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Abstract — The purpose of this research is to study of inhibitory activity of protostane type triterpens against farnesyl-protein
transferase (FPTase). The ingredients of Alismatis Rhizoma, alisol B 23-acetate, C 23-acetate, alisols B and A 24-acetate, and
thirteen synthetic analogues from alisol B 23-acetate exhibited inhibition activity against FPTase by scintillation proximity assay
method. As a result, alisol C 23-acetate, one of the constituents of Alismatis Rhizoma, the synthetic analogues carboxylated
and hydroxylated on branch chain of protostane exhibited a significant inhibitory activity. However, the compounds sig-
nificantly lowered the inhibitory activity, when there is no 3 position keto on protostane skeletone.
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Fig. 1. Chemical structures of protostane type triterpenoids
from Alismatis Rhizoma.



220

16

NH,OH HCl
Pyridine / MeOH

HIO,2H,0 At
THF / H,0
H

NaOH

HIO, -2H,0

Fig. 2. Synthetic analogues from alisol B 23-acetate (1).

Table 1. Farnesyl-protein transferase inhibition activities of
each compound

*Comp. Inhibition (%) Comp. Inhibition (%)

1 65 10 72
2 77 11 54
3 54 12 60
4 57 13 79
5 44 14 60
6 0 15 89
7 40 16 0
8 47

9 34 Pgliotoxin 50

“Each sample used 1mgml. °Gliotoxin as positive control
used 4.6 pg/ml
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Table II. IC;, values of active compounds against farnesyl-
protein transferase

*Comp. °IC,, (mg/ml) IC,, (mM)
E-4 0.5 0.97
S-6 0.4 1.02
S-9 0.4 0.81
S-11 0.2 0.48

gliotoxin 0.0046 0.014

Each compound was examined wide five concentrations.
IC50 value represents the concentration that caused 50%
inhibition of FPTase activity.
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Fig. 3. Farnesyl-protein transferase activity curves of more
active protostanes; -O>- : 1, -[J- : 10, -A- : 13, -X- : 15
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