Frk 214 9 A 88
EERLRAHFAETHR

Bk 78 4] 7% =—/LEE 400mg
[— fix &) Ay T72v

[ 7% #H] YU T7HETERASH
[WEF4EAH] 2044 A 28 A

[% # &5 3]
TR 21 £ 8 A 28 BB SN EEESF BBV T, ASBEERLT
ELXZANESh, X% - AREEFSSEESRSCRET A LAk,
BRI, A BT EMBERLE R OWE AW R R IC S T, IR AR
4L L, BERUORAE bICHEUIBIEIZZL LAV E STk,



BEREE
Rk 2148 H 20 H
PRSTATEE N 3R 5L B R g A it

HGBHEE D & - T2 TRLOEIK ST 5 ER M ERE SR O TOFERMRIT, LTtk
DTHD,

[(Ax 72 4] 7 Y = — /L §E 400mg
[— & 4] AYTv

[ G & 4] YU 7 HER T RS
[HEEEA A Rk 20 /-4 H 28 H

(HE - &5 1EEh, AY T % 400mg & TeEEHl
[H 58 X 7] 1-(5). (6) HFAE. HHEEIEN,
(45 3¢ = ] L

(A 24 5 ] TR A —



BTEER
Rk 2148 H 20 H

[k 78 4] 7 Y = — /L §E 400mg
[— & 4] AYT v

[ G & 4] YU 7 HER T RS
[HEEEA A Rk 20 /-4 H 28 H
(4% 52 % )] B

[ & & 3]

R SN ER NS 7 a—LEE 400mg (LT, TAA ) oFDMEROLZEMIT RS
7o LYW 5,

AREIZOWTIE, 5 IAAEAE AGRBR IS T, BRIE D & TS5 E O 15 B HITE S K5 2%
(LLF. Tucy ) BEEIcxt L, AAl 3,600mg BEDA & SR 2 EEiE X OVRA 2,400mg
BEORU Z P RCHRT 2 IELMEN R ENT- 2 & WONS B AR fRMERFRBR I BV T, FEARI
UC BB ITxE L, AHAl 2,400mg BEDR 2 X FRECKIT 2 IELERREES NLIZ 2 0D REIOTE
B UC K OMEMEH UC Ioxt4 2 2 PEITR e Hivd &l LTz,

TRMEICHOWTIE, B SN B BRRRBRAAEN S . HRIETH 20 7 Y EE & i Uk
DEBITBDO LN TWRNWZ & D, BIFER TR0 Z 5L S CTREITE & 3 & TR
BB BRI LT,

LUk, EEMERES R OEICRB T 2FEDOR R, KB IZOWTIX, LLFOREE - 2R
O - HETAR L TELIXA R & L,

[%hse - #hR]
EEVER R (BEZPR<)

[HiE - HE]
W, RACIE AT TV & LT1H 2,400mg % 3ENCH T CRER OGS 508, HEH
(21X, 1 H 3,600mg % 3 [ CTREEZKROKREGT 5, i, BEOREICLVEERRET 5,



FEHE (O
Rk 217 H 29 H

1. BFEM&E
[(Ax 2 4] 7 Y = —/L§E 400mg
[— & 4] ATV
[H 58 & 4] YU 7 HER T RS
[FHEEAEH A R 2044 H 28 H
(A - & & 18Ed, AH T2 % 400mg & LeBEF|

[FRGEEREZRE - 2VR]  WBIBMERGR (HEEZERL)
CHREEREAE - FE] ISEHEIOMEEME R R ORBMEA
WE L, A AT L LT 1 H 3,600mg (KK 988 % 3 [E
W TRERAKS TS, k. Fis, ERICEY 1 B 2,400mg
(AA 6 B8) ([ EIET D,
FRARIN DI KM I AR FRAERT
WE, RACIE AT P L LT 1 H 2,400mg (KK 6 #8) % 3 A
T TRERAKET 2, kb, Fim, ERICE Y EERET 2,
(4% 3¢ & 1H] L

O. SN -EBOBKEK VERMLERBRREHEE CIT., B BT 2FEOBE
1. BE XI5 ROBE R O ENC BT 5 ERRRECET 588

BRI (LT, TUC) : ulcerative colitis) (% N, KRG, IR M OB &2 £,
PR & ARMR A 4 0 ST RIEVERGIR B CTd D, IRBIICIE, EIEBNCK L CTIEAT mA KA, &
P NI B OMIER 5 57 BR R ZE A | BRAE B} OV SE RGN A T ¥ CRIFIBIA v b i
TWb, Fo, FBREIIE, BOKVRFTAY 7 OV BAIRHANLTHDER, A7 a4 Rk
FRTIET YV FA 7Y EOREMGIFINHOND (T vREarver P RAEHAE L
BB RGROBIFETA BT A4 HIREREMGEEEICET 2REMRIE T 2y = 7 M
ge 7 v—"7" 2006) .

AT VTR BRI CHIRIEER 2 3Bl 528, /METEZ L SIS HL, UC DOIFRZSENL
THDRG~OBEEN V2N, B TR S - x B BINBRE Sz, A
TiX, AT UURFE LT, R FRERA CTh 2 X X P EER AR I LT
DM, NV EETE, TR ZIBLKOERG T 50%L LD AT VU R S 2 LR
HENTW% (Drugs 38: 500-523,1989) , 72, AV TP DTu RT v I THDLT TV AL
77U PUBREITHEBINTODEN, BNMEICLY I TELTALT 7D U
2 KD PRIERE A EORIERMNE L 7o o T D (AU Y NEME 55 2 i 1829-1842, 2007)

—J7. AA A® Tillotts Pharma AG (UL, [Tillotts #1) ) TBEAR EIN/=7Ha— g (DL
T O DRAL ) & AV TR T D pHARTFER IR RAICH Y . pH 7T ELED
B AR LA T 90%LL LD A% T U 2 U (Tillotts L&) | FFa—FT 4 7D
AT U UREAR ORI R CREE S REDOEEE 23 50% CTd 5 DIZE~R, ARAIT



I35 20%I2i 2 Hivd Z LA STV (Gut 28: 196-200, 1987) , L7=23- T, AAlIE
KGEESAY T U EHRRMMHETED LB 2O, WEABRKBIZIRFET % UC 12T
BRI PIRIEMEH 2R 2 E RSN 2 L n, HFEEIIAIR TORA OB ICETL
77

¥, AHNL 1984 FUZA A AT UC D) THGE S 4L, 2009 4F 6 HBIfE, UC [Zxf LT
S64 o [E (M%) CTHERBINLTND,

2. MECETIER
<$#EH SN BR O >
1) B3
ks 247 orin [ v s s
B | O R S T D, TR S TS B LR S s
RO K ORI B 1T 2 FADOHIRIIRIRD LB TH 5,
(1) — ket
AY T VAT BB~ ST ST R E ORI TH VD . KITHRD TS
12K, = 72— (95) (ZIF L A ETET 72, RS 280°C (43f#) . pH 4.2 (0.1%7K¥%
W) . Srlicte%x Log Py 0.71 TH 5,

(2) HEIEHRAE
AYT VL DCFEEET, HREANY PV, BRERIME A FL CHNMR RO PC-
NMR) K OFRABILA N7 FIZ LD RS TV D,

3) HEDEH
AV T U OB EORBRGIEL LT, i, ik UMBD . #ERtsliR ORIMEI A~
vy, iR (. . sicy s, . . O 5)R)
FORRRE, SREVESY. BUEMIRER VERTE (RIK7 v~ 7T 7 4 —) BERESH TV,

(4) BENE

ZEMRBRICB T 28 BEMHFETR 1L OB THY ., WTIORBREHFICTBONTHEET
HolZ b, ZEHORY ZF L UFHERL T 7 A N— R T L TRREGFTHEE, UT
2 r i A e s,

<#1 FEROZEHRBRICEIT IRESME>

RER 1BEE B * R EE PREEIR
5 _ ZEORY = F L URHRRLT 7 A N— R
E#RFRR | IFC |l%RH S A IEBER ) TF b v 5 A e A
%Eﬂ: fﬂf;‘.'_i -OC - - 7\7‘71%7‘713 -Z‘@Fﬁﬁ
2tgs | PH | EEC [EEVRH - pH1, 7. RBERCBIT [ beli
¥ — — 120 5 Ix-hr ~NRYM B R




2) A
(1) BIHIBHFE DFEARIZ DUNT
AANEZ, AT 400mg 2 EATHEEICpH 7TULETHEMT DAL 7 VLR <
—S BHEAET LT 4N a—T 4 T ERTZEICLD, AT U R RGEBICEET
D X oRmErE Tz, pHARFRL O FRE A TH 5,
HEBORAIL, 7o rba—TF 4 ZJORBAE LT T EZALBY TF L (LT,
'DBP] : dibutyl phthalate) 23 ST Y . AOEEKER TIT DBP 735 F4u7- fHl
(LAF. DBP #Al) ) MAEH ST\, L L., DBP Off A &2 1 BAI~o i F il
BBz T\ elesd, BiRi & L CTREEEIToTo/ER. WOWREWE L L TOMAERH
% DBP 122\ T, UC BFEITK L CRMIME G S D ATREMES @WK ~O/ X, 22tk
DR AN DG TR & R T L 7=,
ZOBREHHEEIMBZATZL A, BFEHEIX, Tor~—27% ok 10 » E CIEBEIC AT
ZDBP b7 g b U =T (BLF, [TEC) : triethyl citrate) (2285 L7-8%] (LR,
[TEC HAI) ) A% 2007 FELIBRICAGR SN TN D Z &b, AFO HFERFEL TEC RAICE
B 5 LRI L, TEC ®AIORLE, FHEKOLEMEITHR DGR, WONC TEC #ik| & DBP H
FIOFR M 2 bl U 72 3RBR AR &2 B g L 7=,

FDI=, HEAET, WEOBEEICBW T, TEC B 5V K OVRTH8AI D Z5 5 A8 o b
BICE 2 5Bz THRa 21T 7,

(2) BHIERET

AV TV ORI, RIETBMIZI T 2 RAMBEICKTFT S L ST b, HLEN
pH IZE N TERMEZ R L. /NG B3NS FEBIC A > THME~ZEL L, BRI T pH 7
PLbiz2e s 2 ERmenTns 2 enb, pH | cmme s, pH 7 UETHmT 5 7 41
La—FT 4 o7 &I IR, BEREZ/ MG TEE ThRESETICRES S, WA T
DHOHRG~FLVZL DAY T VU EZEETELLEOEBEZOL &, ARG M TONT-,

AR OB E LT, REITHARKFY, 7o 77V a—nLigr I vn 247 A,
ATT VU~ T XV T A, AT RUOKRE Ry K25 MEHESWTBY, a—F7 4 7@
IZid, AZ 27 V=R ~—S, ZA s TEC, Hfa= "Ffbsk, = Bk~ o
=—/L 6000 EP 2MEH ST\ 5,

DBP ##|Cix TEC DXV |2 DBP 2Mfi f ATV e, DOt L5 fe O 57 ik 1 Rl —
Thd, WHEOKFHI DWW T, DBP MA|ZEEdlAl kO TEC iz 5A s L,
I - 2. pH [l 2o oH oz, pH [ R0 pH 6.8 D% R
RIZIT DEEHMEDRRE S 4L, WL OBRBRGAIT I W T b AR HERA] & 3B RA O 15 H 24 8)
G R T G AT

(3) WA DRE
sz~ | cicch. B 7R T RSO ET



GrowtE, miEasns, ETaE, AT IR T - IIEEGE
[ ERTNERwe O ERCNCIERCE O BRCNEC RN 000 EREN
EATE T = StrE A FA002 IcE s TR
e, S+ e S0 IR ERESND,
I . T (N O ()
CERC YN
. _w& |
.. N DR L L TRES TV S,

(4) BHIDOEH

Bk R OREBR 1 & LT, . PRk, %Mﬁ%(fﬂwﬁxmﬁFW)\%Eﬁ%(ﬁ
we <M%7m7%ﬁ774—>) BRI (ERFERER) | W, ERE K
krm~ K777 4—) BRESHTND z@mr IE, AR ORYEEEE L, pH .@uﬁﬁ
e 2o s, oz pH [z o pH . OB x5 2 R BLE ST g

(5) BEME
FAEFERr—v 0 TEC A 3 7y MIOWT, EMIRAFRER, HRIER, sk
Ol Of) BESNTVWD, FRBROBBRETIEIR2D LBV TH D,

<& 2 BFHIOZEMRBRICET 2REFSEE>

R i E Xt R PRI
B HRIFABR 25°C 60%RH — PTP 24 5 A (36 » B ¥ THkkE®)
H I RYFABR 30°C 65%RH — PTP 24 5 A (36 » A F ThkH)
JNEHRER 40°C 75%RH — PTP 6% H
140 5 Ix+h,
ﬁﬁ%ﬁ& (%) - - 200W-h/m2 uJ: %E‘l%

ErRBR I, sME. BEREEE. ok gewE. st [z o
-m%lﬁa contmEanz (e rcony)
FWIORAFRER L O ARERIC W T, B ER E O T ORI MM I RERE B 104
B LT, IERBRIC BV AR ER EOEToRmE 0w pH | ot
%ﬁ«ﬁz 2t 2 O T AR bz, IR RET TR, BRI bnehotz, H
FoN LRI Y, BElO PTP @%uﬂu COWTHMHE 2 EENC 24 5 A LHEL
TW5, 7ok, MIREAICTIE, PTP @ (—Wad) 7 vi=vAan—aaiid TiE
Th b,

<HEHEIZRIT D FE DB >
(1) AKID T 4 N ba—F ¢ v TIZBET BBEFHTONT
FAOT 4 N ra—F 4o riconT, a—r g rEoEsy [ E s 5
ZEREETH D E OHBHCE - RIFIC OV T, HEEFICHIT 2 & 5k,
FEEHIE, LR L5 1% L,
AKIBIFEZ Tillotts tEI23B T, a—F L 7 HIE LT3R Y ~—OFEL O o



—T 4 VT EPRRI SN,

B o)~ eneha—T ¢ o ZH & D55 % R T R
A - - 0. 28 2 K TR ORI ARD b A 2 7Y
NEaRY ~—S Na—T 4V 7RAE L TRIRENTZ, £, a—T 4 VRO E R %
[ paey @ MuNeEEAwE [EESReE 0 |
|
I 5, T ¢V EoELy R & e kv sEy
ThdEENT, BB, AT DU EEHT AN TERFICEE LI BRI R
WTh, FhE ORAREREA DK THEL TV 5 Z L AR EN TN S

BetgiX, = —7 ¢ 7 &% DBP A TOMEHERICESVWTIRESNLTND Z L b,
TEC #ANZIB W T HIE—Da—7 ¢ > V& TR & L72ARILIZ SW T, HFEEICS
v,

HEE# 1L, @O DBP $45| & TEC ST A 4 bR & [Al— DAL K OBE T EZ BT LT
5 Z &, © DBP #AIE TEC WANIIF— D REEH L O EEHAEAZRA L TnoH 2 L,
® TeC WA 3 v F oA TREE LR OO EER - L-2 L. @ pH
DRI % 5 FEOFBRIK Z WV TIR M Z s L7 R, W ok < A% Ot
RLTeZ Emb, 74N ba—T 4 7 ORRRIZOWNT TEC HAITHRET 2 LT
LT, ERIZE LT,

