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(57) MoxiaHi 2-amiHo-3-(3-meTokcmbeH3oin)-1-
kapbokcamigoiHooMi3WHIB:

H3C/O

ne R = Ph, 4-CIPh, 4-BrPh, 4-|£Ph, 3,4-Cl,Ph, 3-CIPh,
2-CIPh, 4-MePh, 4-OMePh, wo nposBensTb aHanb-
reTUYHY aKTUBHICTb.

[MaTeHT Ha BMHaXig HaNexuTb A0 ranysi meanum-
HW, a came A0 dhapMaKOnoriYyHO aKTUBHUX PEYOBWH,
LLIO MOXYTb BMKOPUCTOBYBaTUCSI AN CTBOPEHHS 3HE-
©ontoBanbHUX 3acobis.

Cnonyku (1-9) 3aranbHoi hopmynu:

0
H,c”

ae R=Ph (1), R=4-CIPh (2), R=4-BrPh (3), R=4-
FPh (4), R=3,4 Cl;Ph (5), R=3-CIPh (6), R=2-CIPh
(7), R=4-MePh (8), R=4-OMePh (9).

CTpykTypHi aHanormn cnonyk (1-9), siki nposiBns-
I0Tb aHaNbreTU4Hy aKTMBHICTb, HEBIOOMI (niTepaTyp-
HWUIA onuc BiACYTHIN). Ha cborogHi B MeanyHy npakTtu-
Ky BBIiWAM HOBi HEHAPKOTUYHI aHanreTukm -
KeToponak, nemefonak, siki 3aCTOCOBYIOTbCSl B MiKy-

BaHHI 6ONbOBMX CMHOPOMIB, NEPeEBaXHO B micnsione-
pauinHuiA nepiog nNpu TpaBmax, NyxnuHax, nonorax,
HUPKOBMX Konikax [1].

Ak npenapaT nopiBHAHHA 3a cneundikoro Aii 3a-
CTOCOBYBanu KeTOpONaK, SKUM XapaKTepuayeTbCa
HACTYMHMMM NMOKa3HNKaMKN aHanbreTUYHOI aKTUBHOCTI:
iHridiuis "kopuyiB", BUMKIMKAHWX OLITOBOK KUCIIOTOHO,
56,8 %; 3MiHa naTteHTHoro nepiogy peakuii (B TecTi
"rapsiva nnactuHka") 69,7 %; TokcuyHicts (J10s0) npu
BHYTPILLUHBbOLLMYHKOBOMY BBeAEHHI 293 mr/kr.

MPUAHATUI KPUTEPIN 3HAYEHHST NOKasHMKa ranb-
MyBaHHsi 60MnbOBOI peakuji He meHwe 50 %.

Heponikn keToponaky: pnsmk BUHMKHEHHSI KPOBO-
TeY, NPOTUMNOKA3aHHS - NP LLITYHKOBO-KULLIKOBUX KPO-
BOTEYax B aHAaMHe3i, MPU 3aXBOPIOBAHHAX LUTYHKOBO-
KWULLKOBOrO TPaKTy, NP NOpYLUEHHSIX rOMeocTasy, npu
pU3nKy PO3BUTKY HUPKOBOI HeQOCTaTHOCTI, Npwu nia-
BULLIEHI YyTNUBOCTI 40 acnipuHy abo iHWmMX HecTepo-
iOHMX npoTu3ananbHUX 3acobie, nig 4Yac nonoris Ta
naktauii. MNoxigHi iHgonisamHy (1-9) He MICTATb BiNbHOI
KapOOKCUNBHOI rpynu, TOMY PU3MK BUHUKHEHHS NOOi-
YHOI Aii 3 BOKy LUITYHKOBO-KULLKOBOIO TPaKTy € MiHi-
MarbHUN.

B ocHoBYy BMHaxogy nocTaBreHa 3agava: CTBO-
pUTK HOBI XiMiYHi CMOMYKK, LLO MaloTb BUPaXeHy aHa-
NbreTU4Hy akTMBHICTb i3 34aTHICTIO ranbmyBaTu 6o-
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nboBYy peakuito He meHwe 50 %, wo 3abesnevyeTbes
BMKOPUCTaHHAM HOBWX MOXiOHWX iHOONI3NHY (a came:
2-aMiHo-3-(3-MeTokcnbeH30in)-1-
KapOokcamifgoiHAOMiI3MHIB), i 3a paxyHOK LbOro po3-
LWMPUTK apceHan HeonioigHNX aHanreTuKIB.
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1-9

