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2. B2 (ROEZBICIIRELARNWI L)

2.1 BERBEEDOHDBEE [9.2. 15H]

2.2 BERFEEDOS ZEE [9.3. 15H]
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k744 AT Y U RHEE20mg [h="71 | AT Y R EE00mg [h—"7)
15 o Hifg A5 HRE Ao
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11 % (mm) 9.2 S
& (mm) 5.0 5.7
B & (mg) 380 756. 66

4. FEEXIZNR
ABERER (EEZK). /O0-2K

6. AERUHAE

GRBHEXRRR)

WHE, EANTIEATZ P& LU TIHL, 500mg & 3[EIZ 5T TRE
OG5 50, BRI, BEIECTIAIEOKRE T2
ZENTED, a8, Fip, ERCIOBEEBERET S5, 1H
2,250mg% LR ET %,

L. WEEHNCIE. SBEITE U TLIH4, 000mg % 2E12 53015 TH
5952ENTES,

WL NRITIEAY S22 & L TIH30~60mg/kg % 3[EIC 41T T
BEREORET 2, 7aB. Fin, ERICKDBEEEWET 50, 1H
2,250mg% LR&ET 2,

(L A—2FK)

WH. BRAICIEAY S P> & L TLHL, 500mg~3, 000mg % 3[4
JTREROKST 5, &b, . ERICKVEERET 5.
WHE, NI AY S Y2 &L T1IH40~60mg/kg % 3[ENIT 41T T
BERO#E5T 5, 2B, Fim ERICK D EEHEET 5.

7. BERUHAEICEET SR

7.1 1H4, 000mg~ D EIE, FRE M THEEDERERGREH
(EFAMZRL) ML TTIEHEET S &, [17. 1. 28]

7.2 1H4,000mg%., SEMZWA TG L ZBEOFEIIMHES L T
W=, BEDRREZ OB L. BRE1HA, 000mgD%5 2k L
TN Z &,

7.3 BHlE AS T D O EBEIUIAENEOHTHEEITE. ATTD>
ELTORKEENMEMTZ 2 E2EE L. BT UTBHEDK T
L TWBEFEN N EHEENDEGICHEL TIXEEHET 5k &8,
THTHERET S &, PEFARICEENRAD S NEHEIE. HEXE
HIET 2% 0mMY)RIEEFTD &, [9.2.2, 9.3.2, 9. 85HH]

8. BELEALAMIEE

8.1 XY T I ITXVBBUEIR (FED, W2 ~0. TH2-9, 4
BRLD%E) MEHTZIENH D, £/ BEHEREL - 70—
SRMNEALY. VT H I END DD, BENED S NEAIIE.
WEXIIEEGEFIET 2 EEY)SEETTS 2 &, [2. 3B ]

8.2 MEMBRO~DNMEINTNE D, HEHIZLTYF
HOBWEEEZY —T 5%, BEOREZTHICBRT S L,
[9.2.2, 11.1.3%H4]

8.3 HAREMEAM, JLfmBkii19, MERIBRE, fm/NKED
FED 20N H 50N D T ENH DD T, B mERE Z 17
5T &, [11. 1. 43H]

8.4 T4V~ fTHEEEREE, BENME SN TVWE 0, HKEPiR
AST. ALT% DI HREZ T4 — 9 5%, BEDIREZ T0ICHEEK
IT5HZ &, [9.3.2, 11. 1. 58]

8.5 EAE. INH5bND T ENHZHDT, HEGEHEMIMEY
T—YOREETO &, [11. 1. 631E]

9. BEDEREZETHIEEICHTIER

9.1 AHHE - BEREDHDEE

9.1.1 YSYRIT7EUS U (IHT 2BHEDDH SEE
AH ST 2N T 7 EY D TTY VIVF—ERDA S N EBE IS
Liz& 25, ENOERRERTF h3F (7.7%) D-2.9.20 SEIZHEN
TA3FH2( (4. 7%) DIZREBEOT LIVE IR bz, TDT
O, IV T 7 EY D TY UIVF—ERNA S N - BF AR 2
BETHEBIEETH &,

9.2 BiselEESE

.21 EELBREDHDEE
BELRNZ &, BREENISICERT 2BENNH 5, [2. 12H1]