AT, BIZZ TR LI,

(2) DBP #&Im 5 TEC BAI~DEFIZONT

BEREIZ, DBP HUKI25 TEC BAI~DEF I HOWT, AL DN Al A O FEE D2
BTHY, 74Vvba—T 4V TTEOMEOERTHLA X 7 VAEEa R ~—S ([ZITEE
BOEOERII RN & FEEXFR—THHZ L, TEC HHKIL DBP #A|I L OFfEix D pH IZ
B DWHEEORSEE 2 R TRBEE/GONTND 2 E0E, KIF~OERYEEL BN &

IBE N DIREINL TO AT 2 OEEERZ T 2 KK OWT, dilk T E A %

DBP #4475 TEC BAI~GIE 2 5 Z & ATRFICBEIE A &I L 7=,

F7=, TEC WHNZOWT, B TROFH, WEE L OHIRIEEENC R E STy
% LRSI LT,

(3) FrEmmiz oW\ T
AFNIZ, B e U<, #Hi = bk *(FEERE) K OV = bk
) 2O B, ~2e=a—16000EP 2O B CEASNLTWD,
LFOOQEUIZRT LT, #iEX, KK T2 206 0RMHOERICBNT, FF
B DRBERIT NG 0 &HIWT LT,



O HEEURBRGFEL TR EEICONT
ot = T bk * ROV bk FITOWTIE, FRIRBLOH A= "tk
Bbgk L BT OB OZERIIH D LD, EARWICHE—WE LB SNz &b,
O TSR O TR gk e U, RIS & LT BT S T L AN Y &I LT,
Z DML, B B OFRER 7 A QNS 2 E PRI DWW THREB ORI 220 b D &Il L 7=,
~ 7 ma—)L 6000 EP (T-2UNTId, Kk M ORER GBI ONT 2 EMEIZ DWW THREB DR
A AN DR 1] TR P

©@ ZE&MHIZONT
R ENT=ERN D, #E = R esk, = kg N~ 12—/ 6000 EP iz, 4
ElOEAEICBIT 52 EORMBESITRWE O Ll LT,

3. FERRIRICEE &R
1) ZEHERBAEOBE
<#EH SN 7B RO >
(1) 2112 BAT 5B
@ invitro 3Bk (FREAE S 62007301 K TF 62007302 : 4.2.1.1-1 %X 4.2.1.1-2)
AT VAL D, KIEMERIE S FHEOWEEEN, 11-V 7 2=12-E7 ULk T
)b (LLF. [DPPH] : 1,1-diphenyl-2-picrylhydrazyl) 7 ¥V DiE7E/EH. 7> MFI 7 =
YV — AR A IEEmBEMEER RO v NEEZEAnKICB TS rA a2 MY = B,
(LA, TLTB4) : leukotriene B,) FEAEMITEHEM 2SS, ZORERITER 3 LB T
HoT,

<K3 AYIFVVOHEURESFROBEIMEM, 7 P VETEM, IBEBRNHIER R LTB, EAMHIEH >

HE AIEEEK ICso fill

R—=_—F% Y FIEEER 4 3.0x10™*mol/L

B b KRHEER 4 1.6x10°mol/L
EFexyI DU HEEER 4 47.5+1.4%#] (1x10°mol/L) @

—EEBREEER 4 1.5x10mol/L

DPPH 7 YA /ViETAEA 4 1.4x10"°mol/L

Sy MNFI 7 v Y —ADIEEIERR{LIEIVER 4 2.2x10°mol/L

Z v MR MERD LTB, EEAMEIVER 7 6.6x10°mol/L

d ICo En T TE fedrolalad, Fils SN ZRBROB KRS 2% CEHHHATHERE)

<BEHEITI 1T 5 B/AE DG >
(1) AHFDFEBMEIZDONT
HEEE T, AT 00 hEEMFT 2B TRO S NIEH O UC IRRE~DOF 52O
T, UFOXIIC@HHAL TS,
UC ZEDRIEMIGE B OTEEINCIL, KIBHEIC G FEREOA RN ERMT 2 2 Lk
D ZEOIEMERBE L N7V —T VO NANEAIN, RIBHEOMBEENEEIND EE X
BILTEY ., £, UC FEDORIEMENGE B O KGRI CIE A MER O WF £S5 B 59 5 RIE A
TAT—H—ThbD LTB, ODEANITTHEL TEY . KIBKEORIEDOERICHFESTT DB X


014910
ノート
014910 : Unmarked


HILTWD (R &IRie JIEME A 7 ¢ = — & —:83-94,1999)

207 % AT DB TR B IV TE MR R oy FREDWM R, 7 VU ViElEM. IBE
EERALANHEH & O LTBy FEAMHIERICEBIT 5 AT 20D ICs HIZER 3 IR L= EBY
THY ., HERREICHRET S & (OF& 153.14 KX OMEE 1) . £ 0.25~10ng/mg tissue & 7¢
Do

—J5. AF 1,200~3,600mg/ A SAE K G-RFO$ - 3~7 B BIZE T 2 KRIBHET O X% F 2
UUREEIE. 12) BRRFEBLGBR A OME <RI S ERI O > (3) A ZXISR L
U 7B EAER | OIH £ 10 129 K 912, #J 4.2~67.1ng/mg tissue Td> > 7=,

LIENS . KFNIBTEVERER 0 THEOMEER. 7 P vigetE, IeE s e H
MOV LTB, PEAEIIRIVEMIZ L D . UC 1Tkt LIBR IR 2”4 W BEMEA 2 ST,

WA, UC ORIERFIZALNICR > TWRNEDD, T =TI HANRT IUNAT
4 =S —DREEDRREN TN D20, KABGREORIGHIIZIIT 5 AT VU REE
BRTD L DHERMTDIHRTROONT AT TV OEMCL Y . AF O UC 1246
DINRBHFFTE D I LIIRREINTND LB R,

2) EKEERBRBEOME
< I =B RO >
AV TR PRI DOFERBFHTHS N-TETF LA TV (LUF, [TEeFL
K1) oM R OVH BRI X, SERE s v~ 777 40— LV IE S,
(1) %y
O HEEL5RE GERES 62206002 : 4.2.2.2-1)
BEVE A ATARAFI TR & Vg2 R O &G LR it f 2 3 2 v oY@ fia S
FGA—RIFIERADEBY ThoT-,

<4 ARSI Z FEBEEROREREDRA Y Z O DRYBRE/T A —F >

Il ®RE5& Cruax_(pg/mL) tmax (D) AUCo.ssn (pg-h/mL) MRT (h) tye (h)
I AFH| 400mg 6.94+3.04 20.7+1.0 40.6+17.0 23.2+1.0 2.640.9
|IRZE R 500mg 13.2+3.4 2.540.5 68.8+18.9 4.6+1.0 2.5+0.7

PEIEHR R, n=6
Conax 55 0 HUE TPV PE |ty + 5 B0 LI T 0 R B G P ] . AUC - i % o S0 i - e P ol T T 5
MRT : i S PR R B IR tue © TH IR0

@ re#sxn RES G 222
HEVE SUITHEREA R ICAHIZ 1 B L 12 1 BRERE N85 LIS i 2 47 22 0
SWEIIE ST A—F13E 5 DLBY Chot, 73, BHH 9 » A E T, MIEFL 7
DRIE B 5% 10 IS TE LT aiew, EIMBIE ST A — 2 [ ZEIH S h o1,

<K5 AHREFREOBREERED XY T VL OEMBENT A —F >

BREE Cmax (/ML) | twmax (h) | AUCq, (ng-h/mL)

400mg/H ® 14.3+5.4 14.3%5.9 86.3+36.4
12 % AR | 1,200mg/B 34.8+26.1 16.8+4.7 225.8+160.4

2,000mg/ B 50.6+21.9 13.3+2.8 400.6+167.2
FEMEHE R A, n=8

3 n=7



(2) 534
O HEREGROMEMERIT GURES 62206004 : 4.2.2.3-1)
BEMEA RATAFI TR Z F gz AR A5 U7y, x5 3 Refflig K O 22 Refil# 12
D/ NEREEE R ORISR A 2 DU REIZER 6 D LB ThoTz,
<X 6 AFHNIENHREROHERBT Y7 PV IRE (ng/g of tissue) >
BER | RlERB | DNMEES | DNMETE pN)
A | 400mg 232?;23 27as222 | 324315 | 3143363

on 3 HFl 8.95+7.29 | 25.0+18.9 | 34.0+27.4
Y FYEE | S00MY e 0112027 | 0.0920.21 | 0.40£0.78

R EHEE(R 2, n=6
A 2, ERERARM (0.25ug/g of tissue)

(3) R#ER OBk
PR ORI B9 2 ERHERR I S T,

(4) BB EFHEYHEEIER
@ t binvitro CYP FHERBR GRERE 5 8315 : 4.2.2.6-1)

EMFI 7Yy —2ZHNTAY T VU ERT EF KD CYPLIA2, CYP2B6, CYP2CS8,
CYP2C9, CYP2C19, CYP2D6, CYP2E1l, CYP3A4 K& TF CYP3A5 (Zxf7 % FHLEVEM & Mint
L7z AT VUICHONT, Mt &Nz ikEmEE TH 5 2.0x10"mol/L (3lpg/mL) (ZH1t
L85 TR DER CPMEAEERZE, LUTRER) (X, CYP2EL T 34.6+2.7%. %
AL D CYP 43 FFRIZ DWW T 30% A0 Ch o7z, 7T BT /HRIZONT, MRif Sz
M TiHh D 2.0x10"mol/L (39ug/mL) (28 B T & F /KDL FREIC KT B BRI
CYP2C9 T 43.745.0% % O} CYP2B6 T 34.2+1.3%. ZTHLISD CYP ZFHEIC >V Tl 30%
5&‘?%(“3?)0 2o Flo. AP T VU RKROT £F /UK 2.0x10°mol/L (3.1ug/mL T} 3.9ug/mL)

B 5% CYP o FREIZX T A PHERITHR T 30% A ThH - 72,

FHEEHA IS, THENY UC B 1T W T, AAI 1 H 2,400mg Xi% 3,600mg % 8 i M S AE#% H
Beh LMo 8 MEOMER AT VU RE CEHMLEERZE) X2
515.2+382.5ng/mL  J% TY 1,096.2+1,149.1ng/mL ., M #EFH 7 & F VKRB E X Z N T 1
1,171.04843.7ng/mL K O* 1,933.5+1,456.6ng/mL TH v ( (4. FEHFEICET 2 &R 2) kK
%ﬁ%%%ﬁﬂﬁ&<D@£%)\ZOﬂWmWL(XﬁﬁiN/'MWML 7 F AL
39ug/mL) LV HIENWZ b BRHEZRG LGRS, AT IF7 P ROTEF L
KIZX % CYPBHEZN Lt%%ﬁﬂ@%iéb&w&%ﬁbfmé

<BEHEITIT BB A DL >

(1) AFID K~ DEEMENZ OV T
HEEE L. ARFIO KM ~DEZEMEICSNT, BLFO L3 ICHAL T\,
A X OWLEMEE T A V7 2 U RERERER (62206004) 2R\ T, #5 3 K

Ry YRETI MG BES. e T L ORI O TOEAAZIBNT A YT 2 D3 éﬂf:
WXL, ARFTEGHETIIDNT OO bR S o le, &5 22 %I, K

10



AR GRETIIA S T DU B ECKRIB TR S, N~ Z P RETINE L. /ME THEAOKR
IO TOEATAYZ VU BRHI N b DD, D THHRWRE ThH -7, UEXD | &K
BT~ 2 Y 8E L g L CRIGEEERA W E B R D,

BRI, A X OWELEMEET AT O RENERER (62206004) Tid, ARAIFEL <4

FEEORGENRRERDZ LN, HFEHEOHIOLELLT, RFIN ZI5EL D b K%
EERNBWERRM T IR ETHDI EEZXD, Ll 4 XOHEEERR
(62206002) (23T, HG-& THIIE L7 AFIFED MBI A 4T 2 PR D Crax & OV AUC,.
agh 1E. NUFVREIH LENZEI 5% KN T4A% Th o722 &, ATV UNKEBTIIRE
W S22 & (Gut 28: 196-200, 1987) A BfET 5 &, AAITITHLE LENAH DAY Z
CUDOWINMNIM A B, R FFEEE AR TRGASIRLL AT T OV REEINDL I LT
RBEINDEERD,

3) EERABREEOME

<#EHENT-BE OIS >
DBPHLKI D& EMRERIC BN T, BoMMHER N LELBIME (0.15%) 8% % TRt b
% 8L oy R AR ( X* L OY*) BRAEDLNT-Z D, ZRHDOR

MBI DhEtE LT, 7 v b 4 BERE &G R &k OB U R S iz,
B, TECHAITH, T b ORI S FRRICHIN 2RO 5TV D,

(1) & DfDOF R
O AT HEERR (RBBE S SR07052, SR07053, SR07054, SR07055 K& ¥

SR07056 : 4.2.3.7.6-1~4.2.3.7.6-5)

Z v M DBP #%] 0, 120 KX 360mg/kg/ H. TN DBP HFI 0@k Lk ( X*
0.251%}% T8 Y* 0.325% % 47) 120 K Of 360mg/kg/ H 7% 4 R SCAERE D5 S /=28, DBP
R 58 & mbl A 5RO FET IEITFRO bivienofolod, X* KO Y*

IZ XD BEDORBLUIFE O b B 2 bz,

Flo. X* KOY* TOWT, M & TR IR 2R B e ONF LS 2 A e &

AT Ge o R B R BR 2N 20 S AL, WP b BETE &Il S T,

<H$RE 2B HEE OB >
(1) R oIFHEIZONT

HFEHE X, DBP AN B W CTRIFFI R EIINATRD 5TV D A #i) (X *ZOVY*)
DEHEIZDONT, LTFO R I IZHA LTV D,

DBP A sl Lk d AWz Z v b 4 HEXKEERGEERBRICES T 25H

i

BIRIZIS U AR DO K582 3,600mg/H L ABE L. THADKSEAERLO 5 HRAN ORI EHTHHA K Z
A VDOBGEICOWT) (PR 1546 A 24 H EIKEIE 5 0624001 %) (D&, BRMOMRVBLEREKTO LA
KB G- R F61T 2 B th o3 fif A 5t o B 2 B

11



(360mg/kg/ H) HERKED X* R Y* o EEIX, T £ 0.879mgkey H KO
1.138mg/kg/ B & 725, —FH. B ERETH 2 or x* RO Y* 280AH 2 € M
KERFE (3,600mg/H (72mg/kg/H : 50kg ¥a¥) ) THEELZEO X* RUY* OfF
B, thzh ngkyn & 25, FHOBESLRZAVEZT v b 4 BERERS
EMRBRICB T EAEREED X* RO Y H#E5EIX. TN 0.360mg/ke/H % E[E
S TWB D, BREACBW THEHSMFERDICET 2 ZEMEICRERMEIIRNEEZ D,

BT, X* ROY* OFMEICOWT, DBP #HA0EH A&z EDT v b 4 BHRRK
wir saRB cisRos LRE (o cokrgsEozhen [ R0 B0
ERBE SN TRY . AAEIBGRL HE L THEZBEORBEROEEOMMIIBD bhi
WZ &, 7z, DBP 8H L TEC HATRREMRRICK T 5 X* RV Y* OHEIMERIC
REBRERITIZNIEND, RESNEREBETERSINL TV IBEICBNT, X* KT

Y* R b N ORZEMEITEEY KIT AR IRV &l LTz,

4. BRCET28H
1) £HEAERBRREOBE
<#EH Ih=BE o >
HFERIANT TEC BHITH I, AHFBICE LIHMEER : L TRHEANZEBKRAR T, &
T DBP AN HW 6Tz,
¥/, b MR ROEBBEEGD AT OV ROT B FAEIT, A o< N STF T4
—Z XV HIEEhi,
(1) in vitro THHEZ SV T (HHNEE : 3.2.P2.2)
ERRARBRICB WV CER /- DBP 8A L Hilk T ERAITH 5 TEC HANZ >\, B
DHERE S Tz, ,
smoRpr pH12, pH| pHI rH6s RO pH|) B CREBFI OV LR
Zobhot, £, pH ] RV pH 6.8 0Bz TidbPhicEHBAR» bz b O
o, pH 12, pH [l o8BI BV CIFEEE & bEHsRD snT. pH [l 0Bz B
WTITHERA L bEHAREDONTZZ e 6, pH 7 LLEOEHT TEHT 5 LW I ARF D
RAEE LRI (7 1),

—O—DBPEIA] A4G3T0*

-9~ TECDIH BRGIS0*

—A—TECEA oGl s ~O—DBPRN A4GITOY
.

