(FRERA)

LIl 7@ T 7 7 §E 50 mg

21— M ENF T Y TF

182, EAF TV TF L LTS0mg 2 E5HT5,

%
3]
3 B OE A TR Tr—~ikREH
B
=

BE, RAIE, EAVFT)TFLLTS50mg & 1 B 20, i
RogEsd4 5, ok, BEOREIZSLTSOmg # 1 8 1 BEICES
TAHEZENTED,

. g B 2 TURERR

2L, TROWTLADDER THARPRVI/ONLRVEEITRD,
O BEFRE EBHREOHR
Q@ BFEE, BEEECNMA CAVE= VY LT EER

[«
&t
iy

7| % 2 | IMIXE () 13K E UCRA

DX S AL EREER

AENL, PRI FONRTFF—F4 2BRMICBETAZLICLY
mEEZ 2 ba—LT5, 2 BERBEDEDRLTIROFTH
B







(B

(& BER
| BRESERNEES | 873969 |
BiE -
2 EIRBODPP-4FE -
BRI ﬂﬁﬁb@gﬁ > BE S
p— (&~ EMSOREEAC L VERTS L) KimRE ® A
b : ® IRFEBR s
%g;afnjmimmm T/ 7§ 50mg =T Y
5ot Equa® Tablets 50mg
ELSTY) FTFo &
{) NOVARTIS
(BRE ROBHFIZEBELLENWCE) ] 2, WELGERMER
1. BEIOBS R UBEEOBERED & 5 BE (1) FHGEEREE (FRE220) Rbbbhaltiibd
2. WERFMS TV R—U R, BEREISME, 1R DT, AHF SRR, BERA% 1 ERRD R L
RBEOBE (LAY L OEATHS, ) b3y AEIC. FO% G EMMICIFERE ST =
3. EEOITMEREDH S BE IFRERENELT &o ALT(GPT) 43 AST (GOT) ¥ DRF R EER BB DO RE
BRITABH D, ) B ROIIPAIIT. AR O’ E R T 5 % EiEg7R
4. BEIERIRE. FHRTR. SERMEOHDBRE (A MEEITH 2 &, BESCITHERE 2 RET 52 0O
VAU COBEATH B, ) DI B b b mBAITIE, AFIO®EEPIE L,
(Fri) FOREFE LIBETLHERE L2V &, (T4,
BIVER ) DIEZMR)
(487% - t£45) 2) BRFOZMMNHESL LI-BEIISLTHOHXERES
& 3 T % 7 f50mg BT2Z L EBREUMILTIEERRE - REBMES,
R B& |LBTEAY ) TF50mg FERFRLIOER (BMEHER, FRBRERES) &
wom o SRR RB FUTYIYIART YA, BT AEBRNHAI LICHETAI L,
T Yyt @) RAIOERILD &1 U ERFAROEATHHR
: - R EBRE S T OIT o ECRHER R+
BB EET S L,
R @' = (4) ARSI, M, REEEROICHE L, EA
TN T DHBERHEID AHE 3 » AEE L TOLHENTR+
* 3 = DRBRIIMLOEFE~OEEEBET D &,
(g |EE 80w BE:3dwm & 0208 (5) BEDOMGEFIT, BEDLERLL R HPECHE
TALERHIPABH Y, Tim, BEOTEE, K
[$REX (LR ) PIEOSHEIT L O PENRL ol ) T+t
2 MR BIEANHHOT AEBRE (KEOHE. MFEE,
EL, TROWFAMADERTHILBDRMNBLIA BMEORELIGED L, FICRERFEOTE, &
WBARIZER S, 58, EFOBRFEIIEETBHI L,
DRERE. AHREDH (6) IEMEER NMEMEERY R TRINNSHZDT,
QEEF:E, BHMPECMITALER=IILYLTHE EFEL BB EOERSICHE LTV IAE RS
£ TRERIIEET B DL, $£7-, BFI LEMEE
ER RO OIS EITSWTHFABRATE L,
(AxRUAR] 3. HEAR

AEE, RAIZIE, EAMFTUTIFLELTOOMgE1H2
B8, IEOR/ET I LE. BEOVREIZE L T50mg
1B 1RBISBET I EMNTED,

[EFRLOER]
1. MEHE (ROBECINEICHRETDHL)
(1) FHREEEDH 2 8EF ITHERENELT 2%
nnHs, )

