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Study on the Preparation of N-Boc-O-Benzyl-L-Threoninol and Its Application in the Synthesis of Octreotide
DENG Gui-ru, ZHANG Qing-yun, LI Rong, HAN Xiang (Dept. of Chemistry, Basic Section, Logistics College
of Chinese People’s Armed Police Force, Tianjin 300162, China)

ABSTRACT OBJECTIVE: To synthetize N-Boc-O-Benzyl-L-Threoninol (compound 1), and to apply it as raw material in the
synthesis of octreotide. METHODS: Using threonine with protected side-chain hydroxyl group and amino group as raw material,
the reduction reaction was carried out with mixed anhydride method, LiAlH; method and BOP method. Then the purification was
performed on column chromatography to synthetize aimed compound, which was characterized with IR, "H-NMR and MS. Then
the aimed compound was used as material in octreotide synthesis after the cleavage of its amino-protecting group. RESULTS: The
yields of aimed compound 1 by mixed anhydride method, LiAlH; method and BOP method were 83.2% , 73.4% , 69.5% , and the
purities were 99.0% , 98.8% and 98.5%. After structure characterization, the overall yield of octreotide was 6% and its purity was
higher than 98% . CONCLUSIONS: The mixed anhydride method is simple, with high yield and purity for the synthesis of com-
pound 1, and the obtained compound 1 is used for octreotide synthesis successfully.
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Fig 1 The synthesis scheme of compound 1 by mixed anhy-
dride method

# Boc-Thr (Bzl)-OH 1.546 g(5 mmol) % 25 ml JG/K
ZEIR (THF) 1, — 10 CokERB T IA 5 5 24 % (DI-
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Fig 2 The synthesis scheme of compound 1 by LiAlH, meth-
od
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Fig 3 The synthesis scheme of compound 1 by BOP method
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Fig5 The synthesis scheme of octreotide
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