKON aKTUBHOCTH.
Cpenu HMX oOHapyXeHbl COSOAMHEHMs, o0jama-
fo1111Me TUMOTeH3UBHOM, aHTUaHTUHAIbHOM [1] 1 aH-
THapuTMUUYeckoi [1,2] aKTMBHOCTSIMM, aHAIbIETH-
YEeCKHMM, CITa3MOJIMTUYECKUM [3], MeCTHOAHEeCTe3U-
pyouuMm [3,4], aHTUanaepruyeckum [5], MpoTUBoO-
MUKPOOHBIM [6] meicTBUEM, a TaKxKe Ipernaparhl,
OKa3bIBaIoIINe BIMSHIAE Ha IIEHTPATbHYIO HEPBHYIO
cuctemy [7]. OnHO U3 HalpaBjleHWI CUHTe3a Mpo-
M3BOJHBIX OeH30(ypaHa BKJIoUaeT peakiuio N-3a-
MeIEeHHBIX- | ,4-0e H30XMTHOHMOHOMMWHOB C aKTUB-
HBIMA METHJICHOBBHIMM coennHeHMsIMU. PaHee B
paborax Angamca M cOaBTOpPOB [8] Mpou3BOAHBIE
OeH3odypaHa ObUIM MOJIyYeHBI Ha OCHOBE He3ame-
IIEHHOTO B XUHOMTHOM siipe N -heHMmICyTbOOHMII-
1,4-0eH30xHOHMOHOMMMHA. OQHAKO CHUHTE3 CO-
CTOSIT M3 HECKOJIBKMX CTAAWi, ObLT ITUTSIBHBIM 1
MHOTOCTAINITHBIM.

Llenbto maHHO# pabOTHI ABJISIETCS TTOMCK HaM-
OoJiee ONMTUMAJTBHBIX YCJIOBUI CHHTE3a TTPOM3BOJI-
HBIX OeH30(ypaHa Ha OCHOBE aJKMJI3aMeIleHHBIX
B XuuHOMIHOM siape N-apwicyiabgoHui-1,4-6eH30-

XMHOHMOHOMMMHOB M 3TUJIOBOro 3¢upa 0eH30-
WJIYKCYCHOM KHWCJIOTbI.

DKcnepumenmanvHaa uacmo

Criektpel SIMP 'H m3Mmepensl Ha Tipubope
VXR-300 ¢ paboueit yactoroir 300 MI' oTHOCH-
teabHo TMC B IMCO—d,. MK-cniekTpsl mosyue-
Hbl Ha cniektpomeTpe UR-20 B Tabnetkax KBr.

AHaJIN3 YUCTOTHI UCXOTHBIX XWHOHMOHONUMU-
HOB U TPOJIYKTOB MX B3aUMOJIEUCTBUS C STUIOBBIM
a(prpoM OEH3OMIYKCYCHON KHUCJIOTHI ITPOBOIWIN
metonoMm TCX Ha mmactunax Silufol UV-254. dnsa
xMHOHMOHOUMUHOB (Ia—d) B KauyecTBe pacTBOpU-
TEJIS1 UCTIONB30BAIM XJIOPO(POPM, 2TIOEHT — OEH30J1—
rekcaH, 10:1. s coenuuenuii (Ila—d, 11la—d) B
KauyeCcTBE paCTBOPUTEJISI MCMOJb30BaJM alleTOH,
BII0eHT — cnupT—xjiopodopm, 1:10. TlposiBieHue
YO cetom.

XuHoHUMUHBI (la—d) cuHTe3MpoBaHbI MO
meToauke [9]. XapakTepuCTUK XMHOHMMUHOB la,b
[10,11], Ic [12], Id [13] cOOTBETCTBYIOT JIUTEPATYP-
HBIM JTaHHBIM.

Peakuuio N-apuncynbdonun-1,4-0eH30x1-
HOHMOHOMMMHOB (Ia—d) ¢ 3TUI0BBIM 3(hrpoM OeH-
30MJIYKCYCHOUM KUCIOThI MPOBOJAMIM MPU KOMHAT-
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HOU TeMITepaType B cpelie TMOKCaHa B IIPUCYTCTBUN
MeTujaaTa HaTtpusi (MeToj A); MPU KUIISTYEHUU B
TIPUCYTCTBUM METWJIaTa HAaTpHUsI B cpele AMOKCcaHa
(meton b) u muxnoparana (metonm B).

