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7,

wE T aBEY A2 PREABAEA ALY EEMN
(X # 70 mg/dL (3.89 mmol/L) & - » 110 mg/dL (6.11
mmol/L)Z Z M VB EESOKAL -BE T 28, A

FEREEmEZARES SR -

wiE TEHARE  RAAETERAEARLBEY E
(X # 110 mg/dL (6.11 mmol/L))Z Z i e /R 4 H £ R K &

maLoWE"EHR, AFELEMEBEZIRET SR

#E P fmagis <TRAHEELFPEBEEAEBKNO60ZELLS
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mg/dL(3.326.3 mmol/L)EE ¥ &8 B 2 o R E B EE WY &K
R e

wmE TR LB eREE ) RAABHLFTEAREAE K MN200
mg/dL (11.11 mmol/L)Z B2 #% 2/ h z H H B ot 8 5
ERE W AR -

wE TEH A RDERREE L X TIFG, R A A K ¢ 1
8 B % 4 100 mg/dlZ 125 mg/d1(Br 5.6 mg/dl £ 6.9 mmol/l)
BN ZIZHEARDEBREAEZE L FNERRENR
Ao £ B AT RMI1I0 mg/dL B /) » 126 mg/dl (7.00
mmol/L) - B T E¥ XM A H#, 2EEEH 100
mg/dI(Bp h W56 mmol/DVZ 2B B B EE

wE THERBME AR, X "IGT, T2 A4+ EHB A
% K # 140 mg/dl (7.78 mmol/L) & /s » 200 mg/dL (11.11
mmol/L)Z R#E&Z2 ) F e R HERIXLFTHIREES R
N BFBERATERBA2)IF BRI BEXRFE S

BE)TRANZEBRABRTS gl H8 42/ ) F UuAmgd &

/AL B2 B REREZR - BAFA "E¥H & 8
) X183 A F 140 mg/dl (7.78 mmol/L)= £ 4% 2/ 8%
REOEDIBRREFHEHBEE -
wETHERABETAE RRAHLTERAEABRSL ER
M- B EFROBARAET - TEX LR F bR E
FREGVPETHA -SEBRBERBALAEAE< 1.0(E M)XK
<O08(kM)zEBALZBENSRE A -

wETREBFHAL-THREEFRAERE, X "THREE

=
2
£ ;

v

150925.doc : .21-
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HHER,, RREYABETILRER -

WETHREERE O RAALTEZERBELTH ARR
EURZEBEABRESEFREREFTEYT @KL KR
(Ford ES, 2 A - JAMA. (2002) 287:356-9) - | £ Bt & ¥
M2 FEHEFToBE-ZREFTHARAR LSRR E F-
DEBBMEIRMESN ARG TEDAR L - X85
BAKBARAMALE S EHBBAE LB RAARE TR
H(WHORE &) - bt AR BBV EI XA AR IIAER

AP ABKNDDHAEZARMMN > XA LFMMHE A
R FPZHREFRAEIERAEL BT ERS EFRME - A
A ERARENABANSAR S FME -

s BB EFERME C BFEREFRAMIEEH B TS
B~ R BEHBRMAGIR LT ETHEBFLE TR EETR
Moz R AEE AWML HOMA-IR) , (B & F M

T % 45 42 )F B 1k (Katsuki A, % A - Diabetes Care
2001; 24: 362-5) - B 4T 2B AN T B E FTHARAMEZ
HOMA # # (Matthews % A - Diabetologia 1985, 28: 412-
19) B EREBEFEFRAEK E F 2 tb(Forst® A » Diabetes
2003, 52(# Fl1): A5 F kR E¥ B XM A - 3
S M BREBHEFRETHAREEIHMAHMZIEBEALZK T A
R c ATAAEADNERBIFRAERZIKRE FHHK
(HOMA)-IR % {& 4 3} (Galvin P, % A - Diabet Med 1992; 9: 921-8) :
HOMA-IR=[Z B © F B & F (WU/mL)]x[Z & o £ & & #

(mmol/L)/22.5]

150925.doc =22
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¥ OABYEBEBARTBRIFEAELLIHRFLARE TR

e B FlokRAEEtzHbBERE B AW
ZH B BEREEFAREFRL BB ZAMN -
BEABEAEIGTRIFGHR2A B AR I F RO EHF LK E R
BMEFYMEASKREITAELXARBEIEAAKRSEFRHK
By - EFREEFRMBMZI AN BT EBETRBERLK - ZER
BB ARG FHRME RALEGHERATAE AR ALK ZH
B @ THRATH#BFZHNERBNTH > —AF£2-3
RN REBREAZRSEE > IR T RAETEKRE K -
MABRRPBBE AR T EHAM MR E FTHAN - 5B
HEhEBKRBEEREZ ERFEBEM  B@ihie K
£ TE B UTER | 4o B ZTPm AL zH e 2 HOMAFE &
(Matthews % A -+ Diabetologia 1985, 28: 412-19) - 7 %% p&
& % B BB 8 ¥ 2 tb (Forst% A @ Diabetes 2003, 52(3% ¥
1): A459) - o R A ERRXKERLAT ERNRKALZE S
F/IC-BRo ik RAFREREBKRANEG HHAEZRAEA
A& s kMR R/IKEK DA (Stumvoll F A » Eur J
Clin Invest 2001, 31: 380-81) -

"B AR L GAETRERIAEA2EBER
ZRA -MPBARKDIERHIARIZEABERECSE
BEAABERHE> 100 mg/dLR 2 THE x5 HH . B.
Meigs, % A - Diabetes 2003; 52: 1475-1484)R M A % &
FThEMHSG2TaEBREFRE)ZER - FXTHRB AR
AREREBRTIAZRBZEARR LG LABABARD &

150925.doc -23-
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(American Diabetes Association) & B 3 # &k % & H 1L A F
W& & % At K A (National Institute of Diabetes and Digestive
and Kidney Diseases)# F] # Jk Z 2 8 & [ The Prevention
or Delay of Type 2 Diabete ; % 3 3 # 83 (Position
Statement) ¥ & # (Diabetes Care 2002; 25:742-749) -

THALAFBREBEAHM I ARG AELEARBERE $ £ U
TR MAE 1) BEREEK 2 50K 3) & hE
4) — RS BAEABRBHLTE AIGTRIFGR2A M k& ° #&
YR 2HmEEFRETH &3 EHOMA-IRSEFEE - h»
ABEHzZEY BRELEBFAMBMEZRAALTERELA> 402
HOMA-IR% {4 X HOMA-IR> A B B #H F R E T % & & &
BRBGETHAEARAZIEFMEAZI LRAGERRK I -

#rE T2 BAR ) TAAALFEBAA AMN125 mg/dL
(694 mmol/L)2 Z B R A ER A L FHEARREN R
Ao EFERELH-H T LRHNEBEAIEFINHBERER
X - EZFTwBanmdEaRAR  AIALAZHRERTS g HBAR
2B RER EHF X o BEREGALB20 mgH FH B /AL
(11.1 mmol/)fn 3 - A E HHEAER AP - W EHE10-12/)

B BTS g BB o ALmARZIEZTEALRD B
XA AERAIR2)I B RGLBRE - £4 K B8
PR HEBATZI B RAERNHO60£2110 mg/dL & £
z M #REBHBEL)FHK D200 meg/dL B 2 B 1% 45
b #4140 mg/dL o # A28 4% A N A 140 mg$ 200 mgx
M A RALAEEHERAE -

150925.doc -24 -
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WE TRBM2AB AR OB A BEHEDERHK - F
RHREFAHBREREIM TR R LT HEHE B B A
mEE R B Hk(CHD)Z & # -

#W% "HbAle, % s Z 6B JEs T B4 A X &
o RELBARKMELCHALELRAZE - A LB ERZE R
THbAIcE E A H % EENH - BALEZA A K LEKBEN L

BREARLmBEES > BHbAlIcE "Bl &4 L
RBAM4Z6H 2 T3 LA - HhAlc/E £ & % 1t 8 & %

CHRADAFRERILIBAREF(FLEEAR PL LR
BZ<65%TRERFLH LBAREMLEMAE R - BHMH
 Z P E2 B F AR AR EE P ERYNL0-1.5%2
HbAlcfi F 3 ek & - L HbAICE KRV 3t K & W £ AT A # &

-
o

B E P ER<6S%NE B4 <6% HbAlcz ¥ B2 & A -
HwETRARRBES X" ABEaBEN, £XHF
B SN EHEHE P EHEFE THLAICEA S N6.5% B8 @3
HERT0% - EEEHEENTS% LESZN8%Z KB A -
"TRBMEBRE O THA TXERH (EANRKRH LA
BHRPH) FHA TREEREZH > AR EER
A X R B BLX #H # E % B (Laaksonen DE, ¥ A Am J
Epidemiol 2002; 156:1070-7) - 3% B ATP III/NCEP4s ¥ & 8|
(Executive Summary of the Third Report of the National
Cholesterol Education Program (NCEP) Expert Panel on
Detection, Evaluation, and Treatment of High Blood

Cholesterol in Adults (Adult Treatment Panel III) JAMA.:

150925.doc -25-
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Journal of the American Medical Association (2001)

