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PETTOCEJIEKTUBHUI CUHTE3 HOBUX (IMIJIA30[2,1-5] [1,3]-TIA3VH-6-L1)-
1,2,3-TPUA30J10-5-KAPBOKCIJIATIB SIK HOTEHIIITHNX AHTUMIKPOBHUX
ATEHTIB
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Y po6oTi HaBeJeHO pe3yabTaTH MOCIIIKEHHS B3aeMojii azumo(6eH3)imigazol2,1-

b][1,3]|Tia3nHiB 3 alleTUICHKApPOOKCUIaTAMM B HEKATAJTITUYHUX YMOBaX 3a XbIO3TEHOM.

BcranoBiieHo, 110 [3+2]-1MKIOKOHIEHCALlis BKa3aHUX peareHTiB BiOYBa€EThCs perioce-

JIEKTMBHO TIpY HarpiBaHHi Ta 6e3 BUKOPUCTAHHS KaTajli3aTopa 3 YTBOPEHHSIM MPOIYKTiB

1,4-npuennannsa — ankin 1-((6enso)iminazo[2,1-b][1,3]riazun-6-in)-1H-1,2,3-Tprason-

5-xapbokcuiatiB 4a—g, OymoBa sikux cTporo poBeneHa Metogamu JAIMP 'H (3C) crek-

TPOCKOTIiI Ta XpoMaroMac-crieKTpomeTpii. Bci HOBI oTpuMaHi crioiyku Oyau AOCIifi-

KEeHi B eKCIIEpUMEHTAaXx in Vitro Ha aHTUOAKTEepiaJbHy Ta IMIPOTUTPUOKOBY aKTUBHOCTI. 3a

pe3yJbTaTaMM MPOBeeHOTO GiocKpuHiHTY MeTT 1-(2,3-nudenin-6,7-nmurinpo-5 H-imina-

30[2,1-b][1,3]TiaznH-6-i1)-1 H-1,2,3-Tpra3on-5-kapookcuiar 4b, etvn 1-(2,3-mudeHin-6,7-

nurinpo-5 H-imigaszo|2,1-5b][1,3]tiasun-6-im)-1 H-1,2,3-Tpra3oi-5-kapobokcunar 4¢, METHIT

1-(3,4-nurinpo-2 H-6en3[4,5]iminazo[2,1-b][1,3]triazun-3-in)-1 H-1,2,3-Tpuazon-5-kapoo-

keunart 4e, Tpet.-0ytun 1-(3,4-nurinpo-2 H-6en3[4,5]iminazo[2,1-5][1,3|riasun-3-in)-1 H-
1,2,3-Tpra3on-5-kapookcuaaT 4g TPOSBWIM OaKTePULIMAHY [if0 IIPY KOHIICHTpAIlil
31.25 mxr/ma BinHOCHO Gakrepii Proteus mirabilis.

Kimouosi cioBa: 0enso[4,5]imimazo|2,1-b][1,3]Tiasunin mMeTaHCcyabpoHaTH, a3umo(OeH-
30)iminaso[2,1-b][1,3]Tiasunu, ankin 1-((6eHso)iminazo[2,1-b][1,3]Tiazun-6-in)-1H-1,2,3-
TprazoJi-5-KapOoKCcuaTH, OlliHKa aHTUOAaKTepialbHOI aKTMBHOCTI, TPOTUTPUOKOBA aK-
TUBHICTb.

DOI: 10.32434/0321-4095-2023-150-5-114-122

Bcmyn

AHauni3 cyyacHMX iH(opMalliliHUX JIxKepes ap-
TYMEHTOBAaHO Ta J0KA30BO MiATBEP/IXYE TMepcrieK-
TUBHICTb MOIIIYKY HOBUX 0i0J0TiYHO aKTUBHUX CITO-
JIyK cepesl TIOpUAHUX TeTePOLUKIIYHUX CTPYKTYD,
SIKi TOEAHYIOTH B COOi 1Ba a00 Oiyblie (hapMaKoJIo-
TiYHO «IIpUBAOIUBUX» (PparMeHTH. Taki MOJEKy-
JISIpHI T1aTopMU i3 pisHUMU OioJIOTTYHUMU DYyH-
KIIisIMM 3a3BUYail 3MaTHI JOJIATU MIEPEXPECHY Pe3u-
CTEHTHICTbh, pO3ILIMpPIOBAaTU (apMaKoOJIOTiYHUI
MpodiJib, 3HUXKXYBAaTU TOKCUYHICTh Ta MiABUIILYBaTU
e(beKTUBHICTb MOPIBHSIHO 3 BUXiITHUMU KOMITOHEH-
Tamu [1].

TToxigHi 1,2,3-Tpuaszony BOPOJOBX TPUBAIO-

ro yacy 3aJIMIIAI0ThCS y IEHTPi yBaru AOCHiIHUKIB
3aBASIKM HU3LI YHIKAJIbHUX BJIACTUBOCTEN: BUCOKI
3JaTHOCTI /10 XiMiYHUX TEpeTBOPEHb, HasIBHOCTI
pi3HUX BUAIB OionoriuHoi mii Ta, 0€3yMOBHO, He-
3HAYHIilA TOKCMYHOCTI i € OOHMMH 3 HaWIepCcreK-
TUBHIIIKMX 0a30BUX cKadoOJIiB IS MOJAIbIIOTO
CTBOPEHHSI Ha iX OCHOBI ridpuaHux cTpyktyp. Crin
3a3HauUMTH, 110 (PyHKUiOHaATi30BaHi 1,2,3-Tpuazo-
JIU BiI3HAYAIOThCS ILIMPOKKMM Jlialla30HOM TeparneB-
TUYHUX BJIACTUBOCTEN :, aHTUOakTepiaabHOIO [2],
npoTupakoBolo [3] nmpotumassipiitHow [4], TpoTu-
TyOepKyJIbO3HOIO [5] Ta TpoTUBiIpycHOIO [6]. OKpim
1IbOTO, CNOJAYKU psiny 1,2,3-Tprazofly MOXYTb [i-
saTh Ha Taki ¢pepmeHTu BIJI-1 K 3BOpoTHa TpaH-
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CxemMa 1. Jlikapchki mpemnapaTu, 10 MiCTSITbh TPUA30JbHUMN LIUKIT

ckpunTtasa (PT), iHTerpasa ta rnporeasa yepes pi3Hi
HEKOBaJIEHTHI B3a€EMO/Ii1, I€MOHCTPYIOUX MOTEeHLIiM-
HY aKTUMBHICTb MTPOTHU 1ITaMiB, HaBiTb PE3UCTEHTHUX
JI0 JTikapchbKux mipenaparis [6]. 1,2,3-Tpuazonu Ta ix
1,2,4-aHajoru 3aBasKy CBOIM (DapMaKoJIOTiYHIM BJia-
CTUBOCTSIM € BaXxJIMBUMU Te€TEPOLIMKIIYHUMU CUCTE-
MaMU IS CTBOPEHHSI HOBUX CyYaCHUX MPOTUMiK-
POOHUX JTIKAPCHKUX TIpernapariB, cepea skux PaykKo-
Ha3oJ, IHTpakoHason, Tazobakram Ta iH. (Cxema 1).

