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CUHTES TA BITACTUBOCTI 1-AJKII-4-(®YPAH-2-IIIMETUI)AMIHO-1,2,4-TPIA30NIA
TA 3-AJlKIN-, FTETEPUNTIO-1,2,4-TPIA30N-3-TIOHY
Banopisbkul depxagHuli MeOu4yHUUl yHieepcumem
Knrouosi cnosa: 1,2,4-mpiazonu, cunmes, 6io102i4Ha aKMUGHICMb.
Knroueswte cnosa: 1,2,4-mpuazonvi, cunmes, 6U0I02UYECKAsL AKMUBHOCHb.

Key words: 1,2,4-triazoles, synthesis, biological activity.

BuBueHo onTuManbHi YMOBH OTPUMAHHS JSSIKHUX MOXITHUX 4-((dypaH-2-inMeTmin)amino-1,2,4-tpiazomy, 3-TionoxigHux 5-¢eHin- ta 5-
MeTua-4-(2-metokcudenin)-1,2,4-Tpia3ony Ta HOCTiHKEHO iX OionOridyHy akTUBHICTH. [IpoBeneHi HOCHiIKEHHs CBiAYaTh HPO
MEePCIEKTUBHICTD MOUIYKY 0i0JOriYHO aKTUBHUX PEYOBUH y JAHOMY PSILy XIMIYHHX CIIOIYK.

W3ydens! onTUManbHbIe YCIOBHS MOTyIeHHSI HEKOTOPBIX IPOU3BOAHBIX 4-((ypaH-2-miMeTni)aMuHo-1,2,4-Tpra3ona, 3-THONPOu3-
BOJHBIX S-peHu- i 5-metui-4-(2-metokcubenun)-1,2,4-Tpua3ona u nccieoBaHa Hx OHOIOrnuecKas akTHBHOCTh. [IpoBeieHHbIe Hcclte-
JIOBaHMS CBUJICTEIBCTBYIOT O EPCIIEKTHBHOCTH MOMCKA OMOIOTHYECKH aKTUBHBIX BEIIECTB B IAHHOM PSIJIE XHMUYECKUX COCIMHEHHUH.

With the aim of studying of optimal conditions by obtaining of some derivatives of 4-(furan-2-ylmethyl)amino-1,2,4-triazole, 3-
thioderivatives S-phenyl- and 5-methyl-4-(2-methoxyphenyl)-1,2,4-triazole and definition of their biological activity. These investigations
testify to prospects of search of biologically active substances in the given range of chemical compounds.

PiSHOMaHiTHi JTOCITIPKCHHS B TaTy31 CHHTE3Y, BUBUCHHS
BJIACTUBOCTEH Ta XIMIYHNX [IEPETBOPEHb MOXiHuX 1,2,4-
Tpia30J1y CBi4ATh IIPO MEPCIIEKTUBHICTH LIOTO PSY CHOIYK.
Binomo, o ankin-, apuii- Ta TeTePrIIIIOXiTHI S-3aMIilIeHuX
1,2,4-Tpiazony Ta l-ankinzamirueHi 1,2,4-Tpia3oiry BUSBILSIIOTH
BUCOKY O10JIOTIYHY aKTHBHICTb, & caMe: NMPOTH3aIlajbHY,
aHaJIbIEeTUYHY, HEHPOTPOIIHY, aHTUOKCHJIAHTHY Ta HPOTHT-
pHUOKOBY aKTHBHICTb [1].

Bpaxosytoun 11i haxtr, METOIO nanoi POBOTH 0yB cun-
T3 HEOIMCaHUX PaHillIe B JIITepaTypi MOXiJHUX aJIKiJI-, apHII-
Ta rerepuinoxinaux 4-R-aminonoxigaux 1,2,4-tpiazoiy ta 3-
TionoxigHux 1,2,4-Tpiazony 3 HACTYIHUM BHUBYEHHSM (izu-
KO-XIMIYHHX BJIaCTHBOCTEH Ta 0i0JNOTi1YHOI aKTHBHOCTI
OTPUMAaHUX CIIOJYK.

Jnist oTpuMaHHs S-TIOX1THUX B SIKOCTI BUXIZTHUX PEIOBHH OYITH
BHKOpHUCTaHi 4-(2-MeTokcudenin)-5-merin-1,2,4-Tpiazon-3-TioH
(1) ra4-(2-merokcudenin)-5-denin-1,2,4-tpiazon-3-tioH (2).
Panime Oyio BCTaHOBJIEHO, 1110 AJKUTYBaHHS ITPOXOAUTH IO
aromy cyiab(ypy 3 YTBOPEHHSIM BiINOBITHUX S-1toXinHuX [3].

