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ABSTRACT

Heterocyclic Compounds having a valuable place in a Heterocyclic Chemistry and Heterocyclic Compounds having
a excellent properties such as drugs, dyes etc, This compounds are showing anti microbial , anti fungal , anti
bacterial ,anti inflammatory ,anti diabetic ,anti hypertensive etc. properties. In present investigation, we have
prepared  N-[{4-[ 2-{3,5-bis(4-methoxyphenyl)-4,5-dihydro-pyrazol-1-yl}-2-oxoethoxy] phenyl}  methyl  ene]
substituted aniline from chalcon of 1,3-bis(4- methoxyphenyl) prop-2-en-1-one and Schiff base of 2-(4-{[ (substituted
phenyl)imino] methyl} phenoxy)acetohydrazide. Compound having a excellent properties regarding as per as anti
cancer and HIV as compare to this compound. Physical properties of pure crystallized substance N-[{4-[2-{3,5-
bi s(4-methoxyphenyl)-4,5-dihydro-pyrazol-1-yl}-oxoethoxy] phenyl}methylene]  substituted aniline like M.P
elementary analysis and spectral data of compound and such as IR and NMR will be evaluated and confirm the
structure of compound. All the compounds were tested for their antibacterial and antifungal activities by broth
dilution method.
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INTRODUCTION

The pyrazole ring is a prominent structural motifiid innumerous pharmaceutically active compouRgsazole
and pyrazolone ring systems represent an impodass of compounds not only for their theoreticabiest but
also for their anti-inflammatory, postmenopausateoporosis,angiotension, antagonists, and antitaaty
activities [1-3]. This is mainly due to the easeparation and theimportant biological activity. &#le framework
plays an essential role in biologically active campds andtherefore represents an interesting téenyha
combinatorial as well as medicinal chemistry [4-Such as antibacterial [6], antifungal [7], an@ir[8],
antitubercular [9], antioxidant [10], antiandrogenill] etc. Some ofthese compounds have also egHibi
antidiabetic [12], herbicidal activity [13], anakje [14] and antiparasitic [15]properties. Many ggoles have been
found to be luminescent and fluorescent [16,17]n&geln addition pyrazoleshave played a cruciaé nol the
development of theory in heterocyclic chemistry ahgb used extensively as usefulsynthon in orgapnthesis
[18-22]. It is interesting to note that fused bisgzoles are reported as well known pharmacoph{8s24] These
compounds were also screened for their antimiclaloidvity.
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MATERIALSAND METHODS

Experimental

Melting points were taken in open capillary tubed amere uncorrected. IR spectra were recorded on I.R
Spectrophotometer of Buck scientific Model No. 588d instrument used for NMR Spectroscopy was Bruker
Advance Il 400 and DMSO used as internal stand8alvent used were CDgland DMSO. Purity of the
compounds was checked by TLC on silica- G platdsth® compounds were tested for their antibactearal
antifungal activities by broth dilution method.

Preparation of (4-{[(substitutedphenyl)imino]methyl}phenoxy)acetic acid (1a-1j)

A mixture of (4-formylphenoxy) acetic acid (0.01Myybstitutedaniline (0.01M) and methanol (30ml) masted
for about 5 min. in a beaker (250 ml) to get a ickedution. The solution was kept overnight at ro@mperature to
get the respective crude solid which was recrystdli from ethanol to obtain the pure crystals of (4-
{[(substitutedphenyl)imino] methyl}phenoxy)aceticid respectively.

IR ; 1-d (Cm™) 3050(C-H,aromatic), 2920(C-H, aliphatic ring), 26&H,carboxylic), 1720(>C=0), 1660(>C=N-),
1580(>C=C<, aromatic ring), 1480(-GH band.), 1375(-Chl band.), 1285(C-N), 1165(-C-0), 1110(C-O-C).

