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AR =i
AR © 3 £
AERIEE MR, mERREUER, MEESER, KA —MHER, BHEER, EEHER
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SERIE B2V B - - - -
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T we | S | Ee | Ea | Ea | 1021% | 102.0%
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=
1 - - - - - 00 . 00
6 R | e 93.2% | 103.3%
=
1 - - - - - 00 . 00
24nRl | 102% | 104.1%
o~
PR AY é \%é \%é A} é A} é O . O
B8 | o | Es | s | s | Es | 92% | 99.9%

(1) B~ EEDHO3H T 2,

(2)7 2=V VR & DURRIS : FREDUWREEL B,

BV F /AT L BEERIS  MIRBEEET D,

(OBEZ 0T RIS 7 1 — : FRERROEEETD S ARy N ORHEIZZE L,

(5)BIERME N TN PNOBEREEBA T, M ORERWEN 3.0%LTFTH 5.

(6)E R RERE | HEES 15.0%EBAA

(7)RBRWIZK 900mL %R, /S KV 75rpm CREEEFTS &£, 15 HEOEHEG
85%L1 T 2o

(8)95.0~105.0%

EiREHE (B|E. 36 OBR. BFOMSIE MW T 3 FHZETHD I LM
ﬁ%ﬁéﬂf:o

OFALLIRRE THOREMS
ABSRM - OIREIC Y 2 EMESER : 40C. 3»A Bt - [EE)
QIEEITHN I 2 REMHAS | 25C/7T5%RH. 3»H (X - K
@tizxt I 2R EMFER | MIEE60Slux - hr (EH - [EHFER)
ABRIEE MK, B, WHEER, EEHER

(RS BER S Y tHaE ERHBRY
15 1) 2 (3) 4
HBEIAE | OEOMEOH 17N 102% 100.0%

OBE | ZMdh @uEe) | Bal 2% L 101.1%
‘ ) Z(tH D
QEE | ZisHH @EE) %tz L 101.1%
(75N)
@ Atz L L 2L 102.1%
(DEE~REEOPT ORI TH 5.
(2)BE(HE
(3)BICK 900mL 2R, /S FLE 50rpm THREZTS & 5. 15 HROEHRG
85%LI L TH %,
(4)95.0~105.0%

F)iBBeR 2100.0% & L7BERERTRLUT:
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ZEMEDFMIE [$EH] « 717 )VAIDEARRE TOREMFBEICONWT (FH) Flill
F 8 H 20 H] ITEH S N EHBRIEE OFHEELEICHE > 7z,

7 #VR—2§€100mglJGI

ONEHER"

AERRE  PTPE% (PTP/7)VIEo-—)

aERSEM - 40£1°C. 75£5%RH

BRI . 64 B

ABRIEE - MK, MERREER, WA —ME R, wHEE. E=HER. Ko

. - o | A — || ER

e gt i ST e )

HBIRE R WEER om | matm sm| sw

i 1) @@ GG | O [’ (9 |d0)

EE A

ﬁﬁﬁ%ﬁ(Eéﬁgﬁé)‘é“‘é‘éﬁﬁé'ﬁé e |EA[101.3% |2.3%
EE A

1 » B (£§é> S| ES S| — | MG | E& | & |101.8%|2.5%
IR
Ee

SARE | e [EO|EEES| - @S| @& & 995% 19%
IR
N PAN

6 » Bt (f;@ S| WS S | EG | EE | S | E&| 985% [1.9%
IR

()& EET 2EE~REEOMHORA TH .

(2)7 = —V > VR & DUBRIS | REOUBEEL 5,

)PV F /) VAR L BEERS | WIREBEEET 2,

(BB O NS5 7 14— SRS OB, 587 ARy~ ORIMEIZZELL,

(5) 4N AR ERIE Y © WE340NmIC BT DIEA LU A 3RO 2R L.
ZDMEIE AL D NS,

(6)BEBRIWEN TN TNORIGELBZ T, HhORERWENS.0%L T TH 5.

