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HauioHansHa hapmalieBTHUHa akajaeMis YKpainu

3nilicheno cuHTel Moxiguux 2-meTmi-5-(6-)HiTpo-
OKCaHIJIOBHX KMC.I07. Y Tipoueci eKcrnepuMenTy mia-
TBepKeHa OYA0BA OTPAMAHMMX CHOJIYK 32 JONOMO-
row I'9Y-, Y-, AMP-cnekrpis, BUBYEHi iX Aeski
¢izuko-xiMiuHi BIACTMBOCTI TA piBeHb mpoTH3A-
NAJLHOi, NiypeTHYHOi, AHTUOKCHIAHTHOT TA AHTH-
mikpodHoi axrTusHOCTi. 3a pesynbraramu Oiojo-
FiYHOTO CKPHHIHFY BCTAHOBJEHO, Y0 BBEACHHA 3a-
JHINKY [JIFOKO3aMiHy A0 CTPYKTYPH OTPUMAHHX CIIO-
JYK NPUBOANATH 10 3HWIKEHHA I'OCTPOl TOKCHIHOCTI
3 3000 no 5000 mr/kr.

TToxiani 1aBnesoi xucnotu ta J-(+)-mMoKo3-
aMiHy 3apekoMeHayBanu cebe K BUCOKOehCKTUBHI
GioNoriyHO aKTUBHI PEYOBUHU, IO BUSIBAAIOTH Pi3-
HOMaHiTHI Buam apmakosorianoi aii [2-7, 10-12,
14-17]. O6’ekTamMp HALIMX MOCAiIKeHbs BNOpaHi no-
XiHi 2-MeTui-3-(6-)HITPOOKCAHINIOBUX KHCIOT Ta iX
CTIONYKW 3 aMiHOUYKPOM — TJIIOXO3aMiHOM, CHHTE3
SIKUX HABENEHUH Ha CXeMi.

BuxigHumu crionykaMu 6ynu HiTpoTomyinumun-1,2
(I), 9xi auWIIOBaIM eTOKCANIXIOPUMIOOM Y cepeno-
BULIi IbOASIHOI OLITOBOI KMC/OTH.

3a pelynbraTaMM JOCTIKEHHS] HallOUIbLl edek-
TUBHUM 3 TOUKHU 30pY BUXOAIR eTUIOBUX edipiB 2-Me-
TWIHITPOOKCAHIIGBUX KUCIOT Oy/10 CriBBIAHOLICHHS
cnonyk (1) 13 eTokcainxinopugom I:1,5 (B monsix).

IMepebir peakiyii AUMNIOBAHHS KOHTPOJIOBANM 3a
JOMOMOI0X0 TOHKOIapeBol xpomarorpadii. Buxin
eTIIOBUX edipiB 2-MeTHI-5-(6-)HiITPOOKCAHITOBUX
kucnot (IT) 6museknit 10 KinbKicHoro (Tabi. 1).

2-Metun-5-(6-)HITPOOKCAHIOBI KUCIOTH OTPH-
MaHi nyxHUM rigponizoMm edipis (I1) 5% pozunmHOM
HaTPIIO TIAPOKCHIY 3 HACTYTHUM MiAKUCIEHHSIM BO-
Hum pozuntom HCIL.

J1s1 nonanbiioro BU3HaYESHHS 3aJIeKHOCTI CTPYK-
Typa — aKTUBHICTH NOUINBHUM, Ha HAlll OIS, Oyno
BBENIEHHS TiAPA3sUIHOTO (PparMeHTy IO CTPYKTYpH
2-METUHITPOOKCAHINOBUX KUcHoT. Peakuis rigpasn-
HOM3Y eTHTOBUX eipiB 2-MeTI-5-(6-)HITPOOKCaH1-
nosoi kucnotu (1) mpoBommnack y eTaHoNbHOMY
cepenoBYLILi YIpY B3aeMoIil 3 rigpasuHriapaTom. SKic-
Huit xpomarorpadiyHIl KOHTPOJIL pPeaklii rinpasn-

Honizy edipiB (II) mo3BonuB BCTAHOBUTH, 1O 1S
peakiiisi 3aKiHYYETbCS NMPAKTHYHO TPOTATOM 5 XBU-
JIUH Ta Mae KiJJIbKiCHWI XapakTep.