ArximyBanns 4-(2-metokcudenin)-5-R -1,2,4-tpiazon-5-tio-
Hy TaJOITHUMH aJKaHAMH (TIPOMIOPOMIT, IEHTHIOPOMIT,
TEeKCHIIXJIOPHUI, OKTHIOPOMIJl, HOHIIOPOMIi, TeIHUIXIOPH]I,
[UKJIOTENITHIIXJIOPHUT) IPOBOAWIIN B CEPEIOBHIII €TAHOITY B
npucyTHocTi syry. [licas HarpiBaHHS peakuiiHy CyMill
(biIpTpYBaIM, PO3YMHHUK BUIIAPOBYBAIU Ta OTPUMYBAIH
BI/IMOBI THI CIIOJTYKH.

BynoBa cuHTE30BaHUX CIIOJIYK MiATBEP/KEHA 33 JOIOMO-
TOI0 eJIEMEHTHOTO Ta CIIEKTPaJIbHOTO aHaIi3y, a IX 1HIUBILY-
aJIbHICTh METOJOM TOHKOIIapoBoi xpomarorpadii. B
[Y-cnexTpax uX CHONYK € 9iTKi cMyTH KonmuBaHb CN-rpym B
Mexax 1620 - 1580 cm™! Ta cMyru KOJIMBaHHS METHIIBHUX Pa-
JIIKAJIiB Iy JOBKuHI XBrmi 2950 - 2900 cm .

EKCIIEPUMEHTAJIBHA YACTUHA

Xsopuau (opominu) 1-ankin-(apui-, rerepui-)-4-aiakina-
MiHo-1,2,4-Tpia3onist

Cymim 0,01 monb 4-ankinamino-1,2 4-tpiazony Ta 0,01 Moib
BIJIMTOBITHOTO T'aJIOIHOTO aNKiTy y 30 MIT H-IipomnaHoy (i301-
pomnaHoity, H-OyTaHOITy), KUIT'STHIIH IIPOTSITOM 8 TOIMH, PO3-
YHHHHUK BUMTApOBYBAIM Ha BOJIsAHIH OaHi. [1epexpucranizyBanu
3 MeTaHouTy (i3 CyMiIlli €eTaHOITy Ta BOJH Y CITiBBiTHOIICHHI 4
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1, aneToHy Ta Boau - 4 : 1). CHHTE30BaHi CHOIYKH SBIISIOTH
coboto Oii abo KOBTYBATi KPUCTANIUHI PEYOBUHH HEPO3-
YHMHHI Y BOJIi, PO3UUHHI B OpraHiyHuX po3unHHuKax (Ia -V a).

AJIKLUI-(apuit-, reTepuil-)- noxiaHi 4-(2-merokcudenin)-5-
MeTwJI((enin)-1,2,4-Tpiazos-3-Tiony

Jlo po3unny 0,01 Mok HaTpii rigpokcuay B 30 M1 eTaHOIY
nmonasanu 0,01 Monb BinmoBigHOTO 4-(2-MeTokcHpeHiN)-5-
metwii(denin)-1,2,4-rpiazon-S-tiony Ta 0,01 mons ranore-
HastkaHy. Cymim Kuim'sTaimd S5 - 16 rogus. [11st aHasizy Crionyku
MepEeKPUCTATI30BaHI 13 €TaHOIy, alleTOHY, NPOIaHoiy abo
CyMiIri aneToH - Boga 3 : 1.

CuHHTEe30BaHi CIIOJYKH SIBJISAIOTH cO00I0 011 KpucTatiyHi
PEYOBHHM HEPO3YMHHI Y BOJIi, PO3UYMHHI B OPraHIYHUX PO3-
ynHHKKaX (16 - X 0).

BioJstoriuni B1acTuBocTi

Bci cuHTE30BaHI CMIOMYKH BHBYAIIM HA TOCTPY TOKCHYHICTS.

JocimkeHHs IpoBOAMIH 3a ekcripec-meronom B.B. TIpo-
30pOBCHKOTO Ha O1MX 1ypax JtiHii Bicrap [5]. Ins Bu3HaYeH-
nsa LD, 5-R -4-(2-merokcudenin)-1,2,4-tpiason-3-TioHis Ta ix
TIOMOXITHYX Ta rajoreHiniB 1-ankin-(apmi-, rerepui-)-4-aJKi-
namino-1,2,4-Tpiazoiisi BAKOPUCTOBYBAJIH S TPYIl TBAPHH 110 2
CIIOCTEPEIKEHHS1 B KOXKHIH 3 J0/IaTKOBIM BUKOPUCTAHHSM OZIHIET
TIOIepeIHBO1 Ta HacTyIHOT 103u. Bojopo3unHHi criostyku po3-
YUHSUIH B 1,5 MJI IMCTHIILOBAHOT BOJIW 1 YBOAWIIH, 3 IOAEPKAH-
HSIM IIPaBIJI aCETITUKHU Ta aHTUCETITUKY, 3a JIOTIOMOTOO ILITNPHLA
BHYTpIIIHbOYEPEBHO. BojoHepo34MHHI crioykH cTabiizyBa-
71 TBIHOM-80 1 BBOAMIIM Yepe3 MEeTaleBHi 30H B IIUTYHOK.
CrioctepesxeHHs TPOBOIMIIN UYepe3 24 roAnHH.

