20238 AUET (1K)

BfE | SRR
BHHAA : 35

TTEEEELY

B&BMAEEH
7 HIVIR—R$E

BAEEE R HE S
873969
RS e BRsA
#E50mg | 22100AMX00216000 20094E5H
$£100mg | 22100AMX00211000 20094E5H

Y HhIH—RsE 50mg UG
7T Hh—Ri: 100mg JG,

Acarbose Tablets

B R -EMSEOMSZICIVERTL L

2.

=2 (ROBHEICFBEULEVT &)

2.1 EES b=V A, BRREEESUIATSEOBE [Ek
A YA V& BB B EMFEDRIESNEE 72 5,]

2.2 ERERYYE. TR, EESIMEDODHHEE (1R
VK BIMFEEENSEEN5,]

2.3 AEIOS IR L COBBIEDBFR O H 5 BE

2.4 ERXIIIFIR L C WA RTREE D H 541 (9.5 SHR]

3. HERK - MK
3.1 #88§
. BRS ‘
WR7e 4 (1 §eeh) INA
7oA H =27 anw—z |LTTESE T BEELE
50mg [JGl 50.0mg @772/7L\ A
100mg [JGJ 100.0mg )Pl
3.2 WEIOMK
B3 4 e - HI S kxsEE | PO
FzHE 0 OEmH  fAE
7 HN R — REEEE~READ @ — 1G F56
50mg [JG] MR D §EH
EE Ex =#8
6.0mm 2.7mm 100mg
x£mE EE  HE
L |EEET 28| [26) Q
7 H VAR — R : = C_
B~ %EEoH \F57) JG F57
100mg (G gty J
HE Ex =8
8.0mm 3.Imm 200mg

4. FREIFFIR
FERFEOBZBIMEONE (2L, BEEL - BEEEAICK
STHTHARMEIY FrO-ILHESNEVES. XITREE
5 BEEAICIA TROMBR TES UL F1 VAU VEE]
ZERAUTVWREETHoRIEIY SO—-ILHESNEWNES
BICPR)

. FHREXIZNRICEHET BiFR

A REOES L, BRRGBOERTH 2 BEFE - EHEE
DHET>TVWAHEETIIRSOE., BRIVE 2 REED
200mg/dL Bl EZRTHZBEICR S,

2 BRI BRSO CROMBER REEA VR >
BEZMEHALTWABETIX. 85 OO ZE i8R ik E
140mg/dL ML L2 H&RET %,

. RiERURAE
FHLAR—ZE LT, BATIEER 1@ 100mg % 1 B 3 @,
AEAICRO®RST %, 72720, 11 50mg X V&FES5 2B L.
DAEMZHR LS 2 1B 100mg N\EETLHIEHTE S,
mB. FEiE ERICS CHEEERT 5.

7. BERUAZICEET 2ER
ERESETEROETPBESNSEFION L CMERAE (1 |
50mg) o5 EHET S L. [9.8 SE]

. EERERNWER

A BE ISR UEIMAERER & 0% O EIC D W T3
5T &, [11.1.1 BH]

2 REIOHEGICX 0, [IEEIER - 85]. [HUEEN] EoiEt
BAEWERNPEBET 20D 5. INHIE. —RICER DR
BEEBHITEERTZ2ENZ0H, FERISCTHRED 50
HLBERARBRAOMFHAZZE L. SETHA SN WVWIGH
B3R5 EHIET A &, [11.1.2 ]

S BIERREOEELFHERENHODONEI DD 5,
NS RHREHBEBIER 6 n ALUWNICED 5NEBADPZVD
T, HBERBB 6 n HETIZH 1 Bl Z0% 5 EMIICATHEE
BMEZITH T &, [11.1.3 BIE]

