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HauionanpbHa apManeBTiaHa aKkaaeMist YKpaiiu

IlpoBenenuii nopiBHATLHMIT aHAN3 Pi3HOMAHITHIX
HUIAXiB CHHTE3Y Ta 3anpONOHOBAHWIL HpPenapaTHe-
HWH MeTon onepxkauHA 3-geninzamimenux 1-R-4-
rinpokcu-2-okcoxinoixis. Biusaeni Giosoriuni Baa-
CTHBOCTI CHHTE30BaHUX cHOJYK. JloBeaeHo, mo an-
THMIKpOOHA aKkTHBHICTL 3-(henii- 1 -rekcun-4-Tizpokcn-
2-0KcoxiHoNiHy NO BiTHOWeHHIO 10 St. aureus nepe-
BUIIY€ AKTHRHICTH HITPOKCOLIHY Ta )TOPXIHOIOHIB.

3a yac, 1o MUHYB 3 riouatky 80-X pokis, KOJIH B
MEAMUHY ITPaKTUKY Oyau BBeJeHi (rop3amillieHi Xi-
HOJIOHW, Ui TIpenapaTv 3aBHSKH LIHUPOKOMY aHTH-
MiKpoOHOMY criekTpy, Ge3ilelli Ta BUCOKI aKTHUB-
HOCTi, fiKa He TIOCTYIIAEThCA HedanocnopruHaM Tpe-
THOT'O 1 YETBEPTOIO MOKOJiiHb, [HOCINM BaXJIMBE MICLie
B Tepanii TsoKKUX iHgexkIiii. OgHaK, NOPiBHAHC HU3b-
KU piBEHb UYYTIMBOCTI HEAKUX MIKpOOPTraHi3MiB
(ocobnmBo Staphylococcus aureus ta Pseudomonas
aeruginosa), a TAaKOX INBUAKHWI PO3BUTOK PE3HCTEHT-
HOCTi BHKITMKAKOTh CYMHIBH IHOZO MaiGyTHbOI T0-
LUILHOCTI BUKOPUCTAHHS (PTOPXiHOMOHIB JUIS JIIKY-
BaHHSI cTainOKOKOBHX Ta CUHBOTHITHUX iAdexitiit {3].

ToMy MM BU3HAIW 32 AOLUUTbHE NPUAINMTA yBary
HIIKM XiHOJIOHaM, a came (PeHUI3aMILIIEHUM ITOXiAHUM,
AKi 3yCTPIYarOThCs Y TIPUPO/IL Ta BUSBISIOTH Pi3HO-
MaHiTHi BUIM (apMakoJoTiYHOI akTHUBHOCTI |16,
17]. 3-®exinzamiuieHi XiHOJOHA € aHAJIOTAMHU TIpO-
AyKTiB MeTabonizMy nesakux rpudis pony Penicillium,
TOMY MOXHa TIPUOYCTMTH, IO iM BJAaCTUBAa AHTH-
MiKpoOHa Ta nporurpuokoBa ais. Ha naHuii moMeHTt
Ui CIOMYKYW JOCWTh Majlo BUBYEHI. Dyno uikaBo BUB-
YUTH IX AaHTUMIKpOOHY aKTUBHICTb, TUM OiJiblile, 1110
nioxigHi 1-R-4-rinpokcu-2-okcoxivoniH-3-kap6oHo-
BUX KMUCJIOT paHillle BUSIBUIIM BUCOKY aKTUBHICTH 110
BITHOWICHHIO O 30Jl0THCTOTO cradiiokoxka [12].

