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ABSTRACT

1-(H) 3-N-{ 4'-[(4"-Chlorophenyl) (phenyl) methyl amino] phenyl}-5-aryl-
pyrazolines (5a-5!) and 2-amino-6-{ 4'-[ (4™-chlorophenyl) (phenyl) methyl
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amino] phenyl} -4-aryl-4H—pyran—3-carbonitriles (6a-61) have been syn-
thesized. The products have been assayed for their biological activity
against Gram +ve, Gram -ve bacteria and fungi. Some of the compounds

showed moderate activity in concentration 50 pg/ml.
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INTRODUCTION

Pyrazolines and Cyanopyranes derivatives shows
widerangeof biologicd activitieslikeanadgesic¥, bac-
tericida!®3, fungicidal ¥, antiamoebic, antimicrobia®,
hypolipidemic™ antipyretid® antiinvasve®™ gc. Inview
of getting we have synthesized Pyrazolines and
Cyanopyranesderivatives. Theproduct of Pyrazolines
(5a-51) and Cyanopyranes (6a-6l) have been synthe-
szedand assgnedthe R, *HNMR, Massspectral data,
and elementd andysis. The physical dataand antimi-
crobid actitivitiesarerepresentsin TABLE 1.

ANTIMICROBIALACTIVITY

1-(H)-3-N-{ 4'-[(4"-Chlorophenyl) (phenyl) me-
thyl amino] phenyl} -5-aryl-pyrazolines(5a-5) and 2-

amino-6-{ 4'-[ (4"-chlorophenyl)(phenyl) methyl amino]
phenyl} -4-aryl-4H—pyran—3-carbonitriles (6a-61)
productswereevauated invitrofor their antimicrobia
activitiesagainst Bacillus Megatarium, Saphylococ-
cusaureus, Escherichiacoli, Salmonella typhy, and
Aspergillusniger using DMF assolvent at 50 pg / ml.
concentration by cup plate method™. After 24 hrs of
incubation at 37°C, the zones of inhibition were mea-
sured in mm. Theactivity of synthesized compounds
were compared with the known antibiotic, viz, Ampi-
cillin, Chloramphenicol, Norfloxacin, and Gresiofulvin
at same concentration.

All the synthesi zed compounds (5a-51) and (6a-61)
showed moderate to good and remarkable activities
with known standard drugsat same concentration. The
physcd dataand antimicrobid activitiesarerepresented
iINTABLE 1.
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(4a-41)

NaNH2 2H,0

CHz(CN)z

R 0o

(5a-51)

R = Aryl
Reaction scheme

(6a-61)

EXPERIMENTAL

All themdting pointsweremeasuredin openglass
capillary method and are uncorrected. |.R. absorption
spectra(in cm®) wererecorded on ashimadzu FT-IR
8400-spectrophotometer using KBr pallet method and
'H NMR spectra on BRUKER spectrometer (300
MHz) usng TMSasinterna standard (chemical shifts
ind ppm) and compounds were routinely checked by
TLCusngslicagd G.
4'-[(4""-Chlorophenyl) (phenyl)-methyl-amino]
phenyl-1-yl ethanone(3)

A mixtureof (4’-Chlorophenyl) (phenyl)-methyl)
chlorideinmethanol (2.37 gm, 0.01 M), p-amino ac-
etophenone(1.47 gm, 1.2 M) and methanol (20ml) was
refluxedinthe presence of basic catdyst aspyridinefor
8 hrs. The completion of thereaction is checked by
TLC. Thereaction mixture pouredinto crushedice,
filter itand wash with water and dry it. Theyieldis65
%, m.p.134°C.
4'-[(4""-Chlor ophenyl) (phenyl) methyl amino] phe-
nyl-3-(4'"""'-methoxy phenyl) prop-2-en-1-one (4h)

A mixtureof 4'-[(4™-Chlorophenyl) (phenyl)-me-
thyl-amino] phenyl-1-yl} - ethanone (3.35gm, 0.01
M). 4-methoxy benza dehyde (1.36 gm, 0.01 M) and
methanol (25 ml). Thereaction mixturestirred at room
temperaturefor 24 hrs. in presenceof catalytic amount

TABLE 1: Thephysical dataand antimicrobial activity of compounds(5a-5I) and (6a-61)

