% X7

(HBEFHERH)
1 | BR5E4 R —F8E 6.25 mg. [FSE 12.5 mg, FHE 25 mg
(BAL) 7uZ ) rF o 2oE5mE
2 | — 4
(& 4) Alogliptin Benzoate
3 | HFEEA AR TR
Z 3 —F§E 25mg :
1889, 7aZ ) PFUORBEREL LT3mg (7o) FFr LT 25mg) &F
P TN F 2 —F§iE 1%.5mg : \
18, 7l ) F7FrEEFEBREL LT1Img (7 ) FF2 LT 125mg) &4
£ —FE§E 6.25mg :
Vg, 7u ) XF U RAEEREL LT85mg (Tu /) FFr & LT 625mg) &F
5 | - AR WBHE, AT ey rF oL LT 2mg® 1 B 1 ERO®BET S,
2 BUBEIR IR
L 3 2120, FROWTNHOERETHRRBEPELNRNEEICRS,
6 | #ig - R . .
ORBHIE, BEFFILEOH
QORFHEE, BEHFIEIIMZ Ta-ZVas ¥ —EREREZEH
BRIy BEEAERS (1) AR s a6 EREM,
7 | EE C AFNT, BRIV AT FONRTFF—¥ -4 (DPP4) EFITH D,
A E (R) RIS LTHS




I 100301 (Ver. 4. 20)
BEXE (F) IRRH) DPP-4 [ A1 | AANRATR YRGS 873969 |
—2 AU R T A —
] 10 AR |
R ABES | iR | Aok
B E ZRRE I —F 5 25mg

ERRR : SRR OERBIRAN I
ERTHZ L, GHBBNTH-T
BAE %I 2 X GERMICERTS 2 L)

R —F®%E 12. bmg
—Fo%F 6. 25mg
[Rtrat)

NESTNA® Tablets 2bmg.

12 5mg. & 6. 25mg.

Tag ) TF R RERERE

(% B] RoBFICEBE LN L)

(DEEY b— A, FERFMEEREITATEME. 1 AR
ROBRE [HiE, A R L AESH G MED
RAEDUHEE DO TRAOB S IE I 20, ]

(2) ERERYE, FINAI%. EELRMEOHHBE (A
AV CERICEIDMBEEENLEEND DO TAFOK
i@ sy, ]

(3) RAND R T4 L BBUEDBEFEE D & 5 B

(#8 R - MK ]
F—T = F o —F
&€ 25mg $€ 12. 5mg £ 6. 25mg
1&d o TurZVTrF o\ T s ) TIFo\Ta s IF
ks | EEEBEE U RERBE L U | TEFEEE Y L
T 34mg(7 & 7 (T 1Tmg(7 2 77| T 8. 5mg(7 =
VFFo e LTV TFre LT ZYTFF L
25mg) 12. 5mg) T 6. 25mg)
BB EAY DT 4 N La—F 4 TEE
Al #H MEE i)
B2 — ¥ 387 @386 385
g ,,@fr =, T é T ;
® . = =
| b [ B Send
i o o o
R£& (mm) 10. 1 10. 1 10. 1
£ (mm) 5.1 5.1 5.1
5 = (mm) #73.4 3.4 #13.4

W D-~r=h—, FEREAME—R b RpFiTFor
e —R JaRAILAT—RFT KNI TN ATT Y R
IRV A BT B An—R BT (UL EERANIEA).
Fn T TER(LEK (B8 25mg, 12.5mg ICDAEAT) . < TEbEk (82
6. 25mg IZDHEH)

[ZhEE- -SR]
2 BIBERIR
7oL, TROWTANDIRET o hERE LN/
WEEIZER D,
ORFHEE, EBEEDOH
OQRBHIE. BERWFIEIIINZ Ta-Z N3 s & —PIEHS
{5 H

%%%@%%ﬁ%ﬁLt@%ﬂﬂb(@@ﬁﬁ%%@f:
DT &, BERBLMOMIFERERE - REBES, FEIK!
%ﬁ@@ﬁ#ﬂ%@%ﬁ\@%%%%&#%&%ﬁ?é%i
BRHDHZLICEETH &, '

