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sika NPOSIBISIE aHanbreTMyYHy, NpoTu3anarnsHy, Aiype-
TUYHY Ta NPOTUIPUGKOBY aKTUBHICTb.

BuHaxig BigHOCUTbCS 40 XiMiko-chbapMaLueBTUYHOT
NPOMMCIOBOCTI, 30KpemMa A0 cuHTe3dy 5-6pom-N-(2'-
kapbokcu-4'-6pompeHin)aHTpaHinoBoi KUCMoTM, ska
NposiBNsie aHanbreTMyHy, npoTusanarnbsHy, OiypeTny-
HY Ta NPOTUTPUOKOBY aKTUBHICTb.

Jlikapcbki 3acobM 3 NMepeBaXHO aHasbreTMYHO
abo npoTtuzanansHol abo npoTurpubKkoBoto abo ajy-
PETUYHOIO i€l 3HAWLNKN LUMPOKE 3aCTOCYBaHHS B
MeAWYHI MpakTuLi, 0coBmMBO MpW JiKyBaHHI iHdeK-
LiNHUX 3axBoploBaHb. Are cnig 3asHauntu, Lo Haw-
YyacTilwe 3ananbHi Ta iHdekuinHi xBopobun AonoBHIo-
I0Tb  OoAHa opHy abo ycknagHeHi  NoGiYHMMK
HeraTMBHMMMK MpoLecamMmu, Takumu 9K Habpsik Ta 6o-
nboBWi cuHgpom. Tomy po3pobka HOBMX NiKapCbKNX
3aco6iB 3 BaratocnpsMoBaHolO fi€lo Ta 3 MiHiMarb-
HUMKU NOGIYHMMUK edeKTamun € akTyanbHol npobre-
MO Cy4aCHOi MeguLMHN.

Bigomi nikapcoki 3acobu CUHTETMYHOIO MNOXO-
OXKEHHs1, WO € aHanoramy 3asiBNeHoi peyoBuHU 3a
oKkpemMumMmKn BugamMmum  apMakosioriYHOl aKTUBHOCTI:
3acobv 3 npoTnsananbHOK Ta aHanbreTMYHOK AiEto -
AvknodeHak HaTpito i aHanbriH, 3acib 3 AiypeTMyHo
gieto - rinoTia3ug, 3acié 3 npoTurpubkoBoto i€l -
dypaumniv  [Mawkosckun M. JlekapcCTBeHHble
cpeactea. - M.: O0O0. Hoeas BonHa", 2002. - T1. - C.
159,170,477, T.2.- C. 300].

OCHOBHUM HeJomikoM 3a3HayeHux npenapariB €
cepno3Hi NobiyHi edekTn Taki sk, ronioBHUR OGirb,
aTOHIA KULUEYHVKY, epO3iiHOBMPAa3KoBi YPaKEeHHS i
KpoBOTeYa y TpaBHOMY TpakTi (AuKNnodeHak HaTpito),
NPUrHiYeHHA KPOBOTBOPEHHSI MpU TPMBanoMy BXWU-
BaHHi (aHanbriH), rinokanicvia Ta rinoxnopemis (rino-
Tia3ug), 3HWKEHHA aneTuTy, HyaoTa, 3anaMOpPOYEHHS,
aneprisa (dypauuni).

AHanorom 3a XiMiYHOIO CTPYKTYpOI 3asiBeHol
crnonykn € 3,5-amHiTpo-N-(3'-xnopdeHin)aHTpaHinosa
KMCnoTa, WO BUABNSAE NpoTM3ananbHy Ta aHanbretm-
YHY aKTUBHICTb [[deknapauiiHuini naTeHT Ha BUMHAxXig
Ne65875A, YkpaiHa, MIMK7 CO7 C 229/58, A 61 K
31/195. 3agsn. 17.06.2003. Ony6n. 15.04.2004; 6ton.
Ne4].

Heponikom 3azHayeHol CONyKK € BigHOCHO By3b-
KW cnekTp drapMakosoriyHoi akTMBHOCTI (MpoTu3a-
nanbHa Ta aHanbreTM4Ha), a Takox b6aratoctaginHun
CMHTE3, LU0 BMNMMBaTUME Ha TPYLOMICTKiCTh Ta cobi-
BapTICTb ii 04ep>KaHHS.

B ocHoBy BMHaxoay nocTaBneHe 3aBAaHHS CTBO-
PEHHA HOBOI XIMiYHOT CNOMYKWU, IO NPOSBMSE BUCOKY
aHanbreTM4Hy, nNpoTu3anarnbHy, AiypeTu4Hy Ta npo-
TUTPUOKOBY aKTUBHICTb MPU HU3bKIA TOKCUYHOCTI i
MoXe ByTv BUKOpUCTaHa K Aitova peyoBuHa y cknagi
(bapmaueBTMUHUX npenapaTiB  pi3HUX NikapCbKUX
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dopM: po3unHiB, TabneTok, Kancyn, M'Skux nikapcb-
Knx 3acobiB TOLLIO.

