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3ABUCUMOCTH BHOJOTMYECKONH AKTUBHOCTH XAJIKOHOB

OT UX CTPOEHUSA
Crenkuna H.H., Besimkoponos A.B.

O030p NOCBSIIIEH PACCMOTPEHUIO 3aBUCUMOCTH OHOJIOTMYECKON akTHBHOCTH 1,3-1uernn-2-nporeH-1-0HoB
(XaJIKOHOB) OT CTPOCHUS MOJIEKYN. BbIsBieHbI (hapMako(OpHbIE IPYIIbI, 00yCIaBINBAIOLINE MPOSBICHHE aHTH-
MHKPOOHOH, HPOTUBOTPHOKOBOM, HMPOTHBOOMYXOICBOM, aHTHOKCHIAHTHOM, LUTOTOKCHYECKOH, aHTHIpoHdepa-
THBHOI{, IPOTHBOBOCIIAJINTEIBHO, THIIEPIIINKEMUYECKOH, TeIaTONPOTEKTOPHON 1 IPYTUX BUOB akTHBHOCTH. Ha-
IMYue XJTOPXHHOIHHOBOTO (pparMeHTa obecreunBacT IPOSBICHIE aHTUMAIIPHHHON H aHTHAMEOHOH aKTHBHOCTH.
XaJIKOHBI € 2JIEKTPOHOIOHOPHBIMU 3AMECTHTEIAMH (METOKCH-, TMAPOKCH- U JIp. TPYNIIAMH), a TaKKe CoJepiKalue
OJIMH — J[Ba aTOMa XJIOpa WIH (hTOpa MOKA3bIBAIOT HANOOIBIIYIO IIPOTHBOMUKPOOHYIO U IPOTUBOTPHOKOBYIO aKTHB-
HocThb. OcHoBanus lIudda, nomyyeHHbIE HA OCHOBE XAJIKOHOB C FeTEPOIMKIMYECKUM (pparMeHToM, a Takxke 0op-
cojieprKallie XaJaKOHbI XapaKTepU3yIOTCs BBICOKOH IUTOTOKCHYHOCTHIO B OTHOLIEHWH PAKOBBIX KJIETOK YeJIOBEKa
muanii PC-3, MCF-7, KB, KB-VIN. 1,3-/ludeHu-2-nporneH-1-0Hbl ¢ OKCATHOJIOHOBBIM I[IUKJIOM MOMHUMO IHTO-
TOKCUYHOCTH MPOSIBIISIOT aKTUBHOCTH B OTHOWEHUH Micobacterium tuberculosis H,,Rv. Xankoubl, copeprxariue
B GEH30JIbHOM KOJIBIIE alleTaMU/IHYIO TPYIIITY B IIOJI0KEHUH 4, MPOSIBIIAIOT 3HAYUTENIbHYI0 AHTHHOIUIIENITHBHYIO aK-
THBHOCTb. J{UTHIPOKCONPOM3BOAHBIE XaJIKOHOB C 0pnio- U napa-pacnonoxernneM OH rpymm nposiBisiioT BEICOKYIO
AQHTHOKCHAAHTHYIO aKTHBHOCTG. [lomoxkeHHe OBYX T'MAPOKCHIBHBIX IPYNH B OEH301bHOM Koiblle B xankona sB-
JACTCS BXHBIM CTPYKTYPHBIM (DAKTOPOM MX aHTHPAJMKaIbHOW aKTMBHOCTH. BUIIMHATIBPHO AMOKCHICHHPOBAHHBIC
XaJIKOHBI,  TAK)KE XaJIKOHBI C IIETIBI0 IPOIIAaHOIaMUHA B 71apa-TI0JIOKEHHUH IIOKA3bIBAIOT BEICOKYIO aHTUTUIICPIIIHKeE-
MHYECKYIO aKTHBHOCTB, XJIOPCOAEPIKAIINE XAIKOHBI — AHTUIIPOTO30HHYIO aKTUBHOCTD, A XaJIKOHBI C TPUA30IbHBIM,
MHUPPOJIBHBIM U OEH30TPUA30JIEHBIM KOJIbLIAMH — aHTHIIAPA3UTAPHYIO akTUBHOCTD. [IpucyTeTBue 1,4-1nokcanoBoro
LUKJIA B CTPYKTYPE IPUBOJUT K IIOSIBICHHIO AHTHT €IIATOTOKCHYIECKON aKTHBHOCTH, KOTOPasl YCHIIMBACTCS HATHINEM
B TIOJIOXKEHUH 2 THOKCAHOBOTO LIUKJIA 2-TUAPOKCUMETHILHON TPYIIIIBL.
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DEPENDENCE OF BIOLOGICAL ACTIVITY
OF CHALCONES ON THEIR STRUCTURE

Stepkina N.N., Velikorodov A.V.

