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CUHTE3 2-(2-AMIHOCYJb®OHLI-4,5- IUMETOKCU®EHETN.I)-2,3,3a,9b-

TETPATTAPO-1H-BEH30[de]I30OXIHOJIIH-1,3-A10HIB

2 HanjioHanbHuii yHiBepCHTET XapuyoBMX TeXHOJoriii, M. Kuis,

B nmaniit po0OOTi HOCHiIKEHO peakililo B3aeMOii HadTajaeBOro aHrinpuay 3 3,4-IUMeTo-
kcudeHizeTnaaMiHOM. BeTaHOBIEHI ONITUMAaIbHI YMOBH i miepediry, 1110 J03BOJIMIIO OIep-
JKaTW LIJTbOBUIA TPOAYKT 3 BUCOKUM BUXOAOM. 3IiMICHEHO JOCTIIKEHHS B3aEMO/Iil ofiep-
kaHoro 2-(3,4-numerokcudenernn)-2,3,3a,9b-terpariapo- 1 H-6eH30| delizoxiHoiH-1,3-
JIIOHY 3 XJIOPCYIb(OHOBOIO KMCIIOTOW. 3’SCOBaHO, IO 3a M’SIKUX YMOB JlaHa B3aEMOist
BiZIOYBAETHCS CEJIEKTUBHO, TIPU3BOMASUN TUIBKU IO OJHOTO 3 MOXJIMBUX i30MEPHUX TPO-
nykTiB. OnepxaHuii cyibgoxyiopun OyB BBeIEHUI B peakilil 3 MepBUHHUMHU Ta BTOPUH-
HUMW aMiHaMM, B pe3yJibTaTi YOro ojepxkaHi HeBigomi paHilie 2-(2-amiHOCYIbGhOHII-
4,5-numerokcudenetn)-2,3,3a,9b-rerparinpo- 1 H-6eH30| de]izoxiHonin- 1,3-nioHu. IneH-
TAdiKaLilo MPOAYKTIB CyIb(OXJIOpyBaHHS Ta OIEpPXKaHUX Ha IX OCHOBI CyJIb(OHaMIiliB
BUKOHYBaJM Cy4YaCHUMM (hi3UKO-XIMiYUHUMHU METOJaMHU, 30Kpema, i3 3aCTOCYBaHHSM
crnexTpiB IMP'H Bucokoi po3miibHOI 3matHOcTi. CHMHTe30BaHi CyJb(OHAMIIN € Tiep-
CIEKTUBHUMM CITOJIyKaMM JIJIsI TIONAJIbIIOTO0 BUBUEHHS 1X GiOJOTiYHOI aKTMBHOCTI.

KumrouoBi cnoBa: HadraneBuit anrigpun, 2,3-aurigpo-1H-6eH3o|[delizoxiHomiH-1,3-1ioH,

b lepkaBHa YcraHoBa «IHCTHUTYT rpomanchkoro 3a0poB‘s iMm. O.M. Mapzeesa HAMH Vkpainm», m. Knis

XJIOPCYIb(POHOBA KMCJIOTA, CYAbGOHAMIN, SIACPHUII MarHITHUN pe30HaHC.

IMoxigHi 2,3-nurinpo-1 H-6eH30] de]izoxiHOmiH-
1,3-gioHy A0 LILOTO Yacy 3apeKOMeHAyBaiu cebe
SIK (Di3i0JIOTIYHO AKTUBHI CMOJIYKH 3 IIUPOKUM CIEK-
TpoM OiosioriyHoi akTuBHOCTI. Cepel HUX 3HaieHi
Ta BINPOBAIKEHi B MPAKTUYHY MEAULIMHY LUTOCTA-
TUYHIi, IPOTUJIEKEeMiuHi nipenapaTtu [1—3], nmpemna-
patu s (oroximioreparii [6], 3acobu s JTiKy-
BaHHS YCKJaaHEHb IpU ILIYKpoBoMmy niaGeti [7].
Oco0nMBO TMOTPiOHO BiJA3HAYUTU HU3BKY TOK-
CUYHICTb CITOJIYK LIbOTO PSINy IJIs TeTUIOKPOBHMX
[8].

