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3 Y 1000mgl H2m &GS L6, 2870 7F
YRR MRV I VEHCOSEY BB Y NITE hho
729 COF—=Fh6, Y TYTFURERAFA VB
FVAR—=F— (OCT) ZzHELEVWEEZ BN,
(5) ZOMOEFEDHA HEATF—%)
a7y 0 FYNRY SR YRS T
Y2 g7 ) B RORIEESE (VI F AT 0
V/IFZNVIA LTV —V) W L 3R A R
F—=F b, ¥ Y TF 200megl H1EI1ZCYP3A4,
208 K209 HE L ek E 2 b5z,

(2)

3

=

_5_

HbAlc(JDSHH) | Btk 2 MMM | 2850 g A
(%) (mg/dL) (mg/dL)
PGS | 778 R | 5005 | 752K | K500 | 7R
OELE | L0 | OFLE | Lo | 0ELE | Lok
VAN 0.3 — 2 — 6 —
YEINT| O . _ .
F> 50mg 0.7 1.0 50 52 11 18
YEsNT| I Cios 3 s
F100mg 0.7 1.0 57 58 15 21
* p<0.001
(2) REXMB_EFIRILEHERY

HEH/EHBREEERLTH o >y e — v
Lol (3196)) xS, vy T
F ~50mgl H 1\ (EHLRT) iEAR 27 ) R —20.2mgl H
3 (R % 128ME0%RS L. 2570 7F >
T HbAlcfE (JDSE) % FEMERE OG- 4 8%, 54
BT S8, BG-BENM A ST > o — E i
K7z, HG12HEEORERIZRSDE) TH o 720 ARIMLHE
SEORIERSEBFRIR, Yy 7 FF o R581.2%, K7
) AR— 258 1.3% L FAEETH o 720

®5 REMNB_EEHRILERHER (12:41) OFR

%

HbAlc(JDS i) | £f42MGMMBEAE | 22 R8N B fiE
(%) (mg/dL) (mg/dL)
$ehar | A7 | G | K7 | G | A7
PoD | K=z | oD | K=z | oD | F—2
bR | L0 | BibE | LoE | BE | Lo
*%gl’:_z -03 -32 -9
=T ~04* ~19* —11
YITVT o7 -51 -20
7~ 50mg ’
% < 0.001
(3) REARE =B

R/ EIREEERLCTH o212 v e — v
5N 7w 2B R B (17761)) #x i, Yy YT
F > 50mg & 5\ 3 100mg (W) 1 H 118 % 5258 BRI
B5 (AN L7z ¥ % 7Y 7F v IZHbAlcfE (JDSE)
ZAER SO ABE» SA BT S8, K550
WA SIMEED Y P — Va2 L, 528ICh7oT%H
EL7ZMPE DT M a— g bz, 523812 81 2 Kb
SEDEIEHIZEHIERIZ, 0.6% TH - 720

2. GtREE

D) TUVABEYR®, EFTYAILO L REILI 0
RTUR=ZD | LITEEL A > 2 D RibRERE (F7
JUZK-3IFJUZR) 2 LEOHFARR
R/ BRI A T ROMBERE T (7)) 28 B
14661, ¥4 770 & v 113460, A bRV 3 V14961,
KRZYVR=Z113360, F7 7 )= FXEIF7) =K
15561) TH4rZ g > b o — VA3 S i Ze v 2 BUpE IR
HEEENRIZYZ 7Y TF U 50mg XIE7IERE1H1
[\, S ORI Z TROKS @IaEE) Lz,



WTNORERIZBWTH, ¥ ¥ 7)) 7F VidHbAlefli (JDS
fil)) % WEER SOG40 5> S5 BEITKT 8¢, #&%
BB o sy bu— L 2iE S, %512
HBORRIZEDM Y THotze TDOHB, V¥ 7)) TF
¥ 50mg® % 13 100mg (B E ) OMkFEH G- I2B W T,
52IZ b7z o TRE LZMED » b a— Vg 5z, 52
A F TOBREG R (BIES60) (2B 2 KIEEE o &
PEHIZEEIERIZ, 7)) A ¥ Y FORHIES.3% (761/131461) .
795 U BEHIE0.8% (1461/13361), A MRV I ¥
BEHIIE0.7% (161/14561)), K27 K— 2 BFHE0.8% (1
B /13360), F7 7V = FXIZIF 7Y = FOEEG6.5% (10
B1/15361) ThHolzo 72w TNHDORERIZEB W TE23H
FTICVE ) TF Y THREOEIEIDTHITH - 720

x6 JUXEBYR, EFTUEY Y XMKRILID, KTUKR—-
Z, RISERB L > R 3 i{REEE OHARROBE (=
EERIEEHRER (12:88))

£7 122U CHALOHARBROBR (CEERILBHR

HbAlc (JDS fif) | £of% 2 15 1 B | 22 RS2 Bl XL B it
(%) i (mg/dL) (mg/dL)
v ] g [R50 e (TS0
pieit| PF | OF | pew| OF
FURCYF
L L2 Ll PO Nl PN Bl
L 1 P e B .
o e O
Yr gy
sy mgesn| O | 6] ] 4
I P77 NN Bl 1
ormpene
ARFRIVIV
abinsy gm0 B 6]
NPTy v R . L
ormpeae
KTV KR—=A _
wryR— (W O ~09* ! _51% ’ poe
I e s
o e O
I A
AN Vb
w04 19 2
20> 5 i | BT B e o e
AL O 10 ol %
R rTEy| - _
P e 07 52 H
* p<0.001