9.2.2 BHBENETLTVSEE EEABBEDHDIEEERL)
HEMEAEZE UBIER DS S b BZNNd 5, [7.3. 8.22MH]

9.3 FfiselEESSE

9.3.1 EELHEEDHDEE
BE5LEEWZ &, FEENS SICETIZBTNNH S, [2.220H]

9.3.2 FHMEHEEDEETLTW\2EE EEAREZEDHSEEERL)
RESMEZELUEERNS S bBENNd 5, [7.3. 8.45MH]

9.5 1T4%
I SOIIEIR U T\ A ATREME D & 2 2ot iCi3 iR E OB Rk Akt 2
EES EHE I NBGEEICOREET D &, T BWTHAERICIMm
R (BmEREANE,. /MRIBME. Bl 2EES 2 ENmEahn
TWnd, B, AV I 08MFER (Tv ) TIHEAFBAEZRD S
NTHRND,
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F—=%) .30, Fir ENEOMIMIBWTARIC MR ES 2 &n
WEINTWS,
9.7 pNE

HEOEM T TR ERBEOREREEZEZE L L TAAIZ/#HT S
Z & INBEZERSR E UZIRRBIIEmM L TWRN,
9.8 SkhE

KHE BZ2E750me/H) »Ho&G52HET R EHEICRETS T
& —MITAETEE (BHRAE. HHERESS) AMETL T3, [7.35H]
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1.1 EXREHER

111 FEEMERE GEERT)

MR Ef R (FREERIER 263, Ml des® 30, [iligses®, MR
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1112 DEFA 9 (0. LA 0, LB -0~ (R AH), B
R (FEFE )
fazk, Mo, OBRAFSEND SbNEHEICE. f52H1ET 5k
Ey)alEE{T5 2 &,

11.1.3 BEMER. R7O0—EEREY. BHEET. 2EBEE 0T
HEEER)

(8. 25 1H]

1.1.4 BEFRRMEEM. AmMBKED.
M/MRFEAME (0. 1%A35) 1D
(8. 3%/H]

.15 R0, LeAID D, FrSEEREE AT . HiE (0. L) TV
fF%. AST. ALT. 7-GTP® EHZ%M4S [FHaERE. tyahid obh
LZENDHD, [8.4BW1]

1.1.6 B (0. LA D
(8. 55 ]

11.1.7 PEMREIEERAA (Toxic Epidermal Necrolysis : TEN) (4
TH), REHLREERAEIREE (Stevens—JohnsonfE&ES) (iFEAHH)

11.1.8 EHIMBIAEEREE GEERT)

PIEMER E UTHRB, RANASN, FICHFHAEREE, U ) HiEE,
FLMmERHEIN, AFEEERMEZ, A OO NERHBIZE 20 D BRM O EE IR
BUERDN D 5ND ZENH D, BB, B AR ZATA )L A6 (HHV-
6) DA ADFEEED ZENSL, BEPIBLRES.
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FED BIFEF OFEBSAIT. EN ORGSR & CREIGESHE DR REE2ADE
THEL /=,
14. BRAELDEE
14.1 FEHIZTEDOEE
PTPa: OFEFNIPTP — h 6 BO L TR 2 & 5 &Il
I BHIE, PTPY— b OREBKICE D, TS ERA BRI A~
FIAL. BITIZZFE % B Z U THEBRIR X% 0 EBE LG OHE 2 0F 5%
THIEND S,
14.2 FRIRGRHOEE
AFNIZEIL TIRATEETH 208, BHFAGHATHD &K
D, DETKRAT B &, £z AWK ZESHIIRT 2
z&,
14.3 EFII/5ROEE
AFOIA—F 1 > THOTF IVt O—ZFKICRED =D, 3
FEHIZAWHDORAHASND I END 5,

16. ZEYENEE
16. 1 MAEE
16. 1.1 AYSCUBRMERVAYS S UV EEOBERZEORE
R ANICAYT ST > ELTL000mg (XY 52 U %BEE250mg 4
§E) XIIAY S P UL 000mgZ ZE R ICHERE RS U & &,
HMFIEINT A—FIRIOEBD TH > /2.
Fl AT TV REE I AT TP 2 FEL 000mg & ZEfEIRFIC
HERE R G U7 & 2 ORBIURDEMTHREN T A—5

AY T Y ARSE (n=5) AT Y 2 FE (n=5)
Cmax (ng/mL) 1,448. 6£586. 4 20, 733.7+2, 744
Tomax (hr) 2.3+0.5 0.8+0. 1
Ti/z (hr) 6.4+0.7 4.5+0.4
S+ AR

