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(57) Hirpo- Ta xnopzamiweH! N-{kapbokcuderin) aH-
TPAHINOBOI KWCNOTH 3arankHo! hopmMynu
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AKXl BMABMAKITE NPOTHIaNaNsHY, PenapaTyBHY Ta
aHaNbreTHYHY akTHEHICTE

HiTpo- Ta xnopsaMiweH N-(kapbokcudpeHin) aH-
TPAHIMNOBO! KUCMOTH, WO NPOSBMAKTE NpoTU3anank-
HY, PENAPaTUBHY Ta aHANBreTUYHY akTUBHICT: JdaHwid
BUHaXIA BIHOCATBECH A0  XIMIKO-(DAPMALEBTUYHOI
NPOMWCIIOBOCTI, 30KPEMA A0 CHHTEZY HOBUX XIMIMHWX
CMoNyK 3aranesHo! hopMynu
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Kl NPOABNAKTE NPOTH3anancHy, penapaTveHy
Ta aHanbreTHYHY akTUBHICTb

3ananeHHa cynpoBoaxye Tediw Binbwoct 3a-
XBOPIOBaHb B 38'A3Ky 3 UM NOLIYK HOBUX HECTepo!-
AHUX npotuzananeHux (HMN33) Ta aHansreTwdHux
3acobiB € akTyanbHow npobnemolo cydacHol Megu-
LUMHAN OFAHUM 3 ICHYIOUMX HefonIKB BINbWOCTI cyyac-
Hux HMZ23 € ynoBinbHEHHA NpPOUECIB pereHepayll |
penapayn Ocobnuso BaXNWBMA BNMWE HAa penapa-
TWBHI NpolecH MNpoTW3ananeHUX 3acobiB MICLEBOro
3acTocyBaHHA Byfb-fike YWKOAMEHHS NpYBOAWTE A0
NOPYWEHHA LINICHOCT! WKIPHOMO MOKPOBY | YNOBINb-
HEHHA penapaTMBHWX NpPOUECIB Mg BrrWBOM NIWHY
3ananeHHs | DaKTOPIB 3CBHIWHEOMO cepenoBulla ¥
3B8'A3KY 3 UMM CTBOPEHHA MIKApCbKUX 3accbiB, WO
NOEAHYIOTE NPOTU3ANaNkBHY, PenapaTuBHy Ta aHank-

reThyRy A1, HISIONOMNYHO CTUMYNIOKOUWX penapaTuB-
HI NPOLUECH, € AKTYaNBHHUM

B AkocTI cnonyky NOpIBHAHHA 38 XIMIMHOI CTPYK-
TYPCH Ta apMakonornyHow giero BUDpaHuin AMKno-
denar natpie (Mawkosckmid M [ JekapcTBeHHBIE
cpeactea -M  MepuuwHa, 1987 -T1 -C181), qkui
TakoX BOMOAIE PenapaTUBHWMKU BNAcTWBOCTAMU (3y-
naHeuye WM A 3SkcnepemeHTansHHbe obocHoeaHwsA
MMIOKO3aMUHE U €70 NPOU3BOAHBIX B MeguuuHe Ab-
TOopedy Auc ag-pa meq Hayk - Kynasua, 1993 -90c¢ )
Y AKOCTI NpenapaTy NOPIBHAHHS 33 aHaMNBreTUYHOK
fAiewo obpaHuid aHanenH (Mawkoscknid M O Nekapct-
BeHHHe cpepctea -M  Megwyuna, 1997 -T1 -C
172)

Hanbnvxyok 33 XIMMHOK CTRPYKTYPOK AOC 3as8B-
nenyx cnonyk e 3,5-guxnop-N-(2'-kapbokcudreHiny-
aHTpaHINoea KucroTa (deknapayiiHUA NaTeHT Ha
BWHax|g No31293 (Ykpaiva), MMK CO7F13/00) 3a-
asn 30071998 Onybn 15122000 Bron Ne7-11),
AKa NPOABNAE NPOTW3ANaNbHY Ta aHanbleTHYHY ak-
TWBHICTb

