40 BICHUK ®®APMALLIT 1(15)'97

Pexomenodosana 0.¢p.H., npoghecopom I.B.Yxpainyem

YAK 615.012:615.01 1.547:673.5:547.476%01.53

CHUHTE3, ®PI3NKO-XIMIYHI BJIACTUBOCTI TA BIOJIOTTYHA
AKTUBHICTD E®IPIB I-, 2-AHTPAXIHOHCYKIITMUHAMIHOBUX

KNCJIO0T

T.B.Insina, M.C.2XKypasnboB, C.I.CanpHikoBa

YKpaiHcbka hapMalleBTUYHa aKaleMmis

3 MeTo10 BMSBJIEHHS 3aKOHOMIpHOCTEH 3B’SI3KY
MiX XiMiyHOI0 OymOBOIO Ta (hapMaKOJIOTIYHUMH
BJACTHBOCTAMH OyjM cuHTe3oBaHi edipu I-, 2-
AHTPaXiHOHCYKIIMHAMIHOBMX KHCJIOT. BceTaHoB-
JIeHO, 10 CHHTE30BAHI CIOJYKH MAIOTh BUPAKEHY
MeMOpaHOCTa0iT3yI04y TA AHTHOKCHIAHTHY Jil0.

Edipn nmpusepraroTh BelMKy yBary [2], 9K mep-
CIMEKTUBHMI Kjac Oi0JOriYHO aKTUBHMUX CIOJYK i
3HAXOMATh LIMPOKE BUKOPUCTAHHS Y MEAUYHIN MpaK-
tiui. [TpogoBxyoun poGoTy 3 BUBYEHHS 0iOTOTIYHOT
aKTUBHOCTI MOXiIHUX aHTpaxiHOHaMiHOAWKAapOOHO-

" Bux kucaort [ 1], MU cuHTe3yBaM edipy aHTPaXiHOHCYK-
LIMHAMIHOBMX KHMCJIOT i BUBYATH iX OI0JIOTTYHY aKTUBHICTb.

Edipn anTpaxiHoHcykumHaMiHOBUX kKuciot (II)
Oyau OTpUMaHi LIJISIXOM B3aEMOMil aHTPaXiHOHCYK-
LMHaMiHoBUX kKucaotT (I) 3 BiIMOBiIIHWUMM CIIUPTaMU
IPY HarpiBaHHI y TIPUCYTHOCTI CHiiB KOHLIEHTPOBAa-
HOI cipyaHOl KUCJIOTU (MeTox A).

3 MeTO MiATBEpIXEHHsI OYIOBU CUHTE30BaHUX
CTIONyK MeTuIoBi eipu I- Ta 2-aHTpaxiHOHCYKIM-
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HamiHoBux kucioT (I1) 6ynu oTpuMaHi TakoX B3ae-
MOJIi€I0 BiIMOBiIHUX aMiHoaHTpaxiHoHiB (IIT) 3 xno-
PaHTIApUIOM MOHOMETWICYKUMHATY (MeToa b).

Cnonyku I1.1-11.5 € edipamu I-aHTpaxiHOHCYK-
LIMHAMiHOBOI KUCIOTH, crioiyku 11.6-11.10 — edipu
2-aHTPaXiHOHCYKLIMHAMIHOBO1 KWC/IOTH, CIOJYKHU
I1.11-11.15 — edipu 4-okcu-1-aHTpaxiHOHCYKIIMHA-
MIHOBOI KHUCJIOTH.

CTpyKTypa OTpUMaHHUX criojiyk (tabn. 1, 2) nia-
TBEpIKEHA JaHUMM ejieMeHTHoro aHanisy, Y- ta
V®-cnekTpockomnii, a Ha OKpeMHUX IpuUKIagax —
3yCTPIYHUM CUHTE30M; IHAMBIAYAJIbHICTh PEYOBUH
BCTAHOBJIEHA METOAOM TOHKOLLAPOBOiI XpomMaTorpadil.

bByna BuBUYeHa MpoTU3aITaJibHa, AHTUOKCHUIAHTHA,
MeMOpaHOCTabuIi3yloya Ta aHaboJiyHa aKTUBHICTh
OTPUMAHUX CTONYK.

ToKCHUYHICTD OCTIIXYBAaHUX CITOJYK BUBUAJIM Ha
01X MUIIax Macoto 16-18 T mpy BHYTPILITHBOLITYH-
KOBOMY BBEJI€HHI, SIKYy PO3paXOBYBaJIU 32 METOJOM
[1po3oposcekoro [3].