16.1.2 A4S %58E1E1, 000meg. 1H3E7ARRERORE
HFERANICAYZ Y2 ELTL000mg (XY T2 U @RsE250mg 4
$#8) Z1H3ME. 7THRKEROES Uz E S iiEh o REK KR OR
B THAIN-TEFINAY T2 (TEFIVEK) BEITEDITLH
AP E HIRREICEE U (RNEBRREANIRED 5 0o fo, %)

16.1.3 A Y ST REE1E?2, 000mg. 1H2E6AMRERORE
fREERAIC A S22 &1L T2, 000mg (AY T Y 2 RIEE250mg 8
$¥) Z1H2[E. 6HMKEROKRSG L& ZDOEMBIRE/)NT A —F 1T
R20EBVTH> =,

F2 AT TV ARkEELE2, 000mgZ 1 H 2[E6 H [
RAERE R E U7 & & OSBRI S A—%

REALAR 7 2 F IR

IR 1HH (n=6) 6H H (n=6) 1HH (n=6) 6H H (n=6)

Cmax 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 2.8+0.8
Ti/2 (hr) 6.0+3.8 5.3+1.4 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% | =+£10,722.472 | =+18,400.07 | =14, 999.3%
SEIME + R (R 22

#1 1 AUCo-24  #2 @ AUCo-72



16. 1. 4 EYFHIREMHHER

(AY ST @mge2s50mg [h—7 1)

AY T Y RKEE250mg [h—"7 ] &R & H§E250mg%. 7 O
F—=N—iEIC XD ZTNFN4AEE (AT 52> &L TL, 000mg) fEEER A
BRI E (0=30) KU E#% (n=30) HL[E#% (145 5 L T ig Rk
RREZMEL, Bon-EmEEE/)NS A—% (AUC, Cmax) iZDW
TN B X RN THEGHRENT 217 o 724 . log (0. 80) ~log (1. 25)
OHFNTH 0. WO 4RSS R S Nz,

OF -5

1 i e R

(ng/mL)
1800+
—o— 1 AY T Y U REE250mg [h—17 )
1500 —o— : R &Y §E250mg

SR + R (n=30)

16.5 HEft

fEEERAIC AY 52> 2L TL 000mg (XY 52 > HRksE250mg 4
) ERGHEROZBELEE X, IR ORPHHZRIZ, 28. 4%
(T EFIMEELT27.7%) THO., FEhPRE1350. 0% (FEFIL
KELT23.5%) THo7=.

fREERAIC AT S22 E1LT2,000mg (XY 52 HRiEE250mg 8
$8) Z1H2M, 6HMIRKEROEG LzE &, RIEKEGHI2MGHET
D BRI RIT34. 9% (7 EFIEAE L T25.8%) THo 7.5

16.8 ZDft:

(AYS 2 BRMER500mg Th—71)

AH T Y RIEES00mg [h—"T ) 13, AY 5P U Hik§E250mg
[h—7) ZfERERFIE U & &, EHBHRZE SRS, &
PR [ & ARSI Nz,

17. ERRRAIE
17.1 BPERVCREMHICET 3R
17.1.1 BNLERERESUBRRER
[ N O [ i BE T JilE X /- BB MR B L kil B 2 & DR R A R
T, AY TV URKEEDIEATHIE S 172 1896 D il ks S O I
RIDEBDTH B, D920
£ RS E

; =3 ficaen L, ouER
RECATTE ] gy | BM SE L
: 750~ N Wi 70,34
e | M 2,250 A1 (78/11D)
KIs% | 750~ HEhE 91, 9%
R 2,250 1271 (34/30)
e 1,500~ | 4HRILE BB © 54.8)
o BRI 3,000 12 17/31)
—
g | 1500~ e % © 90. 08
WS 3,000 9/10)

12001
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T T T T T T 1
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[R¢fa] (hr)
F3 HYBRE)IN T A—%
HITENT A—5 BENT A
AUCo-24 Crnax Trax T2
(ng * hr/mL) (ng/mL) (hr) (hr)
AYTDARMEE 5999 9414843 | 1106.14626.5 | 31410 | 3 48+3. 12
250mg [h—"7]
B HE50mg| 40850417775 | 1132.3%4732.2 | 2.6=L4 | 5.32+4. 02