[CNOBHUMM HERCMIKOM NPEenapaTiE NOPIBHAHHA €
cephosHl noBivHI edpekTh, cepep SAKWMX epo3iiHO-
BMPAa3KOBI YPEKEHHSA | KROBOTEYA Y TPABHOMY TRaKTI
{aurnodeHak), NPUrHINEHHS KPOBOTBOPEHHSA NPW TRW-
BarNoMy BXWBAHHI (aHanohH) Towo 3anponoHoBaH)
cnonyku |, Il nepeBuyloTe 3a NpOTU3aANankHOK Ta
aHanereTUUHOK A1l AMKNObeHaK HATPIK, aHanbMH
Ta GNONyKY 33 NPOTOTUNOM, MPHYOMY MAKTE HM3LKY
TOKGHYHICTD, @ TAKOX NPOABNAITL penapaTHBH! Bna-
CTHBOCTI

(13)A

a1 57492

{19) UA



3

B ocHOBY BWHax0Ay NOCTAHOBMEHE 3aBAAHHA
CTBOPEHHA HOBMX XIMIMHWX CNONYEK, WO MPOABNAKTL
BUCOKY MPOTWU3ANAanbHY, penapaTUBHY Ta aHanbreTu-
YHY AKTMBHICTb | MOXYTb BYTW BUKOPUCTAHI SK aKTUBHI
Al cybBcTaHyll Npy CTEOPEHHI HOBWX OPUIMHANBHUX
NIKapCEKUX Npenaparis

Cnonykw, Ak 3aABNATLCA, YTBOPEHI BIaEmMogl-
€0 2-xNop-3,5-auHITPODEH3CHHOK KMCNOTOK 3 napa-
aMIHOBEH30WUHOK KMCNOTOK abo 2.4-
AnxrnopbeH3okHoK KACHIOTO 3 napa-
aMIHOGEH30HHO KNCMOTOK

OtpumaH! cnonykw - XoeToro abo cIporo Konbopy
KRUCTENIMHI PEYOBWHW, NOMAHC PO3YMHHI ¥ BoAl, KCD-
pe po3uWHHI ¥y eTadon!, glokcan, IMOA byroey Ta
IHAVBIEYANEHICTL PEYOBUH NITEEPOMKEHO 33 JONOMO-
rolo enemeHTHOro aHanzy, IM-cnekTpansHoro Ta
XpomMmaTorpacpIMHOro aHanisy

BuHaxig INKCTPYETBCA HACTYMHAM NPUINAZ0M

Mpuknaa 1 cymiw 2,46r (0,01monk) 2-xnop-3,5-
AWHITpobeHsoiHol kucnoTu, 1,37r (0,01mone) 4-
amiHoBeHaoWHo!l kucnoTH, 2,76r (0,01monk), Beasog-
Horo kapBonaty ranio, 0,040r (0,0005mMone), wmigl
okMcy 0e3 PO3YMHHWEA HAIrpIBATE NPH TeMNepaTypl
180-220 °C npordrom 2 roguH [icns oxonogaeHHs
AofdatoTs 10Mn 50% BOAHOrO €TAHOMY 13 AKTMBOBA-
HUM BYTMINASM, KUA'ETATE 15 XBMNWH, GINETpyOTE
KpPI3b CKIagYacTiid pINsTP | NIAKUCHIOIOTL XNOPOBOSR-
Heeol kncnotow go pH3 Ocag BIghINETPOBYIOTE,
cywate QgepxyioTb cnonyky |

Cnonyky || cUHTE3y10TE AHANOMNYHO, BUKOPWCTO-
BYloHd 2,4-AuxnopbeH30AHy KUCNOTY 3aMICTs 2-XNOp-
3,5-guHmpobeHaciiHy

Crnonyka | - 3,5-guHmpo-N-{4'-kapborcwndpeHin)
aHTRAHINGCBO! KNCNoTw (1)

Buxig 3,3r 85% T TonneHHsa
174-177 °C

C14H9N303 M 347,236
PospaxosaHo C %48,43,
H,%2,61,

N,%12 10

3HanneHo C %48,49,
H,%2,57,

N,%12,16

M- cnekTp y KBr, cm' 3340, 1666, 1594, 1532,
1330, 1258

Rf=0,50 (aueToH - rekcan, 1 1), 0,66 (aloKkcaH -
rexcad, 1 1,25)

Cnonyxa Il -4-xnop-N-{4'-kapbokcndeHin) aHTpa-
Hinoeol kucnotw (1)

Buxig 2.73r 94% T TOnNeHHsA
250-252°C

C14H10CING, M m 291,683
PospaxoBaHo C %57,65,
H,%3,46,

N,%4 80

3HangeHo C.%57.60,

57482 4

H,%3,40,
M,%4,92

IM - cnekTp v KBr, oM’ 3286, 1686, 1587, 1510,
1402, 1240

Rf=0,65(ayeTcH - rekcaH, 1 1,5)

