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R R B Ay MM 10%  1gt L EUF Rk 100mg GH
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FKEAEA A : 2002453 A 4 A
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1. EERZA 8 E1—7+— LERORZE
YAEIEDIZ OV TR EO ERIEE RS E (LLF, MR &) &I A 4
Ea— L, YEEELOFGZIT O OIZHBE /2RI FRIRE L TEDbIL TV A
VE Y a—7 ¢ — L%, BB 63 4 B ARERESEAIRT S (LT, BREE & KT FAE 2
INERENTERGLA v Ea—T 4+ —A)(BLF, IF EB5T) & L@ 28
el U, Z O 2 e Lz, £ LT, PRk 10 4 BRI 3 /N EB 2 X
S THTERALEST & IF SR EENEE S,

2. IF &l

IF (XA ERE LR SCEEOFRZ M5 L, HAIMEDOEEEEFEICE 5T
H & 3B B 72 R 3K O B ORI O 72 D DI 8 5 WX IEAIE stz ik o
BT & 22 DIFMENEN SN TR AI R EE LM E & LT, BMIE Gk E
Z RE U, FAIRNEE O 72 O 12 M 3L EFE L O RSEAR ZEI TAER M ORI 2RI L T D
B R EEMA T DD,

L L, SEEEOHIH ORISR 3 DR 5 2B o 2 1 i, BRSO RIFIR X
U TG OSEAIAR B S 255FAM - W - SR~ & FIHEIL IF OfiiisHE & 1
ANSVANAN

3. IF D= - 1E - 1T

BIX A4 ¥ BEEE L L RANE LT ARA & ML EOFRTREH L, FTRIIE—
Rl &9 5, FMOFEHIA R 13— L, JAl & U TRAIDO R GRERMNIERT 5,
IF 13 AW HEDRE L7 TTF FesBRH 20> TRedlld 523, A IF a3, 1k 11
1 HLIBRICAGE SRR DM & 70 0, BEFEFEAIZ OV TIEITF RLdiE
TENC K DR - B2 IR S 4L D b DO TIE AW, £ 72, 3 A & O R (RF R
BRIZMNC & %) 2372 ST IF 72 B QNI IGAE DYERTFE DN 70 S, FEBNA DR E
SRR D5AIE IF UGET - BTSN D,

4. IFFABIZH=->T

IFREDFSZHEZ, MR~DA L FEa—, BEHEDT — X Z2MZTIF
DONEZRFESHE, IF OFHELZ @O T LERH 5D,

MR ~DA 2 B 2—TCHf - fiaT HHHE & LT, BRORRE, BIAIRRE, 3K
PR, BRIRpGRE, FEERARRBRE DA NE T b b, £, BERFSGET S o 1
DOEEFICET 2 FHICBE L T, YZERLOREREOH 1O b &, EEHE
NI SGE, B O 30E, AL MG H, Drug Safety Update (E3ESHZEA
KRGS S L0 A ER O 0NE, BiH T 5, 20720 05F L LT, RED
TERIZ IF AR D JE & 7 o To A SCEDAERCUTSGETEH 5 L TV D, Zedoii
IEfE AR MR D S0 B REd STV 2 TR A | 0T £ 72/ E T o TE IR
B3 55 B F IR O RE - A&, 2heE - IR P R SN TV D505
D, Z OB NNITEEEET D,
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I BMEICEAT HIER

1. BFOREE

=ZE bRk (BR) (B B =ZE8ISK (#K) ) TlE Disodium Cromoglycate (DSCG)
DOREEEVEMB OB FE D NS, 5 70l S WV AT ¢ =— & —iEEE I VE A
EHLOVT % U UFERMY-1250 (7 A v b OTREREY) 2 G LTz,
L2rL7223 b MY-1250 1%, DSCG [FIERICTHLBEWIN S E S, 05 TR
N EEMEIRE o T2, F 2T MY-1250 DEE D= 2T )V OARK &
FEBMODIRL, FDOA X FATILIA—LDT AT L THLLE Y F A%
B U 7o, ARBIZAERNICRIL S D & E BT AT b S IEPEHED
(MY-1250) & 729, Z D MY-1250 75, {b A= EEREM S E 277 L, IgE
FEPUAB B0 T 7 LV X — RS &2 Iifl4 2% 19,

LEYF A R (MY-5116) 1%, BADHT LAXF—FTH Y, FEANZ DV TIEAL
ANORE B Z5 5L L, 1987410 H 2 HIZAGRAZES L, A4 11 A LY
e STz MR AN DWW T/ NE O RE S B A x5 & L, 1990 46 H 29
HIZHGRZ IS L, BRICE - T,

