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1) Three new artificial triterpenoids were isolated from an acidic hydrolysate of Panax

ginseng, along with three known triterpenes. Four of them show inhibitory activity

against HIV-1 protease.

2) Sixteen dammarane triterpenes were synthesized, all of the mono and di-succinyl

derivatives show strong inhibition on HIV-1 PR (ICs0<10 uM), only di-succinyl and
2,3-seco-2,3-dioic acid derivatives show strong inhibition on HCV PR (ICs50<10 uM).
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1) Phytochemistry Letter, Available online 16 December 2008

Anti-HIV Protease Triterpenoids from the Acid Hydrolysate of Panax ginseng

2) Submitted to Bioorg. Med. Chem.

Synthesis of Dammarane type triterpene derivatives and their inhibitory activities against
HIV and HCV protease

-109-



B
ASHKAMEEY) BV TILR EZEEERDTHIV protease £ & UHTHCV protease YEFIZREY ARAZS

ot ge BRA fE

TEPTEEE  ESTEETR
AR LRSS e ST
8 B AR D ek

HEpgeE IS s

=5

ADIS is one of the most fatal infectious diseases in the world, which is caused by HIV. Since HIV is easy to mutate and
develop resistance to current drugs, it was described to be “a silent epidemic’.L2 As in the case of hepatitis C, only 50%
therapeutic effect for HCV infected patients by using peglFN-o.35 Therefore, it is emergency to develop new chemopreventive
agents against HIV and HCV.
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HE:

In previous paper, we reported that some natural products and their derivatives have anti-HIV-1 PR, we also reported
that embelin show inhibition on HCV PR.”Numerous studies during past decade have demonstrated that pentacyclic
triterpenes showed inhibitory activity on HIV.8.9 However, tetracyclic triterpenes, especially dammarane type triterpene
derivatives were not reported for their inhibitory activity against HIV and HCV PRs.

HREAE:
1. Strong acid were used to hydrolysize a methanol extract of P ginseng:10
2. (20R)-panaxadiol and (20./)-panaxatriol were used as starting material to prepare various 2,3-seco, A-nor and acelated

derivatives by using oxidation and substituent reactions.!. 12

TR

1. Three new artificial triterpenoids were isolated from an acidic hydrolysate of Panax ginsengalong with three known
triterpenes. Four of them show inhibitory activity against HIV-1 PR.

2. Sixteen dammarane triterpenes were synthesized. All of the mono- and di-succinyl derivatives show strong inhibition on
HIV PR. Only di-succinyl and 2,3-seco2,3-dioic acid derivatives show strong inhibition on HCV PR.

B
Inhibitory activity of dammarane type triterpenes against HIV-1 and HCV proteases
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