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Pesiome. Ymepire cuaTe3oBaHOo (1,l1-miokcupmo-3-okcoizoTiazommianHa-2-i1)0eH3eHCyIb(OXIOPUAY, Ha OCHOBL

SAKUX OJePsKaHo paAx HOBUX 1,1-mgiokcumo-3-okcoizoTiadomnignu-2-i1)6en3encynbgoHamiais.

KaodoBi cioBa: OezeHcysbgonamigy, izoriazonmigmua-3-oH-1,1-giokenau, 3-izoriazosigmuon-1,1-miokcuan,

2-penimizoriazoninnu-3-o1-1,1-giokcuay, MeTus 3-(XJI0PCYIb(OHLI)IPONIaHOAT, 2-MEeTOKCUKAapPOOHIIeTaHCYIb-

doxopuz.

Bceryn. Bensencynabdaminai moxinHi gaBHO
Bizmomi Ak OGiosoriuno akTuBHI crosyku. Cepen
HUX HaMOIJBII NOIIMPEHOI0 TPYIIOK € CYJb-
danimaminni npenaparty, aki 3 30-x poris XX cr.
BUKOPMCTOBYIOThCH SK aHTMOAKTepiaJbHi 3acobu
[1] Ta TPOMOBIKYIOTH YIOCKOHAJJIOBATICS MY~
HyMu xiMikamu i HuHi. IlpenapaTn 1iiel rpynu, 30-
kpema crpentoiny 1, cynbdasms 2, cysiabdarri-
punasuH 3, cyabdanumeTokcns 4, dpranazodn 5 Ta
iH., IIMPOKO BUKOPUCTOBYIOTHCA B aMOyJIaTOPHIik
IIPaKTUI]l 3aBIAKM BEJIMKOMY CIIEKTPY aHTUOaK-
TepiaJibHOI aKTMBHOCTI Ta HE3HAYHIN KiJIbKOCTI
nobiurMx ABuI (puc. 1).

AgnanTyBaHHA MIKPOOPTaHI3MIB JO iCHYMOYMX
JIKapChKUX 3ac00iB 3MYIIIy€ HAYKOBIIIB IIOCTIITHO
JOCJIPKYyBaT HOBI aHTUMMIKPOOHI IpemapaTiu.
Bogrouac icuye npobsiema 3 po3pobKOI0 IPUHIT-
II0BO HOBMX ITPECTaBHUKIB 11iel rpymnm Giosoriuxo
aKTUBHUX PEUYOBUH.

Mertoto Ha110i PO6OTH OYB CMHTE3 HOBUX CYJIb-
daminiB Ha OcHOBI 2-cpeHinizoriazosinnH-3-0H-
1,1-miokcuny.

PesyabraTtu it odroBopenHsa. B giteparypi
OIMCAHO CUHTE3 PANY ajipaTUIHUX MOXiTHUX 3-
isoriazosingmuon-1,1-gioKCHUAy Ta MOKa3aHO IX
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GioJroriuHy aKTUBHICTH [2], TAKOK OIMCAHO CUH-
Te3 apoOMaTUYHIX IOXiTHUX 2-(eHinizoriazoi-
nuH-3-0H-1,1-giokcuny [3, 4]

3araJbHUM MiAXi, 1110 BUKOPUCTOBYETHCA AJIA
dopmyBaHHA 3-izoriazominnHoH-1,1-gioKCcUIHO-
T0 IMKJY, TaKUI: IIPOBOLATH CYJIb(OHIIyBaHHSA
IIePBUHHUX aJipaTUYHUX UM aPOMATUYHUX aMi-
HIB 2-MEeTOKCUKapOOHiIeTaHCYIb(POXIOPUIOM i3
MOJAJBIINM TigpoJizoM KapOOMETOKCUIPYIM B
OTpMMaHUX cyJabgoHaMimax. ¥ Takuii crocib
OIEPIKYIOTh 3-[(anKimamino)cynbdonial- abo 3-
[(aprmamino)cynbdoHin|nponionosi kuciaotu. Oc-
TaHHI M i€ TIOHLI XJOpUAY NaloTh OaskaHi 2-
apuiizoriazonignH-3-oH-1,1-niokcuan abo 2-
aJkiyizoriasosigna-3-01-1,1-mioKcuan.