Y3arajbHeHHS JliTepaTypHUX IKepes BKa3ye Ha
MePCIEKTUBHICTh BUKOPUCTAHHS B POJIi 00’ €KTIB A0C-
JigkeHHsT came 1,2,3-TpuasonbHUX CTPYKTYp, SIKi
IHKOpPITOpPOBaHi B iMiga3oTia3uHOBI LUK, OUikyBa-
JIOCh, 110 TaKOTO POJY XiMiyHE TMOETHAHHS MOXe
TNO3UTUBHO BILTMBATH HA HasIBHICTb Pi3HOMaHITHOI
TMiJCTaBOIO /11 TAKOTO MPUITYILIEHHS 6yB ToIt (haxr,
10 TTOXiaHi iMiga3o[2,1-b]Tia3uHy 3apeKoMeHIyBa-
Jqu cebe gK iHribiTopm MikoOakTepiii 3
rpyniu Mycobacterium tuberculosis complex (MIC
16 ng/mL) [7], a TakoX SIK e(eKTUBHI areHTH ISt
JikyBaHHs1 xBopoou Illaraca [8]. Came ToMy Buma-
JIOCh OOIPYHTOBAaHUM 3IiACHUTU CUHTE3 i IIPOBEC-
TH OLIIHIOBAHHS MTPOTUMIKPOOHOI aKTUBHOCTI HU3KU
HOBMX TiOPUIHUX MOJEKYJI, SIKi O MICTHJIM Y CBOIN
CTpYKTYpi dapmakodopHi imigaso[2,1-
b][1,3]riazunoBuii Ta 1,2,3-Tpua3oNbHU LIUKIN.

Memoduka excnepumenmy

Cnektpu AMP 'H oTpuMmaHi Ha crieKTpoMeTpi
Varian VXR-400 (399,97 MI'n) B immyiscHomMy Dyp’e

pexumi y posunHax DMSO-d,, BHyTpillIHii cTaH-
napt — TMC. Cnekrpu SIMP C omepxaHi Ha cTieK-
tpoMeTpi Bruker Advance DRX-500 (125,75 MTI'n) y
poszurHax DMSO-d,, BHyTpillHii cTanaapt — TMC.
XpomaTomac-CIeKTpu OTprMMaHi Ha npujiaai Agilent
LC\MSD SL; xononka Zorbax SB-C18, 4,6x15 mm,
1,8 mxm (PN 82(¢)75-932); pozunHuuk JIMCO, ioH-
i3allisl eJIeKTPOPO3MUICHHSIM TTPU aTMOC(EPHOMY THUC-
Ky. EnemMeHTHUI aHani3 BUKOHaHM Ha npuiai Perkin
Elmer CHN Analyzer cepii 2400 B aHaiTU4Hii a-
o6opatopii [HcTUTyTY OopraniuHoi ximii HAH VYkpai-
Hu. TemniepaTypH M1aBjieHHs BUBHAUYEHi HA CTOJIUKY
Kodnepa i He BiTkOpeKTOBaHI.

Cunmes (6en3)imioasof 2, 1-b][ 1,3 [miazunin me-
mancyavghonamie 2a—c

Ho po3unny 6,4 mMmonb (6eH30)[4,5]imina-
30[2,1-b][1,3]Tiazuny la—c y 20 Ma cyxoro mipu-
auny pomasanu 0,12 mu (6,7 MMOJIb) METAHCYJIb-
doxyopuay i mepeMilryBajad Mpyd KiMHATHIA TeM-
nepatypi npotsarom 48 roa. OnepxxaHy CyCHeH3il0
BUJIMBAJIM HA JIiJ, YTBOPEHUI ocan BiadiabTpyBaIn
Ta BUCYIIYBaJU Yy CYLUWJIbHIN 11adi.

6, 7-/uciopo-5H-imioazol 2, 1-b][ 1,3 [miazun-6-in
Memancyavghonam 2a

Buxin 51%, T, 136—138°C. AMP 'H cniekrp,
DMSO-d;, 8, m.u. (KCCB, J, T'n): 3,35 ¢ (3H, CH,),
3,44—3,49 m (1H, SCH,), 3,62—3,66 m (1H, SCH,),
4,30—4,40 m (2H, NCH,), 5,50—5,54 m (1H, CH),
7903 C (1H7 CHiMiﬂaaon)a 7930 C (1H7 CHiMiﬂaaon)' AMP
3C cnextp, DMSO-dj, 6, m.u.: 29,9 (C7), 38,4 (CH,),
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antimicrobial agents



116

ISSN 0321-4095, Voprosy khimii i khimicheskoi tekhnologii, 2023, No. 5, pp. 114-122

49,3 (C%), 70,2 (C%), 122,8 (C?), 126,8 (C?), 136,1
(C%*). Mac-cniektp, m/z: 235 [M+H]*. 3naiineHo,
%: C 36,06; H 4,23; N 11,84. C,H,,N,0,S,. Bupa-
xyBaHo, %: C 35,88; H 4,30; N 11,96.

2,3-Jlugpenin-6,7-duciopo-5H-imioaso[2, I-
bJ[1,3]miazun-6-in memancyavghonam 2b

Buxin 86%, T,,,, 165—167°C. IMP 'H cniextp,
DMSO-d, 8, m.u. (KCCB, J, I'm): 3,30 ¢ (3H, CH;),
3,46—3,51 m (1H, SCH,), 3,61—3,64 m (1H, SCH,),
3,85—3,89 M (1H, NCH,), 4,11—4,15M (1H, NCH,),
5,47-5,50 m (1H, CH), 7,11-7,15™m (1H, Ar), 7,18—
7,21 m (2H, Ar), 7,33—7,39 m (4H, Ar), 7,47—-7,54
M (3H, Ar). AMP C cnexrp, DMSO-d6, &, M.u.:
29,4 (C7), 38,3 (CH,), 48,1 (C>), 70,4 (C?®), 126,5,
126,9, 128,6, 129.4, 129,7 (C, Ar), 129,8 (C?), 130,0,
131,1, 134,4 (C, Ar), 136,6 (C%), 136,8 (C?®). Mac-
criektp, m/z: 387 [M+H]*. 3uaiineno, %: C 59,29;
H 4,63; N 7,13. C,,H4N,0,S,. Bupaxysano, %: C
59,05; H 4,69; N 7,25.

