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ABSTRACT

Pyrazoles are heterocyclic compounds with five member ring, with two nitrogen atoms in adjacent position. They
shows excellent biological activities such as antimicrobial, anti-inflammatory, anticancer, analgesic,
anticonvulsant, anthelmintic, antioxidant and herbicidal. So it was thought to synthesized these compounds and
study their antimicrobial and antifungal activities. 4-Chloro-2-(1-substituted-5-aryl-pyrazolin-3-yl)-naphthal en-1-
ols were suspended in DMSO in 250 ml R.B.flask fitted with condenser and then crystal of lodine was added to it.
The reaction mixture was stirred and refluxed for 1 hour 30 Min. The contents were cooled and diluted with water .
The product obtained was filtered and washed with 10% aqueous sodium thiosul phate and crystallized from ethanol
acetic acid mixture to obtained 3-(4-chloro-1-hydroxynaphthalen-2-yl)-5-aryl-1-substituted-pyrazoles. The
synthesi zed compounds wer e characterized by elemental analysis, 1H NMR, IR Spectroscopy. All Newly synthesized
compound wer e scanned for their biological activities specially antimicrobial and antifungal activities and all newly
synthesi zed compounds shows an excellent antimicrobial and antifungal activities.

Key words: Synthesis, biological activities , antifungal aittes, antimicrobial activities, Pyrazole derivats:

INTRODUCTION

Pyrazoles are heterocyclic compounds with five maming, having two nitrogen atoms in adjacent fpasiand
are also called as Azoles[1] From the literaturevesy pyrazole derivatives have attracted consideraiterest
because of their therapeutic and pharmacologiagbepties. A good number of pyrazoles have beenrtegpdo
have interesting biological activities , viz. awtigtic[2] , antioxidant[3] , antiinvasive[4], bdd pressure
lowering[5] , antidepressant[6], anti-inflammia{@] antiprotozoal[8-9] activities.

Several pyrazole derivatives have been found tegssssignificant activities such asibed-uctase inhibitor[10],
antiparasitic[11] antiproliferative[12], herbicid&8] which render them valuable active ingrediesftsnedicine and
plant protecting agents. The large number of daviga possesses useful biological properties [14-18

Synthesis characterization and biological evaluaid pyrazole derivatives becomes favourite fiedd many

investigator their efforts are quite significantliterature.Hence, a series of novel pyrazoldvé¢ives from 4-
Chloro-2-(1-substituted-5-aryl-pyrazolin-3-yl)-nghhklen-1-ols has been synthesized.
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MATERIALSAND METHODS

Experimental:

The melting points (°C) were recorded by open tapilmethod and are uncorrected. IR speairen@x in cm-1)
were recorded on a Shimadzu FTIR 8300 spectropteigrsing KBr pellets. The 1H NMR spectra wererded
on aDRX-300 (300 MHZ) instrument using CRGis solvent (chemical shift iBppm), and TMS as internal
standardThin Layer Chromatography on silica gel-G, was usecheck the purity of the compounds.

M ethod and Discussion of result:

4-Chloro-2-(1-substituted-5-aryl-pyrazolin-3yl)-naphthalen-1-ols were suspended in DMSO in 250ml R.B.flask
fitted with condenser and then crystal of lodiresvadded to it. The reaction mixture was stirredi r@fiuxed for 1
hour 30 Min. The contents were cooled and dilutéti water . The product obtained was filtered arakked with
10% aqueous sodium thiosulphate and crystallizedh fethanol acetic acid mixture to obtaingdq4-chloro-1-
hydr oxynaphthal en-2-yl)-5-aryl-1-substituted-pyr azoles.

Tablel. PHYSICAL DATA OF SYNTHESIZED COMPOUNDS

NScr).. Compound No R R, Rs Molecular formula| Melting PoinfC YiZOId Fou:fc) Nltg;?fur:ata VZIE'e
1 13 -OCH -H CeHs C26H19CIN202 25% 43% | 6.55 6.57 0.53
2 14 -OCH | -OCH; CoHs C27H21CIN203 2K 45% | 6.11 6.13 0.58
3 15 -H -OH GHs C25H17CIN202 21% 48% | 6.79 6.79 0.57
4 16 -OH -H GHs C25H17CIN202 24C 44% | 6.73 6.79 0.58
5 17 -OCH -H -CONH, | C21H16CIN303 3% 47% | 10.63 10.67 0.61
6 18 -OCH | -OCH; | -CONH, | C22H18CIN304 30C 43% | 9.91 9.92 0.62
7 19 -H -OH -CONH | C20H14CIN303 29 41% | 11.06 11.07 0.58
8 20 -OH -H -CONH | C20H14CIN303 28 42% | 11.05 11.07 0.57
9 21 -OCH -H -CSNH, | C21H16CIN302S 228 45% | 10.23 10.26 0.55
10 22 -OCH | -OCH; | -CSNH, | C22H18CIN303S 2% 44% | 9.54 9.56 0.58
11 23 -H -OH -CSNH | C20H14CIN302S 27z 43% | 10.61 10.62 0.64
12 24 -OH -H -CSNHK | C20H14CIN302S 238 47% | 10.60 10.62 0.57

