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ABSTRACT

N-[(4'- Chlorophenyl)-(phenyl) methyl] aryl amide/(3a-3l) and N-[(4-
chlorophenyl)-(phenyl)-methyl] aryl sulphonamides (4a-4l) have been syn-
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thesized. The products have been assayed for their biological activity
against Gram +ve, Gram —ve bacteria and fungi. Some of the products
showed moderate activity in concentration 50ug/ml. The structures of the
products have been elucidated by IR, *HNMR, Mass spectral data, el-

emental analysis and thin layer chromatography.
© 2012 Trade Sciencelnc. - INDIA

INTRODUCTION

Arylamides and sulphonamides derivatives possess
good activity inthefield of pharmaceutical aswell as
agrochemical field e.g. insecticidal™, antimicrobial(?,
anti-inflammatoryt®, analgesid, etc, inview of getting
we have synthesized arylamide and sulphonamidesde-
rivativesand evaluated itsantimicrobial activity. The
productsarylamide (3a-3l) and sulphonamides (4a-4!)
have been synthesized and assigned the IR, tHNMR,
Mass spectrd data, and elemental anadysis. Thephysi-
cal dataand antimicrobial activitiesarerepresentsin
TABLE1

ANTIMICROBIALACTIVITY
N-[(4'-Chlorophenyl)(phenyl) methyl] arylamides

(3a31)/ sulphonamides (4a-4l) productswere eva u-
atedinvitrofor their antimicrobid activitiesagainst Ba-

cillusMegatarium, Saphyl ococcus aureus, Escheri-
chia coli, Salmonella typhy, and Aspergillus niger
using DMF assolvent at 50 pg / ml. concentration by
cup plate method®. After 24 hrsof incubation at 37°C,
thezones of inhibition were measuredinmm. Theac-
tivity was compared with the known antibiotic, viz,
Ampicillin, Chloramphenicol, Norfloxacin, and
Gresofulvin a same concentration.

All the synthesized compounds (3a-3l) and (4a-4l)
showed moderate to good and remarkable activities
compareto known standard drugs at same concentra-
tion. Thephysical dataand antimicrobid activitiesare
represented in TABLE | and comparableantimicrobial
activity representedin TABLE 2.

EXPERIMENTAL

All themelting pointsweremeasured in open glass
capillary method and are uncorrected. 1.R. absorption
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spectra(in cm®) wererecorded on ashimadzu FT-IR
8400-spectrophotometer using KBr pallet method and
'H NMR spectra on BRUKER spectrometer (300
MHz) usng TM Sasinterna standard (chemical shifts
ind ppm) and compoundswereroutinely checked by
TLCusingslicagd G

Synthesisof 4-[(4'- chlor ophenyl) (phenyl) methyl]
amine(2)

A mixture of 4-[(4'-chlorophenyl) (phenyl) me-
thyl] chloride (2.37 gm, 0.01 M) in tolueneammonia
gas(0.85gm, 0.05M) ispurged for 8 hrsat 70-80°C
and then toluenewas distilled out. Yield: 54 %, m.p-
70-72°C.

Synthesis of N-4-[4'-chlor ophenyl) (phenyl) me-
thyl]-4" -methoxy benzamide (3g)

A mixtureof 4-[(4-chlorophenyl) (phenyl) methyl]
amine(2.18gm, 0.01 M) and 4-methoxy benzoyl chlo-
ride (1.70 gm, 0.01 M) in dry pyridine (20 ml) was
refluxed for 8 hrs. The resulting mixture was poured
onto crushediceand neutraized with hydrochloricacid.
The product wasfiltered, washed with cold water and
crystallized from ethanol. Yield 62%, m. p. 173°C.

