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Facile control of the secondary structure of beta-peptides was attempted, by introducing
fluorinated beta-amino acids in the peptides. Our achievements include (1) large-scale
asymmetric synthesis of enantiopure fluorinated beta-amino acids, (2) establishing the
peptide elongation of fluorinated beta-amino acids, and (3) application of fluorinated
beta-amino acids to peptide engineering.
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(i) CH3CO,H (1 eq), CH,Cly, reflux, 12 h; (ii) CH3CO,H (3
eq), CHClIg, reflux, 12 h; (iii) SnBr4 (0.3 eq), o-xylene, 130
[C, 4 h; (iv) NaBH3CN (1.2 eq), HCI (10 eq),
CH,Cl,/dioxane (2:1, v/v), -78 iC to rt, 96 h; (v) H, (1 atm),
Pd/C (cat.), HCI (10 eq), MeOH/dionxane (9:1, v/v), 16 h;
(vi) HCI aq (3 M), reflux, 12 h, then propylene oxide
(excess), MeOH, rt.
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O “A practical method to access enantiopure
B-perfluoroalkyl-p-amino  acids:  diastereoselective
reduction of cyclic enamino-esters.”
Yasuhiro Ishida, Nobutaka Iwahashi, Nao Nishizono,
and Kazuhiko Saigo
Tetrahedron Letters 2009, 50, 1889-1892.
HHtd Y

(aRE] Gt 214h)

D“E7vHE P 7T/ BOREFAKLEXTFRFL
FAOIG A"

A FER

AARbFS BRI S 5 4 BRI RS
(201048 H 31 H. o<1

@*“Self-disproportionation of chiral cyclic dipeptides
through homochiral polymerization.”

Yasuhiro Ishida

238th ACS National Meeting (Aug. 16, 2009,
Washington, U.S.A.)
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