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MapoAo mou ol evwoelg ou Bacilovtal otn BelaloAn spdaviovral uoikd, ELOKA O TTPOKAPUWTIKOUG
Kol Baddooloug opyaviopoug, o BelaloAkog SaKTUALOG EXEL XpnoLpoTtolnOel ektevw g yla tn oUVOeon evog
OPKETA TIOWKIAOU aplOpoU XNUIKWV TIAPOYyWYWY, CUUMEPINAUBOVOUEVWY EUPEWS AVAYVWPLOUEVWV
bAPUAKEUTLKWY KoL BLOKTOVWV TTAPOyOVTWV.

O daktuAlog tnG 1,3-BelalOANnG €xeL XpnoluomolnBel ekTEVWG yLa T oUVOeon €vog onuavtikol aplBuol
SLADOPETIKWY XNULKWV TIOPOYWYWYV, CUMTEPLAAUBAVOUEVWY TwV LooBslaloAovwy. AUTEC Ol EVWOELG
Hurtopolv va katnyoplornotnBolv BAceL TwV MOTIBWY UTTOKATAOTAONG KAl TWV AELTOUPYLKWY OHAdWV TToU
ouvdEovTal e TNV KEVTPLKN doun TNG LooBelaloAnG.

ApKeTta Tapdywya kat avaAoya tooBsitaloAwv £xouv cuvtebel kal SlepeuvnOel WG TTPOC TO AVTLKAPKLVIKO
TOUG SUVALLLKO.

Itnv mapovoa epyacia peAeTNBNnke yla mpwin dopd n in vitro avtikapkwviki dpacn pioag véag p-
vitpodatvulo-looBelaloAovng, tng 2-(4-nitrophenyl)isothiazol-3(2H)-one mou mapaokevAoTnKe Ao Eva
N-urtokateotnuéEVo 3-BeviOulo TpoTovapidlo o€ 2 amAd TEPOUOTIKA OTASLO OE LKAVOTIOLNTIKEG
amodOoELC.




2. MéeBobot kat YAwka 1/2 gl el

SAHEE @
%% Tt \<:\><:>>/ (E/_. 1o NaveAAjvLo ZUVESpLO DUGLKKV ETLeTNpWY oty Yysia:
C/ N

Kawvotopieg kat Mpoomtikég

Iq.f ol 't;i;‘ttﬁﬂ A o/ 22-23 semtepBpiou 2023
HEE R (i}
2UvOeon OeLaloAwv
H 2-(4-vitpodaiwvuro) 1ooBetaloA-3(2H)-6vn mapaokeudAoTnKe and to N-4-vitpodatvuro-3-Bevioulo

TIPOTILOVOULOLO 0€ 2 ammAd MELPAPATIKA O0TASLO O€ LKOVOTIOLNTLKY amodoon Onwe mMopoucLAlETaL OTNV MAPAKATW
oclpa avtdpdoswv cUpdPwWvVO UE OXETIKA YeVIK HEBodo. To mpoidv yapoaktnpiotnke doaocpatookormika (IR,
PMR).

NO, NO,

Npocopoiwon Moplaki¢ AUVARLKAG

Ot umnoloylopot QSAR €ywvav yia tnv mpoPAsdPn tng PLoAoylkAg SpaoTKOTNTAG TWV EVWOEWV HE BdAon TIg
OUOLKOXNULKEG LOLOTNTEC Kol OOULKA XOPAKTNPLOTIKA TOUG. To OMOTEAECHOTO KOL N ONUOVTLKOTNTO Kol
gykupotTNTa TOU MovtéAlou aflodoyndbnkav XpNOLUOTIOWWVTIOC OTATIOTIKA TECT Yyl vo Tpoodloplotel n
ouVELoDOPA TWV SEIKTWV HE UETPLKEC OTWG To R2. H pebodoloyia tng peAétng mapéxel MOAUTIHEG MANPOodOopieC
yla Tn povtelomoinon kat tnv mpoBAedn tng dpaoctikotnTag TNG p-vitpodavulo-tcoBetalolovngc.
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Aokipn Buwoipotntog pe tn pEbodo MTT

H woo0BewtaloAdvn edapuootnke yla 24-72 wpeG o€ KAAALEPYELEC KAPKLVLKWY NTIOTIKWV KUttdpwv HuH-7 oe
ouykevtpwoelg 0,5-7,5 pg/ml. H kuttapikn Biwowpodtnta npocdloplotnke pe tn nEBodo MTT.
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AoKLUA BlwoLlpoTNTOC 0 avBpwrva KapKLWVIKA urtatokOTtapa Huh-7 €netta ano enwoon Ue tn LooBeltaloAdvn
2-(4-nitrophenyl)isothiazol-3(2H)-one. Ot Twpég amotelolv péocoug opoug 4 PBoAoyikwy emavainPewyv. Ot
OTATLOTIKA ONUAVTILKEG OLodOpEC O OXEON HUE TOV HAPTUPO €XOUV emonuavOel pe aotepioko (**p<0,01,

*x%1<0,001).
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Npocopoiwon MopLakig AUVAMLKAG
Mwa oepd amo 200 avadloya twv p-NITPODAINYAO- _ 7; J: \¥ <
IZOOEIAZOAONQN £xetL i8n uhomownOei o pia SQLpopPLAKN S % 5 | TL M\
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NG LOTPLKAC akpLBeiag.
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4. Yuumepaopata

» Toa amoteAéopata Twv Blodokipwy katedelav pia oadn, woxupn Kot emavoAnPLun in vitro tolikn
dpaon tng 2-(4-nitrophenyl)isothiazol-3(2H)-one évavtl Twv KAPKIVIKWV NTTOTIKWY KUTTApwv HUH-7.