Mpuknag 2 BweveHHA npoTW3anansHol aKTWB-
HOCTI 38SBMNEHNX CMNOoNnyk NpPOBCAUNOCH HA MOAEn
KappareHiHosoro Habpaky

Pe3ynkTaTy BUBYEHHA NPOTU3anankHo! aKTUBHO-
CTI Ta TOKGUUHOCT! 3,5-guHITpo-N-{4'-kapbokcudbeHin)
aHTpPaHINoBoI KHUCHOTK (N, 4-xnop-MN-(4'-
kapbokcudpeHin) aHTpaHnoeol kucnoty (I}, cnonyku
3a NPOTOTUNOM Ta JUKNOEHaKY HATPIK HaBedeH! y
Tabnuy 1

Tabnuvus 1

MpoTraananbHa akTMBHICTL | TOKCHYHICTb CNOoNyk |,
Il,cnonyky 3a NPOTOTUNOM Ta AWKNOEHaKy HaTPIo

BigHoc-
Hui Tl
HEzg, | ANsp, | TI=40s0/ | no Auk-
Cronyka MIFKE | MIfKE AE:: no-
theHakry
HaTpI
| 8.8 |>3500 | >35714 | >7 94
Il 15,15 | 5300 | 348,83 | =777
CNonyka 3a
L 18,4 | =2500| =1359 >3,02
Anqocperak |\ g | 350 | 450
HaTpIO 1

Hk BugHo 13 Tabnwy 1, cnonykw | 1a |l mawTe BK-
paxeHy NPOTW3aNanbHY AID, NO WWPOTI TEpanesTHu-
Horo edoekTy BOHW NEpPEeBULLYIOTE AWKNOMEHaKk Ha-
Tpwo ¥ 7,77-7,94 pasn, a cnonyky 3a NpoTOTUNOM ¥
3,02 pazu

Mpuknag 3 BWBYEHHS pPAHO3IAOMWYO! 2KTWB-
HOCTI MpPOBOAWMAKW Ha MoAen CTaHAApPTHO! GKa-
pudikoBaHal paHl y Binux BesnopogHUX WyPIB-CaMLIB
Macow 180-220r TeapuH Bynu posgineHl Ha n'sTe
rpyn JlikyBaHHA npoBogunM 3 NEpLIOrc AHA Mogenio-
BaHHA naTonort focrigxyBaHl npenapatv BBOAWNW
nepopansHe B 403l EDsy woana pas y Aoby Llypam
NepLol KOHTPOMBHOI FPYNN YBOAUMK BOAY OUULLEHY
TeapuHam gpyrid Ta TPETIA KOHTPOMBHWX Tpyn BBO-
Aunuy cnonyku |, |l, yeTeep™A rpyni - cnonyky 3a npo-
TOTUNOM, M'ATIA NpenapaT MOPIBHAHHA PesyneTartw
BMBMEHHA penapaTUBHOl akTWBHOCTI 3,5-guHITpo-N-
{4'-kapbokcudpeHIn) aHTpaHINoBol KMcnoTu () Ta 4-
xrop-N-{4'-kapBokcudbeHIn)  aHTPaHINOBOI  KWCINOTH
(I}, cnonyku 3a NpoTGTUNOM Ta FUKNOMEHAKY HATPIKD
onucaH y Tabnuy 2

Tabnuyga 2

PaHosarototoua aktueHIcTe cnonyk |, |, cnonykn 3a npoToTvnom Ta guinodieHaky HaTpik

Cronyka MoKaBHUK - dobu egrrenlaaqu = Hobuw 3aroeHHa
s 49,5+4 15 31,1240 11,86+1,25

Korrpone v 22,17 51,07 81,35 21,520.63

[ s 432,01 2542 48* 6,26x1,00 18,00+0,0
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MpopoexeHHAa Tabnuyl 2
Cronyka MoKaBHUK - DobBw engemsaqu = Aobu 3aroeHHsA
V 30,20 60,39 80,37
A 14,31 34,96 72,28
S 40,173,358 21,9442 59 2,0141,39*
I V'] 326,84 65,50 85,84 15,00+£0,68
A 18,85 28,50 83,05
Cronyka 3a npo- 5 51,0644 46 54,3241, 37 52,8341 67
V 15,73 12,02 14,36 -
TOTUNOM A 50 . >
LMknodeHaK Ha- S 55,88+2,53 29,62+0,84 13,58+0,60
Tois V 12,14 53,43 78,65 20,5+0,63
P A - 4,82 -
*P=0,05 AOCTOBIPHICTE BIAMIHHOCTEA BIAHOCHO HEOMY nepesUwysana AWNodeHak HaTpio B