Bci cuHTE30BaH1 HAMU CIIOJIYKH 3T1THO 3 KiIacH(iKaIlieo
Cunoposa 1.K. HanmexaTh /10 Kjacy moMipHO- 200 MalOTOK-
cuyHuX. AnkinyBaHHs 4-(2-mMeTokcudeHin)-5-meTmi- ta 4-(2-
MeTokcu(eHin)-5-¢enin-1,2,4-Tpia30-3-TiOHIB TaOiHUMU
JIKaHaMH MTPU3BOIMTH JIO IiIBUIIIEHHSI TOKCHYHOCTI CIIOJIYK
TI0 Mipi OIOBKEHHSI BYIJIEIIEBOTO JIAHIIIOT'a aJIKUILHOTO pa-
mukany (cnoayku I 6 - 1V 6, IX 6, maba. 2). Pesynbraty, siki
Oy/y OTpHMaHi B X0/1i O10JIOTTYHHX JOCHTIHKEHb OTPHUMAaHIX
CIIOJIYK, 3aCBIAUYIOTh NP0 HasIBHICTh aHTMMIKPOOHOI, Mpo-
TUTPUOKOBOT Ta MPOTH3aNaIbHOT aKTUBHOCTEH, SIKi HE TIepe-
BUILYIOTh €TaJIOHH TOPIBHSAHHS 200 HAOIMKAIOTHCS 10 HUX.
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Tabruys 1 Tabruys 2
Tanoreninn 1-anxin-4-(gypan-2-im)amino-1,2,4-Tpiasomis AJIKin-, rerepuymoxiaHi 4-(2-meroxcudeHin)-5-MeTHI
Z_S_R (¢enin)-1,2,4-Tpiazon-3-tiona
B —x
. Had
i\‘ u‘/<v>\s—u
HN_P?A@
OCH,
)
Ne R Hal T.nn, °C |Bpyro-chopmyna |Bwuxia, %
cnonyk Ne 3HaugeHo, % 0O6ucneHo, %
Ta CoHinr Br 90-92 | CrHioBrCIN, 75 cromy | € H N S ¢ H N S
T o T =52 R BNO =5 16 50,31 | 6,54 | 1595 | 12,17 | 5929 | 651 | 1596 | 1218
6 | 61,84 | 7,24 | 1444 | 11,08 | 6182 | 726 | 14,42 | 11,00
ia CoHio Br 55-57 Ci7Hz7BrN,O 77
v o T B T CoEND = 6 | 6564 | 839 | 1207 | 925 | 6567 | 841 | 1209 | 9,23
V6 | 6647 | 863 | 1165 | 889 | 6644 | 864 | 1162 | 887
Va XrnopuwmknorekcaH Cl 107 - 109 C12H14CIN,O 84
V6 | 6332 697 | 1388 | 105 | 63,33 | 698 | 1385 | 1057
[ponos:xenns mabn. 1 Vi6 |6035| 477 | 1881 | 1076 | 6038 | 473 | 18,78 | 1075
VIIG | 56,14 | 413 | 16,36 | 938 | 5,13 | 412 | 16,36 | 9,37
Ne 3HanpeHo, % O6uucneHo, %
VIIG | 56,14 | 413 | 16,35 | 938 | 56,13 | 412 | 16,36 | 9,37
cnonyk c H N c H N X6 | 7001 | 782 | 992 | 7.57 | 7088 | 785 | 992 | 757
la 45,68 6,11 17,73 | 45,72 6,08 17,77 X6 | 66,67 | 445 | 1559 | 88 | 66,65 | 447 | 1554 | 890
ia 4991 | 655 | 1458 | 498 | 654 | 1454 TpoxoBKenHst madi. 2
Iha 51,17 6,78 14,06 51,13 6,82 14,03 Ne R R, T.nn.,°C BpyTo- Buxia,
cnonyk cdopmyna %
IVa 59,89 8,61 16,41 59,90 8,57 16,44 6 o CH, 5770 CrHN0S 51
Va 53,58 7,07 20,65 | 53,53 7,07 20,69 116 Cshhs -CHs 73-76 C15H21N;0S 42
116 [ -CHs | 118-120 C1gHzoN 508 65
: . : V6 CioHoas -CHs 64 - 67 C20H31N50S 45
BuBuenns HpOTI/IMleO.6H01 aKTI/I]?HO'CTl MIPOBOJAMIIN HA OK- VG Trorexonn T CHs Y CoHaN0S 75
PEMUX TECT-KYJIbTypax MIKpOOPIaH13MIB, IPEACTaBHUKAX K vl 6 CsHsN -CHs | 189-192 C15H14N.OS 64
. . .. VIl 6 CsHi-2-NO, | -CHs | 157 - 160 CieHhaNsO5S 78
TPaMITO3UTUBHOI, TaK i TpaMHETaTHBHOT MiKpO(IIOPH, TAKHX I CoMidNO, | -CH, | 123-126 CioPha N0 S 53
SIK cTa(h1ITOKOK 30JI0THCTHH (S. aureus), majnudKa aHTPaKoi Ly IX6 CaoHas CoHs | 53-55 CasHasN 208 58
X6 CsHsN CeHs | 209 - 211 C20H16N40S 54

