2018 &= 4 A &ET (55 6 iR H AFEHE RS 73 KA 5« 873969

EI A A 2 —T F— A
HAJBBEER AT O 1 F il E5E 2013 (WL L THERR

B®kiBmEEREA
1?1/ R =5 50 mg'NS.
PRIV K= 5100mg NS.

Acarbose Tablets 50mg * 100mg “NS”

#I bE (R85

&

HHEOBRHFR 5 | WHZEERN (EE-EMEFEOLGZEICLVENTDZ L)

#E50mg  : 18EFITT HIILAR—Z 50mg A

L =
% # = F 1 8100mg ;1 EEHICT B R— X 100mg S

ma& : TR —A

B e & FEL : Acarbose

1 & B 5 . -

% =5 E'J’; g | REHUEKBEA R 2009451 5 14 H

;vz&%sﬁ_uyﬁ- HAGEVENGRAEA B 2009425 A 15 H
. % 5% 4 H H : 200945 H 15 H

% 5K & A H

A% - BERST
(EA) - 172#% - | BERer - B B O K X &
TRHA

ERFEHRELE
DEHE S

H SRR At 2B B
LG HhtEZE0O | TEL : 023-655-2131 FAX : 023-655-3419
ERBEE TR — A= http://www. yg—nissin. co. jp/

AT FIX 20184 2 HET (5 8 i) DU SCEDFERUS IS E B L7z,

B DTRAT SCEFRIT, PUDA A — 28— TEHKIZBET 5 H R
http://www. pmda. go. jp/safety/info-services/drugs/0001. html 12T ZHER < 72V,




1 FRIRDOF5IZ0OME  — BFRHEREEREE—

1. BEERA VA E1— 74— LIERDORE

P FH = 36 5 D AR 70 BT R & U CIRIR ARSI SCE (BUF, IRASGE LIRS 235 5,
=L CIE AT « SEAIATSE O BERHE R 25 B ER S0 [ 35 5 oo 3 (B4 G s 208 3 2 BRI,
WA SCECRE# SN2 M 2 AP 2 BICFEM R fE R LRI AR S 5,

ERELY Tl YERMLIZ OV TREEEEO ERIERM Y EFITEROBIGEROCE A LT
WAEMTEL THLL TETWD, ZORRICHEREREZMEENICAFTLDOOERY A ML TA
VA a—T F—ANEE LT,

IEAFD 63 A2 H AJRBESRAIRT S (BLF, BRI EIET) FIeE 2/ hNEEAa) [EFRLA V¥ Ea—7
+—25] (LT, I F M) ONEFFEONC T FREBERLEE LT, £0%, EREEEE T
NZBE T EELIER=— DL Z T T, AL 10 4 9 HIZHRFEFNE 3 /NEESITB W T I
F Rl EHHOUGET M T,

FIZ10FEARE L, EHELEROAN Y FTHLIRIERE ENFTh 5 EEBRLG O, W5
& o THE  ERBRBIIIRE B L2 2 & 2% T, Tk 20 45 9 HIC HRRERBEREE S ITHB WD
TH= 72 T FRo# 268 2008 235K E S 7,

I FRo#i%EaE 2008 TlE, 1 FZHEAOM+& L TiRitd 2 505, PDFEOBMAT —4 &
LCRETIZE (e—1F) PlAIE o7z, ZOEEICHDE T, IAHCEIZIBWT 256 - %)
RoBM), MG 2o - EEREANEEOWET) REDUGETNH > HEIC, WETORMT — ¥
ZBMUIEREGRD e — 1 FRREEIND Z L o7,

MWD e — 1T FiX, () EELERESBABEOEELFREMR R —L XV
(http://www. info. pmda. go. jp/) MH—FEL TCATAEEL 72> T\ D, HARBEHAEIS TIX, e —
I F2E#HT 25 ERNERZHER— LB AMT A b THD Z L ICEE LT, SEMEENEIZH
HOETe— 1 FOEMERFT DA RE L T, HxrO 1 FRUSHCEEMET 2 EMdH L ®
ELTHUINEE - T o2& & LT,

2008 FF L VFEARIDA VF B a—7 4+ — MRFTRZ BE L7 R T L C & - Fm A Hapm L,
WRFEIZES>TH, Ehll - FBARIFICE >TH, DFRORWERIEETLZ 2B 272, £ THIR,
[ FREMEEHO —HLET 21TV [ FRRdliEiH 2013 & L TART HHED Lo T,

2. 1F&lE

I Fid MR SCEEOHERZ M7 L, HARSOEREREEICE > CTHEEBICKLE R, EHRLD
BB B OO DIFH, WFRFTOT- OO, FM OO, EIEL O ELLH O 72D DFE R,
MR BE T T O O RENERN SN RAM BN O EIR L fRHE L LT, HRENEE
HERE L, FHIEE O 72 D12 Y 5% T O B 36 CVER R ORI 2R HE L T 2 2R &L
EfT s,

Tel2 L. HEEE - BURA R EICRED L b o, BESEEEORAIZ ) 2 BT D b O KOS
H O - HIr - ST REFHEEI I FOREHFEL T2, SN2 5 &, REEA¥END
Rt SN2 T Fi, SEFIEIE O 235F - HIlr - BEREIS T2 & L i, RERHEETHILDOEN)
kA RO EEAIEE LTS,