[IpoTu3ananbHy aKTUBHICTh PEYOBUH BUBYAIN Ha
MOJIEJIi KapareHiHOBOTo HaOpaKy jan y uypis. Crio-
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pe R — H, -OH; R — CHg, -C4Hy, i30-CsHo, -CsH1, izo-CsHii.
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Tabmmusa 1
dizmko-ximMiuHi BJacTUBOCTI edipiB aHTPaXiHOHCYKLMHAMIHOBUX KMCJIOT
Cronyka R’ Buxiz, % T.0n.,°C SaudeHo, %"ggﬁﬁ";ﬁf Bupaxysato, Rf
.1 CHs 68,5 148-150 4,35 C19H15NOs 4,15 0,55
1.2 C4Ho 78,4 111-113 3,80 C22H21NOs 3,69 0,60
1.3 i30-C4Hog 74,6 131-133 3,82 C22H21NOs 3,69 0,67
1.4 CsH11 76,2 118-120 3,84 C23H23NOs 3,56 0,73
1.5 i30-CsH11 71,3 124-126 3,83 C23H23NOs 3,56 0,70
1.6 CH3 68,3 206-208 4,32 C19H15NOs 4,15 0,38
1.7 CaHg 74,5 182-184 3,87 C22H21NOs 3,69 0,59
1.8 i30-C4Hg 70,6 197-199 3,91 C22H21NOs 3,69 0,42
11.9 CsH11 62,4 173-175 3,69 C23H23NOs 3,56 0,64
I1.10 i30-CsH11 78,1 188-190 3,87 C23H23N0Os 3,56 0,55
.11 CHs 71,7 176-178 4,15 C19H15NOs 3,96 0,56
.12 CaHg 83,1 129-130 3,95 C22H21NOs 3,54 0,61
11.13 i30-CaHg 75,9 135-137 3,87 C22H21NOs 3,54 0,69
.14 CsH14 72,3 114-116 3,65 C23H23N0Os 3,42 0,65
.15 i30-CsH11 74,6 125-127 3,69 C23H23NOs 3,42 0,71

AYKU B 1031, sika popiBHoBasa EJls0 iHDOMeTaumHy
(5 Mr/kr), BBOOWJIM BHYTPILITHBOIITYHKOBO 3a 2 TO[I.
10 cyOrutaHTapHoI iH €Kil 1% po3ynHy KapareHiHy.
“AHTHEKCYITATUBHUI e(eKT BU3HAYaIl OHKOMETPUYHO
yepes 2,5 roj. micas BIUMBY dutororeHHoro gakropy [5].

BuBYeHHS aHTMOKCHIAHTHOI il TIPOBOIWIIN B 03I
E/130 cunibopy (25 mr/kr) 3a metonoM CransHoi 11,

Tapuiusini T.T. [4], a MemOpaHocTabi1i3youoi — 3a
Reitman S., Frankel S. [6] B mocnigax Ha 90 6unx
mypax JiHil Bicrap Macoio 140-200 r. Pe3synbraTu
JIOCHiAIB HaBeaeHi B Tabu. 3.

3 oTpUMaHMUX JAHUX BUJIHO, IO B TOPIBHAHHI 3
BiTamiHoM E B n103i 50 Mr/Kr aHTMOKCUAAHTHA aK-
TuBHicTh cnoayk 1.4, T1.6, T1.10 B mo3i 25 Mr/kr i