'H NMR (DMSO); 1-g: 4.6911, singlate (2H) (-CH), 8.3424, singlate (1H) (Ar-CH=N-), 6.8918-8.897
multiplate (8H) ( Ar-H), 9.7746, singlate (1H) (-QH

Preparation of 2-(4-{[(substitutedphenyl)imino]methyl} phenoxy)acetohydrazide(2a-2j)
(4-{[(substitutedphenyl)iminojmethyl}phenoxy)aceditid(0.01M) dissolved in absolute ethanol. Hydraziydrate
(99%, 0.02M) and few drops of conc. Sulphuricacetevadded. The reaction mixture was refluxed fboérs. The
resulting solid obtained was filtered, dried angstallized from hot water.

IR; 2-a (Cm™): 33400(>NH), 3030(=C-H, aromatic), 2930(C-H, sthétc 1720(>C=0), 1620(>C=N-),
1590(>C=C<, aromatic ring), 1450(-GH band.), 1260(-CN), 1110(C-O-C).

H NMR (DM S0); 2-f: 2.5662, singlate (2H) (—N#14.6669, singlate (2H) (-CH, 7.6755, singlate (1H)(-NH),
8.5347,singlet (1H) (Ar-CH=N), 6.8757-8.5615, nplite (8H)( Ar-H)

Table-1 Physical constant of N-[{4-[2-(3,5-bis(4-methoxyphenyl)-4,5-dihydr o-pyrazol-1-yl)-2-oxoethoxy] phenyl}methylene]
substitutedaniline

No.| Sub- R Molecular Mol. Wt. | Yield [ M. p.| Carbon (%) | Hydrogen (% Nitrogen (%)
No. Formula (gm) (%) °C Found | required | Found| required Found requirgd

1 3a 1-Phenyl GH,N.O, 519.5903¢ 71| 13§ 73.94 73.9 5.0 5.3 8.p5 8.p9
2 3b 1-Naphthyl GH,,N.O, 569.64904 73| 214 75.86 75.9 544 540 7.84 7.88
3 3c -4-CH C,H,N.O, 533.61694 75| 140 7424 742 544 5.86 7.B3 7.87
4 3d -3-CH, C,H.,N.O, 533.61694 70| 148 7424 742 584 5.86 7.83 7.87
5 3e -2-NQ C,,H,N,O 564.58792 72| 164 68.0p 68.0 4.97 5.00 9.89 9.p2
6 3f -3-NO, C,H,N, O 564.58792 78| 194 68.0p 68.0 4.97 5.00 9.89 9.p2
7 39 -4-NQ C,H,N, O 564.58792 69| 153 68.0p 68.0 4.97 5.00 9.89 9.p2
8 3h -2-Cl CH,CIN,O, |554.03542 74| 163 69.3p 69.3 5.06 5.09 7.p6 7.p8
9 3i -3-Cl C,H,CINO, |554.03542 76| 1570 69.3p 69.3 5.06 5.09 7.p6 7.p8
10 3 -4-Cl CH,CIN,O, |554.0354 68| 16§ 69.3p 69.3 5.06 5.09 7.p6 7.p8

Preparation of N-[{4-[2-{3,5-bis(4-methoxyphenyl)-4,5-dihydr o-pyrazol-1-yl}-2-oxoethoxy]phenyl}methylene]
substituted aniline (3a-3j)

A mixture of 2-{4-[(phenylimino)methyl]phenoxy} atehydrazide (0.1M), ethanol (25 ml) and 1,3-bis(4-
methoxyphenyl)prop-2-en-1-one (0.1M) with piperii(iml) was refluxed for 16 hours. The resultingtonie was
concentrated, cooled and poured into cold watetadoing 6 to 8 drops of HCI, when orange coloureddpct
separated. It was filtered, washed with water agsitallized from methanol-petroleum ether mixture.