[ 1 FO#kK]
OHEITA AR, BiExL L, JFAIE LTINSV ML EOTRER (MFEIXERL) TodiL, —aky

LB, L. IR SCETHRE - B2 HOWEEAICIE. EFEAETIIZIAICEY b T 5,
@1 FrodiEEIc S ER L, SFEBAITIT Y v 7 IR Tiedd 5,

@FMMOTHITH — L. FHITHT THFEMERLD [T FRAOFS & OME] o2 #H T

DEL, 2HIZEED S,

[1 FOERK]

O 1 FIIFERIE L TRIFI OGRS (WKL, BEHAL SAHAD ITERSD,

@1 FIZFLH T 25 H L OESNE HIRSENKE Lz 1 F LB IR T 5,

ORI TEOHNERLMET HED I FOERIZH » CHERBFRNTH I NS,

ORISR OMEEIZEAT 2 b0, RSP EORANL T2 B3 5 6 O KOS A 13 U ERERE

HEE DR - HIlr - SR R EFHEICOW I RE S L,
©® MEHEA ¥ B a—7 4 — LF0HEE 2013 (LR, 1 FER#Z6E 2013) SBET) 12X 0 ERk S

Nz 1 FliE, BHEATORMEEARL L, LEIE U CRARTAEFEE (PDEF) 2SEIRIL

THEAT D, BETORKRTMETIER,




[1 FOHFT]

O T'1 FFOfiEEAE 2013 1%, Ak 25 4F 10 A DARRICRGE S V7 BnE s Dl & 72 5,

@ EFLADESKSIZOWTIE, [T F L 2013) (2K 21FERk - #REHTME S 2 b D Tidlew,

O EOEREONET, HEAM R UIHAHmAE R (BRI 23AF S A7 RS0 ONT# I E O
JERBEN2 SN, BT RENBENRRKRELL LD 2HAITIE T FRS%ET S5,

3. I FORMAIZH=-T

[T FERdBisE 2013) 2B W TIX. PDF 7 7 A M KA BF AR TORMEA AL LTS, 1F
WAEFHT 2 HAE X, BEELSEIB L CRIAT S Z ERFRITH D,

BAEARD T FIZOWTIE, B3 EREE IR SRS O 3K B E iR — A — 12
WL E SN TV D,

SR TEIENA VF B o —T 4 —2MEROFF| & | 10> TER - 159223, 1 FOFA
ik E x| ERBGICRRE L TODEHRC T FERRHC RS U ERE IO W OIREAEDOMR
HADAUHE2a—IC LD EFMER OPARERFEZSE, [ FOFHMEEZ SO LLENH D, F12,
BERFCGT SO EOEEFICHET 2 FHICEA LTI, 1 FORMGETSND £ TOMIL, HiEES
DA ZEN R AT DA LERLBH L ELEE, H DO WVIREIEMLEFESRERIME T — A EIZ X
VKIS E ST 5L L bIC, I FOEMRICH - - T, BT ORM STE % FE 3K E R e s
HIRHER — A — VTR T 5,

7p B, WIEEASCRZEMEOMEO SN DR INTWD TR < [E200E TOIRFERI
WCBET 2T ZIIAGREHICEDL Z B3 H Y, TORHEWIZITH+HoBEETRETH D,

4. FAIELTOEER

I F Z3ARIE O HE EBICBOD TR T ZENTEAWVWERNFERFEE L TEHLTHE 20,
UL, EECERAERL Yot —raa— FEICIIRHICE Y, MEERENERLER &
L CIRMIETX 2FMICIIATLERALN D D, 1 FIXHFBEEOTEHEEZ 2T T, YiZER ORI
EDERK - BT 20D TH D Z &0 n, Bl - RBUITHIN A Z T S 5585002 L 258 L Tk
MIRT U2 B 720,

FREEAET, 1 FRL ETHIRMCGELZMTET HHEREM THY, A2 —Fy N TOLRH
EHEE 2, KEELEORERBICEMLUZ2NVE S BE LIER SN TWD 2 & 28R L TR 25 H
THMEND D,

(2013 4 4 H G




B X

1. MEICET 5B
%%@ﬁrﬁi ..........................................................
2. @%@/—é\%ﬁ'—%"ﬁj . %ﬁ”?éﬁfﬁ"lﬁ ........................................

1.

I.&#MIcEY 5EE

1.
2
3.
4.
5
6
7

%JE&“O\ ....................................................

e = %&
CMEFL . P& BB BRI B
. CA

~

S E’—éfigﬁ% ......................................................

M. E%A% T 5EE

s AR R -
ﬁxﬂﬁk“ @%$§*{¢T fﬁilﬁ ..................................
I S T A NRY e R I
Sy A NN === <

W=

V. ®AICET HER

OONCDO'I»—BC»JN»—A

©

10.
11.

12.
13.

14.

%Uﬂ% ................................................................
ﬁ%%”@‘fﬂﬁk ..........................................................
%@{%ﬁ” é’.‘ﬁl @ ﬁﬁ ﬁj—é&%ﬁ ....................................
ij{]%ﬂ@%\*i*ﬁ:}* j— 6%%4@ ......................................
é}ﬁ@{jﬁ& U\(Eﬁgﬁ& ) fﬁ;[ﬁ ............................................
ﬂﬁ%ﬂ z @Ea/ﬁ\%’ﬂﬁ (%@{K'—%‘»E/}BE{K) ..................................
{%#H:lllri ..............................................................
E%?E@%ﬁ%{ﬁ ......................................................
%%U[{:}@ﬁ;‘ﬁm ﬁﬁuunﬁ%ﬁfﬁ ........................................
;@%quj@ﬁ’;ﬁﬁk OD/EE £ ............................................
jjfﬂﬁ ................................................................
/mﬂ?‘ﬂéj Iﬁ@&)é’j{%&f@ ..........................................
NI « BN R e AR BT A -
%@ﬂﬁ ..............................................................

