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An a-Aminoglycine Derivative Suitable for Solid Phase 
Peptide Synthesis Using Fmoc Strategy. 
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Abs/ra& a-Boc-amino-Fmcc-glycine was prepared in two steps either from f-butyl carbamabz or from Pfhmmnyl- 
tictbylcarbamatc and used in Solid Phase Rptidc Synthesis to prepare a-aminoglycinecontaining pr@tides. 

A number of method8 have been developed to prepare differentially protected a-aminoglycinet but 

until then none allowed to obtain Fmoc-protected a-aminoglycine. This compound would be ideally suited 

for Solid Phase Peptide Synthesis using Fmoc strategy leading to a-aminoglycine-containing peptides. 
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a) la: diethyk%ber. r.t. overnight. b) lb: mlucne, PTSA. Lkan-Sti. mflux 2h. 
c) 21: +NBS aWC then rellux 2h. d) 2b: +NBS at 0°C then 2h r.L; 

Glyoxylic derivatives 2a2 and 2b3 were easily obtained by reaction of the corresponding carbamate 

la or lb4 with 2-propanethiol and glyoxylic acid hydrate. A similar compound has been already obtained 

from a-hydroxy-Zglycines. 

Treatment of compounds 2 by NBS in THF in the presence of the corresponding carbamate la or lb 

afforded a-Boc-amino-Fmoc-glycine 36 in 7580% yield. a-Boc-amino-Z-glycine was previously prepared 

by displacement of isopropylthio group by r-butyl carbamate in the presence of mercury salts5. 
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Using compound 3 a-aminoglycine could easily be incorporated in a peptide using Fmoc-based 

Solid Phase Peptide Synthesis strategy as exemplified by the synthesis of the octapeptide Ac-V-S-QN-P- 

G(NH2)-I-V-OH’. Since no control of the stereochemistry of the chiral center was attempted at the first 

step, compounds 2 and 3 as well as the a-aminoglycine-containing peptide were obtained as racemic 

mixtures. Applications of a-aminoglycine containing peptides will be spotted elsewhere. 
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Relerencea and Notes 

Abbmvations : Boc t-butyloxycarbonyl; Fmoc: 9-fluorenylmethyloxycarbonyl; Z: benzyloxy-carbonyl; 

PTSA: pam-toluene sulfonic acid; THF: tetrahydmfuranne; NBS: N-bromo-succinimide. 
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