285:2486-2497) > ¥ H L =M X E S H U T AR B & &5 Rl

2B A RO E 1% B

1. BAREMHE TR AFHERE> 40380 K102 cmB &4
P2 B >353 vt K94 cm; RHEMNABARAERRBAESE K
£ A FMHREHE

2. H b =88 - 2150 mg/dL

1%

S cmB 4 MHIEE =90 cm

3. B M HDL-A% B &2 <40 mg/dL
4. fo JE = 130/85 mm Hg(SBP= 1303 DBP = 85)
5. % B bR W B M =110 mg/dL

% S NCEPX £ €& F 4 3% § (Laaksonen DE, £ A - Am J
Epidemiol.(2002) 156:1070-7) - & ;& ¥ X H# i = 8 & R
HDLE BB A B2 oW T A THERE T HZRAEL LA o
M # #» Thomas L(% %) : " Labor und Diagnose ; © TH-Books
Verlagsgesellschaft mbH > Frankfurt/Main » 2000 % -

Wi ER L > 24 2 B(SBP)# %140 mm Hgx {4 B
473k & R (DBP)# 890 mm Hgx H AL BT A & £ B -
FEAABBEAR  MBITRAF LS £ ERFRKEMRRN
130 mm Hgx € B 47 %k o B ¥ 1K 2 /& #» 80 mm Hg -

w3k TSGLT24p %1 &l ) A AR ARETARGEMNLEY
BEEmtTuwhAABATAY  BHAEAEARBHIBASS
zibsdh EHMHEBZE2 (SGLT2) A& M T AR
SGLT28 7 # #1 4 A - st IC50% 2 = #hSGLT2¢ # # # A
B 1E &7 1000 nM ~ # £ 8 £ /&5 100 nM ~ R4 KH#50 nM -

150925.doc -26-
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HhSGLT2Z 9 H A TH XK F Lo H A RAARX
B Mz oF FHHXWO 2005/092877% WO 2007/093610( %
23243 )F ik 0 LMEEH I LAEXERIAFAHALRX
P oo #riE "SGLT2#p # & , F LA A E - S & L TH %2
B -HEAKEMRERILY  OEBLEBHEEHRA -

#5 3% T 4 #& (treatment & treating) | & 4 #H & & F = % L
(%ﬁ”ﬁﬁ?%aﬂﬁﬁﬁﬁﬁ)i%% B RMEEHR - EHHEHS
BITARBHIFNEZERIERRE LA RERXT 4 & &
MERARE LB EERERZEBEHE - Bd > K3
RatHWRIETAHFMMB o) BEEHMZEEMELEUR
AR g s x -

#5 3% T ¥ B 4 # (prophylactically treating & preventivally
treating) ; & " B 4, TEZHRERBLLSHBERH £ L XA
REBAZARNELE TR IEHE G ILFKRZAR -

#ETRA )OS EBOLRZIEBREA —RSBELERZ
T @ o sbsh o WE THRE L, A0 RA - RME - =@ K
EEERSR 2 RBARBEORSER AP EXMBRRHERD
ZHRBOBE - EHTEORNEA — K $MBER - 5
"B, HFESIE o BE - TRABEZAEHREOHER
B e

#53% T # # , (" pharmacopoe ; & " pharmacopoeias ; )44
16 % £ # # > ] 4 " USP 31-NF 26 through Second
Supplement ; ( % B # # % J 4 (United States

Pharmacopeial Convention)) & © B M *# 6.3(European

150925.doc -27-
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Pharmacopoeia 6.3) ; (European Directorate for the Quality
of Medicines and Health Care, 2000-2009) -

[F3#H K]

ABERHZEHN ARmTBRastY T ERRARAE
o £ X R TF X AT & & SGLT24p ] & -

B4 SGLT24p #l &l 4 & 8 X (DX A & # A RN

t + R
g X BR k7 T
ko 3- R A A KRS)-m A% H-3-KAAK D R EXARAR

H’Z\

SGLT2#p %] B ¥ 2 — # 69 AT % -

XML AHWAREARFTEMEN (W)X T EHF FE
$ : WO 2005/092877 ~ WO 2006/117360 ~ WO 2006/117359 -
WO 2006/120208 ~ WO 2006/064033 + WO 2007/031548 ~ WO
2007/093610 ~ WO 2008/020011 ~ WO 2008/055870 -

AEE XD HEBARKRZIEITAD T RAKXZ
M TF & ABAME -

BEW O REATRAXAAAL A#AHT A -

it RP&7H-

150925.doc -28-
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B REFTA -BHA it - R)-m & % -
AAXRS)wm Ak d-3-AAA - EEZE R ROAF
AA - LHE S (R)-w & kd-3-% &K% K(S)-m & 4 % -
3-X A A - BA® R AFLHEL - R)-w &k -3-4& &
A R(S)-m A kg-3-K A% -
BREZADZ w4 HEIBEABRRIEXTAYDHLEE LS
HmI1)EA.11)2 8

(L1)
(1.2)
(13)
(L4)
2-(4-Z A ¥ A)-4-(B-D-sth #) H #8-1-44)-5-58 -5 B

150925.doc -29.-
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(L5)
(.6)
(L.7)
(L8)

£.4)-
(1.9)

£2.4)-
(L10)

% & &

150925.doc
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(L11)

1- F £ -2-[4-((S)-m &k -3- & A A)-F 4]-4-(B-D-vito # &
#-1-4)-%

EERAZADxz s HHRARRIETAHELESR
b4 4 (1.6) ~ (1.7) ~ (1.8) ~ (1.9 & (I.11) »

EERAHAZAMI hhHHIBARRZIEXFTANGLES
it 2 45 (1.8) & (1.9) -

BREBEAER B ExXHAARADNzws HEHai
BRRZEXTEDHRRATECSHE KRG - ZHLHARE S
mt K - REATE - gtz itsdimn(.7) FHzE
e XM AENBEBRFEHNFHEWO 2007/028814¢F » £ 4 x
HARXF - $WBEZLEGHAY) FHNZLLHEHEAM
AR EF P EFEWO 2006/117360F > H 2 X AKX
o HABEZIALSHAI) AHMN 2L EABAMAN BB
FAHFFEWO 2006/117359F » H & X AKX T o #»
BAEzeH1) AHNZREEHBAMENBRLH ¢
% E WO 2008/049923F » KX B AAXT - 48 &N
REARGFERBM  HESGLT2H 4 & B2 A B ¥ 4 4 # A
B ot HELAXAAYELLLABLEIYARM S
BRabYRBREGFREE TN -

BB ALEMBER  LXAIAZIE—AEEHBRTRE

150925.doc -31-
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(i B) A % 3 A 2 SGLT2# 4l B & X % X 3] A 7 X A #*#
AR F -

o H ANz 48 8&HKAA9IX)TH e 218.84 - 20.36
& 25.21°20(£0.1°20) R 2 & ey X G Ra 5t B £ & # >
b X4 & H K% 4B EXRPD) A % A CuKy 88 4 %
48 o

AR@mET MXH LN RAENERES14.69 18.84 -
19.16 ~ 19.50 ~ 20.36 % 25.21°20(+0.1°20) & = ¥ » H ¥ %
X4t e R 5t B £14 4% ACuKo 82 4 2 4% -

AR mET o ZXHALHRGLEHEEEA1469 1795~
18.43 -~ 18.84 ~ 19.16 ~ 19.50 ~ 20.36 ~ 22.71 ~ 23.44 -~
24.81 ~ 25.21 & 25.65°20(£0.1°20) % 2 % » £ ¥ # X H &4
ARG H B £4E RACuK 8BaEF -

gREBMmT #HE&HBAUIX)GBXHEHREHE £
A B E/REACK BHREF LGS RITHES
BB 2 20(£0.1°20)k 2 % -

21 £ & XAIX)2XHA L H REHE F(EFR205

#3002 )

20 d-fi %R UL,
) [A] [%]

4.46 19.80 8
9.83 8.99 4
11.68 7.57 4
13.35 6.63 14
14.69 6.03 42
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15.73 5.63 16
16.20 5.47 8
17.95 4.94 30
1831 4.84 22
18.43 4.81 23
18.84 4.71 100
19.16 4.63 42
19.50 4.55 31
2036 436 74
20.55 432 13
o 21.18 4.19 1
21.46 4.14 13
22.09 4.02 19
22.22 4.00 4
22.71 3.91 28
23.44 3.79 27
23.72 3.75 3
24.09 3.69 3
2433 3.66 7
2481 3.59 24
@ 2521 3.53 46
25.65 3.47 23
26.40 337 2
26.85 3.32 8
27.26 3.27 17
27.89 3.20 2
28.24 3.16 3
2901 3.08 4
29 41 3.03 18

150925.doc
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L2 ABEMT £ E&BAAIX)B XS LB K& H
B £ A 0 %EB £144 ACuK, %24 25 B &4 WO
2006/1173592 B 1 ¥ Af 5~ B # 2 20(£0.1°20) & X & -

b ot 0 B EHB X T9X)hd H151C £ 5SC2 R B(E S
DSCR & 5 A AW B EFE 5 MR 210 K/min)k & - F7
2 DSCh 57 » WO 2006/117359z B2 ¢ -

A A %% N4E A STOE-STADI P-4 44 & L B A 1L
B 8L & & Bl £ (OED) R Cu-F5 #& 1F A X & & R R (CuK, %8
4 > A=1,54056 A > 40 kV - 40 mA)x M &4 K 2 4k X4 &
DRELFBE - £LER1ITF > ME "T20 [°]) A F4%4 A (K)
B Td[A]l, 2~ &#% @& P 24 & 33 A - WO
2006/1173592 Bl ¥ AT R Bt Reps(BE R 2 )X E 4