(2) 1> R 8FE E DHARRY

I/ EEPEICMZ T, 4 Y2 YEH GRAT GERY
BB HEMEL DA ¥ A ¥ DEHREH 25% X1 30%)
PR, L FRIR O WS R A 2, 1 HR5RIES
HALDL - 40 BALDLUF) CHakipia v v u— i s
NZe v 2 T PRI R (266 1)) X2, Y7 70 7T
50mg XZ 7 RKEIHLIE, £ A AL D
FBEEFOM A TRO% S GIRRD Lz, ¥ 527 7F
VI3 HbAlc il (JDSHE) % #) il g i 0P 5- 4 8% 20 &
AEIET S8, B5EBMM»SIpEa > ba—n 2k
FEEz, G 16 HERFOKERIEIRTOBEY) THoTze O
ey ¥ 7)) TF 2 50mg H H\E 100mg (BRI Ok
B GAZBWT, 52 IChls TRELIMED Y b a—
VAR BNz, 528 F TOPEHBEGRE (G- 12k
VF B AR AE O FEIE S BHI, 17.4% (4561 /258 B1) T
BHotze T2 2MFTIZYH 7)) TF o THREOEALIZ
LINTHo 72,

(16 1) )
HbAlc(JDSfii) | £rff 2 R IMREAL | 2% B8 IKE IR A
(%) (mg/dL) (mg/dL)
D D ” D
AL At At
A VA R
W | 03 e L "
— - -09 - 40 -11
YIIVTFL o3 -
B4 55 ’
% p<000l. % p=0007
(EFExh E 1)
1. 1ERA#F

4 ¥ 27 LF ¥ TH 5 glucagon-like peptide 1 (GLP-1) K O¥
glucose-dependent insulinotropic polypeptide (GIP) i,
TV a— AHEREOHEFF DD ERVE Y THDH, V5
7N TF &, DPPAREREHEL, 41 27 LF »® DPP-
A X B9 5 IERIA Y7 LF ViREE BA
SRDHTEITLD . MAHERAERIZ A ¥ ) 2 WA E
FHAEONZ 7V 7 T 2 EEAR T R 2 B4 Lk 2 > ha—
WERYET B, 40

2. EIMER

(1) & + DPP-4 JRE1ER
t k DPP-4 Gz AR, IiEH %, CACO-2 MifgH k) &
W2 BRI ES % (in vitro) o 27

(2) TH¥ERE R UFER B =1EA

1) 2 BB R B IS B VT AFNE DPP-4 % F1%E L. 1
HErh OGP GLP-1 R O°GIP I EDO# 250 F 5. 4~
VU ROC-RTF FOIMBHRRED LA, Vs T2
JEOMCT, IR MBHE AT, FRIT 7V o — 2 ffifth L
MM OWIHZ 72 5 L7z, 2628

NIEH~YY AR W7V a— ZRANREBICBWT, KA
MBEED 520 5, 72, 20k X i4Ed DPP4 o
B R NI i GLP-1 0 EA B0 b b, 2

3) ERI A X 0 M. SRR O A A VIIEER 2 L.
i bl ik B 2R v A A G~ 2 (DIO~ ™ R) 128
WC, RENE 7V a— ZARIC L D IMBEMEO LA % K%~
v A L AR T TR 5, 2

4 A v 2 VHRPUPE & b & AR L 5 2 TUBEIR N E OV
@ db/db %7 BT, RFNIMAEME % IEFH~ 7 A L]
BEFCIEFLLSE S, D

(B2 (CREd 2 EB{E¥RIFR)
YE ) TF U VR
(Sitagliptin Phosphate Hydrate)
1t % %4 (3R)-3-Amino-1-[3- (trifluoromethyl)-5,6,7,8-
tetrahydro-5H-[1,24] triazolo[4,3-al pyrazin-7-y1]-4-
(2,4,5-trifluorophenyl) butan-1-one monophosphate
monohydrate

— & %

* HaPO4 + H20

. Ci16H15F6N50 - HsPO4 - H20
1 523.32

>
._H
B



P R ARNIEABROB KT, BV,
AKFEAKIIEINN-TAFIUERLVAT I FIZRRH
TRF L, AF 7 = IVICRRBEITIZLL, =% ) —
V. TEMIET7E M= Y MTHERD THETIZL
v 22788 = VB 2- 7o EVICiFE A Y
BT R,

(8 %)
J59F ¢ T8 12.5mg : 100%¢ (PTP. /¥5)
JI595 ¢ T8 25mg 1008 (PTP. /¥F). 42088 (PTP).

(ZHHEAY)) 500%¢ (PTP)
*J 5975478 50mg 10088 (PTP. /vF). 420%¢ (PTP).
(ZHEAY)) 500%¢ (PTP. »¥F). 1,0008¢ (PTP)

5974 7#100mg 1005 (PTP. »¥7), 4208 (PTP).
50058 (PTP. 7¥7)
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