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BuHaxig HanexuTb [0 dapMaueBTMYHOI Ta MeAuyHoi XiMmii, go noxigHmux 1,2-gurigpo-1,4-
GeHsaiaseniH-2-0HiB, ki MOXYTb OyTM BUKOPUCTaHI SK aHanbreTudHi nikapcbki 3acobu.

3asensawTbcs  7-6pom-5-deHin-3-apunamito-1,2-aurigpo-3H-1,4-6eH3giaseniH-2-oHn  3aranbHoil
dopmynu:
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BuHaxig HanexuTb 00 dapMaueBTUYHOI Ta MeauyHol Ximii, oo noxigHux 1,2-gurigpo-1,4-
BeHsgiaseniH-2-oHiB, AKi MOXYTb OyTW BUKOPUCTaHI SIK aHanbreTUyHi nikapcbki 3acobwu.

MpodhinakTuka Ta NiKyBaHHSA XPOHIYHOI i rocTpoi 60oni 3anuwaTbCs akTyanbHOK MeOUYHOH
npobnemMolo, sika Mae BaXNMBe coliarnibHe Ta EKOHOMIYHE 3HauveHHs. |i BupilleHHs noB's3aHe
Hacamnepeq 3 notpebamn meanuMHu y BucokoedekTnBHUX Ta be3nevyHux aHaneretukax. Cepeg 3-
3amilleHnx 6eHsaia3eniHiB € CNOoMyKn 3 BUCOKOK aHamnbreTUYHOK akTMBHICTIO 3 BenuunHamu EDsgq y
mexax 0,06-1,60 mr/kr (amB. >XypHan OpraHiyHoi Ta ®apmaueBTnyHoi Ximii. - 2011. - Vol. 9, Ne 4
(36). - P. 70-73.)

Hanbnuwkymm aHanorom 3a CTPYKTYpOK Ta Ai€lo A0 CMOMyK, WO 3asABhAsOTbCSA, € CrONykn, ski
onucaHi y (aue. Arch. Pharm. Chem. Life Sci.- 2006. - Vol. 339.-163-173). Ane ui cnonykn y gosax,
HWKYMXx 3a 20 Mr/Kr, He NpOABNATb aHanbreTUYHOI akTUBHOCTI. Bubip aHanora obymoBneHwin
HasABHICTIO 3aranbHUX O3HAK, TakUX K CRifbHi CTPYKTYPHI oparMeHTn (HasiBHiCTb GeH3aia3eniHOBOro
umkny), 6ionoriyHa gis (aHTUHOLMLLENTMBHA aKTUBHICTD).

Hanwnii cnocib BnbpaHo NpoTOTUMNOM.

B ocHOBi BMHaxody, WO 3asBnsETbCS, MOCTaBMeHa 3afdada - PO3LMPUTU CMNEKTP CMONYyK, siKi
MaloTb BUCOKY aHarnbreTU4Hy akTUBHICTb.

MocTaBneHa 3agayva Oyna BupilleHa CMHTe30M 7-6pom-5-deHin-3-apunamiHo-1,2-gurigpo-3H-1,4-
OeHsgiaseniH-2-oHiB (guB. Tabn. 1), cMHTe3oBaHUX Hamu 3a cnocobom (ame. Ukrainica Bioorganica
Acta.-2009-Vol. 1. — P. 8-15).
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N N
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cl —_ N
Br —N Br —N R?
R'=H, CH,COOCHj;
R?=0, m, p - COOCH;;
Ll - Vi
1-MeTokcukap6oHinmeTnn-5-geHin-1,2-gurigpo-3H-1,4-6eH3giasenid-2-oun  lI-VIIl,  nposiBunu

BMCOKY aHarnbreTu4Hy akTUBHICTb (auB. Tabn. 2).

HoBum y BuHaxofdi € Te, Wo oTpumaHi cnonyku 3aranbHoi dopmynu lI-VIII € HoBuMKn Ta MatoTb
BMCOKY aHanbreTU4Hy akTUBHICTb y Ao3ax Big 3,16 go 0,007 mr/kr.

YNCTOTY CMHTE30BaHUX CMOMyK NigTBEPKEHO TOHKOLAPOBOK Xxpomartorpadieto, 6ygoBy -
naHumu cnektpockonii "H-AMP Ta Mac-crniekTpomeTpii.

MpUYMHHO-HacNIOKOBUIA 3B'A30K MiX CTPYKTYpol OOB'eKTiB, SAKi 3asBMNAOTbCA, Ta OTPUMaHUM
TEXHIYHMM pe3ynbTaToM MOMSArae B HACTYNMHOMY: HasiBHICTb GeH3aia3eniHOBOro LMKy 3 BignoBigHUMM
3aMiCHMKaMKn y nosioxXeHHi 1, 3 Ta 7 [03BONMSE OTPUMYBATKM CMOMYKU 3 BMCOKOK aHanbreTU4HoK
aKTUBHICTIO.

