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ABSTRACT

A series of 2-Chloro-3-(1-phenyl-3-aryl-4,5-dihydro-1H-pyrazole-5-yl)-7-(trifluoromethyl)  quinoline was
synthesized by the action of -[2-Chloro-7-(trifluoromethyl) quinoline-3-yl]-1-phenylpre-2-en-1-one on phenyl
hydrogen. The structures of the synthesized compounds have been established on the basis of their elemental
analysis and spectral (IR, *H NMR) studies. Further they have been screened for their antibacterial and antifungal
activity.
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INTRODUCTION

Pyrazoline and its derivatives are better therapeagents like Analgesic, bacterial, cardiovascuRiuretic,
fungicidal, herbicidal, hypoglycemic, insecticiddtanquilizer, ant allergic, anticonvulsant, angdzetic, anti-
implantation, anti-inflammatory, antitumor, antipéastic, antimicrobial.[1-20] some new phenylcarfon
pyrazolines (V) as an insecticides and at 40% autnagon shows 100% mortality of spodopetra litlerevae after
seven drops.[21]

MATERIALS AND METHODS

All the chemicals used were of pure grade (Fimat Sigma Aldrich). The melting points of all compals were
determined by open capillary method and were uected.

Synthesis of 2-Chloro quinoline-3-carbaldehyde:

To an ice-cooled solution of N,N-dimethylformami@é®.95 g,11.6 ml,0.15 mol)was added drop wise wiitring
phosphoryl chloride (53.7 g, 32.3 ml, 0.35 mol)tnifieromethyl acetanilide (10.15g, 0.05M) was nhadded and
the reaction raised to 75°c and stirred for 20 Tih& reaction mix poured into ice-water (300 ml)atided for 0.5h
at <10°C.the solid precipitated solid was colledbgdfiltration and wash with water and recrystatizeom ethyl
acetate to afford the product (9.77 9,68 % ), mip-175°C (GHsCIF;NO) ; Requires : C, 50.89 ; H, 1.94;
N,5.40%; found; C, 50.59; H, 1.90; N,5.47%).

Synthesis of 3-[2-Chloro-7-(trifluoromethyl) quinoline-3-yl]-1-phenylpre-2-en-1-one:

To a well stirred solution of 2-Chloro quinolineearbaldehyde (2.59 g, 0.01 M) and acetophenoneg(10301 M)
in ethanol (25 ml), 40% NaOH added till the solatlmecome basic. The reaction mixture was stirre@4ohrs. The
contents were poured into ice, acidified, filtegew! crystallized from ethanol. Yield, 3.72 g (94%)p.160-164°C.
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(C1oH11CIFNO; Requires: C, 63.08; H, 3.06; N, 3.87%; foungs392; H, 3.15; N, 3.80%). TLC solvent system
Acetone: Benzene (1:9).

Synthesis of 2-chloro-3-(-1,3-diphenyl-4,5-dihydrd-H-pyrazole-5-yl)-7-(trifluoromethyl) quinoline

A mixture of 3-[2-Chloro-7-(trifluoromethyl) quinie-3-yl]-1- Phenylpre-2-en-1-one (3.6 g, 0/}, phenyl
hydrazine (1.08 g, 0.01 M) in 25 ml methanol waltusefor 12 hrs. in presence of basic catalyst giire. The
reaction product was poured into ice, crude prowad isolated, crystallized from dioxan. Yield, 8.681%), m.p.
244°C. (C25H17CIF3N3; Requires: C, 66.45; H, 3N99.30%; found : C, 66.50; H, 3.75; N, 9.36%). Te@vent
system Acetone : Benzene (2:8).
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RESULTS AND DISCUSSION

All the synthesized final compounds were first fiad by successive recrystallization using appmtgrisolvents.
The purity of the synthesized compounds was chebieperforming thin layer chromatography and deteimg
melting points. Then the synthesized compounds wgected to spectral analysis such as IR and kvigdnfirm
the structures. All the analytical details showisfattory results. Our titled compounds are knownpbssess
antimicrobial activity; the compounds were screefi@dtheir antibacterial and antifungal activity loyp-plate
method. Two gram positive bacteria suchBasega, andS.aureus two gram negative bacteria suchEsoli and
P.valgaris and a fungal species such Asliger is tested for the activities. The concentratiom6fug/ml of our
titted compounds has been used. Ampicillin, Amdhie, Norfloxacin and Penicilline have been ussedstandards
for anti-bacterial activity and greseofulvin haveeh used as standards for anti-fungal activity.tdl compounds
have shown mild to moderate activities.