Takox Bigomo, 10 noxinHi 2,3-guringpo-1H-
0eH30|delizoxiHomiH-1,3-gioHy i 1,8-HadTaneBoro
aHTiIpUAY € aHTUAOTAMHU, SIKi 3MEHIIYIOTb TOKCH-
YHY [i10 TepOiuMaiB pi3HMX KJaciB Ha KYJbTYPHI
pociuHu [9]; mochimkyBagach MOXKJIMBICTE BUKO-
pUCTaHHS MOAIOHMX CTPYKTYP i B IKOCTI iHilliaTOpiB
nojimepu3satii [10].

Y 3B’43Ky 3 BMIIECKa3aHUM, IOILIYK HOBUX
noxigHux 2,3-auriapo- 1 H-6eH30| delizoxiHomiH-1,3-
JiOHY 3aJIMIIAETHCS AKTyaIbHUM 3aBOAHHSIM IS
CUHTETUYHOI OpraHiyHoOl XiMmii, BUpIILIEHHS SIKOTO
JIO3BOJIUTh Y TIEPCHEKTUBI 3HATU HOBi PEYOBUHU 3
KOPUCHUMM BJIACTUBOCTIMU (30Kpema, BHUCOKOIO
0i0JIOrYHOK aKTUBHICTIO TOLLO).

© 0O.1. Mait6opona, H.B. Cimyposa, B.M. bpuiyn, 2017

Meroro 1aHOTO AOCHIIKEHHS OyJ10 BUBYEHHS
peakiii KoHaeHcallii HadTaleBOTO aHTiApUIy 3
3,4-numMmeToKCU(eHIIeTUIaAMIHOM (MOXiZHUM 0io-
FeHHOro aMiHy — HelipoMmenaiaTopa JoIaMiHy), a
TaKOX TOAablle XiMiuHe MoAuU(iKyBaHHSI olep-
KaHoro 2-(3,4-numetokcudernern)-2,3,3a,9b-teT-
parigpo-1 H-6eH30][delizoxiHoniH-1,3-ai0HYy BBeACH-
HSIM CYJIb(OXJIOPUIHOI TPYIIN.

B poGoTi HamMMu BCTaHOBJIEHO, 110 HadTaje-
Buii aHrinpun (I) pearye 3 2-peninetrunaminom (II)
3 YTBOpeHHSIM 2-(3,4-m1uMeTOKCU(EHETUNI)-
2,3,3a,9b-terparigpo-1 H-6eH30| de]izoxiHoinH-1,3-
piony (IIT). byno 3’gacoBaHo, 110 IJ1s1 3AilICHEHHS
peakiii moTpibHa JOCUTh BHCOKa TeMIlepaTypa.
Peaxuiiss mepebirae mpu HarpiBaHHi peareHTiB B
aumeTtuacynbdokeuni (JIMCO) no kuniHHs. Buxin
crioayku 111 mpu Kum’atiHHi OpoTsroM 2 roj csrae
85% (cxema 1), momajblile HarpiBaHHS HE MPU3BO-
JWUTb 10 30LIbIIEHHST KUIBKOCTI LIJIbOBOIO MPOIYK-
Ty.

SK MeTuaeHoOBa, TaK i METOKCUIPYIIM y O€H-
3€HOBOMY $Jpi € 3aMiCHUKAMM IEePUIOro poay
(BignosigHo, mag CH,0 o0,=—0,23, 6,=—0,39, nns
CH,CH, 0,=—0,27 [11]). 3 orisigy Ha mpaBuJia opi-
€HTallil B O6H3€HOBOMY SIIpi MpPU il eIeKTpodiib-
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Vi, VI i R'=H; R*=(CH,);OH

Cxema 2

HUX areHTiB, 3aMiCHUKU B 1,3,4-110710)KeHHSIX OeH-
3eHOBOro Kiiblisg crnojyku I1I 1aroTe Hey3romxkeHy
opienTamito. Tomy cynbdoxmopyBaHHs OeH3o[de]-
i3oxiHomiH-1,3-miony 111 moxe nepebiratu 3a TpboMa
KOHKYPEHTHUMU HampsiMKamMy — 3a TpbOMa BiJIbHU-
MU TIOJIOKEHHSIMU i30JIbOBAHOTO OEH3€HOBOTO
KiJIbLSI, 110 MOXe TMPU3BOAUTH BiAIOBITHO A0 yT-
BOPEHHSI TPHOX Pi3HUX i30MEPHUX MTPOAYKTIB (Y IKUX
cyJboXJI0pUIHA TpyrHa 3HAXOAUTHCS B MOJIOXKEH-
HsX 2,5,6 GEH3eHOBOIO KiJbLs BiAIIOBIIHO).
Hamu 3’scoBaHo, 10 cyab(hoxI0pyBaHHS

