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IAES A S DIZ L TR X0,




8
I. BEICETBIEE -veevreereerreeseesensieesinnnns 1
1. BHEE DRI oo, 1
2. B OIRIRZAIIFFE oo 1
3. BEORBNIZHIRE e 1
4. WIEMEHICBE L TR RN 2
5. AKGRBEMHEL OIS - EH EORIREHE ... 2
6. RMP OBEE ..o 2
M. BERICEIT BIEE evrervrrrerrrmrrrrrrn, 3
1o BRTPA i 3
2 B e 3
3. REERSUITRMER 3
4. FFERET T E e 3
5. b4 (415 XUIARE e, 3
6. HEHA, Bl&. BBE. BEED 3
M. BEIRESIZEET BIEE - rreerreerrrerrrnrrnnina, 4
1. WL SEAOPERT oo 4
2. AR OBFEEM TR T D REME ......... 4
3. A OREGRIRBRIE, EEE e 4
IV. SEIZEET BIEE - oreereeerrrerrermn, 5
Lo BT e 5
2 BUFNDFATL voveveeieeeeeeeeeeeeee e 5
3. UMTHEFRIR DR OFE B e 6
Ay M e 6
5. BATDAHEVED & 2 MDD oo 6
6. RHOEMEEM TICBTDLEME e 6
7. FHBLE R ORI DL TEVE (e 9
8. Al & DR G WE L FRIZE) ... 9
9. TEHIME o 9
10, 2% BEE e 11
11. BRI DB o 11
12, Z DML oo 12
V. BEICETAIER e 13
1. ZHRE TN e 13
2. RESUTN R BIE T DVER e 13
3. HELUHE e, 13
4. AEROMHEICBEET DR e 13
5. BEIREAE oo 13

Rr

VI. ZEHEB(CEAT BIGHE e 16
1. FEHPRICEED 2L G XU LEWEE ... 16
2. FRIBVEF o, 16

VI EENEEICRI T BIEE - orevrrrerrrenrrrnrrrnnnnnnns 18
1. MABREDOHERS (oo, 18
2. BRI/ ST A= i, 20
3. FHEM (Rtalb—3a32) BT .. 20
A WL o 20
5 e A e 21
6 0 AR e 21
T BB e 21
8. NIV AR—=F—IZHT DR e 21
9. BTHEIZLEDFRET (e 21
10. FFEDTE AR T DEE e 21
11, ZOM e, 21

V. ®2t (HRALOXES) ICEISHEE- 22
1. BENEREZOEB e 22
2. BEENREZOBME 22
3. RESUIN RIS DIEE & EOBH ... 22
4. MEXOCHEICEET 1R S ZOHH .. 22
5. HERERNEREZOHB (e 22
6. FFEOERAATHEEICHETLIEE. ... 22
T KHEAEF oo 24
8. BIER oo 24
9. BRMREBREICKIETEE 25
10, EEAE G, 25
11, B EDTER oo, 25
12. ZOMDTER oo 26

IX. 3'5%&;55(:@16@@ ........................... 27
T FEPERBR oo 27
2. FEMERRBR oo 27

X. %Emglﬁlzlﬁj—érﬁg ........................... 28
1o RIS oo 28
2 BEIEATE e 28
3. EEERRETOIFIE oo 28
4. B EOTEB A e, 28
5. BETNTEM e, 28



6. [A—R57 « TFIZIE o 28
7. FEBSHEAFEA B e 28
8. BIEHRIFEAGAEH B R OUKRE B, FAMKELUE
AR H B BRZEBAEFEH B o 28

9. ZhRESUIAE, HEK OHEZ T BNE
DOFEH B EOZEDHR oo 28

10. FEARER. B RARFEA B R ORED
P ettt 29

11, FREAEIIM e, 30
12. FFHIMHIBRIZE T D1E R o 30
13 BT F e 31
14, BRIEASAT EOTER (oo 31
XTI. xﬁk ................................................... 32
T BIUHSTER oo 32
2. TDOMDBE MR oo, 33
XII. §%§*;|, ............................................. 34
1. FERHNETOIRETEIRDL i, 34
2. WM DERAR SR oo 34
X 1III. ﬁﬁ% ................................................... 35

- A - IREESCRR IR U R 21T 0 1I2H

T2 TCDBETEH oo 35

. DD BEEIEEE e 35

g 3 X

WAk RN Z
ue ?ﬁ%ﬁ?tﬂ%% N
ulcerative colitis
DAI %%ﬁ@ﬁ."
disease activity index
AUC 1fi HP R - TRg P R T R
Cmax | fem R
Tmax e 1o I I 8 I IR [
tie EESSREs:
S.D. TR e




I. MEICHT2EE
1. BARROBTE
AKENIA YT DO B GRIN E T HIBBERGR « 7 u—R{IBEAITH 5,

(AT VUbE250mg [ 44 23— ) 1%, REAT AT 7 —~ A&t (RREESRMS T EKRLSH) 2
BFREIR A & U TR AR L, BUS R OB E A E, REMRER, AW RSk 4 FE ki
L. 2008 4 7 H 15 HIZA&GRZ B, 2008 45 11 H 7 HICHGEZ BAA LT, GERRY 0331015 5 (OF
B% 174 3 H 31 A) 12K & KRG

[AYFVU8EB00mg [ 2 A 23— 1%, AT AT 7 —<fath (RREERRG T¥EMRSME) 2
BAEIESL & U CRRB 2l L, B R OB BR IEZ e, ZEtkEsrae Fm L, 201147 H 15 H
(KRR B, 2011 4F 11 A 28 HICIRFE A BRtA L7-, CGER¥E 0331015 5 (k17453 A 31 H)
\ZHED E KGR HFE)

LT OREKROCHEOBEINEZIT 72,

ARFEH B HIER O HE
20094£12 A4 3 H BEERIER, 7 a— IRIcxtd 5/ 0 HER OH &
20104 2 A 15 H RIS RIB R KT DIEE o ]E R O &

20134 1A 8H RIS RIB R KT 5wl oo s R O &

)

