O] ZEIEEE 100257
CANAGLU Tablets 100mg
HElZE S 55 026950 5%
RHEENE S M
hkZ<HEH 2024-01-29

() ANEREEARFE _BERERBERA - S—HERBEBABIEN -

>=<HAR
Q) NEMAREAREEBNEAZTUERMRENT ZAABRIBREA - HELERAERRERIL

FORERIREIEY -
Q) AEmERRPEBNEATHANBRNCEAR - FAIMWEZRAEGE ZNES -

1T AR
HeRXERenRK - ZaR _FisiH(dimethyl sulfoxide) k2 B2 - BRNE
(Acetonitrile) + 2&FAA/HK -
BB : (15)-1,5-Anhydro-1-C-(-3-{[5-(-4-fluorophenyl) thiophen-2-yllmethyl}-4-
methylphenyl)-D-glucitol hemihydrate
ﬁ%ft . C24H25FO5S . 1/2 Hzo
F= :453.52
AR 101.7°C

P.1



1.1

1.2

1.3

1.4

BEURAREZE

Canagliflozin hydrate102 mg/ tablet (18 &2 Canagliflozin 100 mg)

AR 2T

D-HEE(D-mannitol) - EREH 4R (hydroxypropyl cellulose) - A5 ¥ BB E 4
ZE#h(croscarmellose sodium) ~ 2T % _ B &5 B #(sodium stearyl fumarate) ~ /&
Aiitalc) ~ B M&EEZ(Polyvinyl alcohol) (B2 B1E4) - B 4% B2 4000 (Macrogol
4000) ~ &E1E#k(titanium oxide) - E& &L (yellow ferric oxide) ~ Al & & L (red
ferric oxide)

| 7Y
RE B /IR
ZmINER
7N
ONER f )
\\ ___/
Jo)h =& (mm) EE (mm) S2(mg)
7.6 34 144.3
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1. AR
2 MERSRE (EREARN) -

RANRRE
3.1 HZEHE

MABH—R - REKRTPE%OARCanagliflozin 100 mg -

#*

S

NHXT R AR R

(1) HABZR YA BBRLHRA -

(2) EE 8 (ketosis) ~ AR GR R GRATHOBA (BLARIREF AR
BhmHhtE RAFEETELAER - )

3B) EERE - FHATE -ARENMUBRA (ZHEUBREFEHNBEN 0 > XARH
L TAER )

(4) EHFHEEHA ~ESRDRFZH B A

ERIESR
51 ZERE/IERSE

5.1.1 B MmN RRERREE

(1) DHERIB(NYHALIRINE D BIV)BA B EERERMUETEZZMY - ]

(2) EEXEMERBREY(LEZRERRE - MEEEKZH (Sulfonylurea) Z )51 3E
MERIRE R D W EY) AR PRA S ERTEES IR - (F2E=H5.1.2
7-~8.1)

(3) NatiHIER 2 M A AREE [T AES REAS MAZ - ]

1) B N ERSE LIREAE

2) EBAR - i - REARA - AEEINEAEHRIZHINE

3) BIZLRV ALY E

4) BEiEREIBEE

(4) BESRERKZEAMNMBEZEFRIREARNBA - SlkE - FFRAKRENRBEAS)
[AARZBRBANRIEABEIBESIERK] - (FS2EEH51.2-65-78.1)

(5) FEBMEAZRBA - ((FEEFEI5.1.222(2) ~ (9) - (10) ~ 11)

(6) W IR ~ EIEREBRZWA [ BEERIERRIL] - (REEEENS.1.2)

SN2 EEMENIEFIR

(1) ERAZERE - LWRRRAFARPELENEAREESR - LHEERERE
Hl - WEEE K= (Sulfonylurea) S iE N A ERER DM EY R - DJAe =G MNEM
RBRER - ERFEYHRE - BE2RERVREZRRE - MEEEFRZFH (Sulfonylurea)
HERMNBERER D WEYHRE - DIREEMENER - GGE2EEH51.1-7
8.1)

(2) RERWFKIFR I BEERZ IRIARNIB - REERETEERD - BIEERAE
I KD TW/NOEREBAB - ARIRKRAK - MEBRESEERS - BHEATH

P.3




ABENEEERE  WFENHREAES HSRERRERPPIBAWSEE - B
BEAE - HFAMERBEMNBEALS)  HWEAFIIIEREERERK - BREREKE TS
(ketoacidosis) - &2 ZE B S MEEES - MEEREMMEMREERS - GGEE
2#351.1-65-7-8.1)

(3) UJREE R WIRBR A RETAREG - EMSIBBERERX - NI RS2 M
FHfES (FournierfBiRE ) - MIMESHRERMP - SIMIOIBERERBEIIRE RS
FEREE  WEARBNIREEB M RBRENEIEREENER - BHIRER - B
ATRENEEERE  FRNEAEERNEEFE - MNEERARPBEBRYKE
BRI AR RAMNERMEESR - ((B2EEE8.1)

(4) REEMERERARERRBERA - BEERTERREIN - EMMERIN oI sE BB IOUNER
RIERENEEREMZERS KREEES)NEREUREEK - PRIEHERRSE) -

(5) AEREERENE « BEHSEANWRBKFEBEURACEL N EEFER -

(6) EFAZE A E IR EE S RIMNE - WRRERINEN - WURERAEIES
BEUDIAR  BEBXAEMBESE -

(7) FEAEPEUELIRABNELTAEZRWIEBEFR - togEHIRERABRRBEAL
EHERAESEMBAERNBEMNEARHEYWER - Bt - BFEMEEN
£ MiEE - AERASDHEEEEBE B NEYNERES -

(8) HREBEMHINEAZTHREA - HRAZp 7 FRLBUBEIEZS M -

(9) A% O] gE B EUMB ALEL BT (Creatinine) = F3eGFR % - Canagliflozin 5%
MEBERABEAR - OBEEMBINEELAE - EBFLMBWMESIEL - £ Canagliflozin
HmARESHUEES ARV BEERESENAE  BERENEMNT - WA
TFHR AW 65 7% °