Astrakhan State University, Astrakhan, e-mail: org@asu.edu.ru

This review is devoted to the analysis of 1,3-diphenyl-2-propene-1-ones (chalcones) biological activity
dependence on their molecular structure. Pharmacophores which determine antimicrobial, antifungal, antibacterial,
anticancer, antioxidant, cytotoxic, antiproliferative, anti-inflammatory, hyperglycemic, hepatoprotective and
other activities were found out. The presence of chloroquinolinic fragment provides antimalarial and antiamebic
activities. Chalcones which have electron donating substituents (methoxy-, hydroxy- and others) or 1-2 chlorine
or fluorine atoms show maximum antimicrobial and antifungal activity. Schiff’s bases obtained from chalcones
with heterocyclic fragment as well as boron-containing chalcones are characterized with high cytotoxic activity
against human cancer cell lines PC-3, MCF-7, KB, KB-VIN. 1,3-Diphenyl-2-propene-1-ones with oxothiolone
cycle besides cytotoxicity show activity against Micobacterium tuberculosis H,, Rv. Chalcones containing acetamide
group in the position 4 of the benzene ring possess high antinociceptive activity. Dihydroxoderivatives of chalcones
where OH groups are in the ortho- and para-position exhibit high antioxidant activity. The presence of two hydroxyl
groups in the benzene ring B is an important factor of their antiradical activity. Both vicinal deoxygenated chalcones
and chalcones with a propanolamine chain in the para-position show high antihyperglycemic activity, chlorine-
containing chalcones possess antiprotosoic activity, and chalcones with triazole, pirrole and benzotriazole rings
have antiparasitic activity. The presence of 1,4-dioxane cycle in the structure leads to appearance of antihepatotoxic
activity that can be increased by 2-hydroxymethyl group in the position 2 of dioxane cycle.

Keywords: chalcones, biological activity, cytotoxicity, antitumor, antioxidant, antimicrobial, anti-inflammatory,

antidiabetic activity

XaJKOHBI TIPEACTABISIOT 3HAYUTEIHLHBIN
UHTEpeC JUIS XUMHKOB M OHOXMMHKOB, YTO
00YCIIOBJICHO HECKOJILKUMHU (DaKTOpaMu: Jier-
KOCTBIO MX CHHTE3a, BBICOKOH (papMakoiIoru-
YeCKOH aKTUBHOCTBIO CHHTETHYECKUX U TIPH-
POIHBIX XaJIKOHOB, a TaK)X€ BO3MOXXHOCTBIO
HCTIOJIb30BAHUST B KaYECTBE IIEHHBIX CHHTETH-
YECKMX MHTCPMEIHATOB, HAPHUMEP B CUHTE3€E
Pa3NUYHBIX TETEPOLHKINIECKUX COCTMHEHHM.

CoemuHeHHSI C XaJKOHOBBIM (hparMEHTOM
TPOSIBISIIOT  Pa3IMyHbIe BBl OMOJIOTHYECKON

aKTMBHOCTH. HarpriMep, OHM TIPOSIBISIIOT 3Ha-
YUTEIIbHYI0 aKTUBHOCTh B OTHOLICHWH PA3HOO-
Opa3HBIX OMyXOJIeH U HMEIOT XeMOIIPOTEKTOPHBIE
CBOMCTBA. DTO MOXKHO CBSI3aTh C MX AHTHOKCH-
JTAHTHOM akTMBHOCTBIO [32, 45, 48, 49]. Hpyru-
MM BaOXHBIMH CBOMCTBAMM XaJIKOHOB SIBJISIOTCS
CIOCOOHOCTh HHIMOMPOBATh POCT OakTepuit [46],
a TaKkXkKe IMpOSIBIICHUE MPOTHBOIPHOKOBOM M aH-
THBUpycHOW aktuBHOCTH [13]. Kpome Toro,
OHM O00NafaroT CIOCOOHOCTBIO YKPEIUIITh Ka-
NWUBIPBL U MOTI'YT HCIIONB30BAThCsl B KaUECTBE
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MIPOTUBOBOCTIATUTENBHBIX cpenctB [20]. Ilo-
MHUMO YKa3aHHBIX BHUJIOB AKTUBHOCTU BBISIB-
JIEHBI IpoTHBOMAaNsipuitHas [3, 11, 27, 28, 34],
npotuBopaxosas [ 1, 17, 40], napsunuanas [ 7],
HMMYHOMOZAYJIUPYIOIIast [6], aHTUTUIIEPIIIUKE-
MuYecKasi, aHTUTyOepKyne3Has [43], aHTurpo-
TO30HHAs W AHTUMHUTOTHYECKas aKTHUBHOCTH
[30], a Takke BO3MOXKHOCTH MPUMEHEHUS HX
B KayeCTBe aHTHOaKTepualibHbIX [9,18] u mpo-
TUBOTpHOKOBBIX [5, 26] cpencts. Ilokazano
TaK)Ke HHTMOUPYIOIIIee IeHCTBIE Ha ()EPMEHTHI,
0COOCHHO Ha ab(a-aMIIa3bl MICKOTTHTAIOIINX
[35], mukmookeurenassr (LIOIN) [52], Monoamu-
Hokcuaasel (MAO) [12], neitkorpuen B, [14],
TUPO3UHA3bI [25], peayKTassl anbao3sl [44] u ap.

