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Process Development of Gastrointestinal Ulcer Therapeutic Agent S-0509
MIKIO KABAKI, HARUO KOIKE
Bulk ChemicalsR & D Dept., Manufacturing Technology R & D Laboratories, SHIONOGI & CO.,LTD.
1-3, Kuise Tergjima 2-chome, Amagasaki, Hyogo 660-813

Process development of gastrointestinal ulcer therapeutic agent S-0509 is described. In the medicind
chemistry route, it had some problems, i.e.; the use of highly toxic reagents, expensive reagents and
commercially unavailable reagents in large quantities. After process development studies, highly efficient
process was conceived. Notable features are mono-akylation of aminobenzophenone, selective preparation
of the amide without any protection, and one pot procedure of the urea part, which generated through

phenylcarbamate from aminobenzoic acid. Finally over 50 Kg of S-0509 was prepared in 4 steps resulting in
a44% overall yied.

0s-05090 0 0000000000000 Db00OD0000 Gastrin/CCK-BOODOODOODOOOOO
gdddoooooogoboobobooobooobobobobbbbbbbooLo
gl oo oo ooon
goodoogd

Medicinal Chemistry Route
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Preparation of theurea part
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O Pilot Production Route

1-Pot Reaction
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