YKPAIHCBKWW BIO®APMALIEBTUYHM XXYPHAT, Ne 3(14) 2011

YIK 615.015:577.15/.17:57.017.732

M.O. AnexrceeBa, 0.0. Antyxos, C.B. Koaicuuk, A.l. BEPEsHsakoBA, B.B. BoJjoTos,

1.IO. TumenKO

HauioHaavHUill papmayesmuynuil yHigepcumem

3B’I30K «CTPYKTYPA-AHABOJITYHA AKTUBHICTD»
Y Py HOXITHUX (2-0KCO-1,2-TUTTIPO-
3H-IHTO0JI-3-IJIITEH)-OIITOBUX KUCJIOT

IIpedcmaegneni pesyavmamu NOWYKY CNOLYK aHabonikie y pady noxiOHux (2-oxco-1,2-0uzidpo-3H-
indon-3-iniden)-oymosux Kucaiom. Busaeniena cybcmanyis, axa mae supaxceny aHaboNiYHYy AKMUBHICMb.
s 0ocnidxnyearnozo pady cnoaykx 6CMaH06/LeH0 36 A30K «CMPYKMYypa-aHaboaiyHa AKMUBHICMby.

KRawuosi cnosa: aHaboJliuHa aKTHUBHICTB; moximui (2-okco-1,2-guriapo-3H-inmos-3-ijimen)-omToBux

KucJoT; m. levator ani

BCTYII

Ho amabGomiuHmMx 3aco0iB pasoM 3 TOpMOHAMH,
KodepmeHTaMu, Biramimamm i BiTamimomoxi6-
HAUMY PEUYOBMHAMM, aMiHOKHCJIOTAMU Ta iHIITUM
BiJHOCATH TAKOK HOOTPOIIM, AHTUTIIIOKCAHTH Ta
akTouporekropu. llesaki mpenmapatu 3 rpynu HOO-
TpOmiB (HOOTPOMIiJ, MaHTOraM) MalOTh BUPAKEHY
aHaboJiuHy Aif0o i miABUIYIOTH HpalesfaTHiCTb.
AHTUTIIOKCAHTH — KJac CIOJYK, AKi migBumry-
IOTh CTifiKicTh OpraHismy mo HecTadi KMCHIO. 3 1iel
rpyny IIPUBEpPTae yBary oKCHMOyTHpaT HATpPilo AK
mpemnapar, IKuUil Mae 3HaYHY aHabOJiuHy Aifo. AK-
TOIMIPOTEKTOPY — IPylla CHHTETUYHUX IIPeIaparis
(6emiTmi), AKi momepemKyIOTh PO3BUTOK BTOMU
i migBuNIyIOTH MIpanesgaTHicTh. Besnocepenusa ana-
6oJriuHA i aKTONPOTEKTOPiB HA M’A30Bi TKAHUHU
BUPaKeHa cJ1a0K0, OMHAK BOHU YNHATH CUJILHY OIIO-
cepelKoBaHy [ii0, TaK K JO3BOJSAIOTH Pi3KO IigBU-
IIUTY HaBaHTAXKeHHs, AKi i maroTh 6es3mocepeaHbO
anabosiuauit edext. Ilig miero akToOmpoTeKTOPiB
MiZBUIYETHCA BMICT MIIKOreHY y M’a3aX, Iedidii
i cepii. AKTOIPOTEKTOPH TaAKUM YMHOM € aHabOJIi-
KaMu HelrpsaMmoi aii.

Crmonyku 3 2-OKCOiHZOJiHOBUM (PparMeHTOM
y MOJIEKYJIaX € BiJoMOIO TI'pPyIIO0 OioJIOTiuHO akK-
TUBHUX CIIOJYK, SKi BUSBJIAIOTH BUCOKY (hapMaKo-
JoriuHy akKTuBHicTh [8,9,11-13]. Ilpu npoBegeHHi
CKPUHIHT'OBUX JOCJiAKeHb moxigHux (2-okco-1,2-
nurigpo-3H-ingou-3-imigeH)-oToBUX KUCJIOT OyJiu
BUABJIEHI PEUYOBUHU, SKUM IIPUTAMaHHA BUCOKA HO-
OTPONHA, AHTUTIMOKCUYHA i aKTOIIPOTEKTOPHA Hifd
[1,2,4-7]. Il o6cTaBuHA 4O3BOJIMJIA 3POOUTHU HOTIE-
penHili BUCHOBOK IIPO MOXKJIMBICTh HAABHOCTI y Ia-
HOT'0 KJIacy CIIOJIYK aHa00JiuHOl aKTUBHOCTI.