AHanbreTM4Hi BAacTUBOCTI CMONYyK, LU0 3asABNAKTLCS, BCTAHOBMNEHO METOAOM "OLTOBOKMCIIMX
KOpUiB", SIKMI 34INCHIOBABCSA 3a HMXKYEOMNCAHOK METOOUKOIO.

Mpuknag 1

7-Bpom-3-(2-meTokcukapboHindgeHin)amiHo-5-deHin-1,2-gurigpo-3H-1,4-6eH3piasenin-2-oH  (l11).
Cymiw 2 r (6 mmonb) I, r (MMONb) METUNOBOrO ecTepy O-aMiHOGeH30MHOI kucnotu Ta 50 oM’
abcontoTHOro  xnopodopMy  KMM'ATSATb  3i 3BOPOTHUM  XONOAWUMBbHWUKOM, MPOTIKAHHS — peakuil
KOHTpontoloTb MeTtogom TLIX. [licna 3aBeplueHHA peakuii peakuinHy Cymill OXONOOXKYHThb,
npomuBarTb Bogok (3x20 CMS), ocaj, Wo BuNaBe, BiAMINbTPOBYOTb, MPOMUBAIOTL XIIOPOHOPMOM
(3%20 cm®). Ocaf ounLLaTb METOAOM KOMOHOYHO! XxpomaTorpadii. [liaMmeTp KOMOHKM 1 ¢M, COpBEHT
cunikarenb 3 poamipom 4actmHok 40-100 mKkm, ToBWMHA wapy copbeHTty 20 cM, €enteHT -
xnopodopm. Buxig: 0,33 1 (12 %).

Cnonyku IV-VIIl 6ynn oTpuMaHi aHanoriyHum crnocobom (ame. Tabn. 1).

Mpuknag 2

lMepBuHHE [OOCHIMKEHHS aHanbreTU4HOI aKTMBHOCTI CUMHTE30BaHUX CroMnyk npoBOAMMM 3a
MEeTOZ0M "OLITOBOKUCIINX KOPYIB", KM 3aCTOCOBYETLCA A5 BUBYEHHA NepudepUHHOl aHarnbreTuyHol
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4ii npenapartis (JokniHivHi JocnigXeHHs nikapcbkmx 3acobis (MeToauyHi pekomeHaaldii) / 3a pea. yn.-
kop. AMH Ykpainu O.B. CtecpaHosa. - K.: MO3 Ykpainu, L. - 2001. - 530 c).

lMepBUHHE AOCniAKEHHS aHanNbreTUYHOI akTMBHOCTI NPOBOAMNM Ha Moaeni nepudepuydHoro 6ornto,
B OCHOBi $KOi NEXWTb XiMiYHE OONbOBE MOAPA3HEHHS, CNPUYMHEHE BHYTPILUHLOOYEPEBUHHUM
BBEOEHHSAM OLTOBOI KMCMOTW, WO NPU3BOAWUTb OO0 BUHWKHEHHS MUMOBIMIbBHUX CKOPOYEHb YEPEBHMX
M'SI3IB XKMBOTA - "KOPYIB", SKi CYNPOBOMAXKYIOTbCHA BUTATYBAHHAM 3aHiX KiHLIBOK Ta BUTMHAHHAM CMVHW.
"Kopui" y wmuwen Buknukanum 0.75 %  po34YMHOM  OLTOBOI  KUCMOTW, SKMA  BBOAMWIM
BHYTPiLLHbOOYEPEBUHHO Yepe3d 40 XBUMMH NICNS BHYTPILLHbOOYEPEBUHHOMO BBEAEHHS OOCIAKYBaHNX
peyvoBuH y cnektpi go3 Big 0,001 go 5 mr/kr. 3a TBapuHamu cnoctepirany nNpoTaroMm 20 XBUMWH i
nigpaxoByBanu KinbKiCTb KOPYiB KOXHOI TBApUHU. AHANbreTU4Hy akTMBHICTb OLHIOBaNu 3a 34aTHICTHO
CMNOMyK 3MEHLLYBAaTU KifbKiCTb KOPYIB Y AOCNIAHIN rpyni TBApUH NOPIBHAHO 3 KOHTPOMEM i BUpaXkanu y
BiCOTKax, pO3paxyHOK MPOBOAUNN 3a HXKYEHaBEAEHO (POPMYOLHO:

AA=C,-C,/C,)x100 %,

Ae AA - aHanbreTnyHa akTMBHICTb Y %;

C, - cepeaHs KinbKiCTb KOpYiB Y KOHTPOIbHIN rpyni;

C, - cepeHs KinbKiCcTb KOpuiB y AOCAigHIA rpyni.