Bricokass Ouonorumveckass aKTHBHOCTb,
MposiBJIsieMasi  XaJIKOHAMH, CIIOCOOCTBOBaja
Pa3BUTHIO UCCIIEIOBAHU 110 B3AaUMOJICHCTBUIO
ITUX COCAWHCHHM C Pa3TMYHBIMU OMOJIOTHYC-
CKUMH MUILICHSIMHU.

OcHoBHAaf YacTh

Xankonel — 910 1,3-audeHunn-2-nponex-
l-onbl (1), B KOTOpPBIX [Ba apOMaTH4eCKHX
spa  CBS3aHBI TpPEMs aroOMaMHy yIIiepoja
0.,}-HEHACHIIIEHHOH KapOOHMIBHON CHCTEMBI.

0]
=

XaJaKoHbl C XUHOJIMHOBBIM (PparMeH-
TOM 00JaNal0T 3HAYUTENBHOH  aKTHUBHO-
CTHIO B OTHOIICHHWHW Psila MUKPOOPTaHMU3MOB
(E. Coli, Aspergillus niger, Bacillus subtiles,
Staphylococcus albus, Candida albicans,
Rhodolorulla rubera w np.) [4, 19]. Asro-
pbl crathu [3] KOHAEHCALMEH 3aMEIIECHHBIX
2-x710p-3-HOPMHUITXMHOIMHOB C Pa3THYHBIMHU
apOMaTHYECKUMH KETOHAMH CHHTE3WPOBAJIH
PSAI HOBBIX XaJKOHOB, COMCPIKAIIUX XJIOPXH-
HOJIMHOBBIN ()parMeHT 2, Mpu 3TOM HaiJIeHO,
YTO HEKOTOPBIC U3 HUX MPOSBISIOT JOCTATOU-
HO BBICOKYIO aHTUMAJSIpUHHYIO U aHTHaMED-
HYIO aKTHBHOCTb.

)

\ Rlll
/ n
R' N Cl
2
R=H,Me; R'=H,Me; R"=H;
R" = 3_BrC6H4’ 4—BI‘C6H4, 4_C1C6H4’
2-IAPUTAIT

S.K. Awasthi ¢ corpymaukamu [3] cuHTe-
3UPOBAIA HECKOJIbKO HOBBIX (DYHKI[HOHAJIb-
HO 3aMEIICHHBIX XAJIKOHOB U HCCIIENOBAIN HX
B KaueCTBE NMPOTHBOMAJISIPUIHBIX CPEICTB. AH-
TUMAJISIPUIHBIE CBOMCTBA HEKOTOPBIX ITPOU3BO-
JTHBIX XaJIKOHOB 3aBHCSAT OT WX CHOCOOHOCTH
WHTUOWPOBAaTh y TapasuToB (pepMeHT IucTe-
unnpotreasy [11, 33, 38, 47]. XankoHsl, sIBIsI-
SCh O, P-HCHACBIIICHHBIMU KETOHAMH, HUMEIOT
JMHEHHYIO WIN OJMM3KYIO K TUTAHAPHOW CTPYK-
Typy. JlaHHas CTpyKTypa SBIsIeTCs] CTa0MIBLHOM
B YCJIOBUSX JEHCTBUS LUCTEUHIpOTeas3bl. KoH-
(hopMmaris xaakoHa 0OECIICUNBACT €T0 JITKUH
MOJIXOJT K aKTUBHOMY IIGHTpPY (hepMeHTa.

CoenMHEHUs ¢ AJIEKTPOHOOHOPHBIMH 3a-
MECTHUTEIISIMU, HAIPUMEP METOKCH-, THUAPOK-
CU-TPYIIIaMH, TOKa3bIBAIOT HANOOIBIITYTO TTPO-
THBOMHUKPOOHYIO aKTUBHOCTE [23]. XaJIKOHBI,
coJiep Kalllie OJMH-IBa aToMa Xjiopa Wid GpTo-
pa, TPOSIBIISIOT BBICOKYIO MPOTHBOTPUOKOBYHO
Y TIPOTUBOMHUKPOOHYIO aKTHBHOCTb.

Cpenn xankoHOB 3, comepkaummx ¢par-
MEHT OKcaTHhosI0Ha [39], HalIeHbl COeIMHEH U,
MIPOSIBIIAIONINE ITUTOTOKCHYHOCTh B OTHOIIIE-
HUU PAKOBBIX KJICTOK YEJIOBEKA, a TAKXKE B OT-
Homenuun Micrococcus luteus, Staphylococcus
aureus, Micobacterium tuberculosis H, Rv.