8.4 AFIEEHIX., MEZEHNICEET AL EHIC, BHZ+

FICBEL., HICREHEODRERICOVWTEEZIAD 2 &,
KEl% 2~3 #n AHES L THERIMFEICHT 2RPIA+57%
BA (FRIRIMSE CRAIRE 2 BfEA 200mg/dL INica > b
O—)LT&ER0AEE) ICE. KV#ETEEZ SNLEBEADE
FEEETH &
ZH. BRIEOTSEa Y ba—)L (BRI CRBIE 2
REREEAY 160mg/dL BUR) 28 6h. REEE - EEEE I
CNSITHIA TROMMERE NEE L 31 >R 3E % HH
THOHTHrn LW SN2 5EICE. REOBEZHIELT
BREEZTHYIZ &,

8.5 RMEERZEIT LA HZHD T, EAFEE. BHEEDE

HEIIREBELTVWSIEBEFIIRETHAEEICRERT S L,

[11.1.1 ]

9. BEDNEREHEI IEEICHATIER
9.1 SHE - IEEEDHDEE
9.1.1 BEEFHNOEEXIZBHREDEEDH 2 EE
BAATZAZEOEMIZIED., BHRESPHODONEZ END S,
[8.2. 11.1.2 &H&]
9.1.2 BIEEENHIEE
AR OHEIC XD ERG. R, THREOHELEER % R 5
AHEEES D B,
9.1.3 O ANV REREE, EEDNILZT . KBDIEE - 5
ENHDEE
PR 7T ADFEREIMC & > T EERDPBELT 52 DD 5,
9.2 BikEEEEEE
9.2.1 EELEIREEEDHIEE
U7 F=7 YT 5y A 25mL/min KO BF TIZMmMAE
HE CRE(LEROVEEREY) BEIXEEELEFEE ICHEN
TR 4~5BERT A EPRESNTVE BEAT—%),
9.3 FHigaEEEEE
9.3.1 EERITREEEEDH I EE
REREPARETH O . MEERREPAES BT HB%
No»H5. FFREREEELNRE L BEFRRBIIEREL TV
A
9.5 Fi®
R AR L CWA RO 2 LHICIIRE LN &
IFRF OB EICET 2LE2MIIHETL L TV, [2.4 2HE]

-
—



9.6 1ZILW
R EOARERUBAKREOR RN 2ZE L. RO
k2R T o 2 Lo BMER (EALT v ) TRAITHTAR

T9AZEMRESNTVS,

9.7 INR

NRFEZ R E U BRHBIIE” L Thau,

9.8 S

B2 TDICBE LN OEHEIREG TSI & (7.

10. HBE{EA

10.2 HAEER HACEFRTSIL)

]

EZiY

HAIEE

HERER - HEBTE

WP - falRR T

ANAFZLT LT R
A
AR YT I RREH

BME HS5HND T
ENRHBH. PRRARICIE
ERED»S5HRT 2. X

72 ZC M PR T 28 D It A
FETERICARRIOEE
TRPGEIESEF 20 % o

| S g =] 13 th o ¥ R 7% F 3 o
A A B BrxH¥T o CEE
A YR VIEFRER|ICEETAZE,
HH
FEHEL B MU R A
[11.1.1 28]
FEBRFERES 2O BIRFEHEOMA Lo | LETEANIC XD MO
MAERE TER 2 RIS EOMENER | RB A Mm%~
2 HEH| ICEBT AL EBIC, R HDVEREND EZ S
B A A1l O B8 MR DGR ZE 1R R |12 ANAI OB E TR GERE
T ) FOLEEH] Bhb 5 LIk B WERPMD S,
BT IVBILERBIHIERET S L,
FHER %
LEERBEAEE 20 (BREAEOMA Lo | AR LD tho ks
IMAERE NER %25 9 | FEICEREROMEIER |RRHE MERET{E
% A ICHBETHAEEBIC R BHAPETBSNDIEZA
FTRLFUY Al o 488 L MR A FEE ' F (12 AR O B B TR ZE
HIgEERLE Y BhbzZ LIk BEEAPMDS,
FURER AL E % BIIHHERT S L.
VIaFV Y DAF T oM EE FEBEBEFOFEMIZRHA
PIETRT B END S| THb,
F7o DI T EE
DERLBDHOLNTY
b, VIFX T U oIfF
BEIPEHLGAEIC
3 YIaFvross
T 5 @)
MBEZITH &,
Srvya—2A L8R R 0 BIVEF »31 | A2 58RI A5 ARFI DR
527 F N —LIKFIH BENBATREMEAN H 5. [IC K B RELDO D=

