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'ByKoBMHCHKHIi Iep/KaBHUI MeIUUHHMI yHiBepcuTeT, UepHiBIi
*lucturyT opraniuuoi ximii HAH Ykpainu, Kuis

CUHTE3 2-(NIPA30J1-4-101)-2,3-AUIr'1APO-4 H-1,3-BEH30TIA3UH-4-OHIB

Poszpobreno memoo cunmesy 2-(nipazon-4-in)-2,3-ouciopo-4H- 1,3-6enzomiasun-4-onis, AKuti IpyHmyemocsi
Ha peakyii yukroxounoencayii N- arxin(apun) 1,3-ouzamiwenux 4-nipazoniniminis iz miocaniyuiogor KUCIomorn

npu 00820MpuUBAIOMY KUR SMIHHI 8 MOIYOJL.

Kniouosi cnoea: 4- nipasoninivinu, miocaniyuiosa xucioma, 2-(nipason-4-in)-2,3-ouciopo-4H-1,3-6en3o-

miazuH-4-onu, YuKIoKoHoencayis

3,4-lurigpo-1,3-6eH3oTia3uH-4-0HN  Hale-
KaTh M0 OIMWKIIYHAX CHCTEM 13 BUPAKCHUM
KoMImiekcoM Oiosrorivnoi aii. Cepen HUX BHUSB-
JIeHI CENIeKTHBHI 1HTIOITOPH LUKIOOKCUTE€HA3U
npyroro tuny (COX-2) [1], nokampHi aHec-
TeTUKH [2], iMyHONOTEeHIio0Yl [3], aHTHMYypa-
nmuaHil [4], anTEMaApiiHi [5] Ta OakTepHIHIHI
[6, 7] arentu. Came TOMY BIPOIOBXK OCTaHHIX
POKIB HE BTpada€e CBOEI aKTyaJbHOCTI IpoOiiemMa
xiMigHoi Monau@ikaimii YacTKOBO TiAPOBAHOIO
OCH30Tia3MHOBOTO cKadonga piZHOMaHITHUMH
¢parmentamu. Bapto 3a3HaunTH, 1m0 Bimomi Ha
CHOTOIHIITHIN JeHb TPEICTABHUKH ITHOTO THITY
CIIOJNYK, 3a3BHYall MICTATh B MOJIOKCHHI 2 Tia3u-
HOJIHOBOTO LMKy ajiaTh4Hi Ta apoMaTH4Hi
3aMiCHUKH. IX TeTepuaBMiCHI aHAIOrn 06Mexy-
IOTBhCS TIPUKIIaIaMU 2-XiHOMIHII- [6] Ta 2-iH7o-
min- [7] 2,3-murigpoben3oriazun-4-oxHiB. B cuiy
IIHOTO IS OJIEp’KaHHS HOBUX ITOTEHINNAHO Oio-
aKTUBHUX PEYOBWH, MPEJAMETOM HAIIOTO JOCIHIiI-
JKEHHS CTaJU CIIOJIYKH OCH30Tia3MHOBOTO PSAY, Y
SKUX B TOJIOKCHHI 2 IIMKJIy «BMOHTOBaHi» (ap-
Mako(opHi Mipa3odiIbHI CTPYKTYPHI €IEMCHTH
[8].

3 ypaxyBaHHSM JiT€paTypHUX NaHUX [4, 6, 7]
MOCTaBIICHA 3aj[a4a BUPINTyBaJlach NUIIXOM (Hop-
MyBaHHS 2,3-IUTiApOOCH30TIa3MHOBOT CHCTEMH
3a paxyHOK IUKJIOKOHJCHCAIT 4-ipa3oiTiMiHiB
(I'a-x) 13 TiOCAIILMIOBOIO KHCJIOTOO. BCTaHOB-
JIEHO, IO HarpiBaHHs BKa3aHUX pEarcHTIiB Yy
KHIDITYOMY TOJyouti Brponorx 10 rom mpusBo-
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JUTH 10 YTBOPEHHS 2-(4-mipa3o:min)-2,3-auriapo-
4H-6en3oriazun-4-onis (III a-x) 13 BHXOZaMu
39-73 9%. JlopedHO 3ayBa)KHTH, ITI0 BUKOPHUCTAH-
HSl IS TaKOi 1[I TPUKOMIIOHEHTHOI OJTHOpEaK-
TOPHOI peakuii BiAMOBiAHUX 4-PopMiNIipa3ois,
amidaTHyHUX aMiHIB Ta TIOCANIIHUIOBOI KHCIOTH
(mop. [1]) € MeHIm eQEeKTUBHUM, OCKUIbKH
BUXOJIM MPOJYKTIB MPHU IIbOMY 3MEHIIYIOTHCS Ha
20-30 %.