IR; 3-¢c (Cm™): 3014 (=CH-), 2940(-CH), 1720 (>C=0), 1655(>C=N)926>C=C<, aromatic ring), 1441(-GH,
1385(-CH), 1250(C-N) , 1215(N-N), 1170(C-O)
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'H NMR (DM SO); 3-a: 2.5695,doublet(2H)(>CH cyclic), 3.7853,singlet(6H)(-OCHi 4.6809,singlet(2H)(-CH),
4.9323, triplet(1H)(-CH<), 8.5208,singlet(1H)(Ar-CN=), 6.8607 -8.0707, multiplate, (17H) ( Ar-H)

Reaction Scheme
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N-[{4-[2-{3,5-bis(4-methoxyphenyl)-4,5-dihydro-pyrazol-1-yl}-2-oxoethoxy]phenyl}methylene]substitutedaniline

RESULTSAND DISCUSSION

Antimicrobial activity

The MICs of synthesized compounds were carriecbgudroth micro dilution method as described by R4&2000).
The invitro antimicrobial activity of test compowdere assessed against 24 hr cultures of seweated bacteria
and fungi. The bacteria used wé&tecoli, Saureus,P. aeruginosa, andS. pyogenus; the fungi used wer€. albicans,
A. niger, and A.clavatus. The antimicrobial activity was performed by brotliluion method in DMSO.
Gentamycin, Ampicilin,Chloramphenicol, CiprofloxaciNorfloxacin, Nystatin and Greseofulvin were uszs
standard for the evaluation of antibacterial andifamgal activities respectively. The activity wasported
byMinimal Inhibition Concentration. The results aw@nmarized in Table-2.
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Tabel-2 Antimicrobial activity of N-[{4-[2-(3,5-bis(4-methoxyphenyl)-4,5-dihydr o-pyrazol-1-yl)-2-oxoethoxy]phenyl}methylene]
substitutedaniline

ANTIBACTERIAL ACTIVITY ANTIFUNGAL ACTIVITY
Minimal Inhibition Concentration( g/ml) Minimal Inhibition Concen
SR. | COMP. - - — -
No.| No. R Gram negative bacteria [ Gram positive bacteria Fungus
E.COLI P.AERUGINOSA| S.AUREUS | S.PYOGENUS | C.ALBICANS ANIGER
MTCC 443 MTCC 1688 MTCC 96 MTCC 442 MTCC 227 MTCC 282
1 3a 1-Phenyi 150 100 150 125 500 800
2 3b 1- Napthyl 100 172.5 175 150 600 500
3 3c -4-CH 200 150 175 125 800 >1000
4 3d -3-CH 150 125 275 100 700 600
5 3e -2-NQ 175 100 250 150 900 700
6 3f -3-NG, 150 150 225 175 >1000 600
7 39 -4-NQ 200 150 300 125 900 900
8 3h -2-Cl 175 125 150 150 >1000 600
9 3i -3-Cl 150 150 200 150 700 700
10 3 -4-Cl 175 125 275 100 600 >1000

Biological screening result dfi-[{4-[2-(3,5-bis(4-methoxyphenyl)-4,5-dihydro-pyral-1-yl)-2-oxoethoxy]phenyl}
methylene]substituted aniline based derivativesashthat compound (3b) have shown better activitgiresy E.
coli, S. aureus, while rest of all compound possggmod activity against S.aureus in the range26f250ug/ml..
Compounds with substitution 4-chloro (3d and 3jpwn good antibacterial activity against S. pyogenwhile rest
of all derivatives possessed good activity agathgpyogenus in the range of 150-3&§ml. Compound (3f) and
(3h) is found to be significant antifungal activitgainst C. albicans, while rest of all derivatieee poor against
A.niger, and A.clavatus

CONCLUSION

The Main focus of this research work was to syrifeescharacterize and evaluate antimicrobial aoiwiof the
newly synthesized Chalcone derivatives, structwfesynthesized compounds were confirmed and chenaet
with the help of analytical data’s such as IR amttNIMR. In summary, we have described the synthasid
antimicrobial activity of novel N-[{4-[2-(3,5-bis@nethoxyphenyl)-4,5-dihydro-pyrazol-1-yl)-2-oxoekyd
phenyl}methylene] substituted aniline MIC valuesealed that amongst newly synthesized compoundnbadi
chlorophenyl type linkage has shown good activigjaiast the bacterial strains. Rest of all compouexsibit
moderate improvement in activity against some effghthogenic strains.
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