(Rix-AE)
BE, RAKE T ) 7F oL LT 25mg 2 1 A 1A
BoksTs,

hFELLEOBEHEERREEE TIL JRILOBEIC L ) AAID
M APRED EFHT 5720, BHECREICSHLT, #52
EEHRET S &, ([EDEE] 0EBR)

PEELEOEHERERE CHSITIREE

i LT F IVTF= B 58
(mg/dL) ¥ TYT IR
(Cer, mL/min)
PEEEMENTEE BE L d<~<2.4
b2~z 057 <50 125mg. TETE
FEYMEETEE Btk >2.4
RPBEFLEE BPE > 2.0 <30 6.25mg. 1A 1[E

ARE A B EIIOVTI, IRES & ORBRITM DV,
% Cor b AR 32 MR (FF I 60 5%, K 65kg)

[(FRALDZIE]

1 EERE ROBEICTEECRET S L)
WAz 5 B TR EE
DHEEUALOBHIEREDSH S BE ISR T O

KHBEALBE(CHE - ARCEETSHFR Lo
FE>. [E9Ee) omEsn)

(2).LARE(NYHA SN~ IV) D &5 5 B3 [ AR%BH
e REMENHES L Ty, ]

(3) B T \BASHEAE X £ I RIBHAE A& (R E 4 &£ =
TEENDH D, ]

(4) REARIKAE, SUERRE, SAHENZEFER, &F
BEREOARIRSRE (B TEFN
B 5, ]

G)FELWIHAESR [EmErR+8FnbH 5, ]

OWEOT LI — VEBRE KMELE - FB8Ehi
b5, ]

2 BELGEKRNEE
(D) ARANIMOERBAE L O0FH Uiz H 42 K s iE

REECTRBENEHDHDOT, ZhEDOFEH L& D4t
AR IZ i3 B Lk LR B R e O D L 5 ik
oW T HofmBIL, BErBETRZZE, (T4
HAEA) oImBE)

QO ARAOBERILD 50 L OFERBIBEDOEATH 5
BEFIE, EBEELY H004i o729 2 THRMN AR
Fo7e GG RBY EET A &,

GYARAIT ST, MELZEHHIIRET S L L LI,
BE+SICBE L, REE 2~3 » ARELTY
EDBAF BT, L#EEEzonbE
FAOEERERT D&,

DOHREOMETIZ, BEOMER R IRBHEARH Y,
Fo. BEOARE, BREEOESHEFICE v RN
eligotc), RHBERZBAENHHIOT, RE
ERE. MEE, RERECHEZICIEEDS 2, &

RGOS, BADORIRE I CEET S 2 &,

BG) ANTKR= AT LT RER, © 7T A FREH, A
AN CEPIRERERM A R ) CRFIE LD

ED AFEAEER  EE-EMEOLLFECAZLVERTS



HFRIZOVWTORKDIRKOES2HEEIHESL SN T
W2,
. HEER
AENT ECH@E» O REME L LTt 208k
BT ITREB R SRAE OB S BHEINR D, ([
WEhR] DOESR)
BAREEGFRCEERTAZ )

FHl % BRpRiEWR - BB - WFEE
FARZAE EROERBBELGRL
ZVR= I LT FRIRKED 7= BRI AR M EE IR & 56 5
ZYAEY R, AERBENARHHOT, EHE
TNy Z 3R, ERET B L,
TVITIR, ca-TavF—EREA
MYTEIR % EOBERIIC X Y R MR R
ZNVRZVT T RRIERED BRDENHEAITITY =
7Y TS , BT T FUBR RS
BRI R URUNBEREY | TRk,
FTFITY =R,

IFSY = AL LAKFD
a-I N F—PRER
K7 Y B—2,
T HIVIR— R
7Y b~
YT A FREHED
A MBI BRI,
TRV R
A R Y ARGUESERE?
AT & R
A VR Y BIFED
HERFEARRUVEFOMBET |ETOBICM R Bz AH]
EREMRREBHETHEA | 2T 85803, BRE
FHALTWSES BEOFERALOES IR
OFERBAEOMBERETIERZ | PHAEERICEET S L &

b | bz, KEIDA R 53
B —EEA, REERANMHLZ Z EITK
H U F VB, LHEBIFHICEET S

)T I UBMEEERES, | &
T 4T T— P RDOEIEILIE

TREA

PUTES A
O¥ERIR RO M TIEA %
WEGT B HA

NSRS

BB RE R T,

AR LT 3

2 TEERLEARNEEG)) OEBH

4. BI{EMA

AR E TOENOBKRRER T, 5076 Fn1124]