FaEACanagliflozin ZAl - FEERASEEABRSSIR2UBEENETF @ &
& BEIESE - BUEBIIEAS BMMEORIE - FRZEY FIRE - MBWMHRE
{Efs [ACE] #IHIE - MEBWHARZZFEMEET [ARB] - FEFEEIEZ 1 8 35224 [NSAID)) -
BETMRVERSE (FINSHERIZERE) K RE (BlIUBHEEERIBERER
5R) WER - AEEBEREA Canagliflozin - WERBARERESMBEENE
BRI - MRBESMBWIES - B EFEACanagliflozinlE FREUAE -
CanagliflozinE g MNMMEALELET - F&{EeGFR - BB EEMNHRANEES S LIRELE
Bt - GFE2EEES5.1.1 - 8.1)

(10) AEROIER%ESEERATEDRWIOHER - BIFMEESIRYE - HoJsE
KIAE AR BE 10 381 7L M IR B D 35 (ketosis) - #E M 2 4 Hii L 55 (ketoacidosis) - K=&
TR 5 2 BIREA - 2/NOEESEHRAK TS - S5 ABEBENIE LB
- #ZEEBLUNRR - ((BEEEE8.1)

1) MEIREL ~ B - BREE - 188  BENE - B8/ - FREE - EHAESE
EARE - BZETESMPFKTEREERNZNE  NMBIREER - B TP IR
ERENEBEEE -

2) LERBEERIWINEET - REXEHBBERTIE - BERGIEINIESE - ARE
HAR - BRPE - RKZBE - 858 EERENIE 5 (ketoacidosis) - Z/\0E]
3) BHBMAIEELI T 48,

- B PEREM (RO~ B - BRRE - B - BELNSE - B2 - WIREEZ -
BHABEE) -
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6

54

5.5

L EBIRF S P SAVEN - BIRIRER -

| BfEMREEAS - IAB o ERK S -

EEEAIER SRS _ARKEASERAR-SERLEEESS2 (SGLT2)
HEIE (B3 Canagliflozin) - B4 ME TS - S —EAEMERNEEZNR -
ABEZAEBUAE - fEHCanagliflozinfIm A S - LK PSR -
Canagliflozinli R #Z AR A ESE — BB REHEA -

B2 Canagliflozin’aBERUE A - HIREENH MR MENRERERE - AN
ESE  #HEFEEEHEME TS - AREIEMERZEER 250 mg/dL - 73083
4 CanagliflozintBRMEREE -5 - MRS LIRE LK TE - EFEACanagliflozin - 5F
A - WBIRECEE ; AERE PSRN ERABRER - KOMKKIEESY -
M ImEmEEL  TEHEF—ERRERA - ZEMEER MBI RFRK S
RFEHRMERE GBFER 250 mg/dL) - AMABEZEIFE 4 AL 5 - IR 7oA
B o BARORERER - BERKRESAHERIIERER - 2FR0 - ' - iE
B 25AE - FRZE - w2 RAP (WIFZEMEZE) - SHRE5 IR PEHEAE
¥ BREREREER - MBEER - RERSFIORVRER - SIERSEER
AR Zm (PINss—AUtE R m - BEMRSE ~ BRI iiTmse) ~ JBEEEH -
FtafEACanagliflozinZal - BFEERAREFPEEEBS S5 BEMEPSHEF -
BREURREZEMERNES R AZE - BRERT - BBEEARAS - BHRES
Canagliflozin’aEHEA - HFERE K S - BECHE S5 EME P EIERK
AR - IEERSFA Canagliflozin (Al - &M EmsFiim RSB ZEE) -

(1) ABEHREE - ER - SRARBFEERNBA - DWEBFEBABLEER
6 E B RE M EEY AR -

(12) BREBRRAERTSHBERK  WEITEEAAREBERENIER -

(13) DIBESIREEMMEREAR - FAUVBI IS S EFE - RES BB ARZER VAR
Ny - (FBEEEEL.T)

B EA 5o A Y
E =1

EARZEmiFARBAEEG - ERAZRMERENDE5-AG(,5-FKHEER(1,5-
anhydroglucitol) Rz ol sE2 IR 14 R & - RULARIERILE1,5-AGHIIRERAE R ABE
ERMEEHNESE - BHINER -

Hit)T =518

(1) ERALIESE-SNERE  HEREAGPTPEENEYHPTPE PEEER

A - [ZARSEY  MREPTPR UAEFHEIBRANORARBRIE - EMEXE
B BB REINM R AR S - ]

(2) ¥/ M EER 75 /O M2 7 B B 7 [ 42 261 R B A 58— B BR 3 075 A P A0
WIE A B EE PR B (CANVAS RCANVAS-R) & - S5 ER iR 515 1 K 1 RIG 6
Canagliflozin 100mg&i300mghJsE A LLIER B2 RITRIE A - T R E BRI s34 sa R
AESNRE(hazard ratios1.97 - 5% EBER51.41-2.75)1 -

(A F s~ BEA25100mg/B)

RIRGRIEEIR

6.1

P.5




6.2

6.4

6.5

6.6

P2IRNARPUBEMNRER RV ATHRERREF AR - ABERKESR - [IRPHE
ERARERNLZZ R AREL - FEGNBYERKE)RSER - BEAREESZER
ANBRFPHERPPBREAERSERVEIVNB L LB /NERR - IE5h - TN

EENERKBE) RSB TNAERIRITERT - ]

=EZR

WA PRLEAARSEEYERERI - DYERARERARREBTEL
-]
52

ERAREEREEENHTER LR - BR - WRIZENLEMEAREERER
#eER) -

EEA

(1) —RMSEEARNEERERE - AUV ARKHERABE - ZEIRE -
(2) EFARFBKER (N OEF)WKE I BEEE - MARRNER -

EEANZEYEHE

MAMSE R RERASEROE SRR - LEBREFEAGSHEUL - 71~738)
EIREF NG5S - 217~225R)WEI2E E& M P Canagliflozin R ERIES
(trough)B K 12221 2iBEMAUC) » 17 ° EERER - EFEAWBEEREFIIELLFF
BHESH10~30% 11 - (RERZEZFERE5100mg/H ©)

HIngEfr=

GEEERAER)

HIFWEEA T B BERL O™ FCanagliflozin 300 mgh - &E M INEEAEE (Child-
Pugh7 2485 5~6) R P ERF INEEAZ E (Child-Pugh 2 #8242 73 7 ~9)#KCanagliflozin
Crax 7 BIEEHFIhEEIE® & LI 7% KD £14% - AUC) 72 RIECAT THEE IEE FIE N
#110% K %11% 10 - KRB EEFTTIEER 2 E (Child-Pugh?) B4 /) #8318 9) 1T B fRa
5o (AEmzEZRERER100 mg/H -)