()RR | HEES 15.0% 28220,

(8)aBaMEIZ K 900mL ARV, /S FLE 75rpm THREETS & &, 30 HEOEHR
85%LL T o

(9)95.0~105.0%

(10)B2(E

ORHRFHRY

R PTP a% (PTP/7/)VIto—)

AR =i

AR © 3 £

AERIEE MR, MERREUER, MEESER, KA MR, BHEER, EEHER
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e
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e
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(&R =E T 2HE~KEBDHEOHFIAITH 5.

(2)7 ==V Y THRIT L DUMBRRIG : REOUWEBRZEL S,

Q) F /) VHRITE D EERIL  MIFABEEZET D,

DEBI/a~ T 7 1 —  BREREOEEERN S/ AR Y FORIEIFZFELW,

(5)ZZE (JRERVEI TN TNORSEZBZ T, HOBRERYED 3.0% U T TH S,)

(6)BEEmAETER - HIEMED 15.0% %A 72\,

(7)EBREIZK 900mL ZHAW., /S )V 75rpm TiBEZ1TD & &, 30 HEDEBEHEI
85%LAETH 5,

(8)95.0~105.0%

EiREHE (BE. 36 OBR. BFOMEIE MW T 3 FHZETHD I LM
ﬁﬁ%@éﬂf’:’_o

OFALLIRETORENY
ABSRM - OIREIC Y 2 EMESER : 40C. 3»A Bt - [EE)
QIEEITHN I 2 REMHAS | 25C/7T5%RH. 3»H (X - K
@tizxt I 2R EMFER | MIEE60Slux - hr (EH - [EHFER)
ABRIEE MK, B, WHEER, EEHER

RS PEIR L i R
R4 (1) @) (3) (4)
BB Eszgiz; " 28N 103% 100.0%

ORE | Zitsv e | Bl | kL 101.2%
‘ , Ztd D
QEE | BitHDH B B L 101.0%
(88N)
O 2t L BaL | Bkl 100.5%
(&R EET 2EE~YEEOMBOFH TH 2.
2)BEE
(3)8tEAMITK 900mL ZFL., /% )Lk 50rpm CHEEATS & 2. 15 HEDWEHEI
85% T 5o
(4)95.0~105.0%



F)iEBieR 2100.0% & L7eBERER TR LT
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F£8 A 20 B ITEEESNEHERIEE OFHEELEITHE > 72,

. ANERVBREOREMN
B=19224%
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ZHUER 2L

. et
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HNEREERS11240045) | ITEL S,

BT | BAEETS —REBREEHERE (YNNI

pH1.2 BAEES BHEARE1IR
50rpm pH4.0 | #&7zMcllvaine DEER
Ol #5450/ BRI pH6.8 HAERY EHHEEE2R
7K HAEFA RBEUK
100rpm pH4.0 8 7zMcllvaine DR EW
FBEE : 900mL  BERMOE : 12Xy )V

L | B/iEa~Y T T5T 4 —

ARG

L
mEN | SR e e
SERBUFI A1 553 LI TEIS5% LB B, L1591 H
DHI.2 | 1F 2 SBREE 0) T E3 3 A A BRI DS LA 3 =+ 1 5% 0D BB 12
55,
POIPIM 0 | s o0 vt 6 0% K U 85 % 3 & 72 % 24 72 25

pH6.8 | ITHWW T, SABREAI DS HRMMEHERF OFIEHERE15%
7K DEHITH D7n. XIIT2BFBDEN42LL ETH D,

ABRELAI D] 57 LINITEIE85% L B I 578, X155

100rpm | pH4.0 | \J ZEABREAE OFIGEHRMRERF OB HER T 15% D &I

H Do
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(50rpm. pH1.2)

120
100 f
80 |
60 |
40 |

FBHEE (%)

—O— 7 HJLR— R EE50mel JG]
20T —&— {2 WHI(GEHI. 50me)
0 - - .
0 10 20 30
BERA(5)

0 - (©0rpm. pH4.0)

100 |
80
60
40

AHE (%)

—O— 7 HILAR—REE50mel UG
20 ¢ —e— B GRH . 50me)
0 1 1 J
0 10 20 30
BER(5)

HIERR T2 15 FITHN T, HBREAID
PSS RS OSIEHE L 15%
DEFITH D A RTA1 >DHIEELEITE
=125

HERRTH S 10 750U 15 771THN T,
FER BLA D G H R DR ERIA D I
HEF15%DEHHEICHO . 1 KA >D
HIERAEITES L,

0 . (50rpm. pH6.8)