3,4-Jlueidpo-2H-6en3[4,5]imidaszof2, I-
b][1,3]miazun-3-in memancyrvgponam 2c

Buxin 84%, T,,,, 165—167°C. IMP 'H cniextp,
DMSO-d, 5, m.u. (KCCB, J, I'u): 3,36 ¢ (3H, CH,),
3,54—3,58 m (1H, SCH,), 3,73—3,77 M (1H, SCH,),
4,42—4 46 m (1H, NCH,), 4,54—4,58 M (1H, NCH,),
5,65—5,69 m (1H, CH), 7,18—7,20 m (2H, Ar), 7,47—
7,50 m (2H, Ar). AMP *C cmiektp, DMSO-d,, 3,
M.4.: 29,7 (C?), 38,4 (CH,), 47,2 (C%), 69,9 (C%),
109,4 (C%), 117,6 (C®), 121,8 (C7), 122,7 (C?®), 136,0
(C»®), 142,6 (C*), 145,9 (C'?), Mac-cnekTp, m/z:
285 [M+H]*. 3naitneno, %: C 46,68; H 4,19;
N 9,98. C,;H\,N,0;S,. Bupaxysano, %: C 46,46;
H 4,25; N 9,85.

Cunmes azudoimioasof2, I-b][ 1,3]miazunie 3a—c

Ho po3unny 1,7 mMoab me3unaty 2a—c y 10
M cyxoro IM®A nomasanu 0,28 1 (4,25 MMOJIB)
HaTpito asuay Ta HarpiBaau npu 100°C mportsarom
10 roa. Po3uMHHUK BUMOApOBaIu MPU MOHUXKEHO-
MY THUCKY, 3aJIMIIOK OOpOOJISIIN BOAOIO Ta €KCTpa-
ryBaau CHCI,. Opraniunmii map cymmiau Na,SQO,,
BUTIAPIOBAJIN, 3aJTUIIIOK PO3MIJISITA METOIOM KOJIOH-
koBoi xpomartorpadii (earoent CHCl;—MeOH,
50:1).

6-A3udo-6,7-0ucidpo-5SH-imidazo[2,1-
bJ[1,3]miasun 3a

Buxin 32%, kopuuHeBa OJ€NOniOHA PEUOBU-
Ha. AMP 'H crniekrp, CDCl,, §, m.u. (KCCB, J, I'ny):
3,18—3,25m (1H, SCH,), 3,27—3,33 m (1H, SCH,),
3,89—3,96 m (1H, NCH,), 4,15—4,21 m (1H, NCH,),
4,28—4,35 m (I1H, CH), 6,85 ¢ (1H, CH,yius01)s
6,98 ¢ (1H, CH,;1450,)- AMP 7°C cniektp, CDCl;, d,
M.u.: 29,4 (C7), 48,0 (C°), 53,4 (C%, 120,1 (C?),
128,7 (C%), 135,5 (C#). Mac-criextp, m/z: 182
[M+H]*. 3naitneno, %: C 39,99; H 3,81; N 38,79.

C¢H;N;S. Bupaxysano, %: C 39,77; H 3,89; N 38,65.

6-A3udo-2,3-0ughenin-6, 7-duciopo-5H-imida-
30[2,1-b][ 1,3]miasun 3b

Buxin 55%, T,,,, 140—141°C. IMP 'H cniextp,
CDCl,, 8, m.u. (KCCB, J, I'm): 3,21 ax (1H, 2/=13,0,
3J=7,8, SCH,), 3,29—3,33 m (1H, SCH,), 3,67 nn
(1H, 2J=13,4,3J=7,0, NCH,), 3,84 nn (1H, 2J=13,2,
3J=4,0, NCH,), 4,24—4.,29 m (1H, CH), 7,12—7,21
M (3H, Ar), 7,30—7,32 m (2H, Ar), 7,45—7,47 m
(5H, Ar). AMP °C cnexrtp, CDCl;, §, m.u.: 29,3
(C), 47,8 (C%), 53,9 (C%), 126,6, 126,7, 128,1, 129,0,
129,2, 129,5, 129,7, 130,8 (C,,..), 133,8 (C?), 136,2
(C3), 138,0 (C®*). Mac-cniextp, m/z: 334 [M+H]".
3naiineno, %: C 64,61; H 4,57; N 20,95. C,sHsNsS.
Bupaxysano, %: C 64,84; H 4,53; N 21,01.

3-A3udo-3,4-0uciopo-2H-6en3[4,5]imidazol 2, I-
bJ[1,3]miazun 3c

Buxin 46%, T,,,, 139—140°C. IMP 'H cniextp,
CDCl,, 8, m.u. (KCCB, J, I'm): 3,21 ox (1H, 2/=12,8,
3J=8,0, SCH,), 3,27—3,31 m (1H, SCH,), 3,90 nn
(1H, 2J=12,6, 3J=7,4, NCH,), 4,14 nn (1H, 2J=12 .4,
3J=4,4, NCH,), 4,32—4,38 m (1H, CH), 7,08 o (1H,
3J=8,0, Ar), 7,16 T (1H, 3J=8,0 Ar), 7,22 t (IH,
3J=7,6, Ar), 7,59 n (1H, 3J=7,6, Ar ). AMP C
cnektp, CDCl;, 8, m.u.: 29,3 (C?), 46,1 (C*), 53,4
(CY), 107,9 (C%), 118,2 (C?), 122,0 (C"), 122,8 (C?),
135,4 (C%), 143,0 (C%), 145,1 (C'%). Mac-cmekTp,
my/z. 232 [M+H]*. 3naiineno, %: C 52,15; H 3,96;
N 30,15. C,,Hy4N;S. Bupaxysano, %: C 51,93;
H 3,92; N 30,28.