ERRFESPIIEDOT D, UTORGAHEREZITo T,

KA A W5t IH Rk 5E4,
20194 7H 10 A AY TV ARNEE 250mg [T /8] | AV T V4 250mg [ 5 A 59—
201947 4 10 H A YTV ARNEE 500mg TR T /8] | AT P 6E 500mg [543 —|

2021 F 4 H 1 H, RATAT7 7y —~HE&E» 6 HELY 7 —~ S RUE IR G AR A S
n, WA oREEE THET /N 6 THETP) ICEE L,
2021 4F 4 A 21 BIZEEMUE S, HE RSN #BltE LT,

2. HROBRFHRHE

(1) AANIAY TV 2 Hy & T 2WPERBR - 70— IRIRHEAICh %,
(TV. 1. BReEXIZR) OEHSM)

(2) ERZRAWER (BEART) & LT, MEEMEE, OFk, DB, iRk, BEEER, x70
—RRERE, BRI T, SRR T, AARRMEE M, Pl IR BERERIERIE MR
IPde. NPHERERET . B, MR, itk R BORSERAZAE (Toxic Epidermal Necrolysis : TEN), [
FERERARIERERE  (Stevens-Johnson JEMERE) , FEAINEBBOEIEGIE D HE Sh TV D,

(Vi 8. ®IfEH) DOIHZM)

3. HR0HAFEMEYE
(1) AT IUIIHRITH LTAREERTZD, T4 ba—T o THEE LTz,
(2) AANZX, =Frtenrua—2Ta—F 4 o7 L=HIRERAITH 5,
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WEIEE AN BT 2 B4,

R A K5 | b IR
RMP b

BNOY A7 MRS E LT |

R ST B

R A 54 > I

RO Lo R BT "

5. RBEHKRURE - FRLOKREER

(1) RB&EH
% L7

(2) FdE - ERLOHIREE
LR

6. RMP D=
L L




I. &£FICEYSHEE
1. R3E4
(1) M4
AW T U8R NEE 250mg THIET. P
AW T T8 EE 500mg THIE T P
(2) ¥4
Mesalazine Sustained-release Tablets
(3) &/FMDHERE
—RA LY

2. —i4
(1) M& (WwAE)
AYZ 0 (JAN)
(2) #4 (WaE)
Mesalazine (JAN)
(3) RT L (stem)
-salazine : ¥V F/UVEEFHE AR OIRIGE R S 153

3. #EAXITRERX
HaN COzH

OH

4. PFARUVSFE
4313 C7H7INOs
= : 153.14

5. {£E4 (MAiE) XEXHE
b4 : 5-Amino-2-hydroxybenzoic acid (IUPAC)

6. 4. A4, BS. E5HS
B4 057 2% U FLEE (5-ASA)



M. A¥MESI<ET3EE
1. MELELENNE

(1) 598 - R
FIE, WK ST AR A ORE S T HE M E DR TH 5.
(2) BfEH

HKITHRD TIRTFIZK K, =& 7 —/L (99.5) ([ZIT & A EET R,
AR R T D,

(3) WiEtE
MG R R L

(4) AR (SRR, K. BER
MUERR L

(5) BIEEMHMEN
MUERR L

(6) HNEREY
AR L

(7) TOMDOERRIEE
MUERR L

2. HHRAOEMEHTIH T EREN
LR L

3. AYVRSOREREERE. EEE
(1) fesdaBRiE
1) RN AT R B I E U
A O EEIRIBIRIC D E RN AT MVERE L, RED AT MV ERLDBBANT ML
2 & &, WHED ALY MVIEE—ERED & 2 AIZRROTREDWIN AR %,
2) FROMRIL AT N VRIE R
BALD U 7 AEEANEIZ L W RBR ATV, RO ALY MV ERBOBRANT NV E T D & &
WH DAY N VIFR O & Z AIZFRBROERE ORI ZBD 5,
(2) E&E
B A
Az L BGIZEN LIBAIL, KB U U AERCTHET 5,



V. RAICEIYSIEE
1. Flg
(1) FRORER

T g ba—T 4 i (IRIREE)

(2) HHADOHER UtER

. AT D U ARHEE AT D ARHEE
. 250mg &L P 500mg [HET P)
S R 128AY D7 4 v ba—T | Wi 12FBAY DT 1 v ba—T
i 4 UBE (RREE) @V TBE (RREE)
o B~ A G
s (t [30)
ol (O D
P\ 7
i — ) | |
M—_’/
HE (mm) 9.2 18.7X 7.2
JEX (mm) 5.0 5.7
B (mg) 380 756.66
t
AKEa—F t30
15
wiEa—F t015 t030

(3) #EAa—F
(Mv. 1.
(4) HH DY

(2) WH OB OPEIR ) DEHSM)

(M. 6. WAIOKFEEN TR 2LEN] DHESM)

(5) ZOftth
LR

2. RAEDOHER

(1) ARRS EERD) OEFBRUTFMNA

Wk 7e4

ATV EE
250mg [ HIET. P

ATV EE
500mg [ H[ET. P

A5

L A% 5> 250mg

e 29752 500mg

AN

TFerue—R A ounsary JrARE RS BlbkTFEY. ATT
VUfge 32 Uh, #V7, B Rafxvy o LElon—R, 7o An
— R, w7 ura—/L 6000, KU ERKFEINLT T L