(22. 1%) CERERREBORFE S LEIERANRD b

Teo Fl2boik, EEER. 85, BRESThH-oT,

SNEOBRRFRER Tix, 396 5 0> 78 F) (19. 7%) (2 FEFK

BREMBOAEZECRERARRD N, £ DI,

FEED IV, R, BBETho,

(DEXIZEIEA
BEMREGEK 0. I~5% R BHObNDZ L8 H
20T, BEOREZ BB LARLHEESTS
T &, BMBEERNPBD LGS, AED BT
HFRHLTWI2BERFAEZ —BOCHLETE2dH
HDWERET AR LEEICRESTH DL, 20K
ROBEEIZ LV EMEERABD LN-BEITI
BEEaEE2RETEN, a—LavH¥—+FE
EREOBHBICKY BELBEKRNEOOhI-IES
ISIXT RomERETEE,

) ZDHoEIER

0. I~5%FKHEY

D BEEEY | RS, BE. BRS

2) KL REEhns, S5, M. BBk

3) FAEAER [FE. 2ok, NEO LT

Rk, MUEER%K. RMMERE. BE, 8
HijE. A

E3) FEERENRUSHERKRROBERERICES,
4 oL RBARBESRFESE L,

5. BEmEAORSE
— R EEE TIIERENMET LTS Z 8500
T, BHEEBICEE L, BEERBTOREICS U CGEE 2
AEREZIT > L, (<HE-BRICEETI HERL
DEE >, MEFEEE) RO [EHEE] 0oEBR)
6. im. Eim. RIABE~OERE
(DR ITER L TWA RO H /AT, 1B
HEDHRMENERELY L b3 LEKSN 55
BB BEETEZ L, HHRFOHRSIZET L
2T L TRV BHERR (S v NItV T,
R BRNRE IR TNS, ]

QFALFDOFBACEETHZ L E2ET, P2 ETH
ET 3B RBRAEPLESEE 2L, (BRR
(72 MY THAHF~BIT T EBHESATY
%, ]

1. INRE~ADEKE
EHAEKER, FHAER, LR, $1RXITNEICHT 5%
BHEIIHEST LTV R W (RSS2,

8. EALMIE
FERIZZAT6F - PTP BEOEFNL PTP v — M B E]Y H

LTIRAT2XL5EETHZ L, [PTP ¥
— NOREEKIZ LY, VB A ISR R
~HFIAL, BB LER - L THRRA
HEOBERAGIEXHRT A Z L BNEE
ENhTWnW5, ]

(EHmEiE]

4) Z0fth

1. MehEE
(1) HEzE?
BERALTa S Y 7F b LT 25mgh AR S
Lo m PR EHRS LK R EIEEN T A
—FEAUTOERY THAB,

ng/mL

260
*-—e 25mg
200-
‘. -
. '
+
b ]
x 1]
80—
0 /\‘\//\0‘#——4
v MHNTITT T T T T T i T )
01234 6 8 12 24 a3 72
Hsgomm (h)
BB Crmnax Tmax AUC.ns Tz
(ng/mL) (h) (ng-h/mL) (h)
25mg 193.3%£32.5 1.1+£0.3 1604.6*178.0 17.1*2.0
(EH{E HIBHERFE, n=8)
) mEH/’E?

