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Mesalazine suppositories and their clinical application

Keiko Funagakure®* , Syuzi Horita?, Terutaka Hamaoka?®, Takeshi Tasaka?,
Hiroshi Tatibana?, Takako Murakami®, Tatuya Toyokawa®, Eiji Sato®,
Jun TomodaP

Divisions of ®Pharmacy, PInternal Medicine, National Hospital Organization Fukuyama Medical Center, Hiroshima 720-8520, Japan,
CFaculty of Pharmacy and Pharmaceutical Sciences, Fukuyama University, Hiroshima 729-0292, Japan

Ulcerative proctitis (UP) is a prevalent condition associated with increased morbidity, and topical mesalazine
(5-aminosalicylic acid [5-ASA]) is known to inhibit the inflammatory processes in UP. We successfully devised
mesalazine suppositories, in which 250mg mesalazine was equally distributed and remained stable for at least 2
weeks. We evaluated the effect of using mesalazine suppositories twice a day (BID) on two UP patients. The results
demonstrated that mesalazine suppositories were efficacious, well tolerated and safe for the long-term maintenance of

UP remission.
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VEABAHCC250mlc A A7 v 7 L7z, 2 O10ml % 040
Mt (1,000X g for 10min) L72f%, Z @ EiF 1 mlIZ i
i0.3ml (0.125% p-7 3/ HREBFBRIZF IV X5 ) — )
) = Ingg, #osz) Ui (11,0000 % H»T10ml
WZAAT Y T L7z, IhaeaEhaims L.
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A5 Y o AmRE T 40mg % pHE.0 1 mol/1 V) > FE#E ik
EMATHEPL20mUC A AT Yy F Lz SORAFFY VR
0. 5mI [/ ) > FEAREE0 . Sml % %, PIEEHE 70 . 3ml
EMZ 7. ZOERICHEDZY VB (1—1,000) 2z T
10ml & LAE#EER E L7z,
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ABAT, RTINS, KOEMTHiks o~ T T
T4 = %AV, NEEY OV — 2 HEICHT 5 AT Y
DY — 7 HEDLD S RMEHERE DO AT 2 ViR 2 HE L
72 (HPLC &= fF - Ml 9k & 1 300mm, # 7 4 @ TSK-GEL
DDS-80TM  4.6mmX15cm (Y —), 717 AimfE - 28T).
BEH 0 A5 2 —v485ml, V) YEE1ml, T ) )VEREET b
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BERIGRAER. FR224E11H X 0 74 3 — L §E¥400mg %
1 H 3R, 103§ TIHERLG, EReeHEE L7
7ol B2 IRV IYER 1 g, 1H1IELRENT 5.
N FOER, BRGREH D00, HERSKEL T
YTITAT U AMMEL, BEPOHENTL B EOH LI
W0, ATV VRO REE LS CERMGT 5ICE
S7 FAFEOT Fe 750 AFEIFT, HH3 » Ao
ARSI 12 CHIERT RO TE 2520 5, BITE 3 F fit
THhThsd (X4).

2) il 2

AV, IR 280 BN TBRE & 0 # 4,
v &3 5E250mg% 1 H 3 Mg AfL, 102 ML, EK
BRI T ) CORIR R L O e, SER234E 2
H, BHERRINASH O, 1) 70 ORI 25 e Re
EHRIZH, FLE9H, WHEE T L 2 AREOH S
EISRDI ARSI, FT ) VAR TIERI RS L, £
72, A70A FEERTHIEETIRZVEHN, AEEZ
BCAY TV VRIRICER L, ZORE, BRI R oYL
FDTRDO S, B H G2 L COAERDOBES A SN o
7o. BUEL BEOFHLIZTRALEOHAIFIT SN TN 5D,