8- TECHA INGI - TECHSH Bao1ae

~A-TECEA coGlar
- TECBSY D2Giss*

HEHB (%)

BHMNE (9) FEHREE ()

<E1 pHl] =) ropp| GE 7 remgEs) NS5
DBP 25 & 1) TEC BLA 0 EH 7 HY dhiss >

* RAGRIERRIFICE SR AL,
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7ep. 3B eH| oHI O H I 2y TEC I3 v v F ovsMA
W SA, TEC B0 SIAIEEIC 1 b RIZEIERD bR noTe,

<HHEIZ 3T BB E OB >

HAE1X. DBP Bl & TEC RANTIAEHMEOENRO SN hoTzZ b, HFEFERONE
Fe O OBANIFHIRFE S B L. DBP 4512 AT S 7= i R BR piois 4 I E B &
LTHRIHT 2 Z &3 AL W EHE L. (T2, WEICET 288 <BBlck T 2%ED
RS > (2) DBP 872 & TEC |AI~DEFIZHOWNT) DEEM),

2) BRREERBRBEOBE
<#EH N BRI OS>
(1) % 1 HEER5RB RBRES 03010101 : 53.31-1<20J =] A~ =] 5 >)
20%&L50%$%@@%&A%%<E@E%@36W)%ﬁ%m\xﬁmﬁéﬁ\%%
AR OARFEORELRFTHEMT, 77 R _EEMHEERRAERN 1 fidk THEfE
éhko

FH¥E - &I, A 400mg. 1,200mg. 2,400mg. 4,800mg Xix 7' 7 &R & 22 jE m@@
O#53252 L Ean7z, £/, 2400mg #ERICOWTIE, BFEORELZRTT 5720
$ﬁzmm@%§@%$@ﬁmﬁﬁﬁ\7H%MLW£Lkﬁ_Héﬁﬁﬁmxﬁzmmm
ZRBERERAKET L2 L L ENT,

T GE] 36 51 (400mg B 6 1. 1,200mg #f 6 51, 2,400mg #f (ZEfE R 5 OVR 14 $¢
5. 641, 4,800mg £ 6 B & T T AREE 12 ) EBINLRMEMITRISR E Shu, REINES
7z 24 BIR BN REMEAT IR & STz,

LEMEIZHOWT, AEFSLIT 400mg £ 16.7% (1/6 ) . 1,200mg # 0.0% (0/6 1) .
2,400mg (ZEfly) #F 0.0% (0/6 ) . 2,400mg (&%) # 16.7% (1/6 f5]) . 4,800mg #%

16.7% (1/6 #) KO 7 vAREE 83% (1/12 #) IZHBO LN, 1R L OREERNE
ETERVWAESRS (LT, TEWEM] ) 133D oot
R OCEERAEFRITRD LN -T2,
<F7 AFEEROBERDO AT VUV ROT 2FARDORYENRE ST A —F R OYRF/E kR >
&_5_# Cmax tmax AUCinf t1/2 CL/F ﬁ*ﬁk?ﬂi‘% K ﬁ¢’ﬁ??ﬂi$ 3
(ng/mL) (h) (ng-h/mL) (h) (L) (%) (%)
2 400mg Bf 58.8+68.4 14.749.0 1,062+1,267 14.3+116 | 207475 0.30.3 —
¥ 1,200mg #¥ 550.64636.0 | 12.3+6.3 | 120875496 | 33.9+28.5 | 12366 0.5+0.5 —
7 2,400mg ¥ 719.64566.1 | 14.0459 | 15853+10,839 | 24.7+21.6 | 241+193 0.4+0.3 40.1+28.3
1; 2,400mg B (&%) | 1210747123 | 15.7+9.3 18,254+9,024 | 29.4+16.4 | 194+179 0.8+0.4 235+14.1
4,800mg B 1,723.6+625.6 | 18.0+11.0 | 38,705+22,319 | 9.1#8.2 16387 1.2415 31.7410.8
> 400mg ¥ 297.7+232.5 | 20.7+9.4 8,216+4,785 | 34.1+313 17.1+14.6 —
¥ 1,200mg B 1,399.24755.0 | 15.3+10.3 | 47,194+27,804 | 29.1%35.1 23.6+10.8 —
F 2,400mg B¥ 1,552.54599.2 | 15.7+6.9 | 85586111174 | 39.6£73.0 20.3+10.7 5.945.5
% 2,400mg # (&%) 2,248.0+853.8 | 20.0+6.3 | 80,678+52,819 | 25.0+34.3 28.7+13.8 8.345.7
4,800mg B 3,055.4+356.1 | 18.7+10.3 | 95999452552 | 10.4+10.5 21.747.7 2.1+1.3
TR, n=6
—  RWE

CLIF: 2527 V7 7 A

A PEHA% 96 B E TOHRGREHTZY DAY T UL LT B F VRO B
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FEMENRBICOW T, MIEF A YT D ROT B F/HEOIEYERE T A —& | R PEER
K OFEPHMRZR 7T IR LT,
FREHE L, BRFORBIIROONRN-T2EEELTND,

2) % 1 HRER5RR GRBRES 03010102 : 5.33.12<20] £ 5 ~20ll =1 5 >)

20 mELA b 50 ARG OEERA S+ (HEDERIEL 9 #) 2512, RAIDOZ MR OFHY
BREA MRS 2 HIOT, 77 B ARXHR B B RN E N 1 sk © Fh S iz,

ML - A&, AH3,600mg 2 1 H 3[ENZ3T THERICT ARMEROKREGT 2L L
S,

TP ARG 9 Bl ORFIRE 6 FI R OV 7 B REE 3 ) RBINLEMMIT XIS & Sh, RAEIR
B b Zauiz 6 BIN MBI REMEAT XIS & STz,

TZAEVEIZOWT, HEFRGUIARKIRE 83.3% (5/6 ) KO 7 AREE 100% (3/3 #l) (258
D HAL, BWERITAKIRE 50.0% (36 #1) KOV 7®AEE 100% (3/3 ) IZRD B, W
FTHOLOHET 2 BILL LICER® b A ERGIL. TRE] BAAFET 4 IR T EARFET
3 #il, Fm¢t)wt/wmj#K%#f2%&ﬁf§tfﬁf1m AONE RS =
HIM ) BARFIEET 2 HICFRD Hiv, AFIEE 3 PR T 72 AREE 3 BT ALz THKE )
IR & ORRBRNEE SR D o7z,

B R OEELRAEFZITRD LR T,

EYENREIZ SN T, MIER AT TP R OT B FIEOEYEIRE T A — & R OB R
PR AR 8 ITR LT,

<HK8 FAFEROBERDAY T VLV RUT 2 F/UEORYEIE T A —4 ) RURRER TR >

Cmax tmax ti AUCinf %%&‘5‘& 48 B%Fﬁif@
(ng/mL) (h) (h) (ng-h/imL) RERFHEEE (%)
AV TP | 2,356.241,962.2 | 15.0+7.6 — —

1HH
T2 F )V || 3,804.842,834.8 | 17.7+7.4 - —
7H8H AYS5 | 2,1259+41,037.2 | 144.8+1.6 | 7.1455 | 15,617.4+11,284.1 4.0£2.0
T F VK || 4,032.7+1,906.7 | 144.7+1.6 | 7.7+6.4 | 46,754.5+31,749.1 21.1459
FREHAEYERZE, n=6
—Eigey

D1 AHOEMBE T A — 2 IHEHE % 24 BRECTOTF =205, 7 0 EHOEYBIE T A —F
IR 1% 96 Il E TOT —Z M B HEH

(3) A Z XS L L BRRIKEAME (RBRE S 03010307 : 5.3.3.1-3< 20 # | 5 ~20l
£]8>)

20 LA L 50 A DR N (HAREGIH 36 #) A xtBis, ARIFEEKGROK
RERG B K OV AE o SRR 2 ka3 2 B9 C, MEVEZ b 8 B Ml A TR Heie sl B 23 [E N
1 ffgk CFEhE S L7z,

ik - HEX, A%l 1,200mg, 2,400mg X% 3,600mg % 1 B 3[BT THERZIC 7 HIE
KERARGT &N, 72720, %5 3 HHE, 5 HEAKWQ7 HH ORI E
THZ e, BETHREIHOARETHZ L SN,

TR 5ER] 36 41 (1,200mg &F 12 511, 2,400mg Af 12 i, 3,600mg & 12 #il) 2622t
RIS & S, HEBRE O LA X0 igB Ik S 7z 2,400mg B 1 BlEER< 35 4l
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(1,200mg #¥ 12 i, 2,400mg #¥ 11 5], 3,600mg & 12 ) A IYBhREMRIT 5 & Sz,

LAAMIZONWT, AEFESIL 1,200mg BE 41.7% (5/12 f5) | 2,400mg #f 16.7% (2/12 #)
O 3,600mg BE 16.7% (2/12 #1) (230 i, BIMEMIL 1,200mg # 33.3% (4/12 f1) |
2,400mg #f 0.0% (0/12 f3]) K TF 3,600mg &£ 0.0% (0/12 ) IZFB®H LTz, WTNORET
2 BILL EICRD D= AERESRIT, TALT #0123 1,200mg BEZ 2 BIREH Hiv, RBRE L O
KIRBIFRIT B E S o T,

R CEERAEFRITRD R -T2,

K@z oW, 53 HHE, 5 HEAO7 HEIZBT
DR ORT B TFIRREEEZR I R OER L0 ITR LT,

% I3 T K ORI R 1 2 5

<K MPFDAY T VUV ROT EFIVINEE >

58 A¥F5Dr (ngimL) | 7EFAE (ng/mL)
SHE 1,200mg & 199.4+216.4 832.1+360.8
a)
(a1 5% 50 RS 2,400mg a¥\ 471.2+414.3 1,493.5+831.1
3,600mg B 615.0£262.0 2,012.34£578.5
5HE 1,200mg B¥ 143.0£127.1 678.0£371.2
a)
(O 54 98 RER) 2,400mg # 455.1+368.9 1,442.9+826.3
3,600mg # 860.7+411.1 2,304.5+819.8
.- 1,200mg # 221.0+207.2 828.9+534.8
a)
ColEE 5% 146 W) |-2:400mg s 527.5+663.3 1,367.24832.2
3,600mg &£ 1,057.7+1,113.4 2,136.9+1,409.3

EEEHAE AR ZE . n=12
9 p=11

<K 10 KBEBEFORAY IV ROT 2T VAREE >

BREE AY¥ TP (ng/mgtissue) | 7EF AL (ng/mg tissue)
SHE 1,200mg &% 6.67+18.76 2.59+3.96
a)
GOl 4% 50 BSRE)  |-2:400Mg fiE3 15.66+32.26 13.97425.61
3,600mg & 22.07+50.37 6.95+11.51
5 A & 1,200mg # 4.21+12.25 4.84+12.15
a)
CoVIal# 54 98 F5RE) 2,400mg a¥ 4.75+8.21 4.76+5.40
3,600mg B 18.53+53.59 3.57+4.95
7 EEH 1,200mg & 18.93£35.90 7.83£9.67
a)
(oI 548 146 ) 2,400mg B 67.07£205.79 8.16+14.94
3,600mg & 7.09+23.22 3.26+6.07

EEEHIEER 72, n=12

9 p=11

(4) UC BEEXB L U BREHERR GRREE 03010308 : 5.33.2-1<20f] & | A~20
#]A>)
16 #% 2L I 65 mkAlii CUC-DAI (disease activity index) 2 =27 173 3 LI E 8 LR, Holiff
Z a7 1L EOIEEHIUCEE (HEDEFIEL 10 #) Zxt5ic, KAl OEpERE, A&
LRMEETTT 2 AT, Zhaak LRI E Ml RN EN b fiek ©FhE S a7z,
L - HEE, AHAI 2,400mg 13 3,600mg % 1 H 3 [ENZ4 1T THEHERIC 8 MRHIKER A&
HInrZ b,
e 5ER] 11 61 (2,400mg #f 5 i & O 3,600mg #f 6 i) £pHn
BREMRAT XIS & ST,

etk ALY

TOPREESR, mAE, KRBT R (KBRS
FLmzar (0~12)

. ERNC X 2 2 RAEHEORTHE 2 0~3 D 4 BT a7 L, &
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LAMIZOWT, AEFESIL 2,400mg #E 80.0% (4/5 %) KO 3,600mg #f 66.7% (4/6 1)
IZE8D HAv, RBITEAIE 2,400mg #E 40.0% (2/5 ) J%Of 3,600mg #f 50.0% (3/6 i) 1Z78& &
Nico WINDORET 2 Ll EICRO b EFFGIT, TEMEEEK) KO THEREEE ]
#memﬁT%ZW\Fm$t)wt/%WJ&Ur@éEUNHVEMJﬁ&%mmﬁ
TH 2 BB AL, THERESEM) 1 #, e vresdm 14, k3 Hage v
E U 1 EIEIRERIE & ORI RBIRITEE S e hro T,

FECHI R OEE LA HFRFGIIRD e h o7,

BFEMECHONT, I ERHZ 351 2 UC-DALA 1 7 b B CEIME [95%IE X ] )
I%. 2,400mgh¥ 2.8 [0.8,4.8] () 3,600mghf2.8 [-1.0,6.6] ThH-7=,

SEMENREIZOWTC, B LB, 4 HAKPSHEEBIZBIT DAY T VU KT EFILERD

MAFERREZ L 11 IR LT,

<F 1l MEFORYFTICVROT BF VRRE 9>

B A5 Ty (ngimL) [ 7EFAE (hg/mL)
158 |-2:400mg [ 1,052.8+873.9 1,988.9+1,207.3
3,600mg & 929.9+1,146.6 1,811.1+1,514.9
438 |-2:400mg R 645.9+445.2 1,548.1+1,016.3
3,600mg B 2,730.7+2,017.6 3,105.1+2,083.4
g |2400mg B 515.2+382.5 1,171.0+843.7
3,600mg B¢ 1,096.2+1,149.1 1,933.5+1,456.6
SRR MR =