FE & & B ICTREREL
BEAEBITL. BRE
WK ThfExa=T 23
ZERs HREICKDE
WHAENEICHEMT

LR B %o
RO CBER SR | WA OEMICHEZ K| KAE a-7TIT7—F
VT Ay —YE AR D B EEOHEERAEZHE L.
—7 . RAACIE L BER
#EE a-73IT—F
HEEEEL TS,
1. 8ER

ROBMERDPH 5 DONBHENHHDT, BIEz 71T,
RENVPROONTHEICEREG2HIET 24 EBEY 2 LE 21T

ST &
1.1 EXBEHER
11.1.1 {EM%E

i OERIFREE & O G TR (0.1%~5%KiH) »PHs5bH
NBEIENDB. T, MOBERIFHEZHAL TWZWES
THRMIE (0.1%K1H) PHRESN TS, KA HEHEDHE
b - Rz BT S & % 0 ¢, RIVEERYRD 5 N HE I
Dal TR u T RUEERET AL EHT LB EITS
o [8.1. 8.5, 10.2 2]
11.1.2 HEA=

MEERIE S - B EEINEA 5 5 b, BT AEDEMIC
0. BEAZE (0.1%K0E) PHobNEIENHLHDT, Fifi
I AEE. BHEEOERYH S5 bhichaicidiszditkds
Z&. (8.2, 9.1.1 ]

11.1.3 FFHRERS. BB
AST. ALT O EFRE 2> BELFMERE, BE (0.1%K
) BdobhcdIl bbb, iz, BIERE (0.1%KHE) O
HEPDH 2. (8.3 ZH]

11.1.4 EELGHEEFTOREBEZHSEY VEZ7VIE (5
FEARBA)
HELERGICREG L2GG, EREz2BELTaT v T
ZT7IMEPEEL, BEREELZHD CORENHHD T, HHE
RREE+FICBRT L L,

11.2 ZOfthDEIHER

5%2L Lk
MEERRZ N - B
TSN, #RAE

5%
PHEEESEMN,. T
I =R N
I, MEr, &Ax
TR EATTE.
HILRE
HE. TOFE
UEJE - THER, ©
F, LUNE
AST E&. ALT
EH. y-GTP L
. AP £ &.
LDH k&
B I BRI |
R A
g6 FE SE RS

T
=N CLEL
RN

HLER

BHUE
TEfER

FiT B

LN~

Jiiikizd

HIE. 12T, B

ZOf B MR

12. BRAFRRERBRICRIFTHE
ARRAFRICIE 1,5-AG (1,5-7 >k Fa Ly b—)) EE
NG ZENDH D, 1,5-AC OBEERIZ. MEIT> va—)LD
SELE RO VWOTERT A &,

14. BRALOZER

14.1 EHIZMEEOER
PTP BZDEANI PTP > — 2 6WMOH LTIRAT 5 & 5%
BB L, PTP U — bORBREUT KD . BRI BB
AFIA U BITIEERFLZ B U CHERRIR A S O EE 2 A0HE =
HREITLIEPDH D,

15. ZOfthDER

15.1 ERFRERICE D 1&5R
BERAZNRE LIz VZTF T I VEAIEOHRAFERICEWL
T KREIOER (RICREA >R VEO EFROMH]) AR
SNTEDH|ED DD, TAVAFT T I VHANIEROIERICE
BERIFIBINFHHOTHALLLIENEZ LY HIE
AT —=%),

16. TSR

16.1 MR
RIS 100mg 2 BEREOHRE L5E . RE(LER OEER B O
MAEEILIFE A EORIER S CHRERA (3ng/mL) MTFTHZY,

16.3 9%
Ty MIEOREG L-HEBTIR, & BIE. WO THTEL. oMo
2TV Thb M ZIFRBEEXZZNUTTH 5. 5H. Fi
Zv MIEO®RS L-F#EBE . JUTHICEREICERITT 52000 D 5
nr2,