OMe X
X
0
/}s o
0
3

ABTOpSHI cTatbu [16] mokaszaiu, 4To OCHO-
BaHUs MaHHMXa, TOJy4YEeHHbIE M3 XaJIKOHOB,
MPOSIBIIAIOT TUTOTOKCUYHOCTD NPOTUB JINHUHI
P338 m L1210 kieToK JEeWKEMUU MBIIICH,
a TakKe HEKOTOPBIX JIMHUH pPaKOBBIX KIIETOK
gyenoBeka. OcHoBaHMs MaHHHMXa XaJKOHOB
C TeTepPOLHKINYECKUM (PparMEeHTOM HCCIIEI0-
BaHbl HA UTOTOKCUYECKYIO aKTUBHOCTH B OT-
HOLIEHUH YEThIpeX JIMHUN PaKOBBIX KIIETOK
genoseka (PC-3, MCF-7, KB, KB-VIN), npu
9TOM MPOU3BOJHBIE ¢ MOP(OIMHOBBIM 3aMe-
ctureneM npu C3 mim C5 U ¢ MUPUITHOBBIM
win GeHWIbHBIM siapamMu npu C2 mposiBIISIIOT
BBICOKYIO [TUTOTOKCHYECKYIO aKTUBHOCTb.

K uHTEpecHbIM CBOWCTBAM XAJIKOHOB TaK-
K€ OTHOCSITCS MHUIIMUPOBAHME aromnTo3a pa-
KOBBIX KJIETOK [42], yrHETEHHUE MX MUTOXOH-
JIpUAJIbHOTO JIbIXaHMsl. ABTOpaMu cTaTeu [36]
OTMEYEHO, YTO XaJKOHBI C MEHBIINM KOJIHYe-
CTBOM THJIPOKCHJIbHBIX I'PYIII B KOJIbllax A u B
ABISIOTCS Oosee 3((HEeKTUBHBIMU B 3TOM OTHO-
IIEHNH 110 CPAaBHEHMIO C XaJIKOHAMH, COJleprKa-
IIMMHU O0JIbIIe THAPOKCUIIBHBIX Tpymi. Takyro
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pPa3HUIly B aKTUBHOCTH OOBSCHSIOT KHCIIOT-
HOCThIO (penonmpHBIX OH-rpynm. Omaum wu3
LIMPOKO H3BECTHBIX MEXaHHU3MOB, COIJIAaCHO
KOTOPOMY XaJIKOHBI ITPOSIBIISIIOT UTOTOKCHYE-
CKYIO aKTHBHOCTb, SIBIISIETCS B3aMMOJICHCTBHE
XaJKOHOB B (haze muto3a. Nam N.H. ¢ coaBTO-
pamu [36] U3ydnIu aKTHBHOCTD MTPOU3BOIHBIX
2" 5"-IUTUIPOKCUXATKOHOB H  OOHAPYKIIIH,
YTO OOJBIIMHCTBO XAJIKOHOB MPOSIBIISIFOT LIATO-
TOKCHYECKYI0 aKTUBHOCTbH MPOTUB PA3TMIHBIX
JTMHUR omyxoJieBbiX KieTtok (B16 memanoma
mbieid, HCT 116 ormyxonb TOACTOM KHIIKY Ye-
noBeka, A31 snuepmMonaHas KapuuHoMa) U Jp.

G. Achanta ¢ corpyaaukamu [ 1] uccnemno-
BaJIM Psi/i XaJIKOHOB, COAepKamux Oop, B Ka-
YeCTBE MPOTHUBOPAKOBBIX CPEIICTB U BBISICHHIIH
MEXaHU3M UX JeUCTBUS.

CHHTE3MPOBaHBI XaJIKOHBI, TPOSBIISIONTIE
IIATOCTATHYECKYIO aKTUBHOCTE [15].

)

/
N Rll
PO
X "
© 4

R'=R"=H(a), R'=H, R"=CI(6),
R'=H, R”"=Me(s), R =R"=O0Me (),
R'=H, R"=NO, (1), R =H,
R"=COH (¢)

ABropamu ctatbu [21, 37] momydeH psg
XaJIKOHOB, COJICPIKAIINX B OCH30JIHHOM KOJIbIIE
aleTaMUJHYI0 TPyIIy B IOJOXEHUU 4, cpe-
JI1 KOTOPBIX HaMJIEHbI COCAMHEHUS, TIPOSIBIIS-
IOIMe 3HAYUTENILHYIO AHTHHOIUIICITHBHYIO
aKTUBHOCTH (B 2 pa3a OoJbIle 10 CPaBHEHHIO
C aleTUICATHIIWIOBON KUCIIOTOW M areTaMu-
HO(EHOM).