2,400mg #f n=5, 3,600mg #¥ n=6
D PRI AT REAR IR Y SRR EBRE ST W20, 5%
JE DR CER I SN 7e T — & TN

<HEHEIZ BRI B EE OB >
(1) BHIDOHFEBITOWT

HEEE 1L, A X OHEEMMD A V7 O U RERERBRSE (62206004) (ZHEDX, ~v
Z W EE L i U CRIG~OEEEN R < . B ~OWIME A biLd 2 & &, RAIOF:
e LTBEF WD, £, ENERBER AN & V62 BERE 0 #% 5 U2 RO @5
(GEHE & JRJR 22: S2467-S2495, 1994) & AHKIDOH 1 M 58 O RYEEE T X — & %
g U, 58 CHiiIE L7z & & OARFIO Cra X TAUCgenl T2 & H8E & Hlt U TR < | tax
FEBIE L TWe Z & RO Z Y §E & AR O3 ENRE 2 bz U 72 s IR BR 12 35 ) T
(Gut 33: 1338-1342, 1992) . AHKIDChra CAUCIEA L Z P EEICHE R TR o722 E b
ARENITIEA 2V & g L CRF@BEEME . RIER ORISR TE 2 L@ LT
Do

BREIX, LT X 2ICE X5,

KEN DL REBZREICET LHEZTOERICHONT, B 2 RBROEYENEE T A —F
ZBMUICHER T 5 2 LT TIER W &, RO Z P EE & RFIOEY B RE 2 bz L 7o
MEIMNER B OWAE (Gut 33: 1338-1342, 1992) Ti, XU ¥ Y EEL ARF O G EN RV |
F7o. AUC HEDOXIMBNRE N T A — X OENGIEFELAATHLZ LD, B MIBWNT
ARUH R I L AR O R HRBERNMENESAT A0 OMRME LIS L+

t

GEASPERMERBRED UC-DAI) — (8 Kf (HikKf) o UC-DAI)
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DTIERNEEZ D,

LarL, 13 FEERIRICET 2 &8 2) EaEhieslBpci OME <Hici T 2% A DM
%>(D$ﬂ@k%~@%$ﬁhomfji@ AHNTIZ KRG~ D LN ZRA 72 15N DS RIR
INTNDZ L, 61T, invitro IZBWTARANILZ pH 7 UL ETHEHMEAZ R L TWDH Z &b,
t MIBWTAFIOKG~OEREN @ L IR TZDHEE 2D,

(2) BERERLA & UC BFITIIT B AK|# 5-Fp D I F MR EEIZ OV T

HEEE L., UC BEEZ XIS & LIZBREHRERIZBIT 2 AT 00 ROT B F RO M
IR L, RN B A kI & U725 1 MR B 53R & b U CRVWME & R S A e
ST Z &b, UCEFEIZEWTH MBEF MR TN L2V EHHAL TV 5,

FEREIX, UC B 255 & Uz AR SREBR 0 MR BHR R A 1 5T e B X FT
FICRMNT 52 L L SNTVWDOATH DD, JIE SN MBEFEDIRER LT LD Coax
ZRLTNDEEFNR RN LD, YiZBRO A7 20 KOT & FLRO i F 3R
ﬁk%lmﬁﬁﬁﬁﬁ% BlTD Cuax & DEEA LT, UC BEITIHW TR & bl L

MAE R THIN L EfEaR DT 2 2 L IXEEE S B 2 B,

&%\@%%Akmﬁb\ucﬁﬁ IBWTCAY T U OBRE BN L T 2% 0Nk
7o TN OO, FIAREERRBE DX, UC BFIZE T 2 ARAOZ &M Eok
BIEDIRNEEZD (13) AMER OB OB <HEHSICB 1T 2 %A OB >
(3) ZaMICHONWT ] DIEBM, )

3) AR R EMRBRAEDOBEE
< S 7= ER OBE >

B AR AR AR N GRBR 25 AR AR ARAE R BR K OV R 1 B 53X BR B S A L & L TR &
niz,

(1) SMEEEARR RBRES 03010301 : 5.35.1-1<20j] & ] 5 ~2ol =1 5 >)

16 m&LL b 65 miA T UC-DAI 227 73 3 LAk 8 LA R iR 27 A3 1 PL LGB
UC BE (HEEGIH 210 Bl) Zxf5ic, o &2 98 2,250mg/ H (2% % AFAl| 3,600mg/H D
R & OARA 2,400mgl H DIEL A RGET 5 HI T, Zhiak LA MIEA L — HERITITEE
] b e 23 [E[ N 53 Mgk C Ik S a7,

FH¥E - IR, AH 2,400mg. 3,600mg. 2> & HEE 2,250mg XX 77 ®AR%E 1 H 3 EIZ
TT, BEEICSHEMRAKETHZ L L ENT,

TP GaER] 229 B (2,400mghE 66 5], 3,600mghE 65 B, ~2 Z V- 65 il V7 T AR
334) D55, GCPAIESF® o 145 (3,600mght) %< 228 fi (2,400mght 66 5, 3,600mg
BE 64 51, N ZHEE 65 B OV T BAREE 33 fil) NLEEMEMNTS & S, BaMEMNTx
BHID D IRFEFED T5% AT CHNMERAGE B OF — & 23720 2 ] R OBERE O F L HIZ X

8 HEEE S GCP ARWESE & L 7= fE {1
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D#E 2 HEICHEERIES LEIOF 3B (R & U2 HI RO 7 2AREE L) &kr<
225 15l (2,400mg#¥ 66 fil, 3,600mght 64 i, ~ ¥V HE 63 il kN7 7 & AEE 32 f) AFull
Analysis Set (DL, [FAS] ) & &h, BARIWEMHT S SEEM & Sz,

ARMEICONWT, FEFHEE Th 2 R A&HIERFOUC-DAIR 2 7 b 1L, £120 L35
D TH Y., 3,600mghE L~ Z P EEDOUC-DAIA = 7 b FE D 7 00 95%(E #E [X ] o F BRAE 23

(0.0 % Elal»>7272® ., 3,600mgHt D~ & VRIS xt T D BEMENRGES T, 72,
2,400mghf &~ Z P EFEDOUC-DAIA = 7 3D FE D 75 D 95%(E FH X [H O T BRAE A3 F RN E S
NTIELHERRMETH S 1-1.0] & ERl>7=720, 2,400mglt D2 & GRS x5 IEL MR

FREE S L7z, 7pds. 3,600mgHE D~ & P BEICxE T D EBME DS RGE S T2 A I D A
2,400mght & XU X P RED N T D & &,
<#12 FBRHHERTEITBUC-DAIR a7 B E >
N U T ——. X UC-DAI 22T | N FHHLDE | T ERFLOE
B |G EBIERRRD | 8HR (PR V| Ty ey [o506{E MR | [o5%{aAERR]

2,400mg & 58 6.1+1.7 46435 15+3.1 0.2 [-0.8,1.2] 1.2 [0.0,2.5]
3,600mg & 62 5.9+1.6 3.0+2.4 2.9+2.6 1.6 [0.6,2.6] 2.7 [1.4,3.9]
Ry F TR 60 6.1+1.5 4.8+35 1.3+3.1 1.1 [-0.1,2.3]
75 R 32 5.9+1.7 5.6+3.1 0.3+2.8

9 UC-DAID % HIZ I3 i % J5 & UC-DAIA =1 77 HEH SR EBUE L T b7, it @O UC-DAID LT

MNOEBAIZREIN S D54, UC-DALA = 7 /b
O S AR U 2

78

AU XY REBA6% (55/65%1) KN T B AREE66.7% (22/334])

IIRM & STz

2,400mgH£40.9% (27/6611) . 3,600mgHf48.4% (31/6441) .

O 7' T REE30.3% (10/3341)

BYECOWT, A EFG32,400mgHE84.8% (56/661) . 3,600mg#£82.8% (53/644) .
IZR O b,
2B EEA3.1% (28/65%1) K
RO BTz, WTFNDDORETS.0%LL EICREO b FEF

A

SR ORIWER 2 £13/k R4 R LT,

<F13 DT NHIDEETE.0%LU EICBD ONI-AERSE>

2,400mg ## (66 f1) | 3,600mg Bt (64 %)) | XU ZHEE (6561 | F7EFREE (334))

EEES4 REE [ES FEF RS FEHE BT HEE %
ENS 84.8% 56 82.8% 53 84.6% 55 66.7% 22
CRP #5710 19.7% 13 21.9% 14 27.7% 18 18.2% 6
R NAG 80 19.7% 13 18.8% 12 20.0% 13 18.2% 6
BIHEER 16.7% 11 15.6% 10 10.8% 7 6.1% 2
HEEEREUEM 18.2% 12 14.1% 9 21.5% 14 12.1% 4
mP e Y LE 8 9.1% 6 12.5% 8 7.7% 5 12.1% 4
BEEUAEUHEN 9.1% 6 7.8% 5 7.7% 5 9.1% 3
U kSR A 15.2% 10 7.8% 5 16.9% 11 3.0% 1
EIEES 20 4.5% 3 7.8% 5 3.1% 2 0.0% 0
mP7 I7—8Emn 1.5% 1 6.3% 4 3.1% 2 3.0% 1
HABREE N 9.1% 6 6.3% 4 9.2% 6 3.0% 1
B M BREE N 6.1% 4 6.3% 4 10.8% 7 6.1% 2
ALT ¥ 1.5% 1 4.7% 3 7.7% 5 0.0% 0
/MRS N 3.0% 2 4.7% 3 6.2% 4 9.1% 3
TH 9.1% 6 3.1% 2 4.6% 3 0.0% 0
EEA 6.1% 4 3.1% 2 3.1% 2 3.0% 1
fHh U o A8 0.0% 0 3.1% 2 0.0% 0 6.1% 2
B 6.1% 4 1.6% 1 3.1% 2 6.1% 2
G PRS2 4.5% 3 1.6% 1 6.2% 4 0.0% 0
FREERE 0.0% 0 1.6% 1 1.5% 1 9.1% 3
ol 6.1% 4 0.0% 0 0.0% 0 0.0% 0
LDH 35/ 3.0% 2 0.0% 0 9.2% 6 12.1% 4
TR FEEBREOE N 3.0% 2 0.0% 0 1.5% 1 6.1% 2
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<F14 WTHHDORET5.0%LL FIZ#BD S -BIVER >

2,400mg B (66 B1) | 3.600mg B (6481 | & VB (656 | 77 EXREE (3340

BER% ZHBLE JE=S FEBLR [GE=S RHYLR [E=S ZHBLE il
NS 40.9% 27 48.4% 31 43.1% 28 30.3% 10
R NAG #5in 13.6% 9 12.5% 8 6.2% 4 9.1% 3

CRP 5/ 9.1% 7.8% 7.7% 3.0%

fH E Y Ve 3.0% 7.8% 4.6% 6.1%

BWAEEVILE VB 4.5% 6.3% 4.6% 3.0%

~N|w|w| o

1
2
1
0

D|W|IN |
w|h||o1

HERERECE N 9.1% 4.7% 10.8% 0.0%

HUBNIRD DN oTz, EERAFFRIL NEBEMEKRIER]) 232,400mgiE T241] & O
CAYRETIFNCRD b, TR KON TIEEEE ) 733,600mglE THIBNTERD &1,
1B KR 25 301) (2,400mgﬁ$11§ﬂ&0\/\/§7 TEE2B) IRIEERIE & O R RBIR AR E SR )

o7,

2) BIBBMRETRB (RBRES 03010302 : 5.35.1-2< 20 £ | 5~} =] 5 >)

165% LA E655% Al CUC-DAIA =2 7 H32LLF, 22l fX 27230 (MfE7 L) OfEfFHIUC
BE (BEEFIERL206) A X5z, <o & B §E2,250mgl %3 % A542,400mg/ B O 3251
ZHREET 5 BRYT, %ﬁm;&i@ﬂﬁﬂ/ﬁﬁft B R TR ) R ek 23 [E N 50t R TN S A
77

ik - BRI, AH12,400mg X 1T~2 & $5E2,250mg % 1 H3ENZ /31T T, At 2483 Rk
NG5 E3NT,

e HERI13161] (2,400mgREES B Jz (N2 Z J#E66HI) D 5 B, GCPAMSE ™ D1 (2
VAR A BR< 13061 (2,400mgRE6SHI & DML & EEESH]) AFAS & S, HMEKR OV
MR R & STz,

HEPEIZOWT, EEFEE Th 2 MEOHRHETZRIEO LB Y TH Y, 2,400mg
FE L~ Z YRR MAE D IEFEBLAR D D IS%IE FH X A D N IR FRTZ R E S vz IELPER
RETH D [-100%) % LElo7272, 2,400mght D~ ¥ Y RECKT T 2 IELTENREE S
= <F15 MIBOIEZRFLE>

H . i DA 1 FERILE RUFYRLE DE

JERIF | BHH [95% 15 % X [#]] [95%f& #E X [#]]
 2,400mg 2t | 65 50 15 76.9% [64.9%, 86.4%] | 7.7% [-7.4%, 22.8%]
[[~<~z9m| 65 45 20 69.2% [56.6%, 80.0%]

LRVEIZHOWT, A EFL132,400mgHE95.4% (62/65%1) M N~ & ¥ #£95.4% (62/65
) IZERD B, RIMEMIX2,400mgHE44.6% (29/6501) K N & - E47.7% (31/65%1]) (2
B O, WTNDRETE.0%LL ISR b -AEFER KL OREIEM 2 #K16 K NFKITITR
L7,

FIREH 723 GCP sy & it L 7 e Bl
T MEOR 2T 1 (T MEATE @R ) M ka mEORE L ER
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<F16 DT POBT50%LU LB bNEEES >

2,400mg B¢ Ry B VR 2,400mg B¥ Ry B YR
(65 1) (65 ) (65 ) (65 #)

HEES4A FEE | FiE | BEE | Fi% HEES4 REE | FiF | BEE | Fi%
£ 95.4% | 62 | 954% | 62 T 6.2% 4 13.8% 9
BIHEGER 49.2% | 32 | 47.7% | 31 y-GTP #8/n 6.2% 4 7.7% 5
CRP #5710 292% | 19 | 27.7% 18 ST 6.2% 4 6.2% 4
R NAG #5710 200% | 13 | 27.7% 18 FELE] 6.2% 4 6.2% 4
LFREEREE AN 16.9% | 11 | 21.5% | 14 B M EREE N 6.2% 4 4.6% 3
MV /ve 88 | 154% | 10 | 12.3% 8 BEHERBER 6.2% 4 3.1% 2
BAECUAEUHEN | 13.8% 9 7.7% 5 A if R B 6.2% 4 3.1% 2
ALT $#0 10.8% 7 9.2% 6 I LDH #n 6.2% 4 1.5% 1
BABREHEN 9.2% 6 154% | 10 i H R EB BN 6.2% 4 0.0% 0
U VBRI 9.2% 6 9.2% 6 O %k 4.6% 3 7.7% 5
5 FERE N 9.2% 6 4.6% 3 % 4.6% 3 6.2% 4
my7I5—E8m | 7.7% 5 4.6% 3 i H R SEHE AN 3.1% 2 7.7% 5
Em 7.7% 5 3.1% 2 ISR 3.1% 2 6.2% 4