Memoo A. K pacTBOpYy 2 MMOJIb XWUHOHMMMHA
1 2,2 MMOJIb 3TWJIOBOTO 3(upa OCH30MIYKCYCHOM
KUCIOThI B 20 MJ1 0€3BOIHOIO AMOKCAHA TIpU Mepe-
MEIMBaHWUH J00ABIISIIN 4 MMOJIb MeTAJIaTa HATPHSI.
PactBop obeciiBeunBaics. JlnokcaH ynapusaiu mpu
TTOHIDKEHHOM JaBieHnn. K MaciassHmcToMy ocTat-
Ky 100aBisiiv Boay M BblaepxkuBaiu 1 4. O6paszo-
BaBIIMICS 0CATOK OT(GUILTPOBBIBAIM, TTPOMBIBAIN
TETIJION BOMON, TEPeKPUCTAIM30BBIBAIM M3 BTa-
HOJIa WJIM BOJHOIO 3TaHoJja.

Memoo b. K pacTtBopy 2 MMOJIb XMUHOHMMMHA
1 2,2 MMOJIb 3TWJIOBOTO 3(upa OCH30MIYKCYCHON
KUCIOThI B 20 MJ1 0€3BOIHOIO AMOKCAHA TIpU Mepe-
MEIMBaHUH J00ABIISIN 4 MMOJIb MeTUJIaTa HATPHSI.
Kungtnim cMech 10 MOJTHOTO 00eCIBEUMBAHUS B
teyeHre 5—10 muH. JInokcaH ynapuBaiu Mpu Io-
HIKeHHOM naBieHnu. OOpa3oBaBIINIiCS 0CamoK
OT(WIBTPOBBIBAIN, TIPOMBIBAIM TETIION BOION M
MTePEKPUCTATUTM30BLIBAI U3 3TAHOJIA VI BOITHOTO
3TaHoA.

Memood B. Cmech 2 MMOJb XMHOHUMUHA,
2,2 MMOJIb 3TUJIOBOro 3(upa OCH30MIYKCYCHON
KUCJIOTBI M 4 MMOJIb MeTu1ata Hatpus B 20 M1 0e3-
BOJHOIO auxjopataHa Kunatuiau 20—30 MuH ¢ 00-
pPaTHBIM XOJIOAVUIBHUKOM IO TIOJTHOTO PacTBOPEHUS
WCXOMHBIX BEIIECTB M YACTUIHOTO 00ECIIBEUMBAHUS
pacTBopa. PacTBopuTe h YyIIApUBAIIN TIPY TTOHKEH-
HoM paaBieHuu. OOpa30BaBILIUIACS OCATOK MPOMBbI-
BaJI TETJION BOMIOM, TEePeKPUCTATUTM3OBLIBAIA U3

ArSOz\N ArSO,— i
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3TaHoJA.

BbIxomel, TeMIiepaTypsl TIaBICHUS U JaHHBIE
3JIEMEHTHOTO aHajiu3a TMOJIYyUeHHBIX COEIMHEHUI
(IIa, b, d, IIIa, b, d) npuBenens! B Tadn. 1. Coenn-
Henust (Ilc, IlIc) B uHaAMBUAYadTbHOM BUJE BblIe-
JIUTh HE YIaoCh.