Binomi m’sth ninisxis ogepkanHs 1-R-3-denin-4-
riapokcu-2-oxkcoxivonixis. et psin crnmoayk MoxHa
OTpUMATH Tipu B3aeMomii N-ankKiai3aToBUX aHTiApU-
niB 3 etwioBuM edipom (GEeHIAOUNTOBOI KUCJIOTHM B
MTPUCYTHOCTI OCHOBHUX KATANi3aTOPIB 3 HACTYIMHUM

3aMMKAHHSIM XIHOAOHOBOTO LUKITY B KMIUBTYOMY TO-
nyori [14]. DeHiIXIHONOHU YTBOPIOIOTHCS 3 BUCOKH~
MU BUXOIAMH, ane eyl MeTOJ MA€ iCTOTHI HeJOMiKu.
Jlo HuX BinHocaTbesi Hu3bka (-78°C) temmneparypa
TPOBEICHHSA CHHTE3y Ta MAJOAOCTYITHICTh reKcame-
TWIAUCUIA3UAY KaTilo, HeoGXiZHOTO IS reHepailii
EHOJIAITY 3 eTHIOBOro edipy heHiyIoUTOBOI KUCIOTH.
Bizpin mpoctuii citocié cuHTe3y OyB 3arpoIloOHOBa-
HUI HIMEeOBEKUMH BueHUMM. [lpH 11boMy NpOBOISITDH
aumwmoBalHs adininis (1) deHiManoHoBUM edipom
(11) B ymoBax Tepmosizy (cxema). B pesynbTaTi UMK-
Ni3ailii yrBOpeHMX aHUIiiB OTpUMYIOTH 3-deHin3a-
miteni xiHonoum (V) [18]. HocTylHiCTh BUXIAHUX
peareHTiB poOUTH [IEii METOd NMPUIATHUM [JiS BUKO-
pUMCTaHHS Ha IPaKTHlli, OOHAK B MPOLECi CUHTE3y
YTBOPIOIOTHCS TAaKOX CUMETPUYHI HiaHUMiAW (peHii-
manoHoBoi kuciaotu (IV), aki norpebyoTh BULATEH~
HS 3 peakliiiHOl CyMillli, Xo4a, B NPUHLUIL, BOHU TEX
MOXYTh OYTH nepeTBOpeHi Yy (peHINXiHOMOHU, ajie BXe
i BIUTMBOM CYMillii METaHCYJIb()OKUCIOTH 3 TTEHT4-
okcuztoM docgopy [15].

YHUKHYTH 1BOTO HEAONIKY MOXHAa, BUKOPHUCTO-
BYIOUHM 3aMicTh aHUIIHIB ckiangHi edipy N-ankiiaHT-
paHiosux xuciaoT (VI). Tlpyu LpoMy TakoX yTBOpIO-
1o1best Moro- (VII) ra mianininyn (VII) deninmano-
HOBOI KHCJIOTH. ANle Ha BiIMIHY Bill MOIEPEIHHOTO
METONY SIK MOHO-, TaK i HiaHiniay B yMoBax peakuil
JlikMaHa LMKIT3YIOThCS B 3-(peHUIBaMilieHi XIHOMOHM.

BunienageneHyit METOI € BIIHOCHO NPOCTUM, A€,
BPaxoByIO4M Te€, IIO Yy CHHTE3i (eHIIMaTOHOBOTO
eipy BHKOPHCTOBYIOTH euinioutroBy kucmoty [11],
IOUMBHILIE TIPOBOMUTH Oe3nocepesHe auMIIOBaHHSA
ANKUIAHTPAHLTATIB XA0paHTiapuIoM (eHIIoITOBOI KUC-
oty (IX) 3 momanbluiol LHMKITZAILED aHUNHAIB Y
xiHomoHu (V) Ge3 BUIUIEHHS X 3 peakUifiHO1 cyMili.
IIpocroTa BUKOHAHHS, HOCTYITHICTh pearcHTiB Ta BU-
COKI BUXO[M KiHIEBUX MpORyKTiB (Tadin. 1) no3sos-
I0Th PEKOMEHAYBATH LIeii METON K MperiapaTuBHMIA.