(2) BRESORE
MY ER e L

(3) #BE
MR L



3. RTBRACHMRRUVEER
Y L

4. A
LR

5. BAY HEHEIED H SR

MR L
6. RADBERUTICTEITEIRERE"Y
(1) HmdEzEER
OAYT VU REEE 260mg THET. P EERER  [PTP+ 7LV 48 (A1) ]
ARERTH H =RV TRTE I
<HiHE > &5 BRAAIF 25 H 4 % H 6 %A
PR M8KQ1
<HE~YEAGO R 1/2 FIF | MSKQ2 Biay WA E E
AV DT 4 v a—F 4 7> | MBKQ3
. <3 M, 10~40%> | M8KQ1 | 22.1~ 35.1 25.2~ 34.9 26.4~ 38.6 25.1~ 36.5
“ii;i <6 Wi, 30~60%> | MS8KQ2 | 42.3~ 60.0 47.4~ 59.8 46.2~ 58.6 47.3~ 59.9
<24 R, 80%LL > | MBKQ3 |  92.5~106.0 94.5~105.7 93.5~104.3 93.8~106.9
o (oo M8KQ1
A 06 Tin=s M8KQ2 | 101.8+0.9%2 103.2+1.0%2 101.9+0.8%2 102.0+0.8%2
<95.0~105.0% >
M8KQ3
X1 RAEIHT2EEE (%) X2 EHE AR RER A (SD)
OAY T U URMEE 500mg [HIET. P MERER  [PTP+ 7L 48 (RERAI4) ]
RERTE H TRTE I
<HFE > Bl iR 6 » H
E27N
<HE~EEAGOME 1/2 FIFAD D7 4 i WA
VT —T 4 VT EE>
HeRd sk
(BESUG, TLERERG. 1 WA
SRS ATRIRI A~ Y kL)
BUFN ) — . .
<15.0% %8 2 72\ > e e
. <3 Wi, 10~40%> 13~33 19~30
FE
%) <6 K, 30~60% > 36~52 38~56
<24 R, 80%LA k> 81~98 82~96
=& 0 = 103.2+0.2%2 103.1+0.3%2
<95.0~105.0% >

W1 RFRICHT DA% (%)

K2 A AEYERE (SD)




(2) EEOZEN

OAY T U UARMEE 260mg THIET. P 0% 25°C - 75%RH [, B jik]
REBRTE H =IO BRI
< Bk > & B AR IR 2 3 [
e e O B S BB
<RE~TRERREOTE 12 B MBKQ2 Syl : B Syl : B
AOVDT 4V ba—F 4 TEE>
. <3 R, 10~40%> 30.4~ 38.7 35.6~38.5
{ijuj)@ <6 R, 30~60%> | M8KQ2 49.8~ 55.1 56.3~59.6
& <24 i, 80%LL > 95.4~100.8 90.3~99.9
BArE (%) MS8KQ2 100 100.5
ORAY T VU REEE 260mg THET. P 5%l 25°C - 7T6%RH  [HEL, KU A7
RERTE H =IO BRI
< Bk > & B AR IR 2 3 [
PR
, . S A S8 At
<RE~TRERREONE 12 B MBKQ2 Syl : B Syl : B
AVDT 4V ba—F 4 TEE>
. <3 R, 10~40%> 30.4~ 38.7 32.8~36.6
{ii)@ <6 R, 30~60%> | M8KQ2 49.8~ 55.1 52.2~58.1
<24 i, 80%LL > 95.4~100.8 89.5~98.3
BArE (%) MS8KQ2 100 100.5
(3) MmaldBRAEDZ ENE
OAY T VU REE 260mg THE T P) A 40°C L, KUERR]
REBRTE H =IO BRI
<A > &5 B I 3 7 A
AR e e
<Be~vnmorE v s | mekqr | 0T IRERARD e
ANODT 4N Dba—F v TEE>
o <3 ], 10~40% > 28.7~ 35.1 28.9~ 37.4
{ﬁ(i)& <6 Wi, 30~60%> | MS8KQ1 50.8~ 60.0 49.1~ 59.6
<24 R, 80%LL F> 93.9~106.0 96.2~102.9
BAEE (%) MSKQ1 100 100.2
(55 wE (kg M8KQ1 15 LUk 15 LUk
OAY T U mHiEE 250mg [HET. P @it 25°C - 75%RH LG, B k]
ARERTH H =RV BRI
<HiKg > e B AR IR 3n A
PER £ ||
<Bre~vengoKE v s | mekqr | (N IR IR e
ANODT 4 VAT —F 4 v TEE>
e <3 W, 10~40% > 28.7~ 35.1 30.1~ 36.7
{ijuj)@ <6 R, 30~60%> | M8KQ1 50.8~ 60.0 49.0~ 58.7
& <24 i, 80%LL > 93.9~106.0 95.2~102.0
BArg (%) MSKQ1 100 101.5
(25l WE (kg) M8KQ1 15 YLk 11.8




OAY T U UREE 250mg THIET. P a2 gt [V v — LB
ARERTH H =RV IR i
<JHE > F5 B AR 60 /5 Lx-hr
AR g g
< B~ W 00 U2 HIf | MSKQL Ef;’ff; e 'Jj%/]\;,f? Ef;’ff; e 'Jj%/]\;,f?
AOVDT 4V ba—T L TEE>
. <3 ], 10~40% > 28.7~ 35.1 30.7~ 35.4
{iif <6 I, 30~60%> | MS8KQ1 50.8~ 60.0 49.4~ 56.1
<24 Wi, 80%LL > 93.9~106.0 96.7~102.7
BArE (%) MSKQ1 100 100.6
(zEE) wE (kg) M8KQ1 15 LIk 15 LIk
OAY T U UmiEE500mg THET. P) Ma2E 40°C Y, BRG]
HERIE H BRI
<K > B AR IR 3 » A
E27N

<BEB~EEABROME 1/2 FIHAY O 7 4
N baA—T 4 v THE>

O E 1/2 EREA YD D
T4V a—T 4 VT EE

HEOWHE 1/2 FREA D D
T4V a—T 4 VT EE

. <3 W¥l#, 10~40% > 13~25 12~24
1§§W£ <6 i, 30~60%> 37~48 38~48
) <24 BfH. 80%LAh k> 87~94 89~95
BAFE (%) 100 100.2
(5 #E (kg) 35.7 33.0
OAY TV UREE 500mg THET P) MadE 25°C - 75%RH O, BAjK]

BRI H PRAFIYITH

< Hikg > B A IRE 3»H
PEIR

<HB~EEAGOME 1/2 FBAY O 4
VT —T 4 TEE>

B E 1/2 A YD O
T AN —TF ¢ L ITEE

MO A 1/2 ERA D D

T AN —TF ¢ LV ITEE

‘ <3 B, 10~40%> 13~25 29~37
B
%) <6 K], 30~60% > 37~48 47~57
<24 5, 80%LL > 87~94 84~95
BArE (%) 100 100.1
(&5MH) wE (kg) 35.7 20.8
OAY T U UREES500mg THIET. P) EEE Bk [T v — LB
HERIE H IR i
<HFE > B 4G I 60 75 Lx-hr
E27N