2. HpoBHERUERY

1) L VU & b X Disodium Cromoglycate (DSCG) & DO 1&EE AR B DAFFE
DOHFNLAEENTZBIEOTLT LAX—3KTh v, IEHEAHY (MY-1250) 1T
DSCG &I FERKEDIEIE T 1 7 4 — L& b0, T 72 b IgE BI5-OFURHUA
FOSIZE D7 SN AT ¢ == Z —EREHEERIC RS E TR LY —%
iR < il 19,

Fo, e 22 I AT Bl 2 X I UEZ b Ol OHLT L L
— I L TIBER DN R D,

2) LB Y F A MIKE S EICK U, HANE L& 535 Z 21280, BIEDF
AP 28ATHL, HIEZ1L A 2EOKRO#FEE TH Y RFEEHE LT
WE & 720 TV D ABRIANTIH R H 0, PRI H IR L0370,

[FIFE R0 dh & O — B EMERER 10 10 QNS — AR EFIR B 22912 L 0, A&
OV NRORE 30 BBF T3 L, ARMERGRO TV 5,

3) MJE B EKL 20,887 il 197 $1(0.94%) 264 1D FEIVE A (ERAR A G S 25
Te) RE STV D, EARREIEMIZNES 30 14 (0.14%) , #Z 23 14 (0.11%),
[E9R 20 £ (0.10%) , BEAPLEE 13 ££(0.06%) 5 Th > 7=, (B TRF)



I.&#ICEA9 5HIER

1. BR5E4

(1) #¥04 -
72 A ME 150mg
7 A MHERLNE R 10%

(2) *4 :
ROMET Tablets
ROMET Fine granules for children

(3) BAFRDHXE :
a7 A Yy MIHkT 5,

2. —ik4

(1) f04& (@ dai&) -
L E Y F 2k (JAN,INN)

(2) F& (@& -
Repirinast (JAN,INN)

3. BEXRIETHER

COOCHzCH2CHCHs / B IEIEAEY
0 CHs COOH
0 0

HsC N0 0
Chs H

5713 0 CyoH, NO,
yFH : 355.39



5. {LZE& (f&iK)
Isopentyl 5,6-dihydro-7,8-dimethyl-4,5-dioxo-4 H -pyrano [3,2-
c] quinoline-2-carboxylate (IUPAC#h#44 k)

6. EA% BB KBS E5ES
MY-5116

7. CAS 28%&5
73080-51-0



. A3 I 5EE

1. AMRSOBRHR 5
7 R 3 dh

2. YEFHMTE

(1) 448 - 4K -
F 8~ A OSSR TE DO K TIZB W R ORI 720,
Kz ko TR IZERT D,

(2) AR -
FERE (100) ICIT0 K, V7 m )L A X AZRREITICL L, A X ) —)b

WIS, 7T = U AT & 7 —1(99.5) 12D TIEITIZ <
L, ARXIFY = F Lo —T IE E A ERIT R0,

LB U F 2~ OEfiEtt (23°C)

PRI VR (mg/mL) ENSINR RT3
HEfR (100) *1 481 PR M
A=V & A 28 RREFIT< W
T =R KIRIR(T 2 3) *3 1.8 R D TERIFIZ < W
T X ) —1(99.5) *2 0.7 86D CTIRITFIT L W
k*2 1.2X103 FEAEEET RN
P F LT —T L2 4.0X102 FEAEET RN
*1: HEYE %2 WREE %3 : HPLC &

(3) BB TH -
25°C, 90%RH KX 25°C, 100%RH 128\ T 21 AMMRIEFE L2, 1T L
A Eia M 2 R & o T2,

(4) BE (fEm), Bha, BEA
Bl - 237°C~ 240°C (5 R)

(5) BAIEEARBE AN -
MR L

(6) P ERIREL -
L E U R N DsyEURE (25C)

TR FE LR (AT BRI IRERR /K AR *)
AR D i;{;
FikEIR O pH2.0 pH4.0 pH6.0
VA=R= TN oo 11.5 19
~F 1 3.8 2.7

* Britton—-Robinson FEEK



(7) ZDMDELRMEE -
FEE « etk a r S a0,
Y @ A max 290nm (=4 / —/L(99.5) IXIK)