0eH30| delizoxinomnin-1,3-miony III xmopcynbdoHo-
BOIO KHCIIOTOIO BiIOYBa€ThCSA CENEKTHBHO, a €IM-
HUM MPOAYKTOM peakliii € 2-(2-xopcynbhoHin-4,5-
numetokcudenetunn)-2,3,3a,9b-rerparinpo-1 H-
0eH30][de]izoxiHofiH-1,3-mioH (IV). OntumanabHO0O
TemIrepaTypoto peakiii € 20°C, mpu GBIl BHCO-
KHX TeMITepaTypax peakilis CYyIIPOBOIKYEThCS Pyii-
HyBaHHSIM iMiTHOTO LIMKJTY Ta 3MEHIIIEHHSIM BHXO-
Iy LTbOBOIO TIPOIYKTY.

Cunre3oBanuii HaMu cyJbdoxiopun IV ner-
KO i 3 BUCOKMMM BUXOIAMM pearye 3 TMepBUHHUMU
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Ta BTOPMHHUMHU aMiHaMM Va-i, yTBOPIOIOUU CYJib-
donamigu Vla-i 3 Buxogamu, 1o csaraiotb 61—79%
(cxema 2).

InenTudikaliiro MpoaykTy Cyab(poxJa0opyBaHHS
IV ta cynbdonaminiB VI a-i 3aificHioBaiu 3a ¢dop-
MOIO CUTHaJIiB IMPOTOHIB JTMMETOKCUOEH3eHOBOTO
Kinblg B criekTpi IMP'H Bucokoi po3miabHOI 31aT-
HocTi. B criekTpax cronyk 1V i VI a-i curnanu npo-
TOHIB JMUMETOKCUOEH3EHOBOTO KiJIbLISI TTPOSIBIISIIOTH-
Csl 'y BUIJISIAI BY3bKMX CHUHIJIETIB (PUCYHOK), 1110
CBITYMTb Ha KOPUCTH 3aMillIeHHSI caMe y MOJIOXEeHHI
6 (cxema 2), OCKUTBKY B iHIIMX BATTAAKAX 3aMilLIEHHS
JIBa MPOTOHU OEH3eHOBOTO Kijiblis MOBMHHI CIOC-
Tepiratucst y Bunisiai ayonetis 3 pisHumMu KCCB
[12].

Bucnosku

Hamu 3HalineHO onTUMaibHi YMOBU KOHJIEH-
cattii 1,8-HadraneBoro aHriapuay 3 2-cheHeTuaami-
HOM 1 TMOJAJBIIOTO CYIb(POXJIOPYBAHHS MPOAYKTY
peaxitii. 3aiiiCHeHi JOCiMKEHHSI JO3BOJIMIIM CEJIeK-
TUBHO 3 BUCOKMM BUXOJOM ojepxaTtu 2-(2-xj0p-
cynboHiI-4,5-mumerokcndenern)-2,3,3a,9b-tet-
parigpo-1 H-6eH30[ de]izoxiHOMiH-1,3-110H, SIKUI
npu Jii TIEpBUHHUX i BTOPMHHUX aMiHiB TepeTBO-
PIOETBCS Ha 2-(2-aMiHOCYIb(OHII-4,5-TMMETOKCH -
denernn)-2,3,3a,9b-rerparigpo- 1 H-6eH3o| de]-i30-
xiHoMiH-1,3-aioHn. BynoBy oaepXaHMX MPOAYKTIB
HiITBepAXKeHO JaHUMM criekTpockorrii IMP'H Bu-
COKOI PO3IiJIbHOI 3JaTHOCTI, a CKJaj — JaHUMU

eJeMeHTHoro aHaiizy. CHUHTe30BaHi cyJabhoHaMi-
IV € HOBUMHU HEBITOMMMMU paHillle CIIOJyKaMU, Tiep-
CIIEKTUBHUMU IJISI TIOMAJBIIOTO AOCIIMKEHHS iX
0i0JIOriYHOI aKTUBHOCTI.