<BEB~EEABROME 1/2 FHAY O 7 4
VT —T 4 TEE>

B A 1/2 A YD O
T AT —T 4 U TEE

MO A 1/2 ERA D D

T AT —T 4 U TEE

. <3 HFf. 10~40% > 13~25 26~30
e S

%) <6 K], 30~60% > 37~48 47~52

<24 R, 80%LL > 87~94 87~92

g (%) 100 99.5

(2EM) wE (k) 35.7 32.7




7. RRERVBREROREN
L

8. fFlENEELIL (MELEFMEIL)
Y L

9. Bt

(1) BHRE
AT VR EEE 250mg [HET P) MOVA YT VU 4REEE 500mg THET P OFBMHMIX, AR
SR IR b HUS IS LTV 2 L AR S N TN,
GRERIZ IR R ES 2 18 900mL Z vy, /S RLVEIC L D, 50rpm CTRERZ1T 9 ,)

B HBLRS
B ] W
3 IF[H] 10~40%
6 ] 30~60%
24 F§[H] 80%L4 |

(2) BHAR
< ATV U NkEE 260mg THET. P) >2
HIEEAR L DR SRR T A BT A OB IEIZOWT CERL 18 4£ 11 H 24 A KA
HIHH 1124004 5)

BRI
HE - AARKRT EHREBRE N PVE RN Ty ME
(Bl H N OB

XKV 50rpm (pH1.2, pH5.0. pH6.8. 7k, pH6.8 (AR U Y /L<— |k 80 %))
100rpm (pH6.8), 200rpm (pH6.8)

[Fl#Z/ N2 57w hE : 100rpm (pH6.8) . 200rpm (pH6.8)
[CHE]
- pH1.2 (50rpm. /¥ R/Lik) Tid, EAERIFID 120 4523817 2 RO 1/2 OFEHEH R A5
FRER LN 120 F312380N Ty AR O SRR H SR (AR HE R O SRR PA HISR = 12% D FPR I 72 o 72,
F7o. 2 B OMIT 46 L ETIZ R0 o 72,
- pH5.0 (50rpm, /N F/L{E) Tid, FEHERF O FHEE D 30%. 50%. 80% (1T d 3 FFAIZIs 0
T AR DRI R AR HE R D SRS R £ 15% O#EIFHIC & > 72,
- pH6.8 (50rpm, /N R/L{E) Tid, FEHERF O FHE D 30%. 50%. 80%fIUrd 3 FFAIZIs U
T AL DR R I TAEE R 0 SR ER 3R = 15% O HEFHIZ & > 72,
- /K (50rpm, /N RF/Lik) Tid, EHERIFID 1440 S50 B 1T 2 EHIEHERD 1/2 OFHEHREZ R
RE AU OY 1440 431238\ TL AL OO LV H SR I AT HE LA 00 SER VA HI SR = 12% O #HIZ 8 o 72,
-pH6.8 (KU Y )b— |k 80 ifsh) (50rpm, /< K/LE) CTlk, HEAERIF O EHEDN 30%., 50%.
80% T D 3 W RUZISUNT, AR5 O F-HJPE HH 3R A HE LA O S EA R £ 15% OFHIC H - 72,
- pH6.8 (100rpm, /X R/LiE) Tlk, BEERAIOSEEEELERD 30%, 50%. 80%fHird 3 Kffllis
T, AR ORIV H SR IR E R O SRR SR 1 15% OFIPAIC B o 72,
- pH6.8 (200rpm. /X R/LiE) Tk, BEERAIOSEEE D 30%. 50%. 80%fHird 3 Kemllis
T, AR DR R TR VE R O SR R+ 15% D #IFHIC & - 7o,
- pH6.8 (100rpm, [EIHE/NZ 7w ME) Tik, BEERAOFEE LD 30%., 50%. 80% Lo 3
IREAUZ ISV T, A D SR Y SR AR HE R D S AP = = 15% DRI & - 72,
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- pH6.8 (200rpm. [EHA/NZ Sy ME) Tl EERFIOFELEEHED 30%. 50%, 80%ffird 3
IRERUZ BN T, AL O SRR SR IR ME LA O P = = 16% D HIPHIZ 72 o 7o, 12 BEL OIS
42 EThoT,

PLE, RSO ZEE) 2 Y RIE] (20 2 P88 250mg) & Hhik L72fE %, pH1.2 (50rpm. /N F/LiE)
R FRTRTCORBIFIZHBE T HBIEEIKLOE R LSRRI A T4 2] OHEREREIC
wWE LT,

(Vs b )
BEHE (%) pH1.2 (/% FJLi#E 50rpm) BEHE (%) pH5.0 (/% FJLi% 50rpm)
100 100
a0 | —— S ‘/ﬁ%ﬁﬁtﬁQSOmg rEI EIPJ 50 | —_— A5 V?ﬁﬁﬁﬁ%omg TE I-EIF“Jﬂ - A
- - ’\"./Q*'L_%EQSOmg -t - ’\”‘/QﬁﬁQEOmg N
60
a0 |
20
0o : : : Lo
0 30 60 90 120 0 240 480 720 960 1220 1320
tEfEl (4) tEfEl (4)
BHE (%) pH6.8 (/% FJLi% 50rpm) BHE (%) A (4 FILIE 50rpm)
100 L . 100 -
o | TS oY ERERsm THELP b | ——#75Y UikEi50mg [BETP)
= & = U RYER250mg = & = "R F§250mg
60 60 -
40 40 -
20 20
0 1 1 1 L 0 L' 1 1 1 L L
0 240 480 720 960 0 240 480 720 960 1200 1440
B (53] B (53]
BHE (%) pH6.8 (/% FJLiE 50rpm) BHE (%) pHB.8 (/% FILiE 100rpm)
100 r AU lei— 80, 1.0%(WIV)ARID ||100
80 80
60 | 60
40 ¢ —e— A SU RmEsomg || 40 T —e— 4 5 U RIER250mg
20 rEEIP) 20 rBEIP
- & = % §E250mg - & = R EE250mg
0 1 L L 1 1 1 L 0 1 L 1 1 L
0 120 240 360 480 600 720 840 0 120 240 360 480 600
el (45) el (45)
BEHE (%) pHE.8 (/% FJLiE 200rpm) EtHE (%) pHE.8 (@MiEz/i 277 » ~iE  100rpm)
100 100
80 80
60 | 60
a0 | 40 | »
20 | —e— At 5 L RIMET250mg THETIP) 20 —e— T 5V RIEE250mg THETP)
o = & = "R §250mg . ‘ 0 | = A = LR Y E250mg ‘ ‘
0 120 240 360 480 600 0 120 240 360 480 600 720
el (45) el (45)
BHHE (%) pHE.8 (E#R/1R7 w kiF 200rpm)
100
80
60 |
a0 |
20 K —e— X 5 iR HER250mg [BETP)
0  mt - ’\"/Qlﬁﬁ%[)njg ‘ ‘
0 120 240 360 480 600 720
el (49)

