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(57) Pedpepar:

BuHaxig HanexuTb OO0 dapMaueBTUYHOI Ta MeguyHol Ximil, oo noxigHux 1,2-gurigpo-3H-1,4-
OeH3giaseniH-2-oHiB.

3aABnNseTbCA 3acTOCyBaHHA  1-MeTOKcukapOoHinmeTun-7-6pom-5-eHrin-3-apunamiHo-1,2-gurigpo-
3H-1,4-6eH3pia3eniH-2-0HiB 3aranbHoi hopmynu:
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BuHaxig HanexuTb 0o dapmaueBTUYHOI Ta Meau4Hoi Ximii, Ao noxigHux 1,2-gurigpo-3H-1,4-
©eH3piaseniH-2-0Hy, AKki MOXYTb OYTWM BUKOPUCTaHI ik aHanbreTU4Hi nikapcbki 3acobu.

MpodinakTuka Ta NikyBaHHSA XPOHIYHOI i rOCTpOi O0ni € akTyanbHOK MeAMYHOK NMpobreMoto, sika
Mae BaXnuBe coljanbHe Ta EKOHOMiYHe 3HaueHHsi. i BUpilleHHs noB's3aHe Hacamnepen 3

5 notpebamvn MeanLMHN y BUCOKOEEKTUBHNX Ta 6e3nevHMX aHanbreTmkax.

Cepepn paHiwe onuncaHux 7-ranoreHo-5-apun-3-amiHo-1,2-gurigpo-3H-1,4-6eH3aiaseniH-2-oHiB |-
VIII (gus. Tabn. 1) nuwe cnonyku | Ta |l nposiBUNM aHanbreTM4Hy akTUBHICTL y Ao03i 1 mr/kr 30 Ta 49
% 3a TecToMm iHribyBaHHA KinbKOCTi "KOp4iB" BiOHOCHO KOHTPOMO Ta 3 aHanbreTu4yHum iHgekcom 0,13
Ta 0,25, BignosigHo (TecT "rapsiyoi nnactnHn").

10 Hanbnmxumm aHanorom 3a CTPYKTYpOlO Ta Ai€0 A0 Cnonyk, Lo 3aaBnawTbes, € cnonyku |-VIII.
Bubip aHanora oOymMOBNEHWU HAsIBHICTIO 3aranbHUX O3HaK, TakWUX K CMifbHi CTPYKTYPHI chparmMeHTun
(HasiBHicTb BeHsaiaseniHoBOro Uukny), 6ionoriyHa Ais (aHanbreTnyHa akTUBHICTD).

HaHi cnonyku BubpaHo NpoToTUMNOM.
B ocHOBY BMHaxooy nocTaBfneHO 3adadvy - PO3LIMPUTU CMEKTP CMOMyK, siKi MakTb BUCOKY

15  aHanbreTuyHy aKTMBHICTb.

MoctaBneHa 3agadva Oyna BMpilleHa CMHTE30M MOXiAHUX 1-MeToKCcUKkapOoHINMeTnn-5-geHin-1,2-
avrigpo-3H-1,4-6eHsgiaseniH-2-oHiB X-XIII (gne. Tabn. 2), cuHTEe30BaHMX Hamu 3a crnocobom (OouB.
Ukrainica Bioorganica Acta.-2009 - Vol. 1. - P. 8-15).
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X-XII
20 Ha BigmiHy Big cnonyk I-VIll,  1-meTokcukapboHinmeTun-5-geHin-1,2-gurigpo-3H-1,4-

OeHsgiazeniH-2-oHn X-XIII nposBnnM BUCOKY aHanbreTM4Hy akTuBHICTb (amB. Tabn. 3). Cnonyku X-XIII
MalTb BMCOKY aHarnbreTUyHy akTUBHICTb Y fo3ax Big 0,1 go 0,7 mr/kr.
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Tabnuuga 1

AHanbreTM4yHa akTMBHICTb NOXiAHWX 7-ranoreH-5-apun-3-amiHo-1,2-gurigpo-3H-1,4-6eHs3aiazeniH-2-
OHiB 3a TeCTOM "rapsiyoi nnacTnHn" Ta "kopuis"