(2) PEELULEOEBMEBEOD 2BHELEHFORE
HETFEBE FEARBRI DA TEMENEST L TV
720, )

(3) A2 (NNHA BEI~IV) 0ob2BE (FHRH)
e BT L TV vy, )

®H FRTATE

RENIEICRBIZ IV EE L, RE{LEOR DM
FI23%TH D, ( [EHTE] OESR)



(1
1)

2)

3)

(2)

GHRTE (BrRICEET S L)

ENELE BGRER - AL | WY - BRET
mERTER4 MR | BREERNRIS | MERTEAOM
+ % FH BTOKHD, OFE |HEILD,

FEREAA B, TofthBEDH

ANK=AT L | EEREICBRELLE
FHRR AR NogETHI L,
=Ay LT RE | BREERPED L

# h-Baia%y s
EIT A FR aEERET DN,
EH w-Inayd—¢

A4 R CBE | EEAL OHBRIT
FTSYOFR | TRURBERERETD
®A P2
a-INay
—CIREH
Rk MPEETH
%
B EME]
+ U FIVEEE|
MAO FLEH
T4T7 57— b RE
Bl%

1%~ 5%KR K 1%%E R
HEARME | HIV, RE FAA
O W R W | e -
h ¥ & ® - & i FE
{5, BESRAETS sR5, LIEEAE.
e AR, B,
L L EiL, TH, Hit
R
ALT (GPT) /0.
AST(GOT) #8570,
FEARME - y ~GTP #450, ALP
Hhn
ZITIE w5, B85, £5
BEAm® iE. HATS
ZoRE, EIE. CRP 1850, FIHEE
¥ ] # | ek CK(CPK)#&h0, &
115 CK (CPK) -MB 81

mERTEREZMS | MEEsLRELTa | REETERD
T 5 XA vhu—AFRRIZ: | BEBICLD,

b R a4 A2BENANHD, M
BIgRETNEY | BE. £OMBED
BHRBAALEVE | WBEHSICBRL
RRbJEETDZ
L,

FoPATL VLR | TyVPATF U LE | BERTHTH
HEERAEA HBEERMREMEZOA | 5.
LTWBBE T,
BER LTV BE
IR B RED
BRBEEERBE ST
EDBENDH D,

. EIER

EN TEM S N ERRBEBRI IV T, 8834524061
Q7. 20 W EEFRREEREE L S UTEHERARRD O
oo ERBIERXZMI06 Q. 4%) . ER27H (3. 1%)
HEFELH (2. 20 FEThol, (KBFFE TORE)

EX7LEBI{ERA

BFos., PRESmcie® (W3 LEEERE) @ ALT(GPT) X
I3 AST(GOT) D LR & %44 5 FFR UTFFBREEEL H
LbbNAZ LNHBZOT, BEETDIZITV, EY
RABEITOIZ L, (2. BEARAEANEE 0B
ZHR)

MERE GERR) : 7o P47 o VEHREESREMR
EXNEHFALTWABRETIL. AL TWARNAEIC
R ThEREORBEENE P> ORENRH
HIEmb, BEE ST, ERNH DN E
BITiEBEEPIE L EYIRAEERITI L, (13,

REER) OESBR)

{EMMWE  BOEENRHODONDZEXHDHDT,

AROBEIZ L EMEERED b =HmaIoiT,
EELELAEGMTERTARCEDNLRLELRTS Z
Lo (T2, BEAEARNEE) . 3. BEERA] .
[BEsRARER] DIESR)

F OO RIER

1%~ 5%k M 1%R M
mERXUY Y _ /R E R
A
HKMBRURE | DP7 17— _
[ o | fn. Y=t

5. BhE~OEE

— R EBRE TEABRENMETLTWAOT, &
ERRRICEEL., B2 TS CBE LN LEE
HEETRZ L,

6. LEWM., EM. BRIMEF~OH/E
(1) HFRSUIIEIR L TV RTEEMED H 2B ATIIR S L

BN EREE LY, ERPOREICETIES
PRSI LTV, £, BMER (T v PET
X)) TRIE~OBITHHEEINTVD, )

my R AICEETE L EBIT, RUESTR
543848 EA PRI EER L, (BIDER (T
v R) T, WHP~BAFTHZEBBRES LTV
5, )