3. AMAHSTDEEFHTIC %Héifil’_{

(1) SHEESMTICBT 22 EME
REROME | RS RAFTERE | R1F IR FER
R s | | 8600 kL
. vy—1Ll S
. 40°C (B0 6 » A 2ib7e L
E Ty — L
o IR 7
50°C R 6 A Bl L
6 AR, EEI/n~ 7T
| 25C, | vv—1L 6 4 7 4 —TLEUFZ DMK
E | 90%RH | (B Sy (MY-1250) 253 H &
Too T OMOIEE T 72 L
30751x hBICERE 7 o~ s
kAR D, 6051k ¢ h
oy P AR Rk 7JH7J< SfiRd) (MY-1250) K&
s | T ff’f NG
" Wb b, 120051x - hE T
SN A s B b L
bin 7o
1y ABIGEE o~ 7T A
2B b8, 3 » H B2k
SENHEGL| v —L 6 A LR (MY-1250) & OS5 iF
%*2 (Bﬂm) (LD 1)0)21—/ I‘Z)‘mu&bgn
770 6 3 A H CIIsNBL 8
HEc B b Lz,

k1 FOESEIT DU R (6,000, BENIEE 33 ~ 36°C)
*2: 1 @Y7, SFE 8001k, 7 WREIECKT ALAT

AERIEE ¢ AL, Rl

=N
[===R

SR, RARIR AT kv, g7 v~ 75 7 4 —(TLC),




(2) hmd }e OFrlEaABRIC K 2 A sOn A
1) MK R X B 55 iR A R

COOH
0
N0
HsC N0
CHs H (MY-1250)
2) BEYCARAEIC BT D AR
/CHB
COOCH2CH=C
| > CHs
0 OH
N0
HsC N0
CHs H (LD-1)

4. ARG OHERAERE
(1) AR 53 fifc:
(2) KB LT F U T Lk
(3) SRA1 PIBOE BE R E T4
(4) FREOMEML A2 B IVIRIETR

5. AWM DEEE
w7~ s777 4 —



IV. &IIZB8d H1EH

1. HIfs
(1) IRz DX A B UMK -
. o Ay MR
W5e4 2 A MiE 150mg JNE 10%
SN L L EY A b lghrE)F=x |
HERL 150mg 100mg
T , (S~ R - A - 1
PEIR - A Fies - s gL - B
O =
[ERES Ex A
Hikg (mm) (mm) (mg)
9.1 4.7 260
(2) HFOWHE
7 Ay MR N 10% 130 OREBR AT 5 & &, MR OB IZEH ST 5.
18 %5 (850#m) on 0.1%
30 % (500¢#m) on 1.0%
200 % (75p¢m) on 92.1%
ZUI 6.8%
(3) @Ala—F :
7 A v hE 150mg : MCI041
7 Ay MR 10% @ 72 L
(4) pH, 2B, HE, LE BEEOERUVREL pH 5%
Y LR
(5) B&ffi, IV RMEF :
Y LR
2. HWAHIDOHERK

(1) B (BERD)DEE :
2 Ay ME150mg 1 15 L E U F A b 150mg 5 A
7 Ay MBRNEA 10% @ 1gd L E U A b 100mg 25 FH
(2) &t
2 Ay FE150mg : D-~v> = h—)L, hUERIT 7 B FarX
ol o—, L Aa—ACa, ZNVI, ATTY

1% Ca, K7 A ik



Ay MHRNEH 10% ¢

3. BEA| AFDOABMEICHT HER
A% L7

4. HEDEREHTICETLREN

<§E 150mg >

ErRexo o’ rla—R 27,

D-~r=F—), FhUFRQRITUT

HEBRoOFE | RTESM R RE PRI AR R
. . Frta PTP A%+ -
FE MR FEiR S = g 36 » H Bk7a L
s 40°C, Frta PTP A%+ -
R § g Al 7
IJIBEEEN T5%RH |70 5 = v 2ts 6 » H Bl L
- . R PTP A3+ .
IR 50°C TR 67 A Eie7a L
. 25°C, |
10 90%RH e PTP AL 6 » H ik L
% (0]
i 60 77 Ix+h HIZAMELA
%ﬁ HOEITT | FRE PTP A 120 5 Ix-h| E&EICE LT, Z Dfth
’ ' DO EITE L,
3 H BB
SENBELE? | IRt PTP % 65 H WAL LTz, F DD IE
Bz L,

k1 FQEOEIT OUTEE RS (6,0001x, BEANILE 33 ~ 36C)