Ik mpaBmio, BUXigHMI 2-MeTOKCUKapOOHie-
TAHCYJIb(POXJIOPIT, CMHTE3YIOTh IIIJITXOM OKMCJIIO-
BaJIbHOTO XJIOPYBaHHS METIUJIOBOTO eCTepy 3-Mep-
KaIlTOIIPOITIOHOBOI KucjaoTy abo AMMeTUJIOBOTO
ecrepy 3,3’ -AUTIOAUIPOITIOHOBOI KMUCJIOTH, TiF0YUMN
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Puc. 1. Cyavaninamioni npenapamu.
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Cxema 1

Cunmes 2-apunizomiazoniOun-3-oun-1,1-0ioxcudis i 2-aaxinizomiazonidun-3-on-1,1-0iokcudisa
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MOJIEKYJIIPHVMM XJIOPOM Y CEPEeIOBUII OIITOBA
KICJIOTa — BOJia 33 YMOB HM3BKOI TeMIlepaTtypu
(0...+5°C) [5-7].

Hdua dopmyBanHa 3-izoriazosmigmaOH-1,1-11-
OKCHJHOI reTepPONVKJIIYHOI CUCTEMM 32 METOIV-
KaM, OIIMCaHUMHA B [5-7], HaMM CMHTE30BaHO TPU
BUXITHUX CYJIbPOXTIOPUIN — METUJI 3-(XJI0PCyIb-
donim)mpomanoat 6, MmeTni 3-(XJI0pCyIbQPOHII)-
2-MeTUJIIIPOIIaHoAaT 7 i MeTuJ 3-(XJI0pCyIb(POHLIT)-
2,2-guMeTuiapornasoart 8 (puc. 2).

ITnaxom cysnb(oHITYyBaHHA aHIJIIHY, M-TOJY-
iquny, 3,5-I1MMeTUJIaHIJIIHY, n-TOJNy IAUHY, n-aHi-
3UOVHY Ta N-(PIyOpaHUIIHY CyJb(oxXIopuIaMmu
6-8 HamMM OTpPMMAHO HU3KY METUJIOBUX ecTepiB
9a-16a. Peaxmii cysiboHITyBaHHA IPOBELEHO B
CYXOMY AMXJIOPMETaHi B IIPUCYTHOCTI HipUIANHY
AK OCHOBM JAJIA 3B’A3yBaHHA XJOPOBOJHIO, III0
yTBOpIOBaBCA Mif] Yac B3aeMOZil BUXITHMX CIO-
JyK (cxema 1).

BinbmricTs MeTnsI0BUX ecTepiB 9a-16a He BuU-
JIJIAJM B YMCTOMY BUIVIAAL, a 0Apasy Micia oTpu-
MaHHA B CUPOMY BUIVIAZI 3aIIyCKaJi B HACTYIIHY
cTaziio rifpoisy B JyskHOMY cepegnoBuii. ITe 3y-
MOBJIEHO TMM, IIJ0 METMJIOBI ecTepyu — JIETKO-
IIJIaBKI PEeYOBMHY, AKI AyKe CKJIATHO 3aKpycTa-
JizyBatu. ToMy ocTaTodHe OUMIIIEHHA BindyBa-
JIocs BKe Ha HAaCTYIIHIM cTanii ogepskaHHA apui-
aMiHOCYJIb(POHIMIPOITiOHOBMUX K1ca0T 9b-16b.

HarpiBanua xkwucsaor 9b-16b i3 xgopuctum
TioH1JIOM ITpoTATOM 4-6 TOOMH KaBaJo 2-apuJIis3o-
Tiagoaiguu-3-ou-1,1-giokcuau 9c-16c¢ i3 BucoOKM-
MU Buxogamu (TabJ. 2).