BuBYEHHA aHanbreT4YHo! akTMBHOCTI crnonyk (1-
9) Ta npenapaTy KeTopornak npoBoaunu Ha 6inux
HeniHIMHNX Muwax (camuui) macoto 20£2 r, aki yTpu-
MyBanucsa Ha CTaHOapTHOMY Xap4oBOMY paujoHi Ta
OTpVMMyBanu BOAY AN MUTTS, HA MOAEensax Houuuen-
TMBHOI cTuMmynsuii “rapsua nnacTuHka" Ta "Kopui',
BUKITMKaHI OLTOBO KucnoToto, B Ao3i 0,01 MM/Kr npum
BHYTPILUHBOLLTYHKOBOMY BBEeAEHHI [2, 3].

MpvkNaan KOHKPETHOTO BUKOHAHHS.

Mpuknag 1. 3aranbHa MeToOuKa CUHTE3y 2-
amiHo-3-(3-MeTokcmbeH30in)-1-
kapbokcamigoiHgonisuHie. o 0,01 monb 4eTBEpTUH-
HOI coni 2-6pomo-1-[2-(3-meToKCUdeHIn)-2-

OG'ekT BUMHaxody OTpUMMyBanuM 3a 3ararbHOI0
CXemolo.

3aranbHa cxema CWHTE3y CronyK - MOXigHWX iH-
ponisuHis (1-9):

_O

0—0

okcoeTun]nipuaunHito 6pomigy B 10 mn abcontoTHoro
OM®A popatotb 0,015 monb 2-uiaHo-N-R-aueTamigy
Ta 0,03 monb TpreTunamiHy. PeakuinHy cymiw Harpi-
BalOTb Ha BOASAHIN GaHi MPOTArOM YOTUPLOX TOOWH,
nicrs YOro OXONnoAXylTb i BUNuBaiTb y Boay. PinbT-
pylOTb, KpMCTani3ylTb i3 CyMilli €TWMoBMI CrMpT-
OM®A (3:1). Buxig, Tnn., AaHI €NeMEHTHOro aHanisy
Ta gaHi NMP HaBepeHi B Tabn. 1,2.

Cnektpu AMP 'H cuHTe30BaHMX crnonyk 3anuca-
Ho Ha npunagi Bruker-300, po6oya 4Yactota 300 Mlu,
po3umHHuMK OMCO-ds, BHYTpiWwHiN cTaHaapT - TMC
(tabn. 2).

Tabnuusa 1

CTpyKkTypa, AaHi enemMeHTHOro aHaniady, TemnepaTtypa nraBneHHsa HOBUX NOXiAHMX iHAOMI3NHIB (1-9)

f _ o 7 o,
Cronyka R EmnipnyHa cdopmy-| BupaxysaHo, % 3HavigeHo, % Ton, °C Buxia, %
na C H N
7 4,97
1 Ph C23H19N303 7168 497 109 167-169 70
717 50 11
658 432 1001
2 4-CIPh C2sH15CIN3O 22 22 bhthc 190-192 79
e 65,8 433 9,99
1
3 4-BrPh C23H1sBrN3O3 595 391 905 207-209 70
596 3,93 91
68,48 45 10,72
4 4-FPh Ca3H1sFN3O ’ ’ ’ 204-205 69
2eTIsT NS 6851 455 10,65
6081 377 9,25
5 3,4ClL,Ph | CusH17CLN3O ’ ‘ ’ 200-202 80
2 2T 2T 60,79 376 9.25
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MpopoBxeHHs Tabnuui 1

