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(levocabastine hydrochloride)

( Ophthalmic Drug Facts 1999, Facts and Comparisons, St. Louis, MO, pp. 59-80).
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Domagala JM  [Bioraanic and Medicinal Chemist volume 5 No. 3
pages 569—79 (1997), and US patent No. 4,705,805 (Yamotsu K. et al., 1987)]
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, 1.44g, 5.8mmol)

NaCl(20ml)
50%
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( 80 )
20ml
, 10
10 1
50ml  CH,Cl,
, MgSO 4

'H NMR (CDCls) 5 9.73 (s, 2H), 7.63-7.18 ( m, 8H),

6.21-5.90 (m, 2H), 5.27-513 (m, 4H), 3.16-3.13 ( d, 4H, J = 6.0). >C NMR
(CDCls) 5 169.74 (C=0), 136.43 (C), 132.57 (CH), 131.94 (C), 129.52 (CH),
128.59 (CH), 126.92 (CH), 126.36 (CH), 118.38 (CHy3), 40.95 (CHa).

CaoH2002N282 74t $-41 =1 C,62.47; H, 5.24, N, 7.28%.
C, 62.40; H, 5.28; N, 7.20%.
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MO
(U)]
4 —(2-(3- - ) 1-
2— (1.5g, 6mmol) THF(8mI) 3- - (2.5g, 24mmol)
0 . (4.95¢g, 24mol) .5 1
(50ml) , (3% 20ml) NaCl(20ml) MgS0
50%
0.31g

H
NMR (CDCls) 8 7.80-7.76 (m, 2H), 7.48-7.43 ( m, 2H), 7.37-7.29 (m, 2H),
7.14-7.07 {m, 2H), 4.22-4.13 (m, 2H), 2.46-2.42 (m, 4H), 1.27-1.24 (d, 6H, J
= 6.0). >C NMR (CDCls) § 172.88 (C=0), 139.42 (C), 134.60 (CH), 131.08
(CH), 130.11 {C), 126.96 (CH), 125.49 (CH), 65.77 (CH), 46.68 (CHz), 23.56
(CHj3). ESI LC/MS [M+H]": 421.

5:
HCTMC (US Patent
No. 5,360,720 and Miller et al, Ocular Immunology and Inflammation, 4 (1) : 39—49 (1996)). ,
8 Dexsol R
, . 0.1% Tyrode (Tyrode ( mM): 137 NacCl,
2.7 KCI, 0.35 NaH ,PQ,, 1.8 CaCl ,, 0.98 MgCIl ,, 11.9 NaHCO 3, 5.5 )
(2 X200U / , 2—-4 X 2000 U / ) (30 ,37 )
Nitex R (100 , Tetko, Briarcliff Manor)
825 xg(7 ) . 1.058
g/t Percoll R . RPMI 1640
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