7.mﬁ¥«wﬂ5

EHAEGRER, HER, LR, SANIPMREHT
BREMITHESL LTV (BEREERAZVY),

8. aRHs

e, FR AEARERAZSRE LERERSE
HBRICBWTUTOERREUREFRRVER &N T
W3,

AK| 400mg 5T, HE. SERE, R FE. Y
SN HI (BEHEE LR 2 LA L) . 600mg 5T,
£ R OiEAE. CK(CPK) #n, AST (GOT) #8/0. CRP #hn,
IATaerEmEREH LN, ETOERET
REFREFRAFREPLEFHICEE L,

IR BEEHEMNED ONEEAIARIORE P
L, BEORLBEITY 2 &, BB, FEILOKRE
WIZ L DEBREERNRZRV,

. BRALOIE

RIS : PIPREDOEAIPTPY — 2> HIRY H
LCIRAT AL 58 T52 8, (PTPY— DR
Zdy, BOSAMAEEMBE~EAL, BITIZF
LERZ LTHIBAASEDEELRSHEEHETD
ZENREEINTNS)

10. #0HoERE
(1) =9 2% BV 104 BREER RSN A FERS

jZ#BV T, 1, 000mg/ke/ B (S0mg 1 B 2EIBETO
v FRERAUC) D 1994%) HOM CILRRBORAE
BlgHs s L. 1, 000meg/ke/ B EE DK Uf 250me/ke/
ALl EOBOBETIERIEORAEFIEEMLT,

Q) H=r4¥LD 13 BRROBSFEERRIZBWVT,

S0mg 1 A 2EAETOL PRBEEWC) IZHYTS
Smg/kg/ BULEOAET, MK, BERUCRHBSEOEE
RE (5mg/kg/ B THREMEFICHER Lic—iEED

v

il



1.
D

KA. 20mg/kg/BLAETHER. iK%, 80mg/kg/ B
P ETERS) NBEINTWVAE,

Fh, vz A FLrooRnBEEEHEERIZBN
T, 20mg/kg/ BULEORET, AFICL Y FERE
BIZAMBRENELEL LT, BRFEE, ks
B35 A —4 (LDH. CK(CPK). ALT(GPT) R®
AST(GOT)) o k&, RBIET, mMEKT. UIHEIR
FEIEOEBESOFRENREINTWS,
40mg/kg/ BLLLORET, —HOBEETHEEDL L <
BRECHBRDONF-—FH T, £HFFTIERIZI—B
RSB PICEE L,

B, RROBMFTRIIMOBYE (VR Ty
M AXRVGUHF) ROt hTR@EII TV
VY,

[EHmERE]
MR chiRE
HE&E
R A B FICAH 25, 50, 100, 200 R 1X 400mg %
HEROBE L E, EAZT ) TF U ATESH
WCRIR &4, MR ORECFEIZTZSE 1.33~2.75
BRI CREnLEPEEICENELE, £/7., thax BV
AUC I3 5 BOEIMIC A L TR L., EIEREEIZ
200mg £ TH 2B ThH -7, ¥ (KRIORERVA
Bixsmg 2 1 B2EXIZIIETHS, [RERCH
'] o1EsR)

ENG )T 50mg HEERORS Lz & &0 MR LkR

EHS

500 1

450 4
2 ]
El
& 0
% 300 4
..\
T 2501
IN
200 9
EN
2150 9
y
B j
5w
H 5

0 Y
0 6 12 18 24
K5 AR EEER] (hn)

(n=6, THHEIFERE)

ENY TV TF o 0ng FEERZORSE L7z L EOMBEPEMBE T 2

— %
Cmax Tmax AUC,., Ty
(ng.'mL) (h} (ng - h/mL) (h)
*1.50
272%77 (1.0, 4.0 1,139%=80 1.78%0. 308
n=6, FHELIFEERE, X PRE B/ME. ’RXE
2) RERE

QRIFERFRE (164) IZAK Sngx 1 B2 7B
MREZRORS L-Lx0, #51BERUV7REE
OMmEFPBREHBRRUERNEE AT A—F 2 LITIZ
AT

MFP LS 7RELVEHL-BEREIBLELIT
HY, A& sOmg 1 H2E 7 BEIRERE L&
M ~DBFEIRBD N ol ?