O R

X

H,C” “NH

5
R =Ph, 4-CH,0CH,,
4-CICH, 3.4-CLCH,,

4-(CH,),NC H

6 @

4-CH,CH

6 4

4-NO,C H

276 4
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JMruIpoKCONpOU3BOIHBIE XAIKOHOB IPO-
SBJISIFOT AHTHOKCUJAHTHYIO AaKTUBHOCTb, KO-
TOpasi 3aBUCUT OT CTPYKTYpPBI CoerHEeHus [8].
Mexanu3M aHTHOKCHJAHTHOM aKTHUBHOCTH
XaJKoHOB obcyxnaerca B padore [10]. Ilpu

2-THUEHMUII,

B3aMMOJICHCTBIHM MOJIEKYJIBl XaJKOHa C pa-
JMKaoM oOpasyercss (EHOKCHAHBIA paju-
Kaj, MpU 3TOM opmo- U napa-nauruipoKCH-
JMPOBAaHHBIE CHUCTEMBI OEH30JBHOTO KOJbLA
SIBIISTIOTCSL CUCTEMaMH C JeITOKATN30BaHHBIMHU
AIIEKTPOHAMH, a TOITOMY OOpasyroImuecs u3
HUX (PEHOKCHIHBIE PaJWKaJbl JIETKO IEepPexo-
JST B CTAOMJIbHBIC CEMHXMHOHOBBIC paJIMKa-
JIbI, KOTOpBIC Jaliee MPEeBpaIlAlOTCS B XHUHO-
Hbl. Mema-TATHIPOKCUITMPOBAHHAS CHUCTEMa
OEH30JIPHOTO KOJbIla MeHee d(dexTuBHa It
JIEJIOKATM3AIAH JIIEKTPOHOB, BCIIEICTBHE YETO
(heHOKCHIHBIC PATUKAIBI HE CIIOCOOHBI BCTY-
narb B JaJIbHEWINNE MPeBpalleHHs. YCTaHOB-
JICHO, YTO XaJKOHKI ¢ opmo-(T.e. 2',3'- u 3',4'-)
u napa- (1.e 2',5'-) 3aMeCTUTEIISIMHU MTPOSIBIISIIOT
OYEHb BBICOKYI0 AHTHOKCHIAHTHYI aKTHUB-
HOoCTh (80-90% B CpaBHEHWH C KOHTPOJEM
npu KoHeHTpanuu 50 WM), kotopasi cpaBHU-
Ma C aKTHBHOCTBHIO aCKOPOMHOBOW KHCIIOTHI
u o-Tokogepomna. C npyroli CTOPOHBI, XalKo-
HBI ¢ mema- (T.e. 2',4'-u 3',5'-) 3amecTuTeISIMHU
MOKA3bIBAIOT JIOCTATOYHO PE3KOe CHIDKEHHUE
aKTUBHOCTH (25 % B cCpaBHEHUH C KOHTPOIIEM)
npu konuentpauuu 200 uM (IC, > 200 uM).

TakuMm 00pa3om, 9TH JaHHBIE TOKA3bIBAIOT,
YTO TMOJIOKCHHE JABYX THIPOKCHIIBHBIX TPYIIT
B sjape B sBisieTcs BaxKHBIM CTPYKTYPHBIM
(hakTOpOM WX aHTHUPATUKAIBHON aKTHMBHOCTH,
MpH JTOM Napa-3aMelieHHbIe COeNNHEHUS
MPOSIBIISIFOT OOJIBIIYIO aKTUBHOCTD, YEM OpPHIO-
3aMelleHHbIe. Bapuanus 3amMecTuTenel B na-
Pa-TIOJNIOKEHNH B KOJIbIIE A CHUJIBHO HE BIIHSIET
Ha aHTHUPAJIUKaJIbHYI0 aKTUBHOCTh. JTO YKa-
3BIBAET HA TO, YTO JIEKTPOHHBIE dIPPEKTHI na-
pa-3aMecTuTens OEH30JIbHOTO KOJIbIIa He BIHS-
10T Ha aHTUPAIUKATBHYIO aKTHBHOCTb.

[loreHunanbHas aHTHOKCHAHTHASI aKTHB-
HOCTh HEKOTOPBIX THIPOKCHUXAJIKOHOB Oblia
OIIeHeHa Onarofaps uX CIIOCOOHOCTH WHTHOU-
poBathb 1,1-gudeHnn-2-muKpIITHAPa3HIbHBIE
paauKambsl ¥ CBOOOIHBIE THAPOKCHIIBHBIC pa-
mukansl [10]. [Ans HapuHreHWHA M QIOpETH-
Ha He oOHapy)XXeHa aHTHUIpPOIUQepaTuBHAS
AKTUBHOCTh B OTHOUICHUU KJICTOYHOW JIMHUU
paxa mosiouHoit sxkenes3sl (MCF-7). Ho npyrue
XaJTIKOHBI (BKITFOUast 2'-THIPOKCUXAIKOH) ITOKa-
3aJi aHTHITPONIU(EPATUBHYIO aKTHBHOCTD TIPU
BbICOKHMX KoHIeHTparusax (10,50 uM), a mpu
HU3kux KoHneHtpanusx (0,01-1 uM) oHun
YCKOPSUIN KJIETOUYHBINA POCT.