BaenehHa apyroi dyHKUIOHATBHOI €TOKCATUIBHOT
I'PYITH A0 CKJIAMLY MOJIEKYJ YaCTO NMTPUBOAUTD O ITOSIBU
abo nocuineHHs dapMakosiorivioi mii [6], ToMy y
HAUIOMY BHNAAKY BBEIEHHSI APYroi €TOKCaJiTbHOL
IPyIy Aa€ MOXJIMBICTH TPUITYCTUTH, IO OTPUMaHI
CMOJIYKU TAKOXK OynyTh BUSBISTUA (apMakoJOTIdYHY
Ii10.

B-N-eToKcaRinrigpasvuad 2-MeTus-5-(6-)HiTpo-
okcanitoeux kuciaot (V) oTpuMaHi B3aEMOMI€0 Bifl-
noBigHuxX rigpasuaiB (IV) 3 e€TOKCATINXJIOPUAOM Y
cepenoBHl nuMeTungopmaminy. Cunres nepedirae
MTPOTATOM JEeKIIbKOX XBWIMH ITPY HarpiBaHHi 3 BUCO-
KHMM BHXOJOM LTBOBUX TPOUYKTIB (V).

BBeneHHs1 O CTPYKTYPH XIMIYHOI p€YOBHHMU TJIO-
KG3aMiHy B 6araThoX BUITAAKaX MTPUBOAUTH 1O BUHMK-
HEHHSI HOBHUX BUIiB (apMakosoriuHoi nii abo xae
MOXJIUBICTh 3HU3HTY TOKCUIHICTD OTPUMAaHHUX CIIO-
ayK {2, 6]. Tomy HacTymTHUM KpoKOoM §y10 JOUiIBHO,
Ha Haul MOV, BBECTU 10 CTPYKTYPH OESIKMX OTPH-
manaux Hamu crronyk (11, IHT) rmoko3aminoBuii ppar-
MEHT.

Crpykrypa orpumanux crnonyk (II - VII) mia-
TBepIKeHa 3a JornoMmorowp 14-, Y-, SIMP-cnekTpis.
DisuKo-xiMiyHi Ta CrIEeKTpalibHi BJRCTHBOCTI CIIONYK
(I1-VIII) 1aBeneni y ta6n. 1, 2.

IY-cniekTpu OTPUMAHMX CMONYK MalOTh XapakTe-
PUCTUYHI CMYTH TIOTJIMHAHHS OCHOBHUX (DYHKLIIOHA-
JIbBHUX Tpyri. BajleHTHI KOJIMBAHHS BTOPUHHOT aMiHO-
rpyru (vNH) edipi 2-MeTUN-5-(6)HITPOOKCAHITOBUX
KHUCJIOT TIpejcTaBiieHi iHTEHCUBHUMM CMyTaM# IpH
3375 Ta 3310 CM'l, MAaloThb TOMIpDHUH KOHTYp Ta
aMIlER] YV HU3LKOYACTOTHY HNiJISIHKY, 11O CBIIYWTH
PO MPUCYTHICTH BHYTPIILHbOMOJIEKYJISIPHOIO BOX-
HEBOTO 3B’513Ky. BajleHTHI KOJIMBaHHS KapOOHIIBHUX
rpy1t (vC=0) HAIOTh IHTEHCUBHI cMmyrn mipu 1750-
1670 cm ™). Hirporpyrma 3yMOBJII0€ iHTEHCUBHI CMYTH
v as/NOp = 1540-1500 em™! Ta v s/NO2 = 1340-
1350 cMm™; cxmagHoedipHa rpyna BUsIBUIIACh CMYTOX0
KOJNMBaHHA vC-0-C npu 1175 cm™!. Batenrni Komm-
BaHHSI TiApoOKCcWTy 2-MeTuil-5-(6-)HITpOOKCaHIIOBUX
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Tabimia 1
Piznko-xiMigHi BJIACTMBOCTI OTPUMAHNUX CHOJYK
Cnonyka | Buxig, % T.tonn., C 3“?\;7'%,?“0 EmnipuyHa dopmyna BVIan)(/,BaHO il