AEHERBZE LHA20EERAHKEZE0.1°20 A8
T+ 0.05°20 FEP > EFELALESHANIHE KB EH
ERFAAFAZEEHBAF > ZHHE S TRE X X20
BRAMNHEMMAZTE 0120258 > AT EHBENHER
2 +0.05°20x % B > r MERERASRLEHHMAMRE -

# & DSC(£ & # #% & # £ )% A DSC 821 (Mettler
Toledo) B & 5 & -

A—BAExRGTF  AFAZRELLbYRBEAYELLSILS
A9 T ELSOEB%Z LA H(1.9)1% 2 L XA E R
AL &M AXAIX)2H KX - B £3ZasY xEHA
o 2 HLB0EE% EMHZELVIOEENZILA ML EZ
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ExmrEE2AELLEEHATIX)ZH X -

SGLT2# #l 2z B B 2 B A2 5 X0.5 mg®200 mg -~
£ 2241 mgzl00 mg- ZME1 mgZESO mgso B AW - & 0o
#wEBE Bt AEAIBRALSHTLLLEXARA
T EBMT0S mgESOmg: 41 mgE25 mg- £ 2 @
425 mgE12.5 mge AEAFARAF LB EREE(H o
BRE KB E)E(H £)0.5 mg- 1 mg~ 1.25 mg~ 2 mg -~
25 mg~5 mg~> 75 mg-10 mg-~ 12.5 mg -~ 15 mg ~ 20
mg ~ 25 mg# 50 mg SGLT24p #] & » #l 4o X ()1t &4 » £
B3N AELELIAAXAIX) LB ERE
(Bldo » Bz B B )4 (H %)0.5 mg~ 1 mg-~ 1.25 mg -
25 mg-~ 5 mg-~ 10 mg-~ % 12.5 mg SGLT2#p #] # > 4] 4o &,
Hiee®  BEBEm T4 HADREL L XTIX)-

A-—BEEKY  KAEABEabH P RHESGLT-24 4 2
Be 2 4N (640 > — F A > 5l 4o B A = F EH) o

AAERALERNBREZREA _FEIN > AR ®m T B
—FHEM(,I-—F A M B A B H = F 4 JHCI) -

MRS o BER —_FELERB TN EBREFNL3,174,901
P —FTEM(=—FRE M)A B et B &84 EHMK
9 B & % & Emil A. Werner & James Bell, J. Chem. Soc.
121, 1922, 1790-1794#% 7 - — F M 2 L B & + T 2
Z BT % B 199945 3848 ¥ 2 £ B ¥ % £ % 09/262,526
Wk FBRZAHE3,1749015% - &4 > KX A= F ER
A - P AR B E o
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— ¥ 4 % A £ #4250 mg%E 3000 mg BB @ E 500
mg% 2000 mg& #2500 mg /R M @b B EMHEAREEE
H £ & H

B — FH2Mx B EHERY AHI00 mgZ 500 mgk 200
mg% 850 mg(— X 1-3k )~ %300 mg% 1000 mg(— X 1k &
X))o

AW AERTXHE M EM B ERET A100
mg % 2000 mg3 100 mgZ 1500 mg * # 4 %250 mgZ% 1000
mg o A8 # &K K T 1250 mg -~ 500 mg -~ 625 mg > 750
mg ~ 850 mgk& 1000 mg#y B &% — F AN o BBEE — F 4 A 2
EERNBEREAFTLLZBRBRERANG € X6 E2F #
RBEHBERE ANAAALRBEAEZH AN E L
b r BB _FHENGETABREMEEREAAS00 mg
850 mg & 1000 mgey B 8 — F 4 M -

AABRAZX BT AEARBTE LRSS REE
A ERER/IZBEBRAEMZIRABEHBRE L S~ A B
- BAEMRER S WEREFMWB)Z BN > AEY
BAh W x B A EIEH<S% Y KRHY<4% -~ HH<3% - HRARH

3

B2% BAEBKAHI% s BEAERBNL05% % E R4
AR H02% N EMEB R ERAILEREL(NRE
i) e
A# AFDCHABR Y 2 # &
ABWS-—BOGHAEASEREAND  BA RFK
BEBEEMEOBEIN  BE - -BRE - BEER-ASEH4
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TR H o b )X K FAFDCHE Y -

B CERAFAFDCARY Z AT B B 48 & B4t
BAREREDZOR  HlooBH#mt Ed o B IH%SGLT-
QM F B EMEBESC AR EZHEBB L) EE &£ B8
RexE -~ ZREBREBYEGCRER (H 4 > BAHSGLT-2#4
#) B A% X 4% € 4% (tablet-in-tablet) & % < 48 # (bull’s eye
tablet)) » # & 2| Fi 45 A SGLT-24p %) Bl R B % 2 pr A & % 2
MERHYU BEBVLCETRABEHRFHE -

EHERZERABANFDCHEY » EEHFHHF L E i
BZnERFHRBR B ZER B BRAGEREREE
B o E B KA

AR AR Y EREE S SGLT- 24 41 & -~ B8 — F 4
s —REEHE LB (Bl BRBH) Y — R % #5548 (5
o R4 ) FEBFEBEWBeBEE K _AILY)R
— K 5 A8 B B () 4o AR S BB ) - |

EAABAZI-—BAERA Y  RERAGLHNE o RE S
abd o BEBLKER ABRMTER&KE  EFUTz-—
xEHEEBR

-BE_FTEREMNIEB oL AL EREBEZHYB4IEE
0%

- SGLT2# # B B St A £ @& B K 20018 8
%-2.11% & % -

- B AEBRE SN RFENIOON

- GEBREBRADREN0.5%
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- BB EEASAAHS60mMEE 41180 mg 0 &

- A B A AR DR RFRNLS min e

E—BEERA P SGLT2# # B AKX (Dté 4 > B M
TiEHmANKREE &K X (1.9X) °

EABERAZ —BETHHT  AFEALGHMPAESTATH
FabidAzeonmEEashy REAHKE AR
s &R A

A4 H o Flo XAl EELXA9IX)

Hldo » A2 & %05 mg~ 1 mg~ 1.25mg~ 2.5 mg > 5 mg °
10 mgsk 12.5 mg °

— P BR WM T BEE_FEN Bl HASFA
500 mg ~ 850 mgsx 1000 mg

BR—R $HEBERME > BERMET — X3 EETEH

W BB — RS ERER(H oL R —REHE
BE (Bl B EEK R )R/R— & FEHFE R (H
WwREE) RAAEALLE  ZoBELLI(H ) X%

HOBEBNW oA AFALELE) —XFZEHEH(Hl L
—EB) — RS HEEAN (B Rk - ALBE/F/E
ZERAMIR/ZH—REEB AR (Pl E B H) -

EABRZX KT AEARMBW o)A ERERS
BB R EAM B o2 FER/K R A A2 K
REBRERELSY -  HAERY  BEHRBABEFE R
BT ETHEBLAEAMWLRS s~ BhR/X
BRIEXRARTXHRARAZAHGR/IZAN - AL RAR AW

M
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z%’.fz FOAARAERAE -SSP RETEIZEF L RER
ERE/IRTHLXRATXARRZANL - s - BRA
MERERIXRBRESCHWEFZAbY  HEeh  BLE-HRBA -

2 ARABEARBI I LK RSB EBREAZIR
KELELDERBI L BRE) A FRA(RKRL)BLAHZIERT
EFh AT LEARBFA R LI T ETW B TAEEER
XRAERER)REHE - AEABELRRAAREH KA F 5
BRZERI IO aRE(AEE>ES FB)UET B F X
M HRTEHF -

AREHBOUSER A ZRROMBELE R Y L4
L) A EB (Pl ot RERRAENLER 2ZSGLT-24 %
BBl » XK(DIbs 4 Bl XANLEHHAELE LB K
(IOXNE BB BB (Bl ot K)REAMFRERBET
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500.0 84.75 850.0 85.0 | 1000.0 84.75
22.63 3.83 44.5 4.45 57.76 4.89
47.2 8.0 80.0 8.0 94.4 8.0
2.95 0.5 5.0 0.5 59 0.5
4.72 0.8 8.0 0.8 9.44 0.80
590.00 100.00 | 1000.00 100.00 | 1180.00  100.00
6.00 50.00 8.00 50.00 9.00 50.00
0.60 5.00 0.80 5.00 0.90 5.00
2.40 20.00 3.20 20.00 3.60 20.00
2.928 24.40 3.744 23.40 3.78 21.00
0.036 0.30 0.128 0.80 0.36 2.00
0.036 0.30 0.128 - 0.80 0.36 2.00
12.00 100.00 16.00 100.00 18.00 100.00
602.00 1016.00 1198.00

% 1a: SGLT-24p 4] #|+= F # BiHC] FDCE & 4t &l X 4 5 &) K I

st

b4 (1.9) 1644 (1.9)

z & &% X (1.9X)
BEg— F A
EoREE
R4
B RE Bk — AALE
RE PR Eh 4%
LE BRI

e d AP Ak £2910

A B
BAK
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#] & R & (SGLT-24p % &1/ = ¥ R AMHCI) » mg

5/500 5/ 850 5/1000
[mg] [%] [mg] [%] [mg] | [%]
5.00 0.85 5.00 0.50 5.00 0.42
500.0 84.76 850.00 85.00 | 1000.00 84.75
30.13 5.09 52.00 5.20 65.26 5.53
47.20 8.00 80.00 8.00 94.40 8.00
2.95 0.50 5.00 0.50 5.90 0.50
4.72 0.80 8.00 0.80 9.44 0.80