Excnepumenmanvna wacmuna

2-(3,4-lumemoxcughenemun)-2,3,3a, 9b-mempa-
2iopo- IH-6en3o0/de Jizoxinonin- 1,3-dion I11

Cywminr 3,96 1 (0,02 Monb) HadTaIEBOrO aHTi-
apuay 11 3,98 r (0,22 monb) deHetunaminy II B
20 M1 IMCO kurr’atIth 2 TOI, OXOJIOMXKYIOTh. J1o
po3urHy goaatoTh 100 M1 Boau i BUTPUMYIOTE 24 rof
npu 20°C. Ocan BigdimbTPOBYIOTh, BUCYIIYIOTH i
MEePEeKPUCTANTI30BYIOTh 3 OLTOBOI KMCIOTH. Buxin
6,12 r (85%), T,, 180—181°C. Cnexkrp SIMP 'H
(300 MT'u, AMCO-d,, o, m.u.): 2,87 (2H, m, CH,),
3,70 (3H, ¢, CH;0), 3,71 (3H, ¢, CH;0), 3,31 (2H,
M, CH,), 3,55 (3H, ¢, CH;0), 3,79 (3H, ¢, CH;0),
4,24 (2H, m, CH,), 6,77 (1H, n, J=8,1 T'u, H,..),
6,85 (1H, ¢, H,,.), 6,87 (1H, 1, J/=8,1 T'u, H,,),
7,85 (2H, M, H,,.,,), 8,46 (4H, m, H,,,,). 3HaiineHo,
%: C 73,00; H 5,64; N 4,06. C,,H,,NO,. O6uuce-
Ho, %: C 73,12; H 5,30; N 3,88.

Cyavpoxnopyeanua 2-(3,4-oumemoxcucghene-
muan)-2,3,3a, 9b-mempaciopo- 1 H-6en3zofdeJizoxinonin-
1,3-diony 111

Pozuunsitors 7,2 1 (0,02 monb) cnionyku 111 B
10 Mt (0,15 monb) x10pCcynb(POHOBOI KUCIOTH TP
20°C. ButpumymoTh 1 TOm i BUJIMBAIOTH B JIi.
BindinerpoBytoTh ocan cnionyku IV, BUCYLIYIOTH i
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®parment criektpa SIMP 'H 2-(2-[N-eranonamino|cynbhoHin-4,5-mumerokcudeHern)-2,3,3a,9b-terparinpo- 1 H-
6eH30[delizoxiHoniH-1,3-niony VI h B pozuuni IMCO-d;
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[EPEKPUCTATI30BYIOTh 3 OLTOBOI KHUCJIOTU. Buxin
6,44 1 (70%), T,, 224—226°C.

Cnexkrp AMP 'H (300 MTI'u, IMCO-d,, 95,
m.4.): 3,34 (2H, m, CH,), 3,57 (3H, ¢, CH,0), 3,83
(3H, ¢, CH;0), 4,37 (2H, M, CH,), 6,98 (1H, c,
H.,on)> 7,30 (1H, ¢, H,,.,), 7,85 (2H, m, H,,,), 8,48
(4H, m, H,,,). 3naiineno, %: C 57,27; H 4,12;
N 2,80; S 6,73. C,,H;CINOS. O6uucneno, %:
C 57,45; H 3,92; N 3,05; S 6,96.

Cunmes 2-(2-aminocyavghorin-4,5-0umemorcu-
genemun)-2,3,3a, 9b-mempaciopo- 1 H-6en3o[de-izo-
xinonin-1,3-0ionie VI a-i

Pozunn 0,005 monb cynbdoxmopumy 1V, 0,006
mojib aMiny VIa-i, 0,505 r (0,005 monb) Tpueruia-
MiHy B 8 MJI mipuauHy HarpiBatoTh rpu 80°C 1 rog,
OXOJIOJXKYIOTh, BUJIMBAIOTh Ha Jil i BiA(ilbTpOBY-
IOTb CIONYKY 7a-3.