T EE £ FEE RS, n=30
MEHRRENNCAUC, Cnax 5 D/N T A =213, #SE O, RO FRMEEK -
IRE[E1% DR AT K > THRIRD WIREMEA B B

t: B EARIELH A S
EEERBRICHL T, —EHERBERERRICBVWTAY SV
S OA RS Sz,

17.1.2 ENEDHAELEEHEER (184, 000meiz & &2, 250mgi% 5 & D
L&D
FRE MR TSR (UC-DALZ O 7% 6L 18LATF) DEi A%
BE (EBREERS) 1231202 E LT, ATV URKGEE]L
H3[12, 250mg X131 H2[A14, 000mg % 8Ef [ 4% 5 L. UC-DAIX I
7 DEEEICTDWTIHAS, 000mg#k 501 H2, 250mg# 512349 2% &
Witk 2 MEE T B AR AL —EE BRI R R R L /2. ©
DfEF, UC-DAIR O 7 O#5-Hi#OSKEEICHB VT, 1H4, 000mg
5 01H2, 250mg# 5120 2 EEME NSRS Nz (2),
BIVEF FEBBEIE 122, 250mgR 5 T25. 4% (16/63f) . 4, 000mgi% 5
BET21.7% (13/60%1) THhorz. EREMEMIZ. 2, 250mgfk 58T
R B-NYEF)IIDF ) a4 =¥ —t (NAG) Hfn6. 6% (4/61
#). 4, 000mg% 5B TIZR FNAGHIINL0. 0% (6/60%]). M E V)L
v > BENS. 0% (3/60f) TdH o750 [7. 1]

£ PR, ME. NEBIRERIC L BRI R, EEIC & B IR 04 EE
0~3DABMTA AT HI L, GFFLEZZATT (0~12),

#2 FEIEFBRICHBIHUC-DAIZ 27 OkEE

- g Eracnilf30)
S #h #5811 e HRIED oTbinte
BEW ) mmRs | suzmiegs | ol | REEBUS
2, 250mg -0.8
Lo 7.0+0.8 6.1+3.6 L e
4,000mg -3.0 [-3.4~-1.0]
s | roxos sos29 | %0

QR%ES
B2 (iR
(ng/mL)
1800+ )
_ —o— 1 AY TV URIEE250mg [h—"7 )
15001 —— : X & H§E250mg
S ERERE (n=30)
1200+
IfiL
e r
o900
‘{E
= 600+
300
0 —O0
I 7\7 T T T T 1
0 4 8 12 16 20 24
¢ (hr)
F4 FEYTHEINT A—F
HEINT A—F BHEINT A—H
AUCo-24 Crnax Tnax Ty
(ng * hr/mL) (ng/mL) (hr) (hr)
272 R 3213.5+2348. 2 1092. 6+1053. 3 3.6x1.2 2.41+3.43
250mg Th—"17)
R HH§E250mg| 3085. 6+1810. 4 1012.2+863. 6 4.0x1.2 1.87x1.61

ST £ RERE(R S, n=30
IS A TICAUC, Coax5 /8T A — & 13, BB OFEIR, il o SRR EI %L -
BRI DB A I & o TR D AR S 5.
16. 2 RUR
16.2.1 BEOEE

R AT AT S P> ELTL000mg (AY 52 U RIEE250mg 4
$E) ZABHEREOKGL-EE, ZEBICHENREMER DT
FIERO M IE R EEHERME N DA ZR LA, %5596
L TORFP K OERANOPIRIZ EIT o 72,59
16. 4 X35t

AT R EHIIHHATAN-TEFIN AT A7 25 —Ficko
THEENTY EFIUEICRE#E NS,

81 1 %5 A EEL A S
#3 1 WA+ A2
¥ t-frE P<0.001
17.1.3 EBNETHEAEEERR (A1EERS S1H3ERS EDLHR)
BRI RIB R BB 2R E L TAY S Y U RkidEZ1AL
| (1[E1, 500mg X2, 250mg) X ix1H3[E (1[5500mg X 13750mg)
52 %5 L. BEFMERFRICOWTIHLER G O1H 3[R 5
KT % IESL T2 AR T 2 MEAE %L BB BRI AT R bl B 2 2
L7z, = DfEH., UC-DAILZ I 7 Talfli L 7z EfEHEFFRICB N T,
1H1EH%5- 01 H3EHR 51T T 2 A TEARFE S iz (3).
BIVE A FE B EE13 1 H LB 5.8 T5. 9% (9/152(8) . 1H3EH G#ET
4.0% (6/149%1) TdH > 72,50
#3 EMAERE

42 BeGHFEILH 2 S
#4 0 PEfE, [95%FHRIKH]

T BERRMERE L 72 B

BHR R R Py e e FERIZE () *3
LH L[ 141 112 79.4 s
1H3ME 141 101 71.6 [-2.2~17.8]

