DEPBT
25 SRR R IATT

DEPBT: 3-(Diethoxyphosphoryloxy)-1,2,3-benzotriazin-4(3H)-one
3-( LA FEM B A )1, 2,3- 98 = R4
CAS: 165534-43-0
Used in peptide synthesis with remarkable resistance to racemization.
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DEVELOPMENT

e Chongxu Fan, Xiaolin Hao, and Yunhua Ye. Synth.commun, 1996, 26,1455.
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1.0 equiv or 2.0 equiv activator

Boce-Ser(BzIl)-OH -
2.0 equiv DIEA, CH,Cl,, 20 °C

Delay Benzylamine measure L:D ratio
- by chiral HPLC
activation delay time, min  L:D ratio  yield, %
PyBrop (1.0 equiv) - 65:35 81
HATU (1.0 equiv) 1 84:16 91
HBTU (1.0 equiv) 15 79:21 =99
BOP (1.0 equiv) 15 85:15 95
DEPBT (1.0 equiv) 604 95:5 70
DEPBT (2.0 equiv) 602 96:4 =99

@ Even with such long delay time, very little racemization is observed.
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PREPARATION
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FEATURES

e Itis remarkable that amide bond forming reactions mediated by
DEPBT are so strongly resistant to racemization.

e The compound is a crystalline colorless solid with a shelf life of
months at room temperature.

e |tis easy to prepare.



APPLICATIONS
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Tamandarin A (1): R = CHj; (35, 4R, 55)-Ist’
Tamandarin B (2): R = H; (35, 4R)-Nst’

80% J. Am. Chem. Soc. 2001, 123, 19, 4469-4474
20% HOBT
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82%, 98% de, J. Am. Chem. Soc. 2002, 124, 19, 5288
EDCI-HOAt, 80%de

Teicoplanin Aglycon HO

83%, J. Am. Chem. Soc. 2000, 122, 30, 7416

55%, 3 steps. J. Am. Chem. Soc. 2001, 123, 49, 12411
de>10:1, HATU de=3/1
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1 R=H dysinosin A
2 R = ClI chlorodysinosin A

55-60% J. Am. Chem. Soc. 2006, 128, 32, 10491
EDC/HOBt, HBTU/HOBL, or pygop <15%



APPLICATIONS
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THANKS!
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