Pe3yavmamut u ux obcyxncoenue

B pesynbrate B3aumoaeircTBUs N-apuicysib-
onmi-1,4-6eH30xMiHOHMOHOUMKUHOB (Ia—d) ¢ aTU-
JIOBBIM 3(PMpOM OEH30MJIYKCYCHOW KHWCJIOTHI MpU
KOMHATHOI TeMIepaTrype B MPUCYTCTBUM MeTUIaTa
HaTpUsl B IMOKCaHe (MeToa A) moJiydeHbl TTPOayK-
Thl 1,4-TIpyicoeHEHMST MOJEKYJbI 3(prpa B OpTO-
MoJIOXKeHWE K KapOOHWJIBHOMY aToMy yrjepoja
XUHOUJHOTO siipa — 3TUJA 2-[2-ruapokcu-5-(apui-
cyabdoHmIamMua0)peHmn]-3-okco-3-peHunmnpona-
Hoatbl (ITa—d) (cxema 1). Ilpu kunssueHUU B TIpU-
CYTCTBUM METWJIaTa HATpUs B cpelie N1MoKcaHa (Me-
ton B) m muxmopatana (meroxm B) B omHy craguio
MOJIy4eHbl pou3BoaHbIe OeH30(ypaHa — N-(3-0eH-
30M1-2-3TOKCMOeH30(hypaH-5-1j1)apuICyab(POHN-
nmamunpl (I1la—d). Cnenmyer oTMETUTH, YTO HAM He
YIAIOCh TIOJYIUTD TIPOMYKTHI PEAKLINH TIPA KHUTISI-
YEHUU C OOPATHBIM XOJOIUIbHUKOM B TeueHue 1,0—
1,5 4 B 0€3BOIHOM AMUXJIOpITaHe O0e3 MeTujIaTa Ha-
TpUST — OBUIM BBIACIIEHBI TOJBKO MCXOMHBIE COCIU-
HEHUSI, YTO CBUAETEIbCTBYET O KJIOUEBOW pOJU
MeTWJIaTa HaTpusl.

Coenunenus (Ilc, Illc) Ham He ymajioch BbI-
JIEMUTh B MHAWBUAYaTbHOM BuAe. OHU TTOTyJYeHBI
TOJILKO B CMECU C BOCCTaHOBJIEHHON (hopmoii uc-
XOJHOr0 XMHOHMOHouMuHa (Ic), uTo cBUIETEsb-
CTBYET O MPOTEKAHUU B XO/ie JAHHOW peakuuu Ta-

Ar=Ph: R'=Me, R>=R*=H (a), R’=Me, R'=R*=H (b), R'=R*=Me, R*>=H (c¢); Ar=4-Tol: R'=R?>=Me, R3>=H (d).
Cxema 1

Taobnunma 1

Borxoapl, Temneparypbl IUIaBJIeHHs, JaHHbIE 3JIeMeHTHOro anamu3a coenunenmii (Ila, b, d, IIla, b, d)

Howmep

Hatineno, %

Brruucineno, %

COEIMHEHUS Burxor*, % | Ty, C N S Dopmya N S
Ila 76 (A) 137-138 | 2.82;3,39 | 6,88;7,25 | CosHx;3NO(S 3,09 7,07
IIb 68 (A) 119-121 | 3,25;3,43 | 7,23;7,38 | CousHx;3NO(S 3,09 7,07
11d 85 (A) 133-135 | 2,74;3,17 | 6,38;6,96 | C,sH,sNOGS 291 6,66
IVa 62 (B), 58 (B) 122-123 | 3,01;3,54 | 7,12;7,60 | C,;H,1NOsS 3,22 7,36
IVb 52 (B), 49 (B)] 106-108 | 2,96; 3,15 | 7,03; 7,34 | C,;H,NOsS 3,22 7,36
Ivd 65 (b), 60 (B)| 118-120 | 2,75;3,00 | 6,52; 6,89 | CysHysNOsS 3,02 6,92

[pumeuanue. * — A, b, B — MeTon mony4yeHusl.
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Ta6auua 2
Cnexrpbl AMP 'H coenunennii (Ila—d, I11a—d)