Cunmes imidazof2, 1-b][ 1,3]miazunin-1H- 1,2, 3-
mpua3zon-S-kapbokcusramie 4a—g

Ho po3uuny 1,3 mmonb asuny 3a—c y 10 mu
OeH3eHy gogaBanu 1,43 MMOJIb BiIIIOBITHOTO ecTe-
py aleTWIeHKapOOHOBOI KMCIOTU Ta KUII SITUJIHA
npotsirom 12 roa. YTBopeHuit ocaja BiadiabTpoBy-
BaJIM Ta BUCYLIYBAJIU Y CYLIWIbHIN 11adi.

mpem.-bymua 1-(6, 7-0ueiopo-5H-imioaszof 2, I-
bj[1,3[miazun-6-in)-1H-1,2,3-mpuazon-5-xapboxcu-
aam 4a

Buxin 49%, T,,,, 147—149°C. IMP 'H cniextp,
DMSO-d,, 8, m.u. (KCCB, J, I'm): 1,53 ¢ (9H, 3CH,),
3,77-3,88 m (2H, SCH,), 4,59 mn (1H, 2/=12,0,
3J=4,0, NCH,), 4,82 nn (1H, 2/=12,0, 3/=4,0, NCH,),
5,51-5,58 m (1H, CH), 6,89 ¢ (1H, CH,a501), 7,25
¢ (1H, CHyizaon)> 8,71 ¢ (1H, CH,000)- AMP #PC
crnektp, DMSO-d,, §, m.u.: 27,8 (3CH,), 29,2 (C7),
46,9 (C°), 52,7 (C%, 81,4 (C(CH,),), 1214 (C3),
128,0 (C?), 128,2 (C, m0n), 134,7 (C*), 140,0 (C,,,..
won)» 139,4 (C=0). Mac-cniexrp, m/z: 308 [M+H]".
3uaiineno, %: C 51,03; H 5,52; N 23,89.
C,;H;N50,S. Bupaxysano, %: C 50,80; H 5,57,
N 22,78.

Memun 1-(2,3-0ugpenin-6, 7-duciopo-5H-imioa-
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30/2, I-b][ 1,3[miazun-6-in)- 1 H- 1,2, 3-mpuaszon-5-kap-
boxcunam 4b

Buxin 68%, T,,,, 210—212°C. IMP 'H cniektp,
DMSO-d,, §, m.u. (KCCB, J, I'm): 3,81 ¢ (3H, CH;),
3,83—3,94 m (2H, SCH,), 4,29 nn (1H, 2/=12,0,
3J=4,0, NCH,), 4,48—4,53 m (1H, NCH,), 5,52—
5,60 m (1H, CH), 7,10—7,14 m (1H, Ar), 7,17—
7,21 M (2H, Ar), 7,32—7,34 M (2H, Ar), 7,39—7,41 m
(2H, Ar), 7,47—7,55 m (3H, Ar), 8,93 ¢ (1H,
CH,u500)- AMP ZC cniektp, DMSO-d, 8, m.u.:
28,6 (C7), 45,8 (C%), 51,9 (CH,;), 52,9 (C°), 125,9,
126,4, 128,1, 128,3 (C,0n), 128,9 (Cipuason)s 129,0
129,2 (C,pon)s 129,7 (C?), 130,6, 134,0 (C,..),
135,7 (C?), 136,4 (C*), 138,7 (C prason)> 160,6 (C=0).
Mac-criextp, m/z: 418 [M+H]". 3naiineno, %:
C 63,50; H 4,64; N 16,66. C,,H ,NO,S. Bupaxysa-
Ho, %: C 63,29; H 4,59; N 16,78.

Emua 1-(2,3-0ugpenin-6,7-duciopo-5H-imioa-
30[2,1-b][1,3]miasun-6-in)-1H-1,2,3-mpuazon-5-
Kapbooxcunam 4c

Buxin 66%, T,,,, 227—229°C. IMP 'H cniektp,
DMSO-d,, §, m.u. (KCCB, J, I'm): 1,30 T (3H, 3J=8,0,
CH,), 3,80—3,84 M (2H, SCH,), 4,29 nx (1H, 2/=12,0,
3J=8,0, SCH,), 4,26—4,34 m (3H, CH,+NCH,), 4,46—
4,51 m (1H, NCH,), 5,53—5,58 m (1H, CH), 7,10—
7,14 M (1H, Ar), 7,17—7,20 m (2H, Ar), 7,33—7,40 m
(4H, Ar), 7,47—-7,54 m (3H, Ar), 8,85 ¢ (1H,
CH,pua0n). AMP 5C cniextp, DMSO-d;, 3, m.u.:
14,1 (CH;), 28,5 (C7), 45,8 (C%), 52,8 (C%), 60,6
(CH,), 125,9, 126,3, 128,3, 128,7 (C,,,n), 128,9
(Copmaon)s 129,1, 129,4 (C,.,.), 129,6 (C?), 130,6,
134,0 (C,,0n), 135,6 (C?), 136,4 (C?), 138,9
(Cpuason), 160,0 (C=0). Mac-cnektp, m/z. 432
[M+H]*. 3naiineno, %: C 63,81; H 4,88; N 16,08.
C,;H,,N;O,S. Bupaxysano, %: C 64,02; H 491;
N 16,23.

mpem.-bymun 1-(2,3-0ugpenin-6, 7-dueiopo-5H-
imioazo[2, 1-b][ 1,3 [miazun-6-in)-1H- 1,2, 3-mpua3zon-
S-kapbokcuram 4d

Buxin 71%, T,,,, 222—224°C. IMP 'H cniektp,
DMSO-d,, §, m.u. (KCCB, J, I'm): 1,52 ¢ (9H, 3CH,),
3,79—3,82 m (2H, SCH,), 3,93 nn (1H, 2/=12,0,
3J=8,0, SCH,), 4,27 nn (3H, 2J=12,0, 3J=4,0, NCH,),
4,49 nn (1H, 2J=12,0, 3J=4,0, NCH,), 5,49—5,55m
(1H, CH), 7,10—7,14 m (1H, Ar), 7,17—7,21 m (2H,
Ar), 7,32—7,41 m (4H, Ar), 7,47—7,55 m (3H, Ar),
8,77 ¢ (1H, CH,050,)- AMP “C cniextp, DMSO-dj,
5, m.u.: 27,8 (CH,), 28,6 (C7), 45,8 (C%), 52,7 (C),
81,5 (C(CH,)3), 125,9, 126,4, 128,5, 128,7 (C,pon)>
129,0 (Cpuason)»> 129,2, 129,4 (C,,.), 129,7 (C?),
130,6, 134,0 (C,.), 135,7 (C3), 136,4 (C*),
140,0 (C,01), 159,4 (C=0). Mac-cniextp, m/z: 460
[M+H]*. 3naiineno, %: C 65,58; H 5,43; N 15,10.
C,sH,5sN;0O,S. Bupaxysano, %: C 65,34; H 5,48;