V. AEICEY HI1EH
1. %hug
2, FAIER OB - e
3. BEERRRIE -« oo vt

Li’;j]% ........................................................

VI. E3EEICET HEE
1. SHEPREEE T B 5 DAL UFAL M -+ v e e
I L1 =3 £

VI. EMEREICET SRE
L MFPEREDHERS « JUTET R - cv v
FE R EFRI /X A B e

OONCT:O'I»—BOON»—A

N

BT

R ﬂ{’_.&_&zlggj*éﬂrﬁiﬁ ........................................
ié%f% ..................................................

1
1

—
W wwwwww

00 00 00 ~1 ~1 ~1 N~



VI. 2t (ERLOZEESH) ICEYTSHER

1. %%W@&%@}Em .................................................. 19
2. %EW'E‘&%@@E (Jﬁ/ﬁ”%ﬁ;%%é\;ﬁ) ................................ 19
3. BREXIIBNRICEE T D EDOEE L Z DB - 19
4. MEROHEICEES 260 EOERE L OB - oo 19
5. ‘|EE&5‘W§&%®E@EE .............................................. 19
6. B/ H RIS L Z OB G OB Tl oo 19
7. *HE{’E% ............................................................ 20
8. B - v oo 21
9. R DR 29
10, BRI B LIRS A D EE e oo e et 29
BN R N B A = A T I R 29
12 Eﬁ%*ﬁﬁ%%@:&ﬁj—%ﬁ%ﬁ ............................................ 29
13, BBEEEE ot 29
14 @ﬁﬁh@&%ﬁ ........................................................ 29
15 %@ﬁﬁ@&% ........................................................ 292
16, Dl o e e e 29

X. JEEREREER(CEAI $IHE

1. ifigﬁ% ............................................................ 23
2. %‘lﬁ%ﬁ% ............................................................ 23

X. EEMERICEHY SEA

R S S R 24
2. AR ST TR - - - oo 24
3. E?/ﬁ . 1’%;@7&&{5{: ...................................................... 2 4
V-5 E A A 7 e = o = R R 2 4
5. gﬁ(%}g\%ﬁ:%“ .......................................................... 2 4
6. /a«lzdé ................................................................ 24
7. E%%O)M"féf .......................................................... 2 4
8. ﬁ*ﬁkﬂﬁj\ . ﬁ?ﬁ% .................................................... 24
9. K%gg@éﬁgﬂ [ AR I I 2 4
10. %%Eﬁﬁ%%ﬁﬁiﬂ H&U%%ﬁ%% ...................................... 2 4
11. K{ﬂﬁ%@”ﬂ%ﬁﬂgﬂ = IR I 2 4
12. ZhRe TR FGBIN, FER O EAFIBIMNEDOFEH] H X ZE DL - 2 4
13, FIFARMR, il RAREA B R EORNE - 25
14. ﬁ%ﬁ/ﬂ;ﬁﬁﬁ .......................................................... 25
15. PRI TR SR B F B B - - o 25
16. %*@3_ IR 25
17. f%ﬁﬁffﬁffj:@ﬂi% .................................................... 25
XI. x#k
1. ,glﬂz]j(rﬁk ............................................................ 26
2. %@{ﬂ@;};%j@i .................................................... 26
XI. $E&EH
1. ifﬁﬂf@%ﬁ;{k{ﬂ ................................................ 26
2. (@%Kﬁﬁéﬁﬁ%i%}%gﬁ ............................................ 26
Xl. fR#%&

%@{ﬂ@%@ﬁ%ﬂq ...................................................... 26



I.BZEICRT 5HE

1. RO E

T ANV R— AL, BHEFEGERTH D,

HgrBISEMIT, 7 WL AR — 2 5E 50mg [NS). 7 /LR —ZEE 100mg NS] %74
FEEFG & U CARE - BAFE L, KEFE 0331015 75 (PR 1743 A 31 H) I
HOX | HEEORER FIEEZRE, IERER, A FrR 2R 2 3505 L,
2009 4F 1 FIZ&AGRZES L. 2009 4F 5 A Il E S i,

2. BHAORERFN - &/
FlZF a0t

T ANV — AT ERNICEB W TER L, /DNBHEICEET D a- 7 v a s X —
Y (UInarIs—¥, vy —F, 27 57—EAL) ZEELT HEEND
BRI~ R« WIN Z3HI L, 72, ERSCHERICEEND a-7 2 7 —8iE
PEHFRE L CTHEOWAL - MINZEBESE 5 Z LIk A% ok ED L5 %
M4 5,

ERZEWER & LT, KIBE, AHEAZE, FFRERERE ., SENH b b Z &M
H5D,




I.AFICRT HHE

1. BR5E4
(1) 4 T SV AR — A BE 50mg NS |
T F VAR — AEE 100mg NS
2) #4 Acarbose Tablets 50mg “NS”
Acarbose Tablets 100mg “NS”
() B D HE%K AFN O T7 HNR—2) (IZHET D,
2. —fiE4

(H#% (dBiE)
(2)F% (aai%)

T SR —A (JAN)
Acarbose (JAN)

(3) R F L 9
3. #EEX T RER CH20H
H CHzOH CHzOH
OH
i OH H OH H OH H
H OH H OH

48 645. 60

5.1t%F% (&%)

O-4, 6-Dideoxy—4-[[ (1S, 4R 55, 65) 4, 5, 6-trihydroxy—-3- (hydroxymethyl) -
2-cyclohexene—1-yl]amino]— o —D-glucopyranosyl-(1—4)-O-a-D-
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REAREHER
FERSA:  REdERIE, (PTPAEL, 7AI o —A3E L2 0) OfkkE
T, 25%+2°C. 60=5%R. H.