3asiBneHa pevyoBMHa yTBOpEeHa B3aemofgielo 2-
amiHo-5-6pombeH3onHoT  kucrnot 3 5-Gpom-2-
Xnop6EeH30MHOK KUCIOTOK B MPUCYTHOCTI 6e3BOAHO-
ro kapboHaTy Kanito Ta okcuay Mifi npu HarpiBaHHi Ao
180-220°C 6e3 po34MHHYMKA.

OpepxaHa 5-6pom-M-(2'-kapbokcn-4'-
OpomdbeHin)aHTpaHinoBa kMcnoTa -NMopoLLUOK 3ef1eHo-
ro Komnbopy, NoraHo po34YvMHHUIA y BoAi, rekcaHi, Jobpe
pPO34YMHHUIA B eTaHoni, giokcadi, MCO, OIM®A. By-
[O0Ba Crnonyku nigTBep/pkeHa 3a AOMOMOroK efieMeH-
THOro aHanidy Ta IY-cnekTtpockonii, a iHaMBigyanb-
HiCTb - meTodom xpomaTtorpadii y TOHKOMY Lapi
copbeHTy.

BuHaxig intocTpyeTbCA HAaCTYMHUMM NMpuKragamu.

Mpwknag 1. Cymiw 2,16r (0,01 monb) 2-amiHO-5-
6pombeH3onHoi kncnotu, 2,35r (0,01mornb) 5-6pom-2-
xnop6eH3oiHoi kucroTu, 2,76r (0,02mons) 6e3BoaHo-
ro kapboHaTy kanito, 0,04r (0,0005monb) okenay migi
HarpiBatoTb npu Temnepatypi 200°C npoTarom 2 ro-
AvH 6e3 po3unHHuKa. Nicns oxonomKeHHs fo4akTb
15mMn 50% BOAHOrO eTaHOMNy i3 aKTVBOBaHWM BYTif-
nsam, kun'atate 15 xBunvH, iNbTPYIOTb Kpidb Cknaa-
Yactui GiNnbTp i NiOKMCNIOTL XMOPUCTOBOAHEBOIO
kucrnoToto o pH=3. Ocag BiadinbTpoBYIOTb, CYLLA Tb.

Buxig 3,73r (90%), T.nnaeneHHs 262-264°C.

C14HoBraNO4, M.M. 415,03

Bupaxysaro: C,% 40,51; H,% 2,19; N,% 3,37;
Br,% 38,51

3HanpeHo: C,% 40,58; H,% 2,31; N,% 3,34, Br%
38,46

I4-cnektp y KBr, o 3318, 1686, 1606, 1574,
1240, 750.

R=0,60 (aueToH-rekcaH 1:1);

R=0,50 (aueToH-giokcaH 1:1)

Mpvknaa 2. BUBYEHHS aHanbreTMYHOT aKTUBHOCTI
3aaBneHoi cnonyku () y nopiBHAHI 3 aHanbriHoM Ta 3i
crnonykot 3a npototmnom (Il) mpoBoannu Ha moge-
NSX «rapsiyoi NnacTmHKM» Ha 6innx wypax [JokniHiyHi
OOCNiMKEHHNA Tikapcbkux 3acobiB (MeToanuHi peko-
MeHpadii) // 3a pepakuieto: uneH-«kop. AMH YkpaiHu
0.B. CtedhaHoBa. - K.:AsiueHa, 2001. - C.314.]. Kpu-
TEPIAMU OLHKM aKTUBHOCTI npuiHaTo: DEsy (mosa
cepeaHs edeKTMBHA - KiflbKiCTb pPeYOoBMHM, FKa BU-
Knukae nesHUN edekT y 50% ctaHgapTHOI rpynu nia-
JOCNigHUX TBApWH MPOTATOM MEBHOrO TEPMiHY CMoO-
crepexeHHs); DLsyp (0o3a cepegHs cmepTenbHa);
TepaneBTMYHKI iHaekc (TI=DLsy/DEso,) - BigHOWEHHS
cepeHbLOl cMepTernbHOI 403N A0 cepefHboi ehekTn-
BHOT 03U PEYOBUH; TepaneBTUYHUI iHOEKC 3a aHarb-
rHOM - BiQHOLUEHHS TepaneBTUYHOrO iHAEKCY 3asB-
neHoi cnonyku (l), peyosuHu 3a npototnnom (Il) go
TepaneBTUYHOTO iHAEKCY aHanbriHy.

PesynbTat gocnigy HaBegeHi y Tabnuui 1.