<ELUT_ VI OB T50%L EIZERD b EIFER >
2,400mg B R F YR 2,400mg B RUF YR
(65 41) (65 41) (65 1) (65 1)

AEER4 REE | fifk | BHEE | FIK FEFER4L FEE | Gk | BEE | fiK
2k 446% | 29 | 47.7% | 31 [[EEEUAEUHEMN | 9.2% 6 1.5% 1
R NAG #m 9.2% 6 12.3% 8 ALT #n 4.6% 3 6.2% 4
HFEREREUE M 9.2% 6 123% | 8 CRP 151 4.6% 3 6.2% 4
MU AEHEM | 9.2% 6 4.6% 3 YGTP g0 3.1% 2 7.7% 5

FCHNIE O bivienodz, BEERAEFERGIT, NEBEMEREBK] 232,400mghEc24], ~

A RECLHNCERYD B, 2,400mghED 141 i#‘%ﬁi}:ml%%ﬁfﬂ): SE SR o Tz,
3) BHRERR (RBREE 03010303 : 5.35.2-1< 20| =] 7 ~20l = 7 >)

16 5 PA 1= 79 5% LA T C UC-DAI A7 73 2 AR/ 2R =723 0 (fflZz L) OFEMEH
UC ¥ (BEJEGIEL 30 ) 2RI, AHIRMER SR OE IR V2 e RE 5 B
T, Zhasx LRI EMRIEXRT IREER DN E N b sk THEME I 7,

L - HEE, AHAI 1,200mg X% 2,400mg % 1 H 3 [ENZ4T T, HREZIC 48 MR O
Hynzblan, BERBRFOHZITRREMEMELHERE OWRRELHREL
1,200mg/ H X1 2,400mg/H N5 2 & L sz, £o, TR 18 IT/R L& T#
HE&ZHEWT 52 ENFREE ST,

<K 18 HEPEERE>

1,200mg/ B —2,400mg/ B - MfEOHRHE (ER=7 LUE) BHoh, HERLE LKL Z5E
s 2,400mg/ B —3,600mg/ B HEEBERICEROEERAON R HE, BOBBKEAT A KR
(1,200mg/ A 2> 3,600mg/ H i) 5
~OEEIITRH)
. 2,400mg/ B —1,200mg/ B c MELS CTHRENCER TS EE L DN AEERSARE L, BREFEM
3,600mg/ H—2,400mg/ B XGRS HEMOSBEE LE LMW LSS

e 5ER] 33 1 (1,200mg BRAAB 15 51 & OF 2,400mg BRAHG] 18 151])
BRINE R OV MM GEF & STz,

ZAAEVEIZOWT, AEFGIL1,200mgBH #4151100.0% (15/15641]) K 182,400mgBH 4451100.0%

(18/18f51)) 1ZFBD H AL, RIMEHIE1,200mgBH4A1166.7% (10/15f1) & U'2,400mgBR1415177.8%

(14/18f51)) (23R HALiz, 1,200mgBH#A K1 31%2,400mgBH 251 D U N U0 T2 LA EIZERD &

2P FAS & S,
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NI=HEFELR N ORWERA 219 FK2012R LT,

<K WIFhPOREETORMH T LIS bW HHES>

1,200mg BR%#AHI | 2,400mg BEAGHI 1,200mg BA%AHI | 2,400mg BREAH]
(15 41) (18 ) (15 1) (18 1)

HEES4 REE | Fig | BEE BEEZ4A FREE | figk | BEE | HiK
£k 100.0% | 15 [ 100.0% | 18 [EEA 6.7% 1 11.1% 2
CRP #5710 33.3% 5 38.9% 7 M= L 257 a— 8 6.7% 1 11.1% 2
SREER 20.0% 3 33.3% 6 [EEA 0.0% 0 11.1% 2
TH 20.0% 3 33.3% 6 FREDRE 0.0% 0 11.1% 2
R NAG /0 33.3% 5 27.8% 5 M Pk 0.0% 0 11.1% 2
[EiE 13.3% 2 16.7% 3 FkAE 0.0% 0 11.1% 2
A% 13.3% 2 16.7% 3 AST 8 0.0% 0 11.1% 2
WA EM | 13.3% 2 16.7% 3 EERY—F 13.3% 2 5.6% 1
R 6.7% 1 16.7% 3 M7 I F—B8m 13.3% 2 5.6% 1
HERERE M 26.7% 4 11.1% 2 NG RN 25 13.3% 2 5.6% 1
ALT 0 13.3% 2 11.1% 2 y-GTP 8 13.3% 2 5.6% 1
B 6.7% 1 11.1% 2 HIERR 13.3% 2 0.0% 0

<ER20 WIFhHOEREGETORIGEI T EIZER0 b BHER >
1,200mg BELAET | 2,400mg BE 44451 1,200mg BE#EHFT | 2,400mg BR LA
(15 1) (18 #1) (15 41) (18 #1))

FEFER4 REFE | Figk | BHEE | fik EESE84 FREE | fl | HEE | FiK
2 66.7% 10 77.8% 14 {EA) 0.0% 0 11.1% 2
R NAG 30 26.7% 4 22.2% 4 FEIRAE 0.0% 0 11.1% 2
[ 13.3% 2 16.7% 3 CRP #4/0 0.0% 0 11.1% 2
WALV /LEVEM | 13.3% 2 16.7% 3 EIBRY —F 13.3% 2 5.6% 1
g e Y el 13.3% 2 16.7% 3 I DIEN:2) 13.3% 2 5.6% 1
T 6.7% 1 16.7% 3 mp7 I7— N 13.3% 2 0.0% 0

SFERER SR M 133% | 2 | 111% | 2

TR OEELAEEEGIIRE I N2 5T,
BHIMEIZHOWT, BFEE O 95 5, MiEDOIEFRER (FAS) 1 1,200mg BILAHE 73.3%

[44.9%, 92.2%] (11/15 f5]) K TF 2,400mg BA#ZAH] 50.0% [26.0%, 74.0%] (9/18 f5]) THh -
7=,
<HEBIZBT D EE O >
I, LT OBREZ P DNCEELZITo7, #2110, KHETHI A LI-TREEHZER, 2k
WETRE A R LT,
<£21 KETHIHLIBEIEE, A RF4 %>
W35 =P
BEEABRIGRIEE R R R E L B P TR 8 S B 1A T P v R e B
YRR 17 R EEIRRRIRSER [EEtARIEAR SRR 2 WAL TR 17 FEERREAE: 10-15, 2006)

BRIA KT

MEEMRBROBEIA KT ]

rFZE S L—, 2006)

(ZEFrAtarer F22KE LEEE
HRBROBEIA K74 BIEMEREEBETEECE T IAERRH 0Py

Tk o FERHTATERITR

BHERERDEEERITR (BAERERBEREIEERE RS REP AT T

B9 FEERF SR 96-99, 1998)

(1) BRI BT IZONT
%, UC DIERIERIZEIT 5 AH D

BE
T,

ERRFIALEAHTIZ DWW T, LFO X S IZEHA L

VR 17 FEEIRIRIEH R R OB A BT A VEE B E 2D &0 BRI 2 T EE & Ak
(ZEIED D PEIED UC BEITH L TR b D 3A & L TAEMNIT b D Z N TRS

o,



F7o. HIAREARE GBS, BIED S PEEDTEEN UC BT L TAH
3,600mg/H 2 #5342 2 LT, XU ZPEE 2,250mgl H &% 5B OIEENEE LRID = & 03 HIFE
i, Fo, KK 2,400mg/H E T H 2 LT, X HEE 2,250mg/ H & [RIRE OFRARE A%
ERFEESND, S 6T, FBIAHRMRMERRBR A2 5. AAl 2,400mg/A 285352 LT
A B BE 2,250mg/ A & [FAIEROFREFEHERFAR B HIFRE S LD,

BREIX, UTDX2IcExS,

Rk 17 SRR R TIE, BIED O PEIEDOTEEI] UC B OIRMERIRIRIE L LT,
B OANZ W T Z YEE 1,500~4,000mg/ H L O Z > v U 8 3,000~4,000mg/ B & 52
S THBY, BETA FTA TR, BOAY TP U RIANTEIED & PEIE OB UC
(R DRRME N, A ONTARFEINC I T DRRMHERF O FEARTBHRIE L Sh T 5,

BRAE ) & FEEOIGTEN UC BF & xS & U AR ARE AGRBR BV, v & i
2,250mg/ H 123~ 2 AH| 3,600mg/ H OEEBME DS RGE S AL 2 &L FEMH UC BE 234l L
72 B MRS MEHERFRBR (2B T, 2 HHEE 2,250mg/ H I2%9 25 AH 2,400mg/ H O FEL TN
BRRES N2 Z L b BANIAN & Y EE & RRRIC, BIED b EAE OTEENH] & ORA#EH UC
DIREEIRI D 1 DI b tEZ D,

722U, B X TS BRI 17 RIS % T 2,250mg/H 2 % 5 &
EREGTLHZEBHRINTWD Z &, BEAE CHEIED UC B (BRI AR
%95 4,000mg/ H O HEDNAGB SN2 Z & (U 288 250, [FI§E 500 FRAMEE, Ak
20 £ 11 A 13 H) #BE x5 &, RAIOEKRBRNLEZRFO 2 & H§E OFKGRH & EFRA
2,250mg/ H ThH o 721200 2520 & 1XE 2 508, FRICFRAEMRRL C HSE O BB OFEMR
ORI D AHA 3,600mg/ H & ~22 & 8 4,000mg/ H & OALESHTIZOW T, B ST
EHLNTIERWNWEB X 5,

(2) HRMEICONT
Bt IL, LN OMET 21T o 72k R, BRSNSV T, BIED & HEIEDTEE)
] UC BE TR LA 3,600mg BED 22 & HFBEC 5 2 HEBEHE K OVAH] 2,400mg BE D22 &
PRECT T DL MR RSN Z & WO MAEREfRHER B IC IV T FEARI UC B3
Xk LAK] 2,400mg BED S X G RECKTT 2B MERBGEES N2 L h . RAIOIEE) ]
UC K OMEMEE UC 13T 5 AR D b o LRI L7=28, S0 Hkm 2 %
2 CHRAEHIZ I L7z,
@ EEHICONT
1) FEFMEEB RO RBEOZ Y L IEEHICHH 2 FohiEic o\ T
HEEE 1L, SRR G ABRIC I 1T 5 EEFMTHH & L CUC-DAIA =27 % 7=
B, MOSREEORERMIZOWT, UFOXHIZHHAL TV,
UC-DAIA =2 7%, UCOIRREZ KT H4atE & L TE < ORI THW O TV D Z
L. AT VU BENORMENGD ROV T HUC-DAIA = 7 OHER THEM L 72 B KR
NELHEINTND Z &5 (AmJ Gastroenterol 92: 1867-1871, 1997; Can J Gastroenterol
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4: 463-467, 1990; Gastroenterology 92: 1894-1898, 1987) . LERFMIEHE & L ThfHERF
DUC-DAIA a TWDEEZH WD Z &L Ui, £, BT OV TR, ERLTAEETER
FRETRIZ, BIED D TEEDIFEHUCHEE O ERTRRIE L L TR 2 VR I L
TWD72, BREBNLRERFICBIT 50 Z 0 /&GEH & EERCTd 52,250mgl A % it FREE &
L CakiE LTz,

AL, UC-DAIA 2 7 (XUCHEE /5 & L7=% < ORGRRER CRMIfRIE L LTHW S
NTEY, FEIMEEAOFEEE LTHW-Z SIZRERWEEZ D, £, U X Vi
2,250mg/ H &% HREEL L7 Z & b, ARBROMNREBEE NI S FEIEDOUCEE TH D
ZEMnD, FERERWEB X D,

FREORE THEM S N2 AR ME ARBRICE W T, K Er (8B T Ik
IKF) DOUC-DAIA = 7§D FEIZ DT 3,600mgliE D~ U & B REI k3 2 R ASFRGE S A7z
Z &L 2400mgHED R H YR T D ISR RGES N Z E b ( T<BHINTZE
BEOWERS > (1) FHMFRFERREARER] OESR) | BIED b EEOTEE HIUCHEE 1%t
TOARBNOHIET RSN EBE XD,

i) UC-DAI 2 a7 Z R L TWVABE R TITHT BRI HOVT

F AR AR IC R T 2 RIRARHIIE E & L TR E S fv7z UC-DAI A =27 & HEAL
LTWAHAHEHE (BHEREH, M8, BT RE CEMIC L 220 O 237 O
DR (RIRGHEER) 133 22 0o LB TH Y, #iEIE, WIhomEE L AA 3,600mg
IR AL RERBADEZ RTHEMICH D Z L, 2,400mg FEIE~_ 2 & RE L [H
RETHDZ L E2MRB L,

<F22 BMHEBREARBRICE T 2BEMEEEROE X 27 OBDE >

=5 a 2Aa7DORPVED | RUFPRLEDOE | FTRRELEOE
alaals BB | PO | pmamems) | [oswEERE] | (05v%fEEKM)]

2,400mg & 58 1.5+3.1 0.2 [-0.8,1.2] 1.2 [0.0,25]

3,600mg & 62 2.9+2.6 1.6 [0.6,2.6] 2.7 [1.4,3.9]

UC-DAI 227 ~UEYEE [ 60 1.3+3.1 1.1 [-0.1,2.3]
AR 32 0.3+2.8

2,400mg B 66 0.2+0.9 0.1 [-0.2,0.4] 0.2 [-0.1,0.6]

3,600mg & 64 0.6+0.9 0.5 [0.2,0.8] 0.7 [0.3,1.0]

R Ry 2y 63 0.1+0.9 0.2 [-0.2,0.5]
75 e REE 32 -0.1%0.9

2,400mg B 66 0.5+1.0 0.0 [-0.2,0.3] 0.2 [-0.1,0.6]

i 3,600mg B 64 0.9:0.9 0.4 [0.1,0.7] 0.6 [0.3,1.0]

R ZYEE 63 0.521.0 0.2 [-0.2,0.6]
75 R 32 0.31.0

2,400mg £ 58 0.30.9 0.0 [-0.3,0.2] 0.4 [0.1,0.8]

— 3,600mg B 62 0.6+0.9 0.2 [-0.1,0.5] 0.7 [0.3,1.0]

HiAEFT _y 2 YEE 60 0.4+0.8 0.4 [0.1,0.8]
752 REE 32 -0.1+1.0

2,400mg B 66 0.30.9 0.0 [-0.3,0.2] 0.2 [-0.1,0.5]

Effic k5 3,600mg & 64 0.7+0.8 0.4 [0.2,0.6] 0.6 [0.3,0.9]

ERAFE Ry FyE 63 0.30.9 0.2 [-0.1,0.5]
75 e REE 32 0.120.7

9 UC-DAID %I F 1= Kl 25 % 53 &-UC-DAI A = 7 (BRI SAL72 0 & BLE LTV B 72 0. e IR D UC-
DAIDOWT DI BRI B H35A . UC-DALA = 7 /b BEIT R & Shdz
b GERMHREOS 22 T) — GlEF (FIEE) 0% A= 7)
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iit) KRARER L AL ONT

5 MABRARE AR 51 2 BRI A & UCRE SN RO %" 13
F 23 DEBY THY ., IR OENRILITAH 3,600mghtix 20 % FRE R TEW
WL 5 = &, AA] 2400mgBEE-< s & B L R T 5 = & A RER L.