UM IEAZEEREOR TR ZEYE} NESH

A 0

R n Crmax UCo-

(ng/ mL) (ng - h/mL)
2844 24632
£ T nkh )

FFINgEIE =& ga (794) (7132)

_ PR 3038 27162
BEMINGEAEE 8 (670) (8609)

A NF THEE IE B & R 240 19 1E LS 107 110
(%) (90% 1= F5 & ) (84,137) (86,140)

PR 2810 26866
DEMNIEEAEE 8 (1037) (5788)

P.6




6.7

B INBEIE R BROZMF9EL 96 111
(%) (0% EHR & ) (75,122) (87,141)

FIE(EEE) - a) AUC) oo Bn=7

BINEEAE
FdafE FCanagliflozint® - TIREREBINEERER - A=A CanagliflozinZZAl - &
FAHEBINAE - MR AZEEETE R RIE INEE

FERHBEER

eGFR ZEEs

(mL/min/1.73 m?)

eGFR =30 BMABH—X  REZR = FEEOR
Canagliflozin 100 mg -

eGFR <30 FeGFRIRABEAREP NEEEN

(B&#"ECanagluzim A) 30mL/min/1.73m? - BB AER
BN B -

eGFR <30 eGFRIER 30mL/min/1.73m25E AT

(RE#ECanagluZfEmA) BER AT DB AN EH B AV (RENE

A - B#AZEBE ISR eGFRIF RN E
INRERERERIE - B AHZBAMES

4
1N
N3

BITHEA R IR %E

_}

#eGFR<60 mL/min/1.73m%% A B4 FACanagliflozinBUGT inducers - GIEEEE
Canagliflozin REB1E - BENAENEDR - BZERIENMNEMEMEEE - DR Mg
2Rl -

LEREEEREEAERS - WA EEBNERSHANRBELE -
BIEREE

(1) BINBEAZ RIS AU FR s Im A
HAEDPEBINEAZTHE _BERRER A BREO® T Canagliflozin 100 mghs
CanagliflozinflIAUC .. BB THEE[E B S — BUME IR R A _EHK926% - b5k - #45
TNEEIE RIS _ AR IR R AR R EBINEEAZ RS B RRR AREL24/N\HE -
R EEEZEEOE EARERERNEEE(FIIE[IS%EFER])5H86.5929
[75.612 « 97.572]%61.017g [49.362 - 72.6711 9 -

R HEBEATHNE _DRREBEABEREOR TR ZEMENESH

BHERRNRE AUCy..,

L
n Crnax (Ng/mL) (ng - h/mL)

P.7




EINREFE A 12 1214 6929
(338) (1734)

DEBINEEAE 255 _BUERRE 12 1197 8766

A# (eGFR 30 ~ 49 (311) (2551)
mL/min/1.73 m?)

BB TNEEIE B 2 R ARy 44 {a] 215 98 126
1BEE(%) (90%=EE ) (82,117) (106,149)

FIOE(RER )
2) BINEER D E
GEHARAER)

HEBINEEAEEERL O FCanagliflozin 200 mghs - BREBINEEAEE - T EB
NEEREE REEBINEEREE MW Canagliflozin Co a2 BB INEEIEE RV K
27% ~ K19% K #10% = L9 - AUC) oo D RIEEB THEEIEE EIBMAI15% - £929% KA
53% - BRIBKRIBIEA - EEBR RSB ENAUC). LJIHEBINEEIEE E4EE -
Canagliflozin#4F #5884\ SRS B BRR - (REmiEZFRERAE%100 mg/
H-)

SN - HEBIBEESERKE « 1E - EEBEAZEIRERA/NEE - ROEERE
SR SHENREGNEEEGREEBNTHEE)DHI%53.04 - 38.32  17.11K4.27

9.

g
REBNEAZEERROR TR ZEY ) NELE
BBEATHNEE . Crmax AUC)_ o
(ng/mL) (ng - h/ml)
BIREEEE 3 1880 14862
(475) (5380)
REBNEAETE 1469 17172
(eGFR 60 ~ 89 mL/min/1.73 10 (669) (6075)
m2)
BIETHEE IE B B & 19MELs 73 115
(%) (0% EHEE ) (50,108) (84,159)
PEEIMREAEE 1717 18715
(eGFR 30 ~ 59 mL/min/1.73 m 9
2) (427) (4504)
BB THEEIER &R 91 129
A SE9EEE (%) (90%EE = (61,134) (93,178)
&)
BEBEEAEE 10 1746 22304
(665) (5566)




(eGFR 15 ~ 29 mL/min/1.73 m

2)
BB INREE S M 90 153
A 191EEE(%) (0% EFE & (61,133) (111,211)
&)
B2 SR SRR A (B 1R) . 1287 13587
(277) (3216)
BB IR S E 69 94
A 191E8EE(%) (0% EFE = (52,90) (67,131)
&)
=2 28 SR AN A (HEES A1) . 1433 14205
(509) (3648)
BB IR E SN 75 97
AfaF191EEE(%) (0% EFE & (52,107) (67,141)
i)

FHEEEERE)

FHA - BEEM O AR MIRZEY G 2 R FulBRIKB e B E R Z AR MR

7N e
K BMEEAEZ AR F(5528)1HbATCc (%) &R
Canagliflozin 100 mg
ERI AI:IE.‘—'—'H S_TC(EERI o n
BEIeEEETR # F;\ﬁ‘ NEE hE R E e
A EIEA BERZHA
(eGFR (eGFR b(eGFR
9OmL/2T|n/1 v 6Om2IL/m|n/1 v A5mL/min/1.7
3m<ll L) 3m ,{ﬁ?: PN 3m2LLE -
" %
L/min/1. .
9Om3/m2|n/1 ! 60mL/min/1.7
m°) 3m?)
n 158 279 20
IR EER] 8.31+0.96 8.01+0.87 7.87+0.91
BHEE
IR EER] -0.93+0.67 -0.76+0.
:Ejftz " | -ro8x005 [-1.01,-0.85] | [-1.17 -gii]
= [1.23,-093] | ~ T S
aftRZEER