, % N, % 1 2
lla 95 100-2 11,17 C11H12N20s 11,11 0,32 0,58
H[e) 92 104-6 11,14 0,28 0,54

Na 92 244-6 12,55 CgHgN20s 12,50 0,52 -
16 95 236-8 12,58 0,41 0,43
IVa 95 116-8 23,65 CgH10N4O4 23,52 0,23 0,52
V6 92 180-2 23,61 0,47 0,61
Va 89 216-8 16,63 C13H14N4O7 16,56 0,30 0,57
V6 92 196-8 16,60 0,64 0,47

Via 45 >300 18,14 C11H10N4O7 18,06 0,27 -
Vi6 52 270-2 18,10 0,54 0,49

Vila 82 ~165 poax. 10,35 CeH13NOs - C1oH12N205 10,42 0,56 -
viie 87 ~190 po3kn. 10,30 0,27 0,52
Vilia 85 ~96 poskn. 11,05 C15H1gN30g 10,91 0,53 0,27
Vilie 87 ~130 poskn. 11,10 0,29 0,51

*CucTemMn posumMHHKKIB NpK BnaHavenHi Rf HaBeneHi B ekcnepuMeHTanbHi HaCcTuHI.
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Tabomus 2
CrexTpanapHi XapaKTEPUCTUKY OTPUMAHMX CIIOJIYK
XapakTepucTyHi CMyrv NOFIHAHHS
Crionyka 14, (cm) Y, (HM)
Vs Vs

VNH vC=0 NG, NO, V(-0-C VC-OH VOH Amax
lla 3375 1725, 1670 1540 1300 1175 5 - 268,7
i 3310 1740, 1700 1510 1340 1175 - - 257.1,341,8
Ila 3350 1730, 1710 1540 | 1350 - 2900, 2520 ; 268,7
& 3310, 3130 1700, 1670 1520 1350 y 3570 ‘ 257,4, 341,0
Va %?2?7% e 1700, 1680 1530 1350 : . 5 263,3
V6 | 3350, 3300, 3250 | 1720, 1680 1520 1350 ; - . 250,4, 342,7
va |3360, 3336, 3280 | 1728, 1720, 1684 | 1524 1316 1188 | - - ;
V6 | 3360, 3320, 3290 | 1750, 1730, 1690| 1515 1335 1170 - - -
Via 3328 1725, 1700 1536 | 1348 : - : .
vi6  |3310,3300, 3260 | 1730, 1705 1520 1340 - - - -
Vila 2048 1697 1536 1352 ; - 3368 -
vii6 3552, 3304 1680 1512 1376 ] s 3504 .
Villa %%26%’ e : 112%%', i 1510 1340 : : 3250 271,9
ville 3;%%%: e ‘12%%, s 1500 1345 ; . 3243 | 253,9, 342,2

_ KHCNOT VC-OH BUABWIWCH CEPEAHBOI IHTEHCUBHOCTI
cmyramut ripu 3570, 2900, 2520 em™!. Yactory mornm-
HaHHg npu 2900 ta 2520 em™ Moxma iHTeprnperyBa-
TH, K yTBOopeHHst cnoaykoio (111 6) cneuudivHoro

AVMEpY 32 PaxXyHOK BiJIbHUX KWUCIIOTHMX Ipyn CKNamy
=) ee s HOL
R.X/OH v va,.»-——R [1}.

IY-cnextpanbuuili auaniz crioayk Via ta VI6
JAO3BOJIUB BCTAHOBUTH CHEKTPAIbHY OCOONMBICTL. Ha
CHEKTpOrpami MpakTUMHO HEMOXAMBO BHABUTH Ba-
JIEHTHMIA 3B 130K KMCHOTHOTO rigpokcuiny vC-oH. e
MOXHA MOSICHHUTY 3araJltHUM BIIMBOM HOTMPHOX
KapOOHUTLHUX TPyT alidatuuHOro pajuKay.