ITicna cysbdoxyiopyBaHHA apuiTi30Tia30tianH-
3-oH-1,1-giokcuais 9c-16¢ xy0pCcyabPOHOBOIO

o} 0
Cl 7 Cl ,/O Cl~_ 7
//SWO\ //S O\ //S O\
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6 7 8
Puc. 2. Buxioni cyavgoxaopudu 0aa gopmysarHHs

3-130mia3onidunon-1,1-0lokcudnoi zemepoyukr-
NMYHOL cucmemu.

NaOH H o Socl,
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KICJIOTOIO OTPUMYyBaJM cyJabgoxsopuayu 9d-15d.
3aJieskHO Bin peakuiifHoi 3maTHOCTI cybeTpartiB
peaxl1iito IPOBOAMIIM B PiBHMX yMOBax (MeToau A
i B). XimiuHI CTPYKTYypPM CUHTE30BaHUX PEUOBUH,
omnc IMP-criekTpiB, BUXoau peakiiiyi i Temmnepa-
TypM IJIaBJIEHHA II0JaHO B TabJr. 1.

Y Takuii crioci6 HaMM CMHTE30BaHO 7 CyJIbdO-
xygopuaie 9d-15d. I3 peuoBurn 16¢ cyabcoxio-
puz orpuMaTy He BaaJjocs. SIMP-korTposs peak-
LIMTHOI CyMIiIlli ITOKa3aB, 110 PeakKIlid cyJIbgoXJIo-
pyBaHHA Hepebirae HaA3BUYAHO IOBIJIBHO, IO,
JIMOBipHO, 3yMOBJIEHO H€3aKTUBYIOUMM BILJINBOM
aTomy Payopy Ha apoMaTUUHe KiJjblle.

I3 3acTtocyBanHAM peakxiii cysnbgoHIITyBaHHSA
(cxema 3) 3a JOIIOMOTOI0 TEXHIK KOMOiHATOPHOI
ximii i3 cysbdoxaopunis 9d-15d ogepsxano ce-
pifo cynbdaminis 17-46. XimiuHi CTPYKTYpPM CUH-
Te30BaHUX pedoBuH, onuc IMP-cnexkTpis, Buxo-
IV peakliil i1 TeMnepaTypy IJIaBJIEHHA IIOJAaHO B
TabJ. 2.

Peaknii cynbdoninyBaHHA ODpoBOOMIMCA B
CTaHIAPTU30BaHNX HaMmMM ymoBax. s 3B'aA3y-
BaHHA XJIOPOBOJHIO, II[0 BUIJIABCA B pe3yJbTaTi
peaxiii, BMKOPUCTOBYBaJM OPraHiuHI OCHOBH,
InA adipaTUYHNX aMiHIB — TPUETUJaMiH, OJIA
apoMaTnyHNx — nOipuanH-N-okceny, mob 3aro-
OirTM yTBOPEHHIO NPOAYKTIB IMCYJIb(POHIITyBaH-
HA. 1{iy1b0BI IPOAYKTM BUIIJIEHO 3 pPeakKIiiHUX
cyMiteit po3BeeHHAM OUCTUIILOBAHOIO BOJOIO.

Orpumasi cysbdaminy rnepenaso Ha 0ioJoriv-
He TeCTyBaHHA.

Cxema 2
Cyavghoxnopysanns 2-geninizomiaso-
A10un-3-on-1,1-0ioxcudis
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Cxema 3
Cunmes (1,1-0iokcudo-3-0kcoi3o0mia3onioun-2-
in)oensencyavgornamioie (17-46)
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9d - 15d R2a = Alkyl, Aryl; 17 - 46

R2b = H, Alkyl, Aryl;

BucnoBkn. O1ixe, HaMy BIIepIlIe CMHTE30BaHO
(1,1-giokcumo-3-okcoizoriazomignu-2-ia)0eH-
3€HCYJIb(OXJIOPNUAM, HA OCHOBI AKMX CUHTE30Ba-
HO pAf HOBMX 1,1-nmiOKCHIO-3-0KCOi30Tia3001iayH-
2-in1)0eHB3eHCYIb(OHAMITIB.