#1 1 52 SO IR F TR U 7a i o 7o Bl B
12 TIMERRR (0 = (FEMRHERE L o pBeE B - i H0 X100
#3 IH1EH G — TH3E 5 [95%(EHIXR]. At~ —2 2 1 -10%
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ESTES

18.1 etk
AY TV OERIEMERT &L TRIERMIED S i & 5 151
FEWEEL, RIEOERELMABOBELZNHTZZ &, Ko ra
N LBy (LTBy) OAEARKRZIGI L. FREEME QM D=
EPHIT D ENEZBND, 2
18.2 EMEERICHT 2 /ER
In vitro lTBNWT 77U —52 )L (DPPHL) &EolER. #EE(k/KE

HEEM. KAEERE A A HEEN. BRI EMHEN (n

vitro, in vivo) 3D H Tz, 2
18.3 LTB4IC3 9 2 /EH
Z v NMFHRERTOLTB A A L& Ml U 7= (in vitro) .62
18. 4 BMIETIVICH T ZREEIMHHE
18. 4.1 BEBMERBRELET IV
1N v MEEEFERETINITBWTAY T Y 2 ER50, 100mg/kgd

R 425 TH R IR BRI R AR 5 Nz, 6

@) TYFA-GRATTZVFERETIVICBNTAY T D kL

150mg/kg D% M4 5 TH B IR B0 RATTRD 5 17, 69

18.4.2 s O—RELUET I
v FINB#EAFKTTIVICBWT AY T2 U HAIS0mg/kg D #% L #%5-
THEREEMHENEIED 51/, 09

18. 5 &YZHIRIE AR

18.5. 1 RERMKBRICK T 2IHIZNE
AY T D RKEE250mg T h—"7 | ROXR2 & H§E250mgld. oY
FEBRIIEEEARERNBRETIVICBWTHEEGEMHIER 2R -,

EJN

W ORI BATRD ST, Wi D A4 427 1Y [ 4

HEFE S 172, 69
BB, ATV RMEE0mg [F—17 ) OEPERE S L

TIE. AU T2 U HRkgE2s0mg THE TP CERR204F &G,

W 7E 44

ZEHHEAD O HESRER AT ERNT & 0 3l S 7,

19.

B CERT HEZNMR

HiE 2 - HaN \©:C02H
OH

— i
(o=
Vi v
TR
£ IR

20.

AHF P (Mesalazine)

5-Amino-2-hydroxybenzoic acid

C7H7NO3

153. 14

B, IR IR EH A ORF SUIRESEDM K TH %,
AKIZAD TIRIFIZK K. T /=) (99.5) IZIFEAER
T, FIERRITIET 2.

Bk EDEE

20.1 AANIREHRDTNCERT 2 2 END DN INITEIEIRN,
*20.2 YI)LIEO—BERIE, BREBITTRET S &,

22.

2t

(AY S 2B MEE250mg k=71
1008 [10%2X10 : PTP, #itEXIA D]
(AP T2 %MER500mg b= 1)
1008 [108£X10 : PTP, #%KIAD]
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BOGHATE, fil, © SEH & iR9R
OGRS, fl, © I iR
FEGRETE, fh. SRR &R,
MR, fth, @ SKFE &35, 1994 : 22(Suppl. 10) : S2555-S2583
T HETE, fl,  SEPHE 3R 1994 5 22 (Suppl. 10) : S2607-S2624
Miner, P. et al. : Dig. Dis. Sci. 1995 ; 40(2) : 296-304

Morice, A. H. et al. : Lancet. 1997 ; 350 : 1105

Kapur, K C. et al. : Gut. 1995 ; 37 : 838-839

VTR, M. @ 740 H AT L AR AR NSRBI P08k, 1999 ;
74 : 65

Mehta, R P. : CMAJ. 1990 ; 143(10) : 1031-1032

Witte, T. et al. : Nephron. 1994 ; 67 : 481-482

Smilde, T. J. et al. : Ned. Tijdschr. Geneeskd. 1994 ; 138(51) : 2557~
2561

Otsubo, H. et al. : Int. J. Hematol. 1998 ; 68 : 445-448
Kotanagi, H. et al. : J. Gastroenterol. 1998 ; 33 : 571-574
Casellas, F. et al. : J. Clin. Gastroenterol. 1996 ; 22(2) : 160-161
Daneshmend, T. K. : Lancet. 1991 ; 337 : 1297-1298

Jick, H. et al. : Pharmacotherapy. 1995 ; 15(2) : 176-181
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22 (Suppl. 10)
22 (Suppl. 10)

: §2585-52605
1 52509-52530
1 §2531-52554
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