TigpoxcunbHi rpynu HyKpOBOIo 3aIHIIKY BHSIBIIS-
wrees y citonykax Viia, VII6, VIla, VIIIG mnpokoio
MTOIHTEHCUBHOIO CMYTOIO TTOTJIMHAHHS 3 MaKCUMY~
vom Tpu 3243, 3504 CM'I, {0 TIPU3BOAMTH A0 YCK-
MAHEHD 3 LICHTUDIKAIIEID BAUICHTHUX KOJHUBaHb, ¥
TOMY YMCJI | VNH-TPYI.

B enexkrpornux cnexrpax norimHanus (ECII)
CAOCTEPIFAOTHCS B OCHOBHOMY ABI CMYI'M HOTTIMHAH-
Ha npu 250,4-268,7 viM Ta 341,0-342,7 HMm.

Bubipxoso msis AeIKMX CHONyK Oyjia IpoBeaeHa
CIEKTPOCKOITiS SIEPHOIO MarHiTHOI'O Ppe3cHaHcy
(‘H-AMP).

AMP-crniexTpy A03BOTMINM BCTAHOBHUTH HACTYTIHI
XaPAKTEPUCTUKU: METWIbHA CKIafaHoedipHa rpyna
BUSIBJIAETBCSL Y BUCHSNI TPUIUIETHUX CUTHAXIB MpuU
1,32-1,34 m.0.; METHJIBHA apOMATWU4Ha — Yy BUTASALI
CUHTIETHOTO curHairy ripu 2,36-2,38 M.41.; MeTUJIRHO-
Ba cwiagHoedipHa rpyra jgae curHan npn 4,34-

4,36 M.1.; 3 TPOTOHK APOMATHYHOI CUCTEMHU Xapak-
TEPUBYIOTLCS CUTHATAMM BiITOBIIHOI iIHTEHCUBHOCTI
Ta MyJabTHILIETHOCTI B oBnacti 6,31-8,40 m.o.; mipo-
ToHM ~-NH-Tpyny — siK CUMHIJIETHI CUTHAIU Y Aiana-
3041 10,54-11,54 Mm.n.

CHHTE30BaHI CNOAYKMU 1i1aBajliCh CKPUHIHTOBO-
My TECTYBAHHIO Ha BMSIBJIEHHS MPOTH3aNaIbHOL, aH-
THOKCUAAHTHOIL, JIYPETUYHO1, AHTUMIKPOOHOT aKTUB-
Hocri. [ani GionoriyHol aKTUBHOCTI HaBeaeHi y Tabn. 3.

Bupyering ¢dapMakoaoriyHol aKTUBHOCTI 31i#-
cHioBajioch Ha Kadeapax MeAUKo-0i0A0rYHOro 1npo-
dimo HauioHanbHoi dapMaleBTuyHol akagemil Yi-
paiHu 32 3arajibHOBIIOMUMH METOINKAMU: MPOTH3a-
fajibHa — Ha MOJe/i KapareHiHoBoro Habpsaky [13],
AHTHMIKpOOHA — METOJIOM CEpiIHHUX PO3BEICHL Y
pinkoMy xuBmwibHoMy cepenosmui [10]. JdiypeTnudy
Ji10 AOCHIIXKYRUIN 33 HACTYMHOIO METO0I0: CIIOIYKH
peoauan y posi 50 mr/kr (i3oedexruBHa g03a Ti-
notiasuay EI50) Ha (oHI BOZHOTO HaBaHTaXEHHS
(5 Mu/100 r XMBOI MAc¥ TBapWHMU); cedy 30upann
niporsroM 4 TOOWMH i NPOBOAWMAN PO3PaxyHOK il Ki-
JILKOCTL AJISl KOXHO! eKCNepUMEeHTaIbHOI Ta KOH-
TPOJILHOI rpyMiM B itepepaxyHKy Ha 100 r xxuBoI Macu.
TIpenaparom nopisHsaHKs 6yB rinoriasug. [1po aHT-
OKCHIAHTHY aKTUBHICTb CTIONYK CYAMNM 3a iX 3[aT-
HICTIO BIUIMBATH Ha NEPEKUCHE OKHUCACGHHS JIMiaiB
GiomeMOpaH Ha MOeNt TOKCHYHOrO ypaXenHs re-
YIHKH LIYPIB YOTUPUXJIOPUCTUM BYTJIELEM Y FOPIB-
HSIHHI 3 ioHONIOM [8].