CuHTe30BaHi CIIOMYKN SIRIISIIOTH 00010 6e30apBHi
KpUCTaiuHI peqoBUHU, Oyn0oBa SKUX MiATBEpIKEHX
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Cxema. Cnocobu ogepxanns 1-R-3-perin-4-rigpokcn-2-oxcoxinoninis.
V:a:R=H; 6: R= CHg; 8: R = CoHs; : R = CHCH = CHz; o R = C3Hy;
e: R = CsHg; w: R = CsHy3; 3: R =CsHiy3; u: R = CrHyis
Tabmmua 1
Xapaxrepuctukn 1-R-3-denin-4-riapokcyu-2-0KkcoxiHoMiHIB
. 3HanpeHo, % BupaxysaHo, %
Cnonyka (Eg YTTa T.nn., °C T e > Buxin, %
NG c H N C H N
Va C1sH11NO2 325-327 75,72 4,84 5,75 75,94 4,67 5,90 96
V6 CisH13NO2 220-222 76,28 5,08 5,61 76,48 5,21 5,57 88
Vs C17H1sNO2 146-147 76,83 5,64 5,12 76,96 5,70 5,28 91
vr C1gH1sNC2 208-210 77,75 5,37 5,29 77,96 5,45 5,05 84
A/ Ci1gH17NO2 185-186 77,31 6,19 4,92 77,40 6,13 5,01 89
Ve C19H19NOC2 168-169 77,52 6,24 4,53 77,79 6,53 4,77 92
Vx Co0H21NO2 131-132 78,10 6,63 4,33 78,15 6,89 4,56 84
Va C21H23NO2 95-97 78,21 7,05 4,14 78,47 7,21 4,36 79
i Ca2H25NO2 123-124 78,64 7,61 4,35 78,77 7,51 4,18 80
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Tabanna 2
Crexrpyu IIMP 1-R-3-enin-4-rizpoxcu-2-oKcoxinominis
o, M.a.*
Crionyka Hapow.
5-H (1H, a.p) | 7-H (1H, T.0) p'}f@f‘f{“ :

Va 7,95 7,52 7,42-7,08 11,48 (1H, c, NH)
V6 8,08 7,67 7,51-7,19 3,61 (3H, c, CHa)
Ve 8,08 7,59 7,46-7,17 4,27 (2H, k, CHa): 1,21 (3H, T, CHa)
vr 8,03 7,61 7,47-7,09 5,58 (1H, m, CH=); 5,07 (2H, m, =CH?2); 4,88 (2H, g, NCH2)
Vo 8,09 7,58 7,48-7,07 4,18 {2H, 1, NCH>2); 1,64 (2H, m, CH2CH3); 0,95 (3H, 1, CH3)
Ve 8,07 7,59 7,43-7,13 4,23 (2H, 1, NCH2); 1,50(4H, m, (CH2)2CHas); 0,93 (3H, 1, CH3)
VX 8,08 7,59 7,50-7,12 4,24 (2H, 1, NCH2); 1,61 (6H, m, (CH2)3CHs); 0,94 (3H, 1, CH3)
V3 8,06 .7,56 7,49-7,10 4,19 (2H, T, NCH2); 1,60 (8H, m, (CH2)4CH3); 0,95 (3H, 1, CH3)
0 8,07 7,58 7,42-7,06 4,20 (2H, T, NCH2); 1,53 (10H, m, (CH2)5CH3); 0,96 (3H, T, CH3)

*CurHany npoToHie 4-OH rpyn maloTh surnsg cuHrnety B obnacti 10,3-10,09 m.Aa.