© M.O. Anekceesa, 0.0. Anmyxos, C.B. KonicHuk, A.l. bepes-
Hsikosa, B.B. bonomos, |.KO. TuweHko, 2011

Mera po6oTu mojsiArasia y BUABJEHHI B pAAy
noxigamx (2-okco-1,2-gurigpo-3H-imgona-3-iainen)-
OIITOBUX KWCJIOT CIIOJIYK, AKi IPOABJIAIOTHL BUCOKY
aHa0OJIIUHY aKTHBHICTH i HE YMHATHL aHIPOTEeHHOI
Iii, i BcTaHOBJIEHHA 3B’A3KY MilK CTPYKTYPOIO MOJIe-

KyJu i (hapMaKoJIOriYHOI0 aKTUBHICTIO.

MATEPIAJA TA METOAU

O06’ekTOM BHBYEHHA Oyau MoximHi 2-rigpokcu-
(2-oxco-1,2-gurigpo-3H-ingon-3-inigenH)-omnroBoi
(sarasmpHa Gopmyaa (I) ra 2-6ersoinamino-(2-oxkco-
1,2-nurigpo-3H-ingosn-3-irigen)-onroBoi  (3arajb-
Ha popmyraa (II) xkucaor, cuHTe30BaHi Ha Kadenpi
aHasiTryHol ximii HPay mix kepiBHUIITBOM IIpPOd.
B.B. Bosaorosa (Ta6.. 1).
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Busnauennsa aHabogiumoi aKTHUBHOCTI [0-

CIHiIKYBAHUX CIOJYK IPOBOJAUJIM 38 METOZMKOIO
Herschberger[10]. IIperaparom nopiBHAHHS Gy B 00-
PaHU KaJIio opoTaT, AKMH Mae aHAOOIIUYHY aKTHUB-
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Ta6auigsa 1

MNA®PH, POPMYJIN TA HA3BH JOCIINKYBAHUX CIIOJIYK —
IIOXITHHUX (2-OKCOIHIOJIHIJIIAEH-3)-O1TOBUX KHCJIOT

Mndp -
cyBeranmii R BpyTTo-dopmyna Ximiuna Ha3zBa
Tloxigui 2-rixzpokcu-(2-okco-1,2-gurigpo-3H-ingo01-3-11igeH)-omrToBoi Kucaotu (1)
18 Hadrun C,H,N,0 Z-PIZLp.OI?CI/I-N-l-Ha(I)T.I/IJI-Z-(Z-ORCO-].,Z-L[I/II‘II.lpO-SH-lH-
1477273 mou-3-irimen)ameramin
38 CHZCOOH C HmNzOs N-[2-1‘1;1p01{c1z1-?-(2-01cco-1,2-111/1r111p0-3H-1H;LOJ1-3-1.711-
JleH) aneTuI|rIinua
1407 CH.COOEL C H NO ETHJI N—[2—r1;:porc(.:n—2—(2—0}cco—1,Z—Anrl,u;po—SH—lHuon—S—
2 147714772775 iminen) anerua|rainueaT
TAK (CH.).COOH C. H NO 4-{[(2-F1/:[p01ccnt2-(2-01cc0-1,2-/:L1/1r1/:[p0-3H-1Hz[0JI-3-1J11-
2’8 147147275 JleH) alleTUI]aMiHO}0y TaHOBA KHUCJIOTA
5-38 (CH.) COOEt C,H,N,0 ETHJI 4-{[(2-r1,uporcf:n-2-(2-0Kco-1,2-;mr1;:po-3H-1H,uon-3-
273 15276 imimen) ameruialamino}6yTaHoaT
2-T'igpokcu-2-(2-okco-1,2-gurigpo-3H-ingon-3-ininen)-
27 (CH,),C H CisHsN,0, N-(2-heninernn) aneramizg
IToximui 2-6ensoimamino-(2-okco-1,2-gurigpo-3H-inpon-3-inigen)-omrosoi kucaoru (II)
1g CH, C,H,N,0, N-.[2-aH1J11Ho-2-omcojl-(2-01cco-1,2-;(Hr1;(po-3H-1H110J1-3-
5 imimen) eTui]6ensamin
2,6-Miokco-1,2,3,6- N-[2-[(2,6-giokco-1,2,3,6-TeTparigponipumigna-4-im)
78g TeTparigpomipumi- C,H,.N.O, amiHo]-2-0kco-1-(2-okco-1,2-guriapo-3H-iagomn-3-inigeH)
ITUT eTu|6eH3aMis
N-[2-(meTunamizo)-2-okco-1-(2-okco-1,2-aurinpo-3H-iu-
46g CH, CisH,5N,0, non-3-imimen) eTus|oen3amin
N-[2-(rekcunamino)-2-okco-1-(2-oxco-1,2-gurigpo-3H-
50g CeH,s Gty N;0, irgon-3-inigen) erun]oensamin
N-[2-(1-HadTHIaMiHO)-2-0KCO-1-(2-0KC0-1,2-nurigpo-3H-
2 HaQTII CorH, N0, inpos-3-ininen) erni]oensamin
. 1 N-[2-[(4-rizpo-1-HadTun) amino]-2-okco-1-(2-oxco-1,2-
30g 4-Tippoxcu-1-nadrusn CyrH,o N0, nuriapo-3H-ingon-3-inigen) erun]6ensamis
- . N-[2-[(5-rigpo-1-HadTHa) amino]-2-okco-1-(2-okco-1,2-
slg 5-Tinpoxcn-1-nagr CorH,,N,0, nurigpo-3H-irgos-3-ininen) erui]6ensamin
4g CH.COOE# C,H,N,0 Erun N'[2‘68H301HaM1H9'2'(2‘01{00'1,2'/:[I/II‘IZLpO'3H'1H'
2 1977375 IoJi-3-iyimen) anetusa|raimuHaT