H O
N

R2
R? —N

R3

I-VIII
Ne |R! R2 R? Jo3sa Al* % iHribyBaHHs KinbKocCTi "Kop4iB" BigHOCHO
- Mmr/Kr KOHTPOI0
I° Br -NH, Cl 1 0,13 30,10
" Br| —N NH Cl 1 0,25 49,30
OMe
| Cl H | 0,05-20 |HA -
—H
Iv** | ClI —H4®70Me H | 0,05-20 |HA
CH,
v+ | Cl H | 0,05-20 |HA -
N
CH,
VvI** | Cl ::E H | 0,05-20 |HA -
—N CH,
H
CH,
vil* | Cl ”Q H | 0,05-20 |HA -
CH,
CH,
CH,
vill® |cl | H | 0,05-20 |HA ;
—N
IOvknodeHak-HaTpin 10 0,25 51,70
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* - aHanbreTU4YHUN iHAEKC, WO PO3PaxoBYETLCS, K onncaHo (JOKNiHiYHI OCHIAXEHHS NiKapChKnX
3acobiB (meTtoamuHi pekomeHgauii)/ 3a pen. un.-kop. AMH Ykpaiin O.B. CtedaHoBa. - K.: MO3
Ykpainn, A®LL. - 2001. - C. 312. - 530 c).

HA - cnonyka He nposiBNsie akTUBHOCTI Y BKa3aHOMY diana3oHi 403

5 e - XXypHan opr. Ta cpbapm. ximii. - 2009. - T. 7. - Ne 4(28). - C. 70-76

** . Arch. Pharm. Chem. Life Sci. - 2006. - Vol. 339. - 163-173

YMCTOTY YCiX CUHTE30BaHMX CMOMyK MNiATBEPI)KEHO TOHKOLLIAPOBOK Xpomartorpadieto, dbygosa -
AaHUMK CNeKTpOoCKonii '"H-AMP Ta Mac-CnekTpomeTpii.
10
Tabnuuga 2

1-MeTokcunkapboHinmeTnn-7-6pom-5-geHin-3-apmnamiHo-7-6pom-1,2-aurinpo-3H-1,4-
6eH3aiaseniH-2-oHu

(0]
\ /CH3
(0]
O
N
H
N
Br —
N R
R=H, o, m, p-NO,
3 | Tromn, | Buxig, .
Ne| R °C % M/Z CH anidar. CH apomar. |(C3)H| NH
x |H | 1 | 85 |a78/CDClsc, 3,69 3H CHy), ¢, 4,63 2H CHy) | 29761 |5 46] .
182 13H
2- | 242- a
Xl NO, | 244 65 |[523|CDClsc, 3,71 3H CH5), ¢, 4,60 2H CH,) | 6,50-8,72 12H | 4,69 9,56
Xi| o | 28 | 75 |523/CDClic, 3,72 3H CHy), ¢, 4,65 2H CH;) | 6,90-8,72 12H [5.22
2
4- | 240- CDCl; ¢, 3,72 3H CHs), 24, 4,59, 4,67 4,49-8,86 a
X1 NO, | 244 70 |523 CH.,) 12H 5.21 9.34
Tabnuusa 3
AHanbreTu4yHa akTUBHICTb CMHTE30BaHMX CMONYK Ta eTarloHHOro npenapary 3a TeCTOM "OLTOBOKMCIMX
KopuiB"
No % iHriGyBaHHSI KiNbKOCTI KOpuiB" BIAHOCHO EDqo, MIr/kr
KOHTponto (B Aosi 1 mr/kr)
X 63,2 0,67+0,12
Xl 78,5 0,10+0,03
Xl 72,7 0,25+0,12
Xl 67,0 0,54+0,08
KoHTponb:  AuknodgeHak-HaTpin 517
(10 mr/kr) '
Mpuknag 1

3-AHiniHO-7-0poM-1-meTokcnkapboHinmMeTnn-5-peHin-1,2-gurigpo-3H-1,4-6eH3giaseniH-2-oH (X).
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Y konby nomiwatte 1,0 r (2,3 mmonb) 7-6pom-1-meTokcukapboHinmeTun-5-geHin-3-xnop-1,2-
avrigpo-3H-1,4-6eHsgiaseniH-2-oH (IX), gopatote 0,42 r (4,6 mmonb) aHiniHy. 3anuwatTe Ha 10
rogvH. [JekaHTyoTb, BUNapoByoTb, godatoTs 10 cm® 6eH3ony. I3 po3umnHy KpucTtanisyetbcsa ocag X,
noro BigdiNbTPOBYOTb, NPOMUBAOTL BEH3010M (3%3 CM3). Buxia: 0,8 r (73 %); Co4H2BrNz;O3z; M.M. =
478,35; Tronn = 144-146 °C.