100 |
80 r
60

B (%)

40
—O— 7 HILR—REE50mel JGI

20 ¢ —e— s BF| (52, 50me)
0 1 1 J
0 10 20 30
BER(5)

(50rpm. 7K)

120 r
100
80
60

BHE (%)

40
—O— 7 hILR—RFE50mel JGI

20 —e— T MF| (G2 H] . 50me)

0
0 10 20 30
(5

HERRTH S 10 7K 15 32BN T,
ABR BLA O VA R DR HERIA D IS
HEF15%DEHHICHD ., T KT >D
HIEREITES LT,

HERRTH S 10 75U 15 72BN T,
ABR BLA D G H R DR HERIA D IS
HEF15%DEHHEICHO . A KA 2D
HIEREITES LT,

(100rpm. pH4.0)

120 ¢
100 |
80 |
60 |
40

AHE (%)

—O— 7 HILR— R EE50mel JGJ
20 1 —e— A MH(GEHI. 50me)

0 5 10 15
FREI(5)

HERR TH D 15 THN T, HABREAID
15 85% U LB L. 711 FZ 1 OHIE
RETHEG L,
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X 1. BHEHORLMEOHE CFEEHR)

SERSAE AR (%)
i | e e | StERUE] (7 LR— | HIE
BEE | SBE i) | Gl 50mg) | 288 50me [JG))
pH1.2 | 15 85.1 777 e
10 53.0 60.8 R
pH4.0 ¢ 73.3 79.6 BE
50rpm 10 55.5 55.5 v A
pHE.8 T 76.5 739 BE
10 56.2 53.1 R
x 15 76.4 714 BE
100rpm | pH4.0 15 103.9 99.6 B

* i
EHERA & BB DOIIEHEZHER L2 &£ 25, WITNDOHEBREMEITHENTS 183
EREOEYZHRIENEGRBEAT 1 N1 2] OHEREITEEL Tz,
PAEL D, HRERA & ABRBAI OB HER SRR S N,

7 #VR— 24 100mglJG1'Y
[ RERR D EWENFSERBRA 1 K51 O —MRIEICOWT (PR18EL1H24
HASAEERE11240042) | 2L 2,

AR | BARES  —MEBEEHEERE OV RIKE)

pH1.2 | B&®ES wHsBE1E

pH5.0 | #®7zMcllvaine DFEEWR
50rpm

[ElER %/ B BRI pH6.8 | HARERY HEHFEBRSE 2R

BBRRA K AA%ES HEHK

100rpm pH5.0 H¥7zMcllvaine DEER

ABRIRE : 900mL  HEROE . 12Xy )b

aftiE | REZax TS5 74—

R
EEs | BB IR
PH1.2 | EEHEBUHI O FAGEH N6 0% R U85 % & 12 3824 12 206555
PH5.0 | 1250 C. SUBAMAI O TS e AV EHEBA O FAVE HIE £ 15%
Sorpm | _PHE8 | OEBICHE b, LOBHO BT 2,

FRHERIA D IE H RN 40% K U85 % MT DE 72 2K /R IT &
7K WTC, FRERELA O SEIGHE =R DR ERIAI O S IE HER + 1 5% D&
BITHDh, XISF2BEHDEN42LL ETH D,

ABRELAI DY ] 57 LINITEIE85%LL B I 578, X155 H
100rpm | pH5.0 | (I 25BREAIDOFEEHRINFEERF OB HERE15%DEH (T
%%O
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(50rpm. pH1.2)

120
100 F
8o
60 |
40 |

BHE (%)

—O— 7HILIR—REE100melJG]

20 r —e— {mA H|(GEHI. 100me)

0

0 10 20 30
(%)

(50rpm. pH5.0)

120 ¢
100
80
60
40

FBHIEE (%)

—O—7hILiR—REE100melJG)

20 r —e— B U (§HI. 100me)

0 10 20 30
R FEI(5)