Comp. R Molecular M.P. Antibacterial activity Antifungal activity % of Nitrogen

Formula  °C B Mega Saureus E.Coli Styphi A.niger Calcd. Found.
5a  CgHs- CyH2CINg 112 11 16 14 11 17 9.60 955
5b  4-Cl-C¢H,. CsH2sCINg 208 15 11 17 13 13 889 887
5¢  4-F-CiH, CygHxCIFN; 125 16 14 16 10 18 922 920
5d  4-Br-CgH.. CasHasBrCINg 131 18 18 18 11 12 813 811
5¢  2-OH-CgH.. CasH24CIN;O 188 17 14 9 14 20 926 925
5f  3- OH-CgH.. CH24CIN;O 174 14 16 17 12 16 926 9.24
5 4-OH-CgH, CasH24CIN;O 233 14 13 16 13 15 926 9.23
5h  4-OCHj3-CgH.. CoH26CIN;O 156 18 10 19 11 18 898 895
5i  3-OCHj3-4-OH-CgH;  CyHxCINZO, 202 17 14 8 13 14 8.68  9.66
5/ 4-N-(CHj),-CsHa. CyHCIN, 178 19 17 17 14 21 1165 11.63
5k CyoH7.(Naphthayl) CsHCINg 166 15 15 16 14 19 861  8.60
51 CyHg.(Anthranyl) CaH26CINg 136 14 16 16 12 14 781 7.78
6a CgHs- C3H24CIN;O 292 11 14 11 13 17 858 855
6b  4-Cl-CeH,. CaH2CloN;O 184 14 15 16 11 12 801 8.0
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Comp. R Molecular M.P. Antibacterial activity Antifungal activity % of Nitrogen
Formula °C B.Mega Saureus E.Coli Styphi A.niger Calcd. Found.
6c  4-F-CgH,. CyH2CIFNO 180 11 19 11 10 20 8.27 8.25
6d  4-Br-CgHy CaH23BrCIN;O 130 13 12 15 14 11 7.39 7.36
6e  2-OH-CgH4 CyH2CINO, 178 17 15 13 13 12 8.30 8.29
6f  3- OH-CgH,. CyHuCINSO, 136 11 14 10 11 16 830 828
6g 4-OH-CgH,. CyHuCINSO, 144 14 10 16 11 19 830 827
6h  4-OCHs5-CgH, CaoHy6CIN3O, 192 15 13 14 12 13 8.08 8.07
6i 3-OCH3-4-OH-CgH,.  CaHp6CIN3O; 170 12 11 15 15 19 7.84 7.82
6]  4-N-(CH3)-CeHa CxH2CIN,O 120 11 14 10 13 17 1051 10.50
6k  CyoH.(Naphthayl) CasHzCINO 146 14 15 16 11 12 7.78 7.75
6l CyuHg.(Anthranyl) CaoH2CINO 192 11 19 17 10 20 7.12 7.10
Zones of inhibition in mm
TABLE 2: Comparableantimicrobial activity with known standard drugs
Compounds (50 pg/ml) B.mega S. aureus E.Cali S. typhi A.niger
Ampicillin 21 19 19 21
Chloramphanicol 24 20 25 23
Norfloxacin 25 20 25 24
Greseofulvin 25
Maximum antimicrobial activity of synthesized products
(5a-51) 5c, 5d, 5e, 5h, 5i, 5)  5a, 5d, 5f, 5, 51 5b, 5d, 5f, 5h, 5j  5b, 5e, 5g, 5i, 5, 5k 5a, 5¢, 5e, 5h, 5K, 5j
(6a-61) 6b, 6e, 69, 6h, 6k 6b, B¢, B¢, 6k, 61  6b, 69, 6d, 6K, 6l 6d, 6e, 6i, 6 6a, 6¢, 6f, 60, 6i, 6], 6l

of 40% NaOH. Thereaction mixturewaspoured onto
crushice, filterit, dry it and crystallized from ethanal,
Yield 52 %, m. p.102°C. (CH,,CINO,). Required
C,76.73; H,5.33; N,3.09 found C,76.71; H,5.31,
N,3.07%.

