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2-Chloro-7-methoxy-quinoline-3-carboxaldehyde | on reaction with hydrazine hydrate, yield N-
amino- 2-chloro-7-methoxy quinolin-3-yl azomethine Il, which on reaction with acid chloride and
5-oxazolinone derivatives furnished arylamide llla-o and 5-oxo imidazoline IVa-o respectively. All
the products were screened for antimicrobial activity against several microbes.”

Among a wide variety of aryl amide'?, 5-oxo
imidazoline*® have played an important role in medicinal
chemistry. Some of them have received considerable atten-
tion as potential antimicrobial agents. Moreover, quinoline
derivatives are associated with various pharmacological
activities”® . These observations led to prepare arylamides
and 5-oxo imidazoline derivatives bearing quinoline nucleus.

The starting compound, 2-chloro-7-methoxy-quinoline-
3-carboxaldehyde | was prepared by Vilsmier-Haack
chloroformylation of m-methoxy acetanilide which on reac-
tion with hydrazine hydrate yielded N-amino-2-chloro-7-
methoxy-quinolin-3-yl azomethine 10 1l. This on reaction
with acid chloride and 5-oxazolone gave arylamides llla-o
and 5-oxo-imidazolines IVa-o respectively.

The characterization of all the products was established
by elemental analyses, IR and PMR spectral study. All the
products were screened for their antimicrobial activity against
different strains of bacteria and fungi. The melting points
are uncorrected. Infrared spectra (KBr) were recorded on a
Nicolet Magna IR 550 Series Il and 'H NMR spectra on a
Hitachi NMR-1200 (60 MHZz) using TMS as an internal stan-
dard.

Preparation of N-aroylamino-(2'-chloro-7’-methoxy-
quinolin-3'-yl}-azomethines (llla-0) was carried out by reflux-
ing a mixture of p-chloro benzoic acid (1.56, 0.01 mol) and
thionyl chloride (5 ml) for 6 h. Excess of thionyl chloride
was removed by distillation. The acid chloride obtained was
cooled to 0° and N-amino-2-chloro-7- methoxy quinolin-3-
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yl-azomethines (2.32, 0.01 mol) in chloroform was added.
The reaction mixture was refluxed for 5 hr in presence of
pyridine. The product was isolated and crystallised from DMF.
llle Yield 68%, m.p. 182-85°. Anal. calcd. for C H _O.,N.Cl,,
C, 57.75; H, 3.47; N, 7.48%. Found, C, 57.78; H, 3.45; N,
7.38%. TLC: ethylacetate : hexane (5:5). R, (0.38) cm IR (v
max): 1657 (C=0), 1621 (C=C), 745 (C-Cl str.) in cm™. Simi-
larly other aromatic acid chlorides are condensed. The physi-
cal constants along with NMR spectral data are given in Table
1.

Preparation of N-(2'-Phenyl-4'-arylidene-5'-oxo-
imidazolin-1’-yl)-2-chloro-7-methoxy-quinolin-3-yl-
azomethine (IVa-o) was brought about by refluxing a mix-
ture of N-amino-2-chloro-7-methoxy-quinolin-3-yl-
azomethine (2.35, 0.01 mol ) and 4-arylidene-2-phenyl-5-
oxazolinone' (0.02 mol) in 20 ml of dry pyridine for 6-8 h.
The excess of solvent was removed under reduced pres-
sure and the reaction mixture was poured into crushed ice.
The product was isolated and crystallised from ethanol and
DMF. [Va, yield 68%, m:p. 195-98°. Anal. caled. for C,H,
O,N,CI C, 70.97; H, 4.16; N, 12.26%. Found C, 70.90; H,
4.18; N, 12.15%. TLC Solvent System: Acetone: Benzene
(4:6). R, (0.63) IR (v max): 1673 (C=0), 1617 (C=C), 732 (C-
Cl str.). Similarly other azlactones were condensed. The
physical constants along with NMR spectral data are given
in Table 1.