(n=12)
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(2) SEMNRLIBOBEREHOEMFEVRFHERER
<AV T VU EE 500mg [HET. P >
ATV U AREE 500mg [HET P 1% (5 &M 580 BERRA O LY PR RSEHRBR T A R
A2 CERL 184 11 A 24 H HARERE 1124004 5) ] ([HESE . A4 T2 U4 0bE 250mg H
ELP) ZAEuERA L Lc b & WHEHNE L, EWFICHEE LA Sz,
BRI
R AR BRHERBRE SRk
[AlEA% K OB IE © 50rpm  (pH6.8)
CHIE]
- pH6.8 (50rpm) Tli, FEAERIFIOFEPRHFED 30%,. 50% K% TN 80% i & 725 3 FEAIZEW T,
AR O SR =R TR E A O SR R £ 10% D FEFRIZ & > 72,
F 7 R IR RIS BT D AR O 2 OFEHRIX, RO AR 12%OHPHZ B2 5 b DI
o,

Pl b, REOFEHZE) 2 EUERIA] (X YT O 45RikEE 250mg [HET P)) &L L7zfER, [GE&RN
B2 B8 0 EREH O LW EHRZEMNERBR T A T4 ) OHEREIES L2 b, AWEn
R & A7 STz,

(A H bR
EHE (%) pHB.8 (/% FJL;E 50rpm)
100 |
80 |
60

40 —— T S R I$I500mg

THEIPI
20 - & = ATV AREE250mg
0 . TBETP]
0 240 480 720 960

M (53

(n=12)

10. B - A%
(1) FRMNMRELGER - BF. NEI’RKRLER - AEICEHATLHER
Y L
(2) A%
<AV TV UREEE 2560mg THET. P >
100 #& [10 $EX 10 ; PTP : #1AI A Y ]
<AV TV URNEEE 500mg THE T P >
100 $& [10 $£X 10 ; PTP : #zHIA Y ]
(3) FPlEEE
Y LR
(4) BROME
PTP : RU M k=L T 4L A, T =0 LHE
tae—: TNAI=gL RV ZF LT IFR— T LA

11



1.

12,

ARSI NS EME
BRI

ZF itk
BFARANA
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V. ARICEYSEE

1.

3.

MEER [T FR
EGIERER (EREZRLS), 7 o—9

. DREREIMHRICEHET HER

RE STV

AERURAE

(1) AERUVAEDHESR

CEBIEXRIE2)

WE, RAIEAYZ YL LT 1 H 1,500mg % 3 B2 CTRER D& G958, mAHcIX,
VENEUTLIH 1IEOREL T ZENTED, b, Fln, JERICK D EEHEBT 22, 1A
2,250mg # LR &35, 72720, IEEICIE, HEIZE U T 1 H 4,000mg % 2 [FIZ53 0 TG
HZEMWTED,

WE, NRIZIE AT U E L T1 H 30~60mg/kg % 3 [FIZ0 CTREROERLGT 5, 72, F
i, SERICE VEEIEET 523, 1 H 2,250mg & FRET 5,

(U a—ym

WH. RAIZIZAYZ YL LT 1 H 1,500mg~3,000mg % 3 [EZ51 TRERNKEST5H, 7
B, FE#, ERICE Y EEEET D,

W, NRIZIEAY TP LT 1 H 40~60mg/kg % 3 [HIC0F CRBROKET D, 2B, F
i, ERIC L 0 EEERET S,

(2) AERVARDHERE - 175

5.
(1

B R L

. RERUVAEICEEY 53R

7T.RZBRUVAERICEET 3R

7.11 H 4,000mg ~DO¥E R T, FRRE MR CHREREOWEBEMERIBREH (BB AR 1L T
ToXo2EE T L, [17.1.2 ]

7.2 1 H 4,000mg %, 8 HMZMEZ THEE LIZBEOAMEITMN L T ianizh, BEDRIEL 45
BEIL, BSRE 1 H 4,000mg O 5 ZfkE L2 &,

7.3 KF % AV T VU ERFISATAA L O 25581213, AP Z7 V0 & LToRkGEEN T 5
ZEEEEL, RO UIBHEDK T L0 5 B ONS @l E &~ O£ 5B Ukl s &
THRE, +HICERET DI L, SFARFCEE RO G NHEEITIE, BRI IR 52 F 05Y)
RAVEEITH Z &, [9.2.2, 9.3.2, 9.8 BH]

BEER AR AR
) BERT—5 /8y r—
DR L

(2) ERERFEHER

EEER L

(3) AERGRRER

M E R L

13




(4) BIEMEER
1) AREREERER

U ERR L

17.1.2 ERENHEAELERER (1 B 4,000mg 5 & 2,250mg &5 & DLLE)
FHRR AR CHRESE (UC-DAL A2 7#6 DL L 8 LUF) OIEEMERGREE (EHKRAZERLS) 123
Blaxtgel LT, ATV U HiksEx 1 B 30 2,250mg XIx 1 B 2 [A] 4,000mg % 8 MM ER 5
L. UC-DAI 227 OBEEIZOWT 1 H 4,000mg 50 1 H 2,250mg #5163 2 BB 4 1
ALY D MRS L EE BRI TR LGB & i L=, T OfER., UC-DAI A 27 O 5Hi#% Dk
EEICBWT, 1 H 4,000mg #% 50 1 B 2,250mg #5125 2 EEMENRAES i (3 2),
BIVEF S B 1T 2,250mg % 5-FE T 25.4% (16/63 ). 4,000mg #5-8T 21.7% (13/60 f5l) T
bolz, EREWEAIL, 2,250mg & 5H TIXRFB-NTEFALD ZLatI=F—t (NAG)
A 6.6% (4/61 f5) . 4,000mg ¥ 5-EE TILIR T NAG H440 10.0% (6/60 ) | i £V L 2 BN 5.0%