HEB R URE BHtREE |60 A% | 15% 2F% 3FE®
IR B e AT | EiRe AT | EiReaT | BiReaT | BReh T
(BB ERTIAB~RER | 5HA0N| HREAD | BREAD | BIREAD | BREAD
OO 5EH) Wosea | FRosE | RS | oS | BosH
MWIz—UoTREIED | ., . - B B N
R ERBES Ha i
R|Qp-RoVx/ VERRICK | A _ B B N
| 22EEG aa Ha
B|(@EEI/OT NS T — | L - - - Ho
@) EH AR E AT oy - - - e
MR B A ey oy ey e
WEE 1 (BRRERR N - B B N

FITESE : 15. 0% & B2 ALY

B (%)
OK. 75 . 30 4. 85%LLE) 101~105 | 101~103 | 102~104 | 102~104 | 99~104
EE kef) (B&EE) 4.3 3.6 5.3 3.7 4.9
EEHER (%)

(95. 0~105. 0) 100. 6 102. 8 101.8 103.5 100. 5

¥ B S RRTAI0.9:0.6%LLF, RRTKI0.8:0.5%LLTF,
RRT A 1.2 : 1.5%LA T, RRTAJ 0.5 : 1. 0%LL T,
RRT #71.7 : 0.2%LLF, RRTH91.9 L OYRRT 9 2.2 : 0. 3%LLF,
RRT %7 0.6 : 0. 2%LLF,
T AR — A RIS R O EFD RRT LIAR O % : 0. 2%LL . #F0 @ 3. 0%LL




BAZREITETHREMHR (SEER)

40°C75%R. H. &)t

I8 B R U BHIRRE 15A 3xnA
HEIR o a T D . .
(BB EET DEE~RES | HEONTHO %EEZ? %gg;?
DERO5EH) S| i
&= (%)
(95. 0~105. 0) 100. 4 100. 1 102. 0
EHITE (%)
(K. 30 4. 85%LILt) 102~104 101~104 95~105
MERBRS e e Rl o
&R (kef) 4 9 8

¥ BIFE : RRT#70.9: 0.6%LL T,
RRT K 1.2 : 1. 5%LLF,
RRT K7 1.7 : 0. 2%LLF,
RRT %9 0.6 : 0. 2%LLF,

T AR — A ISR R O FEL RRT LSO & ¢ 0. 2%LL T, #F0 @ 3. 0%LLTF

25°C60%R. H. B

RRT %7 0.8 : 0.5%LLF,
RRT#J 0.5 : 1. 0%LAF,

RRT#J 1.9 L OVRRT #9 2.2 : 0. 3%LL T,

I8 B R R el 11A 35H
IR BMERTD | ERemT5 | ERE20T5
(B Z2EI5HB~REE | ACAOHED | RERCOHE | KEAOHIE
D AR O EEH) BEF DEEH) D EEFH
&£ (%)
(95, 0~105.0) 100. 4 102. 0 102. 3
BT (%)
OK. 304, 8506LLE) 102~104 106~108 96~102
MR bRy e ST
FERE (kgf) 4 6 8

¥ HIE S RRTH9 0.9 : 0.6%LLF,
RRT#J 1.2 : 1.5%LLF,

RRT %7 0.8 : 0.5%LLF,
RRT#J 0.5 : 1. 0%LLF,

RRT 1.7 :0.2%LLF. RRT#9 1.9 L OVRRT £ 2.2 : 0. 3%LLF,

RRT 7 0.6 : 0. 2%LLF,

T AR — A ISR R O FEL RRT LSO & ¢ 0. 2%LL T, #F0 @ 3. 0%LLTF

Jt (25°C 60%R.H.)

N 30 B
RERURS PRiass #1205 Ix-hr
PEAR " — "
(B EET rEBE~RER ?f%gﬁéﬁ@@ﬁ gﬁéggé@ﬁ@@
DERDGEH) 035 20y
££ (%)
(95.0~105.0) 100. 4 101.2
AT (%)
(K. 304, 85%LlE) 102~104 107~109
SERR Ea A
B (kef) 2 3

% BIF% S RRT 0.9 : 0. 6%LL T,
RRT#9 1.2 : 1. 5%LLF,
RRT %9 1.7 : 0. 2%LLF,
RRT £ 0.6 : 0. 2%LLF,

T AR — A TEBEH S K OV EFE RRT DAL O & 2 0. 2% LU, #F0 @ 3. 0% LT

RRT %9 0.8 : 0.5%LLF,
RRT 0.5 : 1.0%LLF,

RRT#J 1.9 L OVRRT #9 2.2 : 0. 3%LLF.