HUEESRIRBE BN IZT n 7Y FF & LT25mg
Z1BIEN2EBEE Loy N5 7T
25. 0% 10. 2ng/mL CEHE L AZHRZE) Th o7z,

G BEOEERY
BERACEN T 7Y 7F L LT 25mgh B
#%¥e 5 U OCmax, AUCIT, A TIRS L-L
gL T, FNENT. 1%L, 2. 9% Lz,

2. EuKEaRY
(*Cl7a 7Y 7F%0.01~10ug/mL OEETE MM

J—



BZEMLU-BoEARAEIL, 28.2~38.4% Th-
7= (invitro)
R
(D 7aZ ) 7F o CYP2D6 125D N X FL{bik
OFEEREY M- 112, Fio, N-TEFAIZED
FEEHEREY M-ILIRE SN D, M- 1 LT M-
0OAUCHEZNFRMEFT a s ) 7F o0 1%K
WO 6K TE D . LT L BRI H T b
7=
)7y TF 4L CYP3A4/S (o5 LTIV FLEME
&89V FEEER% R L7, CYP1A2, CYP 2C8,
CYP2C9.CYP2C19,CYP2D6 % flEH 3" CYP1A2,
CYP2B6. CYP2C9. CYP2C19 %#F&E L pl»o7-
(in vitro) o
R O
BERAGENICT2 7Y 7XF & LT2mga1H 1
[ 7 FE®S Lok, &5 216 g ETOT =
7Y IF o ORBER TR T2. 8% ThH 7z, Eie.
BERABFNICT s ) 7F b LT 25mg % HE#H

hL7 & I R(CYP2COEHE), THFA PR ATy
v (CYP2D6 BE), 245 4 (CYPIA4EH), 7
NWRZAZF o (CYP3AL BE), = F =V X T %
—/L(CYP3A4 ®£E), /1= F o Fua (CYP3A4 &
B, 7%/ 727V P-HEEARYE), A%y
v (P-HEE ALY, B, A MRrI 2 (B X
W ATV (Bl L oRMEHEEIER LRI L

73 WAL UFAR G OREITI R SR N 2 70,

(ERPRALHE]

1. BBRE, EFREDOHD 2 BBERRA

() —EEHRLEEAR(ASRERR?

BFEEE, ESEEFERTILME e —
DA Foyde 2 BISERFEE L MRIZT U FF
128K S (A 1EIEAEFD L7 TR IE
EREBRR(AEXERR OBRIREDOLED
TH Y. HbAc DEEFIDHLOELBIZBWT, T
7 F > 25mg BE (80 B X7 7 AR EEE (75 )
EHREERENBD LN,

L UBEOE s Y7 72 A E 10, 70h (178 mL/min) T il oA X ety i
Y. Tl rF o ORT~OHET, feER R ﬁ;y&grﬁb; e &;gwb; T &;gw(f; TR
HMEDSWOMENREINDS, T 0.05 | g 82" 5.6 31 4.2 10,6

W) o) -4 Fas)sFemmg | -0.77 | (0.8,0.65) [ -17.5 | [0.4-157 | -a4.8 | [53.2,-28.0]
e ElE (65 mi LA B 85 LA T, 8 fi) M UE =R E Gk %ﬁffiiiiﬂfbf i;;ﬁ:f‘ff:;;fg
(20 UL E 35 BRLLT, 8 D ic7 e s 7FF e LT ) EHIREIREREBR W

26mg A HEERLE U728, SEE O Cmax. AUC i, JE
EME L L TENER 47. 7%, 30.3%0INTH
b, OEICE S BEFSOLEIIAVWE EZ NS,
BEETHOBE WMEAF—2)Y
BHEEOBENRRLARAIZT e 7Y PF e LT
50mg & B[E#E UZBO AUC (3, E# & HR% xHii
ST EERA LI L T, PEEBTHAEREERE (Cor
=30~50mL/min. 6 ) Ti% 2. 1 1%, BEREEREES
{(Cer <30mL/min. 6 ) TiL 3.2 %, RAIB AL LBEE
6 BT 3.8 WML, £/, 7u s U 7rFoit
MIEFE 3 BRIRICREGE B 1. 2% BN REENT, (L
Ak - ARICHEET A HERA EOFESE>. [HERYS
DOHEHR)
(KBOENAZHEL 25mg TH D, )
HEEHROBE GIEATF—42)Y
M A% BERTHEAEFE 4 (Child-Pugh™ 2 =2 728 7~9, 8 f)
BOMERERAGFN 7 a /) FF b LT 26mg & 8
B & U 7= BF, % AT AERE B A ¢ Cmax, AUC i1,
EHERA LB L TEFNENT. 7%, 10. 1% DRV Th
. BENSPEEIBEREET CHRAERGONLE
HRnwEEZLND,
X EDAE Y, TAT I PT, HRERGE, BAEDREN LR AT
bt nnm
CEYIRMEEER
M RGTYR—=Z 1
R A (10 FD IR 7 VAR —Z0.2mg. 1 H 38
AMKEHREN T s Y FFr b LT 26mg 2 H
BOFREE (R 7YV R—2E56 AR) Lok, 7o
) FF D Cmax, AUC (£, BMBERFCILE L
TENRZEN 10.3%. 21. 6% DAL TH Y, AEFAE
ORBEF WL L2 5D ([BERME]0EBR),
2) FDOFEF (HBATF—45)"
T 4 7 a0 (CYP2CS, CYP2CY FHEH]D . 712
+ = (CYP2CO BREAD ., 7 b2 —/L(CYP3A4
FLEAD., Y7 uAR) o P-HEEAMRERA), 77 <
A 2 (CYPIA2 BE) . /77 U (CYPLAZ £,
CYP2C9 £ZEH. CYP3A4 #£E), v©°4 7V &V
(CYP2C8 #£E). 7' U753 F(CYP2C9 EHD .