3a pesynbraraMu 0i0JOTIMHOrO TECTyBaHHs OyJl0
BCTAHOBACHO HACTVITHE!
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Tabmuusa 3
BiosoriuHa akTUBHICTE Ta rOCTPa TOKCHYHICTE OTPUMMAHUX CIOJIYK
AKTUBHICTb
Cramys. | o G et (/e |B Ty Ao Q)| ) A AT aHTUMIKpOGHa (MKr/Mn)* e
10 20 25 50 50 1 2 3 4

lla 0 11,4 - 16,34 354 62,5 250 250 125 >3000

16 - - - - 62,5 125 125 = -

llla - - - 0 125 62,5 125 125 -

16 12,3 | - 15,1 . . . . . .
Va 20,5 - 31,5 19,81 227 62,5 62,5 62,5 125 3500
V6 10,6 - 18,5 - - - - - 2900

Va - - - - 250 250 250 250 #
V6 14,0 - 19,4 - - - - - 3020
Vila 18,9 - 29,1 - - - - - >5000
Vil6 22,5 - 30,1 - - - - - >5000
Villa 32,4 - 39,2 2,63 100 250 250 250 250 >5000
Vili6 30,1 - 40,1 - 250 125 125 125 >5000

Bonbtapen| 37,5 - - - - - - - 360

loHon o - - 81 - - - - -

lnotiasup - - - - 200 - - - = -
Frakpunm - - - 312 | 156 | 812 | e25 | 2

*LLtammn mikpoopraxiamia: 1 — S.aureus ATCC 25923; 2 — B.subtilis ATCC 66337; 3 — E.coli ATCC 25912;

4 — Ps.aeruginosa ATCC 78857
**MNMepopanbHo.
***BHYTPILIHBOOYEPEBUHHO.

* MNOXiIHi 2-METUIHITPOOKCAHINIOBOI KUCJIOTH BUSIB-
JISIIOTh aHTUEKCYIaTUBHY aKTUBHICTb ¥ H03ax 10 Ta
25 Mr/kr, iX aKTHBHICTh 30UIbLIYETLCS MPOIOP-
uifiHo 103i. BBeieHHs1 10 CTPYKTYPH OKCaHiTOBUX
KUCJIOT MTIOKO3aMiHY CIIPUSIE€ MOCUIEHHIO ITPOTH-
3anajbHOI il Ta 3HUXEHHIO ITOCTPOl TOKCUYHOCTI.
3a aHTMEKCYJaTUBHOK aKTUBHIiCTIO CHHTE30BaHi
CMOJIYKW PO3TAUIOBYIOTECSH TAKUM YMHOM: TJIIOKO-
3WIaMiAn 2-MeTUIHITPOOKCAHIIOBUX KUCIOT >
III0KO3aMOHIEBI coni > rigpasuay > KUCIOTH >
eTuJioBi edipu;

* BULUEBKA3aHi TMOXiAHi He BUABISIIOTH aHTHOKCH-
JIAHTHOI aKTMUBHOCTI, aJie YUHATH AIYPETUUHY A0
(I1a, 1Va) na piBHi rinoriasuny;

* CMONYKU BKA3aHOIO PsILY BUSBISIIOTH Cla0Ky Oak-
TepiocTaTUYHY aKTUBHICTH Y BiIHOIIEHHI 30JI0TH-
croro crauiokoka, CiHHO1, KUUIKOBOI Ta CUHbBO-
THIHHOI MaMTUYoK;

+ 3a knacudikauier K.K.Cunoposa [9] cuHTe30BaHi
MOXi/IHi UABJIEBOI KUCIOTU BiJHOCSThCS 10 MaJIO-
TOKCUUYHUX PEHOBMH: IPU BHYTPILIHbOLITYHKOBO-
My BBeleHHi ix LDso = 2090-5000 mr/kr.