(3/60 B)) TH-o71=9, [7.1 BH]
#oPREREL, MR, NRSTRRAIC X 2R, EAC X2 SRR O AT H 2 0~3 O 4 BLRE
TRaATMF L, GitLizxar (0~12),

# 2 MEHEGEERICIIT 5 UC-DAI X 27 OBEHE

. Y B 5-Hit D
o &5 5 8tk F G-t D o A
IR Feibit-
Bihk B #8 S H IR g8 e fl#s ——
2,250mg -0.8
7.0+0.8 6.1+3.6 .
(n=59) # [-1.8~0.1] -2.2%
4,000mg -3.0 [-3.4~-1.0]
7.0+0.8 4.0+2.9
(n=59) #2 [-3.8~-2.3]

#1: ¥hHHEIZ 1A 3 EEE #2 : HeHH5EIZ 1 A 2 ML
#3 : EHEHEUEEZE #4  SEfE. [95%[EHE X ]
% tfE P<0.001

17.1.3 ENFENHERAZERSRR 1B 1EKR5E 183 EFELOHE)
FIRHNEEE R R B 301 Bl ktge e LTAH T VU @RigsEE 1 B 118 (1 Bl 1,500mg X%
2,250mg) Xi% 1 H 3 1A (18] 500mg XIE 750mg) % 52 BMNKER G L, EfEHFFRIZoO\WT 1
A 1EES0 18 3EESIxT 5LV MREET D MEAE A b 55 Bl 178 [ sl 4 920 L
Teo ZDfEHE, UC-DAI 2 =7 Talfili L 72 BAERFRICEBWT, 1 B 1 EEREGD 1 A 3 B 5I%f
T HIEBMER RIS T (3 3),
BITERZEBAEE X 1 B 1 m%5EEC 5.9% (9/15241), 1 H 3 [[&5EET 4.0% (6/149 f5l) TH -

7= 9,
=3 EMRMEREER
. " FMRMERE LT F R MERr R .
3= (%) #3
B GRE HEERE L ———— (%) # FEMZE (%)
1A 1[H 141 112 79.4 7.8
1H3ME 141 101 71.6 [-2.2~17.8]

#1 ;%5 52 W% UL IERFE TITHBA L 720> - T 9B B 4K
#2 : FARMERFR (%) = (FMEHER: L7 BB %0 X100
#3: 1 H 1[G —1 B 3 M58 [95%EEXM]. ELME~—T 0 0 -10%
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2) R&EHUHEB
MR L
(5) BF - WBAFR
MR L
(6) ammER
MR L
1) EARERE (—REARKRE. HEMARKRE. CARKLRAE). RiEk
—RARE. REFRFTREBRAROAR
A v 240
2) RBEHLELTEBEFEOANBRIERE L-AE - AROBME
% L7
(7) 2ot
17.1.1 EREEFEBEZ S OMKER
[N O SR T o S 7 B BB LGRS TR T, AT U U IRIEE DR R
HIE STz 189 BIORERKE ROMEIIEL 1 D LB TH D 01,

m

BT — 5~

<

K1 RARRBRRR

& 5. &# FRESRED) oDt R
¥R AT — ¥ 5141 [

(mg/H) SR AR
R 70.3%
TEE 750~2,250 4 18/ )0
S A 2 p T
A 750~2,250 12 % A SN

(34/37)
‘ 4 FERLLE Y 54.8%
I 1,500~3,000 i °

A 12 3 [i] (17/31)
S+ 90.0%
A4 1,500~3,000 12 A Gk ’

(9/10)

#:®&EHETL A 3RS

EEMERIGR IR LTI, “EHEHERBRELEERBRICBW T A Y7 DU RBEEDH AENRED b
77

15



VI. ENEEICEET SHEE
1. EEZMICEEHSLEYMNITILEVE
YIS ANVT YV UED 5T R YU FILEE (5-ASA) HLF|
HE : O H 5 EWDOREE - ZIRFIL. BEHORMCEEZSRT L L,

2. XEER
(1) {EFAEREL - fEFRRF
18.1 ERABF
AV T O OERERBE & U CRIEMERIE O i SN HIEMEIRFE 2R L, RIEOHERE & ik
DOEEZMGEIT L L, KrA a2 b By (LTBy) OAEARZIG L, JAEMA I OFH Rk~
DRMEZIHIT D Z L BEZ LD 12,
18.2 EtEBERICH T 516
In vitro |28\ T 7 U —7 U7y (DPPHL) &EJclEH, ML KR EIEM ., IR A 4 1
EVER. @R CIREIHER (in vitro. in vivo) WE Hiviz 19,
18.3 LTB, =¥ B /EM
Z v MFHERTO LTBs EE k2 MH L= (in vitro) 12,
(2) EWEREMITZHBRE
18.4 BIETILICH T ZEFMHHR
18.4.1 BEMXKEAZELETIL
(1) 7 v MNEEEFHRETT VBV TA YT VR 50, 100mg/kg D% 1 # 5 CH & 7o E i 2h
HNERD BTz 13,
(2) VYLD T 7= FERETNVCBNTAY T P8k 150mg/kg O N %5 CTH B 7
FEIHIN R B AL 19,
18.4.2 Y O—VRBUETIL
7 v F TINB#HREET VBV T A YT ¥ U8R 50mg/kg D% 1% 5 CH B e B EMHIh R 2558
vl 13,
18.5 £WFEMRFEHER
18.5.1 EERMXEKIZHT HHHIE
AV T UHEE 250mg [HET P &0 Z$§E 250mg &, FERICE D KIBREFR I
P, BEERALEMS H2G 1 H 105 HIAR N 10 HRE., @k n#& 5 Lz, BEEELE 5 H B RO
10 H BICEBEA 2 L, BERIESORE S OG22 %% (mm) & LTHIE L, Tukey
DL EILERE & TR R HIENT OAEBE . RFIRBEL ek U Cli 3G G EMsIER 277 Lz,
Fo. MAOINHREZETRD T, WAIO ALY FRI RIS TR S 19,
U Y X EBROFERR TR KR E T TR 2 I8 & E s EH