€EMEHTHMM aHaji3oM (Tadn. 1) Ta JaHUMM CTIEKTPO-
ckontii [IMP (ta6n. 2).

locTpy TOKCUYHICTH CMHTE30BAHUX CITOIYK BUB-
yajiu B AOCHTIZAaX HA iHTAKTHUX OUIMX MULIAX Macolo
18-24 r Tipy BHYTpilLIHbOOYEPEBUHHHOMY crocobi BBe-
neHHst. Bermunnu LD5o po3paxoByBanu 3a METOIOM
Kep6Gepa [1]. 3rigHo 3 knacudikairico TOKCUIHOCTI
- XiMiyHuX cnionyk [ 10] peuoBuHYM Va-u MOXHa BilHEC-
T 10 MaJOTOKCMYHMX (Tadm. 3). AHaNreTU4Hy Ta
[pOTU3anaJbHy (aHTUEKCYAATUBHY) aKTHBHICTb BUB-
Yanu BIATOBIAHO HAa MOAEJISIX OLUTOBOKHMCIMX KOpPYiB
Ta TOCTPOro KapareHiHoBoro 3anasneHHs [4, 13, 19]
nanu Ginmx wypiB. CHHTE30BaHI CITOMYKU BBOIUIIN
BHYTpilLIHbOOYEPeBUHHO 3a 0,5-1 rofiliHy 10 NOYaTKy
NOCHIIKeHHs1 Y BUIIsiai 3-5% TOHKOI BOXHOI cyc-
meHsii, crabimizoBanoi TeiHoM-80, B no3i 0,05 LDso.
Ax npenapat MopiBHAHHS BUKOPUCTOBYBAIH BOJIbTA-
peH.

IToka3zHHUKaMW aHAIMeTUYHOI Ta MPOTU3ANATBHOL
aKTUBHOCTI CIYKMJIA 3MEHUIEHHS KIJIBKOCTI KOpYiB Yy
MITOCTIAHUX TBApPUH Ta CTYIMIHb NPUrHIYeHHS Ha-
Opsiky narim BianosinHo. OiHKa ogepXaHUuX eKcie-
PHMEHTANbHUX JaHUX FIOKa3ye, Mo Halbinblire npu-
rHiYeHHsI eKCyJaTHUBHOI peakuil BUKJMKae 3-deHin-
1-rekcun-4-rinpokcu-2-okcoxinoniH (V3). s cmo-
JIyKa Ma€ TaKOoX BHpPaXKeHI aHaJIreTHYHI BIACTHBOCTI.
3a MpoTH3aNabHOK Ta AHAJITETUYHOIO aKTHBHICTIO
BOHA HaOJIMKAETRCS 110 BoabTapeHy (Tabs. 3).

BuBYEHHS NICUXOTPOITHOI aKTUBHOCTI CUHTE30Ba-
HUX CIIOJYK [POROAMIM 3a MeTtogukow [4,8] Ha
iHTakTHMX 6innx urypax Macoro 120-180 r. Jocnimxky-
BaHi CIONYKHM y BUIsidi 3-5% TOHKOI BOIHOI Cyc-
TieH3ii, craGinizoBaHol TBIHOM-80, BBOIMIN BHYT-
pitrHpoo4epeBrHHO B J103i 0,05 LDso. Yepes 30 xs.
TBApMHAM BHYTPILTHBOOUYEPEBUHHO BBOAMIM €TaMi-
HaJt HaTpiio B 103i 30,0 mr/kr. KoHTponsHUM rpynam