XUMHYECKUI CABHT, I, M.]I.
Howmep
COeHHEHHS POTOHOB AMHHO(EHONEHOTO AIpa TIPOTOHOB (PParMEHTOB STHIIOBOTO 3(hupa
OeH3omTyKcycHO# kuciotel, ArSO,
a 2,19 ¢ (3H, 3-Me), 6,89 ¢ (2H, H*®), 1,20 T (3H, Me, OE), 4,15 x (2H, CH,, OEX),
7,98 ¢ (1H, NH), 8,53 ym.c (1H, OH) 6,08 ¢ (1H, CH), 7,30-7,96 m (10H, 2Ph)
b 2,01 ¢ (3H, 4-Me), 6,74 ¢ (1H, H’), 1,21 T (3H, Me, OE), 4,15 k (2H, CH,, OE),
6,88 ¢ (1H, H°), 8,07 ¢ (1H, NH), 9,05 ¢ (1H, OH) 6,00 ¢ (1H, CH), 7,32-7,98 m (10H, 2Ph)
e 1,80 ¢ (3H, 3-Me), 2,14 ¢ (3H, 6-Me), 1,25 T (3H, Me, OEt), 4,21 k (2H, CH,, OEt),
6,65 ¢ (1H, H*), 8,16 ¢ (1H, NH), 8,19 ¢ (1H, OH) 6,10 ¢ (1H, CH), 7,34-7,70 m (10H, 2Ph)
2.04 ¢ (3H. 3-Me), 2,15 ¢ (3H, 4-Mo). 1,20 T (3H, Me, OEt), 2,37 ¢ (3H, Me, Ts),
1d 6.73 ¢ (1H, H°), 7.99 ¢ (1H, NH) 4,15 x (2H, CH,, OE), 6,01 ¢ (1H, CH),
’ ] 02’ m,c (,IH OH) ’ ’ 7,150 (2H, H ", J 6 T'm), 7',I3577,53 M (5H, Ph),
e YILC U, 7,95 1 (2H, H2®,J 6 I'n)
s 2,04 ¢ (3H, 7-Me), 7,06 yur.c (1H, H), 1,00 T (3H, Me, OEt), 3,95 x (2H, CH,, OEt),
7,13 yurc (1H, H*), 9,03 ¢ (1H, NH) 7,51-8,16 m (10H, 2Ph)
b 2,06 ¢ (3H, 6-Me), 7,11 ¢ (1H, H’), 7,23 ¢ (1H, 1,06 T (3H, Me, OEt), 3,98 k (2H, CH,, OEt),
H*), 8,43 ym.c (1H, NH) 7,53-8,17 m (10H, 2Ph)
e 1,71 ¢ (3H, 7-Me), 2,21 ¢ (1H, 4-Me), 1,04 T (3H, Me, OE), 3,97 k (2H, CH,, OEX),
6,96 ¢ (1H, H°), 8,40 yur.c (1H, NH) 7,50-8,19 m (10H, 2Ph)
2,02 ¢ (3H, 7-Me), 2,08 ¢ (3H, 6-Mo). 1,05 1 3H, Me, OEp), 2,41 ¢ GH, Me, Ts),
11d 6.99 ¢ (1H. H'), 8.97 ym.o (11, NH) 3,98 x (2H, CH,, OEY), 7,35 1 (2H, H’”, 1 6 I'y),
’ - 1), &7 7 Yl ’ 7,61-7.75 m (5H, Ph), 8,20 1 (2H, H*®, J 6 T'y)
ArSO,._ K 70 | [ SOA 7T [ un—SOAT T
o MO, NO O HN
| A\S k A\! W\ A (0]
H C—Ph 1o H C—Ph N C—Ph M I
i s il I N — | 9, —»|RU C—Ph
R+— ||+ /C\ R | + /C\ Mo IR + HC\ HC/
H C-OEt H C-OEt C —OEt H ">Nc—0oEt
O// / / e OJ 1
I o L AO i L BO O ¢ L p O
SOzAI' A ]
HN/ ArSO, NH ArSO,~ NH
A A
R Ph ~o R = Ph | <— R \ P
/ -
& N ? 7 c— Cs 7 g’ Cs
/ o P O >~ S0
O OH C_ OH ,Cuig
n OEt - g HO OBt ] I o
Cxema 2

pajIeIbHOTO Mpoliecca BOCCTAHOBAEHUS MCXOMHO-
IO XMHOHMOHOMMMHA 10 COOTBETCTBYIOILIETO aMU-
HodeHoa.

