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INTRODUCTION

Imidazolinoneshavediversephysiologicd and phar-
macological activitiessuch asanticancer and anti-HIV
activitiy™*3, antibacterid activity!, antitubercular activ-
ity®™, anti-inflammatory activity!®”. 5-oxo-imidazolin play
avital rolein pharmaceutica science.

Moreover 5-oxo- imidazolin moiety hasshown an-
titubercular activity anti convulsant activity®. Thesein-
teresting biologicd activitieshave attracted our atten-
tiontothechemistry of nitrogen containing heterocycles.
Henceit wasthrought of interest that 5-oxo-imidazalin,
the resulting compounds may possess significant bio-
logical potency.

Keepinginview of thesevaried pharmacol ogicd ac-
tivities, wehave planned to synthesizenew 1-{[ (1-aza-
2-aryl vinyl) amino] thioxomethyi} -4-[ (4-methyl phenyl)
methylene]-2-phenyl-2-imidazolin-5-ones Thecondtitu-
tion of dl the products hasbeen characterized using d-
ementd anayses, IR, 1H NMR and massspectra study.
All thecompoundswere screened for their invitro anti-
microbid activity againgt different trainsof bacteria

EXPERIMENTAL

All themdlting pointsare determinedin open capil-
lary tubesand are uncorrected. Thinlayer chromatog-

raphy was used for monitoring thereactionand to check
purity. IR spectrarecorded on Bio-Rad FT S-40 spec-
trophotometer on KBr disc. 'H NMR spectra were
recorded onamodel DPX-200 Brucker FT-NMRin-
srument usng TMSasaninternd standard, FAB mass
spectra were recorded on JEOL SX 102/DA 6000
spectrophotometer. All the compounds gave
satisfacetory dementsandysis.

Preparation of 1—{[(— 1—aza— 2— phenyl vinyl)
amino] thioxomethyl} —4—[(4—methyl phenyl) meth-
ylene] — 2— phenyl — 2 —imidazoline—5-one

Preparation of 1-(hydrazinothioxomethy) - 4 - [(4-
methyl phenyl) methylene] — 2 — phenyl — 2 —
imidazolin—5-one(ll)

4—[(4- methyl phenyl) methylene] — 2— pheny —
1,3-oxazolin — 5 — one (26.3 gm, 0.1 M) and
thiosemicarbazide (9.1 gm, 0.1 M) weremixed in a
round botton flask (500 ml). Pyridine (100 ml) was
added to themixture and refluxed on heating menta for
3 hours. Contents of the flask were cooled to room
temperature. Then poured over crushedice, acidified
the contentswith dilute HCI (10% 50 ml) to remove
excess of pyridine. The solid obtained was filtered,
washed successively with cold water and dried.
Recrystallised from ethanol (95%).Yield: 23.52 gm
(70%); M.P: 135°C


mailto:drprakash31dec@gmail.com

30 Study of some new 1-{[(-1-aza-2-aryl vinyl) amino] thioxomethyl}

Shore Commumnicgtion ===

]
H;CA—QCHO - @—C—NH—CHrCOOH

p-Tolualdehyde Hippuric acid

Anhy.CH;COONa J {CH;CO),0

HgC‘QijN
O)\Ph

0
Azlactong
I
(1) ﬁ
HyN—C-—NH—NH,

e~ Ycny

0 N Ph

Pyridine J

|
$=C—NH—NI,
(1)

Ethanol i
H;C CH=—N
O A
|

83=C—NH—N=CH—Ar

Ar—CHO

Ph

(1)
Scheme

Preparation of 1-{[(- 1-aza—2- phenyl vinyl)
amino] thioxomethyl} — 4 —[(4 — methyl phenyl)
methylene] — 2—phenyl —2—-imidazolin—5-one
()

1— (hydrazinothioxomethyl) — 4—[ (4— methyl phe-
nyl) methylene] — 2 — phenyl —2—imidazolin—5-one
(3.36 gm, 0.01 M) and benzal dehyde (1.06 gm, 0.01
M) wererefluxedin ethanol (35ml, 95%) containing a
few drops of glacial acetic acid for 3 hoursin water
bath. The excess of solvent wasdistilled off and the
crude product was washed with water, filered, dried
and further washed with petroleum ether. Recrystallised
fromrectified spirit. Yield: 2.54 gm (60%); M.P: 116°
C