P.9




n 23 98 3
" QL H] 8.12+0.92 8.19+1.01 8.17+1.32
pEmEREE | o
¥ RILER] -0.86+0.85 -0.98+0.65 -1.00+£0.92
LS [-1.22, -0.49] [-1.11, -0.85] [-3.28, 1.28]
n 34 26 5
RUWBEEE | QR 8.41+0.95 8.11+0.78 7.92+1.20
RO B RIRER] -1.10+1.20 -1.02+0.64 -1.00+1.37
ME (L= [-1.51, -0.68] [-1.28,-0.76] [-2.71,0.71]
n 22 36 4
o-BEMBEER |1R%Ea] 8.24+0.97 7.94+0.76 7.55+0.64
[ |
R EEpSiEs -1.02+0.77 | -091:082 | -0.25:0.82
MEEE [-1.36, -0.68] [-1.19, -0.64] [-1.55, 1.05]
n 30 40 2
. QL H] 8.17+0.78 7.61+0.59 8.65+1.34
wmmy | o
¥ RILER] -1.02+0.65 -0.78+0.61 -0.65+0.64
ME (L= [-1.26, -0.77] [-0.97, -0.58] [-6.37, 5.07]
n 21 39 3
VS EmbamzEE | JGZEp] 8.53+1.27 7.93+0.85 7.27+0.32
¥ RSN e -1.27+1.15 -0.94+0.71 -0.70+0.30
mE L= [-1.79, -0.74] [-1.17,-0.71] [-1.45, 0.05]
n 28 40 3
A%
opp_aspym | 2 836092 | 8.09+0.81 7.97+0.32
RSN -1.21+0.93 -0.92+0.60 -0.90+0.87
MEEE [-1.57, -0.85] [-1.11, -0.73] [-3.05, 1.25]

FHELREE
R

C ZEFMEESE
HITER -

HRERSIA(H AR NI

[TAREMAIS%EREME - HbAlc : NGSPE

R
REMTFELBUGTIAIRUGT2BARH
= H2RFEREEANRE -

AESEEHEHN)

ER)

JRELELR PR P RUFEME R/ 1% -
HP-EEAKSENMRESA2EEMA

RERB/P-EER

Ry By

B ARAEAR/ R E T3 0K

wE/eREF

P.10




W8 PRI PR %2

WMEEE FR Z= 48 (Sulfonylurea)
RUEEIRE E D W EEY)
o-H1 = I B H0 i
ERN%E(Biguanide)

& EMEE( Thiazolidine)
DPP-44NH

GLP-1= 32 {E BT

EEERSE

O RES IR MIBEM - AR 2L
REIRS /OB SE ARV 1B
- NEZHRERHE - i
FEE R &85 (Sulfonylurea)sg
EYEERE R D WEY A
5 - olEE 2B MNME MAERY A
b - BERR/VELEYNA
£ - DU EE Mz MR -
(2%5.1.1-51.2-81)H
IREMAERERES - BEREGES
it BINEINZREY) - &
Ho-EE MRS
(glucosidase) Nl & 7 FH
- RliZa 88 -

IENBE MBELER -

o5 . 1 45 7 R 52 Py 2 4
B-FR &

KSR

& i (L Bl 0 1 ) 5

OREfEMIE FREEEIR - 45%E
R 8 B /) VO BR R 1B &
AAREMARES -

IENBE MAELER -

e f2 MR IE IRV RUZEY)
B LIRR

OIREERUMME EF - S %W

BRI/

/B MAELERT -

B FIRFENER M#EE R m AR EMARES -
PRIRHES
Digoxin BHREBERERER300 mg

it B - Digoxin B9 Cppax &
AUCT Al £ 7136% & 20% -
PR Ldh 78/ 0 BRI Digoxin 22
MFRE -

RZE ¥ P- R E B RV 7E
.

Rifampicin ~ Phenytoin -
Phenobarbital * Ritonavirg

BWEER - ERifampicinff
A - REEmAY Chg/RAUC
7 RIFRIE28% K 51% - Fild

WNZR/NDERES -

REENEFEAREMNAH
BEZUGT1AIKUGT2BS - 1
ERZEMWAH - &
eGFR<60 mL/min/1.73m?
J& A BIRS F FdCanagliflozin
EBUGT inducers + DJEEER
Canagliflozin 2 E81E€ - B
BUAEWER - BEEEIL
IOE PR MmaEZE - IR Mg
il -

AR IERVZEY)

IRE (loop) MK Thiazide%a

FPRE &

EREEY) R E m RS - of
e LR AR IERBERIIE

P.11
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2 - B BRI /O R EE A
FREIFIRE -

EYREIER GEARARR)D
(1) A ZE ¥ CanagliflozinZ24) &1 H289F & 1) Rifampicin
# Rifampicin#iCanagliflozinZ2¥) &) HE &

7 % HHEZEHSE RETIHS Canagliflozin Z 248 HE 28]
AFIT1E ZEE[90% S B & E]
/B
Crax AUCy_o
Rifampicin 600mg 300mg 0.72 0.49
[0.61-0.84] [0.44-0.54]

(RERZAEZREHRER100mg/H -)

2) ELfhZEY)

RevH B Teneligliptin* + Metformin ~ Cyclosporine - Probenecid ~ [ AR#%# 22 %% (Ethinyl
Estradiol & Levonorgestrel) &Hydrochlorothiazide Z2¥M MR B1ER#% - BEHAYEBEY
@,

*TeneligliptinfaZRBE AR AR E#Y

(2) Canagliflozin¥ifff HZE 2 2 g NEN T E

1) Digoxine

# Canagliflozin¥DigoxineZz#) &) H By &

T P % HHZERSE RETIHE HREZZYESHNESEH
L FI9E ZEE[90% E B & E]

HA/EE
Crax AUCq.24n

Digoxine 0.25mg 300mg 1.36 1.20

[1.21-1.53] [1.12-1.28]

(RERZEZRZAER100 mg/H -)

2) Hith#zy)

REyEETeneligliptin* ~ Glibenclamide (Glyburide) ~ Metformin ~ Cyclosporine ~ [1AR##
Z2 %% (Ethinyl Estradiol Levonorgestrel) ~ Hydrochlorothiazide -~ Simvastatin -
AcetaminophenkWarfarinZ2¥) X G 1FR%E - BB A ERETE -
“Teneligliptinta 3k B B &R A& )

BITER/ARXIE

81 WAEZEIFA/FARKE

EHARBEARN TSR SRAZLEBNEREREHED - 16292 B AP HEAT45
(291%)BAREISIHARKREB(HEZHARBREEER) - TENARREREERKE

P.12




i ~ M - 8K - MPEESIEI - BRE - (HTZER)