ENS 7Y TF L 5mg a1 B2E7 BRROKRSE Lz 0T H Mg

RELEBEREDS
3 45108 57 25708
. «
gm ) g:cn
Samqd
3 N
o & ot i S
- 10 12

32 g B 4 H
WRS LRSI Gad

(n=16, FHIE+I1ZLERFE)

W iR fhee

EAG VY 7Fr5mgk 1 B2E7 BMERRE L &omEPEY

EhHE/ T A —24
&5 Cmax Tmax AUC,.,50 T2 R
g (ng/mL) (h) (ng  h/ul) (h) -
%10 1,480%
- ) + -
1 524%186 0.5 2.0) 312 1.7840. 308
*1.0 1,490+
7 415+105 ©.5. 2.0) 344 2.41£0.771 1.01%0. 114
n=16, FHELBEHERZE. X PRE (B/ME. BXE (R, : BEREK

5 78B®DAC, /&5 1A B®AUC, ,]

&)

BEORIE

BEKAEF (244) I2AKH| 100mg & &% 30 HICH
EREOHS L- & X, Cnax MIZERERR S~ 19%
BT L7, Tmax ik, AFRERICREEZERTSZ
LItk 175 BRI S 2. 5 BERICER S, ¥ (K
HOBERCHEIZ g 21 A 2EXIT1IETHS,
[HERUHAE] 0ESE)

R

HNEADT— )

ST ) TF o 100mg AR ORE L& F OMBPENEE NS A —

£

k&R

AUC,.,
(ng * h/ml)

Cmax Tmax

(ng/mL) (h)

LR

538* 149 ¥1.75 (0.75, 4.0) 2,450 +564

Rk

43195 ¥2.5 (0.5, 6.0) 2,215+403

n=24,

2.

4.
(1

(2)

EHEEERE, X PRE (BME. BKE)

AR

BERABT (124) [ZAK somg #ROBRE LI L

EDRAXT_AFTENF I8 TH o7, ¢
HEADT—#)

ki

YK TN TF D invitro MEEEBARBEERIT 9. 3%
Thot-, ¥

Rt

v 7 FF o 1d CYP2A6, 2B6. 2C8. 2C9. 2C19,
2E1,2J2. 304 T E o T, £ CYPIA2,
2B6. 2C8, 2C9, 2C19, 2D6. 2E1, 3A4/5 #[AEH T,
CYP1A2, 28, 2B6. 2C9, 2C19. A XFHL 2 h»
7= (in vitro),
BEMABTF (A4&) IZFREO CHEEE 100mg & B
EROFE L&, miffPizdEs LTEERGE
(AP RIEMED 25 7%) RN T/ B3k sy g X
NERIEHHMD (M20. 7, 55. 5%) BTETEL. FOith
Zr o U EERAIR (9. 5% R UNT 2 RiEEOIMKSY
BRI (8. 1%) MR b, REUVEFOIER
REtIL, M20.7(56.5% ThH Y, FoMizsvs o
VEMRAE (4 4%) . T I RREA DK RRHYD
B. 1% HEH N, s o o ERESERTIELY
TVTF L EREDRTFIONNTFF—F -4



(DPP-4) FAETEM % T 25, M20. 7 OEEFEMHITE
DT, 7 I FESMASRABYIIEEEEE
FERhol, P FEORERVCHAERIL 50ng % 1
A2EIXII1ETHS, [BERVAR] 0BRER)
HNEADTF—F)

5. it

(1) BREHEABRFIZAS Song ZHEERORE LIZEA.
B E1% 36 BRI E TR biE & LT 22. 7% A RF
IZHE SR, B2 Y 75 &% 9. 83L/h (164mL/min)
Thofc, EAF TV TF o ORP~OHEHIT, 88
B AR RMESWOBESRTREND,

(2) BEMABTFICHCER L 4K 100mg *EEREA
BB L& &, 168 BRREILANIC IR G LIz ST RED 85%
BRI, 1% EPICHEE S iz, RROFEPICHE
XN REEOCESIIZTNETNERERD 230K
W% Thotr, (AFOBERVAHEIZ O 211
2EIIF1IETH S, [BERVAER] OEER)

GEADF—Z)

3) EAF TN SFAIEEEROFET =4 T
AB——, HEIFF I ARG —, T
FRRFVRR—F—FIZ Lo TEEINRV, £
1o, PEEZ LR OBMERBETHDHZEBTENT
W3 (BHNT O LIED 0. 5uM LA E) (in vitro),
~13)