2-(2-[ N-ITipoaiounin[cyavghorin-4, 5-0umemox -
cugenemun)-2,3,3a,9b-mempaciopo- 1 H-6en3o/de |-
izoxinonin-1,3-dion VI a

Buxin 1,95 r (79%), T,, 168—170°C (3 HiTpo-
merany). Crniektp AIMP 'H (300 MI'u, AMCO-d,,
o, m.u.): 1,79 (4H, M, 2CH, ..,), 3,18 (4H, M, 2CH,
s 3,31 2H, M, CH,), 3,55 (3H, ¢, CH;0), 3,79
(3H, ¢, CH;0), 4,37 (2H, M, CH,), 6,94 (1H, c,
H.pon)> 7,27 (1H, ¢, H,,.,), 7,86 (2H, M, H,,,,), 8,47
(4H, m, H,,,). 3naiineno, %: C 63,10; H 5,47;
N 5,60; S 6,61. C,;HxN,0OS. O6uncieno, %:
C 63,14; H 5,30; N 5,66; S 6,48.

2-(2-[ N-Ilinepuduninjcyavghorin-4, 5-oumemox-
cugenemun)-2,3,3a,9b-mempaciopo- 1 H-6en3o/de |-
izoxinonin-1,3-0ion VI b

Buxin 1,78 r (70%), T,, 155—157°C (3 HiTpo-
merany). Crniektp IMP 'H (300 MI'u, AMCO-d,,
o, mu.): 1,43 2H, m, CH, ,.,), 1,54 (4H, M, 2CH, ..),
3,59 (4H, M, 2CH, ,.,), 3,29 (2H, m, CH,), 3,58
(3H, ¢, CH;0), 3,79 (3H, ¢, CH;0), 4,39 (2H, ™,
CH,), 6,95 (1H, ¢, H,,,,), 7,23 (1H, ¢, H,,), 7,86
(2H, m, H,,,,), 8,46 (4H, M, H,,,,). 3Haiineno, %:
C 63,62; H 5,27; N 5,32; S 6,03. C,H)xN,O,S.
O6uncneno, %: C 63,76; H 5,55; N 5,51; S 6,30.

2-(2-[ N-Mopdpoaninin cyrvghonin-4, 5-0umemox -
cugenemun)-2,3,3a,9b-mempaciopo- 1 H-6en3o/de |-
izoxinonin-1,3-dion VI ¢

Buxin 1,66 r (65%), T,, 195—197°C (3 HiTpo-
merany). Crniektp IMP 'H (300 MI'u, AMCO-d,,
o, m.u.): 3,60 (4H, M, 2CH, ,.,), 3,31 (2H, M, CH,),
3,57 (3H, ¢, CH,0), 3,65 (4H, M, 2CH, ..,), 3,80
(3H, ¢, CH;0), 4,40 (2H, M, CH,), 6,96 (1H, c,
H.on), 7,24 (1H, ¢, H,,.\), 7,85 (2H, M, H,,,,), 8,44
(4H, m, H,,,). 3naiineno, %: C 61,12; H 5,30;
N 5,32; S 6,37. C,,HxN,0,S. O6uncaeno, %:
C 61,17; H 5,13; N 5,49; S 6,28.

2-(2-] N-Deninninepaszuninjcyrvgporin-4, 5-oume-
mokcugpenemun)-2,3,3a,9b-mempaciopo-1H-
oenzo[deJizoxinonin-1,3-dion VI d

Buxin 17,8 r (61%), T,, 189—192°C (3 HiTpo-
Mertany). Cnektp AMP 'H (300 MI'u, AMCO-d,,
5, m.u.): 3,16 (4H, M, 2CH, ...), 3,19 (4H, M,
2CH, ...), 3,34 (2H, M, CH,), 3,58 (3H, ¢, CH,0),
3,81 (3H, ¢, CH,0), 4,42 (2H, m, CH,), 6,81 (1H,
M, H,pon), 6,95 (2H, M, H,,.,), 6,98 (1H, ¢, H,,.),
7,21 (2H, m, H,,.,), 7,28 (1H, ¢, H,,.), 7,85 (2H,
M, H,on), 8,45 (4H, M, H,,,). 3HaiineHo, %:
C 65,55; H 5,41; N 6,98; S 5,67. C;,H;N;OS.
O6uncneno, %: C 65,63; H 5,33; N 7,17; S 5,47.