16.5 HEitt
EEERAIC 300mg™ 2EOE LB a . RE(LAER OEERBMOR
FADOHE I H 5% 24 BETIZIFRT LTBO ., ROFERIZE 5%
24 BT 0.20%. 72 BRITIZ0.21%TH 5,
) AR OAZEHAEIEX 1 [E 100mg. 1 H3[ETH 3,

17. BRFRRGEE

17.1 BERULZLEICEHT 355

17.1.1 B3 (BRTS ERR_EEMREEEIER)

1) 1> 2 VIRKAFRMERE (NIDDM) BEZMRELT, THILAR—
24 1 [E 100mg V& 75+ AR% 1 H 3| 8BHES Liz. BRAEE.
BRLEAT HIVKR— R5ERE 33/85 i (38.8%). 7T AEE12/87 fil
(13.8%) TH V. 7 HIA—AEOERENIRD 517z (p <0.001) Y,

(2) NIDDM B# 2R & LT 7 AI)LA—Z$E 1 [E 100mg Xid 75 R
% 1 H3M[E 24~28 HEHEG Lz, BHEE. BRUES T HLER—-R
$ERE 10717 61 (58.8%). 7Ft AR 3/1561 (20.0%) THO. 7H
LA = Z2EOBEREIRD 5Nz (p <0.05) Y,



17.1.2 HAEE (EN—RERRIER)
(1) SU Bl & D FHER

- NIDDM £ 1% & LT, 77 L4— 25 1[5 50mg ~100mg % 1
H3[E 128M#%S Lz, 12BEEICHT 2 BRIESERSHEE
ELL EAY 18/55 (32.7%) Td -7z BIMEMIE 70 il 14 f]
(20.0%) 1221 fFRDH N, KIEOHEM 11 . EHEHEE 4. T
Wi lfETcH-o75,

- NIDDM & %ML E LT, 7HNAR—Z$E | [ 50mg~100mg % 1
H3[E 12 8E#EEG Lz, 12 8E®ZICE T 28R IIESEE THEE
SELL_EAS 407103 5l (38.8%) TH - 7z. BIMEFIX 122 fi 25 fi
(20.5%) 12 45 e o, ELBIERIIKEOEM 19 . EHE
Rk 14 fF. BB 2 FETh o720,

(2) SURIEDHARER (ENRBIRSHER)
NIDDM B#ZxRE LT, 7 AR —Z$E 1 [8] 50mg~100mg % 1 H

30 28 ML R EH Uiz, 1WEHRTRICE T 2 BB IIESREE E+

HEWED LAY 30/80 fl (37.5%) TH-7z. HEHR 6 » AU ETIX
ROFGESHERSNRELMEIY hu— Ly EohTWwiz, BifE
FIE 86 il 16 il (18.6%) 1227 #3206, EEIER IZEDE
13 . BEEREER 6 RS Th 727,

(3) 4V VB EDOiHARER

A4 22 YEFR S RO NIDDM B& K1 >~ A VAR B R IR

(IDDM) BEZMRE LT, 7 HILE— 24 | | 50mg~100mg # 1

H 3 128E#%E L. 12:ERZICB) 2 BBNEREE L. E5E

tELL EAs 39/81 il (48.1%) TdH -7z, BIMERIZ 114 fld 21 4

(18.4%) 134 RSN EaBIWERIIREDEM 12 . IR

1l HFETH-729,

(4) 42V VHEREDOHBAER (ERNRBRSHER)

A R VEIFFSFO NIDDM BE XU IDDM BE2HRELT. T
7 LK — 25 1[5 50mg~100mg # 1 H 3 [6 28 AR 5% L7,
WEPRTRICB Y 2 BB OESEE L. PEERED L2 19/37 fi
(51.4%) Th-7z. BE5HE 6 » AL ETIHROFHEIHER SN, &
FEL-EI Y ba— LB SNT W, BIERIE 52 g 11 4l
(21.2%) 12 19 @B 5N, FE2EIERIEREDEM 5 £, IEH0 =
5HETH 7%,