6. RiticEESE
BRENLEEDERIEEELATIEE (244) I
A% 100mg ZBEERAF/E LIz &, RHD AUC,,
IERERE TN TRE, PEE, EEOEME
BEREZRUVMKRSEHNLELZBETENLEN 2,01
1,31 4%, 2.33{%, 1.41 &<, Cmax i XENF
#11.66.1.08,1.56,1. 24 {E&H3> 7. M20. 7 D AUC, 44,
b, BREE. hEF BEFOBHEEEFRERUMK
BHANLERBE CRERERE LD 1.7/, 2.6 &,
6. 115, 6. 7T{ZE <. Cmax X 1.6 %, 2.4 {&. 5. 41&.
8. L{EED o1z, BITIC L o TENF T Y TF 3T
EBOH3WMIREINT, M20. 7T IENICL->Th
HE R EE MBI SORATIIE T L7z, ¥ (R&ID
AERVAESmg# 1 B 2EXT1ETH S [H
ERUVAE] 0ESH)

SHEANDF—F)

RERRERUVRBERELETIBEICEAY Y ) TF L 100ng L B
E&ERBOENEBEF A5

7. FH8eEMESE
BEMEEOTHEEERE (16 4) ITAH
100 mg FHERABE L L&, BERUPEED
Fr =+ T A BEITRIT BARAID AUC, 13, €
NEN 20%KR T SHET L7=n, BEEDOITHEREL
HETHBETH 2% LA Lk, BE, PSEOITH
LelEE 5 4 5 BE O Cnax |LIEHEERE & L~ TH
WBHEMN o=, BECITSEEELZETIEE TR
RENBRELFAREThHoT-, BE, PEE,. EE
OFFHSEEREE # B3 3 BE D M20. 7 D AUC,., L. &R
HBRE L M T 27%, 49%, 92%& <. [FHRIC Cmax X
FRER 23%, 46%, 65%E A ol P (FAIORER
UHEIZ 0mg 21 B2EXZ1IETHS, [AiE
RUEE] 0ESHE) HNEADF—F)

BREERERUITREBELFTAIRECCAS S ) TF 2 100ng &8
Bl 5EOEDEIE T A —F

B5H Cmax Tmax AUC,., T
AR Gw/al) ® (ng- /) )
ﬁﬁnﬁﬁ% 675 £ 263 | 0(')1'22 oy 2567 * 428 2.0l = 0.50

[23: 4 ®1.25

+ + +
=6 97229 00y 00 2,076 = 514 4.92 * 4.86
*
:Pff 512 = 166 501'02 opy AL E 740 3.08 * 1.59
*,
ff 632 = 247 | 002' 02 oy 322 + 1,472 2.40 * 0.25

BE8H AUC,
¢ T ot c

(RmicwE O, o e el o
DEE) )
43 * + 5 +
EREBRE 477+ 114 1.00 1,872 £ 3.95 * 12.36 =
n=24 (0. 50, 2. 00) 461 1.82 3.36

i " + 9 B2 + +
t‘%ﬁ 792 = 229 1.50 3,764 = 1.83"_ 6.06”_
n=6 (1.50, 2.00) 967 0.76 2.71

-
hEGE 514 + 279 1.25 2,451':r 3.89 =+ 598 *+
1=6 0.50, 2.00) 1,343 1. 64 4.21
k:-¥: 4 *1.00 4,363 + 3.55 * 1.44 =

745 = ’

n=6 52235 550, 4.00) 2,069 0. 35 0.75
MmEH O e
. *1, 50 2,656 = 8.05 *
LERR + 166 ’ -
n{f’f H S X 66 (50 3000 532 6.26

FHEEERE, X PRIE B/ME, BRE
BEREELHETSBE  Cler 73 50~80nL/min, PEEOREFLA T
ABE : CLer A3 30~50nL/min, EEFOEEELHTIRE : (La R
30mL/min R ik

FHE HEERE, K PRIE B/ME BRXE
@R[ : Child-Pugh A 217 5~6, P : Child-Pugh 237 7~9, HE :
Child-Pugh 2 2 7 10~12