v

5 HH RS EE 10 A B oEEE
& Bl | W) AR ZE | AN | ) SRR ZE | AR
(mm) (%) (mm) (%)
popiiskic - 8 40.1+9.2 — 37.9+9.3 —
7RI EE
AV I 250mg X2 §| 8 26.8+8.0* 33.2 21.0+6.4** 44.6
250mg! H[ET. P)
AU EE 250mg | 250mg X 2 BE| 8 927.1+8.2* 32.4 921.2+6.4** 44.1

* 1 p<0.05 vs.xf HRE (Tukey % H HLIHRE)
0 p<0.01 vsoxtHREE (Tukey 25 H HEBUR )
AV T D URMEE 250mg THET P #858E L~ %V BE 250mg B G RERIORIE : AEZERL
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50.0 sHA 500 108 H

40.0 N . 400 r
E 30.0 ‘{ I E 300 |
x . l T
ﬁfm 20.0 ﬁ;n 200 r
g e

10.0 10.0

00 0.0
T aR R AR TN N /Y ER250mg ERpit AYSUUERE S 2Y§E250mg
250mgl HE I P) 250mgl HE IP)J

U W R EBRAINERLRE R KM A€ T VST D IR G EMEIER (% =R HERZE, n=8)

*: p<0.05 vs. X FRAEE (Tukey 2 HE LR E)
** : p<0.01 vs. 5t fEE (Tukey £ B LR &)
AT DR KEE 250mg [ HIE T P) #£58E & ~= 0 % V5 250mg $ 5-REROME - BEER L

(3) {EFISETU - HHEER
KR L
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VI. EMEIRICEII HEE
1. MPREOHTR
(1) ABRELAMLGOLPRE
MR L
(2) BRERHBRCHERESA-ObRE
16.1.1 AYSOUBRBRRUVUA SO VREQOERRORS

fRERER A A Z P & LT 1,000mg (A B 7 ¥ U JikEE 250mg 4 §E) T A Y7 22 K 1,000mg
HEERFICHEROKR G L L&, EYEERT A =X IR 1DLEBY Thoiz 16,

£1 AT VURBEESUIAY T VU FEE 1,000mg 2 2 HERFIC
HERE NG L7o & & OREAMAROIKYEIE ST A — 4

AY T VAR EEE (n=5)
1,448.6+586.4

AT UFEE (n=5)

Crax (ng/mL)

20,733.7+2,744
Tmax (hr) 2.3+0.5 0.8+0.1
Tiz (hr) 6.4+0.7 45+0.4
P+ AR R

16.1.2 A 55T U#&MEE1H1,000mg, 1 H3H7 BREREROAHE
TEEERR I A YT L LT 1,000mg (A YT 4R bE 250mg 4 88) 4 1 H 3[E., 7 ARKER

OG5 Lz E &METOREBIELOCREM THD N-TEFARAY T (TEFIVE) EBETL
HIZ 4 AUMNIZEFIREBIZEL, ANSEHBEAITRO N7 17,

16.1.3 A Y ST URHEE 1E2,000mg. 1 H2[E 6 BRRERORSE

TEEERR I A YT L LT 2,000mg (AY T V4R bE 250mg 888) 4 1 H 2[E, 6 ARKER
A#E L7z EOEYBIERT A —HITIR2DLEEY ThHo7T- 19,

F2 AYTVURKEE 1A 2,000mg Z 1 H 2[5 6 HI#
FOERE A5 LT & S OFRY BT A -4

REARIE 7 F IR
T 78 REHA 1 HE (n=6) 6 HH (n=6) 1 HE (n=6) 6 HH (n=6)
Chnax 7,189.5 7,242.0 7,676.0 7,385.3
(ng/mL) +5,093.1 +3,334.5 +4,671.4 +3,142.5
Tmax (hr) 2.8+0.8 3.0+0.9 3.0£0.9 2.84+0.8
Tiz (hr) 6.01+3.8 5.3+t1.4 7.9+2.7 5.8+1.4
AUC 23,065.7 30,563.7 44,063.7 56,552.5
(ng*hr/mL) +12,961.4% +10,722.4#2 +18,400.0% +14,999.3%2
P E + R R A

#1 : AUCo-24 #2 : AUCo-72

16.1.4 £YPFHNFF1EHER

AT Ui 250mg [HIET P L~3u &5 250mg %, 27 7 AA—"A—JEi L 0 Zh2h 4

Bg (AHT 2L LT 1,000mg) EHERLA S FITHE R L ORI BRI O G- LTl oR 2 ik
REZWEL, FoNEpEE T A —% (AUC, Cmax) (22T 90%[FHH XA THEGH#T
2T TofER, log (0.80) ~log (1.25) DOHPHNTH Y . WO LY ZERIFENEDHERE S 7z 19,
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K3 HEMERE AT A -5 (HERR)

HIE/NT A—H BEINT A —H
AUC: Cmax Tmax tie
(ng-hr/mL) (ng/mL) (hr) (hr)
AV T NEE 250mg THE T P) | 3822.2+1484.3 | 1106.1+626.5 | 3.1+1.0 |3.48+3.12
R BE 250mg 4085.0+=1777.5 | 1132.3+732.2 2.6+t1.4 |5.32+t4.02
(4 585, Mean=*S.D., n=30)
1800
~ 1500 ¢ : = 3 iy S
> - o I AB TV UEFEREE250mg[BEIP]
< 1200 | ° -’\.J'S'ijﬁﬁﬂmg
= - 455, MeanLS.D., n=30
900 t
& 600
B 300
0 <
0 4 8 12 16 20 24
B 5O (hr)
1 MAEREREHER (ER)
4 EYERENT A —F (R1k)
HIENT A—H BEINT A —H
AUC: Cmax Tmax tie
(ng-hr/mL) (ng/mL) (hr) (hr)
AV TV UHREEE 250mg THETL P 3213.5+2348.2 | 1092.61053.3 | 3.6+1.2 |2.41%+3.43
U BE 250mg 3085.6+-1810.4 | 1012.2*-863.6 40*+1.2 |1.87%£1.61
(4 $8¥% 5., Mean=*S.D.. n=30)
1800 r
__ 1500 | e e s I
- 0 I AT S I URMEE250mg[HETP)
E 1200 - ® [ ANUYHEE250mg
£ ) 457185, Mean+S.D., n=30
900 t
H N
= 600
= 300 ¢
0 O
0 4 8 12 16 20 24