» Juykekplueva, n 2-(4-nitrophenyl)isothiazol-3(2H)-one mapouclalel ARLOU HEYLOTN QVOOTOAATLKN
ouykévtpwon IC50, 4,17 pg/ml ot 24 wpeg, 3,58 pg/ml otig 48 wpeg kat 3,51 pug/ml énerta anod 72
WPEC EMWOAONE O avOpwWTILVOL KAPKLVLIKA nratokuttapa Huh-7.

» MeA\ovtikad, Ba OtepeuvnBel n enibpaon tnG oucilag o GuoLOAOYIKA KUTTapO KABwC Kol o€
HEYAAUTEPO €UPOC KOPKLVIKWVY CELPWV-OTOXWYV, EVW N Xpnon HeEBOdwV texvNTAG vonuoouvng Kol
HOPLAKAG HovieAomoinong oavopeévetal va avadeiéel véoug upnxaviopoug 6&pdong NG p-
vitpodatvulo-looBetaloAovng.




OETECDIONE
LT E oL,
L Re e
Tl C\> 1o MaveAARVL0 ZUVESpPLO PUCLKWY ETLoTNPWY oty Yyeia:

’ = B ol (yi Kawvotopieg kat MpoomTiké
5. BiBAloypadia 1/2 *,E.{a*gf \ /%f e
AR

1. Kaddouri Y, Abrigach F, Yousfi EB, El Kodadi M, Touzani R. New thiazole, pyridine and pyrazole derivatives as
antioxidant candidates: synthesis, DFT calculations and molecular docking study. Heliyon. 2020 Jan
9;6(1):e03185. doi: 10.1016/j.heliyon.2020.e03185.

2. Sultana F, Reddy Bonam S, Reddy VG, Nayak VL, Akunuri R, Rani Routhu S, Alarifi A, Halmuthur MSK, Kamal A.
Synthesis of benzo[d]imidazo[2,1-b]thiazole-chalcone conjugates as microtubule targeting and apoptosis
inducing agents. Bioorg Chem. 2018 Feb;76:1-12. doi: 10.1016/j.bioorg.2017.10.019.

3. de Santana Tl, Barbosa MO, Gomes PATM, da Cruz ACN, da Silva TG, Leite ACL. Synthesis, anticancer activity
and mechanism of action of new thiazole derivatives. Eur J Med Chem. 2018 Jan 20;144:874-886. doi:
10.1016/j.ejmech.2017.12.040.

4. Kumar S, Aggarwal R , Thiazole: A Privileged Motif in Marine Natural Products, Mini-Reviews in Organic
Chemistry 2019; 16(1) https://dx.doi.org/10.2174/1570193X15666180412152743

5. Bikobo DSN, Vodnar DC, Stana A, Tiperciuc B, Nastasa C, Douchet M, et al. Synthesis of 2-phenylamino-thiazole
derivatives as antimicrobial agents. J Saudi Chem Soc. 2017;21(7):861-8. doi: 10.1016/j.jscs.2017.04.007.

6. Da Silva MG, Cardoso JF, Perasoli FB, Branquinho RT, Mourao RS, Tavares HD, et al. Nanoemulsion composed of
10-(4, 5-dihydrothiazol2-yl) thio decan-1-ol, a synthetic analog of 3-alkylpiridine marine alkaloid: Development,
characterization, and antimalarial activity. Eur J Pharm Sci. 2020;151. PMID 105382.

7. Guan ZR, Liu ZM, Wan Q, Ding MW. One-pot four-component synthesis of polysubstituted thiazoles via
cascade Ugi/Wittig cyclization starting from odorless isocyano (triphenylphosphoranylidene)-acetates.
Tetrahedron. 2020;76(15). doi: 10.1016/].tet.2020.131101




22-23 FemtepPpilov 2023

R
’ nﬂ'ﬂ r '.L- ; \ 1o MaveAARVL0 ZUVESpPLO PUCLKWY ETLoTNPWY oty Yyeia:
5. BiBAoypadia 2/2 ;{E?g @%ﬁ ooz poomds

8. Jacob P J, Manju SL. Identification and development of thiazole leads as COX-2/5-LOX inhibitors through in-
vitro and in-vivo biological evaluation for anti-inflammatory activity. Bioorg Chem. 2020;100:103882. doi:
10.1016/j. bioorg.2020.103882. PMID 32361295.

9. Hamilakis, S., Kontonassios, D., & Tsolomitis, A. (2002). The synthesis of N-substituted isothiazol-3(2H)-ones
from N-substituted 3-benzoylpropionamides. Journal of Heterocyclic Chemistry, 39(1), 149-155.
doi:10.1002/jhet.5570390122

10.A. Tsolomitis, C. Sandris. Formation of 5-aroyl-3-(2 H )isothiazolones from the reaction of 3-
aroylpropionamides with thionyl chloride. Journal of Heterocyclic Chemistry 1980, 17 (7) , 1645-1646.
https://doi.org/10.1002/jhet.5570170765