(3a-3) R = Aryl (4a-41) (C,,H,CINO,: required: C 71.69; H, 5.12; N, 3.98;
Reaction scheme found: C, 71.67; H, 5.10; N, 3.90 %).
TABLE 1: Thephysical dataand antimicrobial activity of compounds(3a-3|) and (4a-4l)
Antimicrobial activity Antifungal % of
Comp. R I\I/Iiglrerﬁlljjllzr M.P°C zones of inhibition in mm activity Nitrogen
B.Mega S.aureus E.Coli Styphi A.niger Calcd. Found.
3a  CgHs- CoH16CINO 206 14 13 19 12 18 4.35 4.31
3b  2-CH3z-CgHy C,H1gCINO 212 16 11 15 13 16 4.17 4.12
3c  3-CH3zCeH4 C,H1gCINO 239 19 16 16 18 18 4.17 4.11
3d  4-CHz-CgHy C,H1gCINO 154 17 12 14 11 20 4.17 4.14
3e  2-OCH3-CgHa. C,1H1sCINO, 159 13 15 14 14 17 3.98 3.96
3f 3-OCH3-CgHy C1H1sCINO, 145 18 11 15 10 14 3.98 3.97
3g 4-OCH3-CgHa. C1H1sCINO, 173 16 13 16 13 15 3.98 3.90
3h  4-NH,CgH,. CxoHi7CINO 226 20 14 13 11 17 832 830
3i  3-4-(CHg)-CeHa. CxHxCINO 163 17 12 12 14 20 400 7.65
3j  2-OH-CgHa CxoH1CINO, 235 14 10 15 12 17 415 4.0
3k 4-NO,CgH,. CyoH1sCIN,O; 146 15 10 17 10 18 764  7.60
3l C4H3N,-(pyrazine) CigH1CINO 239 17 15 15 11 19 1298 1295
4a  3-COOH- CgH, CxoH1CINO,S 181 15 13 13 14 18 349 347
4b  4-OCH3-3-COOH-CgHz CyHisCINOsS 134 18 16 15 13 14 324 322
4c  5-OCH3-3-COOH-CgHs  CpHisCINOS 193 17 12 14 17 16 324 321
4d  4-OH-3-COOH-CgHs. CoH1sCINOsS 166 19 15 16 11 18 3.35 3.32
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Antimicrobial activity Antifungal % of
Comp. R Nllg:'erﬁlallzr M.P°C zones of inhibition in mm activity Nitr ogen
B.Mega S.aureus E.Coli Styphi A.niger Calcd. Found.
4e  2-OH-5-COOH-CgH3. CoH16CINOsS 153 14 11 12 13 17 3.35 331
4f  4-Cl-3-COOH-C¢Hs. CyoH1sCILNO,S 195 20 14 9 12 19 321 318
4g  2-Cl-5-COOH-CgH3. CyHisCILNO,S 137 17 16 18 14 15 3.21 3.20
4h  2-CH3-3-COOH-CgH3. C,1H1sCINO,S 138 15 15 17 10 17 3.37 3.3
4i 5-CH3-3-COOH-CgH3. C,1H1sCINO4S 143 19 11 16 12 18 3.37 3.35
4j  2-CHg5-COOH-CgH,.  CxHCINO,S 123 16 12 12 16 15 337 335
4k 2-COOH-C4H No pyrazing  C1sH14CIN;O,S 158 17 13 13 14 18 1041 10.38
4 4-NHCOCH3-CgH4. C,H1gCIN,OS 178 18 15 10 12 20 6.75 6.72
TABLE 2: Compar ableactivity with known standard drugs(zonesof inhibition in mm)

Compounds (50 pg/ml) A.niger B.mega S.aureus  E.Coali S. typhi
Ampicillin 21 19 19 21
Chloramphanicol 24 20 25 23
Norfloxacin - 25 20 25 24
Greseofulvin 25 - - - -
(3a-31) 3c, 3d, 3f, 3h, 3l 3c, 3¢, 3l 3a, 3k 3c 3d, 3i, 3l
(4a-4l) 4b, 4c, 4d, 4f, 4i, 4| 4b, 4d, 4g, 4i, 4k, 4l 4f, 4g 4c, 4 4f, 4k, 4

Similarly other aryl amides (3a-3]) weresynthesi zed.
The physical dataand antimicrobial activity arerepre-
sentedinTABLE 1.