Tabimua 3
TocTpa TOKCHMYHICTE, IPOTH3ATIAJIBHA Ta aHAJreTUYHA aKTUBHICTH 1-R-3-denin-4-rigpoxkcn-2-0KcoxiHOMHIB
MpoTusananbHa aKTUBHICTb AHanreTuiHa akTUBHICTb
e il RS () [o03a, Mr/kr ng;":::::;'frgg?eg [nosa, Mr/kr y % [0 KOHTPOAIO
Kontponb - - - - 100
Va 790,0+£33,3 39,5 3,3 39,5 93,7
V6 873,0+£36,5 43,7 13,4 43,7 129,2
VB 775,0£23,1 38,8 16,4 38,8 106,0
Vr 908,0+38,5 45,4 22,3 45,4 96,0
Va 902,0+34,3 45,1 10,4 451 90,5
Ve 830,0+44,2 41,5 8,9 41,5 58,5
Vx 782,6+£34,3 33,1 19,4 39,1 81,5
V3 911,4+40,0 45,6 79,2 45,6 33,0
BonbTapeH 370* 8,0 51,7 10,0 49,1
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Tabauns 4
ITeuxorponra Ta niypeTnuna akTusHicTs 1-R-3-cheHin-4-rigpokcn-2-oKcoxXiHomiHiB
Cromy Fiois, SE/E TpuBanicTe HAPKOTUYHOIO CHY JiypeTtnuHa akTuBHICTb
x8., (M+m) y % A0 KOHTYPOo mn 3a 2 roa. y % A0 KOHTPONK
KoHTpOob - 88,1+2,3 100,0 1,07 100,0
Va 39,5 86,515,3 96,0 1,30 121.4
V6 43,7 91,61£3,4 101,6 1,20 112,1
VB 38,8 65,1+3,3 73,9 0,84 78,5
vr 45,4 73,1+5,4 82,9 1,62 151.4
\/i 45,1 97,1+3,6 110,2 1,02 95,3
Ve 41,5 81,8+3,7 92,8 0,95 88,7
VX 39,1 73,145,4 82,9 1,04 97,1
V3 45,6 86,8+3,6 98,5 1,08 100,9
FinoTiaang 50,0 - - 1,95 182,2
dypocemin, 10,0 - - 3,80 355,1
ApiypekpuH 5,0 - - 0,40 37,3
Kod.-6. Na 10,0 59,7+3,0 66,3 - ~
AMiHa3nH 5,0 138,646,5 154,0 = @

BBOJMJIM eTaMiHal HaTpilo B Takii ke no3i. Tpu-
BaJiCTh €TaMiHa/I-HATPIEBOTO CHY OLIIHIOBAIX 34 ya-
COM, MPOTSATOM SIKOTO TBAPUHU 3HAXOAWIACH Y BOKO-
BOMY MOJIOKEHHI, TOOTO 3 MOMEHTY BTPaTu pedlieKcy
nepesepTanHst. [IpenapataMu MOPIBHAHHS CIYKWIU
KopeiH-6eH30aT HATPI1O Ta aMiHA3WH, LIO JAJI0 3MOTY
OLIHUTU $IK MPOOY/KYIOUY, TaK i JenpruMmyiovy Ailo
BUBYAEMUX CTONYK. BecTaHoBIeHO, 1110 O611bUICTE pe-
YOBUH CKOPOYYE TPUBAJICTbh €TaMiHaJl-HaTPi€BOTO
cHy. HaiiGinbiy npodymxyouy aito BUSBIISIE eTWIbHE
noxinHe (VB). B Toit xe uac cronyku V6 ta Vi
BUSIBJISIIOTH JeTIpuMytouy mito (tabin. 4).

BrnavB cCUHTE30BAHUX CIOJYK Ha BULUIBHY QYHK-
I{il0 HUPOK BUBYAIM 3a MeToaoMm €.b.bepxina [2, 4]
Ha Oinux wypax macow 130-160 r. JdocrimxyBaHi
PEUOBUHU Y BUIIISALI 3-5% TOHKOI BOOHOI CYCITEH3il,
crabinizoBaHoil TBIHOM~80, BBOAWIM BHYTPILIHHOOYE-