Similarly other compounds (4a-4l) have been
synthesed. The physica dataand antimicrobid activity
publishedinother journd.
1-(H)-3-N-{4'-[(4""'-Chlor ophenyl) (phenyl) methyl
amino] phenyl}-5-(4"""-methoxy phenyl) pyrazoline
(5h)

A mixture of 4'-[(4™-chlorophenyl) (phenyl) me-
thyl amino] Phenyl-1"-yl-3-(4""-methoxy phenyl) -2-
propene-1-one(4.53 gm, 0.01 M), hydrazine hydrate
(0.5ml,0.01 M) in 30 ml methanol wasrefluxed for 12
hrs. Thereaction mixture poured into crushed icefil-
tered, washed with water and crystallized from diox-
ane. Yield: 64%, m.p.156°C. (CH..CIN,O; Requires.
C, 74.43; H, 5.56; N, 8.98%; found: C, 74.41; H,
5.55; N, 8.95%).

IR (KBr); 2958 (C-H str. asym); 2865 (C-H str.
sym); 1378 (C-H def.sym); 3039 (C-H aromatic);

1439(C=C str. aromatic); 3397 (N-H Str.), 690 (C-
Cl str.). 1605 (C=N Str.), 1058 (C-N Str.), 1279 (C-
O-C Str.). *HNMR (DMF); 3.83 (3H,s,Ar- OCH,);
4.19 (1H,s,N-H);5.19-5.27 (1H,t,C-H); 6.34-
6.38(2H,d,Ar-H);6.50-6.53(2H,d, Ar-H);
7.13(1H,s,N-H); 7.15-7.17 (2H,d,Ar-H):7.21-
7.25(5H,m,Ar-H);7.26-7.35 (4H,d,Ar-H);7.54-
7.57(2H,d,Ar-H). m/z: 43, 78, 133, 174, 205, 218,
249, 253, 268, 293, 310, 321, 336, 375, 401, 437,
467.

Similarly other Pyrazolineshave been synthesized.
The physica dataand antimicrobial activity arerepre-
sentedinTABLE 1
2-Amino-6-{4'-[(4"""-chlorophenyl)(phenyl) methyl
amino]phenyl}-4-(4""*-methoxy phenyl)-4H-pyran-
3-carbonitrile(6h)

A mixtureof 4'-[(4™-Chlorophenyl) (phenyl) me-
thyl amino] phenyl-1'-yl-3-(4""-methoxy phenyl)-2-
propene-1-ones(4.53gm, 0.01 M), ma ononitrile (0.66
g,0.01 M) dissolved in pyridine (20ml). Thereaction
mixturewasrefluxed for 12 hrs. The product wasiso-
lated and crystd lized from absol uteethanal. Yield, 58%,
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m.p. 192°C. (C_H,.CIN,O,); requires C, 73.91; H,
5.04; N, 8.08; found: C, 73.91; H, 5.02; N, 8.07 %).

IR-(KBr); 2969 (C-H str. asym); 2821 (C-H str.
sym); 1378 (C-H def.sym); 3075 (C-H aromatic);
1600(C=C str. aromatic); 3375 (N-H Str.), 754 (C-
Cl str.). 1600 (C=N Str.), 1058 (C-N Str.), 1101 (C-
O-C Str.), 3425 (NH, Str.), 2221 (CN Str.). *HNMR
(DMF); 3.85 (3H,s,Ar- OCH,); 4.60 (1H,s,N-H);
5.58-5.90 (1H,d,C-H); 6.65-6.69 (4H,d,Ar-H); 6.95-
7.01 (10H,m, Ar-H); 7.09-7.13 (4H,d,Ar-H); 7.24
(2H,s,Ar-NH,): 7.35-7.37 (2H,d,Ar-H). m/z: 174,
201, 203, 204, 234, 278, 287, 289, 290, 325, 347,
361, 417, 419, 453, 506, 521.

Similarly, other compounds (6a-61) have been syn-
thesized. Thephysica dataand antimicrobia activity
arerepresented inTABLE 1.

SUMMARY

1-(H)-3-N-{ 4'-[(4™-Chlorophenyl) (phenyl) me-
thyl amino] phenyl} -5-aryl-pyrazolines(5a-5) and 2-
amino-6-{ 4-[ (4"-chlorophenyl)(phenyl) methyl amino]
phenyl} -4-aryl-AH—pyran—3-carbonitriles (6a-61) have
been synthesized.

Compounds containing (5d), (5h), (5e), (5j), and
(6b), (6e), (6g), (6k), (6) showed more comparable
antimicrobial activity compareto other compounds.
Antimicrobial activity compared with known standard

drugs.
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