IR (KBr); 2957 (C-H str. asym); 2873 (C-H str.
sym); 1380 (C-H def. sym.); 3060 (C-H str.); 1492
(C=Cdlr. aromatic); 1710 (C=0 tr. arylamide); 1198
(C-N str.); 3107 (N-H Str.), 754 (C-Cl str). 'HNMR
(DMF); 2.43 (3H,s,Ar-CH,); 6.08 (1H,s,C-H);6.89
(2H,d,Ar-H); 7.08-7.21(5H,m,Ar-H);7.37-7.44
(4H,d,Ar-H); 7.62-7.64 (2H,d,Ar-H); 8.01- (1H,s,N-
H). m/z: 336, 321, 306, 243, 200, 132, 107, 77.
Synthesis of N-[(4'-Chlorophenyl) (phenyl) me-
thyl]-2" -methyl  4"-carboxy  benzene
sulphonamides (4i)

A compound of 4-[(4'-chlorophenyl) (phenyl) me-
thyl] amine (2.18gm, 0.01 M) and 2-methyl-4-
carboxybenzene sulphonyl chloride(2.34gm, 0.01 M)
in presence of 5ml pyridinewasrefluxed. Thereac-
tion mixturewas pouredinto crushediceand filtered,
washed withwater and crystdlized fromethanal. Yidd;
55%, m.p143°C, (C,H, CINO,S: required: C;
60.65; H, 4.36; N, 3.37 Found: C; 60.61; H, 4.33;
N, 3.35.).

Similarly other sulphonamides (4a-4l) were synthe-
sized. Thephysica dataand antimicrobid activity are

represented in TABLE 1.

IR (KBr); 2949 (C-H str. asym); 2864 (C-H str.
sym); 1346 (C-H def.sym.); 3061 (C-H str. aromatic);
1487 (C=C str. aromatic); 1093 (C-N Str.), 1346
(S=Ostr. asym.); 1184 (S=0O str. sym.); 1717 (C=0
str); 3161 (O-H str); 3350 (N-H Str.), 705 (C-Cl str.).
'HNMR (DMF); 2.50 (3H,s,Ar- CH,); 2.92 (1H,s,N-
H); 6.64 (1H,s,C-H); 7.57-8.31 (12H,m,Ar-H); 9.99
(1H,s, O-H). m/z: 416, 402, 385, 346, 330, 318, 302,
276, 274, 228, 202, 100.

SUMMARY

N-[(4'- Chlorophenyl)-(phenyl) methyl] aryl amides
(3a-3l) and/ N-[(4'- Chlorophenyl)-(phenyl) methyl]
arylsulphonamides (4a-4l) have been synthesi zed.

Compounds containing (3c), (3d), (3l), (4c), (4f),
(49), (4k), (4l) were showed moderate comparable
antimicrobial activity to other compounds. The com-
pounds (3a-3l) and (4a-4!) antimicrobia activity com-
pared with known standard drugs.

ACKNOWLEDGEMENT

Theauthorsarethankful to management and Prin-
cipa ShreeM. & N. Virani sciencecollege, Rgjkot for

— @)u;am'c CHEMISTRY

Hn Tndéan g%wumé



154 N-[(4’-chlorophenyl)-(phenyl) methyl] aryl amides/aryl sulphonamides OCAIJ, 8(4) 2012

FPull Paper ==
providing researchfacilities. Theauthorsarethank ful  [3] T.Lida, T.Kaminuma, N.Koge et al.; Jpn.Kokai

to UGC, Punefor providing research grant for minor Tokkyo Koho JP, 06, 361, 531 (1994); Chem.Abstr.,
research project. 122, 151388w (1995).

[4] Y.D.Kulkarni, Ali S.Mohd., S.Rowhana; Indian

REFERENCES Drugs, 25(12), 505-7 (1988); Chem.Abstr., 110,

114786f (1989).

[5] A.L.Barry; The Antimicrobial Succeptibility Test,
Principal and Practice, LIlusLee, Febiger, (Ed); 180;
Bio.Abstr., 64, 28183 (1997).

[1] SatoshAoki, ToshiyaNagakawa, Nobukiyo Konish;
PCT Int.Appl. WO 03 40110, (Cl. CO7D249/08)
(2003); Chem.Abstr., 138, 368895z (2003).

[2] K.Sakakibara, N.Yeneshima, T.Osawa; Jon.Kokai,
Tokyo Koho JP, 62, 252, 785 (1987); Chem.Abstr.,
108, 112238p (1988).

Onganic CHEMISTRY o
Au Tudian Yournal