N 15,24,

Memun 1-(3,4-0uciopo-2H-6en3[4,5]imioazof2, I-
b 1,3]miazun-3-in)- 1H- 1,2, 3-mpuaszon-5-kapbokcu-
aam 4e

Buxin 62%, T,,,, 205—207°C. IMP 'H cniektp,
DMSO-d,, §, m.u. (KCCB, J, I'm): 3,84 ¢ (3H, CH;),
3,92—4,02 m (2H, SCH,), 4,79 nn (1H, 2/=12,0,
3J=4,0, NCH,), 5,01 an (1H, 2J=12,0, 3J=4,0,
NCH,), 5,74—5,76 m (1H, CH), 7,19—7,22 m (2H,
Ar), 7,47=7,54 m (2H, Ar), 8,98 ¢ (1H, CH,1:00)-
AMP C cnextp, DMSO-d,, §, m.u.: 28,9 (C?), 45,0
(C%, 51,9 (CH,), 52,4 (C?), 109,1 (C%), 117,3 (C°),
121,3 (C7), 122,2 (C?¥), 128,8 (C puaon)> 135,5 (C2),
138,8 (Cpuason), 142,6 (C*), 145,0 (C'*®), 160,5
(C=0). Mac-cnextp, m/z: 316 [M+H]*. 3HaiineHo,
%: C 53,59; H 4,12; N 22,09. C,,H,;N;0,S. Bupa-
xyBaHo, %: C 53,32; H 4,16; N 22,21.

Emuan 1-(3,4-0uciopo-2H-6ens[4,5]imioazol 2, I-
b 1,3]miazun-3-in)- 1H- 1,2, 3-mpuaszon-5-kapookcu-
aam 4f

Buxin 64%, T,,,, 221—223°C. IMP 'H cniektp,
DMSO-d,, §, m.u. (KCCB, J, I'm): 1,29 T (3H, 3J=8,0,
CH,), 3,91—4,03 M (2H, SCH,), 4,32 xB (2H, 2J=12,0,
3J=8.,0, CH,), 4,79 nn (1H, 2J=12,0, 3J=4,0, NCH,),
5,00 o (1H, 2J=12,0, 3J/=4,0, NCH,), 5,72—5,79 m
(1H, CH), 7,19—7,21 m (2H, Ar), 7,47—7,54 M (2H,
Ar), 8,97 ¢ (1H, CH,,150,)- AMP #C criektp, DMSO-
ds, 8, mu.: 14,2 (CH,), 28,9 (C?), 45,0 (C%, 52,4
(C%, 60,7 (CH,), 109,1 (C%), 117,3 (C°), 121,3 (C7),
122,2 (C¥), 128,8 (C,puason)> 135,5 (C**), 139,0
(Copnanon)> 142,6 (C*), 145,0 (C'™), 160,1 (C=0).
Mac-cmiextp, m/z: 330 [M+H]*. 3naiineno, %:
C 54,93; H 4,55; N 21,38. C,sH;N;0,S. Bupaxyna-
Ho, %: C 54,70; H 4,59; N 21,26.

mpem.-bymun 1-(3,4-0uciopo-2H-6en3[4,5]imi-
dazof2,1-b][ 1,3]miazun-3-in)- 1H-1,2,3-mpuazon-5-
Kapbokcunram 4g

Buxin 70%, T,,,, 217—219°C. IMP 'H cniektp,
DMSO-d,, §, m.u. (KCCB, J, I'm): 1,53 ¢ (9H, 3CH,),
3,88—3,92 m (1H, SCH,), 3,99 nn (1H, 2/=12,0,
3J=8,0, SCH,), 4,78 nn (1H, 2J=12,0, 3J=4,0, NCH,),
4,97 oo (1H, 2J=12,0, 3J=4,0, NCH,), 5,69—5,76 m
(1H, CH), 7,18—7,21 m (2H, Ar), 7,47—7,53 M (2H,
Ar), 8,85 ¢ (1H, CH,,,150,)- AMP #C criektp, DMSO-
ds, 8, m.u.: 27,8 (3CH;), 28,9 (C?), 45,1 (C%),
52,4 (C%), 81,4 (C(CH,),), 109,1 (C%), 117,3 (C°),
121,3 (C7), 122,2 (C¥), 128,4 (C,pum0n)> 135,5 (C2),
140,1 (Cpuason), 142,6 (C*), 145,0 (C'), 159,4
(C=0). Mac-cnektp, m/z: 358 [M+H]". 3HaiineHo,
%: C 57,31; H 5,34; N 19,47. C;;H,)N;0,S. Bupa-
xyBaHo, %: C 57,12; H 5,36; N 19,59.

Cunmes imidazo[2, 1-b][ 1,3]miazunin-1H- 1,2, 3-
mpua3zon-5S-kapbonosux Kucaiom S5a,b

Ho cycniensii 1,27 MMoJb BiJIIOBIIHOTO Kap-
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ookcunary 4b,e y 10 mu Bogu nomasanum 0,10 r (2,54
MMOJIb) HATPi#l TimpoKcumy Ta HarpiBaau mpu 90°C
(30 xB y BUNaJKy CHOJyKHU 5a, 5 XB y BUTIAAKY CMO-
ayku 5b). OXOJnOomKeHW pO3YMH MigKUCIIOBAIN
PO3YMHOM XJIOpUIHOI KUcioTu 10 pH ~2, yrBopeHuit
ocajl BifihiIbTPOBYBaIU Ta BUCYIIIYBAIU Y CYLIMIbHIN
mraci.