ExcniepumenrtanbHa vactnHa. Criektpu IIMP
BuMiproBaJsn npuiagom «Varian VXR 400» 3 po-
6ouoro gacroroo 400 MHz, po3unuank DMSO-d,,
BHyTpimHiI crapgapt — TMC, BemmunaM Ximiyu-
HMX 3MillleHb BUMipioBaJmca 3 TouHicT:o 1o 0,01 mu.

3azaavHa memoduxa cunmesy 3-[(apurami-
HO)cyavgorin]nponionosux xucaom 9b-16b. o
po3unny, 110 Mmictuts 0,1 MOJIb BiATIOBiZHOrO aHi-
ainy, 0,13 mosp cyxoro mipmuamnny B 200 mu nu-
XJIOpPMeTaHy, 3a IHTeHCUMBHOIO ITIePeMIITyBaHHSA 10~
maroTb po3unH 0,11 Mo BinmoBigHOrO Cyabgo-
xJyopuny 6-8 y 100 Mo1 quxsiopMeTaHy, IinTPpUMYy -
toun Temueparypy 0..+5 °C. Cywmitr BUTpuMyooTh
3a KIMHATHOI TeMnepaTypy 2 TOOMHM, IOTIM MiA
Jac nepewminryBaHasa gogaoTb 100 mur 2 M posun-
Hy HCI i BindineTpoByoTh Ocam, 1o Bunas. Op-
ragiuyny gasy QiiapTpaTy BiAAINIAIOTH, IPOMMBa-
I0Tb BOJIOIO, BUCYIIIYIOTh Hax 6e3pogunm Na,SO,,
PO3YMHHUK yHapiolTh y Bakyywmi. Cyxwuii 3asm-
110K 00pobJsaoTs 100 Mt 10%-ro pozunuay NaOH
IO IIOBHOI'O PO3YMHEHHHA | BUTPUMYIOTH 33 KiM-
HaTHOI TeMnepaTypu 5 rogus. Po3umH ocsitiio-
IOTh HAarpiBaHHAM i3 BYTLLIAM, TiAKUCIOOTE 2 M
posunroMm HCIl no pH ~3. YTBOpeHuit ocarn Bifn-
(pinbTPOBYIOTE, IPOMMBAIOTE BOJOK, CyLIATh HA
noBiTpi. Buxonu peakiiiii, TeMnepaTypu ILjIaB-
JgenHa Ta onvic IMP-cnekTpiB nogaxo B TabJr. 1.

3azaavHa memooura cunmesy 2-apuaizomia-
3oni0un-3-on-1,1-0ioxcudie 9c-16¢c. lo cycren-
3ii 0,1 moub BinnosigHoi 3-[(apmiamizo)cynabgo-
His|npormionosoi kucsotu 9b-16b y 120 mi 6eH30-
Jay nomaThb 0,3 MoJb TioHLN xjopuny. Peakmiay
CyMilll IIepeMilly0Th IPM KUIIHHI IporAarom 4-
6 rogVH KO MPUIIVHEHHA BUAIJIEeHHA rasiB. Po3unH
YHapIoTh Y BAKYYMi, 3aJIMIIIOK 00POBJIAI0TL BO-
o0, ocan BiAgQiiIbTPOBYIOTH, IIPOMMBAIOTH Ha