<F% 23 BIERMEARRICKIT IBMERCEZIR>

(R LT 5,

TR OUCIE, FRROFEZ M A ELSGT R IR T T fEAHAR L, WHBERIIZ I35 E)
FSINTWD, £z, UCEA R
UC-DAIZ =7 @ [

WO A HK L.

E LAY T YU EBEIORR
) KO THREREEAT L)

1987) .

AT LIFARETH D E B AT
VBHERIZ FE iS5 Z LR TE W, BE AEEIC

X IRAR

17 75 AR S HEBL L 724K g
BRI

EOIEFRBIHR) 2 FHEFHER & LT,

BEREIE, HT®i5:%26

HREHRT D120
PFELWEEZ DN,

2

e HE RIS
BE

KEMRIZ
DEFFOIEBIFDOEIE

BiF 5 UC-DAI 7 2 LA T2 DI A =27 73 012

24

E| &
BT, JEROBEEIT N,
ZWME A A2 s LT % (Gastroenterology 92: 1894-1898,
L7z o T, MAEDA L NPT RAHRT 5 2 & T, FH L IEE o
L L, ERSEATRICOW T, MAEICREZ
&0 HRBLE A P RE

o T RERIAS THREME) LERS

E LSRN TIER D 9 B UC-DAI A a7 OV EN 2 LLETH - JERIN T &

s ; AR N YEEOE | FTRERELOE
RS | UK | BEP | (osovmmmm) | [oswfmsRT] | [osvefEamEm]
30.3% 1.7% 20.9%
2400mg | 66 20 [19.6%, 42.8%] | [-13.9%, 17.4%)] [6.0%, 35.9 %]
‘ 45.3% 16.7% 35.9%
P 3.600mg B¢ | 64 29 [32.9%, 58.2%] [0.3%, 33.2%] [20.2%, 51.7%)
RUpHE | 63 18 28.6% 19.2%
[17.9%, 41.3%] [4.2%, 34.2%]
- 9.4%
| T7ERE | R 3 [2.0%, 25.0%] |
s ; " AR N YEEOE | FTRERELOE
REH ) U] I | osovtmmmmm) | [oswlmsBRT] | [osvefmamEm]
45.5% 3.8% 17.3%
2400mg | 66 30 [33.2%, 58.1%] | [-20.9%, 13.4%)] [-2.3%, 37.0%]
‘ 64.1% 14.9% 35.9%
o 3.600mg # | 64 4l [51.1%, 75.6%] [-2.1%, 31.9%] [16.5%, 55.4%)]
Ry FTH 63 31 49.2% 21.1%
[36.4%, 62.1%] [1.3%, 40.9%]
. 28.1%
TTEARE | 32 o [13.8%, 46.7%]
© BRI OWNT
B IARFEMMERRBRIC B A FEFMEEE O EHBIZOWT, BFERIX. LFo ko

iE. MAEDRBOAMEZT TR, NEHEFT R AZHRT 2 Z &0
Fﬁg PEDOBWNRERE L HBEICER T2 Z EPRETHL 2 &,
MAEDFEH B EIVERDE(L 2R THERTHY . HREMIRRT L ROLI>EE R LR

VN 3

ZRIEDFEHE (i

2o T JEBE D

EFRS I, KRG & s



| KRk

HZEEBEFEZDE, HEEORPITHEM X 5, Fo. MIEORE L FHR & ORERE
IZHOWT, HABREOHBEMERRBRO LN TS Z L EETHE (F24) . T &
EIMEE A O L U, FEIMEEA 2 [MEOHERREK] LRELE-Z &IZITF AN
HEEE XD,

<F24  BNBBMESRBICHE T 5 MEORE L AR L OB%E>

H 2,400mg & FROEE 2By RE RO &
(65 ) bl | romil | o (64 1) bl | mmel | o
- | FEEEp 50 0 50 w | FEEG | 4 0o |4
H WEOHR | Semp 2 sl M Taewm | 6 ERED

RV

72, BRMHUCHE T 2IRBIEDLO L LT, v & VeI ERRATAE RIS 2
WCREH SN TWEZ 2B EX D L. KIICBIT D20 X VEEOEMRICB T 5 &R A&
LR TH 52,250mg/ H ZRHRFEE L TRRIELEZ EITAE LI AR NWEE XS,

LLEX 0, #fE, [TMEOIERBR] & FEFMEA &7 2 % MAEEMERRBRICE
W, ARHFI2,400mglED N X B REICK T 2 FFBWEDRMEES N TWD Z e ( T<HEHS
TG OWENE > (2) B IHEMEMERRER) OEBM) | ARAOEMBHERFICBEI T 2 H 2k
TR anzEB 25,

7k, BBIAHARAEMERRBRIZ 31T 2 BIRIGHTIE B O —> & L TRE SIL TV IEFR
F [95%[EHE XA ] 1T AKI2,400mg#£80.0% (52/65%1) [68.3%, 88.8%] K N~ & Wit
79.7% (51/64%1) [67.8%, 88.7%] T, N> X YHEL DOIEFRE D [95%(EHEX ] 130.3
[-13.5%, 14.1%] ToH v, HEHIL, FEFRRICB TS, AHI2,400mght &~ X YL D
FICRE AR IT R N D & 2R Lz,

(3) &Mz >N T
L, LN OREZIT o 1o R, ARAIOLZ B DWW THIRE R TlE~ > & g & T
FrER M & T _REAITRO OV EEZ D08, HEM OB b £ 2 TRARIITHIE L
72uN,
O BEERRBRIZB T LM oONT
S IABARMRE AGRER, o AR AR R L ORI 5 RBRIC B W T, SO EFFS
FHERIZREEOZRITRD e ot ( T<TEHSNTEROHME > | OIS |
T, FhESNTZR TOBKRBRICEB W TREHNIIRD Loz, SETLUSNDEE
RAEFEGIL, B NEREARE ARER CII76] (2,400mghE HEBMEARE %) 261, 3,600mgh
MU KO TIEERES ) A101 L O & B8 TR REZR ) 361) IR b,
NEBPERBZE ) D361 (2,400mghELBJ O & Y RE261) 1 XTRBREE & ORI RERIR S S E
ENneotc, FIAFEMRHERRRR T30 (2,400mght BRI 261 K 2 & 4
B EEEREEZR ) 16]) (2ER0 AL, 2,400mgRE D 1FIITIREREE & ORI EBERITEE Sz

™ UC-DAI Z 21778 3 KRl AR & £ L= (Aliment Pham Ther 17: 1471-1480, 2003) . M ONERY O 4R B 32 I el
FTRICBW TR ORRET T fE3 ML L, AHREEMICIXIEEIH OFT LA L, &S g3 B LIZRiE) &
ENTWAED, oAz 7 1L E2> UC-DAI 227 3 LLEICZR -7 ER) % [H#k & E#
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Mole, BRHIRGEHRBR CITEERAFFRITBDO N0 o7,

LA OEERAEFEERO I L, IFUNREIE TH o7 (FEME AR : 3,600mght
MEEIRE ) LB RO 20 BEEMERE R 16, MR - 2,400mofE [R5
KGZe ) 1) | & O EIE ST R L7,

PEAE IS, R H SN KRR b . AR OLZEEC O W TR~ ¥ YEE L ik
L CHIRF R TR & & JRITRO 5TV RN T & 2 fERd L7,

Q@ BEEHRORBERBI ORI ONT

UCHEH Z x5 & LT R a R GBS A SR, 5 IAHRR MM ERE B, R 53K
Bl OCUCHHE 2 %15 & LT- G R SKEEBR  (03010308) ) IR 2B 2 FA L. &5
BRI AEFEG131,200mg#£100.0% (15/1541) 2400mg%$90 9% (140/1544%]) . 3,600mg
7£81.4% (57/70%1) . ~21 X HE£90.0% (117/130%1) M ONT T L REE66.7% (22/3341) (258
O BT,

7, B IR RFRBR I\ T, 2,400mg BEL OS2 2 B REIZES 1T 2 3 BLRE AR o
HEHLIZOWT, 2,400mg BETIL, 0~12 I8 69.2% (45/65 1) . 13~24 I8 72.1% (44/61
%) . 25~36 i 66.1% (37/56 i) K TN 37~48 ¥ 70.4% (38/54 #) \ZiBH B, 2 &
BECIE, 0~12 i 67.7% (44/65 fi) . 13~24 i 74.6% (44/59 ) . 25~36 # 59.6%
(31/52 f5i]) Je T} 37~48 i 70.0% (35/50 i) 123D HT-,

BerEix, RBRIC K VB GHIRNRRD Z LD LEERKRIIRETHI L OO, KA D
BEEREML COAEFGZORBBBEEICRE RERTIRD NN & ROEAEE
G LB b A HFROFE B S I3 2 Hm 1 @%n@w & AH 2,400mg Bt
&Ny&ﬁﬁéﬁﬁbf\%ﬁﬁ%%®ﬁ%$%@%ﬁﬁg_O%T%&®%ﬁi&W:
& Rl L,

(4) Zhag « HRIZONT

A 1L, AR OE LG REBAEDN S PEEOIRBIMI OEM O uC BEE L (1)
IRBINLEDITFIZHOWT) OHESMR) | BIHFEEFEARBROMANELYEZ TUC-DAI X a7
3UL 8 LT oIfEA=T 1 LA | WO AR ARMER B O AN LS T {H 2
27 0> UC-DAI 227 2 LT LR E LI - HEC oW T, ThERUTO LI
ML TV,

TRENHAOUCIE, “FRROFEE B A ELFTRICH W T M@ 25F 2. NEEIICIE S R4
DK, BHMtE, b A, FIXEEREZRDDLIRE] EERINTWVWAHAZ D, 1M
R TP EOBEFEERE Lz, T2, BIETA R T4 2 ROCERRITAEEIRRIRH R T
X, AV T O UBANTRRIED b PEEOIEBHUCEE REEMHRLE SN TVWDHZ L, 56
(ZHESMIERFER  (Inflamm Bowel Dis 7: 237-42, 2001) CIIHIEN S FHEIED B & L TUC-
DAIZ 273l E8UTF EFRESNTNDLZ LD, HIAHEME AR O REE % |
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TUC-DAIA =1 7 3L EBLA T2 DML A 2 7 1Ll ECTER SN HIEEHOBE ) LRE LT,
HIEBNZOWTIR, AT VRO BEMEE K OMhEF & OfFHOWFICEN TS, A
FAPEIZ BT 2 B AR AL B S CIERR O B LT, PRk 17 FERFERR R Tl EEMIC
7L F=Y > 40~80mg/H (R AIZEBWTiX 1~15mglkg # HZ LT 5) ORFOBE X
EAEFREZIT D) Z NG TWA Z s, BEIEFNIKT LTI AT ¥ AL D
WBIRGERTLIRIBRTETH L LEABND,

Fio. EEHOUCIE, RS ERZBIEESRETRICB W T TIEAHEE L, AHEEIZIT
TV OFT RAER L, MEE RGNS B LIREE) EERINTND Z & VMR SR
(Aliment Pharmacol Ther 17: 1471-1480, 2003; Aliment Pharmacol Ther 16: 1109-1116, 2002) (Z
FBUWTUC-DAIA 2 7 0LL E2LA TSR L B ST\ D Z &b B IR AR AR
DR GEEEE,  TIfEA T T02OUC-DAIA 27 H2LL F CERE SN O EMM O RE | L%
E LT,

BEREIL, AFIDORIRE « ZHBEICHOWT, BLFDOLIHITEZ D,

BRI A BT A 0 VR 17 FFERRfREIE, Tk 9 FEBWEESGTRAIA T Vv
B ORI ERIR BRI SE  . BERRRBR ORI L, ML D FEHLR S Y UC-DAI A
a7 & AW TCTESED D P EEOFEIH A2 TUC-DAI 227 3 LI L 8 LA Fh2ifEA =7 1 LU
F L ROMEMRI A TR =27 0722 UC-DAl 227 2 LT LEFR L, FHIFEEEMEA
R S OV T AR FRAEFF R IC B W T E N E N D BE TR L TARBIO G IMERRBO B, &
EHELABEAETHLIZ LD (12 AHEIZONT) KT [(3) ©“aMEIZOWT) DI
B | ABIONEE - DR A, KHEMAHERRER CRRIE L Lo 2 e L RRRIC [EE
PERIGR (HIEZBRS) | LRETLHZENHUTHD LB X D,

KANIDBRE « RN HOWTIE, FIHEE O 2 B F 2 THRALANT T L 72w,

(5) AL - AHEIZDOWT

X, TQ) AREICHWT) KO [(3) ZaMi o\ T) O, WNZLL FoO~@
BT DEEmm A s E 2. AAIO ML - HEZ, 2,400mg/H & L, EEH] UC 2 L CITIRZ
DR O RCEAEFESE, B ORI U Cili'E 3,600mg/ HIZH B A E L B ET D 2 L AN Y]
Tho LML,

AANDRE -« FEIZOWTIE, MO @R 2 B E 2 THRAAHRITHET L7z,

O® EBHICK 2 ¥ - AEICO\WT

1) FBMAEEMEEARBROALE - AEOBRERIMZOVT

BRI, SBIARRMEANRERIC I T 2 KK D HiE - HEORERLZHOWT, BLFD
EHTHHI LTV,

UC IR LCIE, FRAEE K L TR O A Z v 84| 800~4,000mg/ H O &R 7
TARBHCAEICED Z LA ST 5 (Cochrane Database Syst Rev: CD000543, 2003)
F/o, WA T S IEE] UC BB x5 & Lo R ¢, AL 1,600mg/ H EL BT
7 Z R L TCHERSGEER A9 2 & (Ann Internal Med 115: 350-355, 1991) |, <
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VA YEEIL 2,000mg/ HEL E T I RICH L CHBEREEDREZ T 2L (Am ]
Gastroenterol 88: 1188-1197, 1993) M#iE SN T\ 5, F7o. A OWEH COIEME A E
I% 2,400mg/ H & FNCERE SN TR Y (EEmE A o f&4#PE 1L 800~4,000mg/H)
WINDIGET A T4 v FREOTH, K OEBEMICEHMEZ 5 TV 2 HEEEOMREL (Am
Gastroenterol 99: 1371-1385, 2004; Gut 53: V1-V16, 2004 %) 28\ T, UC {FEHHIDIE# 1T,
A~ EE 2,000~4,000mg/ H SLIEAA] 2,400~4,800mg/ H & Fl#E STV 5,
PLEOEHANG, FHIFEREAE AGER Tl 2,000mg/H % Tal 5 HE&E TOMmEHIITH /20
ZEEL, REOBK (1EEHZV AV T2 400mg) KTN1 H 3 RIO#FGIENENTY
—KTHDHZ LA EE LT, 2400mg/H (6 $E/H) ZHEANARER T LZ, /2. K&
M &I 2 Y 6E 4,000mg/ HIZHS T 5 HEARET DHEND DL &B 2, AH 0 RHEIT
HORE It B L C. 3,600mg/H (9§8/H) &% E LT,

i) EEIH UC (BE~PHE) BE T DSAHA 3,600mg/H & 2,400mg/ B OALEARTIC

DOUVNT
AR AGER Tl FERHIE B IS8 2 KIET RN S REDIRR Y (I
JERTLR N D) | KON THRIFORRE (UC-DAI A= 728 3 L E 5 LA FRON6 LI L 8 LL
) | BNEFAETE L TREIN TV,
KBRS U7 B HIERRIC 31T 5 UC-DAI A 2 T E D7 7 v — T il il R %
# 25 RO 26 [TR LTz,