Spectral interpretation of (13)
IR (Vmay) (cmi%) : 3299 (OH, str), 1545 (C=N str, pyrazole), 3QCH str in Ar)
NMR (& ppm): 9.35 (s, 1H, OH), 6.83 (s, 1H,CH of pyraal 6.63- 8.30 (m, 14 Ar-H) , 3.88 (s, 3H, OgH

Spectral interpretation of (17)
IR (Vmay) (cmt): 3359 (OH, str), 3283 (OH , str), 3163 (Mstr),1693(C=0 str), 1553 (C=N str, pyrazole)
NMR (& ppm): 9.43 (s, 1H, OH), 3.42 (s, 2H,NH6.83 (s, 1H,CH of pyrazole) , 6.77- 8.39 (m 94

Biological Studies:

All  above 3-(4-bromo-1-hydroxynaphthalen-2-ylgBA-1-substituted-pyrazoles have been studied their
antimicrobial and antifungal activities againstsckerichia coli, Proteus mirabilis, Staphylococaugeas,
Pseudomonas aeruginosa and A. Niger. The cultueadi species was incubated #iG3@nd the zone of inhibition
was measured after 24 hr. Most of these compoumeds feund active against these microorganisms amgi's.
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SCHEME

4-cholro-2-(1-substituted-5-aryl-pyrazolin-3-yl)- 3-(4-cholro-1-hydroxynaphthalen-2-yl)-

naphthalen-1-ol 5-aryl-substituted-pyrazole

Acknowledgment
The Author are thankful to Dr.V.M.Raut, Head, Chsimyi Department and Dr.N.V.Dhoke, Directror, G.8.H.
Amravati for providing necessary lab facility.

REFERENCES

[1] T, Eicher, S.Hauptmanr2003, Edition lind, ‘The Chemistry of Heterocycles: &tture,Reactions, Syntheses,
and Applications’, Wiley-VCH, ISBN 3527307206.

[2] Wily R H, and Wiley P, John Wiley, Sons, New Yoi©64, 102.

[3] Parmar V S, Kumar A, Prasad A K, Singh S K, KumaiMukherjee S, Raj H G, Goel S, Errington W ,
Puar SBioorg Med Chem, 17,1999 , 1425.

[4] Parmar V S, bracke M Et al, Philippe J, Wengelaih & C, Olsen C E, Bisht K S, Sharma N K, Court&ns
Sharma S K, Vennekens K, Marck V V, Singh S K, KN, Kumar A, Malhotra S, Kumar R , Rajwanshi V K,
Jain R, Mareel M MBioorg Med Chem 5, 1997, 1609.

[5] Rosiere C E, Grossmann MSience, 113,1951, 651.

[6] Bailey D M, Hansen P E, Hlavac A G, Baizman E RarPé, Defelice A F, Feigenson M & Med Chem, 28,
1985, 256.

[7] Rainer G, Krueger U , Klemm K, Arzneim Forsh, 3381, 649, Chem Abstr, 93981, 90723.

[8] M.A. Hantoon Minnesota Medicine, 2001, 84, 102.

[9] X. Zhang, Li X., G.F. Allan, T. Sbriscid, Med. Chem. 2007, 50 (16), 3857.

[10] Amr AEI GES, N. A. Abdel-Latif , M. M. AbdllaActa Pharm, 2006, 56, 1203.

[11]T.A. Henry, The Plant Alkoloids, Anmol PublicaiontPLtd., 1999.

[12] S. Chimichi, M.Boccalini, M.M.M. Hassan, G.Violaall Acqua F, M.Curini, Tetrahedro2006, 62, 90.

[13] Kobayashi, Hisafumi, Kato, Motto, Nitani, Fumio, €h, Abstr1989, 106 297008/g.

[14]Suresh T, Kumar R N, Magesh S & Mohan PrSjan J Chem, 42 B,2003, 2133

[15] () Gupta R. Sudan S & Kachroo P L, Indian J ChasB, 1996, 718; (b) Gupta R, Paul S, Gupta A K,
Kacharoo P L & Bani Sndian J Chem, 36B,1997, 707.

[16]Kalluraya B, Gururaja R & Rai Gndian J Chem, 42B,2003, 211.

[17] (a) Shirley D A, Sen K & Gilmer J @, Org Che, 26,1961, 3587; (b) Guindon Y, Lau C K & Fortin RJS
Patent, 1986, 4,011,056.

[18]Delling U, Raymond M & Schurr EAntimicrob Agents Chemother, 1998, 1034.

12