A0 KOHTEOMH

1,820,685 paan,

4d-xnop-M-(4'-kapbokcuderin)  an-

S - nnowa, ¢m

V — LUBUZKICTE

A - AQKTMBHICTE, %

Ak BrgHO 3a gaHwmMmn Tabnwy 2, cnonyrw |, 1l 3a
NOKZ3HMKEMMK WBWAKOCTI T3 SKTMBHOCTEW NpenapaTiB
NpoaBNAKTL NIKYBANBHO-NPOMINAKTUUHY A, 8 fWK-
nodeHak HaTpIlo - npodinakTuyHy A Chonyka aa
NpPOTOTMINOM He MPOABWINA PAHO3ArOBAHHOIO edek-
TY W ewaKkocT 38roSHHA 3,5-puHiTpo-N-(4'-
kapbokcudgpenin) aHTpaHinoBol knenotk () v cepeg-

TpaHinoeol kMcnoTy (11} B 2,911+0,78 pasun

Mpuknag 4 BuBYeHHs aHaNErETHHHOI Al CNONYK
I, Il npoeoaunN Ha MoAenAx «raps-ol NNACTUHKU?» ¥
6inux nabopaTopHux Muwer Macor 18-22r Pesynb-
Tarh BUBYEHHS AHANBIETWYHOI aKTUBHOCT! Ta TOKGHY-
HOCTI 3,5-auHITpo-N-(4'-kapbokcudeHin) aH-
TpaHinoeol kucnotu (1), 4-xnop-N-{4'-kapbokcudpeHiny
aHTpaHInoBol kucnoTu (1), cnonykw 3a NpoTOTUNOM
Ta aHanknHy onucaH! y Taénuy 2

Tabnuya 3
AHanNLreTMYHa aKTMBHICTE | TOKCUYHICTE cnanyk |, |, cnonykW 3a NpoToTUNOM Ta aHanLMHY
Cnonyka AEsq, Mrfkr Alsp, mrfr TI=AN5: AE5p BiaHocHWA
T
No aHanenHy
| 11,1 =3500 =315,32 =14 46
Il 11,8 5300 >456 80 20,96
cnonyka 3a 29,7 =2500 =84 2 =26
NpOTOTUNOM
AHanerH 55,0 1197 21,8 1
Ak BrgHO 3a gaHwmmn Tabnwy 3, cnonyrw |, 1l 3a 3aABneH! cnonykn MOXYTb 3HANTW 3acTOCYBaHHA

aHanbreTUYHOK  AIED MNERESBULLYKTE aHanefH
14,46-20,96 pasw, a cnonyky 3a NpoToTMNOM ¥ 5 56-
8,06 pasu

TaknM YWMHOM, 3aneneH! cnonyku 3,5-auHTpo-N-
{4'-kapbokcndeHn) aHTpaHinoesa kucnota (1) Ta 4-
xnop-N-(4'-kapborcwndeHin) aHTpaHinosa kuenoTa (10,
MAKTh BUCOKY NPOTWU3ANanbHy Ta AHANbIETHYHY ak-
TUBHICTE Ta BiANOBIAHO Knacudkaun K K Cwuroposa
BIJHOCATLEA A0 KNACy MANCTOKCUUHMX

¥ MpU CTBOPEHHI HOBMX OPHIHANBHWX MPENAaPaTIB AMA
NIKYBAHHA 3ananbHWX NPOLECIs PISHOI eTionorll, ce-
pefiHbOl CUnu BONBLOBUX CUHAPOMIB, & TAKOX pereHe-
payil AeCTPYKTMEHO NOPYWEeHUX TKAHWH | MOXYTb
BYTH BUKOPWMCTAHI NP 33XBOPIOBAHHAX OCTEOapTPO-
3y, OCTeONnopo3y, BUpa3kM WnyHky PenapaTuera
AKTUBHICTL A3E MOMITMBICTE BWKOPWCTAHHA 3asABre-
HUX CMONYK AINA CTBOPEHHA PaHO3AaroHUMX Npena-
paTIB ¥ BAMNAAI Ma3eR, renie Ta KpeMis
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