peBUHHO 3a 30 XB. OO0 BOJAHOr0 HaBaHTaXeHH:
(5 mn/100 r macu Ttina) B no3i 0,05 LDsg [7]. TIpe-
flapaTaMy MOPiBHSIHHSL CJY>XWIW Tinotiasua, dypo-
ceMia Ta agiypekpyH. ITokazHUKOM HiypeTHYHOI aK-
TUBHOCTI Oy/na KilNbKiCTb Cevi, BUIiJeHa TBapUHAMU
MPOTSATOM 2 rOogMH. 3a pe3yibTaTaMU AOCHiIXEHHS
BUSIBJIEH] CIIOJIYKM $K 3 JIyPETUYHOI, TaK i 3 aH-
TUALYPETHUHOIO JI€10 NTOMIPHOI cuiiu (Tabn. 4).
AHTUOAKTEpIAIbBHY aKTUBHICTD CUHTE30BaHUX CIIO-
JIYK BUBYANU METOJOM HABOPA3OBHX CEPIHMX PO3Be-~
JeHb y PIIKOMY XMBWIBHOMY cepeaoBuili. Crionyku
PO3YMHAIY Y AUMeKcUi. BUKOpPUCTOBYBaNIM Taki
tecT-1iTamu: Staphylococcus aureus ATCC-6538-1,
Escherichia coli ATCC-25922, Pseudomonas aerugi-
nosa [TCTC-2134, Bacillus subtilis ATCC-6633, Can-
dida albicans ATCC-885653. BcraHoBI€HO, 110 BKJTIO-
YEHHS 10 11OJIOXEHHsI | XiHOJTOHOBOTO LMKJy TEKCH-

Tabmuia 5
AnTumikpobHa akTuBHICTE 1-R-3-denin-4-rigpoxcn-2-0KcoxXiHomiHiB
MiHiManbHa NPUrKivyo4a KOHUEHTPaLs, MKr/Mn
Cnonyka
St. aureus Esch. coli Pseud. aer, Bac. subtilis Cand. alb.
Va 62,5 125,0 62,5 62,5 62,5
V6 125,0 125,0 16,25 62,5 62,5
Ve 62,5 125,0 62,5 62,5 62,5
vr 125,0 32,5 32,5 32,5 62,5
Vo 62,5 125,0 62,5 16,25 1,0
Ve 62,5 62,5 16,25 16,25 4,0
VX 62,5 16,25 16,25 16,25 62,5
Va 0,05 4,0 16,25 16,25 4,0
Vi 125,0 125,0 62,5 62,5 62,5
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Tabanua 6

IopipHANEHA XapaKTEPUCTURA AHTUMIKPOOHUX BIACTUBOCTEN
3-thenin-1-rekenn-4-rigpokcu-2-0KCOXiHOJIHY Ta HITPOKCOMIHY

Bup mikpoopraHismy K* : d)%}jg:;‘;;ﬁ*?flﬁﬂ:tz:q/aﬁmw HiTpokconiH, Mkr/mn
MIK** MBK*** MIK MBK
Staphyl. aureus 15 0,05+0,01 0,06:+0,01 0,12+0,04 0,330,12
Streptococcus 7 0,05+0,02 0,05+0,02 0,2810,02 0,43+0,09
Escherichia coli 9 16,25+0,44 18,97+2,17 30,59+4,12 82,14+2,97
Proteus 5 16,11+2,34 17,18+1,97 40,568+3.24 116,5+12,40
Pseud. aeruginosa 8 15,77+1,28 19,45+2,56 234,3+12,89 417 ,5+28,60
Shigella 5 17,28+2,16 20,90+3,11 119,0+10,22 428,3+15,40
Salmonella 6 16,05+2,91 21,13+2,19 316,9+24 51 828,1+19,30
Klebsiella 4 18,10+2,34 21,27+1,13 219,4+18,42 716,9+15,40
Clostr. perfringens 7 17,424-1,21 18,35+2,16 - -
Corinebact. diphth. 5 16,29+1,17 19,18+2,05 42,36+2,74 127,4+2,16
Mic. tuberculosis 8 28,15+2,33 36,45+4,17 - -
Candida albicans 7 4,13+0,82 5,96+1,38 58,1+2,44 136,5+4,17

*KinbKicTb Wwtamie. .
“*MidimaneHa NpUrHivyioda KOHLEHTpaLig.
***MiHiMasibHa GakTepuuMaHa KORUSHTPaLLS.