Tabsmisa 2
I9- Ta Y®P-cniek1pu edipiB aHTPaXiHOHCYKIIMHAMIHOBUX KUCJIOT
YacTOTU CMYr MOFAUHAHHS, CM '
Cnony-
Kay NH o CH2 ed\;icg:)aoi' a\;ACiLUO-I(I)'I' a;sga- ve—C ai;\:EHg.l. MM (log e)
rpynu XiHOHY
M.l 3190 2950 1735 | 1700 | 1670 | 1580 1510 262 (4,82); 328 (3,50); 405 (3,79)
Mn.2 3130 | 2935-2870 | 1730 | 1700 | 1680 | 1585 1520 226 (4,51); 265 (4,57); 330 (3,49); 410 (3,68)
n.3 3170 | 2950-2860 | 1730 | 1705 | 1670 | 1580 1510 265 (4,73); 405 (3,70)
Mna4 3180 | 2940-2875 | 1730 1700 | 1670 | 1590 1520 226 (4,45); 264 (4,51); 336 (3,41); 410 (3,68)
Mn.5 3190 | 2950-2865 | 1735 | 1705 | 1665 | 1590 1510 260 (4,52); 330 (3,46); 390 (3,76)
M6 | 3320 | 2935-2850 | 1730 | 1700 | 1670 | 1595 1520 245 (4,70); 275 (4,84); 370 (3,15)
n7 3330 | 2845-2860 | 1720 | 1685 | 1670 | 1585 1515 244 (4,54); 278 (4,60)
.8 3340 | 2950-2875 | 1725 | 1690 | 1670 | 1580 1520 240 (4,45); 275 (4,52)
.9 3335 | 2940-2860 | 1725 | 1700 | 1675 | 1580 1530 245 (4,67); 275 (4,69)
.10 | 3340 | 2950-2870 | 1720 1690 | 1665 | 1585 1520 242 (4,43); 277 (4,56)
M.11 |.3150 1720 | 1670 | 1625 | 1580 1500 250 (4,54); 470 (3,85)
N.12 | 3150 | 2945-2850 | 1720 | 1680 | 1620 | 1580 1510 254 (4,59); 490 (3,83)
MN.13 | 3210 | 2935-2870 | 1710 | 1680 | 1630 | 1585 1500 250 (4,69); 470 (3,93)
M.14 | 3100 | 2940-2860 | 1720 | 1675 | 1620 | 1590 1500 252 (4,63); 475 (3,92)
M15 | 3160 | 2940-2855 | 1720 | 1680 | 1670 | 1580 | 1500-1550 251 (4,66); 470 (3,90)
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Tabmmua 3
dapmakosoriuHa aKTUBHICTL ehipiB aHTPaXiHOHCYKIMHAMIHOBMX KUCJIOT

T R R Buay aktueHoCTi (%) M3m TOKCUYHICT®,
npotun3ananbHa MeM6paHOSaXVICHa aHTUNOKCUAAHTHa MF/Kr
1.1 -CH3 H 21,0+1,75 70,4+8,16° 48,7+8,16° 15000
1.2 -C4Hg H . 0 108,4+8,20" 10000
.3 -i30-CaHg H - 0 45,7+8,70° 10000
1.4 -CsH11 H 15,8+2,00 78,5+17,60 88,0+7,16" 15000
I.5 -i30-CsH11 H 0 33,3+1,40° 36,9+6,13" 15000
1.6 -CHg H 30,4+4,17 100,0+2,71" 86,0+3,21 8000
.8 -i-CaHg H - 0 46,9+9,02° 8200
.9 -CsH11 H 22,1+2,40° 59,2+1,40 53,2+3,49" 7500
110 -i30-CsH11 H 0 102,9+7,00° 94,0+1,90° 7700
.14 -CsH11 OH - 97,0+3,40" 111,0+3,00° 8200
.15 -i30-CsH11 OH - 36,9+4,50 102,0+0,30° 8100
IhopoMeTaumH 71,4+1,50 - - 30,6
Bitamin E - - 50,3+7,00° 8000
Cuni6op - 30,045,4° . 6200

[Tpumitka: * — Biporigno npu P<0,05.

cnonyk I1.2, T1.14, T1.15 B mo3i 30 mr/kr Buiua B
CepenHboMy B 1,9 pasu. Ipy LbOMY aHTHOKCHIAHTHA
AKTUBHICTb €(ipiB aHTPaXiHOHCYKIIMHAMiIHOBUX KHC-
JIOT CYTTEBO HE 3MIHIOETHCA 13 30UIbLUEHHSIM aTOMIB
BYIJIELIO B CAUPTOBIM YacTUHI MoJeky. Ajie cepen
noxiaHux I- ta 4-oxkcu-I-aHTpaxiHOHCYKLIMHAMIHO-
BUX KUCIOT i30-popMu edipiB TIPOSBISIOTE HIKIY
AHTUOKCUIAHTHY aKTUBHICTb, HiXX H-edipu. I, Ha-
BI1aKH, i30-eipy 2-aHTpaXiHOHCYKLIMHAMIHOBO1 KHUC-
JIOTU aKTUBHILlLi, HIX 11 eipy HOpMaJIbHOI OYI0BH.

MewmOpaHocTabinizyroua nis croayk I1.1, T1.4,
I1.6, 119, T1.10, T1.14 na 30-70% BuiIA, HIX Y
cunioopy. Ipu ubomy cniosrykm I1.6, 11.10, T1.14, T1.4
MPaKTUYHO MOBHICTIO CTa0Ii3yIOTh CUHAPOM LIMTO-
JIi3y B TeNaTouTAaXx.