CoctaB coenqunenuii (Ila, b, d, Illa, b, d) mo-
Ka3aH Ha OCHOBAaHMUM JAaHHBIX 2JIEMEHTHOIO aHaJIU-
3a (Tabu. 1), a crpoeHue coequHenuii (Ila—d, I1la—
d) — Ha ocHoBaHuu cnekrpoB AMP 'H (ta6n. 2). B
cnekrpax AMP 'H npoaykros 1,4-npucoennHeHust
(ITa—d) mpucyTcTBYIOT CUHIJETHI MpoToHOB CH-
rpynmel B obnacty g 6,00—6,10 M.1., TpuruieT Me-
TUJIbHOM rpymIibl pparmeHta OEt B oonactu 6 1,20—
1,25 M.A., KBaApyIieT METWJIEHOBOW TPyMIbl MPU
0 4,15—4,21 m.a., a Takke cUHIIeT nmpotoHa NH-

16

rpyrmsl ipu & 7,98—8,16 m.a., OH-rpynmsr — mipu
0 8,02—9,05 m.x.

B cniekrpax SIMP 'H mpon3BomHBIX 6eH30(DY-
pana (IIla—d) mpucyTcTBYIOT TpUILIET METWIHLHOM
rpynasl pparmenTa OEt B o6nactu & 1,00—1,06 M.,
KBaJIpyIUIET METUJIEHOBOM Tpyniibl Iipu d 3,95—3,98
M.I., a TaKke cuHmIeT npotoHa NH-rpynmsr B 00-
macta o 8,40—9,03 m.m.

Ha ocHoBaHMM pe3yibTaToOB MPEIACTaBICHHO-
TO SKCTIEpMMEHTa MBI TIpeArojiaraeM, 4To Ha Tep-
BOM 3Talle peakiuy B pe3yabTaTe B3aMMOICHCTBUS
WCXOAHOTO XWHOHMOHOMMMHA W METWJIaTa HaTpUs
obpa3syetcs mHTepmenuat (A) (cxema 2). 3atem
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TPOUCXOIUT MEPEHOC MPOTOHA OT MOJEKYJbl TH-
JIoBOro ac¢rpa OGEH30MWIYKCYCHOM KUCIOThI K HYK-
Jneo(puabHOMY LIEHTpY MHTepMeauara (A) — K aTo-
My a3oTa M oTuieruieHue rpynmnsl MeO™. B pesyinb-
TaTe B peakIMOHHON cpeae oOpa3yloTcsi MPOTOHU-
poBaHHasi ¢hoopMa XxMHOHMoHouMUHa (B) 1 kapba-
HUOH 3TUJIOBOrO 3upa 6EH30MIYKCYCHOM KHUCIIO-
Tel (C), B3aMMOAEHCTBUE KOTOPHIX MPUBOAUT K
obpaszoBaHulo uHTepMeauaTa (D) ¢ mocaeayommum
npeBpaileHueM B TpoaykT 1,4-npucoeauuenus (11).

IMpoaykr 1,4-nipucoeaunenust (I1I) B pacTBo-
pax MOXKET CYIIeCTBOBAaTb B BUJE ABYX KETO-EHOJIb-
HbIX TayroMepoB Il E. IloBbllIeHWE TemIiepaTy-
pbl peaKLIMOHHON Cpellbl, BEPOSITHO, CIIOCOOCTBYET
CMEILEHMIO PaBHOBECHSI B CTOPOHY €HOJIbHOM (hop-
Mbl (E), BHyTpUMOJIEeKyIsIpHas LUKIU3ALUSI KOTO-
pOii ¢ OTIIETUIEHUEM MOJIEKYJIbl BOJIbI MTPUBOIUT K
o0pa3oBaHu0 mpousBogHoro 6eHzodypana (II1).

B cayvae 2,5-muMmeTnizaMelIeHHOTO TPOM3-
BoaHoro (Ic) MeTunabHas rpynna B MOJOXEHUU 5
XMHOMIHOTO $Iipa OKa3bIBaeT 3HAUUTEIbHOE CTepH-
YECcKoe TpPemnsTCTBUE MJis1 oOpa3oBaHUs WHTEepMe-
nuara (D), 4yTo mpUBOIUT K 3HAYUTEIbHOMY CHM-
JKEHUIO BBIXOAA MPOIYKTa peaklMu.

