wo 2015/137408 A1 [N I 0000000 A0 O

(12) fF%E‘FT%;’JJ%%’J(:\EO“L\’C’AFﬁ snt-EfRHRE

(19) tH SR &NBOFR A HEHLES >
EEHR g
@3) ERABIE EE?

10) B RES

20159 A 17 B(17.092015)  \Wwipo | PCT WO 2015/137408 A1

(51

eay)
(22)
(25)
(26)
(30)

1

(72

74

31

BREFFFIIR:
CO7D 333/40 (2006.01)  CO7D 333/38 (2006.01)

ERHEES: PCT/JP2015/057178
EFRHRER: 2015 483 A 11 B(11.03.2015)
EFrHEDOEE: HAE
EFRARDOERE: HAE

BERIET—H:
458 2014-048091 2014 ££3 B 11 H(11.03.2014) I

HEEA: BROFE#KR S (AJINOMOTO CO., INC.)
[JP/IP]; T 1048315 RIR#HPRERE —THE 15
& 15 Tokyo (JP).

#BE:. BT [ K (TAKASHITA, Ryuta); T
2108681 MZEJIIENBFH I B X ARE 1 — 1
KROFRHEH/RAKHN Kanagawa (JP).

REAN: 88 — (TAKASHIMA, Hajime); T
5410044 KIRFFKBRT P REAKZETMTH 15
15 BARHAESKIREEREI Osaka (JP).

BEE (RTOGWVRY ., £ TOBEOERNRGF
AT EE): AE, AG, AL, AM, AO, AT, AU, AZ, BA,

BB, BG, BH, BN, BR, BW, BY, BZ, CA, CH, CL, CN,
CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, FE, EG, ES,
FL GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN,
IR, IS, JP, KE, KG, KN, KP, KR, KZ, LA, LC, LK, LR,
LS, LU, LY, MA, MD, ME, MG, MK, MN, MW, MX,
MY, MZ, NA, NG, NI, NO, NZ, OM, PA, PE, PG, PH,
PL, PT, QA, RO, RS, RU, RW, SA, SC, SD, SE, SG, SK,
SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR, TT, TZ, UA,
UG, US, UZ, VC, VN, ZA, ZM, ZW.

84) EEE (RTDHEWVRY ., ETOERDLERF
FE M EE): ARIPO (BW, GH, GM, KE, LR, LS, MW,
MZ, NA, RW, SD, SL, ST, SZ, TZ, UG, ZM, ZW), 1—
S5 7 (AM, AZ, BY, KG, KZ, RU, TJ, T™M), 3 —
B w8\ (AL, AT, BE, BG, CH, CY, CZ, DE, DK, EE,
ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV, MC,
MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK, SM, TR),
OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, KM,
ML, MR, NE, SN, TD, TG).

BT ABHELE:
— EERERE (FHEFE205%0)

(54) Title: METHOD FOR PRODUCING HETEROARYLCARBOXYLIC ACID ESTER DERIVATIVE, AND PRODUCTION
INTERMEDIATE OF SAME

G4 BEADZT - ATATFTY—ILANAR U BIXATFILFEROEEREZRVZOEETREE

HO

0 0
8 O/R5
\ /) & ke (3)
R3 RZ
0 o}
S RS
0~ @
\ / R7/\R6
R3 R2
NH, R®
RQ
0 0
[S
R (o} OH 9)
R"’ \ / R? RB
R? R2

(57) Abstract: Provided are a method for producing a
compound (9) useful as a drug for the treatment of diabetes,
and a production intermediate thereof. (a) A diester (3) is syn-
thesized by reacting a compound (1) and a compound (2), (b)
an ester (4) is synthesized by deprotecting the diester (3) (or
an ester (4) is synthesized by reacting a compound (5) and the
compound (2)), (¢) the ester (4) is converted into an acid hal-
ide, (d) the acid halide is reacted with an amidinophenol de-
rivative, and (e) the resulting diester derivative is deprotected
under acidic conditions and converted into compound (9) (in
the formula, R! represents a halogen atom, R* represents a
lower alkyl group, R represents a lower alkyl group, and R*
represents a hydrogen atom or a halogen atom).
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