(B. antracoides), kumikoBa manu4aka (E. coli), mporeii (Pr.
vulgaris), cuapoTHiHA mannyka (Ps. aeruginosa).

AHTUMIKpOOHY aKTHUBHICTH OI[IHIOBAIH 332 METOJOM
MiHIMaIBEHOI 0aKTepioCTaTHIHOI KOHIIEHTpPAIIil XiMIYHOT pe-
4oBUHH B MKI/MJ [10]. SIk eTanoHu NOPiBHSIHHSA BUKOPHCTO-
BYBaJIU €TAaKPUANHY JIAKTAT Ta Qyparmii.

Jnst BUpolyBaHHS TpUOKIB BUKOPHUCTOBYBAJIM CEPEIOBH-
uie Cadypo (pH 6,5 - 6,8). HaBanTaxenns ix ckinanano 500000
PENpOIyKTUBHUX Tijenb B 1 MII.

[IpoTnzananbHy aKTHBHICTh CHHTE30BaHUX CIIOJIYK BU3HA-
yasm 3a MmetozioM Ctpenbhikosa F0.€. [11]. EkcynarupHe acer-
THYHE 3alajeHHs BUKJIHMKaJIM HUISIXOM BBEJCHHS Iij
aTlOHEBPO3 IOJIOHHOT TOBEPXHI 33 HIX KIHI[IBOK OLTHX MAIFOKIB
ninii Bictap 2,5 % po3uuny Gpopmaiiny. Peectpariiro HaOpsi-
Ky 31i/{CHIOBAJIM BOJIOMETPUYHUM METOJIOM. BuMipu 06'emy
KIHIIIBKY IIPOBOTUIIN HA 5-1if TOMHI ITICJIs BBEACHHS arcHTa,
110 BUKJIMKAB 3allalbHy peakuito. [Ipenapat BBOAWIN OTHO-
pa30Bo 3a 2 rofuHu 0 iH'exiii ororeny. Kourposem ciy-
TYBaJIM IHTaKTHI TBApWUHM i TBAPUHH, SKUM 32 TOJIUHY JIO
BBe/ICHHS (DJIOrOreHy BBOIUIIH B IUTYHOK OyTamion y 1031 100
MI/KL. JI1s1 HOPIBHSIHHSA Ta BIPOTIIHOCTI pe3yNbTaTiB y BCIX
BUIIaJIKaX BUIPOOYBAHMUX CIIOJYK i Ipenaparis, 110 Opanucs
SIK €TAJIOHH MOPIBHSAHHSI (OyTai0H, IHIOMETAIHH), 3aCTOCO-
BYBAJIU /1034 B KiibKocTi 1/10 Bix LD,

BUCHOBKH

1. Bzaemopiero N-(¢ypan-2-inmernn)-4H-1,2,4-tpiazon-4-
aMiHa 3 raJloreHaJIkaHaM¥ OTPUMaHI BiITOBI/IHI raloreHiIn
1-ankin-4-(dypan-2-in)amino-1,2,4-rpiazois.

2. Peakuiero 4-(2-metoxcudenin)-S-merun(denin)-1,2,4-tpia-
30J1-5-TIOHY 3 raJlOreHaJIKaHaMH Ta rajJoreHreTepoLUKIaMH
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B IIPUCYTHOCTI €KBIMOJISIPHOI KIJIBKOCTI JIyT'y CHHTE30BaHi
aJKiN- Ta reTepuinoxinHi 4-(2-merokcudeHins)-S-MeTu
(denim)-1,2,4-Tpiazon-3-TioHa.

3. BuBueHi 0i0JIOTi4HI BIaCTUBOCTI CHHTE30BaHHX CIIOTYK
Ha HAsIBHICTh aHTUMIKPOOHOT, IPOTUTPUOKOBOT Ta IPOTU3A-
MaJbHOI aKTUBHOCTEH.
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