GRELER VBB ED | 8 Lawn
ZEM

MaF L DEEEL | EE Ly
(MEFHE)




7. S

T HILIR—R G 50mg TNS| DIEHZEENZIS T 5 [R5
BIEEI S DLW FRIRIFEMRR T A BT A >k 9 48 12 H 22 HATEHESE
55487 5 (—EBUE : SRR 1345 5 H 31 AATEHFEIEL 786 5)

AR AL - B AR/ I MREBRIED /X Rk
ARt
BRI - 900mL  JRFE : 37+0.5C
AR pH1. 2 HARSESR RS 1K
pH4. 0 77~ McIlvaine OFEER
pH6. 8  H ARFE)T 7 AR R 2 K
7K H A 3L 5 7 R ok
[ml#is%c  : 50rpm (pHL. 2. pH4.0, pH6.8, 7/K). 100rpm (pH4.0)
BRI - & 12 Xy kL
PUBRIGERH] @ pHL. 2 CIX 2 FFf], T OMORBRIE CIX 6 il &5, 772 L, I
YERIFN DO IR RN 85% 2 - C R 2K T 52 &
T 5,
Tk ke~ NI T T 40—
HEIEME A RT7A L OHEERED S B WROBE B I TR ZHE L
776
[pH1. 2 (50rpm) . pH4. 0(100rpm) ]
FEHERIFN AN 15 77 LINIZ ) 85% UL LI 556
B ANL 15 A ) 85% LA E¥sH 95, T, 156 3z, B
BRI O SRR HH 3R A VE A O SR R =15 % O I & 5
[pH4. 0 (50rpm) . pH6. 8 (50rpm) . 7K (50rpm) ]
FEYERLAI N 15 53 ~30 3124 85% DL EIRH T 254
FEYERLA O SR R DY 60% J TN 85% 3T D 24 72 2 BEAUZB W T, iR
SUHN D LR IR O SR FE £ 15% O#iHICH 5, Xk 2 B
BT 45 U ETH S,

R DWTNOHBAICBWTHRHEBRIRSETH L LHE ST,

pH1.2 50rpm pH4.0 50rpm
120 120
100 100
= g 87
# 60 [ # 60
H H
40 —— 7 LK —R5E50melNS | o4 —— 7N LK— R §E50mel NS |
20 k —O— 1ZEERF| (525, 50mg) 90 | —O— FREHF| (§2#, 50mg)
0 1 1 1 1 1 ] 0
0 5 10 15 20 25 30 0 5 10 15 20 25 30
B (min) B (min)
pH6.8 50rpm 7k 50rpm
120 1 120
100 100
’E’E 80 :\a\ 80
B 60 r W60
H H
®oaor TS TAMR-RE@SOmINS] | 48 40 | —e— T H— R §E50mel NS
20 —O— HRHEBFH| (52, 50mg) 2 —O— HREBIH| (527, 50mg)
0 0
0 5 10 15 20 25 30 0 5 10 15 20 25 30
B (min) B4 751 (min)




pH4.0 100rpm

120
100
Soso | A
E’\,
# 60
H
B0t —8— 7 )LR— R §E50mel NS |
20 b —Oo— 2K (2%, 50mg)
0
0 5 10 15
B (min)
% WHIZEEN T DR EEME GRER BRI K OE HE R O S H =R 0 k)
. ZAE DU 7 hILR—R
SERg R R—RE |
(§2&l. 50mg) 50mg TNS1 | #I%E
ElErgy | RERK | IRENEER | FEHBEHEE% THAHER
pHL. 2 15 4y 85. 1 77.7 WA
10 4y 53.0 60. 8
H4. 0 kA
b 15 4% 73.3 79.6 Ha
50rpm 10 4y 55.5 55.5 .
H6. 8 ERey
b 15 4y 76.5 73.9 ks
10 4y 56. 2 53. 1 N
K 15 %> 76. 4 71. 4 &
100rpm | pH4.0 15 %y 103.9 99. 6 T A
(n=12)

T HILAR—XE 50mg NS 1%, HARIER HIMNERE TR E SHEICED bz T
H LR — A 50mg SEDIRHHMEICEES L TWVWAD I ERERI N TV A,

PRER IR EIL = 5 E R T RS
7K 75rpm 1543 85% VL F

,10,




7 HILAR—R§E 100mg TNS1 O¥EH 2835 1T 2[RIk
BIEIE S O TR FRBR AT A R A 2 R 94 12 H 22 A EHRSE
55487 5 (—EBUE : SRR 1345 5 H 31 AT EHFEIE 786 5)

AR AL - B AR/ I MRBRIED X Kk

RS

BRI - 900mL  JRFE : 37+0.5C

BRI pHL. 2 A ARSER G RS 1K
pH5. 0 77~ Mcllvaine DFEEK
pH6. 8  H ARFE)T 7 AR 2 K
7K H A 3L 5 7 R ok

[ml#iz%c  : 50rpm (pHL. 2. pH5.0, pH6.8, 7/K). 100rpm (pH5.0)

ABREEL - & 12 Xy 'L

BRIFRE - pHL. 2 TlX 2B, ZOMORBRIK TIL6 &5, =770, 1=
YERLE DS HIRHHEDS 85% i 2 7= el CL B A T 5 2 &
T 5,

ATk K e~ NI T T 40—

HIEFEHE A RTA L OHEREED S B, OB IZHE > TRIZEMEAZHE L
776

[pH1. 2 (50rpm) . pH5. 0(50rpm) . pH6. 8 (50rpm) ]

FEYERLFIAN 15 43 ~30 4312 F-4) 85% UL RIEH T 286

FEAERLA D SELITR R DY 60% M Y 85% UL D X4 7 2 Rf T3\ T, 3R

S O SR HH AR AR VE A O SRR R £ 15% OiICH 5, L 2 B

B4 U ETH D,

[/ (50rpm) ]