590.00 100.00 | 1000.00 100.00 | 1180.00 100.00
6.00 50.00 8.00 50.00 9.00 50.00
0.60 5.00 0.80 5.00 0.90 5.00
2.40 20.00 3.20 20.00 3.60 20.00
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el 1 77 3
AL E
FALs 4
LY E(LR)
BE F(LRER])

2.76 23.00 3.68 24.00 4.14 24.00
0.12 1.00 0.16 1.00 0.18 1.00
0.12 1.00 0.16 1.00 0.18 1.00
12.00 100.00 16.00  100.00 18.00  100.00
602.00 1016.00 1198.00

F l1a# : SGLT-2#p 4| &+ — F 2 piHCI FDCE B 4t B = 44 X &)

£ 15
s

1b8-49(1.9) %4t 44 (1.9)
Z # & X(1.9X)
BEg — F AN
B s K= Ry
e B 4%

LY E(SBIH)
FAKTAEEE2910
Macrogol 400
B
= fAbsk
il o 34
A1béi 4

® B (BR)
BEE(LRER)

#) 2 R B (SGLT-24p %] #]/= F % AAHCI) » mg

5/500 5/850 5/1000
[mg] (%] [mg] (%] [mg] | [%]
5.00 0.85 5.00 0.50 5.00 0.42
500.0 84.75 850.00 85.00 [ 1000.00 84.75
30.13 5.10 52.00 5.20 65.26 5.53
47.20 8.00 80.00 8.00 94.40 8.00
2.95 0.50 5.00 0.50 5.90 0.50
4.72 0.80 8.00 0.80 9.44 0.80
590.00 100.00 | 1000.00 100.00 | 1180.00 100.00
6.00 50.00 8.00 50.00 9.00 50.00
0.60 5.00 0.80 5.00 0.90 5.00
2.40 20.00 3.20 20.00 3.60 20.00
2.928 24.40 3.744 23.40 3.78 21.00
0.036 0.30 0.128 0.80 0.36 2.00
0.036 0.30 0.128 0.80 0.36 2.00
12.00 100.00 16.00 100.00 18.00  100.00
602.00 1016.00 1198.00

# laa ' SGLT-2#p %] |+ — ¥ # JAHCI FDCE R 4t #| 2 %42 % ¢4 T 4]
&) ¥ /R B (SGLT-24p #1 &)/ = ¥ 4 BHCI) > mg

o

1644 (1.9) & 1t 4 45 (1.9)
z # &7 X (1.9X)
BEE - F M

+ 52 4h AR

150925.doc

12.5 /500 12.5 /850 12.5 /1000
[mg] (%] [mg] [%] [mg] | [%]
12.50 2.12 1250 1.25 1250  1.06
500.0 8475 | 8500  85.0 | 1000.0  84.75
22.63 3.83 445 445 | 5776  4.89
47.2 8.0 80.0 8.0 94.4 8.0
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BE BRI
F2 A AR F A4 £2910
Macrogol 400
Ay
—f1tsk
AL R
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g B (L)

g E(LREE])

# 1ab : SGLT-2#p %] #+ — ¥ 4 HCI FDC¥

AT

b4 4(1.9) At 440 (1.9) 2

%%wiawo
B = F 4
B
R 4 BR
B ok = R Abwy
kP REEL 4%
LE FEEIH)

e A F R 452910

Macrogol 400
B
— R4tk
AR
Fi 4bé§i%r.

150925.doc

2.95 0.5 5.0 0.5 59 0.5
4.72 0.8 8.0 0.8 9.44 0.80
590.00  100.00 | 1000.00 100.00 | 1180.00 100.00
6.00 50.00 8.00  50.00 9.00  50.00
0.60 5.00 080  5.00 0.90 5.00
2.40 2000 | 320  20.00 3.60  20.00
2.928 24.40 3.744 23.40 3.78 21.00
0.0012 0.10 008  0.50 0.36 2.00
0.0012 0.10 008  0.50 0.36 2.00
12.00  100.00 | 16.00 100.00 | 18.00  100.00

602.00 1016.00 1198.00
4% B 2 48 B 89 K
#| % /& (SGLT-2#p | #1/= ¥ R AHCI) - mg
5/500 5/ 850 571000
[mg] [%e] [mg] [%] [mg] | [%]
5.00 0.85 5.00 0.50 5.00 0.42
500.0 84.75 850.00 85.00 1000.00 84.75
30.13 5.10 52.00 5.20 65.26 5.53
47.20 8.00 80.00 8.00 94.40 8.00
2.95 0.50 5.00 0.50 5.90 0.50
4.72 0.80 8.00 0.80 9.44 0.80
590.00 100.00 | 1000.00 100.00 | 1180.00  100.00
6.00 50.00 8.00 50.00 9.00 50.00
0.60 500 | 080  5.00 0.90 5.00
2.40 20.00 3.20 20.00 3.60 20.00
2.928 24.40 3.744 23.40 3.78 21.00
0.0012 0.10 | 0.08 0.50 0.36 2.00
0.0012  0.10 | 0.08 0.50 0.36 2.00
12.00 100.00 16.00 100.00 18.00 100.00
602.00 1016.00 1198.00
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% 1b: SGLT-24¢ 4 #+ — ¥ 4 siHCI FDCE B 4t #] 2 %4 &% 84 & )
A 8 5 (SGLT-24¢ #1 #l/= F 4 ALHCI) > mg

ity

1419 %t b4(1.9) =

4% & X (1.9X)
BEE — F A
TR
# R R
3 F % Sl | ¥ 54
B RSBk 4%
HBE B (B
7o Fy Ak F A4 4 52910
.
BB
—§1b4k
FALBE
A bdk 4
BETE(LH)
B E(EREE])

1.25 /500 1.257850 1.25 /1000
[mg] [%0] [mg] [%] [mg] | [%]
1.25 0.21 125  0.125 125  0.10
500.0 84.76 | 850.00  85.00 | 1000.00 84.75
33.88 573 | 5575  5.575 69.01 585
4720 800 80.00 800 94.40  8.00
295  0.50 500  0.50 590  0.50
472  0.80 8.00  0.80 944  0.80
590.00 100.00 | 1000.00 100.00 | 1180.00 100.00
6.00  50.00 8.00  50.00 9.00 50.00
060 500] 080  5.00 090  5.00
240  20.00 320  20.00 3.60 20.00
276 23.00 3.68  24.00 414  24.00
012  1.00 0.16 1.00 0.18 1.00
012 1.00{ 0.16 1.00 0.18  1.00
12.00 100.00 | 16.00 100.00 18.00 100.00
602.00 1016.00 1198.00

* 1b#  SGLT-2#p 4| &+ — F 4 AMHCI FDCE & 4% # 2 48 & 9 B 5
#) 8 B JE (SGLT-2¥p 4] /= F # AHCI) > mg

Ay

& A X(1.9X)
BBEE — P AN
-3 ¥ .0
BE &K -_A1Lyy
7 A5 85 4%
HBE E(EIR)
BARLAFREE L2910
A B
BER
—fb4k
FALBZE

150925.doc

1Leh1.9) %L em(1.9)=

1.25 /500 1.25/ 850 1.25/1000
[mg] [%] [mg] [%] mg] [ [%]
1.25 0.21 1.25 0.125 1.25 0.10
500.0 84.76 | 850.00 85.00 [ 1000.00 84.75
33.88 5.73 55.75 5.575 69.01 5.85
47.20 8.00 80.00 8.00 94.40 8.00
2.95 0.50 5.00 0.50 5.90 0.50
4.72 0.80 8.00 0.80 9.44 0.80

590.00 100.00 | 1000.00 100.00 | 1180.00 100.00
6.00 50.00 8.00 50.00 9.00 50.00
0.60 5.00 0.80 5.00 0.90 5.00
2.40 20.00 3.20 20.00 3.60 20.00
2.52 21.00 3.36 21.00 3.78 21.00
0.24 2.00 0.32 2.00 0.36 2.00
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0.24 2.00 0.32 2.00 0.36 2.00
12.00 100.00 { 16.00 100.00 18.00 100.00
602.00 1016.00 1198.00

B A MCCz SGLT-2# #] &+ — ¥ # BAHCI FDC¥ & 42 %

B & R E (SGLT-2%p %] Bl/= F £ AHCI]) * mg

1.25 /500 1.25 /850 1.25/1000
[mg] [%] [mg] [%] [mg] | [%]
1.25 0.21 1.25 0.125 1.25 0.10
500.0 84.76 | 850.00 85.00 | 1000.00 84.75
33.88 5.73 55.75 5.575 69.01 5.85
47.20 8.00 80.00 8.00 94.40 8.00
2.95 0.50 5.00 0.50 5.90 0.50
4.72 0.80 8.00 0.80 9.44 0.80

590.00 100.00 | 1000.00 100.00 | 1180.00 100.00
6.00 50.00 8.00 50.00 9.00 50.00
0.60 5.00 0.80 5.00 0.90 5.00
2.40 20.00 3.20 20.00 3.60 20.00
2.76 23.00 3.68 23.00 4.14 23.00
0.12 1.00 0.16 1.00 0.18 1.00
0.12 1.00 0.16 1.00 0.18 1.00
12.00 100.00 | 16.00 100.00 18.00 100.00