[TpoTu3ananbHy aKTUBHICTh Pi3HOTO CTYMEHS BU-
paxeHocTi nposiBisitorh MeTwiosi (I1.1, T1.6) Ta ami-
nosi (I1.4, T1.9) edipu 1- Ta 2-aHTpaXiHOHCYKLIA-
HaMiHOBUX KUCJOT. AJle y TIOPiBHSIHHI 3 iHIOMeTa-
LIMHOM LI€ HE CTAaHOBUTb MPAKTUYHOTO iIHTEPECY, TaK
AK JaHi CTIOJYKU BABIUI MEHII aKTWBHI, HiX IIpe-
rapatT MOpPiBHSIHHSL.

BuBueHi CrIoNyKu MpakKTUYHO HETOKCHYHI: B H03i
7,5-15,0 r/Kr X1BOI Macu BOHM He BUKJIMKAIOTh 3a-
rmbeni muwen (JIs0 cunibopy ckrmamae 6,2 T/KT,
BiTaminy E — 8,0 r/kr).

ExcnepuMenTanbHa yacTuHa

Xin peakuii i YNCTOTY CUHTE30BaAHUX CITOJTYK KOH-
TPOJIIOBAJIA 3a JOTIOMOT010 XpoMarorpadii B TOHKOMY
mapi copbeHTy Ha rutactuHkax “Silufol” B cucremi
PO3YUHHMKIB TOJIyOoT—alleToH—50% ouToBa KUCI0-

Ta (4:1:0,5). IY-criextpu Oy 3HATI Ha cieKTpodo-
toMeTpi UR-20 B Tabnetkax KBr, a YO-criektpu —
Ha cnekrpodoTtomerpi CPD-26 B eranom (1 1074
1-107 MOJIb/N).

Memunosuii eghip I-anmpaxinoHcyKyuHaminogoi
KUCA0MU.

Meton A. 1o po3unny 3,23 1 (0,01 Mosnn) 1-aut-
paxiHOHCYKLUMHaMiHOBO1 KUca0oTH y 50 M1 abconioT-
HOTO METaHOJy NOAAI0Th 2 Kparuli KOHLIEHTPOBaHOI
CipuaHOI KUCJIOTH i KUIT ATSTh npotsirom | roa. Ilic-
JIS1 OXOJIO[DKEHHS peakLiiHOl cyMillui ocanm, SKWid
BUMNAanae, BiAMUILTPOBYIOTh, MPOMHUBAIOTL METAHO-
qoM, cymath. Buxim — 2,32 r (68,5%). T.mn. —
148-150°C (suokcaH). AHanoriyHo Oynu OTpUMAHI
criomyku T1.2-T1.15.

Meton B. Jlo cymiiui 2,23 r (0,01 Monb) 1-amiHo-
aHtpaxiHoHy Ta 0,9 r (0,011 Monb) nipuannHy B 25 M
CYXOro JiOKCaHy TpY OXOJIOIXKEHHI Ta mnepeMilly-
BaHHi gomatoth 1,4 M (0,011 Mosnb) xytopaHTiapumy
MOHOMETWICYKIIMHATY i 3aJIMLIAIOThL Ha 2 TOH. IMpU
KIMHATHIH Temriepatypi. PcakuiiiHy Macy po3BoisiTh
BOJOI0, MIAKUCTIOTh CONsTHOW Kuciortow (1:1) no
pH 5,0. Ocan, ssxuit mpu LILOMY BUTAma€e, Bil(iab-
TPOBYIOTb, BUCYWIVIOTh. Buxin — 2,98 r (82,4%).
T.mn. — 148-150°C (miokcaH). 3mimaHa npoda 3i
3pa3KoM, OTPUMaHUM 3a CIIOCOOOM A, He Ja€ JeTl-
pecii Temriepatypu ruiaBiacHHs. [Y- ta YD-cnekTpu
Y HUX iIEHTHUUHI.

BUCHOBKHA

1. 3aificHenuit cuHTe3 edipiB 1- Ta 2-aHTpPaXiHOH-
CYKLIMHAMIHOBUX KUCJIOT.
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2. BcraHORJIEHO, 1110 CUHTE30BaHI CTIOJIYKU TIPOSIB-
JISTIOTh BUpaXKeHY MeMOpaHOCTabiizylouy Ta aHTUOKCH-
JTAHTHY aKTUBHICTG. [IpM 1IbOMY TUTBKW Y METHUIIOBOTO
edipy 2-aHTpaxiHOHCYKIIMHaMiHOBoI kuciotd (I1.6) me-
XaHi3M TenaTo3axyMCHOI il B piBHIA Mipi 3 BHCOKOIO
BIpPOriIHICTIO 3yMOBJIEHNI BUCOKO aHTMOKCUIIAHTHOIO,
aHaboJIIYHOIO Ta MPOTU3ATIUTHLHOIO TIED PEYOBUHMU.