BigHocHO moBruit iHTEepBanm mepediry mpo-
1ecy HOPIBHAHO 13 iMiHAMHM apOMaTHYHUX allb-
JeriniB [7], o4eBHIHO, TIOB’ I3aHUH 13 CTEPUYHH-
MU TIepemkogaMu B iMiHonoxigaux (I a-x), 00y-
MOBJICHUMH BIUIMBOM 00 €MHHUX apOMAaTUYHHUX
3aMiCHHKIB B ITOJIOKEHHI 3 Mipa3oIbHOTO Sapa.

HaiiBiporigmimre, mo momaiOHO 10 KOHICH-
carrii 3a y4acTio 3-MepKanToIpoIIaHOBOT KHCIIOTH
[9], peakiiisi peasizyeTbcs 3a CXEMOIO TEPBHH-
HOTO YTBOPEHHS IPOMDKHHUX TIPOAYKTIB Tio-
aMiHaJIEHOTO THIY (A), TMOmabIa JeTiapaTarlis
SKUX TPU3BOAWTH JO 3aMHUKaHHS L[HUKIY 1
yTBOpeHHs HinboBuX cronyk (111 a-xx).

[HauBigyanpHICTE Ta CKJIaJ CHHTE30BAHHX
nipasoninOenszoriazunis (Il a-x) minTBepmKeHi
JIAHUMH EJIEMEHTHOTO aHali3y Ta XpoMaromac-
criekTpiB (Tabi. 1), a CTpyKTypa — pe3ysibTaTaMu
sumipiB I4- ta SIMP 'H cmextpi (tabm. 2). B
OCTaHHIX HAHBaroMimiold JOKa30BOIO 0a30i0 €
HasBHICTH cuHTIIETIB CH-IPOTOHIB B TIOJIO’KEHHS
2 NWTiAPOTIAa3WHOBOTO NHUKIY B miama3zoHi 6.41-
6.61 m.u.

Ar Ar
S -HO N= S
COOH | /)
NHR N N
Ph II{ 0
A IIT a-x

I, III, R=Me, Ar=Ph (a), 4-CIC¢H, (6), 4-BrCeH, (8), 4-MeOCsH, (1), 3,4-(Me0),CsH; (1), 2-Tie-Hin (e);

R=PhCH,, Ar=Ph (¢); R=4-CIC4H,CH,, Ar=Ph ()
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ExcnepuMeHTajbHA YaCTHHA

IY-cnextpu cmomyk y Tabmerkax KBr
3amucani Ha npuknaxi UR-20. Criektpu SIMP 'H
BuMipsiHI Ha mpukmani Bruker Avance DRX
(500.13 MI'm), BHyTpimHik ctagmapt — TMC.
XpomaToMac-CIIeKTpH ojiepkaHi Ha npuiami PE
SCXAPI 150 EX, perextopu UV (250 M) Ta
ELSOJ.

3-3amiwmeni 2-[3-apunmienin-1-ghenin-1H-
nipazon-4-inj-2,3-ouziopo-4H-1,3-6enzomiazun-
4-onu (111 a-sc)

Cymim 0.003 mons 4-mipasonimiminy (I a-x)
Ta 0,318 r (0,003 MOJIb) TIOCAMIIMIOBOI KUCIOTH

(II) xum’atunu BropomoBxk 10 rom B 10 mn
0e3BOHOTO TONYOJTy. PO3UMHHUK BHITApIOBAIIH,
3IMIITOK KPUCTATI3yBAIH 13 €TAHOMY.