HiCTB, ajle He BUABJsSIE aHAporenHoi mii [3]. Kauiio
0OpOTaT SK MOIEPEeSHUK IIipUMiTNHOBUX OCHOB € 3a-
TaJILHUM CTUMYJIATOPOM OOMiHHUX IIPOIIECiB, AKUIH
3aCTOCOBYIOTHL IIPW DPiBHOMAHITHMX 3aXBOPIOBAH-
HAX, BUKJIUKAHNUX TOCTPUMU Ta XPOHIYHNMU iHTOK-
cuKaligmMu, npu guctpodii miokapmga, mporpecyio-
uiii M’A30Biii Ta aniMmenTapHi# gucTpodii y mireit Ta
iHmIi# marosorii.

BuBuenuna amabosiuHOro e(eKTy mOCHiIKy-
BaHMUX PEYOBWH IIPOBOAWJIM HA iHTAKTHUX Oiamx
mypsaTax-caMIlAX HpeAny0epTaTHOro mepioxy ma-
coro 55,0—60,0 r. I'omagexTOMiO 3mificHIOBAJIN Iif
6apbamisoBum HapKo3oM (60 MI/Kr) B aCeITUYHUX
yMmoBax. EkcriepumenT 0yB npoBenenuii Ha 160 TBa-
puHax no 10 mypAT y KOXKHi# rpyi.

KourpospHa rpyna ronaJjeKTOMOBaAHUX TBapUH
OTpUMYyBaJa JUCTUJIBLOBAHY BOAY; Apyra rpyma —
mpernapar NOPiBHAHHS KaJIilo opoTaT B e(DeKTUBHIH
no3i 28 mr/kr; iHmri TBapuHu (14 rpym — mgocuain-
sKyBaHi cyberannii y gosi ED, kasiro oporary. Bee-
JeHHs cyOCTaHI[il MOYMHAJNY OPasy IIiCJIs BUXOAY
IIypAT 3 HAPKO3Y.

OCHOBHUMU TecTaMu, 3a AKUMU Oysu 3pobieHi
IonepesHi BHCHOBKM PO HAaABHIiCTH abo BimcyT-
uicth anabosiunoi xii, 6yau sminu macu m. levator
ani Ta fTuHAMiKM Baru Tijna.

PE3YJIBTATH TA IX OBTOBOPEHHS
Ilix yac BuBYUeHHA HasABHOCTI aHaboaiuHOI
aKTUBHOCTI
Hux ¢opmyxa (I) i (II) HamMu BCTaHOBJIEHO, IO
aKTUBHiCT, mOXigHUMX 2-Tigpokcu-(2-okco-1,2-

LOCHiZ}KyBaHUX CIOJYK B3arajb-

nurigpo-3H-ingos-3-imigen)-omroBoi KUCJIOTU
Ielro HUKYa, HisK y moxigHux 2-6eH30imaMiHO-
(2-oxco-1,2-gurigpo-3H-inmon-3-inigeH)-omrosBoi
KHCJOTH. ¥ IIi¥l rpyni Ha#ibiJbIl aKTUBHUM BU-
ABuBcda (2-deHinerun) ameramia 27, aKTUBHICTH
AKOro HaOJIMIKAeThCs OO0 AaKTUBHOCTI KaJjiio
B Mmoaekyay (I)
3aJIUMIKIB aMiHOKMCJIOT CYIPOBOAKYETHCA CIIa-
Benzamigu (II),

AKI MicTATH aJKiJbHI 3aJUIIKU, MOCTYIAIOTHCA

oporary (tabs. 2). BBemeHHA

noM aHaboJiuHOI aKTHMBHOCTI.