6 3-CIPh C23H15CIN3O3 658 4,32 1001 198-200 78
65,7 431 9,99
7 2-CIPh C23H18CIN3O3 658 4,32 1001 191-193 75
65,7 4,30 9,98
8 4-MePh C24H21N303 H 5 ﬁ 210-211 80
7199 52 10,42
9 4-OMePh C24H21N304 @ E % 196-198 71
69,2 53 9,99
Tabnuus 2
Cnektpu AMP *H HoBUX noxiaHuUx inaoniauHie (1-9)
Cnonyka XimiyvHi 3cyBu, 3, Mm.4. (OMCO-ds)
1 3,73 c (3H, OMe), 5,76 ¢ (2H, NH>), 6,88-7,60 m (11H, apom.+iHgonis.), 7,76 A (1H8 iHgonis.), 9,3 g
(1H® ingonia.), 9,51 ¢ (1H, NH)
2 3,73 ¢ (3H, OMe), 5,76 c (2H, NH>), 6,88-7,60 m (10H, apom.+iHgonis.), 7,76 4 (1H8 iHoonis.), 9,3
(1H5 iHgonis.), 9,51 ¢ (1H, NH)
3 3,73 ¢ (3H, OMe), 5,74 ¢ (2H, NH.), 6,89-7,77 m (11H, apom.+iHgonia), 9,27 A (1H” iHgonis.), 9,5 ¢
(1H, NH)
4 3,73 ¢ (3H, OMe), 5,75 ¢ (2H, NH), 6,89-7,68 m (10H, apom.+iHgonis.), 7,8 A (1H8 iHgonis.), 9,3 o
(1H® ingonia.), 9,49 ¢ (1H, NH)
5 3,73 c (3H, OMe), 5,75 ¢ (2H, NH>), 6,89-7,68 m (9H, apom.+iHgoni3.), 7,8 o (1H8 iHoonis.), 9,3 g
(1H5 iHgonis.), 9,49 c (1H, NH)
6 3,73 ¢ (3H, OMe), 5,74 ¢ (2H, NH,), 6,89-7,77 m (11H, apom.+iHgoni3), 9,27 a (1H’ ingonis.), 9,5 ¢
(1H, NH) .
7 3,73 ¢ (3H, OMe), 5,74 c (2H, NH>), 6,89-7,77 m (11H, apom.+ingonis), 9,27 4 ('IH3 iHgonis.), 9,5 ¢
(1H, NH)
8 2,5 ¢ (3H, Me), 3,73 ¢ (3H, OMe), 5,76 c (2H, NH>), 6,9-7,56 m (10H, apom.+iHgonis.), 7,76 g (1H
iHgonis.), 9,27 4 (‘IH5 iHgonis.), 9,52 ¢ (1H, NH)
9 3,73 ¢ (3H, OMe), 3,87 c (3H, OMe), 5,75 ¢ (2H, NH>), 6,89-7,68 m (10H, apom.+iHgonis.), 7,8 4
(1H® ingoni3.), 9,3 o (1H® ingonis.), 9,49 ¢ (1H, NH)

Cronyku (1-9) nposiBNsitoTb BUPaxXeHy aHanbre-
TUYHY aKTMBHICTb, ika AOChigKeHa Ha mopeni XiMid-
HOI HoumMuenTuBHOI cTumynsuii ("ouToBOKMCHi KOpHi")
Ta B TecTi "rapsya nnactuHka". BusBneHa akTUBHICTb
[03BONsSE nepenbavnMTu MOXIMBICTb BUKOPUCTAHHS
CUHTE30BaHUX MNOXIAHWX IHOOMI3MHIB B MPaKTU4HIN

MeauUMHi, a caMme Ans nikyBaHHa 60MbOBUX CUHOPO-
MiB pi3HOrO reHesy.

Mpuknag 2. BuB4eHHSA aHanNbreTM4HOI akTUBHOCTI
- BNnuB cronyk (1-9) Ta keTopornaky Ha 4vcno "Kop-
4iB", BUKMMKAHNX OLTOBOIO KUCIIOTO, Ta 3MiHW naTe-
HTHOrO nepiogy peakuii

Tabnuusa 3

AHanbreTnyHa akTMBHICTb crnonyk (1-9) B Tectax "rapsiya nnactuHka" Ta "kopui", BUKNUKaHi OLTOBOIO KACMOTO

Cnonyka Hosa, mr/kr 3MmiHu naTeHTHOro nepiody peakuii, % |IHribiuis oyToBOKMCNMX "KOpPYiB", %

1 3,88 +134,80 -70,1**
2 4,22 +95,30 -47,6
3 4,67 +111,80 -97,6**
4 4,05 +17,3 -76,9**
5 4,57 +136,2* -67,3*
6 4,22 -1,44 -64,1*
7 4,22 +61,0 -81,6**
8 4,02 -1,8 -69,7*
9 4,18 -9,4 -84,1*

KeTeponak 2,0 +69,7* -56,8*

Mpumitku: * P<0,05; ** P<0,01.
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3a pesynbTatamu ekcnepMMeHTanbHUX [AOCHi-
DkeHb cronykn (1-9) nposiBnstoTb aHanbreTMYHUN
eekT Ha Mofeni XiMiYHOT HoUMUEeNTUBHOI CTUMYNALT
(mogenb BicuepanbHoro 6ont), Wo obrpyHTOBYE
NepCneKTUBHICTb CTBOPEHHS Ha X OCHOBI aHanbreTun-
YHMX 3acobiB ANs NiKyBaHHA NIOOANHW.
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