EROT T ERAMB T EERILERSR (B ERER
BB MUTLBELMNBIITa /) 7F LT
25mg % F—BEIZ T 52 WEER S (97 B) LI-AER.
HbA, - DB R HOEEIZ, -0.63% (FHH)
Thh, XEL-MFEa ba—AB3E L,
@) EEHLERRGIEBATF—4)

AEHEE ERESERTA LM bo—
DR A4y 2 BERBEE 2 MARIIT 0 ) 7F
>k 26 @MIERE (1 B 1 BFARD L7 7 2R 408
“EEREEEBROBRIIRREDO LB THY .,
HbA, . DEERINLOEIMBEIZEBNT, 7T/ )7
F o 26mg BE(131 B 1377 R 58 (64 B) &Lt
SNHFERERRED L,

HeEt HbA, ¥ 2o %
(%)
BEHNS [HGES BRI 5 TR %
273§ loz5]o: 5
TR ~0.02 -0, 677" 11.3 -07. 8%
Ty TF s bmg -0. 59 [-0.80,-0. 3] -16.4 [+40.4,-15. 1]

¥ BEYRED THE L LTOREELLLIE
¥ 0 p<0.001, [ Jidififil 95% S Hx R

2 BERE, BFEEIIMATa- Yo F—CHEA
#ERAD 0 2 BIERA
() _ETREERBR >

BHEEE, BEEENATo-Zra v ¥—ER

ERERETH LM b — B3Rt 2

PERRBELZNBICT a7 TF o5 12 HEERS

(1 B 1EEAARD Ui ZEEREESFHBROBERITKRE

DERBYTH Y, HbA c DR ERTNLOEBEIZEB

T, 7uJ)rFr 2omg FERABESEE 79 #)ia-

Zvay Z—VIRERBME LR (75 F) & HF

BRRENRD LI,
Hobigt oAc % kst iniiei AfkIgE 2 R
(%) o)) (rgdL)

BEAS| BERE RS BER s BER R
[225]e 3 (27510 3 (225>

o= F—E 0.06 . -5.6 -0. 1

PRERBL -0, 987 -13.0 -54. |

T 7 Zmg | -0.93 |CL130MI[ g | (aLsad [T, (662 -420]

DI

X BEYREH THE L ECORBESTHE
M3 p<0.0001, { JiXmtl 95 % 5 MIX R



) RUMMFIR5RER >
FROCEEREERBRICBML-EBEEFRICT
u s Y FFre LT 25mg #R—MAEICT 52 K
5.(105 ) L7-#E 58 HbA,c DR EHTH» B 0L L &IT,
-0.89% CEHE) THD ., EE L2 hu—
ABELIT,

