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CHUHTES I ITIPOTUMIKPOBHA AKTHBHICTD
N-[(4-ITPA3OJLT)METIWI]BEH3O0JICYJIb®AMIAIB

Crnionyku 3 cyabdaMiTHUM (PparMEHTOM Y CBOIM CTPYKTYPI € MENITHAOMIMETH -
KaMH | IIMPOKO BUKOPHCTOBYIOThCS B MEIMUMHI AK NMPOTUMIKpOGHI nmpemnapaTH.
Cepen HMX BapTO BiI3HAYUTH PSI CYNTbGOHOMOXIAHUX TE€TEPOLMIITIYHUX aMiHIiB —
Hopcyhnedason, cynedasud, erason, digonpuM [6]. TTonryx HOBUX AiKApCHKUX 3a-
cobiB JaHOro Kiacy oO6yMOBJIEHHMM MOSBOW CTIHKMX O Iil BiZoMMX rpenapaTis
wrraMmiB 6axrepiit. B acniexri cnpsiMoBaHoi Moaudikalii cynbgaMigHHX IIpenaparis
BHIAETHCS ITEPCNEKTUBHUM BUKOPUCTAHHS AK FeTepOLMKITIYHOI CKJIAM0BOI Iipa30)ihb-
HOTO 3alMIIKY, OCKINbKM B pAny 4-GyHKUIOHAMLHO3AMILIEHNX Tipa30iB 3HalIeHi
PEYOBHHH 3 NMPOTUMIKPOOHOIO aKTHBHIicTIO |1—4, §, 9].

ba3oBHMU CrIONyKaMH HaHOTO OOCHiKeHHs1 6yau obpaHi HellogaBHO [5] CHH-
Te30BaHi HaMHU 4-aMiHoMmerunnipasonu (I a-€). BcraHoBieHo, 110 TIpU HarpiBaHHI B
ALETOHITPWJII B NPUCYTHOCTI TPMETUIAMIHY BOHHM BiIHOCHO JETKO allMII0IOTHCH 3a-
MmilieHUMH DeRr3oicyabdoxiopuaamMu (I1 a, 6) 3 yTBOPpEHHAM 3 BUCOKMMMH BUXONA-
MU N-[(4-mipaszonin)meTun]Gensoncynedaminis (I1T a-1).

CunresoBani crionyku III a-i (rabn. 1) — Ge3bapBHi KpHUCTaNniyHiI peYOBUHH,
06GMeXeHO PO3YMHHI B OPraHiYHUX PO3YMHHUKaAX, okpiM IMCO, IM®A. Ix innu-
BiIyaJIbHICTh MiATBEPAXEHA METOJOM TOHKOIIApOBOi XxpomaTorpacdii, cknan — pe-
3y1bTaTaMH €1EMEHTHOTO aHaNi3y , a CTpyKTypa — gaHUMU IIMP-crekrpis.
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Ar = CH,(la); 4-FC,H,(16); 4-CIC H,(Ip); 4-BrC H,(Ir); 4-CH,C,H (In);
4-CH,0C,H, (Ie); R=CH, (Ila) ; NHC(O)CH, (1I6)

B ITMP-cniexTpax CHHTE30BaHHX CIIOJNYK HasgBHI Oy6JIeTH NPOTOHIB METHIEHO-
BUX Tpyn B gianaszoni 3,97—4,02 m.u (J = 2,0 I'n), cuarmeru C—H?’ npoToHiB mipa-
30/IbHOTO LUKIY B iHTepBaji §,12—8,23 M.y, TputiieTy cyapdamignux NH nportoHis
y giasiHui 7,81—7,90 mu (J = 2,0 Tu) Ta MyILTUIUIETH aPOMATUUYHUX MPOTOHIB ¥
TUTIOBIM Ans HUX AisAHLi 6,88—7,89 M.y,

EKCHE])HMEHTHJ]]:HH YaCTHHA

Xix peakiii#t i YMCTOTY CHHTE30BAaHUX CMONYK KOHTpONOBaiu MetogoM TIIIX
Ha ruractTuHax «Silufol-UV-254» B cuctemi aietnmaosuit edip—xmopodopm (1:3).
TMP-criektpu peecTpyBaiy Ha crnexrpodoromerpi Varin-Gemini (300 MI'u) B
posuynHi JMCO-d,, BHYTPilUHi}# cTaHAAPT — TeTPAMETUICUIIAH.