FEHERLA O SRR RS HLE S N7 i BR R LANIZ 85% 12T 5854 C. 30

STV 85% LA E¥EH L7 WG &

REAERLE O SEIER R DY 40% KO 85% 3T D 4 7¢ 2 RE sl VT, iR

BUHN D SRR IR HE A O IR HE £ 15% O#FEICH 5, UL 2 B

Bz 45 UL ETH D,

[pH5. 0 (100rpm) ]

FEVERLA 7N 16 3 LANIC ) 85% UL FIs T 256

AR IANL 15 3 LAIC ) 85% LA E¥EH9 5, XX, 16 3icknT, B

BUHN D SR H R TR UE R O TAGPR R £ 15% OFPHICH 5,

R DTFNOHEICBVTHREEBIIRSETH L LHE SN,

pH1.2 50rpm pH5.0 50rpm
120 120
100 | 100
S ef U
W60 I B 60
H H
o 3 R—2 r i« L
40 _‘_77”"; ;:wom NS 40 —a— 7L —R§100mgTNS |
—O— fEAEHI . 100
20t PREBA (SR, 100me) 20t —o— (BRI (5, 100me)
0 . . . . . . 0
0 5 10 15 0 25 30 0 5 10 15 20 2% 30
B F (min) B#f8 (min)

— 11 —




pH6.8 50rpm 7K 50rpm
120 1 120 [
100 100
;\; 80 r ’o\; 80
# 60 # 60
H H
o4t —— 7 H)LR—Z 5 100mglNS | ®eoq40 —— 7H)LR—Z§E100mel NS |
20 | —O— FRERH (5%, 100mg) 20t —O— fZAEHF (5241, 100mg)
0 ) ) ) ) ) ) 0 , )
5 10 15 20 25 30 0 15 30 45
B (min) B8 (min)
pH5.0 100rpm
120
100
<oso |
R
# 60
H
40 —8— 7 HILK—R52100mgTNS |
20 —O— fZAEHHF (5%, 100mg)
0 ) ) )
5 10 15

B (min)

K WHZEENCR T D FSENE GRBRERG & QMR HERIAN O VP8 H SR O bLik)

e IEEHE 7 HILR—REE
=: 2
AR (&=, 100mg) 100mg TNS] | %5
Eir | AERR | IR | TEHEAEHEY EHAHEY
15 45 67.3 67.7 .
. A
pHL. 2078 90. 1 90. 2 s
15 %5 62. 4 67.1
H5. 0 o
b 30 4y 87.2 90.5 LE
50rpm 15 %% 67.3 65.7
Al . . ~
H6. 8 Ty
b 30 4y 91.2 88.5 ks
10 %5 43.5 47.2 N
K 45 4y 86. 2 90. 7 LE
100rpm | pH5. 0 15 %y 101. 2 100. 4 Sk
(n=12)

7 HILAR—XEE 100mg INS) 1%, HARIKRHFHEER GBS SHIZED b7
T A VIR — A 100mg FEDEHBFIZHEA L TWVWD Z ERER I TV D,

PRI [EIL Y B ] B R
K 75rpm 30 43 85%LA I

,12,




8. £MFHIAERZE

AR

9. HAEMDHZASTD
MRS ERIA

(1) 7 =—V 7RI & DB ROS
Q) p—_> V¥ IR L D BEAS
Q) EEI/ n~ ST T 44—
(4) SRAN TR I B I 8 1%

10. HFPOHEAS D

= =y
REE

Wik a~ v 777 4 —

11. 7

AANI I FRIZF%Y L2

12 EAY DAIREED &
DY)

R E A
0-4, 6-dideoxy—-4-[[ (1S, 4R, 5S, 6S)—4, 5, 6-trihydroxy—3— (hydroxymethyl)
—2-cyclohexene—1-yl]amino]—- a -D—glucopyranosyl—-(1—4) -0- o -D—
glucopyranosyl—-(1—4)-D-arabino—hex—2-ulopyranose
HxME B
(1R, 4R, 5S, 6R) -4, 5, 6-trihydroxy—2- (hydroxymethyl) -2-cyclohexene—1-y1
4-0-[4, 6-dideoxy—4-[[ (1S, 4R, 5S, 6S) -4, 5, 6-trihydroxy—-3-
(hydroxymethyl) —2-cyclohexene—1-yl]amino] - o -D-glucopyranosyl]—«a -D
—glucopyranoside
W E C
a -D-glucopyranosyl 4-0-[4, 6-dideoxy—4-[[ (1S, 4R, 5S, 6S)—4, 5, 6—
trihydroxy—-3-(hydroxymethyl) -2-cyclohexene—1-yl]amino]— o —D-
glucopyranosyl]—« -D-glucopyranoside
FHMED
4-D-[4, 6-dideoxy—4-[[ (1S, 4R, 5S, 6S) -4, 5, 6-trihydroxy—3- (hydroxymethyl)
—2-cyclohexene—1-yl]amino]—- & -D-glucopyranosyl]-D-glucopyranose
B E E
0-4, 6-dideoxy—-4-[[ (1S, 4R, 5S, 6S) -4, b, 6-trihydroxy—3— (hydroxymethyl) -2-
cyclohexene—1-yl]amino]— a -D-glucopyranosyl]-(1—4)-0- a —D-
glucopyranosyl—-(1—4)-D-arabino—hex—2-ulopyranose
HRMEF
0-4, 6-dideoxy—-4-[[ (1S, 4R, 5S, 6S) -4, 5, 6-trihydroxy—-3- (hydroxymethyl)-2-
cyclohexene—1-yl]amino] -« -D-glucopyranosyl]-(1—4)-0- a -D-
glucopyranosyl-(1—4)-0- o -D-glucopyranosyl-(1—4)-D-glucopyranose
BxWE G
a -D-glucopyranosyl 0-4, 6-dideoxy—4-[[ (1S, 4R, 5S, 6S)—4, 5, 6—trihydroxy
-3- (hydroxymethyl) -2-cyclohexene—1-yl]amino]- a ~-D-glucopyranosyl-
(1—4) -0 o -D—glucopyranosyl-(1—4) -0- o -D-glucopyranoside
HirEH
0-4, 6-dideoxy—-4-[[ (1S, 4R, 5S, 6S) -4, 5, 6-trihydroxy—-3- (hydroxymethyl)—2-
cyclohexene—1-yl]amino] -« -D-glucopyranosyl]-(1—4)-0-6-deoxy— a —
D-glucopyranosyl—(1—4)-D-glucopyranose