602.00 1016.00 1198.00

B MCCz SGLT-2%p #| %+ — ¥ # BIHC] FDC¥ & 4 &l

8 B (SGLT-2#p %] &|/— F # ARHCI) - mg

12.5 /500 12.5/ 850 12.5 /1000
[mg] [%] | [mg] [%] [mg] [ [%]
1250 211 | 1250  1.25 1250  1.06
500.0  84.76 | 850.00  85.00 | 1000.00 84.75
2263  3.83 | 4450 445 5770 4.89
4720  8.00 | 80.00  8.00 9440  8.00
2.95 0.50 | 500 0.0 590 050
4.72 0.80 | 800  0.80 944  0.80
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LH F (8 BI)

AR TP AL % £2910

A —E%
g
— R sk
FALR R
Absk 4
BAE(ER)
WY F(EREE])

590.00  100.00 | 1000.00 100.00 | 1180.00 100.00
6.00 50.00 8.00 50.00 9.00 50.00
0.60 5.00 0.80 5.00 0.90 5.00
2.40 20.00 3.20 20.00 3.60 20.00
2.76 23.00 3.68 23.00 4.14 23.00
0.12 1.00 0.16 1.00 0.18 1.00
0.12 1.00 0.16 1.00 0.18 1.00
12.00 100.00 | 16.00 100.00 18.00  100.00

602.00 1016.00 1198.00

#1le : SGLT-2#p #| &+ = F % BHCI FDCE B s #] 2 48 & &9 T )

#| 8 IR Z (SGLT-24¢ | &I/ = F #AHCI) > mg

mg/4%
# (Fa)
[ ) EX A () ES
& &1 XJ1.9X) 5.000 mg 5.000 mg 5.000 mg
BBz = F 42 HHCI 500.000 mg 850.000 mg 1000.000 mg
REHIRZ E KB 30.130 mg 54.721 mg 65.260 mg
£ R 4w 47.200 mg 80.240 mg 94.400 mg
Koo & ahiL* 175.000 mg 297.500 mg 350.000 mg
B Sk = fibry 2.950 mg 5.015 mg 5.900 mg
P RE i 4% 4.720 mg 8.024 mg 9.440 mg
BLEH) 590.000 mg 1003.000 mg 1180.000 mg
fo i A F A4 %2910 6.000 mg 8.500 mg 9.500 mg
Macrogol 400 0.600 mg 0.850 mg 0.950 mg
i o7} 2.880 mg 4.216 mg 3.990 mg
Bo 2.400 mg 3.400 mg 3.800 mg
A1 2 0.060 mg 0.017 mg 0.380 mg
f b4 0.060 mg 0.017 mg 0.380 mg
Ko 42 epib* 84.000 mg 119.000 mg 133.000 mg
BT (R aBaE) 602.000 mg 1020.000 mg 1199.000 mg
*ARENMER  ARKAEDTRLR -
RRBEEEKR | Has REBEERK
BALBEBERE UF L e “HuF 5l

zHzges)

150925.doc
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A1 8 A& (SGLI-2# #1 21/ = ¥ 4 IAHCI) - mg

mg/4e &
# (F=)
16 #1(1.9) H AL 24 (1.9)
z 4 &7 A(1.9X) 12.500 mg 12.500 mg 12.500 mg
@ut Bz = F 4 HHCI 500.000 mg 850.000 mg 1000.000 mg
REFIRZ BRBH 22.630 mg 47.221 mg 57.760 mg
£ R 47.200 mg 80.240 mg 94.400 mg
Ko BEI* 175.000 mg 297.500 mg 350.000 mg
B ok = bR 2.950 mg 5.015 mg 5.900 mg
A RS EE 4% 4.720 mg 8.024 mg 9.440 mg
BEG) 590.000 mg 1003.000 mg 1180.000 mg
fam A F AR £2910 6.000 mg 8.500 mg 9.500 mg
Macrogol 400 0.600 mg 0.850 mg 0.950 mg
= 84bék 2.880 mg 4.216 mg 3.990 mg
BB Ry 2.400 mg 3.400 mg 3.800 mg
FAEHR 2 0.060 mg 0.017 mg 0.380 mg
Absk 4 0.060 mg 0.017 mg 0.380 mg
Ko BB ERALH 84.000 mg 119.000 mg 133.000 mg
8 (42 QBT A 602.000 mg 1020.000 mg 1199.000 mg
* AREMMER  AREAMPRER -
REBEEZREKR | HEE REBEERK
HeLBRBERE HuE LG LELE
zHz%8)

%) 8 8 B (SGLT-24¢ %] &/ = ¥ & JHCI) > mg

#E 5/500 5/850 5/1000
ieam(1.9) R4 (1.9) 2 &

a7 X(1.9X) 0.85% 0.50% 0.42%
&z = F % AHCI 84.75% 84.75% 84.75%
REBHIBZ E KRB 5.11% 5.46% 5.53%

£ R %R 8.00% 8.00% 8.00%
7K o BB EhAL*

B A& Sk — R b 0.50% 0.50% 0.50%

% RS B 4 0.80% 0.80% 0.80%
BEMH) 100.00% 100.00% 100.00%
el A F A4 52910 50.00% 50.00% 50.00%
Macrogol 400 5.00% 5.00% 5.00%

— a1k 24.00% 24.80% 21.00%

150925.doc
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g 20.00% 20.00% 20.00%

F LB E 0.50% 0.10% 2.00%

FAbsfis 0.50% 0.10% 2.00%

7K B shAL*

BEEOBERE) _100.00% 100.00% 100.00%
* AR ER ARLEVTAER -

#| & R B (SGLT-24p 4| &I/ = F 4 AAHCI) > mg

## 12.5/500 12.5/850 12.5/1000

R R E RV T R B

s 7 X (1.9X) 2.12% 1.25% 1.06%

@Rtz — F 2R HCI 84.75% 84.75% 84.75%

KRB IR Z F R B 3.84% 4.71% 4.89%

£ R %R 8.00% 8.00% 8.00%

‘ 7K o 4B AL

B &K = fiuw 0.50% 0.50% 0.50%

7B A5 B 4% 0.80% 0.80% 0.80%

BE(H) 100.00% 100.00% 100.00%

2RI F R4 £2910 50.00% 50.00% 50.00%

Macrogol 400 5.00% 5.00% 5.00%

—a1bék 24.00% 24.80% 21.00%

B 20.00% 20.00% 20.00%

A2 0.50% 0.10% 2.00%

S bak 4 0.50% 0.10% 2.00%

7K o B4

BB (LEEAE) 100.00% 100.00% 100.00%
* AREHEER EBRKEMPALER -

@ T ASGLT-2# # B 2 EE E# B > 4% > 1.25 mg~ 5

mgH 12.5 mg' ALBFH TAHBRHLE T K BRH ML K
“EZXIE - THAMSEELFTREET R B - £ H %K
zZ A RAY > EMEE RS -

e R KX (ER&A):

A % ¥ SGLT-24p 41 &l (4] 4o 16 & 4 (1.9) &k 1t & 4 (1.9) =
#8%X(1.9X)+ — FEMHCI FDCE B 4 # 14 £ & A 1t
Ao RBRAERALREERAAERYBREEL - = F

150925.doc -63-
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A HCIA £ B4 ~ SGLT2#H 4 B T H A R F mit §F
AR A ﬁ*&fi%é%‘é%” # &) (Kollidon VA64) ~ R &
ARz T8, 8% gt aBEs N THRBRER
B, PRERACRER - RF 0 BFH R KX ZSGLT-24
# B = FAEMR-HCIR 2k B — AR ERARE R K
o AACAER AL RAAETHFAHFERE - B &G
EEoR B RS K = A1t (Aerosil 200) & 45 & M & & =
AN FRAEAKRBEEARRLRL G YR E R
& B -

T DA ARBERHIEAETFRS S £ - 1F A3
BzhH B HABFEZIEFEARABMALEKE ~ & -

ERa/E/ZZRAMA ALK Z S KB EF R &
B A% E e B -

BEREBxzu AR LN EABAOKEMRA

a) AR EZ A AEBRKDAH0S5 mmE]l mmz & A &H

— 9 # B HCIE £ % & & -

b) A BB BETRAHEERNRASARZIKLSMWAI)KILES Y
Iz &ERKXNAIX)R KRR L REFT S HNEN ~ 5 BN
kPl g A THRBRERE, -
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d) £ 22 BRAYBER LB AEALBESGEAETHE T2
BMERE O AFARARGDBALLERER AN B L AL B MM
E o

e) BEHEEBRE  BAAABRANHNTOCA D EABE
FTHBRAEZEH AP LLODMA (B 1-3% » 4] 40 0.8-2%) o

f) £ A@BR A DAH05mmE].OmmZ & 4@ &4 EHE & -

g) ABEBPHRENECHERRRBEE K ALy
(Aerosil 200) - £ 4 A Z A7 & 78 & & i& Aerosil 200 H —

® N B EB A B BOBE K G o

h) 18 B B 85 4 F 808 mmé W@ E S EBE T - B
%o HBAEBBBREBPIPRIREBORELE TRKLB LS
B o

) AxBBEBRR "REBLSW, BREKRKB -
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BRALE(T ~ &~ EXERASH)r kP - B
%O AMBAAFRABE TR T AN LEABRBBBEETAY

® GREGCBRBEAXRSETHURELE TERBER -
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f)

g)

h)

k)

PR E A THBRE -

AMEREXEF  BMEAALRERMEA FE = F 2 MHCI
B E KB HF o

A BEATHE "ERRHR EEARARSHBIAIALR
kool g R E BN -

HELE RS BAABERATOCEZ80C TR % AEE &
2] ff 40 ¥ LODAE (BF 1-3% » 4] 49 0.8-2%) > 24 5 LOD X #
2% o

AWM ANAH0S5SmMmE].O mm2 & 48 6 E R -
RBEH RSB PEHEERRRBEREAK ALY
(Aerosil 200) £ 4 A Z A7 & 4£ A 0.5 mm & 49 & &
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B &K A1k