3a TmposiBIIEHUE MPOTHBOBOCHAIUTEIBHOMN
AKTUBHOCTH XaJIKOHOB OTBETCTBEHHA 0,-[3-
HEHACHIIIICHHAs KapOOHWIbHASI (PYHKITHOHAIb-
Has rpynmna. H.L. Yadav ¢ corpynaukamu [51]
CHUHTE3UPOBAIIU CEPHUIO U3 MATH HPOU3BOTHBIX
XaJIKOHOB W HCCIJIEIOBAIM WX IPOTHBOBOC-
MAJMTENbHYI0 aKTUBHOCTh Ha KpBICaX, y KO-
TOPBIX OBIT CMOAETUPOBAH KappareHWHOBHII
oTeK 3ajHel nambl. [Ipou3BOJHBIE XAJIKOHOB
B JI03¢ 25 MI/KI, BBEIEHHBIC TEPOPAIBHO,
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3HAUUTEIIbHO MHTMOMPOBAIM PAa3BUTHE OTEKA.
Pesynbrarel u3y4eHHs TPOTHBOBOCHAIUTEINb-
HOM aKTUBHOCTH XaJKOHOB TaK)e MPHUBECHbI
B crtartee [50]. AKTHBHpOBaHHBIE Makpodaru
UTParoT KJIIOYEBYIO POJb B NMPOTHBOBOCIHANIN-
TEJIbHBIX OTKJIMKAX M BBICBOOOXKICHHU Pa3HO-
00pa3HBIX MEIUATOPOB, BKIIIOYasi OKCUJL a30Ta
(NO), xoTOpBIii ABIsIETCA TOTEHIIUAIBHBIM CO-
CYIOPaCUIMPSIIOIIUM areHTOM, OOJIEryaroium
MUTPALUIO JEHKOLUTOB U 00pa3oBaHUE OTEKa,
a TaKKe aKTUBHOCTD JICHKOIIMTOB M 00pa3oBa-
HHe UTOoKuHA. NO MOXKET TakyKe pearupoBarhb
C CYNEepOKCHIHBIM aHHOHOM C 00pa3oBaHUEM
MEPOKCUHUTPUTA — MOTEHLIUATBHOTO OKHCITHU-
TeJIsi MOJIEKYJ, KOTOPBI CIIOCOOCTBYET HaHe-
CEHHMIO BpeZa B MPOIECCE BOCHAIUTEIHHOTO
orknuka. NO renepupyercs u3 L-aprununa
noj aeiicrBueM NO-cuaTeTasbl. CoequHEHNS,
KOTOpbIE€ WHTHOMPYIOT H30BITOYHOE 00pa3o-
Banre NO Mukpodaramu, MOTyT OBITH MOJIE3-
HBIMH JJ151 TPOQUIAKTUKY U JICUCHUS] aBTOUM-
MYHHBIX 3a00JIeBaHUI, CENTHYECKOro MIOKa
Pa3NIUYHBIX BOCHAINTEIbHBIX HATOIOTHI.
XaJKOHBI C 3aMECTUTEIISIMH, ITOBBILIAIO-
IIMMH 3JIEKTPOHHYIO TUIOTHOCTH B-Koumbla,
nanpumep, MeO-, BuO-, Me N-rpymmsbl,
HE TMpOSBISIIOT CYIIECTBEHHOM aKTMBHOCTH
B UHTMOMpOBaHMU Hpouecca 00pa3oBaHUs
NO [41]. TpuMETOKCUITPOU3BOIHBIE XaJTKOHOB
¢ ¢ropoMm nipu C4' SBISIFOTCS TyYITAMA HHTH-
ouropamu odpazosanus NO. Tpudropmerniis-
Has rpynmna rnpu C2' B TMMETOKCHUXaJIKOHaX TaKk
K€ XOpOIIO, KaK M B TPUMETOKCHXAJIKOHAX,
uHrubupyer akkymymsimuio NO. Tpudropme-
tuibHas rpynna npu C3' u C4' B aumeTokcu-
XaJIKOHAX MPOSIBISIET MEHBIIYI0 aKTUBHOCTB,
gem B monoxernu C2'. S.J. Won ¢ coaBTopamu
[50] mokazanu, uyTto 2',4-TUTHAPOKCUXATIKOH,
2'-TUPOKCHU-2-THEHWIIXAJIKOH, 2'-TUIPOKCHU-3-
TUCHUJIXaJKOH U 2',5'-AUrHapOKCU-UHIO0N-3-
WII-XAJIKOH SIBJISIOTCSI TOTEHIHUAIBHBIMHU IIPO-
THUBOBOCIIAJIUTEJIbHBIMU ar€HTaMH.
l'uneprnukemMuyeckass akTUBHOCTD XaJIKO-
HOB HccienoBana B padore [2]. HeuncynuHo-
3aBUCHMBIN nuader (nuader Il Tuna) sBnsercs
XPOHHYECKUM METaboJIMYeCKUM 3a00eBaHuU-
€M, XapaKTepU3YIOIIUMCSI HHCYIMHO-YCTOM-
YUBOCTHIO, THIEPIIUKEMUEH ¥ THUIEPUHCY-
nunemuei. U3 Broussonetia papyrifera Obuin
BBIJIEJICHBl 3aMEIEHHbIE XaJIKOHBI, KOTOpbIE
CEJIEKTUBHO HMHIHOMPYIOT (epMEHTHI HpoTe-
naTuposuHdocdarassl (PTP1B) u pexykrass
anbo3bl. VIX aHTMOKCUIaHTHBIE CBOMCTBA I10-
3BOJISIFOT paccMaTpyBaTh NX B KaueCTBE THUIIEP-
IJIMKEMUYECKHUX areHTOB, T.K. OKUCIUTEIbHBIN
CTPECC TaK)KE UTPACT BAXKHYIO POJIb y T1a0eTH-
KOB. 3,4-/IlMMETOKCUIIPOU3BOHBIE MPOSBISAIOT
3HAUUTEJIbHBIN AHTUTHIIEPITIMKEMUUECKU 3¢-
(exT, B TO BpeMsI KAK MOHOMETOKCHUIIPOU3BOI-
HbI€ TTOKA3bIBAIOT TMOHMKEHHYIO aKTHBHOCTb.
CoenvHeHus: BHULMHAIBHO JIHOKCHUTEHUPO-