2-(2-[ N-Texcamemunenimin Jcyavghorin-4,5-0u-
memokcughenemun)-2,3,3a,9b-mempaciopo- 1H-
oenzo[de[izoxinonin-1,3-dion VI e

Buxin 1,64 r (63%), T,, 167—170°C (3 HiTpo-
Mertany). Cnektp AMP 'H (300 MI'u, AMCO-d,,
5, m.u.): 1,54 (4H, m, 2CH, .,), 1,62 (4H, m, 2CH,
) 3,27 (4H, M, 2CH, ...), 3,29 (2H, M, CH,), 3,56
(3H, ¢, CH,0), 3,78 (3H, ¢, CH,0), 4,38 (2H, M,
CH,), 6,94 (1H, ¢, H,,,,), 7,19 (1H, ¢, H,,,), 7,87
(2H, m, H,,.,), 8,48 (4H, M, H,,,,). 3HaiineHo, %:
C 64,13; H 6,08; N 5,20; S 6,01. CyxH;N,O,S.
O6uncneno, %: C 64,35; H 5,79; N 5,36; S 6,13.

2-(2-[ N-MemuaninepasuninJcyavghorin-4,5-0u-
memokcugpenemun)-2,3,3a,9b-mempaciopo- 1H-
oenzoldeizoxinonin- 1,3-dion VI f

Buxin 1,78 r (68%), T,, 195—197°C (3 HiTpo-
Mertany). Cnektp AMP 'H (300 MI'u, AMCO-d,,
o, m.u.): 2,15 (3H, ¢, CH,), 2,36 (4H, M, 2CH, .,),
3,02 (4H, M, 2CH, ,.,), 3,29 (2H, M, CH,), 3,57
(3H, ¢, CH,0), 3,80 (3H, ¢, CH;0), 4,39 (2H, M,
CH,), 6,96 (1H, ¢, H,,,.), 7,23 (1H, ¢, H,,,), 7,85
(2H, m, H,,,), 8,46 (4H, M, H,,,,). 3HaiineHo, %:
C 62,05; H 5,46; N 8.,21; S 6,37. C,H,yN;O,S.
O6uncneno, %: C 61,94; H 5,58; N 8,03; S 6,12.

2-(2-[4-benzuaninepasuninJcyavhonin-4,5-0u-
memokcugpenemun)-2,3,3a,9b-mempaciopo- 1H-
oenzoldeizoxinonin-1,3-dion VI g

Buxin 2,15 r (72%), T,, 228—231°C (3 HiTpo-
Mertany). Cnektp AMP 'H (300 MI'u, AMCO-d,,
o, m.u.): 1,32 (2H, M, CH, ,), 1,67 2H, m, CH, .,),
1,78 (1H, m, H ,), 2,40 (2H, M, CH,), 2,80 (2H,
M, CH,..), 3,22 2H, m, CH,..), 3,31 (2H, M, CH,),
3,45 (3H, ¢, CH,0), 3,71 (3H, ¢, CH,0), 4,42 (2H,
M, CH,), 6,70 (1H, ¢, H,,,), 7,18 (3H, M, Ph),
7,29 (2H, m, Ph), 7,36 (2H, c, H,,.,), 7,86 (2H, M,
H,,..), 8,45 (4H, M, H,,,,). 3HaitneHo, %: C 68,34;
H 5,88; N 4,55; S 5,62. C,,H;,N,OS. O6uncieHo,
%: C 68,21; H 5,72; N 4,68; S 5,35.

