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Aim and Summary of the Work

In view of the fact that several benzothiazole-2-acrylic acid and
their derivatives have been found to exhibit pharmacological  activity,
and the fact that the different heterocyclic compounds have been showed
a significance biological activity. So, it was of interest to
introduce a newly group of compounds structurally containing the benzo-
thiazole-z-acrylic acid moiety incorporated with different biologically
active heterocycles moieties as a trial to obtain biologically new active

compounds that can be of more pharmacological activity.

The parent compound in this group is benzothiazole-Z-acrylic  acid
(II) which was prepared by condensation of G-aminothiophenol with maleic

anhydride.

NH, CH—C_ NHCO - CH= CH - COOH
+ “ 0 —»p
SH CH—C" SH

!

v O
room temp. S CH=CH-(0COH
I
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Compound (I1) reacted with different sulpha-dvugs, namely, sulpha-
guanidine, sulphadiazine, sulphanilamide and / or sulphadimidine,
sodium salt to give the corresponding 4—[1-(diam1nomethy1)—su]phamoy]]—
(IIla), &:{2—(pyrim1diny1) sulphamoyl]-(II1b), 4-(sulphamoyl)-(I1Ic)-
Z-benzothiazoleacrylanilide and / or El[Gﬁ,6~dimethy]—2-pyrimidiny1)—
sulphamoyl]-2-benzothiazale acrylanilide, mono sodium salt (1I1d) resp-

ectively,

N
I
S/LCH= CH - COR

n@a-d)

NH
—NHQSOZNHcf
NH2
N
- - <)
N-—
¢, R = -NH@SDZNHZ
CH
o
d, R = 'NHQSUZ—N—( \
N._

CH3

[Ila,R

o
el
n
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- i -

Upon treatment of compound (II) with thiourea in acidic medium
to form Z—amino~4—(Z-benzothiazo]y]methyl-5-th1‘azo]ol {IV}  which con-
densed with different aidehydes such as p-chlorobenzaldehyde, p-methyl-
benzaldehyde, anisaldehyde, p-dimethylaminobenzaldehyde and / or 3,4,5-
trimethoxybenzaldehyde to give the 4-[Z—benzothiazoly][—methyi—(substituted)

-benzylidene]amino] -5-thiazolol (Va - c).

S
; HO
IT + NH,=c-Ni, EtOd @]:j\ | i
CH,COOK ) CHZIN/ NH
I

v

different CFT HOI—S
s
aldehydes SJ\EHZ NAN= CHR

via-e)
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0CH;

S ¢

d, R N<CH3
CH3
0CH3
e, R OCHj
0CH3

Upon treatment of compound (11) with thionyl chloride, to give the
acid chloride (VI) which condensed with diethylamine, piperidine, morpho-
line, 3-amino-1-phenyl-5-pyrazolone and / or Cyclohexylamine to give
the respective acrylamides (Vila - e). Furthermore, acid chloride (VI)

fused with ethylene diamine, O-phenylene diamine, O-aminophenol and /
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or OU-aminothiophenol in presence of sulphuric acid to give imidazoline
(VIIf), benzimidazole (VIIg), benzoxazole (VIIh) and / or  benzothia-
zole VII4)

S {H=CH - COOH dry benzens J‘CH CH-cod!
different Q‘?
—foferent |
dimines
S/LCH=CH—R

0 vii(a-)

n O
VI, 3, R = - CoN i), b, R= -C-N )
M 2 °
C, R =-C-N 0 d,R=-C-NH \N,N‘Q

D¢
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Esterification of compound (1I) with absolute ethano] afforded the
ethyl ester ( VIII) which allowed to condense with hydrazine hydrate to

give benzothiazole-2-acrylic acid, hydrazide (IX).

II C2H5OH , N
h,s0, LA
274 5 "CH=CH-COR

VIII, R

]

-OC2H5

X, R

1l

—NH NH2

The hydrazide ( IX) reacted with different aromatic and heterocyclic
aldehydes, namely, anisaldehyde, p-nitrobenzaldehyde, p-chlorobenzal-
dehyde, p-dimethylaminobenzaldehyde, 4-pyridinealdehyde and / or 2-
thiophenealdehyde to give the correspending Schiff's bases (xa- f)

respectively.

Cyclocondensation of thioglycolic acid with Schiff bases (Xa - f)

gave (XIa - f) respectively.
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