¥ 12 AMBESHRBOKRTRORE - AB%2 20X Mk L1z, BFME
£ LT, 300mg/H & HIEASE & HF L7121 150mg/HT
RIS L7zo

18. EFNFIE

18.1 {ERER
T AR = RGN E BRI ET AV aT7 I T R T T—
Y. vy —YEHERENICEET 2135, BERRUERD a-7 37
—VYZEEL. BBROE L LINE LR 2§13 210.10,

R (T T v =R AT U—2%) O a-FNaAVY—
YK BN RERE L. HEETOZ LI =R, 7T b —=ZAD
DEEZEBNET S S ICKVEEOMNZ BES 5,

- BROBIMEZRET HEE0I0, MEOARNZHEZ /NS L, BIF
I ha—LABSN5,

- BROMEE ER2MET 510, A > 2) > ERBIHT 20 TE
A YA VIMFEEBLE V. FLTHVR—=RIZEBA VA V530
I AEBERAPZVOT, BB Ma0&EEAERET 5.

18.2 MAEEICx T B1ER

18.2.1 fEERLA 12 i 50mg. 100mg. 200mg # A7 H—RA & & HITH
ERRORE LZ5AT . BRBONNE LR, E1 > 2 ¥ ERIEAEK
FICmHsn 512,

18.2.2 LA 7 112 50mg. 100mg. 200mg % & & &b ICHEREO
85 L5ET, BRBOME LS. M- > 2 v ERIZFABRENIC
Hxnzsi,

18.2.3 NIDDM #£% 12 fflic 100mg = 1 H 3@, BAEEELEBIZ3 7AH
ERO#E L5, ZERIEIERICETT 39,

18.3 M¥EBAZENCX T B1ER
NIDDM ## 19 iz 50mg 1% 100mg # 1 H 3[EAEE & HIC2
BEREORSE LGe, EANESIRIE T ABE L, miEHNZ B
MIERIEARKRENICETT 559,

18.4 JUOIANEZOEY (HbA1) ICxie B1ER
NIDDM ## 12 iz 100mg % 1 H 3B\ HAE L & 8123 » AN
BE5LEE. HbAL BEEIETT 519,

) AAHIOADHARIZ 1 E 100mg. 1 H3ETH 5,

18.5 EMFHRIF R

18.5.1 ZAHILik—2R§E 50mg [JG]

7 71V AR— 2% 50mg [JG] & 2L 1§E50mg 2. Th2N 28 (7

JINVAR—ZE LT 100mg) BEMABFICHEEROREORS L, 8BRS

BEEUC3WE I/ URF—N—KICLD, ¥ a &R (100g) IckaiM

WEO FREEHEE L, 861792 —% (AUC, Cmax) IZ2W

THREHRIT 21T - 7258 WAl OEMENRSE SR SN0,

[AUC : MEED F78 - R FEE. Cmax @ BElE LFE].

(mg/dL)
70

-o— 7 HILAKR—A$E50mg ]G
—o— 7 )LINA $E50mg

—a— R (EHRS)
Mean+£S.D., n=29

IS W e

N

0F—+——— |
0 02505075 1 2

1.5 3
BE5 %O (hr)
HTEINTG A =%
AUCo-4 Cmax
(mg « hr/dL) (mg/dL)
7 H VAR —A$E 50mg [JG 29.10+22.79 21.57+10.25
Z N ANA §E 50mg 28.84+22.51 20.22+13.22

(Mean®S.D., n=29)

MAEENE N AUC, Cmax H0/85 X — 13, #EEORIR, (AROR%
HUE% - RS ORBEMIC L > TR SRS H 5.