3. B uinomy edipu 2-aHTpaxiHOHCYKLIMHAMiIHOBOI1
KUCJIOTU TIPOSIBJISIIOTH OUIbLI BUpaXeHy renarosa-
XVICHY aKTUBHICTB, HiX IX 1-3amiteni anamoru. [1pu
1IbOMY aKTUBHICTb €(]ipiB 3aJI€XNThb HE BiJl KUIbKOCTI
aTOMiB BYIJIELIIO B CIIMPTOBIM YaCTUHI MOJEKYJH, a
BiJl OyIOBH.
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CHUHTE3, ®PU3UKO-XUMHNYECKHE CBOUCTBA U BU-
OJIOTUYECKASI AKTUBHOCTb 5®UPOB 1-, 2-AHTPA-
XUHOHCYKUMHAMMWHOBLBIX KUCJIOT

T.B.Wnbvuna, H.C. Xypasnes, C.N.CabHUKOBA
CYHTe3MpOBaHbI PATMIHBIE XUPET |-, 2-aHTPaXWHOHCYKIIMHAMU-
HOBBIX KHMCJIOT C LIEJIBIO BBISIBJIEHHS] B3AMMOCBSI3U MEXITY XUMHYEC-
KUM CTPOCHUCM M (PapMaKOJIOTMHCCKUMM CBOMCTBAMM. YCTaHOBJIC-
HO, YTO CHHTE3UPOBAHHbIE COELMHEHUsT 00JIallaloT BhIpaKe HHOMW
MeMOPAHOCTAOMIM3NPYIOLIE ¥ AHTMOKCUIAHTHON aKTUBHOCTLIO.

Po3pobneHo B YKpDA - Po3pobneHo B YKpDA -

UDC 615.012:615.011:547.673.5:547.476.2001.53
SYNTHESIS, PHYSICAL AND CHEMICAL PROPERTIES
AND BIOLOGICAL ACTIVITY OF THE ESTERS OF 1-,
2-ANTHRAQUINONESUCCINAMINIC ACIDS

T.V.Ilina, N.S.Zhuravlyov, S.I.Salnikova

In order to establish regularities between the chemical structure
and pharmacological properties have been synthesized the esters
of 1-, 2-anthraquinoncsuccinaminic acids. It is proved that the
compounds synthesized substances have a clearly-pronounced
membrane-stabilising and antioxidant activities.

PospobneHo B YKp®A - PospobneHo B YkpDA

MIHICTEPCTBO OXOPOHH 3/I0POB’l YKPAIHU

YKPATHCHKA ®APMALIEBTUYHA AKAJTEMIS
TJTIPA3NH

I'niasuH — ouMIEHUM CyXuil €KCTPaKT TpaBU
KBacoJi, sIKUit € 0i0JIOTIYHO aKTUBHOK CYOCTaHLIEIO
TpaHyJi, SIBJISIE COOOI0 CYKYTTHICTD iIeHTU(dIKOBAaHUX
CMOJIYK, 1HO BITHOCATBHCS OO (PJIABOHOIIB, OKCUKY-
MapWHIB Ta a30TYTPUMYIOUNX CIIOIYK.

Dapmaronoziuni eracmueocmi

I'michaznH xapakTepu3yeThCst aHTUIIA0ETUYHOIO €O,

Tlokazanus do 3acmocyeaHms

I'nichasuH peKOMEHOYETLCS NMPU IHCYIIHHE3aIeX-
HOMY THTII IIYKPOBOTO Hia0eTy JIETKOTO Ta CEPeIHbO-
IO CTyNneHs TSKKOCTi, a TaKOoX 31 CXWJIBLHICTIO IO
KETOALNTO3Y.

SanpOLuyeMo [0 cniBpobiTHMUTBA *

3anpolyemMo [o cniBpobiTHMuUTBa *

Chnocib 3acmocysanis i 0o3u

InihazuH npuitMaroTh y BUIISIAI TableToK, rpa-
HYyJI, TIEpOpaAJIbHO; pa3oBa mo3a — 4 r, nobosa —
6-8 r.

To6iuni seuwa

He BcTaHoBIEHI.

IIpomunoxazamus

He BcraHoBnEHI.

Dopma eunycky

I'midhaznH BUTTYCKA€ETHCST B TabeTKax i rpaHyiax.

IIpenapat po3pobaeHuii Ha Kadenpi hapmakor-
Ho3il Ykp®DA.

3anpowyemMo 0o cnispobiTHUUTBEA