8. ®inE
0B EDERE (204) (Z&H| 100ng & HEFEA
B/E L& &0 AUC R Cmax 1X, FERERE (18~40
B) ITHELTERENMN L 32 RV 18 EE,
oz, 9 (REIORERVCARIT O 21 A 2EX
F1ETH2, [RERUVCEE] 0ESR)

HNEADOT—4F)

9. KYMBEER
BESAZHRIZT LTI, SAFALT S ¥
URRBEFL SITFIN, UNT Y, TVIEF
v, k. 2BERBREARBIZIYTY K,
ATy FV . A MR EOEDBIFAERER
PR L, ARIRCHAECORYEEIEL L
hrotz, W SHNEADTF—F)

(BEERRL#R]

1. HFgE

(1) 75 RB _EEREBRR

1) AEEE - ESEEOCLTCOLEIY Fo—Ad+5
IZE LR T2V 2BIERIFERE (291 F) 5%
2. EAE T Y TF 10, 25, S0mg iz T ERE
1B 26 12 BERO%KS L, FTEFMEEL % HoA,
BOBERINLOELEE LTREL ., HbA ED
LRI, EAF T ) FF o OBEOHEMIENE
MU, EMFEESCRERIICAS T Y TF 10,
25, 50mg RUNT TR, FNFN 4 2% (71 FF 3
1) 0% (72 B 0 1) . 2. 6% (76 157 2 ) B TR 1. 4%(72
Fid 1 ) Th otz P (FEORERTHRIL S0ng
1P 2EXT1ETHD, [AERVCAR] OK
Z )



77 ERMB_EEREERR (1288) ofR

HbA,, 22 R e FE BH%IAE 2 BEi{E
%) (mg/dL) (mg/dL)
BER 77 #ER] FT7EALE BEW TIEXR
b FED L0 NE ALY rnE
g = ZiLE L&
75ER 0. 28 - 2.39 - 3. 68
EFTY
TF . ek -66. 15
lomg 18 -0.53  -0.82 11. 07 13. 46% 62. 47 )
2 [a]
EAyTY 6138
FF o 25mg  -0.67  -0.95° -14.12  ~16.51%  -57.71
1820
ey sy
:f%‘/ -0.92  -1.20° 24,67 -27.06%  -62.09 _65.;. 76
50mg 18 ;
2 Al
#:p<0.001 (FAFIEICL Y BRENESEMXHE), X :p<0.00l BRENSE
HEIIEEET)
2) RERE, ESREOATLE=  bo—AnB3+4

IZELR TV 2BBERFSRE (2306 255
W EANF Y FF L 50mg 1 B 1E.50mg 1 B 2[E.
100mg 1 B 1EIXIIZ7 A2 12 @8FKROEESE L.
FEIMIEE % HoA, BEORSRINLOELES L

TEMLE, #5128 A, EOELE (50mg 1
B1ME, 50mg 1 B 2[E., 100mg 1 B 1E., 77 ER)
I, FRFEN-0. 78%, 0. 86%. —0. 86%. 0. 13%T&H ¥ .
EAY Y TFFURTSERIIRHL, WTRLEE
IETA#RL (p<0.001, HE/KU#SY% (Hochberg @
AF T 7)), hiffzy ho—LEKESE
7o. BE 12EOEEFNEECELEX. TR
-15. 92mg/dL. -16. 50mg/dL . —15. 08mg/dL. —0. 93mg/dL
THY, 77 REDER, FNFN-14.99mg/dL,
-15. 57mg/dL. -14.15mg/dL Tdh -7 (p<0.001), F
7o, BMBEERWTIORERETLED bNLh -
72o P (BEIORERVHAEIZ Ong 2 1 A 2@
1ETHS, [RERVCEE] OHEER)

EEA R _EBRILERE

BERE BOEECALTOLED Y ha—AnB+451C
B/BONTWRW2EIFERFRE (380 ) 2P,
ST TF o 50mg 1A 2EXIIR Y R—R

0.2mg 1 A 3E% 12 @MEO®SE L. EEFHMHEE
% HbA fEORERNLOELEL LTERLE,
IWE T ) TF LR T Y R — 2wt B AR
L, Mz bo—nes8ESE, EKOEETEL
FTVTFLR0% (188 FIHR0H), KIYR—2
0.5% (192 Al 1) Thhot, ®