EKcnepumMeHTaIbHA YACTUHA
IY-cnekTpu peecTpyBai Ha criekTpodoToMeTpi
“Specord M-80” B TaGiierkax KBr. ECII BumipioBaim

Ha cnektpodortomerpi "Specord M-40" B aucTHNBO-
BaHill Boai Ta eraHoni. Cnekrpu '"H-AAMP sanucani
Ha ipunami “Bruker WP-100 SY” ta “Tesla B-54876”
B DMSO-Dg¢, BHyTpilHi# craHaapt — TMC.
XpomarorpadyBaHHsl B TOHKOMY LIapi COpOEHTY
nmposoAuIIM Ha rutactuHax “Silufol UV-254". TIposis-
JIEHHST TIPOBOJIMAY NapamMu ony abo Y®-cBiTiioM.
Erunopnii edip 2-meTni-5-HiTPOOKCAHINIOBOI KHC-
goru (ITa). o po3yuny 1,52 r (0,01 Mous) 5-HiTpo-
Tonyimuny-1,2 (Ia) y 10 M AbOasiHOT OUTOBOT KMCO-
™ Tta 1,6 r (0,02 Monb) nipuavHy KparuisiMy aoaa-
1o1e 2,04 1 (0,015 Monb) erokcanimxtopun. ITicns
OXOJIOMKEHHS BIMBalOTh 10 30 MIT BoAM Ta BindinbT-
posyioTh ocan. Buxin — 2,39 r (95%). Ilepekpucra-
JI30BYIOTH i3 BOAHOrO eraHoly. Cnexkrtp 'H-AMP;
1,34 (3H, T, CH2-CH3), 2,36 (3H, ¢, Ar-CH3), 4,34 (2H,
Kk, CH2-CH3), 7,68 (1H, o, H3), 8,01 (1H, 1, H4), 8,31
(1H, ¢, H6), 10,54 (1H, ¢, -NH-). Crnionyka 116 orpu-
MaHa aHanoriyno. 3HaueHHs1 Rf Bu3HaueHi B cucremax:
I1a: 1) aueroH : xnopodopm : rekcan (1:1:3), 2)
eTaHoJ : xyopocdopM : rekcaH (1:1:3);
[T 6: 1) miokcan : xsiopogopm : rekcan (1:1:3), 2)
anieToH : xjopodopm : rekcan (1:1:1).
B-N-erokcainrinpasua 2-meTwii-S-HiTpooxcanino-
Boi kucaorn (Va). o posuuny 2,38 r (0,01 Monn)
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rigpasnay 2-meTHI-5-HiTpookcaHU1oBol kucnortu (1Va)
y 10 mn IM®DA 1a 1,6 r (0,02 MoJib) nipuavHy Kpar-
asmu goaatots 1,5 r (0,011 Monsw) etokcaninxiopu-
Ay. PeakuiiiHy cymilu HarpiBaioTh TIPpOTATOM 5 XBU-
auH. [Ticast oxoNomKeHHs! BuBaloTh A0 50 M1 BOAK
ta BindinsTpoByloTh Ocax. Buxin — 3,0 r (89%).
[MepexpucranizoBylorh i3 BoaHoro giokcany. CriekTp
'H-IMP: 1,42 (3H, 1, CH2-CH3), 2,36 (3H, c,
Ar-CH3), 4,36 (2H, k, CH2-CH3), 7,60-8,40 (3H, M,
Ar-H), 10,46 (1H, c, -NH-), 11,00 (2H, ¢, -NH-NH-).
Cnonyka V6 orpumaHa aHajloriyHo. 3HayeHHst Rf
BU3HAYEH1 B CUCTEMaX:

1) mioxcan : xmopodopMm : rekcan (1:1:3), 2)
aueroH : xiopogopm : rekcan (1:1:1).