1-(2,3-Zugpenin-6, 7-ouciopo-5SH-imidazo[ 2, 1-
bj[1,3[miazun-6-in)-1H-1,2,3-mpua3zon-5-kapborosa
Kucaoma Sa

Buxin 51%, T,,,, 197—199°C. SIMP 'H cniextp,
DMSO-d,, 8, m.u. (KCCB, J, I'm): 3,80—3,84 m (1H,
SCH,), 3,89—3,94 m (1H, SCH,), 4,27—4,31 m (1H,
NCH,), 4,48—4,53 M (1H, NCH,), 5,52—5,55 M (1H,
CH), 7,11-7,21 m (3H, Ar), 7,32—7,41 m (4H, Ar),
7,49—=7,55 m (3H, Ar), 8,83 ¢ (1H, CH,1:0.)>
13,26 ¢ (1H, COOH). AMP *C cniekrp, DMSO-d,,
8, m.u.: 28,6 (C7), 45,8 (C%), 52,6 (C°), 125,9, 126,4,
128,1 (C, Ar), 128,6 (C,0.), 129,0, 129,2 (C, Ar),
129,4 (C?», 129,5, 130,6 (C, Ar), 133,7 (C,0n)>
135,8 (C%), 136,1 (C, Ar), 139,8 (C*), 161,5 (C=0).
Mac-cnekrp, m/z: 404 [M+H]*. 3uaitneno, %:
C62,85; H4,21; N 17,50. C,H,;N;0,S. Bupaxysa-
Ho, %: C 62,52; H 4,25; N 17,36.

1-(3,4-Jueiopo-2H-6eu3[4,5]imioaszof2, I-
b 1,3]miazun-3-in)- 1H- 1,2, 3-mpuazon-5-kapborosa
Kucaoma 5b

Buxin 54%, T,,,, 224—226°C. SIMP 'H cniextp,
DMSO-d,, 8, mu. (KCCB, J, I'm): 4,01—4,11 m (3H,
SCH,+COOH), 4,90 an (1H, 2J=12,0, 3/=4,0,
NCH,), 5,13 an (1H, 2/=12,0, 3J=4,0, NCH,), 5,86—
5,90 m (1H, CH), 7,39—7,42 m (2H, Ar), 7,62—
7,65 M (1H, Ar), 7,72—7,76 m (1H, Ar), 8,91 ¢ (1H,
CH,uu0n). AMP 5C cniextp, DMSO-dj, §, m.u.:
29,4 (C?), 45,1 (C%, 50,6 (C3), 111,1 (CY,
113,8 (C%), 124,2 (C7), 125,3 (C?), 128,9 (C,pa0n)>
132,5 (C*), 133,9 (C\puason)> 139,9 (C*), 147,5 (C'2),
161,3 (C=0). Mac-cnekrp, m/z: 302 [M+H]*. 3Haii-
neHo, %: C 51,68; H 3,65; N 23,40. C,;H,;N;O,S.
Bupaxysano, %: C 51,82; H 3,68; N 23,24,

Busnauenns anmumikpobroi akmuerocmi

HocnigkeHHs] aHTUMiKpOOHOI Jiii CMHTe30Ba-
HUX PEUOBUH 4a—g 3/1iliCHEHO i1 Vitro METOIOM MiKpO-
pO3BeneHHS OYy/ILIOHY Y BiITTIOBITHOCTI O peKOMEH-
mauin EUCAST (European committee on
antimicrobial susceptibility testing) [9]. s mocmia-
>KeHH$I BUKOPUCTOBYBAJIM MY3€liHi 1ITamMu OakTepiit
(Staphylococcus aureus ATCC 25923, Bacillus cereus
ATCC 10702, Escherichia coli ATCC 25922,
Pseudomonas aeruginosa ATCC 27853, Proteus
mirabilis 410 (BSMU)) ta rpu6iB (Candida albicans
ATCC 885/653 ta Aspergillus niger K9) xadenpu
MiKpo0OioJiorii Ta Bipycosorii byKoBUHCBHKOTO nep-
>KaBHOTO Mean4yHoro yHiBepcurtety Ta Y «IHCcTUTYT

MikpoOiosiorii Ta imyHosorii iM. 1.I. MeuHuKoBa
HAMH VYxkpainn». BuzHayanu MiHiMasibHy iHTiOy10-
Yy KOHIIEHTpAIIif0 peYOBUHMU, SIKA TIPUTHIYYE BUIN-
MU PiCT AOCHIIKYBAHOTO MiKpOOpraHi3My B OyJIbii-
OHHI KyJIbTYPi 3 BUKOPUCTAHHSM 0araToJyHKOBUX
MikporuiaHiieTiB. OCHOBHUM PO3UMH B KOHLIEHTpaLlil
1000 MKT/MJI TOTYBaJIu PO3YMHEHHSIM PEYOBUH 200
KOHTPOJIbHUX JIiKapChbKMX 3aCO0IB B AUMETUIICY/Ib-
doxkcuni (IMCO). Jnsa gociimkeHHSI BUKOPUCTOBY-
Basi po3BeneHHs Big 500 Mxr/mMi 1o 3,9 Mkr/™Mi (Y
BUIAAKY KOHTPOJbHMX JIiKapChbKUX 3ac00iB Bif
500 mxr/ma go 0,48 mxr/mia) Jocaiau mpoBoaWIn
TPUYi 3 KOKHOIO KOHIIEHTPALIIEIO CITOIYKH Ta JOCTII-
JKYBAHOIO KyJIbTYpoto. TakoxX MpOBOAWIN KOHTPOJIb
cepeoBuIla Ha CTEPUIbHICTb, KOHTPOJIb POCTY KYJIb-
TypM B CEpeloBUILl 0e3 CIOJYKU, KOHTPOJb POCTY
KyJIbTYpU B cepefoBuiili 3 po3unHHUKoM JIMCO Ta
KOHTPOJIb POCTY B IMpUCyTHOCTI JlekacaHy (TabiuLis).
ITin yac KOHTPOJIIO YMCTOTO OYILIOHY, PO3YMH 3a-
JIMIIABCS TIPO30PHUM, 1110 MiITBEPXKYBaIo MOTo CTe-
PWIbHICTb. ¥ KOHTPOJISIX 3pOCTAHHS TECT-11ITaMiB B
CepeloBUIlll PO3YMHHMKA CIIOCTEpIirajand HasIBHICTh
3POCTaHHSI MiKpOOPTraHi3MiB.