EXRNBOEERARRE (128%) OFR

HDA,, 2= g B i HE £ 1 I ¥E 2 BERY
(%) (mg/dL) {8 (mg/dL)
&aE N BE5R A7 & 58 RTYR
FAYSY2 SN Ee Dy o R—2R oD —RED
TBikE snFE  TiLE oz Zit®E E
By
Hez =-0.38 - -7.81 - ~19.79
E;L';f -0. 95 -0.57% -24. 06 -16.25% -51.50 -31. 717
4 0 p.0. 001

2. ANKRZUILZHERTS AR ETFRER
HR
BERE, EHREICMAAAR= VY LT HIERT
M=y b o—ABN+SI2B LR TV e 2 BIEER
REBE (202 4) 2XBIZ. EAFLZY FF 2 50mg 1
H2EXIZZTSERE A NR=A T LFHEIZMZ 12
BREOHRS L, TEFHMIER % UbA, EOR LRI
LOFLEEL LTEBLK, &5 1280 HbA BEOE
EBIZEAF 7Y FF o p3-1. 00%, 7T R0, 06%
ThY, EAFTYTF L RTIERIRL, BE
(p<0.001) Z2EFTZERL, Mz bo—LEHEX
Vi, ®E RBOEEMIEBEOELEREALSF S
Y 7F o88-20. 9lmg/dL, 7T &R 6. 25mg/dL TH
W, 77 EAREDFET-27. 16mg/dL Tho7=
(p<0.001), F7=, EBMFEORKERIL, LF 7Y
TF2.0% Q02FFP 24, 7T EFR1.0% (100 5
b 16 ThHhotz, @

3. REBRERR
BEFE, BEBEEDOL TS Y o — R +5oI
BENTWARW2BIBERMBESE (103F), b LI,
BEHEE - EFEEICNZ ARV LT HERT
Mz b a— ARSI B o Ty 2 BIFERR
BE GIF) ERBIZ, EAFTY FF o 50mg 1 H
2EG LS EAVKR =AY LTEICMA VT T YT
F . 50mg 1 B 2[E% 52 BEEOH#RS Lz, TENE
EERIRHREROTEEERERRTHZEE LI, W
TRHLBREBRBTIE»OmEa s fa— L 2H%EL,
52 Bzl TERELOIEz bo—ARELNR
7oo BALFEMEF D HoA, EOEILEEZNEN-0. 80%,
~0.64%Th o7, T, BOEEOCORBRILLE S
V7F L EEIRE A 0% (103 P 0 f) , A k=D
LTHEIE DOBFREEN3.8% G324 Thol,

30)

€ 3ok 250

TNH T AT F =1 (GLP-1) 1T, A AU 55 WdE

EERAROGI D I3 MEIER 28 L, BAHEICE

WTEELRBEZRELLTWS, EAFT Y TF 0T,

DPP-4 % ZIRA9 DO WANZFAE L, PR GLP-1 DB E

EEHDH LT, MEEREEIZA VR R ERES

®BHEEBIIINI TN WEIEIL, MEETERE

%ﬁ?—éo 31~34)

1. DPP-4 [E®{ER
EAF T ) FF AT biiEDPP-4 2 B EKIFRIZIE
EL, ICMEIX2 TN Thote, ¥ FE/-. EAFTY
TF 4, b FDPP-4 R ZE) IIXLTEWER
HERL, KEIZ2~3M TH o7z, %

2. Mm% GLP-1 =T 34
QRIERFABEIZENL ) TF L 50mg & 1 B 2[4
7THRIREROES T2 L, mMEBGLP-1IREN AL
to 2)

3. 1VRYVEREIIHTHER
2RISERIRBREICEANE ) FF o 50mg % 1 A 2E
1l BfREREAEE L. 12V v 0 TREE
ERLFE A AR Y VIR AR TIEENHRE
Lz, * HNEADF—F)



4. MMEBTERREURMERREA

(1) FTERBHRV 2BEBERFEON =7 A FLIZELSY
JYTFUrE1A1E 10 BRREROQRET S L,
HbA, 2%, HERMEIZ B L TENEN 0. %R T 1. 2%
EFLE, -

(2) 2RIBERFBBREIZENFA Y IF o 50mg % 1B 2H
7TARREROKRE TS L, BREMLER VLR
FENEKT LR, ?