B RS B 4%

ME TSR
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25 .2

BA R

—AAbsk

fILBE

A bR 4
BEF(LB)

BME F(LREAE)

# KX (1.9X))+

zZ
BixBlz B ERH TN EX2P -
2. SGLT-2#p#) #+— F 2 AR HCI% B 4z 2] 2 48 &% &5 T )

— ¥ 4 B HC] FDC(& & B 4t &) )= 4

&1 & BB (SGLT-24p 41 K/ % 8 8 B (SGLT-23r 4 &1/
=¥ HEHCI) > mg = ¥ % BRHCI) » mg
12.5/500 | 12.5/850 113'30/ 5/500 | 5/850 |5/1000
[mg] [mg] [mg] [mg] [mg] [mg]
(300) (300) | (400) | (325) | (325) | (425)
12.50 1250 | 1250 | 500 | 500 | 5.00
16550 | 165.50 | 165.50 | 181.25 | 181.25 | 181.25
12500 | 12500 | 125.00 | 131.25 | 13125 | 131.25
3.00 3.00 300 | 375 | 375 | 375
2.00 2.00 200 | 250 | 250 | 2.50
0.50 0.50 0.50 | 0.025 | 0.625 | 0.625
0.50 0.50 0.50 | 0.625 | 0.625 | 0.625
(570) ©69) | (1140) | (570) | (969) | (1140)
5000 | 850.00 | 1000.00 | 500.0 | 850.00 | 1000.00
1500 | 2550 | 3000 | 1500 | 25.50 | 30.00
4750 | 8057 | 95.00 | 47.50 | 80.57 | 95.00
2.50 4.25 500 | 250 | 425 | 5.00
5.00 8.50 1000 | 500 | 850 | 10.00
870.0 | 1269.0 | 1540.0 | 895.0 | 1494.0 | 1565.0
7.00 9.00 1000 | 7.00 | 9.00 | 10.00
0.70 0.90 1.00 | 070 | 090 | 1.00
2.80 3.60 400 | 280 | 3.60 | 4.00
3.22 4.14 460 | 322 | 414 | 460
0.14 0.18 020 | 014 | 018 | 020
0.14 0.18 020 | 014 | 018 | 020
1400 | 18.000 | 20.000 | 14.00 | 18.000 | 20.000
634.00 | 1087.00 | 1260.00 | 709.00 | 1112.00 | 1285.00

THEASGLT-2# H# B X A A E&RE > Hldo > 1.25 mg~ 5 mg

125 mg AL BH THHHLEBH I LR M LIRS
22  THAMGELEETREEILREN AF B2 EAX
HueReAy > FRHEERBED -

C150925BX201409C.doc

-67-




1477509

e REA)

A% A SGLT-24p 4 Bl (#Hl it & M (1.9 R & H (1.9
#amXA9X)+ —FE#MHCIFDC# B sz B4 #£ b 3%
Ak B k@i (A NSGLT-24p %] & -F ) > ALK
BAP_FEUHCI-BER)AE R HEEBERASZ R RS
BHMEREE
SGLT-2#p %] & - & : FMHSGLT24 4 &% > £ a2 A Y
N H s c AR HLBREBUATIHRER
1) &% £ 5 A % & % % (HPC) -

2) B EE R N M S M 4% F S ~ SGLT-24p 4] & ~ L4 - HPC

BEBXBFRABGHEMAMERB &K -

N #HEBLehEKk—RE R -
Y AEFIACREHRBFHERME PN L5%LOD -
S5) BBRINBOBRERTRE

 Quadro B #

e Quadrof # & 49-188 -

) ABMAEAAXABIRZIEZEZPHRUTHEGE I NEREE R

E

- B —_Afbm fiEFiHB20-258 2 — o A SM

B EFHTRARESY -

- BRI BBEFTRBEDZHL By -

NRARAEBEBRSE AL - LB HELRE - G4 (188)R#H

Mg RbERBEBPRITRABIREL TRAEBS
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#A -
—FRBRHCI-BR | —FELAHCIR 2K EBH > L dEd
# R 4 # (Kollidon VA6 R b k# 2z "H s, 45
RERMAAREZER - F » BH KM KX 2 SGLT-24¢0 #) # &2
—FHM-HCIREA B —RAMWERECRERHZLF - £
HAbRERETARE RATHAHERR BEHEEER
MR R B Kk — A, 1b & (Aerosil 200) R 4 & M iF B = & B B
g B H o

—FE#MHCI- B 2 E S Frw P AR A M RA
a) B EZAEARAMEARKRK/DDAEH0S5 mmE]I mmZ & 48 &
# = F 4 gL HCI -

b) A BRBETHAREXNRSABZ B LRI ENL
KF g A T Hpmra -

c) R BEATHE "THRRE  EERRLSOYHE A
N AR A A AR I R

d) EH & 5 BB BARATOCEZB0C FHEHELZE
¥ B A7 H L LODE (BP 0.8-2% » 4] %0 1-2%) » A 5 LOD A #
2% o

e) A MWMIR A/ DAOSmMmEL.OmmZ & 4 & E PRk -
) ARAETHIPRARLEPEHERERRABEE K At
(Aerosil 200) - £ 4 Al 2 AT B4 A 0.5 mmé 48 & 1B Aerosil
200 -

g) 18 B A5 Bk 4 F B 0S5 mmGEWPE R MNWEERFY -
%O RO ABPRTREBPREL "REBOYB,-
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BRASRBRAEBREARNE "REBFIHWA, R T REB P
B, BHERERKE THa2AELABEZAEALR
TASSE HAREHZRL —BLAD

Bz e RBAMNALEE - & -
KZAHAKOEBRBRITRHYEB LT HOE -
HOBLLE T L E ARG KEENR
a) A # i X RS B AT A
BB AN K
A AL (= BN K
pARAXFRAGEEFERY  M#EAEEXNR

ETRAREALA TAORBFR -

AaRBFR ) HEBZ TR
Ba Bl e £ RA LA
#2 #7 B 1% 4% ¢4

BHERERA
A¥agReBHREFAER

SR ER )y

by A T LR E

ok E AT &G LIRS

RiFrk, BALORCEE)S
AN AN

A % A% 8 SGLT-24¢ 4| & (1t & 4 (1.9) ~

%12 %

2 8 &% X (1.9X))+= 7 # g HCl FDC(&

B % F RE

—&8 - A8 F

ERERASMAEA =R 1

L = B O
— 8,1t 4K &

M-
A®

B
]+

T

2

r

-h_

o B R IF RS E

cHBEALARBRR

0%

@ o

x

& 1t & # (1.9)
LB )X s &

BRPESCEBZARDERHN TN EIF -
23446 HA99)xiLS5MANNZ E EH A A9IX)) + — F £
Hammﬁﬁﬁi%wﬁwzﬁ&%am
#| 8 B (SGLT-2¥#p % &l/ | B &R E(SGLT-24p % &I/
— ¥4 B58HCI]) > mg — ¥4 5HCI]) > mg
BAT 125/ | 125/ | 1257/
500 850 1000 | 57590 | 5/850 | 5/1000
[mg] [mg] [mg] | [mg] | [mg] [mg]
SGLT-2 7 #/ #/4F % - (100) (100) (100) | (125) | (125) (125)
4th(I 9) & AL 4(1.9)
i 27 £.(1L9X) 1250 | 1250 12.50 5.00 5.00 5.00
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RS 6550 | 6550 | 6550 81.25| 81.25 81.25
Mgt 2500 | 25.00| 2500| 31.25]| 31.25 31.25
BRAGBRE 3.00 3.00 3.00 3.75 3.75 3.75
R FABE LS 2.00 2.00 2.00 2.50 2.50 2.50
B — aicm 0.50 0.50 0.50 | 0.025| 0.625 0.625
b T3 0.50 0.50 0.50 | 0.625| 0.625 0.625
= PYHHCIZ % - (570) (969) | (1140) | (570) | (969) (1140)
BEs - P 500.0 | 850.00 { 1000.00 | 500.0 | 850.00 | 1000.00
E 1 $2 1500 | 2550 30.00| 15.00| 25.50 30.00
R R 4750 | 80.57| 95.00| 47.50| 80.57 95.00
B &K AL 2.50 4.25 5.00 2.50 4.25 5.00
b §EL 5.00 8.50 10.00 5.00 8.50 10.00
BHEEER) 670 1069 1240 695 [1094.00 | 1265.00
ol A P Aagks£2910 6.00 8.00 9.00 6.00 8.00 9.00
A= 0.60 0.80 0.90 0.60 0.80 0.90
‘ R 2.40 3.20 3.60 2.40 3.20 3.60
i (7.7 3 2.76 3.68 4.14 2.76 3.68 4.14
LB E 0.12 0.16 0.18 0.12 0.16 0.18
S b 0.12 0.16 0.18 0.12 0.16 0.18
BHE(EE) 12.00 | 16.000 | 18.000 | 12.00 | 16.000 | 18.000
BHE(LREA) 682.00 | 1085.00 | 1258.00 | 707.00 [ 1110.00 | 1283.00