Pe3yavmamu ma ix o62o6openns

3 ypaxyBaHHSIM Ti€l BaXXJIMBOI pOJIi, SIKYy
BifirpaloTh TpUa30JbHI HUKJIN B CTPYKTYpi (papma-
KOJIOTiYHO aKTUBHUX crnioayk [10], mocraBieHa mne-
pea Hamu 3ajaya repeadavyajia BUKOPUCTaHHS pe-
aKllii a3ua0-aakiHoBoro 1,3-AuMoJsspHOro HUKIOI-
PUETHAHHS U1 CUHTe3y ToxigHux (6eH30)iMina-
30[2,1-b][1,3]TiazuHin-1,2,3-Tprazoiny. 3anporoHo-
BaHMI TIAXIT 1O KOHCTPYIOBAaHHS TaKUX CHCTEM
IPYHTYBaBCSl Ha BUKOPHUCTAHHI B POJIi KJIOYOBMUX
cyocTpatiB  a3upiB  (O0eH3o0)imimazo[2,1-
b][1,3]TiazuHiB 3a—c, sIKi OyJM ojepxkaHi MmocTa-
JIiMHUM TiepeTBopeHHsIM (0eH30)[4,5]iminazol2,1-
b][1,3]tiazuniB la—c [11] mig miero MeTaHCyab(O-
xJiopuay B TipuauHi 1o O6eH3o[4,5]imigazo [2,1-
b][1,3]ria3uHin MeTaHCYIbGOHATIB 2a—C Ta B3aEMO-
JII€EI0 OCTAHHIX 3 HATPilO a3UI0M MPY HArpiBaHHi 10
100°C ynpomosx 10 rox. Llinkosi asugu 3a—c Oyan
BUJIIJICHI Ta OUYMILEHI METOAOM KOJIOHKOBOI XpoMa-
torpadii Ha cuikareri (emoent CHCL,—MeOH, 50:1).

BcranoBneno, mo asupoimimaszo[2,1-
b][1,3]riasuum 3a,b Ta ix OeH30aHaIOr 3cC
perioceeKTUBHO pearytoTh B yMOBax peakiiii Xbio3-
reHa i3 aueTWJeHKapOOKCUJIaTaMU i3 YTBOPEHHSIM
asikin 1-[(6enso)iminaszo|2,1-b][1,3|riazun-6-i1]-1H-
1,2,3-Tpua3on-5-kKapobokcmiaTiB 4a—g i3 BUXOgaMu
49—71%.

Binomo, 1110 y KJacMUHOMY BapiaHTi peakliisi
Xblo3reHa BifOyBa€eThCcs 3a MexaHi3MoM 1,3-nuro-
JISPHOTO TIPUETHAHHS i TIPUBOIUTH IO YTBOPEHHS
cymiui izomepHux 1,4- i 1,5-guzamitienux 1,2,3-
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=H (a), Ph (b), RR!

Mes02c1 7 § _ NaN; 7 §
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Py, rt, 48h DMF, 100 °C,
10 h
OSO,Me

X

= (CH=CH);, (¢)

CxeMa 2. Cuntes (6eH3s)imimzazo[2,1-b][1,3]Tia3unin MeTaHcyabdoHaTiB 2a—c Ta azuaoiminazo[2,1-b][1,3]tiazuniB 3a—c

Tpuazofis [12]. ¥ Bunanky Cu-karajizoBaHOIo Ba-
pianty (CuAAC) npouec nepeodirae perioceeKTUBHO
i mpuBoaUTH 00 1,4-mu3umimenux 1,2,3-Tpua3oiB
[13]. HatomicTb, pe3yabTaToM peakiliil HMKJIONpU-
€JTHaHHSI, SIKi KaTaJli3yloThCsl KOMITJIEKCAMU PYTEHIl0
(RuAAC) € cenexkTuBHe yTBOpeHHs 1,5-au3amiliie-
HUX TpuazoiB [14]. ¥ BUKOHaHUX HaMu eKCMepu-
MEHTaX B3aEMOIEI0 a3uaiB 3a—c i3 aleTuiIeHKap-
OokcwmaTaMu TIpW HarpiBaHHI B 6eH3eHi Tipu 80°C
BIPONOBX 12 roj y BiICYTHOCTI KaTaii3aTopiB Baa-
JIOCSI BUAUTUTH TTPOAYKTU 1,4-1IUKJIONIPUETHAHHS -
BianoBiaHi 1,2,3-tpuaszonu 4a—g. Jloka3oBUM IS 1X
CTPYKTYPH € HasgBHiCTh y criekTpi IMP 'H tpuazomy
4a cunrnery nporoHa H3 B miamaszoni 8,71 m.u., a
JUtst iMdpeHi3amillieHoro Ta 6eH30aHe IbOBaHOTO aHa-
JIoTiB 4b—g — CHUHIJIETIB BKa3aHOTO MPOTOHA B Jlia-
ma3oHi §8,77—8,98 M.4., 110 HAAIMHO MiATBEPIKYE
YTBOPEHHS MPOoayKTiB 1,4-nipuenHanHs [15].

B nopanbiiioMy JyXXHUM TiIposizoM ajikia 1-

R R R R

= CH=C-COR? =

N

NoNw  PhH, reflux, 12h NY
E\l N S\l N ,1\‘]‘
3 ‘§<N \§<N

[(6enso)imigasol2,1-b][1,3]Tiasuu-6-in]-1H-1,2,3-
Tpua3oj-5-kapObokcuiuartiB 4b,e omepxKyBalin
BianoBinHi (6eH30)iminazo[2,1-b][1,3]riazunin-1 H-
1,2,3-Tpra3on-5-kapOboHOBI KUCJIOTH Sa,b i3 BUXO-
namu 51—54%. Ix 6GymnoBy MiATBEpIXKEHO pe3yIbTa-
tamu BuMipiB SIMP 'H ('3C) ta xpomaromac-
CMEKTPiB, SIKi HaBeJIeHi B eKCIIepUMeHTaIbHil yac-
THHI.

Jlocnioxcenns anmumixpoOHoi akmueHocmi

PesynbTaTi CKpUHIHTY MpOTHOAKTEPiaIbHOT Ta
MPOTUTPUOKOBOT AKTUBHOCTI BiITHOCHO PSIAY My3eli-
HUX 1ITaMiB rpamHeratuBHUX (Escherichia coli ATCC
25922, Pseudomonas aeruginosa ATCC 27853, Proteus
mirabilis 410 (BSMU)), rpaMIO3UTUBHUX
(Staphylococcus aureus ATCC 25923, Bacillus cereus
ATCC 10702) 6akrepiii Ta rpudiB ( Candida albicans
ATCC 8§85/653 Ta Aspergillus niger K9) 3acBimuunu

R R!
NaOH R ) (
H,0, 90°C, Y
5-30 min g NN

C02R2 COOH
3a-c 4a-g Sa, b
4aR=R'=H,R?>=#Bu; bR=R!=Ph, R?=Me; c R =R! =Ph, R> = Et;
d R =R'=Ph, R? = -Bu; e RR' = (CH=CH), R?=Me; fRR! = (CH=CH), R?=Ef;
g RR! = (CH=CH), R*=t-Bu; 5a R =R' = Ph; 5b RR' = (CH=CH),