<F25 FEIABEREARRICBITS REDLENY | Bl K&HERDOUC-DAIA 2 7D E >

e . . s o | UC-DAI 23 TRAED | U ZHRLDE | FSERELDE
WROERY | B5H | OB | g | [osoomiERm] | (05 ofasHxm)
2,400mg &£ 22 1.8+2.4 0.7 [-0.8,2.1] 2.1 [0.3,4.0]
) 3,600mg B 23 1.742.2 0.6 [-0.9,2.0] 2.0 [0.2,3.8]
R Ry FYE 23 1.1+3.0 15 [-0.4,3.3]
FIRRE| 11 -0.4+2.2
2,400mg B 36 1.343.5 -0.2 [-15,1.2] 0.7 [-0.9, 2.4]
2ot 3,600mg B 39 3.642.5 2.2 [0.8,35] 3.1 [15,4.7]
~_UF YR 37 1.5+3.1 0.9 [-0.7,2.5]
FSERBE | 21 0.6+3.0

3 UC-DAI OFIEBIZK I B 534 UC-DAI 2 a7 I3 HIHENARNEBUE L TWAH 70, IR&HIER O UC-DAI DWW
MOEBICKRNSH DA, UC-DAI 2 3 PR EE X & Shi
O GEFSEMERFFOUC-DAIA = T) — (8K (F1LKE) DUC-DAIA=T)

<F26 FIABEEEARBRICBITZ DRFORE| B BRHEIEROUC-DAIR 2 7 /D K >

PR OB B ER P UC-DAI 2R 7RDED | RUFIBEDE | 7T RBLOE
(UC-DAI 2 =17) CEHEAEERE) [95% 15 FE X ] [95% 15 FE X ]
2,400mg & 23 1.742.2 0.2 [-1.1,1.6] 1.8 [0.1,3.4]
. . 3,600mg & 27 1.8+2.4 0.4 [-1.0,1.7] 1.9 [0.3,35]
SELESELT Ry FTH 24 1.5+2.8 15 [-0.1,3.2]
7T R 13 -0.1+2.4
2,400mg & 35 1.3+#3.7 0.1 [-1.3,1.6] 0.9 [-0.9,2.6]
\ . 3,600mg # 35 3.7+2.5 25 [1.1,4.0] 3.3 [1.5,5.0]
SELES BT Ry F YR 36 1.243.3 0.7 [-1.0,2.5]
7T R 19 0.5+3.0

b)

UC-DAI OEIHBIZXKIMN S 5 %A UC-DAI A2 T ITRME AW EHE L TWDH 72, FfEHIERD UC-DAI O W
AR D DA, UC-DAlL A = 7R/ EE IRl E Sz

(EFEPERERRIRFOUC-DAIA 2 77) — (8IEK; (k) DUC-DAIRA=T)
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25 RO 26 kv, TEBERA) | XX EFEORE (UC-DAI 2=7) | 238 [3 LA
5 LT O EMTIE, BEHER O UC-DAI 2 a3 TR EEIZ ST 2,400mg B &
3,600mg B CRIBROEMENE LN TNDZ Enb, B, 2 b OEMITK L TAHK
3,600mg/H Z ¥ 57 5 MBEWEZFHT 2 L 5. HEEHEITRD T,

HEE 1T, LT Xy cmE L,

(IR OFEEE | 12O\ T, UC-DAI 22778 13 LIk 5 IR OENENEZ S I/
{fE L, UC-DAlI 2= 73 I3 LAk 5 BLT] M OWAEDIRN Y A THEBRM ] OEF Tl
ﬁﬂ&mmmﬁ&zmmmﬁf%%ﬁmﬁﬁﬁ%n@wotﬁ\uomuz:7#Fsu
S LUT) MR EDIR Y 2 [Zofh) DEE T 3,600mg #E T, UC-DAI A =2 7 b
FERREVBERAALNT (FE27) .

<F27 FBMABRBEEARBRICBTS WREDENY | o ERORE] B
EHCHIERHZ 1T AUC-DAIR 2 7RV EE (FAS) >

BIFHRF BER F s | UCDAI 2= 7Bl ®)
WEDIEMRY UC-DAI 2 a7 (CEEEHAZRERZ)

2,400mg & 11 1.5+1.2
. . 3,600mg &£ 14 1.2+¢1.9

3PLE5E
o o _U 2V 13 1.1+3.0
) 75 R 6 -0.2+1.9
L 2,400mg & 11 2.1+3.3
. . 3,600mg &£ 9 2.3+2.6
6LLE8 BT By 10 1.1+3.2
75N 5 -0.62.7
2,400mg B 12 1.942.9
. . 3,600mg &£ 13 25+2.7

3PS5
UL S EF ~U B YR 11 1.9+2.7
75 REE 7 0.0+2.9

)

oM 2,400mg B¢ 24 1.0+3.8
. . 3,600mg & 26 4.2+2.3
6LLE8 BT _UFTH 26 1.3+3.4
75 REE 14 0.9+3.2

A UC-DAI DFIEHIZKIMNN & 534 UC-DAI Za T IFE M ENRWEHE L TWATH, iHE
BE D UC-DAI OWF D BIZ KIS & 2854 . UC-DAI A 2 7 R BEIE R & iz
O GEEVEMERRIFOUC-DAIA = T) — (8l (L) DUC-DAIA=T)

%mmﬁﬁﬁkﬁﬁmﬁ% ﬁéruowf¢ﬁ3mmwak2mmwafi%&®#
TFRD LN TNRN e, REBOFEEZBE L2546, IHEIH UC B IcxLThY
%w%%@%ﬁ?%é3wmwa%%£%gkbf%@%:%wé&%k%16@\T%
BOIRMNY | 28 TEGRA] 0B, KO UC-DAlI A= 78 I3 LLE 5 LLF) OBRET
EGRA ) OREEGT DEE T, 77— TN OFE R D AK] 3,600mg/H &
2,400mg/ H DIZ UC-DAI A = 7 I/ b FEIZ FHHESOEMENRTRD R T= 2 Evh . 457
FHORRESEZ MR L BT, SRS ERO BB CAFK] 2,400mg/ H 238G 5 2 & 4 Al6E
EEZD,

i, Bt i) KOVi) 2 E 2. ARAOEEIH UC BE IR 2 HiE - HElZ-oW

T, UTDXH2%#%2 5,
5 AR AR AR A GRBR 128 TAA 3,600mg BED A 2 P REIC 3 2 EEE, K OAH
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2,400mg BED U HYREZH T HIELMEPBREES N TS Z & (1) ARhEICH>WT) @
HEM) | BRSOV T, KA 3,600mg #f & AHKl 2,400mg B CIXEEMEICKE A s
RO BN -T2Z E ([@R) BEMEIZOWT) OESBM) D, BED S HEEOILEIH
UC B IZ%F L CTAHKI 2,400mg/ B KO8 3,600mg/ B TAAIOAZMEI R S, et KB
MRV EEZ NS, 72720, BEIFEEMAEAGED UC-DAI X =27 KT HZEDILD
V1R DT T N—TRTORER (38 256 KU 26) . UC-DAI 2= 7 H 3 LLE 5 LK
T YT 256 REDIRAR Y ) 23 TEBRE] O X5 ITRENERICIR/ L T
DA%, WEAIHE O BE T A BUSPERS AR ITRRD DR WEI A RSN TN S,
L7235 T, AFOIEENY UC BF T4 2 ik - AHRICOWTIE, gk s Lz~
ZYEEO R - HELER L, 2,400mg/H 2@ H&EERE L, HEDRN Y OmEIE L,
BEOIRREIZISE UC, iE 3,600mg/H £ CHIEAREL 35 2 &MY LB 2 5,

© BRI 5 Ak - A&EIZONT
i) BB RBREORHRERBRO AL - AEORERLIZONT

R, 26 MARRR M R il e VR B3 - alBR 2 35 1T 2 ARHI 0 FHVE - HEORREIRHL
WZOWT, LFOXIICHH LTS,

B O 2R R VAR SCITIE, UC DR FRAE RIS IR IS 31 5 1 B I3 A #1800 ~
4,800mg/ H & Fl# S 41T % Z & (Cochrane Database Syst Rev: CD000544, 2002; Cecil
Textbook of Medicine 22nd ed.: 861-868, 2003; N Engl J Med 334: 841-848, 1996) . ##4LCToD
RFNDFFFRHMERFIZ 69D 32 70 KGR A B 131,200mg/ H ~2,400mg/H ThH 5 Z &, £72, HIT
FHFEMEE A GRBRO & & L T2,400mg/ H A% E LT\ 5 Z L2 E 2 B MFRREMEAERT
AR DA O & %2 2,400mg/ H | e ORI 538k O A7 o B 46 £ % 1,200mg/ A X1
2,400mg/H L% E L7,

i) FBMEHA UC B ITx4 5 AH 2,400mg/B & 1,200mg/ B DALBATITFIZDOWT

FEHEGRBRCIX, MEOIEFHBLE [95%FHEX T 131,200mg B #44173.3% [44.9%,
92.2%] (11/15%1) }% 1'2,400mgBH 441%1150.0% [26.0%, 74.0%] (9/18f) . 3 ONZ FHEFA
F [95%IEHH X [H]] 131,200mgBH 44 15180.0% [51.9%, 95.7%] (12/15f) & 1*2,400mgBA 5
$166.7% [41.0%, 86.7%] (12/18f5]) T ~7=, HEMEIX, MAEDOIEFILE K OFEFRE L
£,1,200mgBR 4GB D 5 i3 m Ao T BRE . S OSBRI O C 0 FRFE IZAHI2,400mg/ H % 42 5-
T HMBEMEIZOWNWT, HFEEICHZ RO T,

REEEIE. T L5 & LT,

R G380, BE OWRREZBE U QIR LB A S35 55 FLEE Rfi A3 1,200mg/ B
X1%2,400mg/ H Z@IN$ 52 L & LTHED, KVIEROZLE L TS EFE T1,200mg/ H 73
Bt R L St B2 b b7, M OIERBLR K OFEFBEE & H121,200mg B 44 41
THEL ol BE 2 bD, FEE. B G RER ClImms iR R 31T DR MHERE I
DS 2AE A DIE B DOEI A & 'UC-DALA 22 7 320D3EFI OFI G & 1, 2,400mghfE CTrim-o 72,
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TARMIZRE AR N W HEFRANICE O TIE, UCOTFRIZ L 2 EBEDQOLOIK T
EARAREREDZ BV DONT DY AT XX T 4y FOBLRND, KU HEFEITKEMHER )
RO CE 5 mHE CORMMEFEIFRIEZIT O NE LB R D, WEICOWTE, fHxDf
B ORI, FHARMERFOWIM, EREEZ 2B E L7z LT, 4 EMOHBI L v1Th
NHREEEZD,

k., EME GBI, MAEORBENTED i, RBRETEM UL R ER A &%
VB LI L2 IS I RN ATRE & SH, 44.4% (8/18f51) 733,600mg/ HICHIE ST
7oy, FRMRIIO B ICH LC2,400mg/H LV b EHEORGHIZDETHY | MfENTR
B AVIRWERIE I O FE 12T 2 3,600mgl B DA ZhME R OVZEMERHENL L TV D LTV 2 7
WZ END, RERI O IT6 L T2,400mg/H LV b E AR EZRGTAMNEMRITRNEE
2%,

BMEIx, Bt i) ROVi) #EEE 2. AFOBRMBUCEE ISR 2 Ak - A&EIZo0
T, UTFDLHICEZD,

FEWIE G RBAREH . 1,200mg/ H OEHTHHEMEREO SN HBENFE LT &,
3,600mg/ H I SN BENHFIE LI Z & 2R Loy, BRI GRBRITIE FEHR <
HAEERGTETHY, 247 L $1,200mg/ H<°3,600mg/ H OFEMEHERF IR 3 2 3ME D iR
SN ETFARNWEER D, LR > T, BIHEMMERRBRICIB W TR 2 Rt
LARHN2,400mglE DIELENBIES N TN D 2 & (( [(2Q) ARMEIC-WT) OIEEBM) | &
LM TRERZRIIBEOONT, RIRGROLZEMEGRITEET N EELITRD
BTNz e (@) BeticonT) OHEBM) ZEkE x5 L. RAIOREMHUCHE
FITHT D YR - FHEIT2,400mg/H LR ETH 2 ENES L E XD,

@ ®REHMIZHONT

B GBI OWT, SBIARRARE A GRBR T 8 Wi, 9 MIFRAEMHER R IL 48 TR & 3%
SN, BHEHMOBERMIZONT, FEEEX, LLFO LI IZHA LT\ D,

FIARREMRE AGERIZ 1T 2 & G- HIRIE, BRSNS LERBIM E LT, i TS
N7-EEFEFER (Am J Gastroenterol 88: 1188-1197, 1993) # & &2 8 MM &% L7, F7-.
MR ARAE R AR (2 d0 1T D & G-I, #RME UC BB Z MR E LI AV T VU B/IFO
AT LA RAE LGS, B E LT 6~12 » ADOBRENRE N1, 6 » ALY 12
B HOERGHITAY T ¥ /AN ORMAEFR RPN FBLL T W2 & (Aliment Pharmacol
Ther 13: 373-379,1999) 75, 12 » A (48 JH[H]) L &%E L7z,

BRI, EWNA O XY T O U RIBNC BT 5 A %K 5 & 28 25 AR RSG5k o £
G5 2 8 W], 5 IARRR MRHER AR BR O 4 B 1[H] 2 48 T[H] & 3E L7z 2 LI DWW TR
RN E B2 5D,

7272 L. AW T UC AT L CTAH] 3,600mg/ H o> 8 H[E 28 2 % 5 51513 IR
HBILTNDZ LIZOWTIEEERET AINERNH DL EHE XD,
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(6) 7 m—IRITRT BBFRICONT

gL, o2Vl 7 v—29% (LLF. [CDJ : Crohn’s disease) (Zxt9 2@z A L
TWDZ & ARANTHES 30 » [HLL LT CD OFRE - R BA L TWHZ &b, AHIO CD
(ZRT DT T EXIITEIZHONWT, Flo, KFIRAFTIL CD Ohe « IR EH S22
SN L o THIRBISH IR ELZ T ATHEMEIC WO, HIFEF I 2R T,

REEFIL. LT L ICHEE LT,

AU H Y EETRERMKAA R ET A CH Y . B R ER & OEIC 50%L, Eo
AY T DT D05, AANT pH AR BHHRET A CTH VO . pH 7 Lk Z2 RS RIG AR
UBETAY T Vo2t 2720, BIGRmUBRICIHEN & 5 BFICAMERHIRTE 5 L
EBZDH, ZHUCx L, CD IZHAMENDRLMIZE 5 £ TOHEILE DO WTILOTALIT & RIED I~
DD IEERNEDIRE Z FHE & LT RIEVERIRE CTH 5728, CD 1Tk LAAIZ BT 555
B BEXGERBICIREEZ AT DBEIIRDLEND 5%, KHORFFHFE S CD
WX T A A HAEICOWTHEEBEICRFTT2LERH D EEZX TS, /2, CD IZxLTiEA
7YX~ (BEHERR) BADNEKRI L, BREERICEENRIDS2oHL5Z LD
EEL, SHOBBICOVWTHRHLIZVWEEZTWD,

L72i3o T, BEROBMCEKRIISGICBT 2 A7 VA O =— XEO 4% ORI %
+E 2 72 BT @R REICSD TR DO FBEIEIC DWW TRETT 2 TETH 5.