CIOJyKaM, OO CKJIaAy AKHX BXOLUTH HaAPTUIBL-

HUN paxukaja. Bseemenna 2,6-miokco-1,2,3,6-

Dapmaxonozis
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Tabauisa 2

AHABOJIITYHA ARTHBHICTD IIOXITHHUX (2-ORCOIHJOJITHIJIIAEH-3)-OTOBUX KUCJIOT

AmnaboxiuyHa aKTHBHICTH Bara TBapuH, r
Toctpa
Croayka Tosa, TOKCHYHICTD 1;::3;2}11 Baram. | aHaGoniy- | Ha MOUATKY | Kirmi exe-
(urudp) MI/KT npu mep- Mr/100 r >| levator | Ha akTHB- | ekcmepu- ————
OpaJBHOMY . ani, % HicTb, % MEHTY y
e —r— MacH Tijxa
2g 10,7 6500352 25,1+072 141 37 54,3+2,91 | 77,9+4,14*
27 10,7 7440+453 | 23,8+0,93% 134 47 56,3+1,75 | 81,3+3,41*
78g 10,7 3583275 | 26,5+0,7* 144 41 55,4+2,32 | 79,2+3,71*
Rauiro 28,0 5200+245 | 24,3+0,6% 132 41 55,2+2,21 | 76,3+2,73%
oporar
ToHameKTo-
Mis _ _ 18,4+0,7 100 _ 56,6+2,71 | 70,3+3,23*
(KOHTPOJIB)

IIpumiTKa: * — QOCTOBIpPHICTD PiSHUIlI BiAMiHHOCTEH 10 BiJHOIIIEHHIO 10 KOHTPOJIO CKJIamae p<0,05.

Terparigponipumizuny (cmonyka 78g) 3HaYHO
36ispmye aHabosiuny akTuBHicTh. Ilelt aminm 3a

piBHeM amabosiunoi xii mepeBepiye KaJiro opo-

TaT i € Ha#OiJABIIT IePCIeKTUBHUM Y JTaHOMY PAAY

cunoayk. Takum unHOM, y pE3yabTaTi IPOBELEHUX

IOCJimKeHb BUSABJIEHA HOBa XiMiuHA pedyoBHUHA,

AKa 3a aHa0OJIiYHOI AaKTUBHICTIO IIEPEBUIIYE

npenapaT MOPiBHAHHA.
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BHUCHOBEKHU
IToximHi (2-okcoingosiHigigeH-3)-01TOBOI KuC-
JIOTH € TEePCIEeKTUBHUM KJIACOM CIIOJYK, AKi
IPOABJIAIOTH aHAOOMIUHY aKTUBHICTb.
AmnabosiuHa aKTUBHICTH NOXiZHUX 2-TifApo-
Kcu-(2-oxco-1,2-gurigpo-3H-ingon-3-inxigen)-
OIITOBOI KMCJIOTH JEI0 HMUK YA, HidK Y MOXiTHUX
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CBA3b « CTPYKTYPA-AHABOJINYECKASA AKTUBHOCTD» B PAAY ITPOU3BOAHBIX
(2-OKCO-1,2- IUTUAPO-3H-UHAO0J-3-UJINAEH)-YKCYCHBIX KHCJIOT
IlpexncraBiieHbI Pe3yIbTAThI IOMCKA aHAOOJIUKOB B PALY IPOU3BOAHBIX (2-0KCO-1,2-TUTUIPO-
3H-un01-3-MINIeH)-YKCYCHBIX KUCJIOT. BrisiB/IeHA cyOCcTaHIINA, KOTOPAs NMeeT BEIPAKEH-
HYI0 aHA0OJIMYECKYIO aKTUBHOCTE. [[JId mccienyeMoro psaxa COeSUHEHNHE YyCTaHOBJIEHA CBA3h
«CTPYKTypa-aHaboJnuecKasi AaKTUBHOCTD».
KaroueBsie cioBa: aHabosmnyecKas aKTUBHOCTh; IIPOU3BOAHBIE (2-0Kco-1,2-nuruapo-3H-un-
IOJ-3-UINIEeH)-yKCYCHOM KMCI0THI; m. levator ani
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CONNECTION «STRUCTURE-ANABOLIC ACTIVITY» IN SERIES OF DERIVATIVES

OF (2-0X0-1,2-DIHYDRO-3H-INDOL-3-YLIDENE)- ACETIC ACIDS
The results of the search of anabolics in a number of derivatives of 2-ox0-1,2-dihydro-3N-
indole-3N-ilyden of acetics acids have been presented. The substance, which has the expres-
sed anabolic activity has been revealed. Connection «structure-anabolic activity» for the
researched substances has been established.
Key words: anabolic activity; the derivatives of (2-ox0-1,2-dihydro-3N-indole-3-ilyden) of
acetic acids; m. levator ani
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