T4 ASGLT-2¥ # A X AR A E& B » Hldo > 1.25 mg-~ 5
mg 12.5 mg > £ LFH T H & £ L& B 2K BRH &KL K
®HEZE  THERAKRLILBEEITRFTEIARYS - £H2EX
Z EWRA P o E M E KRS -
® A (eI oeH):
A 2 3 SGLT-240 %] # (4] &0 1t & 4 (1.9) K it 4 #H (1.92 &
& X (1.9X))+= F 4 gl HCl FDC4t & 4t & % < 4t & 14 #
S TR EERBEANSGLT-24 # & -Bha) R R
HB(ANSGLT-24p #l Bl A -4 B) - AL R E R BEAN
—FE2HHCI-Bh) REREZORBERARXEGRBR
A& -
SGLT-2#% #l & -B k& : FHSGLT-2H # & > # bR SH
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mE K- ERERBRIUTSRBRE R
1) 66 & 5% A A 4 4% % (HPC) -
2) AR R M S EI s~ SGLT-24 #) & ~ FL# -
HPCRA X B FRABLFTMAINMER LA -
B bk —RER -
) R RERBS FTHBEHER )N L1.5%LOD -
SYBRBRNBORES TRE
- Quadrof #% » £ ¥ ##@-188 -
) LMAEAABIMRLIEZTRUATHE G oemE I
Bk
- BE R bw #GE T B20-258 2 — 3 45 Ak s
mBEBEEHRRAEY -
s BRI BEBLEERBODZEBHR Y -
TNHERASRAEBER -, EBAR - H 5088 )R
BB ZREGEHBIFS L -
i HohLaaBESLPRFIREBPOPREL TR HK
Boeh e
8) A # % B # # 5 SGLT-24p %l # = " & B 44 4, B
4 A2 B -
—FHMRHCI-FE R C —FEMHCIR 2K B > £ b d
# 22 # &7 (Kollidon VA6 R &k # sz " kg 5%
REWRMICRER - RF > BFH KM ZSGLT-24 #| & &
—FE¥M-HCIRE R BAH —RIWERLARERASF - £
RILKRERZAREL  ABEHAHERRE WHEGERR
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HB R &Kk = £ 1w (Aerosil 200)& £ & 1 & B = &% f5 &
g H A o

—FHMHCI- Az & F i A4 didRrg

a) A M EZAMEAEBRKRDCEH0S5 mmE]1l mmz & @
# - F # AHCI-

D) L ERRBETRABEERNREASAES KL R pa ANk P
LAELE "THRBRE -

d) A #EGEHTH "HERrBE EERARSHBALR
o oo & 42 Bt 89 R] 35 M o

e) BH B R > BAFRAMAETOC £280C Tk HE &3
Fir 81 £ LOD4A (BF 0.8-2% » 48] 40 1-2%) » sA By LOD K # 2% o

f) # A@B K/ 505mmEL.Omm2 # @G EH|A -

R BELIPRBIPEHFEERABEEK Aty
(Aerosil 200) - £ 48 A 2 A7 J& 4 A 0.5 mm £ 48 £ i& Aerosil 200 o

h) £ 2 iEE 4 FB0S mméz @A EFREMP - K
HeAaBPRTERABLBPREL T —F 2 HCL-B R
(REHAy)-

#ERARXEORESE "SGLT2#H | B -8 , B T =9
MHCI-B A  BEEAR ORI ORE Kok
B ZRHEHNANMERGME -

ORI EEF KO T ABOAEMRA

) - F_FEMHCI- B EABLEF -

b) L4 H (TR 4 H (192 & & X (1.IX)H -4& #
BMEN _FE£MHCI-FaR &k & L -
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ORB-—F-FHEMHCL-B AR EL-KAH > MK ES
AR Bl (BT e dr) -

OBz H B FENE AR ERRA

a) B — FEMHCI-BEBR EAHBAL P -

b) iAoMK S P92 & & B X (1.9X)# -4 #
KENHEAE P2 FEPMHCI-FAR £ - K% R 4% R B
(%2 s & Bl -

TG LA ARBERZIRARFTF AL E L - 1F AP
BxRL_BRA 8 A FRHIFEHREBARAL
HE - ERARAOHWA ALK ZIESKRKOBRFRY
4 Bl E e 6B -

HoeB AL HF 2N EAROAELHERA

a) A EXRSERBRAAFALLFIRR L -_BARA
—EENBKT  ARHBIRLERFEH - —ALKAREA
E(F ~ &~ BRAERSM)DUNKBAKRT - HFBFRD
mERAAFRAGLE ETERY  HMEAHKEXRSBALAR

BEETRAEREL TARBFR -

i

b)A TaRBFR, HEBESETRLRER ¥
AEAE TROBES&E, - EERAZIAERREH T ERE
FR,BEAOR(MEF)EEYMEAFFERREN -

4. £ = FHEBHCIR # L £TSGLT2 # #H — % H 2 &
(ARERBHZEE)

A B B SGLT-24 %l #l (64 H (1K L4 H 19X & &

B KX (1.9X)) + — FAJHCI FDC(LK a B )z a e g
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BlFANRAY BB OBERKBGEDOBEMBEYERE
— P BHCI4t B L R H 4 -

k4 —FEMHCIE B LA (RIS H (19X

4+

e

&b 7t X

(1.9X) + = ¥ # JHCI FDC SGLT-24 #| #|- & R 2 48 & ¢4 &

>R

= FEHHCIZ 5 -
BEE = FEM

H R heR

B sk Eiey

B A5 B 44

BH F(EREIH)
BRI T A £2910
" = &%

B

—# b4k

L2

F b4
BHB(BHEE):
164 (19) %At & 4 (1.9) 2
& &1 X (1.9X))
BRA T A% £2010
S .3

Sax

R T R4 £2910
7= B%

By

— 814k

LB 2

A8k 4

BEE(AR)

B E(ER&EA)

) BB B (SGLT-23p 4] %)/
—F4RHC]) > mg

125/ | 12.5/ 12.5/

500 850 1000
[mg] [mg] [mg]
(570)|  (969) (1140)
500.0{ 850.0 1000.0
15.0 25.5 30.0
47.5| 80.57 95.0
2.5 4.25 5.0
5.0 8.5 10.0
570 969 1140
(12) (16) (18)
6.00 8.00 9.00
0.60 0.80 0.90
2.22 2.96 3.33
3.00 4.00 4.50
0.15 0.20 0.225
0.03 0.04 0.045
(32.5)| (32.5) (32.5)
12.50| 12.50 12.50
18.00{ 18.00 18.00
2.00 2.00 2.00
(12) (16) (18)
6.00 8.00 9.00
0.60 0.80 0.90
2.22 2.96 3.33
3.00 4.00 4.50
0.15 0.20 0.225
0.03 0.04 0.045
44.5 48.5 50.5
614.5| 1017.5 1190.5

T RASGLT-2# # B2 A B 8B > oo > 1.25 mg-~ 5
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mgH 12.5 mg LA BEH T ADHEHLEH B K BRH KL R
hE2E -  THRAMSBEEITRFEREDL  £HERZ KX
Z BN A T o MK EKBS
HuepgpX(BEda-_FEMHCIS & L & BB @ & 7 SGLT-2
WwH B -BHER):

BB B Y & R 2ZSGLT-2% #] & (#] » » 16 4 4 (1.9) &k 1t
19z & &BXAIX)+= F £ AMHC] FDC44 # & R 1t

A kB BRAEIKAGERABAUT=ZASHZ 0B

BREA FHOER EPERRISIER - FRETHEAT
Sy RMEGAENERESTRBI
— P AKRHCI-$ & | — FEJHCIAR ® k&% > # B d

# % 4 & (Kollidon VA6 R Ak #H Az "Hhr# 6 FF
AERMACERER - & FH KM KX ZSGLT-24 | # £
MM-HCIZA 2 Xk B —RAMEFRLCRERAE T - £
AREREL  ARATHFAGERR HFLHERR
%A & Kk — 4. 1t 57 (Aerosil 200) &R 4E & M & Bl = A& B B&
Bt HAERARBRERBERAB DR E RKE -
—PHBHCI- AR & N EERAOBEMRRA -
) A EZXLAEAEERANAH0S5 mmE]1 mmX & A &H
= ¥ 4 i HCI -

b ABBEBETRAREXRLAE B LR EFENL KT
AELE "R R -

d) AL BEEFTHE "E2RRBE, AERASGHH/ARAER
oot dmdrEim-
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e) EHE LR > BAABERATOCZEZ80C F&KEAZE &
2] A 29 ¥ LODAE (B 0.8-2% » 1) 49 1-2%) * X B5 LOD A #
2% o

) AEBRADNAH0SMMEL.O mmZ 4 49 5% 2 HEH o

A BEBLPREBPLEHEERARRBAESE K ALY
(Aerosil 200) « £ 4% A 2 AT & 4& A 0.5 mméF 4 & & Aerosil
200 o

h) ## A B4 FBO0S mmG @ EHwER T - g
AL BRTRBEBPIPRELE "THBEBLEY -

) RABERARBREKRE "REBESY, BREAKE -
OB B U THEETRLOE - (N)EHER I #£d4K
CERRBRER  HR2AMKARBEZIERETFRERL %+ - #
B ¥ ¥ B 2 B T = & (Macrogol » £ & Macrogol 400 ~ 6000
#8000) - kA RKHERZH_B  -HABMFBZEEL
WEREHALEZTR/ZALBELXRALEIZARLY
B_fdeék QB HMER Ba o KeBB IR HE4 4
ARBEZREAARTAB L T AR BER IR 8
XA B  HAEABYHEZLEHAINKRILESEHTIX &
@B AAIX) ARG EaR: EabskaBBRER  £4
FEARBEREZIEAATRARKGE :  HFARERHZRTL =
BERA B A2 BBIEEHRENAILERTR/X
A LB R/XAILHEER = ALK -

