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Applications in
Pharmaceutical Synthesis

J. Am. Chem. Soc., 2015, 137, 13728.
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P-Chiral Phosphine
Ligand QuinoxP*

NMe
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(R, R)-QuinoxP*
R,R)-2,3-Bis(tert-butylmethylphosphino) quinoxaline
CAS No.: 866081-62-1

Appearance: Orange crystalline solid

m.p.: 102-103 oC

[a]22D; -54.3 (c 1.00, CHCI3)

(R,R)-QuinoxP*
o
Chiral
PH3 t-Bu“'F\H Ligands
Me

100 kg Production has been industrialized

e Air-stable crystalline solid.

e Excellent enantioselectivities of up to 99.9% ee
in asymmetric hydrogenation and C-C or C-N
bond formations.

* (S,S8)-QuinoxP* is also available.

* QuinoxP* is patented by NCI.
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B-Amino Acids

Allylboronates

NHAc

Chiral Amines

Chiral Alcohols

Chiral C-C Coupling
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Application examples

Enantioselective
Hydrogenation

NHAc [Rh(nbd),]BF, NHAc

_CO,Et (R,R)-QuinoxP* (0.1 mol%) © COLEt 99'2%3 ee
H, (3 atm), r.t. B-AminoAcid
MeO MeO

[Rh(nbd),]BF,

NHAc O (R,R)-QuinoxP* (0.1 mol%) NHAc OO 99.6% ee
* a-Amino Acid
Me0,C X H, (5 atm), r.t. MeO,C

S/C 1,000 97.7% ee S/C 10,000 99.9% ee

VLA-4 antagonist S9059 Casopitant
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Application examples

Enantioselective C-C or C-N
bond forming reaction
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