'H NMR Spectroscopy

Nuclear magnetic resonance (NMR) spectroscopy & afnthe latest physical methods of investigatimgaaic
compounds. The scale of the spectrum is usuallykedain parts per million (ppm) of the applied fietu
infrequency units (Hz)'H-NMR spectra were recorded on Bruker WM 400FT MR instrument using CDGI
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or DMSO<; as solvent and TMS as internal reference. Theafatampounds of pyrazoline is summarized in Table
-2.

Infrared spectra

The systematic interpretation of the infra-red $pewn is based upon the empirical data obtained $sjgaing
infrared absorption values to the structural uaitsharacteristic of different structural units.riafed spectra were
recorded in KBr on a Shimadzu FTIR spectrophotoméiee data of the structure is summarized in T-8ble

Table-1: Characterization Table of Physical constats of 2-chloro-3-(1-phenyl-3-aryl-4,5-dihydro-1H-pyazole-5-yl)-7-(trifluoromethyl)

quinoline
Sr Molecular R Molecular | M.P | Yield
No Formula Weight °C %
la | GsHiCIFNsO | 4-OH-GHs- 467.87 218 75
1b | GsHicCIFN,O, | 4-NO,- CeHy- 496.87 293 82
1c | GoHi4CIFN,S 2-GHsS - 458.89 272 76
1d | GsH1eClLbFN;3 2-Cl- GH4 486.32 280 70
1le | CoeHisCIFsN3O | 4-OCH;s- 481.¢0 25C 88
1f | CusHieBrCIFN; | 4-Br-GeHs- 530.77 273 86
1g | GsHieClFNs 4-F- GH.- 469.86 258 73
1h | GsH1cClbFaN; 4-Cl- GHs- 486.32 268 85
1i | CoeH1CIFN; 4-CHy- CsHs- 465.90 215 71
1j | CosHi/CIFNg CeHs- 451.87 244 81

Table-2

Proton value
signal | Signal Position § ppm) | Relative No of Protons| multiplicity | Inference
1 3.81-3.82 1H d b
2 4.21-4.22 1H d b’
3 5.41-5.43 1H m h
4 7.08-7.27 5H m a
5 7.41-7.43 2H d e,
6 7.80-7.82 1H d d
7 7.85-7.98 5H m c
8 8.21-8.2¢ 1H d f
Table-3
Type Vibration mode | Frequency in cm-1

Amine C=N stretching 1596

Alkenes | C-H stretching 2925

Halide C-F stretchin 131¢

C-Cl stretchin 75€

264



Chandrakant Patel and C. P. Bhasin Der Pharma Chemica, 2016,8 (12):262-265

Table:4- Biological Activity

Compounds | B.mega | Saureus | E.coli | P.valgaris | A.niger
la 20 19 20 10 13
1b 15 15 17 14 22
1c 11 12 14 12 14
1d 1C 2C 14 9 10
le 23 18 13 17 21
1f 13 14 11 18 16
1g 9 13 16 11 14
1h 10 19 10 13 10
1i 12 15 15 18 18
1j 14 12 18 13 20
Ampicillin 23 22 21 25 -
Amoxicillin 22 23 21 24
Norfloxacin 24 17 23 19
Penicillin 25 24 19 20 -
Greseofulvin - - - - 25

CONCLUSION

The work has approached towards the synthetic aiddical approach of these wonder molecules. Aatiterial
property of the synthesized compounds has exhibitegt good inhibition; all compounds have exhibitedd
activity towards gram positive bacteamega, S. aureous, when all compounds shows mild activity againstngr
negative bacteri&. coli andP. aeruginosa as compare to four standard. But the systemabhstiution at various
position and other derived compounds have showramble antifungal properties. The compounds leeshav
exhibited outstanding activity towar@smega and no any other compound has shown good antifiaagiity.
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