(1) EXAR&RE

WASIEE (2.7~14.1%) : FFREMBERBZEYFBOBEREEMNE - LEZERSERR
B~ WEEE K= (Sulfonylurea) SRERMNAUERE R W E YGRS - olpE1g M
ERERR - FRUEZ BBV ELEYNAE - AZEmE ARAEMIERBEY G HVIE
EMIAEREEMEORERARS - LIRELRERE - BETOBRNZREYSEE
NWEBEREE - fl - (B2EEE5.1.1-5122(1) 7+ 12)

2) Bi7K(0.1%) : BoJsERIRMRKIBH. - BIRERMABEMIT KD - WVOEER - B
BOE -~ 25K 88K - MEBRESRORKER - DAFENGARESEEEE

X

HEAERFERKMENBEMBESME - BEEZRY - BH0ER - (8%
£8i5.1.1 5122 (2) - 6.5)

3) R P E(JRERAF) : HustLIRE TS (B2 RKARWEPS) -
RRERR  BETUPLRESEFENEREE - (RSEEHS1.2)
4) BERBER (01% ) ~ INZEE R SZERERIEEAHIESS (FournierBiE ) (BRA
R ) ~ BUMAE (SERABE) : clBERIRB&HE R - INSE R ZIEERRIE IR R

( Fournier FBiRYE ) ~ BUMAE( BFEMMMENRTe) - PRLALA/NOERS - MERIREBE
- BAETUPLERESFENERES - (FSEEH5.1.22(3))
BAELEHRBERL - #XSGLT2 AH/E ( 825 Canagliflozin) BB A - BEERS
WREBR - BEREMRMERBRE R - W ADRERSE - 4 SGLT2 #iH!
FETTAE - SRIYRERINER - BahmASE LR RE R REUE
A - HEREIBAR -

(2) Htt AR &

LR MEARKER - BIRERETEENEREE -

ZDEREE

1% £ 0.1%~FKMW1% | F&m0.1% SRR AR
BRBEAFE | FRERR SHREMER BERE BS
&2 /A Ko BBX - | AKX &
PR - SN IRX - EIHES
ERESKE | STHREE - O
E - BEME|RESKREE -
BRI F AR M
FEREERER| X - KKK
EC Efw - SN2 ER
B ANEBR
BEX - BRI
MR KA EZ AIMIKIBZE | I~ AKX
= IBZE
RErREERE | FAEEMEL |SOEHE -5 |REBES -
Bt e FREZMAE - B | ffE - S0
iE - BRARRE | #E - SR
i~ MBEER
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B

B N wmP - BE T%ﬁ’ﬁ'féﬁ)ﬁ
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10

11

ZEIBAE

10.1 - VE ke
W-EE L EEEEH2 (sodium-glucose co-transporter 2 ; SGLT2)1&E 7 i i
BNEG . EEBHIKBBEN AT EEREERRKE MR AEE) .
Canagliflozin¥SGLT2 A R I HIEI/ER - SISO EEBERIER - Bt
MBS EE R ERRD - SEREMmEIER -

10.2 X EEIPE M
(1) SGLT 24P #I1E A
Canagliflozin$i A$ESGLT2 A B MNEIE R (ICs0fE : 4.2 nmol/L) (in vitro) 24 -
(2) ElEE BRI e
55— RUEFR R8BI Zucker Diabetic Fatty (ZDF)RI KB E R & 3% FCanagliflozin
R BEREREEREREEX FFREPESEEIS21MeY) - $5— BiER
% A B R4S 18 FCanagliflozin100 mghs - BB BB RIEI=E FA RR
hEEEHEt S 2 -
XEREEEERKS(BA4XSEIEEESHFEIEE RIS S Y =@ BE RN 28
T BE 4R BN 2
() I H L =E R
ZDFARE S - BREOEFCanagliflozinks - BERBREMBEIIERSY - E—EE
th . EEABSE ERORFCanaglifiozins - BERARIEHDATCHIER - EBRT#E
B O RS M 2 B oh B R A S Mg FFRIERSY - WE RBERERATX
R - EE2ABEE L OB FCanagliflozin 100 mghs - BERHbA1CBRE B 871 = i
rey=1d.

103 BERATZZEMBER
E—HHI2E - M KE(10 - 30%100 mg/kg/ B WEBE SHEMRRD - 823
1510 mg/kg/B M LB BEHE AR EARE - LURIBF100 mg/kg/B R
= IR SE AR R IR\ IR O S AR - WARSBELORTAEST0
mag/kg/ B (#)85100 mg/kg/B () BHRESAUC )N AESEREZEA2(18
1R 100 mg) 61841 -

BB ) B

1. MiEERE

(1) BRIG =

TEERAT 104§ %I 5 — AU R 9% A BB R4 FCanagliflozin 100 mgRS M bR 8L R 2 8

HEBLEM TR -

¥ T BRERBMABREOR FCanagliflozin 100 mgRsi MR EE{E(FI9E + 22
= n=12)

P.16



(ng/mL)
1600 1

1400 1
1200 1
1000 4
800 1

600 1

WEgE wizoyyseue) FE

400

200

0 1'2 2'4 sls 48
TR (NRF)
B HERBEBAEREDO T Canaglifiozin 100 mg BRI
hiREEE(EEE + BEE  n=12)

= BB AR RERABREOR FCanagliflozin 100 mgiSRIZEY EN N ESE

Cmax AUCO—oo tmax t1/2
(ng/mL) (ng - h/mL) (h) (h)
1126 6561 1.0 10.2
(228) (1305) (1.0-1.5) (1.9

n=12  FHERERE) - toy HPUR(E/VE - RKE)

(2) EFRE

¥ RERBHATBIREBLOR T Canagliflozin 100 mgRFHIZEY E) NS U T FR

= BEENTHRBESATERETRED -

x HE_HRKRFERAEBI4REBLOR FCanagliflozin 100 mgiSRIZEYEN NE L8

Cmax AUCO—24h tmax t1/2
(ng/mL) (ng - h/mL) (h) (h)
1136 6635 1.0 11.8
(330) (1367) (1.0-1.5) (3.2)

n=12 - FHEIEEE) - t,,, BPUBE/NE - BAE)

