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A New Synthetic Method of Picoplatin, An Antitumor Drug
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Abstract: To synthesize a platinum-based anti-tumor drug picoplatin, the key intermediate K[Pt(NH;)Cl;],
synthesized from ammonium acetate and K,PtCly was subsequently reacted with KI, 2-picoline, AgNO;
and KClI to give the target compound. The structure and component were characterized by elemental
analysis, ESI-MS, '"H-NMR and IR. The results showed that its structure was consistent with the title

compound and the yield was about 40%. This provides a new process for the synthesis of picoplatin.
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Fig.1 Synthesis of the title compound

1.2.1 K[Pt(NH;)CL:](2)) & kX

FREL 4.15 g (10 mmol) K,PtCly, FH/K# )5 g
FANVEYD, FREL 0.93 g (12 mmol)EEFR R, /KB R
JE IINE K PtCly W 1, H NaOH ¥ 5 pH~8,
WIRA OIS ER IR S, EEANBYEE
PRSI IETS 2 1.86 g frsi (il k. SmiEkE
Ksn& 8N 54.71%, 5 K[Pt(NH;)CL]FIHE iS4
B (54.55%) A,
1.2.2 FHBEEA() AR

FREX1.86 g (5.2 mmol) K[Pt(NH3)Cls], /K& fi#
JEIEEAEYD, FREX2 g (12 mmol) KI,H 7K ¥4 i J5 1
INFIK[Pt(NH;)CLIER H, fE= iR T XM0.5 h, 15
P e B . §EX0.7 mL (7 mmol) 2-FF 3L iE,
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1.4 g AgNOs, 5 B s (b4 s B, A & A B
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Tab.1 Elemental analysis results of the compound

METCER C N H
BB/ % 19.15 7.45 2.66
WEE/ % 19.09 7.34 2.81

2.2 WEIRIRIG ST

PLACAHEEF, K AutoSpec 3000 J5i i 34T
1B W B AT, TS ESI-MS (m/z)$8E : 399,
[M+Na]", #IES5FrE1LEY) CNLH, o PtCL, 1K)
HignFE—H.
2.3 AW H BREHRE T

WA "H AZREEIR R Bruker DRX-
500 #ZHEHARIY(DMSO, 500 MHz), A[FRIFFEER H
£ '"H-NMR F#G7E R R, BARAEN: 3.04
(s» 3H, CHs); 4.17(s, 3H, NH;); 7.27~7.30 (m,
1H, CHCHN); 7.47~7.49 (d, 1H, NCHCHCHCH );
7.78~7.81(m, 1H, CHCH(CH;)N); 8.82~8.84(d, 1H,
CHN).
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FEIHEN: 3190 e (Va): 3080, 1609, 1565,
1451, 1112, 1035 cm™ (MEIE Vs Veos Ve dcn):
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em’”! (Vpecr)s 485 em’! (Vpin)o
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Fig.2 IR of the compound
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