HERRTH 2 15 7K 0 30 F2HNT,
ARBR BLA O S IG¥E R DR HERIA D IS
HEF15%DEHHICHD ., T KT >D
HIEREITES LT,

HERRTH S 15 7Kk 0 30 77THNT,
FER BLA D G H R DR ERIA D I
HEF15%DEHHEICHO . 1 KA >D
HIERAEITES L,

0 . (50rpm. pH6.8)

100 r
80
60

A E (%)

40
—O— 7 HILAR—REE100mglJG]

20T —e— jZARKI(5E5]. 100mg)
0 1 1 ;

0 10 20 30
R FEI(5)

(50rpm. 7K)

120
100
80
60

B (%)

40
—O— 7 HLK— R 100melJG]

20 r —e— i M. 100me)
0 - - -
0 15 30 45
BSR4

HERRTH S 15 7K0 30 F2HNT,
ABR BLA O S I9VE R DR HERIAN D IS
HEF15%DEHHICHD ., T KT >D
HIEREITES LT,

HERKRTH S 10 75U 45 732HN T,
ABR BLA D G H R DR HERIA D IS
HEF15%DEHHEICHO . A KA 2D
HIEREITES LT,

(100rpm. pH5.0)

120
100 |
80
60
40

BHE (%)

—O— 7 HILAER—REE100meglJG]
—O— ZHERF(EHK. 100mg)
0 1 1 J

0 5 10 15
BFRE(5)

20

HERR TH D 15 THN T, HABREAID
15 85% U LB L. 711 FZ 1 OHIE
RETHEG L,
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K 2. BHEHORLMEDOHE CHEEHR)

BRI TS (%)
i | e | StEasE| (74 )LR— | CHIE
BEE | SBE i) | Gl 50mg) | 288 50me [JG))
15 67.3 67.7
. \%A
pHLZ ™5, 90.1 90.2 s
15 62.4 67.1 o
orom PHS.0 ™5 87.2 90.5 HE
P e 15 67.3 65.7 "
PHb- 30 91.2 885 =
10 435 472
\%A
x 45 86.2 90.7 T
100rpm | pH5.0 15 101.2 100.4 B
-

ERHERIA L SBRAI DFEITEHEZ I L 72 & 25, WINDOHBRHITE W TS [HF
ERGOEYZNRENGRBEAT 1 N1 2] OHEREITEEGL Tz,
AELD, RERA & SBRBAI OB HER SRR S N,

A IS A D]
7 BV —2550mel JGIRUT )V K—28100mg [ JGIIE. BARE I ERREEES
BRI NI T H VR — AFEDEHEIEICEE LTV 2 L ARSI TV B,

AER s | BAER —REBRIREHFEBRIE S FIVER)

RSt | OlEsE : 7orpm  FBRIK (UK FERIEE 1 900mL

SWE | BEI7ux NI T T 14—

BHERE | $850mg : 1590f#85% LA k. $100mg : 307ME85%LAE

8. EWMFRVEERE
FZAE LR

9. HAIDDOBEMRSD DIERHERE
()7 ==Y > 7HRIT & DBRRIE
Q)p-RVF/ VHRITE D EERE
)EE/u~x NITT 14—
(4) SN AR R RE

10. BEIPDOBEMREDDESRE
WRikr7a~x T 57 4 —

11. Hfh
B2=19224%
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12.

13.

14.

HNERSEILE SO EPIS 27

MEEIEA
0-4,6-dideoxy-4-[[(1S5,4R,5S5,6S)-4,5,6-trihydroxy-3-(hydroxymethyl)-2-
cyclohexene-1-yllamino]- a-D-glucopyranosyl-(1—4)-O- a.-D-glucopyranosyl-(1
—4)-D-arabino-hex-2-ulopyranose

HEMED :
(1R4R5S,6R)-4,5,6-trihydroxy-2-(hydroxymethyl)-2-cyclohexene-1-yl 4-O-[4,
6-dideoxy-4-[[(1S,4R,5S5,6S )-4,5,6-trihydroxy-3-(hydroxymethyl)-2-
cyclohexene-1-yl]amino]- a-D-glucopyranosyl]- a-D-glucopyranoside

HERREC !
a-D-glucopyranosyl 4-0-[4,6-dideoxy-4-[[(1S,4R,5S5,6S)-4,5,6-trihydroxy-3-
(hydroxymethyl)-2-cyclohexene-1-yllamino]- a-D-glucopyranosyl]- a-D-
glucopyranoside

