AXFEwB%A  Drugs&Clinic H260% F5H 201149 4 +375

. RRAFL -
BH TR Bk SO2-(VERSBE-S BREMSENA K

hF I, KEEE, L=
REEZIFTT R A HIZ5TT70EE, RE 300193

% E: BE SHRPEITREFEP AR S)2-(N-IE T E)IEHE-5- AL A ZE . AR LLS-MAh-2- DU A2/ A 4h
Y, S IEN R 10% R ISR TR TR 3 AP BA RS k. ER FrEPiE S)2-(V-ER )
JHe E-5- A U S ZR L RN 21.5% 0 2518 IXERER I RURL BRI 13 ey, 384 BB VT I SRRk vh IR 44 S(—)2-(V-
1E A FE) -5 A R PO A Z8 1) DA A 7=

KA PHRIT: SOR2-(N-IENFHIEHRE-5-F LA ZE; i & TRy

PESES: RI14.2 XERFRERD: A XEHRS: 1674 - 5515(2011)05 - 0375- 03

Synthesis of S(—)2-(/N-propylamino)-5-methoxytetralin, chiral intermediate of
rotigotine

HAN Xue-wen, ZHANG Xiao-jun, FAN Qiao-yun

Centre for Chemical Pharmaceutical Research, Tianjin Institute of Pharmaceutical Research, Tianjin 300193, China

Abstract: Objective To synthesize S(—)2-(N-propylamino)-5-methoxytetralin, the key chiral intermediate of rotigotine. Methods
5-Methoxy-2-tetralone was used as the starting material, amination with propylamine, catalytic hydrogenation by 10% palladium
carbon, and chiral separation were carried out and the key chiral intermediate was obtained. Results The overall yield of
S(—)2-(N-propylamino)-5-methoxytetralin was 21.5%. Conclusion The synthetic route and the key chiral intermediate of rotigotin
have the characteristics of inexpensive, high yield, and suitable for industrial production of S(—)2-(N-propylamino)-5-methoxytetralin.
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Synthetic route of S(-)2-(/V-propylamino)-5-methoxytetralin
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