13 FBNBELRS -
NEDRF IR R
B9 5158

AR

14. Z Ot

B RSN

,13,




V.AEICEET HIEE

1. REXIETHER

FEIRIR ORI MBEOUE (7272 L, AIERIE - EERIEIC L > CTh -+ 722 ifubE
a2y b= AP LNV TR R EBFAICIN X TR O SR T
L UFA AU UBHI A LT B BE TR > ke — 3G
IRV EIZIRD)

2. AERUVAE

THNR—AL LT, BATITEE 1[E] 100mg 2 1 H 3[E, SERTIOR D54
b 72720, 118]150mg LV &E52FE L. ABMEEZMER LT D 2 18] 100mg ~H
ETAHILEHLTE B,

728, AR, BRI D EER T S,

3. ERERRHE
M EEERT—2 /v~
—v
(2) BRER % &
(3) ERERE R ER
1) FFRMHER
(5) BREERUERER

N EEALLITH
ERICHER

2) LE B ER

3 REMAER

4) BE - fRAERIEAER

(6) ;A A

D ERARERE

EFEARERE

$FRIEAE) - &
15 R 55 R ER R &
E& (ERREG PR
E%)

) RBEHLELELT
EREFENDHNE
XIEEMLER
BROWME

BLER L

,14,




VI EFEECRT HRE

1. EEBEZMICEESHD
LEEMR(TILEYEE

a-ZNavF—PHER (K7 VKR—A, I7VU b—nN)

2. EBEEA
(1) YEFRERGL - 1A%
r—b_;

() ENERMA1T DA
ERAAE Y

THNAR—=ZFBERNCBOTER L. MBI ET D a-2 a2 —
Y (narisg—8 v F—8, A7 I7—ERLE) ZEEFLTREEND
ORI~ - WO 2 i L, E7o, MEESPEERICE £0 -7 X 7 —BiE
PESIEE L THEOIL - WINZBIE S5 2 L2 L B mEED 5%
95,

EHPHNHRIC X I2EYFNREMERER (MEELSSHERRR)
B IEEIR G DAY IR SRR T A R T A > Rk 9 4F 12 A 22 BT EKE
48T 5 (—EPCLIE SRR 13 455 H 31 HAFTEIREEFE 786 5)

7 HILAR—R §E 50mg TNS] L AEHERIF A2 7 m A4 — —{EIC L ZhEh 2
BE (7 NAR—A L LT 100mg) HEFERA S FICHERFEEIRR O G LT, &
B GREE O a BEAM (100g) (23 1) 5 AEE A SO REFMAHERS 2 11E LT,
T ORER, MR L i U CliiA & b A B 2 i B EER 2R L
2o Fo, SN2 MEE EA E#RE T XA —% (AUC, Cmax) 2OV THRT
FRMT 24T o - 555 TS o A W i [ Sk S He 2R S Tz,

H|EINT A—H
AUCO,4 CmaX
(mg-hr/dL) (mg/dL)
7 HILAR— X &€ 50mg NS 29.1%£22.8 21.6+10. 3
FEVERIAN (BEA]. 50mg) 28.8%22.5 20.2+13.2

(Mean=S.D., n=29)

0 T
60 F —o— FHILR—R§E50melNS |
T —O— BB (527, 50mg)
50 T - ARG
i

AN Mean+8.D., n=29

(e A& (mg/dL)
w
S

20
10
0
0 1 2 3 4
K (hr)

IEEAE_E 5 B ONS AUC, Cmax FED/8T A —Z (3, #ERE ORI, KR OERER
B - RS ORBRRIFIZ L > TR D WML H 5,

,15,




(3) 1ERARIRNFR - ¥
e B il

7 HILAHR—XEE 100mg TNS) EHE#ERIFIZ | 7 o A4 — " —jEIC LD ZnEh
188 (7 IR —AL LT 100mg) KA S FITHE R R HERR 05 LT,
MR HRE L D a AR (100g) (23T 5 M E A B0 RMAOHER 2 HlE L
Too ZORER, M HHE L g U CilifAl & & A B 22 s = SniER 2w
L7z, 72, Bon-mbEE LA E&8RE N7 A —4% (AUC, Cmax) (Z-DVNTHE
AT 2 AT o 7o fE B TS O L W [R) e SRR S T,

HIERT A—H
AUCO,4 CmaX
(mg-hr/dL) (mg/dL)
7 HILAR— X & 100mg NS 25.6+22. 1 19.7+10.7
REAERLF] (BEA4], 100mg) 22.9+17.8 18.6+8.4

(Mean=£S.D., n=28)