dinbTpi 5%-uum pozununom NaOH, Bozgoro Ta cy-
I1aTh Ha MOBITPL

3azanvHa memoduxa cunme3sy (1,1-0ioxcudo-
3-oxcoizomia3onidun-2-in)oen3encyav@doriopu-
018 9d-16d. Memod A. Ilo posunuy 0,01 mosb BU-
xXinHoro 2-apuiisoriazoninnH-3-0H-1,1-mioKCuUny
B 50 Mmu1 xJ0podhopMy IIpM IepeMilllyBaHHI Joaa-
I0TB 4 MJI XJIOPCYIb(POHOBOI KMCIIOTH, I ATPUMYO-
un remnepatypy -10..-5 °C. JoBogATs TeMneparty-
Py peakmniniHoi cymimri 1o KiMHATHOI i KUIT' ATATH
IIpy IepeMilllyBaHHI 1-2 roauHM 10 IPUIVHEHHA
BuAiseHHA rasiB. OX0JOmKeHy peakIiiiHy Macy
o0epesKHO BUIIMBAIOTE Ha 40 T TogpiOHEHOTO JIHOLY.
Opraniuny ¢asy Biggisia0Th, IPOMIBAIOTE BOJOIO,
PO3YMHOM TiIPOKapOOHATY HATPii0, BOMIOIO, BUCY-
urytorb Haj Oe3BogumM Na,SO,, pO3UMHHUEK yHa-
proioTh y BakyyMmi. IIponykT 06pobJsidroTs ieTmsio-
BUM epipoM, Bii(piIbTPOBYIOTE i BUCYIIIYIOTE Y Ba-
kyyMi. Buxonu peaktiifi, TeMnepaTypu I1JIaBJIeHHA
Ta ormc SIMP-criexkTpiB rmomgaxo B TabJr. 1.

Memoo B. Ilpu iHTeHCUBHOMY IlepeMilTyBaHHI
1o 50 ma xaopcysibgpoHOBOI KucyaoTu B 10 mopiriin
BHOCATD 0,1 MOJIb BUXIZTHOTO 2-apUJIi30Tia30 iayH-
3-o0H-1,1-niokcuay, OiATPUMYIOUM TEMIIEPATYpPy
peaxiriitioi cywmimri B giamasouni 10-20 °C. Cywmi
HarpiBaloThb i IepeMilIyOTb 3a TeMIlepaTypu 85-
90 °C mpotsirom 10-12 roauH 10 IPUIMHEHHS BU-
IiseHHA rasiB. OXoJI0KeHy peakIliiiHy Macy ode-
pesxHO BuymBaloTk Ha 200 r noxgpibHEeHOrO JIHOAY,
NPOAYKT ekcTparyoTb 200 ma xjopodopmy, op-
raHiuHy ¢asdy obpobJATs 3a MeTonoM A. Buxo-
I) peaklili, TeMIlepaTypy MJaBJEHHS Ta OINC
AMP-cnerTpiB nogaxo B TabJr. 1.

3azanvna memodukxa cunmesy (1,1-0ioxcudo-
3-oxcoizomiasonidun-2-ia)bensencyavgorami-
0ie 17-46. Jlo posunny 1,7 MMOJIb BUXiZHOTO aMmi-
Hy Ta 1,7 MMOJIb OCHOBU (TpMETUJIAMIHY AJIA aJli-
daTnuyrMx amibiB abo mipmamH-N-oKCHIY IJId
apoOMaTUYHMX) Y 3 MJI CyXOTr0 alleTOHITPUILY BHO-
cATb 1,7 MMOJIB BiAIIOBiZHOrO CyJIb(POXIOPULY.
Peakniiny cymii BUTPUMYIOTh B YJIbTPa3BYKO-
Biii 6ani 3-4 roguuu 3a Temmepartypu 80 “C. ITicaa
OXOJIOZPKEHHA JOJAl0Th 5 MJ BOXAM, YTBOPEHMUII
ocajl BUAIIAIOTE HEeHTPU(YTyBaHHAM, IBidi mmpo-
MMBAIOTBh BOJOI0 i CyIIaThb y BakyyMHIi rmradi
8 roguu 3a temnepartypu 60 °C opu 12 MM pr. CT.
Buxonu peaxmiii, TemmepaTypu IIJIaBJIEHHA Ta
onnc IMP-cnekTpis nogano B Tabr. 2.