18.5.2 7 AILR—R$E 100mg [JG]
T HIVAR—2$E 100mg [JG] &7V §E 100mg 2. #h2n 1§
(7AIA—=AE LT 100mg) EFEHASFICERRERORS L,
E#ESCIMEIURAL—N—FRICKD, Y aEER (100g) &5
MFEEO EREZ2HE L, B6N172/85 2—% (AUC. Cmax) 1D
WCREMRIT 21T o o458 WAIOEMFEOREEI TR S N2,
[AUC : MmiEED_EF-& — Rl FEE. Cmax : &M EFE]
(mg/dL)

60

50 b
-o— 7 HILAKR—=R$E100mg ]G,

—o— 27 )LINA$E100mg
—a— R (R S)
Mean=£S.D., n=28

401}

30+

Bl SmE R

20+

0F
0 0250.50.75 1

15 2 3 4
5% OEER (hr)
HTEIRTG A —%
AUCo-4 Cmax
(mg - hr/dL) (mg/dL)
7 SR —Z$E 100mg [JG)J 25.58+22.05 19.73+£10.72
ZL )31 §E 100mg 22.89+17.82 18.61+8.40

(Mean+S.D., n=28)

MAEEIE N AUC, Cmax FED/VT X =513, #EREDOBIR, FHORF
U E - BESEORBEMICL > TRLSTREENH S,

19. BN CET BIBEFHAR

—f%4 . 7AILAR—R (Acarbose)

{b#4 : O-4,6-Dideoxy-4-[[(1 S4R5569-4,5,6-trihydroxy-3-(hyd
roxymethyl)-2-cyclohexene-1-ylJamino]- a -D-glucopyran
osyl-(1—4)-O-a-D-glucopyranosyl-(1 —4)-D-glucopyran
ose
C25Ha3sNOis
645.60
HE~MEHEDOHRTH S,

HKICHD THETF LT AY ) —LICeRBETed<, Y7un
AF VIIFEAEE T 2,
TR TH %0

FFR
DFE
oK




CHs CH20H CH20H
H H HA—OH A O A O
H H H oH
NH—N\OH H/t—0—NoH HA—o0—KoH H
HO
H OH H OH H OH H OH

20. BV EDEFR
2SR O T, 7L I ¥ o —aEMHER%RITER 28I CTREFEL. IRA
EREFTPTP V— b oBOHE RN &,

2. ax

(FHILR—Z$E 50mg [JGI)
100 4% [104% (PTP) x10]
500 4% [104% (PTP) x50]

(FHILR—Z$E 100mg [JGI)
100 4% [104E (PTP) x10]
500 4% [104% (PTP) x50]

23. EEVH

1) f— fth 2 EEE S 1989 ; 22 1 365-381

2) Ahr, H.J. et al. : Arzneim-Forsch/Drug Res. 1989 ; 39 :
1261-1267

3) LEMHE—RS fth: EEOHOH 1989 ; 149 :591-618

4) JWAEFR fh : BREFR EBZE 1990 5 67 £ 219-233

5) TAEkREE ¢ HEHE LA 1996 5 24 1 837-852

6) BHEH fth : FEIEEIHE 1996 5 24 1 639-657

7) SHEH o HEIEEIRE 1996 5 24 1 1375-1392

8) TAIEkFAE ¢ BEHE LA 1996 ; 24 1 853-872

9) JAIEkPEE ¢ HEFE LIAME 1996 5 24 1 1109-1129

10) Caspary, W.F. et al. :Res. Exp. Med. (Berl) . 1979;175:1-6

11) FRR#K fh : Clinica Chimica Acta. 1981 ; 117 : 145-152

12) Azuma, J. et al. : In Kuhlmann J, Wingender W (eds.) Dose-
Response Relationship of Drugs. W Zuckschwerdt Verlag.
1990 ; 151-154

13) =FHBER fth : B &3 1987 5 18 1 1891-1898

14) BJI[#EX - Nagoya J. Med. Sci. 1984 ; 47 : 35-41

15) Hst=Ria fih @ SRR 19855 28 1 701-706

16) #NER} © EWEFREEREE (88 50mg)

17) #HNER © EWEFESEEE (58 100mg)

24, NERERERUEVEDES
HAY 24 v VA St BES FHERE
T 100-6739 RF#HTRAXION—THIEF 1%
TEL 0120-893-170 FAX 0120-893-172

26. BHEHRFTEES
26.1 BLERRSETT

@ BAYIRUvOKASH

RRPPTFRABRANOARA—TBEBIOB1S

000259000-009