(3) BEYNRE
EZEEREREI0DE(ERE

A2 ¥R R A A B R FCanagliflozin 200 mghs » Cpp oy B2

=Eo

AUCq.oo I8 9B L (AR 18/ Z= B8 ) R HL90% S8 B R 0.843 [0.790 ~ 0.900] %0.977
[0.945 ~ 1.011] * &R’ T Canagliflozinfit . P I BB AR ER£1.0/\E3) -
(AEREZ FEREH100mg/H ¢ )

* BREMAZERTHMRERTRHHN

NENBZSH
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Cmax AUCO—oo tmax
(ng/mL) (ng - h/mL) (h)
2026 15316 2.0
oo =+
=R (458) (3135) (1.0-5.0)
- 1740 15140 3.0
e (435) (3572) (1.5-5.0)

n=22~24 - FHEEEE)  thAPUE(R/NME - ZAE)

2. R

GEHARAER)

@Bk A (9%1) BB R 3% FCanagliflozin 300 mglR a4 #1 4 #2 o] FA =R (bioavailability) 495
65% 4 -

(RERZEZRERE%R100mg/H <)

3. ERBEEE
Canagliflozinfy ASEMERERHAE S EXIRI8% (in vitro ~ HBIEX)
4. #H

(1) BREERAGERERA - 62)BREORT[M4CIELCanagliflozin 192 mghs « 1&F24/)\
BN RE R A H G MR P AN MRS Bl /mCanagliflozin (45.4 ~ 98.7%) ~ EEHERE (L
[z F&(glucuronidation)fGE#IMS (1.9 ~ 29.6%)EBIM7 (16.0~28.8%) K& (LR EIMI (2.42 ~
3.70%) 9 -

(2)  Canagliflozin & #E /L (b2 FE(glucuronidation) U = ZEAUGT1AI R UGT2B4E R -
SR EZLACYPIAAERE - HRABCYP2D6 - HCYP2B6 ~ 2C8 ~ 2CIOK3A4#EH B MR
FIER(CspfE : 16 ~ 75 ~ 8027 pmol/L) - 1B¥ICYP1A2 ~ 2A6 ~ 2C19 ~ 2D6 K 2ETRESEHD
SIER - BEBCYPERMNESERBERAGIER - AEFECYP1A2 - 2B6 - 3A4 - 2C9K
2C19 -

HUGT1ATR 1A B INEIER(1CsofE : 9150 umol/L) - B¥UGT1A4 - 1A9%2B7k

EEHNEIVER (in vitro) D -

5. Het

(1) HREEMACGEHZEA - 6%)%9’?,@DTﬁ%ﬂ4C]T;‘—E§ECanainrozin 192 mgh - #7168
INFE - IRTFRIRETE32.5%HEE BRI - 604%HEEEF - IR F48/N\ 52 - BERRTR
ACanagliflozin - \BAMS5 (13.3%) &M7 (17.2%) - E{EPHBCanagliflozin(41.5%) - M7
(3.2%) &M9 (7.0%) ©) -

(2)  Canagliflozin®P-tEER - ZENMHBESR2RABNUELNZE - HIP-EEBR
ZENMAEER2BEMIINEIER(CsyE : 19.3 umol/L&21.5 umol/L) (in vitro) 8) .

B Rl BR E

—BA
(1) ét'?"‘“JiJ‘B”EE‘:tbﬁiEfﬁ p(FE st ER - TA-7284-05)
DAERE KB EN A FA R 12 [ #EE’J%_?.:”%%@%%A(ZH%)%%% CARIR - EE2438
# ¥ 100mg Z Canagliflozinat 2 & &l - & R M RZEFA /R - Canagliflozin 100 mg &% A 1
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HbA1cfE (NGSPE)LE L RIHIAREIRE - MIEZESIBERUE - B24BNEESCRFHER

g E + 1R E
=376+

0.35% -

HERE)E LR A$4H(9341)&-0.76+ 0.35% -
BORARKRENZEXRELRBBFEARS11% 12/9381) -

Canaglifiozin 100 mg48751.1% (155/90%) 1314
(REREY FEAE5100 mg/H °)

Canagliflozin 100 mg#$4H(90%41)

= RS RE SRR G24AB)NER
Z Canagliflozin 100 mg
n=293 n =90
e MRE RIREER] e ME IR ER] | BRI 2=
FL LR N 12 2R N
HWE(E= MNE(E= (=l
) #
HbA1c (%) | 8.04+070 | 0.29+007 | 7.98+073 | -0.74+007 | ~1:03%0.10
[-1.23,-0.83]
7o = 17 ¥ _ #
ZIRFS IR 163.0+32.6 3.7+2.7 157.7+35.7 -31.6+2.8 35.3+3.9
(mg/dL) [-43.0,-27.6]
WEEfEE2/\ -84.4+8.0%
Ry M 303.0+66.4 -0.5+5.8 311.7£724 | -849+54 |[-100.1,-68.7
(mg/dL) ]
e FHE+HZEE  HERRETNEEERBELFEINE | AEEFIE+1EER
= #p
< 0.001 - [JAREMAIS%EREERE - HbA1c : NGSP&E

(2) REARTHER

MR B REE BOR A RIFIESIM MRS R REEAG7IR) B - 1R1R - EES2HE
#&F Canagliflozin - ERMRFEFR - £LiB5238 - Canagliflozin 100 mg##4E R0 MAEIEHIE

FAABTE - 1R EEATAYEL B 8 b3 (T B + 42 % %) fECanagliflozin 100 mgR¥4E(12741)

B-442 + 3.06% - EMERERENREERE3.9% (58/1278) - IE5h - BE(eGFR : 60
mL/min/1.73 m2BL_E ~ k3 90 mL/min/1.73 m) R E(eGFR : 45 mL/min/1.73 m2LL
L~ R3E60 mL/min/1.73 mABINEER 2 15 — BB R IBH ARIHDATCE(NGSPE) TR A T I
15),16) ,

= RER P B (385288)04 R NOTE: Study TA-7284-06

Canagliflozin
100 mg
n=127
REEH] HERIRERRE(EE
HbA1c (%) -0.80+0.70
7.84+0.71 10.92, -0.67]
FEL REE - [ REERMAIS5% &R - HbAlc : NGSP &
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FOh- IKBINBERERI ZAERM MRAK -
x BUBEAEZMARBIR T (55218)RU4RNOTE: Study TA-7284-06