Haditiwaa 6 pedaxyito 30.05.2008 p.
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Cunmes (1,1-0iokcudo-3-okcoizomia3onioun-2-in)oendencysbgonamiois

.87

o
26 ° \CL 2|
JTONTN

Tabauys 2
1,1-Tioxcudo-3-o0xcoizomiazonioun-2-in)oensencyavornamiou (17-46
Y
S CTpyKTypa % E Haui AMP e CtpyKTypa % -g Haui AMP
o Q
:2 Mm 2 an)
1 2 3 4 5 6 7 8 | 9 10
DMSO-d, & 0,84 (t, DMSO-d, 5 1,44 (m, 4H), 1,71
NO 3H), 1,41 (m, 2H), 2,73 ~ (s, 2H), 1,82 (s, 2H), 1,95 (s,
St (q, 2H), 3,23 (t, 2H), S 2H), 2,63 (s, 6H), 2,89 (q, 2H),
17 < 3y 2169 1 4704 (. 2H), 756 (d | 52 | 7% I?(N@ 1451 92| 599 (£, 2H), 4,00 (t, 2H), 5,19
J 2H), 7,92 (d, 2H), 7,68 g (s, 1H), 7,18 (s, 2H), 7,60 NH
NH (t, 1H) (t, 1H)
o DMSO-d, & 1,72 (s, o DMSO-d, 5 2,60 (m, 8H), 3,01
x 4H), 3,21 (s, 4H), 3,25 SNy N (q, 2H), 3,22 (¢, 2H), 3,70 (s,
18 8 \@b@ 208 | 86 | (t, 2H), 4,04 (t, 2H), | 33 I?(\N@ 202 | 98 | 6H), 4,00 (t, 2H), 6,51 (d, 1H),
j\D 7,61 (d, 2H), 7,96 (d, ¢ f 6,65 (s, 1H), 6,74 (d, 1H), 7,15
2H) (s, 2H), 7,72 NH (t, 1H)
o DMSO-d, & 2,73 (s, .
Qf 3H), 2,90 (m, 4H), 3,26 st DMSO-d, & 2,44 (s, 6H), 3,22
19 e Q 247 | 85 | (t, 2H), 3,40 (m, 4H), | 34 | % \@[Q 163 | 81 | (t, 2H), 4,01 (t, 2H), 7,20 (m,
O 4,03 (t, 2H), 7,68 (d, I 4H), 7,33 (m, 3H)
~ 2H), 7,94 (d, 2H)
DMSO-d, & 3,24 (t,
o
No (th),2 %935(59,32? ;1,}[1))4 F( . DMSO-d, § 2,66 (s, 6H), 3,22
5/N £l ’ ’ £l bl //S/N d
20 | “C L, 182 | 88 | 6,67 (dd, 2H), 6,75 (s, | 35 | 7 © 5,5/@ 188 | 94 gﬁzg),g;,oo 1(1t& 2?2_)’67’511%“’
; A ), 7,39 (s, 1H), 7,56 (d, 1H),
° ACG LH), 7,51 (d, 2H), 7,90 ¢ 10,95 NH (s, 1H)
¢ (d, 2H), 8,18 NH (t, ’ ’
1H)
DMSO-d, & 325 (1,
o o]
CN( (2SH),2 :1’)057(;}5 2(}(11), ;11%7 (YN DMSO-d, § 2,29 (s, 3H), 3,25