70 1
60 —&— 7HJLR—REE100mel NS |
[ T . —o— EHERLA] (57, 100me)
20 - R
E I R Mean=S.D., n=28
oz 40 :
I
-+ 30
il
20
3=
10 . -
0 —— —3
0 1 2 3 4

I (hr)

HMAE(E b 578 DS AUC, Cmax 2500785 A — 4 |3, WS ORIN, (I OEIR
%k - B D RBRAIEIC L > TR D ATHEMD B B,

LR L

,16,




VI. EMENEIZRJ HIEHE

1. M REDHR - Al
&

(M BELEDAGmD | 48R L
EE
QmEmAPEERE | 48R L
(=S|
Q) ERRAEBR THER S | MU Ek2 L
hi-meEE
(4) h 1 B -y AP
G)BE - BHEZEDZ | VI Z48M (B LorEs) (T 5HEE 7. fHE/ER] 58
488
6)BERM (REL | Z4&EkR 7L
—<3Y) 8BIc
K YUHIBAL-EY
AKAPFELEEER
2. EYNEERM/NS A | EYEER L
—4
() BE¥r A%
(2) W N3 7 34
@NAATFTRLSE
T4
(4) BEREETEH
®YIIUTIURA
6) N ETE
(N MmEEAFEEE
3. RN MR L
4. 9%
(1) Mk — BB P& | 4k L
%
(2) Mk —RRAEREFSE | i B R L
B
Q) Eit~DFITHE VI Z24=tE (H EoEES) (R4 2IEE 10, 6, e, @S~k
H(@2) =&MW
D) FER~DFITHE | ZUEER L
5) ZDHDIEEA~AD | 4 BRI L
BT
5. {3 B A
(1) R BIER LK UL 35
R

() RHICBEE5 T B
= (CYP450 %) @
nFE

Q@ WEEBHRDE
BRUZOEE

4 R&EDOFEDE
|mE UL

(5) EHERBMDRE
MBS A—4

,17,




6. HEitt P - L A
(1) HEHER B OFRRE
(2) it 2=
(3) HEit R E
7. FSURR—E—IZ | ZUERE R L
B89 515
8. BNEFICKDIBREE | ZYERL

,18,




VI. &2 (EFRLOFEESF) ISR SHEE

1. ZE5RNBEEDEH

LR L

2. ERARLEDER
(RAIEZZED)

ROBEIZIFIEZE LGN &

L EBIES b— A BERIGIESIE S IRTEED B [BiR O A Y v
(2 & D e LB O SR IE AN & 7 D O TARKI O 51T X A
V]

2. EIEIYIE, FIRI%., EERIMEOH HBE (1 AU L HIbE
BEHNLEND O TAREI ORI S 7200, ]

3. AFN DRI IZx U CGREBUE DR O & 2 BE

4R SUTIER L C WA ATBEME DO & B tm N (T, PER., BRRliaE~o
P 5 DIESR)

3. BEEXR I RICERE
THERLEDIEL
ZTDEHR

BN

RERUVAEICEE
THERLEDIE L
ZTDEH

BRI A

5. EERERNBTEZTD
B

ROBEICITEEICERET S E

(Dt ORERIFEAE A B G ST 5 EE PRI X 0 RIEER SR T 5 2
ENBH D, ]

(2) BIEFAT OBEE LB OO & 5 B BN A EoRc kv, 5
FAERHLDONDZ XD D, ]

) BHIGEEDH HHBE [ AFIOFGAIZ L VG, BR., FRSOMLEHER %
BT B RREMEN B 5 ]

(4) EELRITHEREO S 5838 RBHRENRLETH Y | BRI K
LT HBENLRH D, ]

G) BEELRBHEREDH HEE (HNEIZBWTIZ LT F= 27 U T TR
25mL/min A O BE G LB M EVEWE ORAI R OTEMEAR#EY) 1
FEIXEREIEE H TR TRA~ S LR T 2 s s n T, ]

(6) B = A~V RIEMERE, BHEDO~V=T . KIGOME - BESFOHLEH G
WA ADFAETIMZ L > T, ERDEAT 20 H 5. ]

(1) mn (TEEE ~O#E ] OHESH)

6. EELERMIRE L
ZTOEHRVLER
P

(D) DBERIS S L PR L7288 RN S bbb Z ENRH LD T, Zh
5 OFA & OPFHRHIMEA &SRR T 5. I OFERE Ao H &%
EET 7 PEEICEETHZ L,

(2) FBF T3 R IUHEREIR 2 OV DR IEZ OV T35 2 &,

(3) BUEF RO BEERITEEREEN D LMD Z E08b 5, T bixE55%G
B 6 » HLUNICEERD HNDBENE DT, BEBE% 6 » HETIEA
1\, ZO% G EMANITHEEEREZ1TH 2 &,

(4) BKHNOEGAZ L0 TR - S5, TR O LERREIVER 235
BT n3bb, Zhbid, —RICHFHOREE & HICERT L2 ENE
WA, RIS U ClE S D WITTH L E N ABRBRAIOOF 2 B8 L. &
Tl A b2 WGEIEHREZFIET5HZ &,

(5) BERIF DB ST LT BE I L TOREMAEZEZET 5 2 &,
PEIRIFLAIMT & SRR H - IRIEBGIESE . BEIRPEEIOGER (B PEREIR
ENVERE G R, RIS R E) 287 2KBNH D Z LITHE
HTZ L,

,19,




(6) AAN OB 513, FEIRIRIBIRDEEARTH 2 BHFERIE « HEEFRIEDOHAZAT> TV
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