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Synthesis of 2-Substituted Benzimidazoles as Antiinflammatory Agents

Seung Wook Moon, Yurngdong Jahng®, Byeong Chon Seoh*
College of Pharmacy, Yeungnam University, Kyungsan 712-749, Korea

Abstract— 2-Substituted benzimdazoles were prepared by reacting o-phenylenediamine with acid
chlorides, which has advantages over the known synthetic procedures. The compounds prepared
showed no significant antiinflammatory activity, thus are of no interest as antiinflammatory agents.
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2-(2S-Butyl)benzimidazole(5a)

Yield : 65%(Method C), 78%(Method D), white
crystals ; mp 215~6C.

IR(KBr) v 3230(NH), 2950, 1620(C=N), 1500,
1440, 1400, 1290, 1010, 800 cm™ ! : 'H NMR(CDCl,,
300 MHz) & 11.4(br s, NH), 8.10(m, 2H), 7.75(m,
2H), 3.68(m, 1H), 2.53(m, 1H), 2.35(m, 1H), 2.03

(d, J=69Hz, 3H), 152(t, J=69Hz, 3H); C

NMR(CDCl;, 75.7 MHz) § 159.9, 138.5, 121.9, 114.6,

36.3, 294, 225, 196, 12.0.
2-Isopropylbenzimidazole(5h)

Yield : 70%(Method C), 82%(Method D), white
crystals ; mp 222~223C.

IR(KBr) v 3440, 3260(NH), 2900, 1620(C=N),
1590, 1440, 1270, 1020, 880, 700 cm™'; 'H NMR
(CDCls, 300 MHz) & 11.3(br s, NH), 7.50(m, 2H),
7.13(m, 2H), 3.22(heptet, J=69Hz, 1H), 1.43(d,
6H) ; BC NMR(CDCl;, 75.7MHz) & 159.9, 1444,
120.8, 114.0, 294, 21.0.

2-Benzylimidazole(5c)

Yield : 67%(Method A), 88%(Method B), white
crystals ; mp.184~185C(lit.” mp 183~184C). Un-
reported. spectral data IRCKBr) v 3250(NH), 3040,
2950, 1580, 1420, 1320, 1220, 1150, 1020, 750, 720
em~!: 'H NMR(CDCl;, 60 MHz) & 11.3(br s, NH),
7.70~7.23(m, 9H), 3.65(s, 2H).

2-Benzyl-5-methylbenzimidazole(5d)

Yield : 48%(Method A),
151~2T.

IR(KBr) v 3440, 3260(NH), 2900, 1620(C=N),
1590, 1440, 1270, 1020, 880, 700 cm~!; 'H NMR
(CDCls, 60 MHz) & 11.3(br s, NH), 7.72~7.25(m,
8H), 3.64(s, 2H), 2.42(s, 3H).

2-(4-Methylphenylmethyl)-benzimidazole(5e)

Yield : 44%(Method A), 88%(Method B), white
crystals 3 mp 198~200C

IR(KBr) v 3440, 3260(NH), 3020, 2950, 1580,
1430, 1410, 1315, 1270, 1035, 800, 735cm~!; 'H
NMR(CDCl;, 60 MHz) & 11.5(br s, NH), 7.70~7.27
(m, 8H), 3.67(s, 2H), 241(s, 3H).

2-(4-Methylphenylmethyl )-5-methylbezimidazole
(s

Yield : 37%(Method A), 85%(Method B), white
crystals ; mp 175~176C.

IR(KBr) v 3440, 3230(NH), 2950, 1620(C=N),
1500, 1440, 1400, 1290, 1010, 800 cm™!:'H NMR
(CDCl;, 60 MHz) & 11.2(br s, NH), 7.75~7.25(m,
7H), 3.66(s, 2H), 2.44(s, 3H), 2.38(s, 3H).

2-(2-Methylphenylmethyl)-benzimidazole(5g)

white crystals ; mp
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Yield : 93%(Method B),
190~1927T.

IR(KBr) v 3200(NH), 1990, 1635(C=N), 1520,
1440, 1330, 730 cm~!; 'H NMR(CDCl;, 300 MHz)
8 11.5(br s, NH), 7.73(s, 1H), 7.32~7.27(m, 6H),
7.18(m, 1H), 3.67(s, 2H), 2.41(s, 3H).

2-(2-Methylphenylmethyl)-5-methylbenzimidazole
(5h)

Yield : 82%(Method B),
178~179<C.

IR(KBr) v 3440, 3230(NH), 2960, 1620(C=N),
1520, 1440, 1400, 1290, 1010, 790 cm ' ; 'H NMR
(CDCl;, 60 MHz) & 11.2(br s, NH), 7.75~7.25(m,
7H), 3.66(s, 2H), 2.42(s, 3H), 2.38(s, 3H).

2-(4-Methoxyphenylmethyl )benzimidazole(5i)

Yield : 38%(Method A), 86%(Method B), white
crystals ; mp 163~165C.

IR(KBr) v 3400, 3220(NH), 2950, 1620, 1580,
1505, 1440, 1410, 1300, 1240, 1030, 830, 750 cm ' : 'H
NMR(CDCl;, 60 MHz) & 11.3(br s, NH), 7.76~7.23
(m, 8H), 3.78(s, 3H), 3.66(s, 2H).

2-(4-Methoxyphenylmethyl)-5-methylbenzimida-
zole(5j)

Yield : 47%(Method A), 78%(Method B), white
crystals ; mp 165~165.5C.

IR(KBr) v 3400, 3330(NH), 3020, 2950, 1600,
1580, 1500, 1430 1400, 1170, 1020, 800 cm': 'H
NMR(CDCl,;, 60 MHz) & 11.5(br s, NH), 7.77~7.25
(m, 7H), 3.76(s, 3H), 3.66(s, 2H), 2.43(s, 3H).

2-(4-Hydroxyphenylmethyl)benzimidazole(5k) —
ol 4] 9d-& 2-(4-methoxyphenylmethyl) benzimida-
zole(51)& ageous THF &<ellA] 48% HBr #&lstx
whg-oh ol efA}e Zx 0 2 5}od 2-(4-hydroxyphenyl-
methyl)benzimidazole S 83%%2) A9t
crystals 5 mp 265~267%C.

IR(KBr) v 3600~3300(0H), 3020, 2950, 1600,
1580, 1500, 1430, 1400, 1180, 1020, 850 cm L.

2-(4-Hydroxyphenylmethy)-5-methylbenzimidazole
(51)— oA & 2-(4-methoxyphenylmethyl)-5-
methylbenzimidazole(5j)-& ageous THF -£<fo] 4]
48% HBr x2]3la wh-goie] AAJL FA o2 3fed
2-(4-hydroxyphenylmethy!)-5-methylbenzimidazole

white crystals ; mp

white crystals ; mp
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< 83%9) $58§2 29k mp237~2375C.

IR(KBr) v 3600~3300(0H), 3020, 2950, 1600,
1580, 1530, 1460, 1420, 1200, 1180, 1020, 850 cm™!

2-(4-Chlorophenylmethyl)benzimidazole(5m)

Yield : 45%(Method D), 75%(Method B), white
crystals ; mp 195C.

IR(KBr) v 3400, 3330(NH), 3020, 2950, 1600,
1580, 1500, 1430, 1400, 1170, 1020, 800cm™!: 'H
NMR(CDCl,, 300 MHz) & 11.85(br, s, NH), 7.48~7.
35(m, 2H), 7.32~7.25(m, 4H), 7.17~7.12(m, 2H),
4.20(s, 2H).
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