[ocnigKyBaHi CNoNyku BUBYanNu y nopiBHSAHHI 3 eTafloHHMM NpenapaTtoM - AMKNOoMgeHaK-HaTpieM,
B3SITUM Yy A03i 10 Mr/Kr.

Elso pospaxoByBanu 3a MeTogom [lposoposBcbkoro B.b. (Ctatuctudeckaa obpaboTka
pe3ynbTatoB apMakonormyeckux uccnegosauun [/ TNcuxodapmakonormsas u  Buonornyeckas
Hapkonorus. - 2007. - T. 7, Bbin. 3-4. - C. 2090-2120).

Tabnuuga 1

7-Bpom-5-cbeHin-3-apunamiHo-7-6pom-1,2-anrigpo-3H-1,4-6eH3giaseniH-2-oHn
R1

\ 0
N
H
N
Br —N R?
1 2 Buxig AMP-"H
Ne R RE Moo "Cl o™ MIZ oy anipar. | S Ic@)H|NE)H| c@)nH
apomar.
6,14- | 475
_ 252- ., lcociy 360 c| & (o, |1067(9,11 (a,
i H OCOOCH:| 554 | 121499 f3n, cooCH,) | 12 | 571 | (¢) [5,71Tw)
M)
5,08

040. (DMSO-d6) | 6,91-

\Y; H M-COOCH, 54 |463*| 3,80 (c, 3H, | 7,83 (o, |11,08 (6,91 (o,

242 coocHy | 121 Yrﬁ;l (c) |7,33Tu)
244- (DMSO-d6) | 6,76- 5(’12 1108
Vv H n-COOCHs| 246 | 40 |463*| 3,76 (c,3H, | 7,84 7%’6 © #
(poskn.) COOCH,) 13H# r’Ll.)
(CDCl3) 3,71 (c,
3H,
] CH,COOCH,), | 6,38-
VI | CH,COOCH; |0-COOCH;| 7% | 57 |535+| 393 (c,3H, | 8,00 : g,g%g,)
C6H4COOCH,)| 12H ot
, 4,67 (c, 2H,
CH,COOCHS,)

VIl | CH,COOCHj; [M-COOCH3| 168- 60 |536**|(CDClg) 3,72 (c,| 6,80- | 5,23 - -
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172 3H, 774 | (o)
CH,COOCHS,),| 12H
3,89 (c, 3H,
CeHsCOOCHS),
4,66 (c, 2H,
CH,COOCHS3)

(CDCly) 3,70 (c,
3H,
200. CH,COOCHS,), | 6,15-
VIIl | CH,COOCHj [n-COOCH;| %50 | 54 |536*| 384 (c,3H, | 7,87 - #

CeH,COOCHS,),| 13H#
4,62 (c, 2H,
CH, COOCH3)

* Mac-CnekTp MeTOAOM ENeKTPOHHOro ygapy ** mac-cnektp metogom BLUA (M+1) # - curHann NH

NPOTOHIB 3HaxXoQATbCA Yy 06nacTi curHanis apoMaTU4HUX NPOTOHIB, TOMY HEMOXIMBO iX OQHO3HAYHO
ineHTndikyBaTm.

Tabnuuga 2
AHanbreTM4Ha akTUBHICTb CUHTE30BaHMX CMOJSyK 3a TECTOM "OLITOBOKMUCIIMX KOPYiB"
No % iHriOyBaHHS KiNbKOCTi "!<opqu" BiAHOCHO EDsy, MI/KF
KOHTponto (B gosi 1 mr/kr)
11 12
v 54 0,95+0,3
\ 40 3,1610,8
VI 57 0,47+0,15
VII 60 0,007+0,0018
VI 54 0,030,008
KoHTponb:  auknodeHak-HaTpin 517
(10 mr/kr) '

POPMYIIA BUHAXOLOY
7-bpom-5-beHin-3-apunamito-1,2-gurigpo-3H-1,4-6eH3gia3eniH-2-oHy 3aranbHOi HOPMynu:
R1

\
N

ZT

Br —N R®

R"=H, CH,COOCHj,, R?= 0, m, n - COOCH,

SIK aHanbreTU4Hi areHTun.
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[HepxaBHa cnyxba iHTeneKTyanbHOi BMacHocTi YKpaiHu, Byn. Ypuupekoro, 45, m. Kuie, MCI1, 03680, YkpaiHa
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