KAORAA»POBEZELEFAH T ARG 4ENR
B
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) A#HEBEARESCBENBRABBAFRALLEFRRL_BERA
—EBENGKY c BHMHYRLERFTER - —RHILKRE
L (F ~ &~ ZEXRFREREZRBERAM)D BN &K
¥ o BB IFRANWERAAFAL L ETERY r BB AR
mEBEETRAHEARSZRAUNELE TARRER,, AD

FHOR, A THhaR,-

b) A EXRLARHREA P A — B R A
—EENEKT - BHAEASHIIDRIELS AT B B X
A9X) (s &Ey)ImEREARXFTFEAEL E 5P > ik
AEEARSCBAEARRBETIHUANEL "B HRFR
Ao T B

) TaRBER , H-_FHEMHCIS B T % &
BEEHEWUAEAR "TEHEOER ;- AEAZATEBRBH

ARBFR BACR(EF)BRABMBFHFERRIE -
AP EHEREZE  BH "TEHRBRFR, EMNE=F Z N
HClét Bl z 2 @m UM &R "2 9B , (EREH) £HEAZ
AMEBXREH "TEHRBEFER ) BLEAOCKRCEFE)B £ H MK
HF R EH - BRLE T dH T H A & PAT (Process

K %2 B

Analysis Technology) & % &

e) BEREMBL B TARBREFR,, EMEALSHAI)K
e H (192 & B AAIX)VERE 2 s B AWK "I
BR, B A4 "TH£OBER, EERAZIAEBRREH
"TeaRBRER BAORMER)ORHMBHERBH -
E&HRA
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It A5 A9)HRIEAEMAINZ & &K X (1.9X)+= F % gi
HCl FDCRE B & B (T BB R E O BB A S A 4 3

TR ERBR ERIF -

#8a: & H(9)HILESMAINZ & & X (1.9X)+=— F 4 B HCI

FDCE E s BB H)Z A A

5 B & R E(SGLT-23¢ %1 #/=— F 4 RHCI) » mg
5%12.5/500 5%12.5/850 5%12.5/1000
SEBI R WHEK HEhe | HEAN RELY | HEK Aadd
#i o 82 ) K/ [mm] 16.2 x 8.5 19.1 x9.3 21.0 x 9.6
® Be ae
2% 590 1000 1180
A B EN] > (F3514) > 100 > 150 > 150
i A% &% Fs] [min) <15 <15 <15
ARG <0.5 <05 <0.5

%8b: b (1.9)K AL AW (.92 & &M X (1.9X)+= F 4 s HCI

FDCE B szt Bl (4 Bl A )X & LA

8 B8R E(SGLT-2¥ #1 #l/= 7 #MHCI) > mg
o 5%12.5/500 5%12.5/850 5%12.5/1000
S B K WER  REhe | HER - ha L | HEAK > Hadd
#% w48 B K]~ [mm] 16.2 x 8.5 19.1 x9.3 21.0x9.6
Bé ad
£F 590 1003 1180
A% EN]J(F3514) > 100 > 150 > 150
i A% 8% P} [min] <15 <15 <15
B%. B [%6] <0.5 <05 <0.5
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£9a: 64 HA.DRILAMWA.Z & &M X (1.9X)+= F 4 gL HCI
FDCE B4z Bl(B O R)Z E LB A

#| 8 8 B (SGLT-2 /= F % sHCI) > mg
A 5%.12.5 /500 5%12.5 /850 5%,12.5 /1000
$6/ne/BeR | Hb/ub/ReR | Re/ae/RER
BReé bRt/ E | bhRubs/RE | Shhad/Ee
e e e
£F 602 1016 1198
Hug 5 R N](T-3548) > 120 > 160 > 160
#i A% 8% P [min] <15 <15 <15 '
#9b: b5 m(1.)xAL BN & & H X (1.9X)+= F % JLHCI
FDC¥ B 4t Bl (& & R)X & &3 A
. Al 2 R A (SGLT-2 /= F & HHCI) - mg
5%.12.5/500 5%12.5/850 5%,12.5/ 1000
e E/RERAY | Le/REeREY | L/ BERSY
£¥ 602 1020 1199
Bt s EN](F-3914) > 120 > 160 > 160
i A2 83 F] [min] <15 <15 <15
REZMHEETH ®
e Hm (%S HATHE&EB KX (LIX)+= F 4 M

HCIFDCE B & Bl (R 1RID)ZBEAHEHFANT LR T °
12.5+500 mg4t #|

oy , 60°C #% 3% 48
IR 54 4 W
A2t 4 9(1.9) 144 <02
(1.9)z % & X,(1.9X) (%) :
&= F £ (%) <0.2 <0.2
BnE <0.2
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12.5+500 mg4z #|

s . 40°C 34 35 .
A 14 %5 W
AL & (1L9) B At 4 <02
(1.9)2. % &7 X(1.9X) (%) '
& 3% — F 42 B0(%) <0.2 <0.2
Yo g <0.2 <0.2
12.5+500 mg4z #|
ML H e WCRRR B
& AR AE A 40 (1.9) AL A 4h <02
(1.9)Z & & X(1.9X)) (%) '
' f& A2 = F 4% BA(%) <02 <02
wg <0.2 <0.2
12.5+500 mg4t #
Mt 2 iy | SUCHBIE RANCL
R A21E A 4(1.9) AL A 4 L0
(1.9)z 4 & # X,(1.9X)) (%) '
&3 = F 4 B(%) <0.2 <02
g <0.2 1.0
1.25+500 mght &)
2 . 60°C 3% 33 #,
‘ P 5 i 4 ks oW
[ ARAE 245 (1.9) AL 245 <02
(1.9)2 & & X(1.9X) (%) '
P A2 — F 42 I(%) <0.2 <0.2
Bg <0.2
1.25+500 mgéze #|
ET e s 0C RS
& 215 4(1.9) AL A 4% <02
(1.9)z & &3 X.(1.9X) (%) '
%A% — F 280 (%) <0.2 <0.2
HE <0.2 <02
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1.25+500 mgég &)

RS ¥ WERBR BH
AL 24 (1.9) S AL A4 <0n
(1.9)z 4 &7 X.(1.9X)) (%) '
% A2 = F (%) <0.2 <0.2
W <022 <0.2

1.25+500 mgéz #|

IR it 600C % #g* \;v% #ANaCL
&AL 4 (1.9) b 10
(1.9)= % & # X (1.9X)) (%) :
§ = F 2 A(%) <0.2 <02
w“e <0.2 1.0
BLEzHEFH

A5 HANKLESEHANZ & &HB KX JIX)+= F 24 M
HCIFDCE B & # (R IcRIDZ /BT HREHRH TN T R F -

12.5+500 mg4x #|

o . 60°C 3% 3% 51,

Pzl % o

I EE S £ 4745 W
424t 44 (1.9) &4t 5-40

1.9z & &# X(1.9X) (%) s
MR = F (%) <02 <02
12.5+500 mg4t #
R . 40°C s 3K
#3 $ o
e S 24 w46 3 W
%S9 (L9)Ris <02
(1.9) 2 4 &7 X, (19X) (%) '
2% = 7 EA(%) <02 <0.2
g <0.2 <0.2
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12.5+500 mg4zt &

AR S #

#1145

40°CH 3B - A

g W
a2z a (1.9 &b 4
(1.9)2 4 & X (1.9X)) (%) <02
A% — F 22 I0(%) <02 <02
“Be <02 <02
12.5+500 mg4z &l
- i 60°C z&f%#: \;V;!-;ENaCL
% A2AC 22 (1.9) AL 4
1.9)2 4 &7 X (LIX)) (%) 1.3
P& A2 = F 42 A0(%) <02 <02
we <02 13
1.25+500 mgéz #
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— B %2 HA > K e 4 SGLT-24 #] & 1- & -4-(B-D-
o B B AE-1-K&)-2-[4-((S)-m & %kH-3-FAK)-FTE]-
K -~ BL ¥ B EE — F 2 B\ (metformin hydrochloride) & — &

B ERME
£ ¥ % SGLT-24p 4] #4241 mgZ£ 25 mgz # & & B &
E A

_E..
E‘

= F 4 PR 4% X 100 mg%E 1500 mgx # 2 & B
HhE R

DEBERAUBGEAGRTARZIHE —X%
A LA HAZEA DB RT & RZIH LS EE
(MCC); D-# B8 - ELBRHRBEHILBRY 5 #2885
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_a.

HEAd R4 R ER 4% (copovidone)a s, X B o

WwiF RAIZBARE & A A - £ ¢ ZSGLT-2# # & 4%
0.5 mg~1 mg-~1.25 mg-~2.5 mg~5 mg- 10 mgsx 12.5
mgZ B ERESFAL -
i KE22 B R B ERHE - L P ASGLT-249 % &l 1% K5
mgHx 12.5 mgz B EREF A -
FRAIZ3IP - BB BREBEEAHRY A PBEg - F
% M 14 24 500 mg ~ 850 mgR 1000 mgx #H EREF A °
Wi RFEIE3 2B 2B R BEHA > £ $3#%SGLT-2
WH B ZRELHS-HE AL pm < X90 < 200 pum -
FRASZERBERNY AP RErHLEUARH
H K
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