725, SREVERREE B OO HE P E [ XARK DM I31F B IEE R AN A R A e BiT
LAF G A YTV U RFIORH R Z TR LTV D 2 & KA UC ISH D A8 - 2
REWG LB EMS BT D w2 512475 2 & ¢ BRBGOIRELIT &)
[RICEHDDZENTEDHEEZD,

WL, UTFToXLoi1cEx5,

ARANI KRG ~DRN LRI O EEL B E L TRARG SR TR, Lo F el 3R
IRLIEY B A R 2 L AEET D L. CD ST HBIFIC OV TIL UC & ixBofE
RS DHZ LR TcES, LL, RUAS IV UHAITH D Z 6D CD 12X 5
THHE « DWREF LTV DH & AAILIENTIE CD IZHT 2 20HE - RDPAR I N TV HE
LD L, UC IZRT DARBONE T IZ_R U Z VgL RERER TN b, BER
BB 2 EHOBA LIS E X 5 &, CD ITHT DHHE « DIROBFITHONTAEKE
R T 2 ZENEE LWV EER D, o, KAID UC I3 2D A Tl S 2 BR
i, BRIRBUGI O LEM 2 VT ARIORAIFRFE L UC IZx L ToRGEIRE A L
TS Z EIZOWTEREIEZ + 2T O MERHDH EE R D,

(7) /MR BBARITOWNT

BRI, /NS 2 AR OB TE - FHc o\ sk s 2 A, HifEIE. &K
) REIRBISIC BT 5 = — XEDOES B ORI A+ E 2 72 BT, @Rz Ch
FEOFFEMEIZ OV THRFIT 2B LRI L,
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FEREIZ, UCIZI0MTRIET D2 L b BN &, N2 VETIINEOME - HENRE
SNTVDLZENL, AANZOWTH/NEME - HBEZBRFTLZLBREELVWEEZD
O, AANOFLERTER IIIAFI O/NRITR T DHEHAERIC OV THMHA L, BHEITJSCT/HE
(X L RN - HEERS L TS BERD L EEZ D,

. BRI & 2 AR B EE B IS & ERHIAR £ 8 A MERZDRE R &% OBAE O
1 EEMEEERER R D88 O
HEILEDOBEITIED TAGRHFEE IS T NS ERHG L TERICE 2HENE RS, £
DR, FHCHBITRRD bR T 2 Lin s BERIE, R ICOWTRE Sh e B BHT &
DEFREITO Z LITOWVWTEEITRWE D & LT,

2. GCP EHUFRARE I3 2 kT

e En=EE GRBR%E 5 03010101 : 5.3.5.1-1, #RABAFE 5 03010102 : 5.3.5.1-2 M OiRERE
%5 03010308 : 5.3.5.2-1) Zx} LT GCP FEHIFHAAEE v, DRGSR, —HOTRER - H =
%%K%wf\*%@ﬁﬁgﬁﬁéé®ﬁﬁ®xﬁ(%%@Wﬁ@ﬁx®%%&ﬁﬁ%’E%
MBINL TR -T-Z &%) | JREE (KBAHRETE) BMRESATHRWNI EERED
b, FRERBRKEFICBEONT, BEETTHTERVEIERZENESCS %%TEE%&U
MR O RICBEI N TORWERINRD Sz, BH S ARREERNI S &
EATO ZEICOWTEEIT R WS D & BRI L7,

IV. ¥&FHE

VL EORBRE NG BEIIARR OFIMER RS2 MR L, AGEATRE S BT L T\ 523, B
T ORZFOICHEMERE CHlama 1TV, 2hEe - 2R, HIE - %% REEIT OV TR H
W L7z,

HEZHONWT

LEMEIZONWT

Zhie « RITHONT

i - H&EIZ>NT

TLEAR B OMFTFEIZ OV T

lL
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EERE (2
Rk 2148 H 20 H
1. HEEM&E
[k 72 4] 7 W 2 — /L §E 400mg
[— & 4] AYTIv
[ G & 4] YU 7 HER T RS
[HEEEA A Rk 20 /-4 H 28 H

5

2. BENE
EHLER A A (LT, THE) ) 13, BAERS 1) &b L CHMEE~ERAR
Wiz, R OWELEEE 2 - FERREZRET 5,

¥, AEMEBEOHMERIT, KHFMLBRIZOWTOEMEENLOH LHFEICE S,
Rk 20 4F 12 F 25 FATE 20 3 5 8 o TS ERIER R S HEIC I 1 5 B ek 5 0 F2 i

BT 5] OBEICEY, B4 LT,

1) Btz oW T
BEAE X, B IAERRAE ARBRICR W T, BIAED D PEIEOISEN UC BFITx L, ARA
3,600mg FED < YRR 6 - 2 il OVAH 2,400mg FED > & FRE 6T 5 FEHMED R
SN2 & N IMARRRARHERFRBRIC B\ T BRI UC B o3 L, A 2,400mg FED
N B YREUCKT B IFLMEDRRRFES - 2 &5 ARIOIFEN UC K ORI UC 1264 5
HRIEITRE D D &R LT,
LI E oW, FMER LV FIh,

2) BEMIZOWVT
BRI, RAIOZEMEIZONT, 'R SN SERRRBRAE N O . MR TH D X b
EHE URB DRI O DN TWARNWI & RAIOF G RN L TH A FEFRORBUHE
ICRERAERITBOONRNZ & ROKAIZRHHE LB A EELORBUHE SN
DARMITFED LR D, BIRF A TIER U 2V EE & TR R & & SRR S
AU &l L7z,
LI b oL, FMER LY IFIh,

3) ZhHE « ZIRIZHONT
BRI, SRR O RICER L, SRR 17 AREVRIRIE SR K O A T O L BUAI O YA iR
RS 2 250, MEORILRFLL O UC-DAI A 27 % VT, BIED D FEEOTEE
UC % TUC-DAI Z=7 3 LLE 8 LT omfEA=7 1 2Lk | RONEMRFH UC % [ifE2 =
T O0MDOUC-DAl 27 2L T LERLIZIEITE LI AW EE 2Tz, iz, BIFHLEME
N GUBR K OV ARRE AR MERFRRBR IC W T AFIOAZIMENTRD v, Lath b FrBEITFR
DHNRNT LN KFIORNEE - DR A &5 MAHERARGER TRRSE L Lo v Z 5E &[]
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RIS HEGMHERIBR (BELZRS) | ERETDHILBWUITHDL EERT,
LI BB OFIWL, FMER LD SFRrahr,

4) AL - AEICOWT
(1) EBEIORLE - ARIZONT

BRI, BIAREABEAGRBRICI UV TAH 3,600mg BEDL & B EEICHH D Ml RO
AFK 2,400mg BEOSU X PRECK T HIELMEDRGES -2 &, £72. BEMEIC OV TAHK
3,600mg #f & AA 2,400mg FETIIRE RAERITRD LNR -T2 LD BIEN G FEEE
OIEEH] UC B I2xF9 2 AA| 2,400mg/ B & TN 3,600mg/ B OFZME K OV EMEIZITRRE: DO
IR o nenE &z 7,

7277 L. HIFEFEAE ARBRD UC-DAlI 2 a7 KRR EDIEN VT L 5% 7 70— 7kt
OfER ( THFEAHSE (1) £ 25 KU 26 /) | UC-DAI 2= 773 [3LLE5LLR] ITFY
TLHEER. REDOLRNY ] A TEBER] OX9ICEBICRRD L TWD5HE%, i
BRE O B T BSOGME DS RIS DRz, AFIOIGFEH UC BFICxT 58
e HEIZOW TR, R E Lz a0 ML - HELBE L, 2,400mg/ H % 8% H
BERE L, WAEDIRS ) LEIELT, BEOREIIE U T, #H 3,600mg/ H (2 H & AT HE
THZENHEYTH D &R LT,

L EOHREDHIBNIZ SOWT, HEMEENHLULTOE RN S,

- B IARFEARE AGRER OIFZE DL BIDO Y7 70— T OFEF. REDILN 0 25 T%
DA | 1256k L CTIEAHA] 2,400mg/ B L 0 & AF 3,600mg/ H The#& I E KD UC-DAI A =
TRADENEVMEADBRD 5D Z &, BERRENERGRMICERT L ZEHH0 .,
AT ORENRE L GER S5 2 L IEBERHMHIXMEO G R CHET52 b d
D, BPTNRSS TR AR T b Tlden 2 &, Btk HER TRE
AN EENS . KM EIFFTE S 3,600mg/H A EE HEERET D
LY EB D

- HREORE LB Y . EE HERIX 2,400mg/ B L EE L, IEEMIC TSI LT 3,600mg/
HECHETHIZ L TELIZIRNWEEZD

WL, FMEZBOBRRZE E 2. Lkl %iﬁfkﬁﬁiii&w & . 3,600mg/ H
DI BENAIEZRLTWD Z EnG, (GBS UC (2xF L CididEH &% 3,600mg/H &%
ETHZEDWMY LBEZTZ, L, WEMMIERIC @%Lﬂﬁ\é%ﬁ%ﬁWWbﬁA
2,400mg/H T+ CThoHAEELEmWVWEZ I 6N LD, KBTI U T 2,400mg/ H % 3413
D&, HMUNHERIZEIT D EBMNETHDH EE T,

(2) FRFEDORE - ARIZ 2N T

B, B GRBIIIENERBRcHY . HERIUIMEE TH D72, 1,200mg/ H 123
BEINEE, KO 3600mg/AICHE S NI-BELROONTEHOD, EFRLE L TN
S, 1,200mg/ H & TN 3,600mg/ H DARFRAERFIZ XT3 2 AR VL R2EDRHER SN TV D
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EIEEARNWEB T, LMo T, FNMBEMIERRRICIS W T s ¥ FEEIT 3 LAK
zmm@ﬁ@#y@ﬁ@ﬁénfwé &L BREMEICHBECRE AR IO ONT. BH
B GREOZEMIZ B FFICERTREFRIRDO LN TWARWD &2 E 2. RAIOREMH uC
WZxF9 2 L - HEIX2,400mg/H LE%ET 5 2 &Y TH D &l L7z,

LI EoBEOHNIL, FMER LY IFIhi,

LiED 1) RO (2) OmmalE 2. ¥, AAIOMHE - HEZIEEY UC (2, @,
3,600mg/H (1 H 3[E]) . LUREMM UC IZiX, #%H, 2,400mg/H (1 H 3[F]) ERETHI &
WYL E . £i2, UC BE Ik B A% 3,600mg/H > 8 K A #E 2 5% GRBR T A TIX
R TWDZEnn, [k AE] RO<HE - ARICEET A6 EoEE>ZUTF O
FOICENT 2 LD WHFEEH RO L 2 A, MEEFILEUICKIS Lc/o, Lo ng 7K
L7z,

[HE - HE]

WH. RAICIEAY TV L LT 1 H 2400mg % 3 [ENZA T CTRERDEET DM, iEH)
HIZiE, 1 B 3,600mg % 3 [FIZ/3T CREROEGT 5, 7ok, BEORREIC XV @A E
T 5,

<M - HEICBET 26 EoEE >

+ 1 H 3,600mg %. 8 MM %z CT&G LIZBEOAMER VLM ITHEL L TR0,
BEORELZ OB L, BEE, WEADENVHZIIS L CHERREZEETL 2L
( [ERREHE] OHESR) .

5) /MR :%ﬂ“é BAZIC oW T
%W% BWT, HEZE LIV, MRS L TARFBER SN0 REE L, /)
_ﬁﬁéxﬁ@L@ﬁ%%-%z%@%ﬁé:kﬁ%ibm\&@Eﬁﬁménto%%@
HREENLOEMEMEE X, MR TOBRICET HHEREEMT L L L bl LEEREEE
A TCHRRNIAFN O/ BT DB A METT 2 Lo HEEE ITRE LI 2 A, HiE
Batd 2 ERIE LD, Zhae THALE,

6) HERFEHRREZICTONT
HEEE I, U0, ARIORLGERFBHFEICONT, BHE 0.1%0ORIWERAEZRHET L2 L %
HiJ& LT, 3,000 i 2 AL 9~ 2% fif I plAstall A2 o0 F2ffi & 77 L Tz,
P, BLEIR TR IR 2 T A BRI, RIS U7 ARKI O & O FAEi 7 AT 5 3
BEZFEMTHZENEELNEEZITEBY, ZOENPHEMEENLIFU TORERN T ST,
c FERERBAER D, KBRTTOAY TP UV RENREL 2D I ENBaSh, Z4atk
T 2RERMETH D,
« UC (X, FRARIEROUFEDOHe BT KRIBHEOIEE 22T 5 2 & P EMARHERHCEZ T
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bV RIBHIEOEER ZERKT D 72 DICAA PRI G S D FTREMEDR MW oo,

iz

AF 3,600mg/ H A EHIMHZE G SNTREOZBMITIHZBT IULERDH DL EER D,

BT, RRCO R E A RERCER IR A S AT EEOT 7 () 2RI 5 &0 B
FITRD, HEEH L DR 28 (I 2R Lo BGER R AR mE + () Mg Shzzd
BRIz T/RLT,

<& 28 BIEREHAEHEET () >

B % | REE N s hAEEROEAER CESEOER

RETRIM | 45m (R OBEMmE 52 BELE L T5)

FRESR | 52 BB LOBREES & LT 300 6] GEAITEIERFE 1,500 4])

AEME | BEERE EELRS OBE
BEEE (G, 10, BROGE. SRS (A& - A% . (GRE (BRA. TERS) . A
@rgfwx—@ RN (RPN | HREE ORED) | REOE (HED . REAE. BT
HIE

%Ega  AFIOERRE (1 BREE QERSE -1 RREER | BEHmE)

+ UC OIRRE. SERAKA - SRRE (A7 s FRORES)
- B2t (FEER (BRREEERZED) 0FK
- APE (B & 22RO, SEER, MEORE, NRSHTA)

3. WA FHE

T LN

[

UL EOREORET., #iEIX, ABIOEE - IR K OHIE - %a#%%?@ioukfbt

T, ARLTELIZRWEHEIT 5, 72235, ARANTAEY R SR E AW i kB 5 12 3%
W R R ORI R LB ST, £o, HATE. ﬁ%EEﬁmf%D %%
RIEE v EOEE HEICBT 2 RZEMEOMRALELEZ OND Z LD, FHEABMIZAE -

YTHDHEHWT 5,

BhEE - AR
TEPERIG % (BIEZFRS)

[HiE - HE]
WE. RAIZAYZ YL LT1H 2,400mg % 3 [A} “ifﬁ%@ﬂ&%#éﬁ T B Y]
(2%, 1 H 3,600mg % 3 [l CTREROE ST 5, k., BEOIRE D EET D,

37