2-(2-[N-Emanonamino [cyavghonin-4,5-0ume-
mokcugpenemun)-2,3,3a,9b-mempaciopo-1H-
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oenzo[deizoxinonin-1,3-dion VI h

Buxin 1,65 r (68%), T,, 200—202°C (3 HiTpo-
Merany). Cnektp AMP 'H (300 MTI'u, IMCO-dq,
5, m.u.): 2,87 (2H, 1, J=6,0 I'u, CH,), 3,27 (2H, ™,
CH,), 3,29 (2H, m, CH,), 3,55 (3H, ¢, CH,0), 3,79
(3H, ¢, CH;0), 4,38 (2H, M, CH,), 4,68 (1H, yu. c,
OH), 6,87 (1H, c, H,,.,), 7,36 (1H, ¢, H,,,), 7,48
(IH, 1, J=5,7, NH), 7,87 (2H, m, H,,,,), 8,47 (4H,
M, H,,.,). 3Haiineno, %: C 59,30; H 5,18; N 6,01;
S 6,65. C,,H,,N,0,S. O6uucneno, %: C 59,49;
H 4,99; N 5,78; S 6,62. M=484

2-(2-[ N-IlponanosaminoJcyavgponin-4,5-0ume-
mokcupenemun)-2,3,3a,9b-mempaciopo-1H-
oenzo[deizoxinonin- 1,3-dion VI i

Buxin 1,77 r (71%), T,, 205—207°C (3 HiTpo-
Merany). Cnektp AMP 'H (300 MI'u, JIMCO-dq,
o, m.u.): 1,57 (2H, T, J=6,6 I'n, CH,), 2,84 (2H, x,
J=6,6 ', CH,), 3,30 (2H, 1, J/=6,6 I'u, CH,), 3,56
(3H, ¢, CH;0), 3,79 (3H, ¢, CH;0), 4,37 (2H, T,
J=6,6 I'n, CH,), 4,44 (1H, T, J/=4,5 I'u, OH), 6,87
(IH, ¢, H,,.), 7,33 (1H, ¢, H,,,), 7,40 (1H, T,
J=5,7, NH), 7,87 (2H, M, H,,.,), 8,47 (4H, M,
H,,..). 3Haiineno, %: C 60,07; H 5,48; N 5,33;
S 6,35. C,sHxxN,O,S. O6uucneno, %: C 60,23;
H 5,26; N 5,62; S 6.,43.
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SYNTHESES OF 2-(2-AMINOSULFONYL-4,5-
DIMETHOXYPHENETHYL)-2,3,3a2,9b-TETRAHYDRO-1H-
BENZO[de] ISOQUINOLINE-1,3-DIONES

0.1. Maiboroda ¢, N.V. Simurova °, V.M. Britsun ®
* National University of Food Technologies, Kyiv, Ukraine

> O.M. Marzelev Institute for Public Health of the National
Academy of Medical Science of Ukraine, Kyiv, Ukraine

The derivatives of 2,3-dihydro-1H-benzo [de] isoquinoline-
1,3 (2H)-dione have proved to be physiologically active agents with
a wide range of effects. The purpose of this work was to study the
condensation reaction of naphthalic anhydride with 3,4-
dimethoxyphenethylamine (DMPEA, a derivative of biogenic amine,
the neurotransmitter dopamine) and establish the possibility of selective
introduction of new substituent into phenyl nucleus. 2-(3,4-dime-
thoxyphenethyl)-2,3,3a,9b-tetrahydro- 1 H-benzo[de|-isoquinoline-
1,3-diones have been obtained with a high yield via the interaction
of naphthalic anhydride with 3,4-dimethoxyphenethylamine. We have
determined the optimal conditions of the condensation of 1,8-
naphthalic anhydride with 3,4-dimethoxyphenethylamine and further
sulfochlorination of the reaction product. We obtained highly reactive
2-(2-chlorosulfonyl-4, 5-dimethoxyphenethyl)-2,3,3a, 9b-tetrahydro-
1H-benzo[de[isoquinoline- 1,3-diones with high yields, which under
the action of primary and secondary amines are transformed to the
corresponding sulfonamides. The identification of the products was
performed using high-resolution NMR 'H spectra. The synthesized
sulfonamides seem to be promising for further study, especially,
regarding their biological activity.

Keywords: naphthalic anhydride; 2,3-dihydro-1H-
benzo|delisoquinoline-1,3-dione; chlorosulfonic acid; sulfona-
mide; nuclear magnetic resonance.

Syntheses of 2-(2-aminosulfonyl-4,5-dimethoxyphenethyl)-2,3,3a, 9b-tetrahydro- IH-benzo[de ]

isoquinoline- 1,3-diones
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