N-[(1,3-Andeninnipazon-4-in)merna] -4-mMernndenszoncyandamia (IIla). o pos-
yuHy 1,25 r (5 mmons) amiHy (la) B 15 ma aneroHiTpuay nonasanu 0,95 r (5 MMons)
cynpdoxnopuny (Ila), 0,5 r (5 MMOJIB) TpUETWIAMIHY i HarpiBamu NMpu KW STiHHI
npotsarom 2 rog. Cymitr oxofionxysanu, nogmaBanu 30 Mn soxu. Ocan BiadineTpo-
BYBaJIK, TIPOMUBAIM BOIOIO, CymImian. Buxin — 98 %, kpucTanizyBaau 3 OITOBOI
KHCIIOTH.

Crnostyku 11 6-1 orpuMyBanu aHanoriaHo.

Tadnuuga 1
N-[(4-lipazoain)memuaJenzoacyavpamiou (111 a-i)

Cno- .~ | Buxia, 3Hannero, % Emnipuvina Bupaxyvato, %
Ayka Ar R T. Tona., °C % C H N hopmyna C H ~
Illa| CH, CH, 175—176 | 98 [68,26]5,18]10,61] C,H,N,0.8 [68,36] 5,25]10,41

1116] CH. | NHC(O)CH, |220—222] 59 [64,49(4,90]12,65] C,H,N,0,8 |64,56] 4,97 ]12,55
Ills] 4-FCH, CH 135136 92 |65,51]4,63|10,07] C,.H, FN.O,S |65,54| 4,78 | 9,97

3 2320

Illr| 4-FCH, NHC(O)CH, | 210211 54 [62,00|14,47]12,16| C, H, FN,O.8 62,06 4,56 | 12,06

2421
lla| 4-CICH, CH, 151—152| 93 |62,98[4,50(9,69| C,H,CIN,0,S [63,08] 4,60 | 9,59

llle] 4-CIC,H, | NHC(O)CH, | 178—180 | 65 |59,83[4,30|11,76] C,,H, CIN,0.S [59,93[ 4,40 [11,65
1% 4-BrCH, CH 148—149| 95 [57,20[4,03] 8,88 | C,H,BN,0,S 57,27 4,18 8,71
1i13] 4-CH.CH CH 132—133] 95 |69,00]5,50[10,16] C,H,N,0,8 [69,04] 5,55 10,06

36 4 3 23 373

Hli| 4-CH,OCH, CH, 165—166{ 76 166,405,311 9,79} C,H,N,0O,8 66,49| 5,35| 9,69

1117] 4-CH,0C H, | NHC(O)CH, | 208—210 61 |63,24|528[11,51] C_H,N,0,8 |63,01] 5,08 11,76

24 44

3

[TpoTUMikpoOHY aKTHBHICTL CHHTE30BAHMX CIOJYK BiZHOCHO ETAAOHHUX LITAMIB
rpaMmo3uTHBHUX (S. aureus ATCC 25922, E. faecolis ATCC 29213, B. subtilis 8236F800)
ta rpamHeraTuBHUX (E. coli ATCC 29922, P. aueruyinosa ATCC 27853) 6akrepiit
BH3HAYAIH CTAHOAPTHUM METOXOM CEPIMHMX MOABIMHUX PO3BCACHL Y M SICOMICNITOH -
HOMY OYJAbHOHI npu OaKTepialbHOMY HaBaHTaxXeHHi 2,5+ 10° MiKpOOGHHX OOMHWLD
B 1 cMm? posuuny [7]. 3a milouy Ho3y mpuiMaiu MiHIManbHY MPUTHIYYIOYY KOHIIEH-
tpauilo (MITK) crionyk — MakcuManbHe PO3BEICHHS, K€ IPUBOANTD IO [TOBHOIO
MIPUTHIYEHHA OaKTepiaIbHUX TECT-KYABTYD.
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Tabnuus 2

IIMP-cnexmpu cnoayx (111 a-i)