2-MeTma-5-nirpookcaniiopa gucaora (Iila). Ho
2,52 1 (0,01 Mosns) eTvtoBoro edipy 2-MeTHin-5-Hir-
pookcadinosoi kucnoru (Ila) momaiote 20 Mn 5%
po3unHy inkoro Harpy. Cymili s3alMiiaors Ha 12
ronuH. Tlicas gporo mnigkucmoiore HCI mo pH~2-3.
Ocaa BindinkrpoBytoth. Buxix — 2,06 r (92%). Tlepe-
KPUCTANi30BYIOTh i3 BOAHOI OLTOBOI KUCIOTH. CITO-
ayku II16 ta VIa,6 oTpuMyBanmy aHaIoTidyHo. 3HaYeH-
Hst Rf Bi3HavyeHi B cacreMax:

[l a: 1) — aueroH : xnopodopwm : rekcan (1:1:3);
[ 6: 1) — eranon : xsiopodopm : rekcan (1:1:3), 2)
— eTaHon : xjopodopm : rekcaH (1:1:2);

V1a,6: 1) — miokcaH : xiopocgopm : rekcan (1:1:3),
2) — aueroH : xsopodopmM : rekcan (1:1:1).

linpazna 2-mermin-5-piTpookcaniiosoi kucaoru (IVa).
Ho posumny 2,52 r (0,01 Mons) etunororo edipy
2-MeTuii-S-HiTpookcaHinool kuciaory (Il1a) y 30 mn
eraHony aonawTb 0,8 M rigpasuHrigpary. Yepes S
XBWIMH peakuiiiHy Mmacy nigkucnwolors HCl go
pH~2-3. Ocaxa BindinsrpoByiors. ITepekpucTanizoBy-
10Thb i3 BoaHoro giokcany. Buxin — 2,26 r (95%).
CrexTp 'H-IMP: 2.36 (3H, ¢, Ar-CH3), 6,31-7,70
(3H, m, Ar-H), 10,54 (1H, c, -NH-), 11,54 (2H, c,
-NH2). Crnonyka IV 6 orpumana aHanoriyHo. 3Ha-
yeHHsa Rf BU3HaueHi B cucremMax:

IVa: 1) — eranon : xysopodopM : rekcan (1:1:3),
2) — aueToH : xnopogopm : rexkcaH (1:1:3); IV6: 1)
- €TAHOM : XJlopocpopm : rekcan (1:1:1), 2) - alUeToH :
xnopodopm : rekcan (1:1:2).

I'moko3amonieBa citb 2-mMeTH -5 -HITPOOKCAHLIOBOT
gucaotu (Vila). Ciyib OTpHMYIOTH B3a€EMOJIEIO CHUP-
ToBHX po3unHiB 2,24 r (0,01 Monb) cnonyku Illa ta
1,8 r (0,01 Mons) rmoko3aminy. Ocan BindinerpoBy-
1016, IIpy HEOOXIHHOCTI CMUPT YaCTKOBO BiATaHSIOTDH
i 3HHKEHUM TMCKOM. Buxin — 3,44 r (82%). Cmo-
nyka VII6 orpuMana aHanoriuHo. 3HaueHHs Rf Bu3-
HaueHi B cucreMax: Vlla: 1) — miokcan : xnopocdopm :
rekcad (1:1:3), 2) — aileTon : xmopodopM : rekcan
(1:1:1);

VI16: 1) — aneroH : xaopodopm : rekcan (1:1:1),
2) — eranon : xjaopodopwm : rekcaH (1:1:2).

Tokosunamin 2-meTna-5-HiTPOOKCAHINOBOT KHAC-
nota (VIIIa). o posunny 2,52 r (0,01 Moss) crionyku
IIa y 20 M1 eradosny nonaxoth 1,98 r (0,011 Monb)
HoKo3aMiny. PeakuiitHy cyMilll 3ajIMHIAIOTh HA Tep-
MiH, TIpM AKOMY 3HHUKAE JIYXKHA peaxllisi cepeoBuila
(~8 rogun). Tlicas weoro mipxucmolors HCl mo
pH~2-3. Ocan sBigdineTpoBytoTs. Buxin — 3,27 r
(85%). TlepekpucTanizoBylTh i3 eraHoay. Criomyka
VIII6 orpuMana aHanorigHo. 3HayeHHs1 Rf BusHa-
YeHi B cUcTeMax:

VIIla: 1) — anetoH : xnopodopM : rekcau (1:1:3),
2) — eraHox : xnopodopm : rekcaH (1:1:3);

VIII 6: 1) — miokcaH : xyiopodopM : rekcas (1:1:3),
2) — anerod : xiopodopwm : rekcad (1:1:1).