The antimicrobial activity was assayed by using cup-
plate method'2 by measuring the inhibition zones in mm. All
the compounds were screened in vitro for antimicrobial ac-
tivity against a variety of bacterial strains such as Bacillus
megaterium, Escherichia coli, Staphylococcus aureus, Sal-
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TABLE 1: PHYSICAL CONSTANTS AND SPECTRAL DATA OF THE COMPOUNDS lila-o AND IVa-o.

Compd. R M.P. Rf X -OCH, Ar-H + =CH -NH

No. (0) value

Ma CyH,- 175-77 | 0.46 . 4.05(3H,s) 7.4 10 9.2(m,10H) 9.3(s,H)
llla 3-NH,-CH,- 175-77 | 0.37 . 4.01(3H,s) 7.4 10 9.2(m, 9H) 9.28(s,H)
llic 2-CI-CH,- 215-18 | 0.46 - 4.07(3H,s) 7.5 10 9.25(m, 9H) 9.3(s,H)
Itd 3-CI-CH,- 170-73 | 0.67 - 4.05(3H,s) 7.4 10 9.2(m, 9H) 9.25(s,H)
Ile 4-CI-GH,- - 182-85 | 0.38 - 4.01(3H,s) 7.0 to 8.2(m, 9H) 9.2(s,H)
Wf  2,4-(OH),-CH- - >275-77 0.48 . 4.03(3H,s) 7.5 t0 9.3(m, 8H) 9.32(s,H)
g 2-OH-CH,- ‘1'180-83 0.37 - 4.01(3H,s) 7.5 10 9.0(m, 9H) 9.2(s,H)
llh 4-OH-CH,- 22527 | 0.45 - 4.01(3H,s) 7.510 9.1(m, 9H) 9.23(s,H)
i 2-OCH,-CH,- 217-19 | 0.64 - 4.01(3H,s) 7.4 t0 9.2(m, 9H) 9.25(s,H)
lllj 3-OCH,-CH,- 220-23 | 0.46 - 4.01(3H,s) 7.5t0 9.2(m, 9H) 9.25(s,H)
Ik 4-CH,-CH,- 125-27 | 0.58 2.5(3H,s) | 4.01(3H,s) |  7.5t09.2(m, 9H) 9.25(s,H)
it 2-C,H,N- 158-60 | 0.35 - 4.06(3H,s) 7.5t0 9.1(m, 9H;|-CH=CH) 9.2(s,H)
lim 3-C,H,N- 225-27 | 0.45 - 4.0(3H,s) 7.9t0 9.1(m, 9H) 9.25(s,H)
lin  a-Ch=CH-CH,- 99-102 | 0.40 - 4.0(3H,9) 7.5t0 9.1(m, 9H) 9.2(s,H)
lllo 3,4,5-(OH),-C,H,- 140-43 | 0.37 - 4.01(3H,s) 7.510 9.1(m, 7H) 9.21(s,H)
IVa C.H,- 195-97 | 0.63 - 4.01(3H,s) 7.02 10 9.2 (m, 15H)

IVb 3-Br-CH,- 208-10 | 0.73 - 4.01(3H,s) 7.02 10 9.2 (m, 14H)

Ve 3-CI-CH,- 120-23 | 0.68 - 4.01(3H,s) 7.1t0 9.1(m, 14H)

IVd 4-CI-CH,- 194-97 | 0.65 - 4.01(3H,s) 7.1t0 9.1(m, 14H)

Ve 2,4-(Cl),-C,H,- 182-85 | 0.64 - 3.99(3H,s) 7.36 to 9.3(m, 13H)

IVf  N,N-(CH,),-C,H,- 213-15 | 0.55 3.8(s,6H) | 4.0(3H,s) 7.05 to 9.2(m, 14H)

IVg 2-C,H,0- 188-91 | 0.72 - 4.09(3H,s) 6.5 to 8.9(m, 13H)

IVh  3-OH-4-OCH_-CH,-| 170-73 | 0.66 - 4.0(3H,s) 7.110 9.06(m, 14H)

