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Two types of new synthetic reagents for preparation of l-substituted 1,2,3,4-tetra-

hydroisoquinolines have been developed.
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N-Pivaloyl-1,2,3,4-tetrahydroiscquinoline (£§:X= COBut), prepared from tetrahydro-
isequinoline (1) and pivaleyl chloride, was lithiated with tert-butyllithium at -78°C
in THF in the presence of TMEDA and was allowed to react with various kinds of electro-
philes to give l-substituted N-pivaloyltetrahydroisoquinolines (ig). Removal of pivai-
oyl group was accomplished in refluxing benzene with exactly one equivalent of sodium
bis{methoxyethoxy)aluminum hydride to give tetrahydroiscquinolines é.

N-Bis(dimethylamino)phosphinyl-1,2,3,4-tetrahydreisoquinoline (EE:X= P(O)(NMez)Z),
prepared from 1 and the corresponding diaminophosphinyl chloride, was lithiated in THF
at -78°C with n-butyllithium and was allowed tc react with various kinds of electro-
philes including s-alkyl halides, tosylate, epoxides, and (arene)tricarbonylchromium(C)
to give the corresponding 1-substituted N-bis(dimethylamino)phosphinyl-1,2,3,4-tetra-
hydroiscquinolines {ig). Double alkylations and coupling reactions were achieved by
the second lithiation and oxidation with iodine respectively. Cleavage of N-P bond te
5 was carried out in refluxing dilute hydrochloric acid.

The use of these reagents mzght be a useful extention to the methodelogy of iso-
quinoline synthesis. Amidation or phosphinoylation, lithiation, reaction with electro-
philes and cleavage constitute an efficient sequence for l-alkylation of the 1soquino-

line nucleus.
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