Bbieoodwt

IIpemnoxeH OBICTPBIA OMHOCTAAMIAHBIA CHH-
Te3 MPOU3BOAHBIX OeH3o(pypaHa — N-(3-OeH3ou-
2-3TOKCcHOeH30(ypaH-5-1)heHUICYIb(MOHNIaAMU-
J0B Ha ocHoBe N-apuicyibhoHui-1,4-6eH30Xxu-
HOHMOHOUMUWHOB U 3TUJIOBOro 3upa O6eH30MIyK-
CYCHOM KHCJIOTBI: B cpeie Oe3BOAHBIX aliPOTOHHBIX
pacTBOpuUTesieil B MPUCYTCTBUM MeTWJaTa HATpUs
MpY TIOBBILIEHHOW TeMIlepaType.

CIINCOK JIUTEPATYPBI

1. Ham. 2138492 P®, MKW C 07 D 307/80. Crnioco6
CMHTE3a MPOU3BOAHBIX 3-(5-MeTundyp-2-ui)-6eHzodypaHa,
00J1aIal0IIMX TUTIOTEH3UBHOM, aHTUAHTMHAJIBHON W aHTUApUT-
Mmuueckoi aktuBHocTssmu / M.I. Kanmesa, D.T. OraHecsH,
B.T. Abaes, A.B. byrun, A.B. I'ythoB, M.H. UgBaiies (P®D);,
[Taruropckas rocynapctBeHHasi hapmaleBTHYeCcKasl akaaeMusl.
— Neo 97122135/14; 3assin. 23.12.97; Ony6a. 27.09.99. — 6 c.

2. Ilam. 2373199 P®, MKW C 07 D 307/81. [1pousBon-
Hble OeH30(hypaHa, KOMIIO3UIIMA HA UX OCHOBE U CIIOCOObI Jie-
yeHus aputMmuu cepaua / I1. dpysrana (CLUA); Apukc Teparb-
otuke. — No 2006139649/04; 3asasa. 20.05.2008; Ony6a.
20.11.2009. broa. Ne 32. — 12 c.

3. Mawrxosckuu M.J[. JlekapctBa XX Beka. — M.: HoBas

BosiHa. — 1998. — 239 c.

4. Cunme3 1 (papMaKOJOTUYECKUE CBOMCTBA 2-aMUHOME-
TWIBHBIX TTPOU3BOAHBIX O6eH30odypaHa / A.H. I'punes, C.A. 30-
ToBa, A.A. Cronsipuyk u ap. // Xum.-papm. xypH. — 1979. —
T.13. — Ne 1. — C.51-54.

5. Ilam. 4663347 CIIIA, MK A 61 K 31/34. Benzofuran
2-carboxylic acid esters useful as inhibitors of leukotriene
biosynthesis / Atkinson J.G., Guindon Y., Lau C.K. (CIIA);
Merck Frosst Canada, Inc. — Ne 06/725,265; 3assn. 19.04.85;
Ony6:. 05.05.87; HKUM 514/467. — 40 c.

6. Cunme3 v OGUONIOTMUECKAs] AKTUBHOCTb MPOU3BOIHBIX
3-apunbensopypana / A.H. I'punes, C.A. 3oroBa, U.H. Mu-
xaiioBa u ap. // Xum.-bapm. xypH. — 1979. — T.13. — Ne 8. —
C.39-45.

7. Ham. 2278862 P®, MKW C 07 D 405/06. [1poussoxu-
Hble OeH3odypaHa / A. Bare, b. Xenbdept, X. bérrxep (I'epma-
Hust); Mepk Ilarenr TMBX. — Ne 2002102234/04; 3assi.
10.09.2003; Ony6u. 27.06.2006. Brom. Ne 18. — 13 c.

8. Adams R., Whilaker Z. Quinone Imides. XXXIX.
Adducts of quinone monoimides and conversion of active
methylene adducts to benzofurans // J. Amer. Chem. Soc. —
1956. — Vol.78. — Ne 3. — P.658-—663.

9. Adams R., Nagarkatti A. Quinone imides. I. p-Quinone
disulfonimides // J. Amer. Chem. Soc. — 1950. — Vol.72. —
Ne 10. — P.4601-4606.