5RO (hr)
B2 MR IR E RS (%)

MAEFPEEN ONT AUC, Cmax FFD/3T7 A — 23, BB OFIR, (RIROERIEEL - RS D
BRI K> TRAR D ATEMENR D D,
19



(8) il
B R L
(4) BS - ftAEORE
(Tvir. 7. #HAAEH) OESH)

2. EYEERB/INTA—S
(1) fBAE
MR L
(2) BUIEEEH
MR L
(3) HEEETEH 9
R AR 5 -1 BT e -

B AT Al 250mg [AIETP) 44
wE5&E o
(45 2> & LT 1000mg)
HeaRROs BHEEOBRE
Kel (Ihr) - -
0.371+0.276 0.528+0.275

CPEEREAERZE, n=30)

(4) YVF7I3VR
MR L

(5) HHAK
BMEE L

(6) Tt
BMEE L

3. B&H (REaL—>av) #H
(1) fBRAE

B R L

(2) NS A—RZEHER
MR L

4. R

16.2.1 BEOXE

BEEERAICAY TP L LT 1,000mg (A YT 2V 450KEE 250mg 4 §8) #BHHEEIRO#KL Lz
& & ZEERFCIEASRE R O T 2 T AR Mg i EEHER AME T3 B &2 s L72as, #5144
96 Wffl £ TORT K OFE P ~OPEM I 2L Do 72 16,
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5. 9%

(1) Ii&-kxESFE@EE
MUERR L

(2) miE-RAEEIFEBYE
(IVIl. 6. (5) ki) DOIEZSM)

(3) Eit~DBiTit
(TVIl. 6. (6) #ZFhw) DOESH)

(4) HE~NOBITHE
MUERR L

(5) ZofhoiBB~DRITHE
MG R R L

(6) MFEEAKEAE
MUERR L

6. fti

(1) REEAIR R BER
AV T ONIEBFNIHAAT D N T TNV T AT 2T —BIZX o> TEKRNTT EF/RICREH &
nb 20,

(2) R#ICEET 5K (CYPHE) OHRFE. F5FE
REER e L

(3) PEEBEHNROFERVZOEE
BRI L

(4) REVMOFEOHREVESEL, FELE
AVTODERBITH LT EF KT T v FHERFFERIGRET VIS L TEZ RS (n
vivo) . 7 U —7 VAVETTEN, RSB BRI SRR A A T REH, i LR Bl
TER R OAR =3 —=FFH o FIHEERITRED bhiehoiz 12,

7. Bt
TEFER NI A Z 2 L LT 1,000mg (AU T 2R EE 260mg 4 88) 2 BHHEROKLG L&
. 96 R O R PEMERIT, 28.4% (T EFAARL LT 27.7%) THY . #EFHHIERIL 50.0% (7
TF AL LT 23.5%) Th-orlz19,
EFER NI A Z 2 & LT 2,000mg (AW T 24 isE 2560mg 8 #E) % 1 H 2\, 6 HMKER
A%G Lol &, ok 51% 72 R & TORRERPHRIERIL 34.9% (T EF kL LT25.8%) T
HoT- 18,

8. FSVARR—A—IZHT S1EH
MR L

0. BHFI-LIREE
DR L

10. BENDERZETH8F
BRI L
1. Z0Oith
AT UBEE 500mg [HET P) 1%, AV 7 VU4 0HeE 2560meg THET P) A FEuEREF L Lz
Ex . WHEENAFESE LHE SN, AR L A ST 2,
21



VI. £t (EAELOZXESF) CEYHEE

1.

4.

5.

6.

EENBLEFTOER
BEEIN TR

. ERABLEDER

2EE (ROBHEICFBELEWLNIE)

21 EERBEEOL HEH [9.2.1 2]

2.2 EERFEEOH L BHE [9.3.1 ]

2.3 KHIDRS 5 LIBBUEDBEEED & 5 B (8.1 ]

24 VY FURT AT NV UIY Y FOVRBEEIC KT 2 BHUE OB DO & 5 B#F [ZX T Lr¥—
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B [8.3 ]
11.1.5 FF# (0.1%A0) ™, FAEEEREE (HEE U], BE (0.1%A40) v

iFg¢. AST, ALT, v-GTP @ EF%5%0E 5 IFHRERE S, SMERH bbb 2 L5, [8.4 ]
11.1.6 BE# (0.1%A0H) *

[8.5 &MH]
11.1.7 hEMRFIEFEMAE (Toxic Epidermal Necrolysis : TEN) (HEEARE) ., R EREARE %
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AFNCHB T HEH EOFEOHOFTHE E A —A T 7 L3RR 5,
(IVIl. 6. FsEOEFAEBHTHEEICEHTHEE] OHEEH)

Drug Name Category
F—A N7 VT OLFE mesalazine C
(2023 4 6 H )
2% . O

A=A NZ U7 D545 (An Australian categorization of risk of drug use in pregnancy)
Category C :

Drugs which, owing to their pharmacological effects, have caused or may be suspected of
causing, harmful effects on the human fetus or neonate without causing malformations.

These effects may be reversible. Accompanying texts should be consulted for further details.
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AFNIIRMERATH Y . AR DRI 20 &2 L TV E T,
a7 9 5 aid. AROBEHIEORER Kb 2B 20 H Y £3,
ZDH, K LIcGEOREMICET 27HEIZFEm L TV A,
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