Tabnuusa 1

AHanbreTMyHa akTUMBHICTb Ta TOKCUYHICTb 5-6pom-N-(2'-kap6okcmn-4'-6pomeHin)aHTpaHinosoi kucnotu (1),

npotoTuny (Il) y nopiBHAHHI 3 aHanbrHOM

Cnonyka DEso, mr/kr  |DLso, Mr/Kr (BHyTpilwHbOWMYHKOBO)|  TI=DLsy/DEso Tl 3a aHanbriHOM
| 8,0 4200 525 24,08
Il 141 >2700 191,49 8,78
AHanbriH 55,0 1197 21,76 '

3a pganumu Tabnuud 1, cnonyka (1), wo 3asens-
€TbCH, 3a LMPOTOK TepaneBTUYHOI Aii nepesuLLye
aHanbriH y 24,08 pasu, a cnonyky 3a npototunom (II)
-y 2,74 pa3un npy MeHLin TOKCUYHOCTI.

Mpwvknag 3. BuB4eHHSA npoTnsananbHOi akTUBHO-
CTi 3asBneHoi cnonyku (I) nposogunn Ha mopeni ka-
pareHiHoBoro Habpsiky [[okniHiyHi gocnimpKeHHs ni-
Kapcbkux 3acobiB (MeToauuHi pekomeHpauii) // 3a
pegakuieto: yneH-«kop. AMH Ykpaibn O.B. CtecdaHo-
Ba. - K.:ABiueHa, 2001. - C.293-294.] y 6inux nabopa-

TOPHMX MuLen Barot 18-22 r y NOpiBHAHHI 3 AMKIIO-
deHakoM HaTpito Ta 3i cnonykoto 3a npotoTtunom (ll).
KpuTtepisimu ouiHkn 6ynu obpati: DEsy (no3a cepeHs
edekTmBHa); DLsp (mo3a cepepHs cmepTtenbHa), Te-
panesTnyHmi iHaekc (TI=DLso/DEso); TepaneBTMyHMIA
iHOeKC 3a AMKNodeHaKoM HaTpilo - BiOHOLIEHHS Te-
paneBTUYHOrO iHAEKCY 3asBneHoi cnonyku (1), peyo-
BUHW 3a npoTtotunom (ll) 4o TepaneBTMYHOrO iHAEKCY
AvknodeHaky HaTtpito. Pe3dynbTat JocnimpkeHHa Ha-
BeAeHi B Tabnuui 2.

Tabnuuga 2

MpoTnzananbHa akTMBHICTb Ta TOKCUYHICTL 5-6pom-N-(2'-kapbokcu-4'-6pomdeHin)aHTpaHinosoi kucroTu (1),
cnonyku 3a npotoTunom (Il) Ta npenapaTty NOpiBHAHHA AVKNogeHaKy HaTpito

Cnonyka DEso, mr/kr  |DLso, Mr/kr (BHYTpilHbOLWNyHKOBO)| TI=DLso/DEso Tlsa 'q':";ﬁgicgeHaKOM
I 8,5 4200 494,12 10,98
I 10,4 2700 259,6 5,77
Ruknodenak Ha- 8.0 360 450 1
Tpito
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Ak BngHo 3 Tabn. 2, cnonyka (l) mae BupaxeHy
npoTn3ananbHy akTUBHICTb, 3@ LUMPOTOK TepanesTu-
YHOro edeKkTy nepesullye AuknodeHak HaTpilo y
10,98 pasu, a cnonyky 3a npototunom (Il) y 1,9 pasu
NP MEHLLIN TOKCUYHOCTI.

Mpvknag 4. BuBYeHHa [iypeTMYHO| akTUBHOCTI
3asBreHoi cnonyku () npoBogMnu 3a MeTOAOM
E.b.bepxiHa [bepxuH E.B. MeToabl N3ydeHUsA HOBbLIX
XAMUYECKNX COEOUHEHNI Ha doyHKUiO novek. // XuMm.-

6

dapm. XypH., 1977. - T.11. - Ne5. - C. 3-11.] Ha Girmx
wypax ninii Bictap 120-160 rpam y NOpiBHAHHI 3 rino-
Tiasngom. Cnonyky (l) Ta rinoTiasua BBOAUNM Y A03i
50mr/kr. Cevy 36upanu npoTarom 4 roavH. PiBeHb
aKTMBHOCTI BMBYEHMX CMOMNYK BM3HA4Yanu B BiACOTKax
0O KOHTponio. PesynbTatm BMBYEHHHA AiypeTUYHOI
aKkTUMBHOCTI 3asaBneHoi cnonyku (1) Ta rinoTiasuay Ha-
BefeHi y Tabnuui 3.

