
Printed by Jouve, 75001 PARIS (FR)

(19)
E

P
1 

34
6 

97
1

A
8

(Cont. next page)

��&������������
(11) EP 1 346 971 A8

(12) CORRECTED EUROPEAN PATENT APPLICATION

(15) Correction information: 
Corrected version no   1     (W1 A1)
Corrections, see
Bibliography INID code(s)   30

(48) Corrigendum issued on: 
23.09.2009 Bulletin 2009/39

(43) Date of publication: 
24.09.2003 Bulletin 2003/39

(21) Application number: 03251300.4

(22) Date of filing: 04.03.2003

(51) Int Cl.:
C07B 37/04 (1985.01)

(84) Designated Contracting States: 
CH DE FR GB IT LI

(30) Priority: 18.03.2002 JP 2002073833

(71) Applicant: Sumitomo Chemical Company, Limited
Tokyo 104-8260 (JP)

(72) Inventors:  
• Ueda, Hiroshi

Ibaraki-shi,
Osaka (JP)

• Kurimoto, Isao
Suita-shi,
Osaka (JP)

(74) Representative: Cresswell, Thomas Anthony
J.A. KEMP & CO. 
14 South Square
Gray’s Inn
London
WC1R 5JJ (GB)

(54) Production method for biarylalanine

(57) There is provided a method for producing a biarylalanine compound of formula (4):

whereinR1 represents an amino protective group, and R2 represents an amino protective group or a hydrogen atom,
R3 is a carboxy protective group, or
said amino protective and carboxy protective groups together form an amino acid protective group, and
R4 is a substituted or unsubstituted aryl or heteroaryl group, which comprises reacting an aromatic amino acid of formula
(1):
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wherein
X is a halogen atom or a trifluoromethanesulfonyloxy group, and
R1, R2 and R3 are the same as defined above, with an organic boron compound of formula (2):

wherein R4 has the same meaning as defined above, and
Q1 and Q2 are the same or different and independently represent a hydroxy group or an alkoxy group having 1 to 4
carbon atoms, or
Q1 and Q2 together form an alkylenedioxy or 1,2-phenylenedioxy group optionally substituted by an alkyl group having
1 to 4 carbon atoms,
or
a boroxine ring compound of formula (3):

wherein R4 has the same meaning as defined above, or a mixture thereof, in the presence of a nickel catalyst and a base.
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