10. Asdeenxo A.Il., Konosanoea C.A. TamoreHupoBaHue
N-3amelleHHbIX apa-XMHOHUMKUHOB ¥ 9(UPOB Mapa-XMHOHMO-
HookcuMoB. IV. XnopupoBaHue u 6pomupoBaHue N-apuicyiib-
donmn-2(3)-metmn(2-xaop)-1,4-6eH30XMHOHMOHOUMUHOB //
KypH. opran. xumun. — 2006. — T.42. — Bein.3. — C.364-378.

11. Adams R., Looker J.H. Quinone imides. IV. p-Quinone
monosulfonimides // J. Amer. Chem. Soc. — 1951. — Vol.73. —
P.1145-1149.

12. TI'anoeenuposanue N-3aMellleHHBIX MTapa-XMHOHUMUHOB
1 3¢UpoB Napa-XuHOHMOHOOKCUMOB. VI. 3aKOHOMEPHOCTH XJIO-
PUPOBAHUS U OPOMUPOBAHMS AJTKWI3aMEILEHHBIX B XUHOMIHOM
aape N-apuiacyiab®oHui-1,4-6eH30XMHOHMOHOUMMUHOB /
A.T1. Asneenko, C.A. Konosanosa, O.H. Jlynuenko // 2KypH.
oprad. xumuu. — 2006. — T.42. — Beimn.5 — C.702-707.

13. Aedeenko A.Il., Konosanrosea C.A. T'anoreHupoBaHue
N-3amelleHHbIX apa-XMHOHUMKUHOB ¥ 9(UPOB Mapa-XMHOHMO-
HOOKCHMMOB. V. XjloprupoBaHUe 1 OpOMUpOBaHUE AUATKUI3aMe-
meHHbIX N-apuicyibhoHwI-1,4-6eH30XMHOHMOHOUMUHOB //
KypH. opran. xumuu. — 2006. — T.42. — Boin.5. — C.689-701.

IMoctynuna B penakuuo 04.01.2017

ISSN 0321-4095. Bonpocwr xumuu u xumuueckou mexnosoeuu, 2017 T. 3 (112) 17



C.A. Konosanosa, A.Il. Asdeenko, E.H. Jlvicenxo, M.J]. Obymak

REACTION OF N-ARYLSULFONYL DERIVATIVES OF
1,4-BENZOQUINONE MONOIMINE WITH ETHYL
BENZOYLACETATE

S.A. Konovalova ¢, A.P. Avdeenko ¢, E.N. Lysenko °,
M.D. Obushak *

2 Donbass State Engineering Academy, Kramatorsk, Ukraine
b Ivan Franko National University of Lviv, Lviv, Ukraine

One of the way of the synthesis of benzofuran derivatives
involves the reaction of N-substituted 1,4-benzoquinone monoimines
with active methylene compounds. Earlier, the benzofuran derivative
was prepared on the basis of the N-phenylsulfonyl- 1,4-benzoquinone
monoimine unsubstituted in the quinoid ring and ethyl benzoylacetate.
However, the synthesis was multistage. In this study, the reaction of
N-arylsulfonyl- 1,4-benzoquinone monoimines with ethyl benzoyl-
acetate at room temperature in dioxan with sodium methoxide yielded
ethyl 2-[2-hydroxy-5-(arylsulfonamido)phenyl]-3-oxo-3-phenyl-
propanoates which were the products of 1,4-addition of the ester
molecule to the ortho-position to the carbonyl carbon atom of the
quinoid ring. Benzofuran derivatives, N-(3-benzoyl-2-ethoxybenzo-
Sfuran-5-yl) arylsulfonamides, were obtained in a single step with
good yields by boiling of N-arylsulfonyl-1,4-benzoquinone
monoimines, containing the free C=C bond in quinoid ring, with
ethyl benzoylacetate in a dioxane or dichloroethane medium in the
presence of sodium methoxide, which is a convenient method for
their synthesis.

Keywords: N-arylsulfonyl-1,4-benzoquinone monoamine;
ethyl benzoylacetate; N-(3-benzoyl-2-ethoxybenzofuran-5-yl)
phenylsulfonamide; benzofuran; product of 1,4-addition.
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