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Cytotoxic activity of 1-phenyl-2-substituted thiourea derivatives

im CU, Park Sangmin®, Jun SC, Yim CB
College of Pharmacy, Chung-ang University

The 20 thiourea derivatives had been investigated for their cytotoxic activity using MTT assay. Cytotoxic activity
was strongly influenced by the substituted alky! chain length. but not by configuration of C1 and C2. The optimal .
alkyl chain length for cytotoxicity was C12. The 9 thiourea derivatives showed stronger activity than reference
compound. B13. Some of them gave 2~ 3 times stronger activity than B13.
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In vitro Antitumor Activity and Nephrotoxicity of Pt(ll) Complexes Containing Diaminocyclohexane
Hong Eon—-Pyo®. Rho Young-Soo0. Jung Jee—Chang1

College of Pharmacy and 1Schoo! of Medicine, Kyung Hee University

Platinum(ll) coordination complex(cisplatin) has been currently used as one of the most effective compounds in
the treatment of various solid tumors. However, its use has been limited by severe side effects such as renal
toxicity. Our platinum-based drug discovery program has been aimed at developing drugs capable of diminishing
toxicity and improving selective cytotoxicity. We recently synthesized new pfatinum(ii) compfex analogs(PC)
containing trans—i & cis-diaminocyciohexane(DACH) as carrier ligand and DL-2-hydroxy-3-methylbutyrate(HMB)
as a leaving group. A new series of Pt(l1}{trans-I/cis—-DACH)(HMB):PCs were evaluated its cytotoxic activity on
cancer cells and normal kidney tissues. The new platinum complexes demonstrated high efticacy in the
cytotoxicity on the various human cancer cell-lines. The cytotoxicities of PCs were found gquite less than those of

cisplatin in normal kidney using MTT assay and [3H]—thymidine uptake tests. Based on the result, Pt(ll}(trans-
I/cis-DACH)(HMB) were considered as a better valuable lead compounds for improving antitumor activity with low
nephrotoxicities in the development of the new clinically available anticancer chemotherapeutic agents.
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Selective Cytoloxicity of Novel Platinum(ll) Complexes on Gastric Cancer Cell-Lines and Normal
Kidney Cells

Kim Jung-Tae. Hong Eon-Pyo®, Rho Young-Soo, Jung .Jee—Chang1

College of Pharmacy and School of Medicine‘, Kyung Hee University

We recently synthesized new platinum(il) complex analogs containing trans—| and cis-1.2~diaminocyclohexane
(DACH) as carrier ligands and L-3-phenyliactic acid(PLA) as a leaving group. Qur platinum—-based drug discovery
program has been aimed at developing drugs capable of diminishing toxicity and improving selective cytotoxicity.
These platinum(ll) complexes [Pt{l1)(trans—1-DACH}XPLA):PC-11/{Pt(N)(cis-DACH)(PLA):PC~2] are synthesized
and characterized by its high performance liquid chromatography, elemental analysis and various spectroscopic
techniques{iR., NMR). PC-1 and PC-2 showed acceptable and significant in vitro antitumor activity against MKN-
45/P, MKN-45/ADM, and MKN-45/CDDP human ovarian cancer cells as compared with that of cisplatin. The
cytotoxicity of PC-1 and PC-2 against primary cultured proximal tubular cells of rabbit kidney determined using
the MTT assaying techniques and thymidine uptake tests were found to be quite less than those of cisplatin.
Based on the these results, these novel platinum complexes appear to be a valuable lead compound with high
efticacy and low nephrotoxicity.
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