JbHOro 3aMichuka (V3) 3abesnedye BUpaKeHi aHTHU-
MikpoOHi BnacTuBocTi. Penura citonyk BUSIBIISIE Oinbli
HM3BKI aHTUMIKpoOHi edekTn (Tabi. 5). Bupaxeni
NPOTUMIKPOOHI BJIACTUBOCTI CIIONMYKH V3 Oynm 00-
IPYHTYBAHHSIM JUJTSI TIOTJIMOIEHOTO BUBYEHHSI CITEKTpa
Ta PIBHA 11 Al HA KiHIYHI IUTAMW MiKPOOPTaHi3MiB.
TIpu upoMy 111 TIOPIBHSIHHSI aHTUMIKPOOHOI aKTHB-
HocTi OYB OOpaHMt HITPOKCOJiiH, BIAOMUMI SK TIpe-
napar, epeKTUBHHIA MPOTH OaraTboX rpamMro3uTHB-
HUX Ta IPAMHETATUBHUX MIKpOOPTaHi3MiB, Y TOMY
yucni Staphylococcus aureus, nMpu criiikocTi Mikpo-
(hnopu 10 iHLIMX TIperrapaTiB CIIOPInHEHOI CTPYKTYPH.
Y ¢BoM0 yepry, crnoyyka V3 Mae CTpYKTYPHY CXOXICTh
3 HITPOKCOJIIHOM. AHaJIi3 Oiep>KaHMX JaHMX ITOKa3ye,
WO JOCHIAXYBaHe TeKCHWJIbHE TMOoXiaHe Mae Oiuabil
BUPRXKEHHM, HIXX Yy HIiTPOKCOJIIHY PiBeHb Ta CIEKTp
aHTUGakTepianbHOl akTHBHOCTI (Tabil. 6). MITK uiei
PEYOBHMHM 110 BIIHOMICHHIO X0 KJIIHIYHHUX 1ITaMiB St.
aureus ckyana 0,05 mkr/mi, Toai gk MITK nHiTpokco-
NiHY 1O BIZHOWIEHMIO N0 cTadiJIOKOKIB CKIIanae
0,12 mMxr/mn (tabn. 6). 15 1TOpiBHSIHHS, [Ie¥l IToKas-
HUK st propxiHonoHis ckiaanae 0,5-4 mxr/mi [6].

BusiBneni GionoriuHi BiaacturocTi 3-denin-1-rek-
CHI-4-TIIPOKCHU-2-OKCOXIHOSTIHY JTO3BOJISIIOTH PEKOMEH-
AyBaTH UI0 CIMOJYKY Ui MOrNMbACHOro BUBYEHHS 3
METOIO CTBOPEHHS ITPeNapariB Wi JHKYBAHHS 3aXBO~
PIOBAHB, CIIPMYMHEHUX 30JIOTUCTUM CTAdiIOKOKOM.

ExcnepumenTtanbsia yacTuna

Crickrpn AMP "H cnuresosanux CNONyK 3aru-
cani Ha npwiani Bruker WP-100 SY (®PPH), poboya
yacrora — 100 MI'n, posumHHuk — JAMCO-Deg,
BHYTpilHIi cranmapr TMC.

PesyabTaTit ycix GapMakoNOTiYHHX eKCnepuMeH-
TiB 06po61eHi craTucThiaHo [5].

1H-3-denin-4-rinpoxcu-2-okcoxinoiin (Va).

A. 3,02 r (0,02 Mons) meTrunosoro edipy aHT-
paxinoBoi Kuciorn ta 23,63 1 (0,1 Mons) deninma-
JIOHOBOTO e(ipy HArpiBaloTh Ha MeTajiuHiil 6aHi npu
160-170°C npotsirom 2 rog. PeakitiiiHy cymint oxo-
JIOIDKYIOTE, [ORAIOTh CIIMPTOBMH PO3YMH MeETWNaTy
Hatpio 3 2,3 r (0,1 Monb) MeTaNiYHOrO HATpilo Ta
50 M abCONIOTHOTO METAHOIY | HarpiBarmTh 3i 3BO-
POTHUM XOJOAWJIBHUKOM rnipoTsroM 4 roa. Po3umH-
HHK BIATAHAIOTH ITiJl TOHWKEHUM TUCKOM, 3aJIMLIOK
PO3UMHAIOTL ¥ Boai, miakucmoors HCI no pH 3...4.
Ocag xiHonoHy Va BiadinbTPOBYIOTh, IPOMUBAIOTH
BOIOIO, BUCYUIYIOTh.