a1 | %, 128 | 84 | o= D20 TS S 36 | o) \Q o = | 217 63 | (t, 2H), 4,00 (t, 2H), 6,06 (s,
IS 7,56 (d, 2H), 7,97 (d, SN 1H), 7,53 (d, 2H), 7,95 (d, 2H)
LA 2H), 8,45 (d, 2H), 8,41 J » (99 RG, ), 199G,
NH (s, 1H)
DMSO-d, § 2,47 (m, DMSO-d, 5 1,51 (m, 1H), 1,80
d" 4H), 2,95 (s, 4H), 3,25 o (m, 3H), 2,65 (s, 3H), 2,87 (t,
/@ i (t, 2H), 3,46 (s, 2H), i G 2H) 3,23 (t, 2H), 3,57 (m, 1H),
22 PN 210188 | 05 (v, 2H), 7,23 (m. | o Q%ffg 13| 68 | 564 (m, 1H), 3,80 (m, 1H),
va© 5H), 7,63 (d, 2H), 7,88 ° 3,99 (t, 2H), 7,46 (dd, 2H),
(d, 2H) 7,80 (s, 1H), 7,86 NH (s, 1H)
B ) 2aD AL, S, %, 4 i (m, 10H), 4,00 (t, 2H), 6,93
23 X R 205 | 81 | (t, 2H), 7,00 (dd, 4H), | 38 ()| 129 | 80
\@\J@/ 750 (4 2H). 785 (@ i (dd, 4H) 7,57 (dd, 2H), 7,84 (s,
¢ 2H) 1H)
DMSO-d, & 2,95 (t, ) DMSO-d, 5 1,63 (m, 2H), 1,82
F(O 2H), 3,25 (t, 2H), 3,94 :H(\F (m, 2H), 2,20 (t, 1H), 2,65 (s,
- (t, 2H), 4,00 (t, 2H), 6 il o 3H), 2,70 (t, 2H), 3,23 (t, 2H),
# Qf’iﬁ 196 1811 698 (1, 1H), 7,19 (m, | °° i W 172|451 5 65 (d, 2H), 4,00 (t, 2H), 6,54
g 2H), 6,50 (d, 1H), 7,55 NH (s, 1H), 7,09 NH (s, 1H)
(d, 2H), 7,97 (d, 2H) 7,54 (dd, 2H), 7,80 (s, 1H)
DMSO-d, & 2,22 (s, (o DMSO-d, & 1,69 (m, 2H), 2,64
~ _ 3H), 2,43 (s, 4H), 3,04 o= (s, 3H), 2,80 (t, 2H), 3,23 (¢
B Yy (s, 4H), 3,22 (t, 2H) ° i o NS N ’
25 | L, @/v 161 | 72 | P o, 675 (d | 0 () | 130 | 47 | 2H), 3,58 (m, 3H), 3,63 (s, 3H),
SE) 601 (d 2T 7.4 ° o 4,00 (t, 2H), 7,54 (dd, 2H),
), 6,91 (d, 2H), 7, 7.80 (s, 110
(d, 2H), 7,82 (d, 2H)
DMSO-d, & 2,58 (s, 3H), 2,76
o DMSO-d, 3 2,19 (s, o\ (t, 2H), 3,12 (m, 2H), 3,23 (m,
o1 3H), 3,25 (t, 2H), 3,65 AT 2H), 4,02 (t, 2H), 6,87 (t, 1H),
204 | 76 | (d, 2H), 3,72 (m, 2H), | 41 @ 95 | 74 | 7,05 (m, 2H), 7,28 (d, 1H), 7,37
4