[FEhEHE]
1. EAME 2
AFTAEEOR OBRHIC XV BE) D LI
ENB NI T AFETF R-1(GLP-1) % g
B ORTF NS F L —F —4(DPP-4) i HRET S
ZEIZX Y, GLP-1 oM HRE s R S, FEREERTFH
WCHEg S DA A Y U ERESE S,
2. DPP-4 =% 9 HFRE/EA
(1t i F DPP-4 FEMEE BIRAICFEE L7 (IC,
& : 10 nmol/L) (invitro), ®
QBERAMCTOSY FF L LT 26mg FHERE
U7, #3524 W% O DPP-4 FAERIT 81% TH
ot
3 EMRGLP-1EEMMERY
BERE, EHRFEFERTIOOEa br—R
R4y 2 BERBBELZXNRICT RSV TF &L
T 25mg % 12 A@EHE (1 B 1 BERED L7 7 Rt
RO_ESREEHRR(AERERP) ILBWT, 7%
R ERE L T, R GLP-1 BEOF B BN
BN,
4 BHRMBIEFRARUTEENREER
() BFEHE, EEREFERT S0 ME2 fo—L
BRIy BIERFRE Z BT s ) FF
L LT26mg# 128 KRG (1B LEERRRD LT
T ARx B _EERERAR (AERERR) 2B
T, 75 RBEH LT, BEMLEOLENR
»oht, ?
(2) —BeA & U 7- FERCRE 2B IR/ €7 /L (N-STZ-1. 5
F v ) R OHEHE2AE R €7 L (Wistar fatty T
Mic7e sy rF o REERE L, &5 IFFREZIC
A a—REZRORE L-EARRBRICBWT, WM
BERENEEAIRD b, B0

(B3R CBT HELFEMAME]
fLEgEN
H

w0
N CN
00O
0] NAO

CHs

Tu g IFUoREEFSRE
(Alogliptin Benzoate) [JAN]

: 2-({6-[(3R)-3-Aminopiperidin-1-yl]-3-methyl-2,4-
dioxo-3,4-dihydropyrimidin-1(2H)-yl} methyl)benzo-
nitrile monobenzoate
CisH31N50O; - C/HgO,
461.51
182. 5°C
Tus Y IR AEREIAA~HEEAD
BRMEOHEKRTH D, VAFALALFF Y FIZ
RRBETRT K, AR A Y 7 — A RRET
WL T = RIAXETTF ) —1(99.5)
KTz,

o=V
e
ﬁi llﬁ—\ M
Lic 7

$E 25mg

[ %]
- 100 $E(10 £ X 10), 500 ££(»37, 10 && X 50)
700 52 (14 88 X 50)

&% 12. 5mg : 100 82 (10 $EX 10). 500 ££(»XF . 10 £E X 50)

700 £ (14 5% X 50)

&% 6. 256mg : 100 £ (10 52X 10) . 140 £ (14 &£ X 10)
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22)
23)
24)
25
26)
27)

FERICTERMOENBERHC 2 E E L TH FRICITHERIIZE W,

500 &€ (/X7 10 §& X 50)

€239

Tu sy FFrORYBERRBED GERNEED

Tus Uy IF L ORERRED GRNER)

TaZ) IFrORYHERRKED GNEED

Tasy rFrOBRABSICET IR GENEERD

Trs Y 7FONRBHIET 2R HNERD

Ta s Y TF L OEYEEARBRKED GFNERD

Tas) FFrORYBERBRKED GEHNEED
BB EE kT 5 BB AR R GENEED
FFSEEREER T 31T 5 EEERBR AR (L E D)

R Y R—R & OERYFHEEIEARBREE GENERD

TharS = FharS =N XIT LT 4 T a U OEYHEE
TERRBRAE FENEERD

ruRRY »EOEYHEAEHRBRAE GRNEED

BTy, MAVTEZIF, TEXAMnAMMT7r IF/T0R
BT =%V 7 2F V0 ORPHAEEARRAE GENER)

TOAT 7 ) OEGEEERRBAE GENEED

Karim A. et al : J. Clin. Pharmacol., 49 : 1210, 2009.

T MARREF L ORYEEEARRAE GENERD

TF AT RAFTTA—ARI I ATF L Ku v OERGRETERR
SRR (HLNERD

TAx L r b OERYAEERARBRBME GERERD)

Karim A. et al : Int. J. Clin. Pharmacol. Ther., 48(1) : 46, 2010.

T el Y 7F L OBRERBRBED RtNERD

7 a7 FF L OBKAREEQ FLNERD

Tu sy I ORERBREED GERERD)

7a s ) IF L OBKRRBREEGS RENERD

Moritoh Y. et al. : Eur. J. Pharmacol., 588 : 325, 2008.

FasyrFr OBERIMEREICET 2R GEREED

Asakawa T. et al. : Life Sci., 85(3-4) : 122, 2009.

Feng J. et al : J Med Chem., 50(10) : 2297, 2007.
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