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SUMMARY OF THE ORIGINAL WORK

Thiazolidinone, pyrimidinedicne and oxadiazoline derivatives are
well lnown biaclogical active compounds. In view of the varied physio-
logical activities of these compounds, the present invesrig;itian deals
with the- synthesis of some pyridazine derivatives having thiazoli-
dinone, p}'rimidinedion-e and oxadiazoline nuclei and studying their

antibacterial and antifungal activities.

The condensation of 4-carboxyhydrazide-3,6~diphenyl-3{2H}-
pyridazinone (I} with aromatic aldehydes gave the corresponding

arylidenehydrazide {Ila-c).

CoHs (s
CaHe | Xr-CONHNHg CgHg | S CONHM=CHAr
N‘--N 0 Ethanol N\H Q

by N

{1 LI
a, Ar = CGHS
b, Ar = C6H4C1—p
c, Ar = C6H4OCH3-p

Arylidenehydrazides ([la-c) underwent cyclization when refluxed

with aceric anhydride yieiding the respective oxadiazolines (Iila-c).

CEHS T]I T'COCHJ
Cﬁ% ‘ s C\O/CHM
M
~N C
H
Ry
a, Ar = 'ClﬁH5

b, Ar = C(H,Cl-p

c, AT = C6H4OCH3-|:-
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2-Phenyl-3-[5*,6'-dipheny!-3'(2H)-oxopyridazin-4'-ylcarboxamido]-
4-thiazolidinone (IVa) and 2-lI:p—chloropheny])—3—{5',6'~diphenyl-3‘(2l—i}-
oxcpﬁidazin-tl'-ylca'rboxarnido.]-4-thiazolidinone {Ivb} have been
prepared by cycloaddition of thioglycollic acid with lla and IIb,

respectively.
Cohs
cEHS! = CONF——C HAr

Noy~"0 Oﬁc\c/s

H Hy
(tv)

2, Ar = C6H5

b, A1 = C6H4C1-p

The condensation of I with phenyl isothiocyanate in absclute )
ethanol afforded 1-[57,6'-diphenyt-3'(2H)-oxopyridazin-4'-ylcarbonyl]-
4-phenyl-3-thiosemicarbazide {V), which underwent cyclization in
conc. H,SO, giving 2-[5',6-diphenyl-3'{2H)}-oxopyridazin-4'-yl]-5-
phenylamino-1,3,4-thiadiazole (VI}, whereas, cyclization'of V with
alkali  gave 4-i1hen}rl-5—[5',5'-diphenyl-?-'(ZH}-oxopyridazin-4'-y1]—

1,2,4-triazoline-3-thione (VII).
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Cehis S
Cehs | ~ CONHI-C-NH CgHg
N'\N 0
H
{V)
: conc.J H,50, lxxr-‘n(:;t:;_,n5
N——N : -
C&'is TR Gefs 4 T K
Lehs & C_\S/C-NHCEPS cer-v,;] NyC css
N ') M o i:‘l
~N NN CEHS
H H :
(V1) {VII)

Treatment of 1-[5',6'-diphenyl-3'{2H)-oxopyridazin-4'-ylcar-
bonyl]-4-phenyl-3-thiosemicarbazide (V) with malonic acid and
acetyl chlorit:‘;e gave 1-[5'.6'-diphenyl-3'(2H)-oxopyridazin-4'-ylcarbo-
xamido]- 3-phenyl-2,3-dihydro- 2-thioxo-4,6 {1H,5H}-pyrimidinedicne
{vilr), which underwent condensation with p-chlorobenzaldehyde in
the presenée of sﬁdium acetate and acetic acid yielding 1-[5,6'-
diphenyl-3'{2H)-oxopyridazin-4'-ylcarboxamido]}- 3- phenyl- - (p-chloro-
henzylidene}-l,3-dihydrc-z—thioxo-dl,ﬁ- {1H,5H)-pyrimidinedione (1x).
X was synthesized from V by the action of monochlorcacetic acid

and sodium acetate.
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3
Cers l ~x COHHH-C-NHCBHS
N\N 0
H

(V)

CHz(COOH)Ei l CICH,,COOH

Cgris i
Ceﬂst “TCONHN N -Cghg

d Cs”s]/~ 0NHH———C=0
N\.H o* \EI/GU I

{viir) H rgN \5 Cti2

HC
'1’ ‘@‘C{ fX}
CEHS r

Cﬁ"bl AN COHH?A\T-{:GHS
N<n 0%~ /C 0

H
CH' -p

Condensation of ! with P-dicarbonyl compounds, namely acetyl-
acetone and benzoylacetone gave 1-{5',6'-diphenyi-3'{2H)oxopyridazin-
4-ylcarbonyl]-3,5-dimethylpyrazole (Xla} and 1-{5',6'-diphenyl-3'(2H)-

oxopyridazin-4'-ylcarbonyl]- 5- methyl- 3-phenylpyrazole (XIb), respec-

tively.

On the other hand, I reacted with ethoxymethylenecyanoacetate

in ethancl to give 1-[5',6'-diphenyl-3'(2H)-oxopyridazin-4'-yicarbonyl]-

~ 5-amino-4-carbethoxypyrazole (Xlc).

Central Library - Ain Shams University



a, R = R, = CHy; R, = H
b, R =CHg R, = H; R, = CH
¢, R = H; R, = COOC_H.; R

I on refluxing with a mixture of acetic anhydride and ethyl
cyancacetats afforded  1-[5',6'-diphenyl-3'(2H)-oxopyridazin-4'-

ylcarbonyl]-4-carbethoxy-3-methylpyrazole-5{4H}-cne (XH).

Cehs 4
R XC—N—n
! Cf \\C C
N\N 9 \.E/ “hHy
H ]
CO0CsHs

{(X11)

Acylation of 4-carboxyhydrazide-S,6-diphenyl-3(2H)-pyridazinone
(I} with different acylating agents, namely acetic anhydride, phrthalic
anhydride and benzoyl chloride gave the acyl derivatives XII, XiV

and XV respectively.

Central Library - Ain Shams University