The other compounds of TABLE 1 were prepared
by following the above procedure.
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TABLE 1: Physical constantsof the compounds

Sr, - [ Malecular | M.W. [ Vield | MLF. Nitrogen %
No. Formula | gm % | € |Required | Found
U |-, CrsHuM0S 24 | 60 | 116 | 1320 13,10
2 |2 om) CoHl - CasHamMN:5 M0 | 72 | 165 | 1272 1261 |
3 | 3(0H)CHL - CasHnMi0:S M0 | 69 | 135 | 1272 1261
i 4omean - CasHyNhS 440 | 68 | 169 12.72 ]2.6?“
5 | 2(CH CeHls - G NOSCI | 4585 [ &7 |'is1 | 122 | 1213
| & [acncan- CoHNOSCI | 4585 | 6 | 128 | 1212 | 1213
T 4 (cmy) CaH, - CollaMOS | 438 | 3 |22 | 1298 | 1265
8 13 (Q&H]}_4[‘Q{1) CeHs— | CanHzN0S 1T | 75 187 11.91 BRTE"]
9 | 2(0H), 5 (Br) CeHy ~ CasHpMN,0,8Br | $19 | 60 | 131 | 1078 | 1070
0|3 {NO) Cbly — CasHis M08 468 | 58 195 1492 14,81
11| 4 (NO) CoHa — CasHisNshS 469 | 60 | 101 1492 14.81
12 3.4 -0~ CHy —O- Cebly— | Casint08 468 | &4 | 210 | 1196 1184
13 | 4 (OCH;)} CsHs — CaHaMNehS 454 | 65 | 109 1233 1220
T4 1345 (OCH) Gt~ | Cattinti0S SI | 75 | 155 | 1036 1678
15 | _CH=CH-CgH; CorHaMOS a0 ] e 07 | 124 | 1237

RESULTSAND DISCUSSION

Compoundswere screened for their in vitro anti
bacterid activity usng cup-plateagar diffuson method®
at aconcentration of 40 ug/ml E.coli, S.typhosaand
S.aureus. Knownantibioticslikeampicillin, amoxiaillin,
norfloxacin, penicillin and greseofulvin wereused for
comparison purpose.

From the activity datacited in TABLE 2, it has
been observed that compounds bearing 2-chloro phe-
nyl and 4-nitro phenyl groups, show maximum anti-
bacterial activity as compared to remaining com-
pounds against E.coli, while compounds bearing 4-
chloro phenyl and 3, 4, 5-trimethoxy phenyl groups
exhibit maximum activity against S.typhosa. In case
of gram positive bacteria, compoundswith the groups
4-chloro phenyl, 4-nitro phenyl and 3, 4, 5-trimethoxy
phenyl areresponsiblefor maximum activity agai nst
S. aureus.

ThedetallsarecitedinTABLE 2

TABLE 2: Antimicrobial activity of thecompounds

Sr. | Ar . ﬁmibm'iﬂ-j activity zones of inhibition in m.m.

No. _ | "E.Coli | S.aureus S. typhosa

1 [-CgH;s 17 1 13 17
|3 [3(OH)CH, - 14 17 12

3 |3(OH)Cgt- 19 15 13

4 |4 (OH) C4Hs - 116 19 15

5 |2(CHCHy- 2 14 17
6 |4(CI)CeHy- 13 20 24|

7 |4 (CH;) CHi- 15 18 16

8 |3 (OCH3)4(OH) CgH - 14 13 14

9 |2 (OH),5(Br) CHs - 17 12 18

103 (NOp) CqH, - 19 19 14
|11 [4MNO)CHs- | 21 24 16

12 |3.4-0-CHy-0- CgHs- 16 12 12

13[4 (OCH;) CH, - i8 17 18
| 14 13,45 (OCH,); CHs - 19 21 22

15 -CH*___CH—C(,H_I, 19 18 17
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