Canagliflozin 100 mg
KEBINEAE | PEEEBINEE
%A (eGFR | 2% A (eGFR
EX TH A TTC fkhy
BIBIERBEA | 0mUmin/1.73 | 45mL/min/1.73
(eGFR 90mL/ , \ , \
1 73m2L m<PlE ~FKm | mLlE -~ Kim
min/1.73m 90mL/min/1.73 | 60mL/min/1.73
) n=42 5 5
m-<) m<)
n=77 n=28
$3 2 8.01+0.69 7.73+0.73 7.96+0.37
HbAT
¢ %) £ 1R AT -1.02+0.62 -0.68+0.74 -0.74+0.26
8t S 121 -0.83] | [-0.85, -051] | [-0.95,-0.52]

FHEHFEE - [ JARNEMAIS%EREE - HbAT1c : NGSPE

PERE - EEE AR ORRMEZEDE AT IEH MENSE _BRKRERA18R)BESE - 1
K 1R - FEES2BRT100mgzCanagliflozin - #&RMKRFEFR - BIIEARKRERZEERTE
PR BEE PR Z 48 (Sulfonylurea)ft R 516.1% (20%8/124%) ~ BARYEURERE R 72 W EEY
FAl 7% 4.6% (37/65%) ~ Ho-EEBEE B (glucosidase) HIHIE Hf A 430.0% (0%/62%) ~ &1
€0 (biguanide) A2 AR /35.6% (4%/7213) - EIUE EW (thiazolidine) R & B &
4.8% (3%/63%%) - EADPP-AHIAIEI G RIS 52.8% (25/715) - 121 10) .

(REEmizEZ ERE%/100 mg/H )

#F R TR (ES28)194 R NOTE: Study TA-7284-06

PRy Canagliflozin
f— 484
HbA1c(%) n 124
w QLR 8.18+0.99
MEGERERE A
MEERIREERTRVE L -0.96+0.69
= [-1.08, -0.84]
n 65
BUNEEEEERD W e ] 8.25+0.91
Z6%
A MEE R IREERTAYEE L -1.06+1.01
= [-1.31,-0.81]
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n 62
QR 0220.
o B AR 8.02:£0.84
ARSI OB HERT RO B -0.91+0.81
= [-1.11, -0.70]
n 72
T
e ) QR 7.87+0.75
AR 1B HERT RO 5 -0.87+0.63
= [-1.02, -0.73]
n 63
7] &= M2 M SR 8.10+1.04
thiazolidine) ¥z -
(thiazolidine) SR | n o smm st -1.04+0.88
= [-1.26, -0.82]
n 71
DPP-4 3 1R 8.19+0.85
ARS OIG HERT RO B -1.04+0.76
= [-1.22, -0.86]

TG + BEE -

[1 RERMIEINS% EHER -

BIBERRERI ZERM NRAAR -

BINBEAZRARMIRT (5652 1B) BWHbATC (%) 4

HbA1c : NGSP &

Canagliﬂozin 100 mg

E«( trﬁRIjJ ;FfE\ EF‘%%E ﬂﬁxljj
BINEEEERA 5w A (eGFR AE2EA (eGFR
(eGFR 90mL/ | 60mL/min/1.73 | 45mL/min/1.73
min/1.73m? m2BLE R | milE s R
PLE) 90mL/min/ 60mL/min/
1.73m?) 1.73m?)
n 158 279 20
e e ] 8.31+0.96 8.01+0.87 7.87+0.91
GEEANNCEETED) -1.08+0.95 -0.93+0.67 -0.76+0.89
B{EE [-1.23, -0.93] [-1.01, -0.85] [-1.17, -0.34]
B REEER
n 23 98 3
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8.12+0.92 8.19+1.01 8.17+1.32
-0.86+0.85 -0.98+0.65 -1.00+0.92
[-1.22, -0.49] [-1.11, -0.85] [-3.28, 1.28]

34 26 5
BB REREER 8.41+0.95 8.11+0.78 7.92+1.20
-1.101.20 -1.02+0.64 -1.00+1.37
[-1.51, -0.68] [-1.28, -0.76] [-2.71, 0.71]

22 36 4
o- BEEERND 8.24+0.97 7.94+0.76 7.55+0.64

|| 7]

A 1.02:0.77 | -0.910.82 -0.25+0.82
[-1.36, -0.68] [-1.19, -0.64] [-1.55, 1.05]

30 40 2
N el 8.17+0.78 7.61+0.59 8.65+1.34

& P Y] i

BERIRERW -1.02+0.65 -0.78+0.61 -0.65+0.64
#H{E2 [-1.26, -0.77] [-0.97, -0.58] [-6.37, 5.07]

n 21 39 3
T T D JG 2R 8.53+1.27 7.93+0.85 7.27+0.32
HERIRERN -1.27+1.15 -0.94+0.71 -0.70+0.30
#BiE= [-1.79, -0.74] [-1.17, -0.71] [-1.45, 0.05]

N 28 40 3

LR

DPP-43025! FG R 8.36+0.92 8.09+0.81 7.97+0.32
MR IRERIAY -1.21+0.93 -0.92+0.60 -0.90+0.87
L2 [-1.57, -0.85] [-1.11, -0.73] [-3.05, 1.25]

EIgEL FEE [ AREMRAIS% %8 &E - HbAlc : NGSP &

3. HBREEZRHEENHAEREZL (ZEEHRESERFER MR THR)
EHBEREHEEZZIENIFEERRE(ESE  dEERSEARI A& - olEH
A OBEBENEEME 18T R8BI F60B AL )N S RIFIEEI Mg - eGFRE
45 mL/min/1.73 m2Bl ERE " EERFRA(1462) 5% 2 - LIX1XR - BEIRT1618 - &
MR R B R R ERE R A515.5%(11%/715) - #Canagliflozin 100 mg#%18.7%
(145 /75%)1718) .