Vi 2-OH-C,H,- 21417 | o056 | - 3.99(3H,s) 7.310 9.3(m, 14H)

IVj 4-OH-CGH‘- 220-23 0.63 - 4.0(6H,s) 7.210 9.6(m, 13H)

IVk  2-OCH,-CH,- 212-15 | 0.64 . 4.01(6H,s) 7.5t0 9.6(m, 14H)

IVI' 4-OCH,-CH,- 165-67 0.63 - 4.09(6H,s) 7.6 to 9.24(m, 14H)

IVm 4-SCH,-CH,- 220-23 | 0.60 2.5(s, 3H) | 4.0(3H,s) 7.510 9.3(m, 14H)

IVn 2-NO,-CH,- 150-53 | 0.81 - | 4.0(3H.s) 7.210 9.4(m, 14H)

IVo 4-NO,-CH, 180-83 | 0.70 - 3.9(3H,s) 7.210 9.2(m, 14H)
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TABLE 2: ANTIMICROBIAL ACTIVITY OF THE COMPOUNDS llla-o, IVa-o.

Compd. Antimicrobial activitiy ' Antifungal activity
No. Zones of inhibition (mm) zone of inhibition (mm)
R B. megaterium| S. typhosa S. aureus E. coli A. niger
Illa C.H,- 14 9 13 20 18
b 3-NH,-C,H,- 16 10 20 21 15
lic 2-CI-C,H,- 14 9 13 22 19
Iid 3-CI-CH,- 15 10 14 22 17
Ille 4-CI-CH,- 16 9 12 17 20
i 2,4-(OH),-C H,- 14 13 15 18 12
lilg 2-OH-CH,- 14 10 17 17 10
ih 4-OH-CH,- 12 11 13 15 19
i 2-OCH,-C H,- 16 12 12 18 15
Ij 3-OCH,-CH,- 16 9 13 15 15
ik 4-CH,-CH,- 16 10 13 19 19
i 2-C,-H N- 14 10 16 12 17
Hm 3-C,H,N- 12 9 14 15 .18
i a-Ch=CH-CH,- 15 12 15 13 16
lilo 3,4,5-(OH),-CH,- 14 10 18 15 20
IVa C,H,- 15 11 18 19 20
IVb 3-Br-CH,- 13 10 22 20 19
IVe 3-CI-CH,- 17 12 22 23 16
Ivd 4-CI-CH,- 11 10 24 24 15
IVe 2,4-(C1),-CH,- 13 12 20 19 20
vt N,N-(CH,),-CH,- 15 11 16 22 15
Vg 2-C,-H,0- 14 11 14 19 18
IVh 3-OH-4-OCH,-C H,- 16 11 18 20 22
Vi 2-OH-CH,- 15 9 16 21 20
Vj 4-OH-C H,- 15 14 15 18 | 15
IVK 2-OCH,-CH,- 14 10 17 20 12
i 4-OCH,-CH,- 13 10 17 20 15
IVm 4-SCH,-C H,- 15 12 16 17 17
Wn | 2:NO,-CH,- 16 13 19 22 19
Vo | 4-NO,CH, 18 12 16 22 18
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so 7., thatcompounds llib, lle, i, I, Ilik, IVa, IVe, IVi, IVj, IVm

£ N . . Sl
" P o *"and Vo were found active against Bacillus megaterium. The
H% e compounds b, IHg, IIlo, IVa, IVb, Ve, iVd and IVn exhibited
1, NHp-NHp : siginificant activity against Staphylococaus aureus. The com-
: CHeN- NHy pounds llla, liib, llle, llid, ik, IVb, Ve, IV, IVh and Vo
: /@:Iu ‘ : showed maximum activity against Escherichia coli. No com-
Haco N pounds are active against Salmonella typhosa, while com-
" e o pound llic, llle, llig, Ik, Hitm, lllo, IVa, IVe, 1Vh and |Vi exhib-
H ited highest activity against Aspergillus niger.
. . | N
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