=1 =

FH 5O F PN L TR L7z 245 2 v AR gE & B
WOIZEPLTHAD L, I T T ORI
AT TN o TV RWI EAURIE I N (K5
a). VER L7223 DEH 2 Bl% 4 5 &, WIS A O
BB, AT T UGl T v S L AR
Eniz (M5 b, c). F2C, WRAFIEEE M LT
W5505 Ay 2 (300m) #1005 A v = (150um) T
WA EE L B, HARGHENSTRELERL T
TeleDIEED S F 5 DI 2 2L, TO#R, 247
D UHEIRI T A ERELE . b, O R
HEBR 3 2 729012, 3 & 7 R RN RSO SEIREE 1 / 3
FEIREGEICEHL, 2ok, BRGHLTCEILT S
Ll L., TOMRR, BMAOPRL DL Rk
D (5d), BEEHEIIHAEN TV EONRHESINT:
(5 e, f). FEp, URFECTHEL-ALEL ETI22%
gy (SRR 2 ST T L) O B ) LzBo 2
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FHEENICBWTERZ LA BT 2 &, ZlREOLT, &
AT FIC BT FEH Y & R ICHRER 4 8 H 2 541
Birm i - aRoB LR b (K6)., Th
X, AW T Y UEE500mg VRN L 7284E, 25
T, 75% RH O TFTIE 7 HBIZIKEABOH R 5HIRIK
HEORRIZENL, TR TIE2H BIZIKEH OB RS
SIRIRBE B DR RIZEAL L 72 & v o 72/ T %258 3t
BRoOMELZIT -2 LICE VER, BOLTCRERE &7
T ENTHMEN, Doz s, SRR TE TS
CTEIZEY, 2B RETH D EHRERTE Iz, SFHSY
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AT D VO SHNL, 128 E Y F90% R S b
GEBRLDTH A ENFEILE NI,

& KBS 25 (ulcerative colitis : UC) &, Crohn ¥
(Crohn disease : CD) & & b I RIEMGRE (ritable
bowel disease : IBD) & PR S AL, HEHIATAEE ICFSAE L,
BESG - AR - THIZ FRERE § 5. JREIEEE L TR
b, "5 A (erosion) RiEHE (ulcer) & IEHLT 5 H KA
HORBG O F AR R EIERE TH L. RIEICEH
ENDHYFNUBBAIIEY T SALVT FEY D
(salazosulfapyridine | SASP, @i % 45 ¥ 1) »°
Salazopyrin) & A4 5 Y ¥ (mesalazine + 5-aminosalicylic
acid : 5-ASA, Fidh%X v ¥ %" Pentasa) #'% 5. SASP
3K 1/ 3 AN TR S I, KB CTIHAMEIC L > TRV
77EYY Y (SP) LB TH S 5-ASA IS
L. SPIZEAZEWERZRT L TOHION TS, 2
5V (5-ASA) 3 ANVT 7)Yy (SASP=SP
+5-ASA) 75 SP EZHY R E, AR ThHh S 5-ASA O
AHEY WL 2RgET, BERIEY 7y AL 7€) Y
IV, AFF T Y (Y FH%%E) 1£5-ASA BT
FILNT—ALCTa—T 1 ¥ 7 L7 E A5 %
L TTHEILE CORMETREE LA TH LY. it
ST, AL EER O S5 SASP X ) 5-ASA Th 5
AT T UDENTV S,

IR IZEG A & RIS H 5. FHFNCIE) v T
Y, AFOA%, FLURAY, AHF5T0 (R¥FHF) H
HY, BELLTWEFIVAVTFTEY DY (BT VLY
VE) AR L X T T IS H ), BEIIECRTIE AT
IVOBMLTHREN TV DS, RIBTIRHR ST
R, EZAT, RS HERFNIMERICGEL, AR
WL TWwD EHESNTWDE™, EE4I (ulcerative
proctitis : UP) (Zx) 3 % & hrk L mF7E  BEICfThbNTH
0, TOREREEHENELESNTVRLY, 25T
(5-ASA) AFEIZOWT D SIKHENEE TELET 5 2 & 2%
REnThBY, BRI, EmASIREBERICB W TIEN
&4 (5-ASA) EBICHBELTEIY AR THL ESNT
WM BB, BORTHIRS N TWE A% 7 3 v A%
WY #, YREEAIRIDTR Lz AT 2 v Ak b ik
AL, £NZLOEBEIERIER L, #HOME, I
NZHe 5071, BEBOBKNR 2802 FA L, AT
OExFHFELIVWEEZ L, 2704 REMHEHTLIZEE
JETWE R L, I8 VEETIEEIART5TH D
RYTFFEBOI L TTA4T v AR EH K LT
TY VBRI ER EE Z B, AFBICB VT H S ETTIREE
E LT SN AT REME I B .
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