BHUCHOBKHU

1. 3piicHEHNI CUHTE3 eTUIOBUX e(ipiB, IIIOKO-
3WIaMigiB, DIIOKO3AMOHIEBUX coneit, rinpasuiais 2-
MeTH-5-(6-)HITPCOKCaHIIOBIX KUCIOT Ta 3-N-ero-
KCaNUITapasniiB 2-MeTHi-3-(6-)HITPOOKCAHUTOBUX KHC-
JIOT.

2. Byaosa Ta YuCcTOTAa CUHTE30BaHUX CMOYK TTi-
TBEpIKEHA JaHuMH ereMenTHoro, 1U-, SIMP-, YP-
CIIeKTpanbHOro Ta XpoMmarorpadiyHoro aHauisis.

3. 3a pezynpraramMu (apMaKoJOTIYHUX AOCIHTI-
XeHb 3HallAeH] CIIOYKU 3 BUPAXKEHOIO IIPOTH3aNalb-
HOIO Ta HNiypeTUYHOIO aKTHBHICTIO. BBeaeHHA B
CTPYKTYPY OKCAHIIOBHUX KACJIOT ITIOKO3aMiHy CIPUSAE
MABMINEHHIO NPOTU3AriajibHOIL Ail Ta 3HVDKEHHIO TOCT-
POi TOKCWYHOCTI. BusiBieHi 3aKOHOMIPHOCTI 3B’SI3KY
“CTpyKTypa — TIpoTHM3ariajbHa aKTHUBHICTH” cepel
MOXIMTHUX 2-MEeTWIHITPOOKCAHIJIOBUX KHUCIOT.
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YAK 547.551.42:547.546:577.15/17.07

CUHTE3, PU3UKO-XUMUHWUECKWE CBOVICTBA U BU1O-
JJOTMYECKAA AKTUBHOCTBb MPOM3BOAHBIX 2-ME-
TWIHUTPOOKCAHUNOBBIX KUCIO0T

B.A Spemenko, C.I"'Hcaes, A M.[Tapnit, U.A.3ynauey
OCyLLECTRACH CUHTE3 NPOU3BOAHBIX 2-METHA-5-(6-)HU TPOOKCAHM~
JIOBBIX KHCJIOT. B nipoliecce 3KeneprMeHTa noATBepXKACHO CTPOSHUE
NOAYYSHHBIX coearHeHmit ¢ nomoiuwio UK -, YO-, SIMP-cnekTpos,
M3YYEeHbl MX HEKOTOPbIe (PU3NKO-XMMUYECKUE CBOMCTBA, 4 TAKKe
YPOBEHb NPOTHBOBOCMANUTEABHOMN, ANYPETHYECKOI, AHTUOKCH -
JAHTHOH M aHTUMMKPOOHOI akTuBHOCTH. B pesynbrate Guonory-
4ECKOro CKPUHUHIA YCTAHOBAEHO, UTO BBEICHWE OCTaTKa [J1t0-
KO3aMyHA B CTPYKTYPY [IOJIYUEHHBIX COSAMHEHMH NPUBOAMT K
CHIKEHUIO ocTpoii TokewuHoctH ¢ 3000 a0 5000 mr/xr.

UDC 547.551.42:547.546:577.15/17.07

SYNTHESIS, PHYSICAL AND CHEMICAL PROPERTIES
AND BIOLOGICAL ACTIVITY OF 2-METHYLNITROOX-
ANYLIC ACIDS DERIVATIVES

V.D.Yaryomenko, S.G.Isayev, O.1.Pavliy, I.A.Zupanets

The synthesis of 2-methyl-5-(6-)nitrooxanylic acids derivatives
has been performed. During the experiment the structure of the
compounds obtained has been confirmed by IR-, UV-, PMR-
spectra, some of their physical and chemical properties as well
as the level and their anti-inflammatory, diuretic, antioxidant and
anti-microbial activity have been studied. The biological screen-
ing revealed that the introduction of glucosamine residue into the
structure of the compounds obtained led to the decrease of the
acute toxicity from 3000 to 5000 mg/kg.