Tabnuusa 3

[iypeTnyHa akTMBHICTb Ta TOKCMYHICTb 5-6pom-N-(2'-kapbokan-4'-6pomdeHin)aHTpaHinoBoi kncrotu (1)
Ta rinoTiasngy

Cnonyka PiBeHb akTMBHOCTI, B % 40 KOHTPOIO DLso, MI/KT (BH YTPiLUHbOLLTYHKOBO)
I 330 4200
linoTiasng 212 320

Ak BUOHO 3 AaHux Tabnuui 3 3asBneHa cnonyka
(I) 3a miypeTMyHMM edeKTOM MepeBuLLye rinoTiasng y
1,57 pasu npu meHLwink TokemyHocTi. Cnonyka 3a npo-
Totunom (Il) aiypeTnyHoT akTUBHOCTI HE NPOSABIISE.

Mpuknag 5 Bu3HayeHHA NpPOTUTPUOKOBOT akTUB-
HOCTI 3asBMEHOI CMosykn NpoBOAMIN 32 METOAMKOI
M.O. Bpurepa no sigHoweHHo go Candida albicans.
Onsa BupollyBaHHs rpnbiB BUKOPUCTOBYBANOCH cepe-
posuwe Cabypo (pH=6,5-6,7). HaBaHTaxeHHsA ckna-

pano 500-600 penpoAyKTMBHUX Tineub LWTamy
Candida albicans B 1mn cepegoBuwia. MpoTurpudko-
BY [il0 OUiHOBanNM 3a MiHIManbHOK MiKOCTaTUYHOH
KoHueHTpauieto (MMK), mkr/mn.

Pe3ynbTat BUBYEHHSA NPOTUIPUOKOBOT aKTUBHO-
CTi Ta  TOKcuyHocTi  5-6pom-N-(2'-kapbokcn-4'-
6pomdeHin)aHTtpaHinosoi kucrotv () i dypauuniHy
HaBefeHi y Tabnuui 4.

Tabnuus 4

MpoTurpubkoBa aKTUBHICTb Ta TOKCUYHICTL 5-6pom-N-(2'«kapbokcn-4'-6pomdpeHin)aHTpaHinosoi kucnotu (1)
y NOPIBHSAHHI 3 ypaumniHOM

Cnonyka MMK (mkr/mn) DL s (BHYTPiLLHLOYEPEBHO) MI/KT
I 40 >3000
Dypauunin 64 82,5

3a paHumu Tabnuui 4, cnonyka (l) 3a npoTurpmn6-
KOBOI aKTUBHICTIO NepesuLLye dypauunid y 1,6 pasu
i Mae [OCTaTHbO BUpPaXeHy MPOTUIPMOKOBY akTUB-
HicTb y BigHoweHHi Candida albicans. Kpim TOrO,
crnonyka (l) y 36,4 pa3n MeHLW TOKCMYHa, HiXX npena-
paT NopiBHAHHS.

3a pesynbTataMu AOCNiHKEHb BCTAHOBIEHO, LUO
3asiBrneHa cnonyka - 5-6pom-N-(2'-kapbokcn-4'-
OpomMmdeHin)aHTpaHinoBa Kkucnota Mae LUMPOKWIA
CcreKkTp dhapMakosnorivyHoi Aii, NPOsBNAOYN BUPKEHY
aHanbreTM4Hy, npotuaanarnbHy, AiypeTuyHy Ta npo-
TUIrPMGKOBY aKTUBHOCTI NMPU TOKCMYHOCTI CYTTEBO HW-
XY, HK y npenapartiB NOPiBHAHHS.

B3asBneHa crnonyka Moxe 3HaTu 3acTOCyBaHHS Y
TepaneBTUYHIN NpakTULi AN MiKyBaHHSA NaTONOMYHMUX
CTaHiB, WO CYNPOBOAXKYIOTbCA 6ONbOBAUM CUHAPO-
MOM, HabpsKkom, 3aTPMMKOI Cedi B OopraHiami, Miko3-
HUX 3aXBOPHOBAHHSIX.

Mpn cuMHTesi 3aaBNEHOT CNOMyKn BUMKOPUCTOBY-
I0TbCA AOCTYMHI peakTnBK, A03BONeH y dapmaues-
TUYHIN NpakTUli. PevyoBrnHa ogepyeTbCcsa 3a NPOCTOH
TEXHONOrie, sika Moxe OyTn BigTBOpEHa y NpomMuc-
TNOBUX YMOBaX, € CTiIKO0, LLO MNiaBMLLYE TEPMiH 36e-
piraHHs. lMNMepeniyeHi dakTopn A03BOMATL PEKOMEH-
OyBaTU 3asiBNEHY PEYOBUHY B SIKOCTi cybcTaHuii ans
po3pobKM BMCOKOEMEKTUBHNX Nikapcbkux 3acobiB y
pisHMX Nikapcekux oopmax.
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