4,00 (t, 2H), 7,66 (d,
2H), 8,06 (d, 2H)

(d, 1H), 7,48 (dd, 2H), 7,82 (d,
1H), 7,93 NH (t, 1H), 10,46
NH (s, 1H)
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1 2 3 4 5 6 7 8 9 10
DMSO-d, 5 1,43 (d,
2\(0 3H), 3,22 (m, 8H), o DMSO-d, 5 1,71 (t, 4H), 2,64
1 3,51 (m, 1H), 3,77 (m, T (s, 3H), 3,24 (m, 6H), 3,90 (s,
z % \CL,,o @ 1911 67 | 15y 499 (m, 15D, 7,59 | 2 os 205\ T8 1 4E1), 4.00 (¢, 2H), 7,56 (dd,
A (d, 2H), 8,02 (d, 2H), o 2H), 7,81 (s, 1H)
8,29 NH (s, 1H)
. DMSO-d, § 148 (s, DMSO-d, 5 3,24 (m, 6H),
Lo O 3,60 (t, 4H), 3,98 (m, 5H),
><PN 6H), 2,85 (m, 4H), = 6,60 (t, 1H), 6,75 (d, 1H)
28 V' Cle 179 | 83 | 3,96 (m, 4H), 4,07 (s, | 43 | © Qﬁi/—\ — | 212 | 76 | &00 (t 1H), 6,75 (d, 1H),
N SH), 7,68 (d, 2H), 7.96 () 7,36 (d, 1H), 7,45 (t, 1H),
° o (d. 2H) o— 7,54 (d, 1H) 7,75 (d, 1H),
’ 8,07 (d, 1H)
DMSO-d, 5 1,48 (s,
. 6H), 4,07 (s, 2H), 4,09 DMSO-d, 3 3,24 (m, 6H),
><;\;O (s, 2H), 6,18 (d, 1H), L 3,86 (t, 4H), 3,98 (m, 5H),
29 ) Q,p 89 | 85 | 6,29 (t, 1H), 7,43 (d, | 44 ! L)) | 263 87 | 658 (¢ 1H), 738 (d, 1),
P 1H), 7,55 (d, 2H), 7,94 TS 7,54 (m, 1H) 7,74 (d, 1H),
(d, 2H), 8,36 NH (t, 8,29 (d, 2H)
1H)
DMSO-d, & 1,14 (t, DMSO-d, § 1,63 (m, 2H),
Lo 3H), 1,48 (s, 6H), 1,62 2,56 (q, 2H), 2,65 (q, 2H),
><;N\©L ) (m, 2H), 1,85 (d, 2H), A JQ 3,24 (t, 2H), 3,96 (s, 3H), 4,03
30 ° 117 | 93 | 2,48 (m, 2H), 3,62 (d, | 45 QE’N 118 | 81 | (t, 2H), 7,13 (m, 3H), 7,23 (t,
¢ O\f 2H), 4,03 (q, 2H), 4,05 e 2H), 7,36 (d, 1H), 7,46 NH (t,
s (s, 2H), 7,66 (d, 2H), 1H), 7,51 (d, 1H), 7,69 (d,
7,94 (d, 2H) 1H)
DMSO-d, 5 253 (s,
3H), 2,62 (t, 2H), 3,00 DMSO-d, 5 2,65 (t, 2H), 3,24
o (q, 2H), 3,23 (t, 2H), s (q, 2H), 3,51 (g, 2H), 3,65 (m,
C i 3,71 (s, 3H), 4,00 (¢, el y 6H), 3,78 (s, 3H), 3,97 (t, 2H),
S \C(N@\ 173 | 92 | 9y 676 (d, 2H), 6,97 | 6 Q%{Q 2421 88 | 4 99 (s, 2H), 6,65 (s, 1H), 6,72
g (d, 2H), 7,30 (s, 1H), 0" (s, 1H), 7,31 (d, 1H), 7,52 (d,
7,32 (d, 1H), 7,84 NH 1H), 7,71 (d, 1H)
(t, 1H), 7,93 (d, 1H)

Synthesis of (1,1-dioxido-3-oxoisothiazolidin-2-yl)-benzenesulfonamides

M.O. Chekanov, A.R. Synyugin, S.S. Lukashov, S.M. Yarmoluk

Institute of Molecular Biology and Genetics, NAS of Ukraine

150 Zabolotny Str., Kyiv, 03143, Ukraine

Summary. Chemical synthesis of (1,1-dioxido-3-oxoisothiazolidin-2-yl)-benzenesulfonyl chlorides was developed.
A row of (1,1-dioxido-3-oxoisothiazolidin-2-yl)-benzenesulfonyl chlorides was converted into a lot of novel (1,1-dioxi-

do-3-oxoisothiazolidin-2-yl)-benzenesulfonamides.

Keywords: benzenesulfonamides, isothiazolidine-3-one-1,1-dioxides, 2-phenylisothiazolidine-3-one-1,1-dioxides,
methyl 3-(chlorosulfonyl)propanoate, 2-methoxycarbonyletanesulfonyl chlorides.
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