EEMED :
4-D-[4,6-dideoxy-4-[[(1S,4R,5S5,6 S )-4,5,6-trihydroxy-3-(hydroxymethyl)-2-
cyclohexene-1-yl]amino]- a-D-glucopyranosyl]-D-glucopyranose

HEMEE
0-4,6-dideoxy-4-[[(1S,4R,585,6S)-4,5,6-trihydroxy-3-(hydroxymethyl)-2-
cyclohexene-1-yl] amino]- a-D-glucopyranosyl]-(1—4)-O-a.-D-glucopyranosyl-
(1—4)-D-arabino-hex-2-ulopyranose

MEEMEL -
0-4,6-dideoxy-4-[[(1S,4R,585,6S)-4,5,6-trihydroxy-3-(hydroxymethyl)-2-
cyclohexene-1-ylJamino]- a-D-glucopyranosyl]-(1—4)-O - a-D-glucopyranosyl
-(1—4)-0-a-D-glucopyranosyl-(1—4)- D-glucopyranose

HEEMEG
a-D-glucopyranosyl O-4,6-dideoxy-4-[[(1S,4R,55,6S )-4,5,6-trihydroxy-3-
(hydroxymethyl)-2-cyclohexene-1-yl]Jamino]- a-D-glucopyranosyl-(1—4)-O -
o-D-glucopyranosyl-(1—4)-O- a-D-glucopyranoside

HEH
0-4,6-dideoxy-4-[[(1S,4R,5S5,6S)-4,5,6-trihydroxy-3-(hydroxymethyl)-2-
cyclohexene-1-yllamino]- a-D-glucopyranosyl]-(1—4)- O-6-deoxy-a-D-
glucopyranosyl-(1—4)-D-glucopyranose

ERNNELEES - IMRNEHLBESCEAT 2B
B=192/4A

Z DAtk
ZUER 2L

-15-



V. BEICET DIaH

1. SHAEXILHHR
FERFROBRBIEDNE (72720, BERE - EFREICE > ThHORMEDT > ho—)VR
BonizWBE, XIZRERE « EFFAICMA GEOMBER THEEL <31 AV HAIZ
AL TWSEETHORIED Y Fo— LB sNRWEEITRD)

2. BERUBRE
THINR—2AE LT, RATILEZ1E100mgz1H3E, BEAICEOES5T 2, =20, 10
50mgd D5 %L L. BEMEHRLES 2 1H]100mgEET 22 L b TE 5,
KB, FEle, TR U EEERT 2,

3. ERIRAEIE
(NERERT—F Ny r—
ZHERZ L
(2)BRR%HR
ZHUERZ L
(3)ERPRF B BR
ZAUERR L
(4)FHRHIEHER
ZHERZ L
(5)1REEEYEBR
1 EEALL{TRERGHER
ZEERZ L
2) bkt Bg
ZHERZ L
3) B2 ER
ZHERZ L
4)BE - FRAERIEER
ZAUERZ L
(6)iaEHEFE
1) ERRERE - (S EERAMERAE(IFRARE) - SRR IRRNER (MARZRREER)
ZHERZ L
2)ERFMFE UTEEFENABXIIERE L 7-HEBRDOBIE
ZHE LN
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VI. EWEECEIT HIEH

1. FEZPHCEAED S LEMNIILEYEE
a-7)\ayd—EHEAR . RTUR—A, 37U b=

2. HIE{EHE

(1)VEFRERAT - YEFBIYIS
T B IR — A NER MR ER RS D a- T N aY T — B (F)VaT I F—E, ZY F—1,
TVE—b) ERBEREFNICHEET 2Eh, BERRUERD -7 3 5—PEEEL, BROEL
WL ER T 2,

(2) B & BT HHERAE
EFIEINCETEECY!
[ REEROEYIENRSMRRA 1 R 1 L EO—SREICSWT (PR18EL1H24B
EAFERHE11240048) | 1THEL 2,

7 71)ViR—Z$E50mgl JG1'?
7 AIWVAR—A#ES0mgl JG] & EHERIA 2, T EN28E (T H)IVR—AL L T100mg) @Rk
ABFITHBREORORS L, BREFL2SUIFHLI O AF —N—EITLD. ¥ aEamn
(100g) IT&L2IMBED LREZHIE Lz, FoN /37 X —% (AUC. Cmax) (Z2W\WT
REHRNT 21T o 7R, mAIDEMZEREEED R S 17z,
[AUC : [MFEED _EFE—REhR TEE. Cmax : &g EFE]