B. o 3,02 r (0,02 Mons) MeTunoBoro edipy aHT-
paHinoBoi kuciaotu ta 2,94 mi (0,021 Mons) TpueTu-
JaMidy B 15 mur aneroHy noaaots 3,25 r (0,21 Monb)
xJopadriapuny ¢GeHitouToBol KucinoTH. PeakuiiiHy
cyMmill repeMiluyioTh MPOTATOM 4-5 rofg. mpH KiM-
HaTHiIM Temrmepartypi. Jani aueToH BiATaHsOTH, OO
3THILKY TOAAIOTh CIIMPTOBHI PO3YMH METHIATY HAT-
pito (3 2,3 r (0,1 Moss) MetasiyHoro HatTpito Ta 30 mn
a0CONIOTHOrO METAHONY) | KWIT'STITh Ha MpoTs3i
5 ron. ITicis oxonomKeHHs cyMiul BumBaoTh y 100 M
oy, minkuciiooTs HClLxo pH 3...4. Ocap okeuxido-
JIOHY BiadIAbTPOBYIOTE, ITPOMUBAIOTE BOAOIO, BUCY-
LIYIOTb.

3minrada 1poba 3 XiHOJOHOM Va, OTPMMAaHUM 3a
cnocoboM A, He ae€ Jenpecii TeMrepatypy IIaBJIeHHA,
ix cnextpy IIMP inenTryHi. !-R-3-heHin-4-rizpokcu-
2-okcoxinoninu (V6-u) oTpuMaHi aHaJOTiuyHo.
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CUHTE3 1 BUOJIOTHYECKHUE CBONCTBA 3-®OEHW-
3SAMEIIEHHBIX I-R-4-T'HAPOKCH-2-OKCOXUHONWHOB
N.B.Ykpanneu, E.A Tapan, JI.B.Cunopenxo, M.1O.ITetyxosa,
H.U.®unnmonosa

lMpopeneH cpaBHUTENbMbIH aHANU3 PA3AUYHBIX NYTEH cHHTE3A
U MPEAOXEH NMPenaparTuBHbil Metol nonyueuus 3-ernaza-
MewWeHHbIX |-R-4-ruapokcn-2-okcoxnuonntos. HMayyens
BHOAOTMYECKUE CBOMCTBA CUHTE3MPOBAHHEIX COeAMHEeHNN. [lo-
Ka3aHO, 4YTO AHTHMUKpPOOHAas akTURHOCTL 3-denun-1-rexcun-
4-rMAPOKCH-2-OKCOXHHOIMHA 0 OTHOLIGHMIO K St.aureus npe-
BbILLAET AKTUBHOCTh HUTPOKCOAWMHA Y (DTOPXNHOIOHOB.

UDC 54.057:547.831.7/8:615.28

SYNTHESIS AND BIOLOGICAL PROPERTIES OF 3-PHE-
NYLSUBSTITUTED 1-R-4-HYDROXY-2-OXOQUINOLINES
1.V.Ukrainets, K.A.Taran, L.V.Sidorenko, I.Yu.Pyetukhova,
N.LPhilimonova

The comparative analysis of the different ways of synthesis has
been carried out. The preparative method of 3-phenylsubstituted
1-R-4-hydroxy-2-oxoquinolines extraction has been suggested.
The biological activity of the compounds synthesized was inves-
tigated. It is proved that anti-microbial activity of 3-phenyl-i-
hexyl-4-hydroxy-2-oxoquinoline is more effective against
St.aureus than that one of nitroxoline and fluoroquinolornes.