BaHHBIC, HallpUMEp IUMETOKCH- M METHIICH-
JTINOKCU-3aMEITICHHBIC, TOKA3BIBAIOT JIYUIITYIO
AHTUTUIEPIITUKEMUYECKYI0O aKTUBHOCTh 10
CPaBHEHHUIO C COOTBETCTBYIOIIMMHU MOHOME-
TOKCHITPOU3BOTHBIMH. XaIIKOHBI, COZepIKaIUe
Ienb MpOMaHOJIAMHHA B AHaApa-TIONOKEHUN
MOKa3ald 3HAYUTEIHLHYI0 aKTHBHOCTh KakK I10
CPaBHEHUIO C Mema-, TaK U C opmo-3aMellieH-
HBIMH COCTUHCHUSIMU.

Kpome Toro, xamkoHbl MpOSIBISIIOT CBOM-
CTBa, CXO)KHE C MHCYIIMHOM, YTO TOBOPHT O BO3-
MOYXHOCTH TIPUMEHEHHS XaJIKOHOB B KadeCTBE
MPOTHBOANA0ETUYECKUX CPENCTB. Tak, mccie-
JIOBAaHUSI METUJITHIPOKCUXATKOHA, BBIICIICH-
HOTO U3 KOPHIIBI, TTOKA3aJi, YTO ATOT XaJIKOH
CIOCOOCTBYET YMEHBIIICHUIO TEMITOB Pa3BUTHS
1 OCJIO)KHEHHH muadera [43].

ABtopamu ctathu [24] ObuTa paccMmoTpe-
Ha aHTUTETATOTOKCHYCCKass aKTUBHOCTH Xall-
KOHOB. CHWJIMMapuH, BBIICICHHBIA U3 CEMSH
Silybum marianum, OOBIYHO WM3BECTHBIN Kak
MOJIOKO YE€pTOIOJIOXa, HCIONb3YIOT B Kaue-
CTBE IOTEHIIUAIBHOTO aHTHUTEeIaTOTOKCUYHO-
TO areHTa B OTHOIIEHUH Pa3IHYHBIX TOKCH-
kaHToB. OH TpencTaBiseT coboil cMech Tpex
M30MEPOB, & UMEHHO CHJINOWHA, CHIINIHAHTHA
u cunuxpuctuHa. CunuOuH — HamOonee ak-
THUBHBI KOMIIOHEHT, COACPKUT ITUKIUUYECKYIO
cuctemy 1,4-110KcaHa, B TO BpeMs KakK B IBYX
IPYTUX W30Mepax 3Ta CHCTEMa OTCYTCTBYET,
Y OHU HE UI'PAOT CyIeCTBEHHOU poun. [Ipouns-
BOJIHBIC XAQJIKOHOB, COAepiKalue nuki 1,4-nu-
OKCaHa, MPOSIBISIOT aHTUTEIAaTOTOKCUYECKYIO
AKTUBHOCTbH, KOTOpAsl YCUJIMBACTCS HATHYUEM
B TIOJIO)KEHUHM 2 TUOKCAHOBOTO IHKIA 2-TH-
JIPOKCUMETHIIFHOW TPYMIBI. DJTa JKe Tpymmna
UMEETCS B ATOM K€ MOJIOKEHUHU U Y CHUTHOWHA.
3aMEeCTUTENH B apOMaTHUYECKOM SIIPE XaIKO-
HOB UTPAIOT TAKXKE 3HAYUTEIbHYIO POJIb B IIPO-
SIBIICHUH JJAHHON aKTHBHOCTH.

