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ABSTRACT

1-aroyl aminoindan (2a-2j) and 1-arylsulphonamido indan have been syn-
thesized. The product have been assayed for their biological screening
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against Gram +ve bacteria, Gram -ve bacteriaand fungi. Some of the prod-
ucts showed moderate activity compare with known standard drugs. The
products have been characterised by IR, *H NMR, Mass spectral studies

and elemental analysis.

INTRODUCTION

Arylamideand sulphonamide derivatives showed
good biologicd activity eg. antimicrobid™, anti-inflam-
matory'?, analgesic® etc. Inview of getting better thera-
peutic agents, we have synthesised arylamide (2a-2))
and sulphonamides(3a-3j). Theproductswereassigned
by IR, 'H NMR, Mass spectra data, TLC and elemen-
tal analysis. Thephysica dataand biological screening
with MIC are represented in TABLE 1 and compa-
rableMIC of synthes sed product comparewith known
standard drugs arerepresented in TABLE 2.

BIOLOGICAL SCREENING

Theantimicrobid activity wasdetermined by broth
dilution method*% using DM SO asasol vent. Theanti-
bacteria activity wastaken against Gram positive bac-
teria Saureus, S.pyogenes, Gram negative bacteria
E.coli., P.aeruginosa and anti fungal activity against
Candida albicans. Theminimum inhibition concentra-
tion (M1C) wasmeasured in ug/ml which is represented
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INTABLE 1. Theactivity was compared with known
standard drugs viz. Ampicillin, Chloramphenicol,
Ciprofloxacinand Griseofulvinwhichisrepresentedin
TABLE2& TABLE3

EXPERIMENTAL

All themelting pointswere measured by open glass
capillary method and are uncorrected. IR absorption
spectra (in cm-1) were recorded on a Shimadzu IR
spectrophotometer using KBr pellet method, *HNMR
spectra on Bruker (500MHz) spectrometer using
DM SO-d6 solvent, TM Sasinternal standard (chemi-
cd shiftindppm) and mass spectra on Joel 300eV. The
purity of thecompoundswasroutingly checked by TLC
usngslicagd-G
Synthesis of 1-N-(4’-methoxy benzoylamino)
indan (2))

A mixture of 1-aminoindan (1.33g,0.01M) and 4-
methoxy benzoylchloride(1.70g,0.01M) indry pyridine
(20ml) wasrefluxedfor 2 hrs. Theresulting mixturewas



284

Shore Commumnicetion =

Synthesis and biological screening of 1-aroyl/aryl sulphonamido aminoindan

REACTION SCHEME

OCAIJ, 8(8) 2012

poured into crushed iceand neutrdized with HCI. The
product wasfiltered, washed with cold water and crys-
talized from methanol. Yield:61.24%, mp:147°C
(Found:C:76.36; H:6.30; N:5.21%; C ,H,, O,N Cad.
C:76.40; H:6.36; N:5.24%) IR (KBr) (cn?): 2937 (C-
H str.asym), 2839 (C-H str.sym), 3022 (C-H
str.aromatic), 1479, 1537 (C=Cring skeletal), 1627
(>C=0str), 3261 (N-H str.), 1249 (C-O-C str.) *H
NMR (6ppm):3.8 (s,3H,-OCH3), 1.9-2.9 (m,5H,C-
H), 7.1-7.9 (m,8H,Ar-H) m/z:267, 152, 135, 117, 107,
92, 77, 65, 44

Similarly other arylamide (2a2)) were synthes sed
andtheir physical dataarerecordedin TABLE 1.