(B2 I<T 2 EEPHAR]

BEX
Q H
CN
o

OH

—i%  ENF ) TF L (Vildagliptin)
{b24 : (28-1-{[ (3-Hydroxytricyclo[3. 3. 1, 1*"]dec-
1-y1) aminolacetyl} pyrrolidine-2-carbonitril
e
73 CiHyN;0,
4SF 8 ;303,40
MO AE~MEBAXIMRKAROBETH D, K
Bz /—/N (99.5) ITEITRTV,
B A #150°C
SEEER 1,256 (1-A42 &%/ —/7K), 0.0042 (1-F
74 /) —//0 lmol/LIEER) | 0.035 (1-A 72 &
J—)v/pH4. ORBER) ., 0.25 (1-A 2 &# /) —v
/' pH6. 1% #X)

[a%]
I 7 & 50mg 10042 (PTP)
420 52 (PTP)
500 2 (PTP)
500 88 (»N7)

[EEX#R]
1) HPEER BERAZ SR L-EEREAER
(EQAU00001]
2) HAEE  2BBERFRELNRE LERERORS
HER {EQAU00002]
3) HNER  BERAEINRE LIEREICL 2ENE
B~DEE (EQAU00003)
4) HRNEE  @BRERAZHRE LEALATITYE
U5 4 OkRE (EQAU00004)
5) A&  ERFERIZEATARE (In vitro)
(EQAU00005)
6) HMEER  CYPAREWZET BARE (In vitro)
(EQAU00006)
7) NG CYPFAEIZRAT AR5 (In vitro)
(EQAL00007}
8) PGl CYPEEIZEET ARE (In vitro)
{EQAL00008]
9) HAEHE  HC AKX T ) TF BB A~DBR R
E#nKEmoRE {EQAU00009)
10) &R . NS AR —FZ 12T BB (1)
(EQAU00010)

1) #PRgEE . T rAR—-2— I ET AR (2)

(EQAU00011)
12) #EREE P T A R——ICBET B RE (3)
{EQAU00012)
13)HAEE : P UAR—FZ—iBBT AR (@)
(EQAU00013)
14) NG H - BHREEE R H IR A EDHEORE
(EQAU00014)
15) #PEEl : PR ERE I BT 5 XYWBBORE
(EQAU00015)
16) #tNEE - BEREICRI 2 BYERBOKRET
(EQAU00016)
1D HREE : T Au Py oEMREERORE
(EQAU00017)
18) #PEE - AP F b OB AR OB
(EQAU00018)
19) HNEE : SR RFF UL OEMBEERORE
{EQAU00019)
20) ENER . 7 I 7Y N EOEBREERAOKRE
{EQAU00020]
2D HAEE U7 7 ) OBRMBEERDOREE
(EQAU00021]
22) HNEE  VIX L OEMBEERORE
{(EQAU00022)
2 HAEE : U TV N oEYREEADOKRE
{EQAU00023)
UMY HRNEEL . B4 Y F YL DOERWHEEEROKRE
, (EQAU00024)
25) NG E . A PRI v OEMMEEERORE
{EQAU00025)

26) RS 1 2 BIFERABE LR L L ARRERR
(EQAU00026)
o) NS 2 BERFAE LR L LD - B2

HEORES (EQAU00027}
28) HENEHE RSV R — 2 xtBE L LI _EERE
BB {EQAU00028)
29) HNEEL . ZU A Y FEOBRRIEIIBIT 5FR
% - BREHOBES {EQAU00029)
30) A EE . BRREROTSM - FMEORE
(EQAU00030)
31) PR - A5 DPP (o0t S IRAEFEFEEORE (1)
(EQAU00031)
32) B R« BT DPP izt ZFAEEEORE (2)
(EQAU00032)
33) #-PUEEE : DPP-4 12X B ERR OMRET
(EQAU00033)

34) Ahrén Bo: Best Pract Res Clin Endocrinol Metab.,
21: 517, 2007 (EQAS00056)

35) #PNEH : DPP-4 {2 x T B ETR M ORE

(EQAU00034])

36) HENEE  2RIERBRE LR E LA VR Y VK
Pzt A ER ORE (EQAU00035)

37 HEPES  BHERBH RV 2BEERBEI= I A LD
HbA, 2%t 2 iEd (EQAU00036)

(X IR 5]
FEXRRICRBOLABEEHZ & E LTHFRICTHR
T&w,

MR ]
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