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AKMIN NPOSAIBNSIE NpoTM3anarnbHy i aHTUMIKPOOHY akTu-
BHICTb.

KopucHa mogenb Hanexutb OO0  XiMiKO-
dapmaueBTUYHOI ranysi, a came A0 HOBMX iHOUBIAY-
anbHUX XiMiYHMX cnomnyk 3 BionoriyHo akTUBHICTHO,
3okpema po 2-rigpokcu-N-(5-rigpokcun-1-Hacptun)-2-
(2-okco-1,2-purinpo-3H-iHoon-3-inigeH)  aueTtamiay,
SIKUA NPOSIBNSIE NPOTU3anarnbHy i aHTUMIKPOOHY Aito.

ICHYe WMpOKMI Nepenik 3axBOpoBaHb Pi3HOI eTi-
ororii, NikyBaHHA SKnx notpebye 3acTtocyBaHHs dap-
MaLeBTMYHMX MpenapaTiB 3 NpoTM3anarnbHOK Ta aH-
TUMIKpOGHOIO aieto. ToMy MOLWYK HOBMX e(EKTUBHUX
Ta HETOKCUYHUX NpenapariB 3 KOMMMEKCHO Aieto Ans
niKyBaHHS pi3HUX 3axBOPIOBaHb, Y TOMY YMCAi Takoi
MOLUMPEHOT XBOPOOM, SIK MPOCTATUT, € akTyarbHO
npo6nemoto cyyacHoi cpapmakonorii.

B ocHoBy KOpuCHOI mMogerni noctaBneHa 3agada
CTBOPUTU HOBY XiMiYHY CMOSyKy, O NPOSIBMSIE BUCOKY
npoTu3ananbHy i aHTUMIKPOOHY aKkTUBHICTb NPU HU3b-
Kil TOKCUYHOCTI i MOXe BMKOPWUCTOBYBATUCH SK Aitoya
peuyoBMHa Yy cknagi ¢apmaueBTUYHUX npenaparis
Pi3HUX NiKapCbknx oopM.

3agaya BUPILLYETLCA LUMAXOM CUHTE3Y iHAMBIOY-
anbHOI XimiyHOI crnonykn 2-rigpoken-N-(5-rigpokeun-1-
HadTmn)-2-(2-okco-1,2-aurigpo-3H-iHaon-3-inigeH)
aleTamigy 3aranbHoi hopmynu:
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KU NPOSIBIISIE BUCOKY MpoTu3ananbHy i aHTUMI-
KPOOHY aKTUBHICTb.

Cnonyka, fka 3asBnsieTbCs, YyTBOPEHa B3aeMofi-
€0  eTUNoBoro ectepy (2-okcoiHgoniHinigeH-3)-2-
OKCioLTOBOI KMCNoTH i 5-rigpokcu-1-amiHo-
HapTunamiHy B EKBIMOMSAPHMX CMiBBIAHOLIEHHAX Y
cepefosuLLi aumeTtundopmMamigy.

OpnepxyoTb 2-rinpokemn-N-(5-rigpoken-1-
HadpTun)-2-(2-okco-1,2-aurigpo-3H-iHaon-3-inigeH)
aueTaMig - KpucTaniyHy peyvoBMHY 3 TemmnepaTypoio
nnaBneHHs 236-238 °C. BpyTtTo-copmyna
C20H14N204.

KopucHa mogens intocTpyeTbCa Npuknagamu.

Mpuknag 1. o po3umHy 1,16 r (0,005 monb) eTu-
JIOBOro ectepy (2-okCoiHAoMiHiNiaeH-3)-2-0KkciouToBOI
Kucnotu y 3 mn gaumeTtundopmamigy gogatots 0,79 r
5-rigpokcu-1-amiHoHadpTunaminy (0,005 monb). Peak-
LiHY CYMill KMN'ATATb 3i 3BOPOTHUM XONOAUNBHUKOM
npotarom 40 xBUnuH. PeakuiiHy Macy OXOnomxKyoTb,
BUNMBalOTb Yy BoAYy, a ocaj, sikui yTBOpUBCH, Biodi-
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NbTPOBYIOTb, MPOMMBAKOTL BOOOK Ta KpUCTani3yloTb
i3 etaHony. Buxig: 1,66 r (96 %). Tn,=236-238 °C.
AMP 1H, o, m.a., (J, u): 16,01 (1H, c, OH-eHon),
11,89 (1H, ¢, NH-ingon), 10,91 (1H, c, NH-amig),
10,35 (1H, ¢, OH), 8,01-6,79 (10H, m, H-apom.).
3Ha|7|ﬂ,eH0, %: C 69,47; H 4,18; N 8,20 Con14N204.
BupaxyBaHo, %: C 69,36; H 4,07; N8,09.