BucHoBku
Po3pobneno croci6 cunaTtesy 2-(mipas3oin-4-
11)-2,3-murinpo-4H-1,3-6eH30Tia3nH-4-0HIB,
KU 0a3yeThCs Ha LUKIOKOHJICHcAIii 4-mipa-
30JITIMIHIB 3  TIOCAJIIMIOBOIO KHCJIOTOIO B
KUIUITIOMY TOJTYOJTi.

Tabmuus 1
Xapaktepuctuku crionyk 11 a-x
3Haiineno, % T
Crooayka ®opmyaa [M+1]* BupaxyBaHo ,,T(":““ Buxin, %
C H N '
72.28 4.93 10.35
66.44 4.32 9.97
116 CyH;5CIN;0S 432 6674 120 973 196-198 68
60.30 3.93 8.64
CysH,N;30,S 70.06 5.04 9.94
Ir 428 7024 195 983 187-189 52
CysHp3N305S 68.53 5.18 9.01
I 1 458 6825 507 918 137-139 73
Cx»H7N;08S, 65.76 4.17 10.54
Ile 404 6548 425 1041 197-199 39
C30Hx;N;0S8 76.34 4.99 8.71
Ile 474 7608 490 387 181-183 73
71.23 4.25 8.46
I x C30H»,CIN;OS 509 7093 436 827 209-211 68
Tabnuws 2
Criextpr I4 ta SIMP 'H crionyxk I1I a-x
Y cnekrp,
Crnoayka v, em! CrnekTpu SAMP'H, 8. m.u.(J, T
C=0
Il a 1665 3.34 ¢ (3H, CH3), 6.53 ¢ (1H, H’ serorianu)s 7-16-8.06 M (15H, 14H,pou+ H tipason)
1116 1660 3.30 ¢ (3H, CH3), 6.61 ¢ (1H, H’ serorianu)s 7-18-8.11 M (14H, 13H,pout H tipason)
Il 8 1660 3.26 ¢ (3H, CH3), 6.58 ¢ (1H, H’ seroriasu)s 7-14-8.08 M (14H, 13H,pou+ H tipason)
3.24 ¢ (3H, CH3), 3.84 ¢ (3H, CHs), 6.49 ¢ (1H, Hsemsoriasn)s 7-08-8.12 M (14H,
Ir 1665 5
13HM+ H nipa'son)
I 1665 3.23 ¢ (3H, CHj;), 3.84 ¢ (3H, CH3), 3.86 ¢ (3H, CHjy), 6.47 ¢ (1H, Hzﬁeﬂmimﬂy),
a 7.07-8.04 m (13H, 12H§M4+1H5m-m on)
Ile 1665 3.21 ¢ (3H, CH3), 6.52 ¢ (1H, H semsoriasm), 7-22-8.10 M (13H, 12HM+H5HW3OH)
Il e 1616 4.62 1 (1H, CHy, J 14.8 T), 5.26 1 (1H, CHg, J 14.8 T), 6.41 ¢ (1H, Hgersoriasm)»
7.19-8.13 m (20H, 19HM+1H5HMOH)
e 1660 4.63 1 (1H, CHy, J 15.2 T), 5.20 1 (1H, CHg, J 15.2 Tn), 6.47 ¢ (1H, H sexsorianm)»
7.19-8.08 m (19H, ISHMHHSmwm)
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SYNTHESIS OF
2-(PYRAZOLYL-4-IL)-2,3-DIHYDRO-4+1,3-BENZOTHIAZINE-4-ONES

A method of 2-(pyrazolyl-4-il)-2,3-dihydro-4H-1,3-benzothiazine-4-ones synthesis was developed,
based on N-alkil(aryl) 1,3-disubstituted 4-pyrazolylimines cyclocondensation with thiosalicylic acid in
conditions of long-term boiling in toluene.

Key words: 4-pyrazolylimines, thiosalicylic acid, 2-(pyrazolyl-4-il)-2,3-dihydro-4H-1,3-benzo-
thiazine-4-ones, cyclocondensation.
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