Synthesisof 1-N- (5’-carboxy-2’-methoxy benzene

@ \_R  Sulphonamido)indan (30)
PN A mixtureof 1-aminoindan (1.33g,0.001M) and
R NH N © 3- (chloro sulphonyl)-4-methoxy benzoic acid
\( (3.479,0.01M) in presence of pyridine (5ml) wasre-
O fluxed. Thereaction mixture was poured into crushed
(2a-2j) R = Aryl (3a-3j) iceand filtered, washed with water and recrystallized
TABLE 1: Thephysical dataand biological screening of compounds(2a-2j) and (3a-3j)
Antimicrobial Activity (MIC in pg/ml)  Antifungal Activity %% of
Compd. R mp°C Gram +vebacteria Gram -vebacteria  (MICin pg/ml) Nitrogen
S.aurius S.pyogenes E.coli P.aeruginosa C.albicans Cald. Found
2a  CgHs 138 500 500 250 250 250 590 5.88
2b  CgHs-CH=CH- 102 500 500 100 100 1000 532 531
2c 2CI-CgH,- 113 100 100 200 200 1000 515 511
2d  4-Cl-CgHy 208 200 200 62.5 100 200 515 514
2e  2-CHs- CgHy- 84 250 250 200 200 500 557 552
2f 3-CH3- CgHs- 146 250 250 250 250 500 557 554
20  4-CHs CeHs- 109 200 200 100 100 250 557 556
2h 3-NO,- C¢H,- 110 62.5 100 200 250 1000 9.92 989
2i 4-NOy CgHy- 117 200 200 200 250 1000 9.92 990
2 4-OCHs- CgH,y- 147 250 250 250 200 250 524 519
3a  3-COOH- CgHg4- 112 200 200 250 200 250 441 440
3b  2-OCH35-COOH- CgHs- 114 100 100 200 250 1000 406 3.98
3c  4-OH,3-COOH- CgH; 173 200 200 100 100 1000 420 4.8
3d  4-Cl,3-COOH- CgHs 104 200 200 62.5 100 500 398 3.97
3e  3-CH=CHCOOH- C¢H,- 98 250 250 200 62.5 200 408 4.04
3f 4-NH,,3-COOH- CgH3 164 250 250 200 200 200 843 8.40
3g 4-NHCOCHS;- CgH,- 153 250 250 100 100 100 843 842
3h  4-CH,COOH- CgH4 62 100 100 200 200 250 422 418
3i 2-CH3,5-COOH- CgHs- 118 200 200 250 250 500 422 417
3 3-CHj3,5-COOH- CgHs 78 100 100 100 100 100 422 419
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from methanol. Yield: 72.88%, mp:114°C (Found:
C:58.73, H:4.87, N:3, 98%; C, H,, O, SN; Cald.
C:58.78, H:4.89; N:4.06%) IR (KBr) (cnm?): 2937 (C-
H str. asym.), 2848 (C-H str. sym.), 3022 (C-H str.
aromatic), 1489 (C=C ring skeletal), 3273 (N-H
str.),1639 (C=0 str.), 3100-3300 (O-H str.), 1323
(S=Osdtr.asym.), 1159 (S=O str. sym.), 1273 (C-O-C
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str.) IHNMR (6ppm):3.9 (s,3H,-OCH3), 9.0 (s,1H,-
COOH), 7.1-7.9(m,8H,Ar-H), 8.4 (s, 1H,N-H), 1.9-
2.9 (m,5H,C-H) m/z: 347, 231, 214, 133, 132, 116,
104, 89, 77, 57

Similarly other sulphonamides (3a-3j) were
synthesised and their physical data are recorded in
TABLE 2.

TABLE 2: Compound showing compar ableactivity with known standard drugs:

Compound S.aureus S.pyogenes E.coli P.aeruginosa C.albicans
(2a-2)) 2c, 2e, 2, 29, 2h, 2i, 2d, 2j 2c, 2i 2b, 2¢, 2h 2b, 2¢, 2h 23, 2e, 2f, 29, 2h, 2]
(3a-3)) 3a, 3b, 3¢, 3d, 3¢, 3f, 39,3n, 3i,3] 3b,3h, 3 3c 3d 39,3 3c 3d, 39,3 3a 3d, 3e 3f, 3g, 3n, 3i, 3j
TABLE 3: Activity of gandard drugs(M 1 C in pg/ml):
Sr. No. Drugs S.aureus S.pyogenes E.cali P.aeruginosa C.albicans
1 Ampicillin 250 100 100 100
2 Chloramphenicol 50 50 50 50
3 Ciprofloxacin 50 50 25 25 -
4 Griseofulvin - - - - 500
CONCLUSION REFERENCES

l-aroyl aminoindan (2a-2j) and 1-aryl
sulphonamideindan (3a-3)) have been synthesised.

The compounds 2c, 2d, 2e, 2i, 3d, 3e, 39, 3]
showed good comparable antimicrobia activity with
known standard drugs.
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