Cnonyku XI-XIll 6yny oTpuMaHi aHanoriyHum cnocobom (ame. Tabn. 2).

AHanbreTMyHi BNacTMBOCTI CMOMyK, WO 3asBAATbCS, BCTAHOBMEHO METOAOM "OLTOBOKMCIMX
KOpuiB", SIKMI 34INCHIOBABCA 3a HMXKYEOMNCAHOK METOOUKOIO.

Mpuknag 2

lMepBuHHE [OOCHIOKEHHST aHanbreTU4HOI aKTMBHOCTI CUMHTE30BaHUX CroMnyk npoBOAMMM 3a
MEeTOA0M "OLITOBOKMCIINX KOPYIB", KNI 3aCTOCOBYETLCS A5 BUBYEHHA NepudepuHHOi aHanbreTuyHol
4ii npenaparis (ame. [okniHi4Hi gocnigpkeHHsA nikapcbknx 3acobiB (MeToanyHi pekomeHgauii)/ 3a peg.
un.-kop. AMH Ykpainn O.B. CtedhaHoBa. - K.: MO3 Ykpainum, oL, - 2001. - 530 c).

lMepBUHHE pOCniAXEHHS aHanNbreTUYHOT akTUBHOCTI NPpOBOAMNM Ha Moaeni nepudepudHoro 6onto,
B OCHOBI §IKOi NexuTb XiMiyHe 60nboBe MNoApPasHEHHS, CNPUYMHEHE BHYTPILLUHBO-OYEPEBUHHUM
BBEOEHHSM OLTOBOI KUCMOTW, WO NPU3BOAWUTb OO0 BUHWKHEHHSI MUMOBIMIbBHUX CKOPOYEHb Y€PEBHUX
M'SI3iB XKMBOTA - "KOPYIB", SIKi CYNPOBOAXYIOTbCS BUTSATYBaHHAM 3a4HiX KiHLIBOK Ta BUTMHAHHAM CMUHM.
"Kopui" y wmuwen Buknukanm 0,75 %  poO34YMHOM  OLTOBOI  KWACMOTW, SKAW  BBOAMWIM
BHYTpPilWHbOOYEPEBNHHO Yepe3d 40 xBUNMH Nicna  BHYTPILWHbO-OMEPEBUHHOMO  BBEAEHHSA
AocCnigakyBaHUX pevoBuH y cnekTpi go3 Big 0,01 go 5 mr/kr. 3a TBapuHamu crnoctepiranu npotsarom 20
XBUITWH i NigpaxoByBanu KinbKiCTb KOPYiB KOXHOI TBApMHW. AHanbreTu4Hy akTMBHICTb OLiHIOBanu 3a
30AaTHICTIO CMOMYK 3MEHLLYBATM KiNbKiCTb KOPYIiB Yy AOCNIOHIN rpyni TBApWH NOPIBHAHO 3 KOHTPOMEM i
BMpaxanu y BicoTKax, po3paxyHOK NPOBOAUNN 3a HIDKYEeHaBeLeHOK hOpMYIIOoH):

AA = C,- C,/C)) x 100 %,

ae AA - aHanbreTMyHa akTUBHICTb, Y %);

Cy - cepenHs KinbKiCTb KOPYIB Y KOHTPOIbHIW rpyni;

C, - cepeaHs KinbKiCTb KOpuiB y AOCAIgHIN rpyni.

[ocnigKyBaHi CNonNykM BUBYanNu y nOpiBHSAHHI 3 eTafloHHMM NpenapaTtoM - AMKNogeHaK-HaTpieMm,
B3TUM Yy A03i 10 mr/kr.

Elso pospaxoByBanu 3a metogom [lposopoBcbkoro B.B. (guB. Ctatuctudeckas obpaboTka
pe3ynbTatoB dapMakonormyeckux uccnegosaHmn //  cuxodapmakonorua u  Guonornyeckas
Hapkosnorus. - 2007. - T.7, Bbin. 3-4. - C. 2090-2120).

SOPMYJIA BUHAXOLOY

3acTocyBaHHs 1-meTOoKCMKapboHinMeTUn-7-6pom-5-denin-3-apnnamivo-1,2-gurigpo-3H-1,4-
OeHsaiaseniH-2-0HiB 3aranbHOI hopmMynu:
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