(mg/dL)
70

60 |

—o— T H N E—A5E50ng ]G |
—o— FRHAERH] (BE#]. S0mg)

ki .
ﬁlﬂ 10} e R (4S5
ad
? “ Mean+S.D., n=29
Tt

200+

10 + TS

—== H“H-‘
0¢ F— ; - R —— |
0 025 0507 1 15 2 3 4

$e'5- B WM (hr)
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<EMERNTA—F >

I/ ST A—=F
AUCy4 Cmax
(mg-hr/dL) (mg/dL)
7 A1)V —A$E 50mglJG] 29.10+22.79 21.57+10.25
U ($5). 50mg) 28.84+22.51 20.22+13.22

(Mean=S.D., n=29)
MFEEL NZAUC, CmaxFED/NT XA =%, #EEOFR, FROFKIEL - BEED
HEARMIT L > CTELZSARMEDL D 5,

<[EIFEMEDHIERER >
AUCy4 Cmax
2 BEIE DN B HEDZE log (1.0534) log (1.0639)
0% EFEXMHE log(0.7391) ~log(1.5014) | log (0.8416) ~log (1.345)

7 HviR—Z§8100mglJG11?
7 71)VR—2§€100mgl JG) & Eesss %, zh2hlsE (7A)VKR—2 &L T100mg) &
BABTICHAsERORE L, SEE5He2a03BEs 0t —N—Kick b, ¥ aBan
(100g) 2k HIMEED FRBEEE Lz, B5Ni/$5A—45 (AUC, Cmax) (coW\WT
GREHIRNT 21T - =45, TR YIRS AR X Nz,
[AUC : MFEED 58— RS FEH. Cmax : BSE 58]

(mg/dL)
60 -

o~ T H VK- A$100mg 'JG,

40 —o— FRAEHGH ($2#4). 100mg)

il
z N ()
@307 Mean*S5.D., n=28

20 F

10 +

<o
[=Ye’

15 2 3 4
5% OFER (hr)

—

|
025 05075
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<EMERNTA—F >

HIEN TG A—F
AUCy4 Cmax
(mg-hr/dL) (mg/dL)
7 AR —A$E 100mglIG] 25.58+22.05 19.73£10.72
(555, 100mg) 22.89+17.82 18.61+8.40

(Mean=S.D., n=28)
MAEEL NZAUC, CmaxFED/NT A =%, #EEOFR, FROFKMEOL - BEED
HEARMHIT X > CTELZSARMEDL D 5,

<[EIFEMEDHIERGER >
AUCy4 Cmax
2 BREIB OB HED = log (1.0803) log (1.0599)
90%EFEXHE log (0.7548) ~ log (1.5461) |1log(0.8365) ~log(1.343)

(3)FRARIREE - FkckiE
FZHEERRL
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VI. FE¥ENRECER T DIAH

1. MEEORS - WSS
(1)a% L E R M
SRR U
(2) B MR E TR
SRR U
(3)BRFRERER CHESRS N MO
Bk 2 L
(4)thEs
SRR L
(5)&%E - HHEEOE
VI %4k (A EORES) (BT 2EE THEER. -15.20M0%E] DESE
(6)BER(RE 1L — 3) BRIFICE DAL B GENEREEHER
SRR L

2. BUBEERNNDS X—5

(1)BRIFT53%
LRI L

(2) RULERE 25
SRl L

BN APRISEUF 1
UL L

(A)HEEE TS
SRR L

(5)7UPSVR
LRl L

(6)DTEHE
LR L

(7) MBS
SR L

3. IRUY
FZEERRL

4. 9O

(1)1i% — REPTEE
SR U

(2) 1% — B A RAFS;EE
S U
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(3) At~ DI
VI %4t (A EORRS) BT 2HE -1040. ER. BARSA0R5] OESE
(4)BERA DISITHE
SRR U
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