HEEBRFTHBD - BFCanagliflozin® E452:8 - THRESERHRBR - BF
CanagliflozinE Bl(7648) 1 5 2B RS 8195 ZE AT A HDA 1 c(NGSP1E) &L B (T B + B # AR 32) -
0.88+0.86% - {E MiEH R B K fER £ %= 529.3%(228/758) 19) -
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x HTHRERRA 2B RESIEEHER(GE168)MNER

2 Canagliflozin 100 mg
n=87 n=88
oo s MEERILER] oA MAERIRER] | M RIE 7=
ES N &S N
MNE b= MNE b= (=l
#
HbATc (%) | 8.85+084 | 013+008 | 889+081 | -097+ 008 | 1-10*011
-1.33, -0.87]

RER . VHHELREE  HERREVESLEREZEN ZEE | AERFIHELRER
= #p<0.001, [15mAIS%EEEE - HbAlc : NGSPE

4. BAGLP- 1R EEFABIR Gt HEER (RIRTHER)
TR REEE A ZINE M EGLP-1Z R EAE(liraglutide) i E R iF & HIM#E - eGFRTE45

mL/min/1.73 mZJ//U:E’J”"_ UERABEAT1B)AEZ - DIIXR1R - B FCanagliflozin
523 - TES2 AR B EERTAIHDbATc(NGSPE)MWEEE (P E+EERZE)5-0.70+0.82% - &

mmm*a&%ﬁ$$%%mﬁ%ﬁﬁﬁmh

5. (IBINEEAER AR EmARNYR

EEERABEEHARAER) (NOTE: DIA3004)
DB REHBEADBEEZRGFESIMEE - il - EEE AR ORRMBEDERERFESIM
i BETERE(eGFR : 30 mL/min/1.73 mZJ/‘,{i K50 mL/min/1.73 m2)BINEERZ K
F_AERFRAROBR)BE R - 1X1R - EE26B FCanagliflozinsl Z B H - Z&RMR
P2 -
F R IRE SR AR (FE26E)NER

Z R Canagliflozin 100mg
n=87 n=88
REER] HERIRER] | IREER HERRER | AL BRI 2=
MELE ME(EE B
HbA1c (%) 8.02 +0.917 |-0.03 +(7.89 £0.898 [-0.33 +(-0.30 t
0.090 0.090 0117*
[-0.529, -0.066]

RER . VHHELREE  HERREVESLEREZENZEE | AERFHELRER

- #p=0.012, [ 1B RI95%EEER - HbAlc : NGSPE

‘H{:

6. ERFEREROETORSHENBHEROMELESR (CREDENCE:HER)2S)
Jr)?ﬁ'd“%‘ﬁ“ﬁ% Canagliflozin Z B w4 IReTFfha % (CREDENCE) 2 —BZEZH 0 -
BEMOE - 8E - TREYBMEKREER - hERE T EERBBA SR Canagliflozin AR
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ZREGERY - MAIRLEETE eGFR 230 E < 90 mL/min/1.73 m? - AEARE (FEEA/
BB >300 £ <5000 mg/g) - LESEERE G EHEETEHRESMEHENME
W e Z e LR HI I (ACED) KM E W 4R R BSPEERT (ARB) -

CREDENCE s FEBEHFME canagliflozin AR ZRE - BRIEREBR (ESKD) - M5
ABRET 2 A B R O MEBERRE T 2B S EIEENEN -

=l BB DB ES canagliflozin 100 mg (N=2,202) St Z & E (N=2,199) - FEAEEZIH
RETRESBREE -

BEHE D ECHY 4,401 B E - BHMEPMUES 137 18 - IS 99.9% HNREEEmESREE -
SHEGEET 67% HEA - 20% BREE - 5% BEAN ; 32% RARBTHNT T - FHEHFRR
63 5% - 66% =EM -

MO - BEIMEeRFHE 83% - REER/INEAEFAIE S 927 mg/g - eGFR F15
$£56.2 mL/min/1.73 m? - 50% BALMEER - 15% SALHSIBREE - TEERR 5
ERHNRMBEZEYRBEE R (66%) « A4 (58%) MIEMIKLE 29%) - £FFENSHE
(99.9%) TEMEHE > BChs&R T ACEI 3 ARB - X178 60% K= E R A MR ZEY) (15 T IT
%) - 69% £ F Statin $82£4) -

CREDENCE BN FZESTMIEERBERLRAKRBER (EEH eGFR < 15 mL/min/1.73
m? B ERENABSBERBE)  MENBESENERIONERETLTHER - Kkig
EHBERBMNDNAER - canaglifiozin 100 mg BERBEFEE ST MHIEENEIR [B&
EE : 0.70 ; 95% Cl: 0.59, 0.82 ; p<0.0001] (RE 4) - A FRK FEFR - BENRRRER
FERERAREER - MAENBREFEMOMEFRTHERE - SRBEEEVHEREBRITTHE
Bl - Canagliflozin 100 mg t1 88 Z RO R RIS AR [EMREE : 0.61; 95% Cl: 047 &
0.80 ; p<0.001] -

# : CREDENCE sl EZ5151R (ESERIEMIER) ARZAEERONER

Z R canagliflozin
N . . fEigth
AEEER | N=2,199 (%) | sS#asd=" | N=2202 (%) | SS#ast=x +
(95% Cl)
FEE ST
B2 CREEE
% AN 340 61 245 43 0.70
EFfzi - 2255 (15.5) ' (11.1) ' (0.59, 0.82)*
FTHOHME
REIT)
165 116 0.68
H EX
ARER (7.5) 29 (5.3) 20 (0.54, 0.86)
M35 B BL BT 12 188 24 118 51 0.60
1 (8.5) ' (5.4) ' (0.48, 0.76)
. 5 2
I T 02) 0.1 01) 0.0
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O M 5T 140 o4 110 g 078
i (6.4) ' (5.0) ' (0.61, 1.00)
MIERE
I RIAISE 253 179 0.69
T EO RIS 45 3.1 5
N (11.5) (8.1) (0.57, 0.83)
e
0 & EE 5T
T B 269 49 217 » 0.80
AABZE - 3R (12.2) ' 9.9) ' (0.67, 0.95)"
S
B ILE 87 6 71 3 0.81
= (4.0) ' (3.2) ‘ (0.59, 1.10)
66 53 0.80
& 1.2 .
IR PR (3.0) (2.4) 09 (0.56,1.15)
141 89 0.61
Ny il 25 16
: | (64 (4.0) (0.47, 0.80)8
SREAEE - M
224 1 0.66
] I 40 ( 65; 27 e pan
S EBEIET ' - (0.53,0.81)

BECAEDTER (FREEENRER)

BERIARIEETIEBESERIHET  MENBRRRESHNIHERY -

* 5100 BAFWESHRER

t BIREL (canagliflozin BB ZRE) - 95% EBERE R p B - EFEAHE Cox LA AMKE
BfhE . EEGPUAEARESIE - WIkETERBHN eGFR S (230 & <45-245F <60~ =
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