XJopcoaepKamie XajaKOHBI TPOSBISIOT
3HAYUTEIBHYIO aHTHUIDIA3MOAMAIBHYIO — aK-
TUBHOCTh, 4 XaJIKOHBI C TPUA30JIHHBIM, TIHP-
POJIBHBIM U OCH30TPHA30JIBHBIM KOJIBIIAMU —
AHTUIAPA3UTAPHYIO AaKTUBHOCTH. Haiineno,
YTO XJIOPIIPOM3BOJHBIE XAJIKOHOB C MOpP(JO-
JUHOBBIM ITUKJIOM O0ONamaloT HaWMEHbIIeH
akTUBHOCTBIO. COCIWHEHUS, COIEpIKaITNe
TPHA30JIbHOE KOJIBIIO U XJIOP, UMEHOT HAUOO0JIb-
IIYI0 aHTUILIA3MOIUATBHYIO AKTUBHOCTH, MOJI-
TBEPKJasi TOT (PaKT, YTO HEOOIBIITHE IO pa3Me-
py TUNoMUIBHBIE TPYIIIBI, COAEPIKAIINES OTUH
WJTH HECKOJIBKO aTOMOB a30Ta, MOTYT YBEJIHYIH-
BaTh aHTUMAJSIPUIHYIO aKTUBHOCTS 171 Vifro.

WccnenoBanus in vitro aHTUILIA3MOUIU-
aJbHOM AKTUBHOCTH 3aMEIICHHBIX XaJIKOHOB
[(4-Cl, 4-MeO, 3.,4,5-(MeO),] nokasanu, 4To
HeOOJIBIITNE U CPETHUE TI0 Pa3Mepy JIUTO(HITh-
HBIE TPYIIBI, COMAEPIKAIINE aTOMBI a30Ta HIIH
aMrUH BO (pparmeHTe ameTtoeHOHa, SBISIOT-
Cs TIOTCHIIMAILHBIMU TPOTUBOMAIIPUHHBIMU
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areHTamu. Takue coeamHEHHUs MOTyT obecrie-
YuBaTh AOIIOJIHUTCIBHOC CBA3BIBAHUC 3a CUCT
BOJOPOAHBIX CBsI3EH C TUCTUAWHOBBIM OCTaT-
KOM, TIPUCYTCTBYIOIIUM B aKTUBHOM IICHTpE
9H3WMa IIHUCTEUHITPOTEA3HI.

AHTUIIENIIIMaHUAIbHAS AKTUBHOCTH [22, 29]
XapaKTepHa I XaTKOHOB ¢ 00j1ee THAPODHITE-
HBIM XxapaktepoMm, T.e. 1t HO-mpon3BomHbIX
XaJIKOHOB, & TAKXKe JUIS XAJIKOHOB ¢ Ha()TaJIMHO-
BBIM U MIUPHIUHOBBIM ()parMeHTaMU B siipe A.

W3ydena nHruOupyromas akTMBHOCTD TH-
pasWHa3bl psija XaJIKOHOB B OTHOIIEHUHU pe-
akIuit o0pa3oBaHUs MEJaHWHA U UX aHTHOK-
cumanTHele Bo3MoxkHOCTH [31]. IlonmoxxeHue
OH rpynn B apomarnueckux sjupax A u B
“MeeT OYeHb OOJBIIIOE 3HAYCHUE, TTOCKOIBKY
THAPOKCUIIMPOBAHUE TI0 KONbIy B mpuBOIuT
K 3HaYUTEIHHO OOJbIIEH CIIOCOOHOCTH MHTH-
OupoBaTh THpa3WHa3y, YeM THAPOKCUINPOBa-
HUE T10 KOJIBITY A.

3akjoueHue

B Hacrosilee Bpemsi HMeeTCs J0CTa-
TOYHO OO0JBIIOE KOJHUYECTBO IMyOIUKaIUi,
MOCBSIICHHBIX H3YYECHHUIO OMOJOTHMYECKOM
AKTUBHOCTH XAJIKOHOB M UX NMPOU3BOAHBIX.
B nanHo#i cTarbe NPUBEAECHBI TOIBKO JIMIIb
HEKOTOPBIE pE3YJIbTAaThl TAaKUX HCCIENO0-
BaHuH. lleneHanpaBieHHbIE U3MEHEHHUS
B CTPYKTYyp€ XaJIKOHOB MOTYT IPHUBECTH
K CY’KEHHUIO X CIEKTpa OMONIOrnYecKol aK-
TUBHOCTH, HO CII0COOCTBOBaTb YCHJICHHUIO
nx (apMaKoJIOrHYecKoro aeicTBud. B aToi
CBSI3W CHHTE3 HOBBIX (DYHKIIMOHAJIBHO 3a-
MEUICHHBbIX XaJIKOHOB IPEACTABISAECT 3Ha-
YUTEJbHBII TEOPETHUYECKUN U MpaKTHUYEC-
KOU uMHTEpec.
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