Mpuknag 2. BuBYeHHa npoTtusananbHoi Aji 2-
rigpoken-N-(5-rigpokcun-1-Hadptnn)-2-(2-okco-1,2-
avrigpo-3H-iHgon-3-inigeH) aueTamigy npoBoAnnu Ha
MoJeni eKCyaaTUBHOro KapareHiHOBOro 3anareHHs
3a[HbOI NankM Ha Oinux HeniHIMHMX Lypax Macor
200420 r 3a gonomoroto oHkomeTpy ([pocTon crne-
LMUYECKMI CKPUHWMHT XMMUYECKMX BelecTs: Metog,
pexomeHgaumu / MNopa pea. ®.M. Tpunyca. - K., 1985.-
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78 c.). JocnigxyBaHy cnonyky BBOAWNWN BHYTPILUHLO-
LUMYHKOBO 3a 1 roavHy A0 BBEAEHHS KapareHiHy y
BUMMsAi TOHKOAMCMNEPCHOI cycneHsii, crtabinisoBaHoi
TeiHOM-80, y gosi 18 mr/kr. MNMpoTnsananbHy akTue-
HiICTb OUiHIOBanu 3a aHTUeKCydaTMBHUM eeKToM,
TOGTO 34aTHICTIO 3asBMEHOI CMONykM 3MeHLyBaTh
Habpsik 3a4HbOI Nanku AoCnigHNX TBapMH HA MOMEHT
MakcMMarnbsHOro noro npossy (4epes 3 rogmHu nicns
cybnnaHTtapHoro yseaeHHsa 0,1 mn 1 % BoAaHOro pos-
YMHY KapareHiHy). PesynbtaTn ByBYeHHS npoTu3ana-
NbHOT aKTUBHOCTI 2-rigpokcn-N-(5-rigpokcu-1-
HadpTun)-2-(2-okco-1,2-aurigpo-3H-iHaon-3-inigeH)
auetamigy Ta npenapaTy MOPIBHAHHA BOMbTapeHy
HaBefeHi y Tabn. 1.

Tabnuus 1

BuBYeHHs NnpoTusananbHoi akTMBHOCTI 2-rigpokcu-N-(5-rigpokeun-1-HadhTnn)-2-(2-okco-1,2-gurigpo-3H-iHgon-3-
inigeH) auetamiay (l) y NOpiBHSAHHI 3 BONbTapeHOM

Mpwupict 06'emy nanku 4yepes |lpoTusanansHa akTuB-
Cnonyka ELso,Mr/Kr 3 rom., MM HiCTb, % ONso, Mr/Kr
I 18,0 0,8+0,05 66,1 3500
BONbTapeH 8,0 1,07+0,1 54,7 112

Ak BugHo 3 Tabn. 1,2-rigpokcn-N-(5-rigpokcu-1-
HadTnn)-2-(2-okco-1,2-aurigpo-3H-iHaon-3-inigeH)
aueTamig Mae BUpaXeHy npoTu3anarnbHy akTUBHICTb.
Mpu nonepegHbLOMY O4HOPA30BOMY BHYTPILLHBOLLIY-
HKOBOMY BBefeHHi y Ao3i 18,0 mr/kr 3asBneHa cnony-
Ka BiporigHO 3MeHLUye 3anarnbHuii Habpsik | Mae Haba-
raTto HUX4y TOKCUYHICTb, HiXX BONbTapeH.

Mpuknag 3. AHTUMIKPOOGHY akTuMBHICTb  2-
rigpokcu-N-(5-rinpokcu-1-Hadptun)-2-(2-okco-1,2-
aurigpo-3H-iHoon-3-inigeH) aueTtamigy, NpUroToBaHo-
ro y sumsagi 10 % posuvHy y gumetuncynbdokeusi,
BMBYanu metogom audysii cybcTaHuii B arap (metoq
"konogssis"). [Ons gocnigXeHHs BUKOPMCTOBYBamnu
arap Mwonnepa-XiHToHa (JarectaHcekuii HOl xuBu-
NbHUX CepefoBULL; TEPMIH NpUAATHOCTI cepefoBuLa
po Xl 2011 p.). 3rigHo 3 pekomeHaauismm BOOS3 ons
OL|iHKM aKTMBHOCTI cyGCTaHLii BUKOPUCTOBYBanu TecT-
wrtamu Staphylococcus aureus ATCC 26923,
Escherichia coli ATCC 25922, Pseudomonas
aeruginosa ATCC 27853, Bacillus subtilis ATCC
6633, Proteus vulgaris ATCC 4636, Candida ablicans
ATCC 885/653. MikpoOHe HaBaHTaXXEHHs1 CTaHOBMWIIO
10’ MiKpOBOHMX KNiTUH Ha 1 MN cepedoBMLLIA | BCTAHO-
BntoBanocs 3a craHgaptom McFarland. ns po6otu
BUKopucTtoByBanu 18-24 roguHHy KynbTypy MiKpoop-
raHiamie (BonsiHcbkuin FO.J1. BuBYeHHsi cneumdivHoi

aKTUBHOCTI  NPOTUMMIKPOOHMX  nikapcbkux 3acobis
/FO.J1. BongaHcekuia, B.IM. Wnpo6okos, C.B. BiptokoBa
Ta iH. //[MeToanyHi pekomeHaauii. - Knie.-2004.-38 c.).
Mpo piBeHb aHTUMIKPOOHOI aKTMBHOCTI Cyaunu 3a
AiameTpoM 30HM 3aTPUMKM POCTY MiKPOOpraHiamis
HaBKOIIO NyHKU 3 cybGCTaHLie, BUKOPUCTOBYHOUMN Ha-
CTYMHI KpUTEpIi:

- BIACYTHICTb 30H 3aTPUMKM POCTY MiKpOOpraHis-
MiB HABKOJO fNYHKK, @ TaKoX 30HU 3aTpumkun Ao 10 Mm
BKa3dye Ha Te, WO MIKPOOPraHiaM He 4yTnuBuiA [0
BHECEHOI B NYHKY CcybCcTaHLii;

- 30HM 3aTpuMKM pocTy giametpom 10-15 mm Bka-
3yl0Tb Ha Many 4yTnmMBICTb KynbTypy BiAHOCHO AOCHi-
OXXyBaHOi cybcTaHLuiT;

- 30HU 3aTPUMKK pocTy diameTpoM 15-25 mm po-
3LIHIOITBECA SIK NOKA3HWK YyTRMBOCTI MiKpOOpraHiamy
BiHOCHO JOCMiaXyBaHOi cybCTaHLii;

- 30HM 3aTPUMKU POCTY, AiaMeTp SKMX NepeBULLYE
25 MM, CBigUNTb NPO BUCOKY YYTNMBICTb MiKpOOpraHi-
3MiB BifJHOCHO AOCHIfKyBaHOi cybCcTaHLii.

PesynbTati BUBYEHHS aHTUMIKPOOHOI akTUBHOCTI
2-rigpokcun-N-(5-rigpokcun-1-Hadptun)-2-(2-okco-1,2-
aurigpo-3H-iHgon-3-inigeH) auetamigy Ta npenapaty
NOPIBHSIHHA OUMETUNCYNbGOKCHAY HaBeaeHi y Tabn.
2.

Tabnuus 2

BuBYeHHs aHTUMikpobHOI akTmBHOCTI 2-rigpoken-N-(5-rigpokeu-1-HadTvn)-2-(2-okco-1,2-gurigpo-3H-ingon-3-
inigeH) auetamigy y NOpiBHAHHI 3 AMMETUNCYNbOKCUAOM

[Npenapar [iameTp 30HM 3aTPUMKM POCTY MIKpOOpraHiamis, MM
Staphylococcus Escherichia coli Pseudomonas Proteus Bacillus subtilis Candida
aureus ATCC ATCC 25929 aeruginosa | vulgaris ATCC ATCC 6633 ablicans ATCC
26923 ATCC 27853 4636 885/653
(1), 10 % 22+0,3 21+0,2 20+0,3 18+0,3 21+0,1 1240,3
Avmernn- 13£0,5 15£0,9 1240,6 13+0,4 1920,4 0
cynbgokeua




PesynbTaTi, oTpymaHi B xofi OOCAIOKEHHSA, Mno-
kasanu, wo 2-rigpokcun-N-(5-rigpoken-1-Hadptmn)-2-
(2-okco-1,2-gurigpo-3H-iHaon-3-inigeH) aueTamig
NposiIBNAE aHTUMIKPOOHY [fit0  BiQHOCHO LITaMmiB
Staphylococcus aureus, Escherichia coli,
Pseudomonas aeruginosa, Bacillus subtilis, Proteus
vulgaris, Candida ablicans i nepeBuLlye aKkTUBHICTb
npenapary nopiBHAHHA (GUMeTuncynsdokena).

3asBneHa cnonyka 2-rigpokcn-N-(5-rigpokcn-1-
HadTUN)-2-(2-okco-1,2-gurigpo-3H-iHaon-3-inigex)
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aueTamig NposiBNS€E BUpaXeHy NMpoTu3ananbHy i aH-
TUMIKPOOHY aKTMBHICTb NMPW HU3bKiA TOKCUYHOCTI, MO-
Xe OyTn ofepxaHol 3a [OCTYMHOK TEXHOSOrIE i
CVHTE30BaHOK y MPOMMWCMOBMX YMOBax 3 BUKOPUC-
TaHHAM CTaHOapPTHOro obnagHaHHs, OOCTYMHUX eKo-
noriyHo-6e3neyHnx peakTmeis, mae 96 % Buxig. Y
CUHTESI 2-rigppokeun-N-(5-rigpoken-1-HadTnn)-2-(2-
okco-1,2-aurigpo-3H-ingon-3-inigeH) auetamigy Bu-
KOPUCTOBYIOTLCS BITYN3HSIHI peaKkTUBMU.

Komm'toTepHa BepcTka J1.JInTBuHEHKo

MignucHe

Tupax 23 npum.
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