Cxema 3. Cunres asnkin 1-((6enso)iminazo[2,1-5][1,3]riazun-6-in)-1H-1,2,3-tpuason-5-kapookcunaTiB 4a—g Ta BiAMOBITIHUX

1,2,3-Tpia3oi-5-KkapOOHOBUX KUCIIOT 5a,b
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crnosiyk (MbcK), sika 3ynuHsie BUnIUMHii pict 6ak-

] a la g g g alalalal |z Tepiit Bacillus cereus, Pseudgmonas aeruginosa,.
> % — === == == =] e Escherichia coli ATCC Ta rpu6iB Candida albicans i
5 N Aspergillus niger, cTaHOBUTb 62,5 MKT/Mi1 (TaGIMLIs).
=4 o MbcK s mramy Gakrepii Staphylococcus aureus
< |8 | | nnn)n] | 3HaXOANTHCS B Aiama3oHi 62,5—125 mxr/mia. Haiik-
g |d|d|d|d|d|gd|d|d| | i i i i
. = paliti pesyibTaTi 3a(I)IKCOBaH1 TPU TECTYBAHHI cTio-
S JyK 4a—g BinHOCHO Oaxrepii Profeus mirabilis, sika
=
oy o cepen Beix OakTepiit pomy Proteus XapaKTepU3y€EThCS
. E 5 a a 6 g & a @ & § E Han6u35morp CTIMKICTIO 1O aHTI/'IMleO6‘I—EI/IX 3aco0iB
S P= Ta Halyacriie € TMPUYMHOIO iH(EKIIii TOINHN.
Q P . .
=S + MinimanmbHa 6akTepiocTaTUUHA KOHIIEHTpAITisl CTAaHO-
S 8 o BUTH 31,25 MKT/MII 1T BCi€i cepil MOCTimKyBaHIX
| @ lf).\ ) ) lﬁ'\ ) lf).\ ) 'f)'\ lf)"
< % O [ [ CIIOYK, a JJIs CIToJIyK 4b, 4c¢, 4e, 4g naHa KOHLICHT

pallisi TECTOBAaHMX CITOJIYK Ma€ i 0aKTepULIMAHY [IifO.
Bucnoexu

s
o
<
S
% . .
2 el el e o el P P O e s Takum ynHOM, B3aeMoicio a3uno(6eH30)imi-
N =T Fo N T I DN o o EoN R % naszo[2,1-b][1,3]ria3uHiB 3a—c i3 aleTUIEHKApOOK-
2R S Y | [en |¥© fen |O]en|O® I3}
g § £ cuiaraMu B yMoBax peakiii XbiosreHa 0e3 BUKO-
§ N *I™] £ pucraHHS KaTajli3aTopa BAAJIOCS CENEKTUBHO OEP-
T . .
o0 o E IR 19 1918 181999/ |§| € xatu cepiio MPOAYKTIB 1,4-LMKIONPUENHAHHS —
L SlEl= 7= 7 ===E |4 S anxin 1-[(Genso)iminaso[2,1-b][1,3]riasnn-6-in]-1 H-
M ~ 1,2,3-Tpuazon-5-kapookcunatiB 4a—g, ki Oyam
E’ § » % JOCJTiIXKEeHI Ha aHTMOaKTepiaJbHYy Ta MPOTUTPUO-
S| R I B e Pl Pl Pl Fell Pl el it b Q fl KOBY aKTMBHOCTI. 3a pe3yJjbTaTaMUu MPOBEJAEHOTO
2 .L; § QS | A ool || < OIOCKPMHIHTY BCTAaHOBIIEHO, 110 MeTwI 1-(2,3-m1m-
Rall O . . . . .
2 g goa o E‘ (dbenin-6,7-nurinpo-5H-iminazo|2,1-b][1,3]riazun-
E < § Ol wl & 6-im)-1H-1,2,3-tprason-5-kapookcwiar 4b, et 1-
5] ] . . . .
2 E S8 QGGG @ dlalalal (9 & (2,3-nndenin-6,7-nurinpo-5H-iminaso [2,1-
g E Z e e rererererere o § b][1,3]riasun-6-i1)-1H-1,2,3-Tpuason-5-kapOookcu-
‘§ % nat 4c, metun 1-(3,4-nurigpo-2 H-6eH3[4,5]imina-
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The paper presents the results of the study on the interaction
of azido(benz)imidazo[2,1-b][1,3]thiazines with acetylene
carboxylates under non-catalytic conditions according to
Huguesgen. It was established that the [3+2]-cyclocondensation
of the specified reagents occurs regioselectively upon heating and
without the use of a catalyst with the formation of a 1,4-addition
product, alkyl 1-((benzo)imidazo(2,1-b][1,3]thiazine-6-yl)-1H-
1,2,3-triazole-5-carboxylates 4a—g, the structure of which was
thoroughly proved by the methods of '"H ('*C) NMR spectroscopy
and chromatography-mass spectrometry. All obtained compounds
were investigated in vitro experiments for antibacterial and
antifungal activity. Based on the results of bioscreening, methyl
1-(2,3-diphenyl-6,7-dihydro-5H-imidazo[2,1-b][1,3]thiazin-6-
yl)-1H-1,2,3- triazole-5-carboxylate 4b, ethyl 1-(2,3-diphenyl-
6,7-dihydro-5H-imidazo[2,1-b][1,3]thiazin-6-yl)-1H-1,2,3-
triazole-5-carboxylate 4c, methyl 1-(3,4-dihydro-2H-
benz[4,5]imidazo[2,1-b][1,3]thiazin-3-yl)-1H-1,2,3-triazole-5-
carboxylate 4e, tert-butyl 1-(3,4-dihydro-2H-
benz[4,5]imidazo[2,1-b][1,3]thiazine-3-yl)-1H-1,2,3-triazole-5-
carboxylate 4g showed a bactericidal effect at a concentration of
31.25 mg/ml against the bacterium Proteus mirabilis.

Keywords: benzo[4,5]imidazo[2,1-b][1,3]thiazinyl
methanesulfonates; azido(benzo)imidazo[2,1-b][1,3]thiazines;
alkyl 1-((benzo)imidazo[2,1-b][1,3]thiazin-6-yl)-1H-1,2,3-
triazole-5-carboxylate; assessment of antibacterial activity;
antifungal activity.
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