Croayka [ C(O)CH,3H,C | CH,3H,C | CH,2H, 38 J=20Tu | Apomatnuui npotonu, M | C-H* I|H,C Triui npoToHM
1Ha - 238 4,02 7,29-7.89 (14H) 8,20 7,89 (1H, r, NI:I)
B . 7,84 (1H, 1, NH),
HI6 2,08 4,01 7,28-7,72 (14H) 8,21 16,23 (1H, ¢, NH)
[l - 2,32 3,99 7,16—7,68 (13H) 8,20 7,90 (1H, 1, NH)
~ _ 7,84 (1H, T, NH),
Hlg - 2,38 3,99 7,27-7,77 (13H) 8,23 7,90 (1H, 1, NH)
~ _ 7,82 (1H, T, NH),
Ile 2,09 3,99 7,29-17,75 (13H) 8,22 10,24 (1H, ¢, NH)
1% - 2,39 4,00 7,28—7,76 (13H) 8,23 7,89 (1H, r, NH)
- - 2,40 3H, ¢, CH,),
113 2,37 3,99 7,20-7,74 (13H) 8,12 7,88 (1H, 1, NH)
. N - 3,82 (3H, ¢, CH, ),
i 2,38 3,98 6,91-7,69 (13H) 8,16 7,86 (1H, 1, NH)
; _ B 3,81 3H, ¢, CH,0),
i 2,08 3,97 6,88=7,70 (13H) 8,19 7,81 (1H, v, NH)

Pesynbratu nocaizxerns (Taba. 3) TaGauus 3

NoKasanu, wo cyaehaminu 111 a-i MaloTe Pesyaremamu auaverns npomumixpobuoi axmuenocmi
cunmesoeanux cnoayk (111 a-i)

MOMipHY NPOTHMIKpOOHY miro. Haibinpiu

YYTIUBUMH 10 IHX CIOJIYK € LITaMH 30- MBLIK , Mir/w
70THCTOTO cTadimoKoKa (S. aureus ATCC  Cromyxa |3, sureus) E- lecalis) 8. suoilis) B, colf P. acuruginosa
25925). 25023 | 2923 | Fso0 [25922| 27853
lia 125 125 125 125 125
BucHoBKM 6 312 125 62,5 125 125
1. Po3pobaenuii meton cuHTE3y HO- s 125 125 125 125 125
BUX N-[(4-nipazon)meTnn]6eH30CYAb- Iir 155 625 312 125 125
¢amizie, OynoBa AKNX MiATBEpAXEHA Mx 62,5 125 125 125 125
elIeMeHTHUM aHanizom, [IMP-cnekrpo- e 3.2 125 125 125 125
CKOI€, & iIHAMBILYaNbHICTh — TOHKO- Mx 125 125 125 125 125
1apoBOI0 XxpoMarorpadielo. H1s 62,5 125 125 125 125
2. BcraHoBneHO, 10 CHHTE30BaHi i 62,5 125 125 125 125
CIIONIYKH BHABISIOTH IOMipHY MPOTUMIK-~ i 31,2 125 125 125 125
pPOOHY aKTHBHICTB. Crpenrounn 62,5 31,2 62,5 62,5 125
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M. K. bpamenko, B.4. Yoproyc, O.H. Manumapuayx, M.B.Bosx, I.IT. Eypdeniok

CHUHTE3 U TPOTUBOMUWUKPOBHAS AKTUBHOCTE
N-[(4-ITHPA3OJTUTYMETUA]BEH30JCYJIBOAMUIIOB

Ocywectanen chntes HOBBIX N-[(4-mpasonummerni]GenaoncynndpaMuioB aLUIHPOBAHKEM 4-aMH-
HOMETHIINNPA30NOB GeH30ACYTb(OXTOpUAaMU. CTPOEHHE TNOMYYEHHBIX COEAUHEHUH TONTBEPXKIEHO 3NE-
MEHTHBIM aHanu3oM, [IMP-crnekTpockonieit, a MUHAMBHAYANBHOCT — TOHKOCROWHOW XpoMatorpadwHeit,
[Noka3aHo, 4TO CHHTE3MPOBAHHbBIE COEIMHEHMNS TPOSIBIAIOT YMEPEHHYIO MPOTUBOMHKPOBHYIO aKTUBHOCTS.

M.K.Bratemko, V.O.Chornous, Q.1 Panimarchuk, M.V.Vovk, I.P.Burdenuk

SYNTHESIS AND ANTIMICROBAL ACTIVITI
OF N-[(PYRAZOLYL)METHYL]BENZENESULFAMIDES SAMMARY

SUMMARY

N-[(4-Pyrazolul)methyl]benzenesulfamides were synthesized by acylation of 4-aminomefhylpyrazols
with benzenesulfochlorides. A structure of the obtaininy compounds were confirmed by elemental analysis
'HNMR-spectroscopy and their individuality by TLC. It's established that obtaininy compounds possess
moderate antimicrobial activity.