%21 AY720, 15 8001k, 7 WefHl a0 LT AT

RBRIEE « 4B, AR, SANRIN AR v, g7 v~ 277 7 ¢ —(TLO), & &




<Hokr/ N 10% >

KB DO FESE PRI SAE PRIFRE PRAFHI R
THI=gALRY
EHIRTTRER =R TFLUTIx—| 36 H i L
4> EL i
40°C THI =g LRY
JIBEERN ’ TFLUIIF—| 65H k7L
75%RH
et
TILI= LR
TR 50°C TFLUIIF—| 65H b7z L
N 43 EL i
10 H BNk
- TITAF Ry Bl g se~ 77
W ¥—L 31 H 7 4 —THf#EY (LD-1) &
w (BA &) HoESND ARy RHED
% o HIEAT LTz,
TIAF I
r—Ll
(T V 2 A VI sLH B L
J)

o A AT O UTEE R (2,0001x, FRETEEEE 65cm)
ﬁ%@ﬁ %@J@:ﬁ%@MV%”%%%Wzmﬁbw)ﬂ&j‘ifikﬁ*igﬁu?
727 4 —(TLC), & &

CRAELERUVBRBREOREN
AR

. hF L DEEEZE L (MIBEFEE L)

2 Ay MR NE A 10% 220 TORLAER

7 Ay RN 10% & OFH &5 ATREtE O @V EEA & DR S RER 21T -
7o (T XA B OB A RERE AR A SO Z &),
¢%%@T@Wﬂ’B%M®Tﬁ*ﬁ74U>ﬁiﬁ®ﬁ%@ﬁmﬂww%ht
IR L r Ay MRLNEH 10% & DA L D 4ME Lo bITRR S
LR o Tz,

BOESRIET (30°C, 92%RH) Tk 3A| & ot A T, B4k, bS5 D
SN EDOEALDREO NI, XA 7 4 VU EREEDIZE A LITBNTERA
FANFEIM O FNFATLTND Z &, ke A v Mk 10% Hl Cld 30
HRIZBWTHEERRD DN -T2 LIk, BE S8 L%t
EEE LTEAEEAOANZERT L HDTHA D EHEHI ST,



7. IBAT DETREIED & 5 R Y

8. AHHER

(1) WK FRIT K B R

COOH
0"
NS0
HsC N0
CHs H (MY-1250)
(2) BEARTFIZB T DA
/CHS
COOCH2CH=C
| ~CHs
0 OH
NS0
HsC N0
CH: H (LD-1)

<#E 150mg >

NEFMRI LV E Y F 2 MEOIRHRBRIC L 5, T 7b b, RBKICT v U VERER
N D ADPHE8 DU VEKFE T NY UL - 7 U REEERIER(1—
500) 900mL % M\, T H &) i HEBRIESS 2 15 O RAE) I LV, 557 50 [Flfx
THBRZ1T 9 & &, 30 D DOEHEIT 80% L, ETH D,

2 A > NEE150mg
1. BN 4 c veE DA b 2.0 AR BEAl 3. &AL 150mg

iﬁ 4. BUBRIE : pH1. 2, pH4.0, pH6.8, A& 5. [EIELK : 50rpm
® 6. FETEVEA] : 0.2%F ¥ U VRLRET B Y U A

60 |
50 F
40 |
30 F P _ ;;}l;lﬁ 8
20 F i

0 5 10 15 30 45 60 90 120 180 240 300 360
BRI R R (53)



<Hki/NEH 10% >

MR LY 2 MR OWEHRBRIC X 5, T 7ebb, BEBRRIC T 7 U Vil
T RUDLADpPpHE8 DU VEEKFE T NI UL - 7 U FRIEE R (2—
1000) 900mL % H\vy, IH & i HEBRIES 2 15 (N RAE) I XY, 53 50 [
R CRERAIT ) L&, 15 oROEH=RIT 85%LL L TH D,

o Ay MR 10%
Lo BERS 4  vEY AL 20 FIB MIkiAl 3. & 100mg/g
4. FRBRWE : pH1.2, pH4.0, pH6.8, 7K 5. MEIEEH : 50rpm
6. FEIGYER : 7 v U LRRET B U D A

() HEEH

=)
S

©
S
T

=)
S
T

-
=]
T

60 |
50 F
10}
/
;
30b [
f

i T oplL2
201 ff == pll40
1 6.8

0 5 10 15 30 45 60 90 120 180 240 300 360
RBRIER U] (43)

9. £YFIRERE
mMER L

10. 2E|Ih DE RS DFERHER X
(1) oK oy fi ik
(2) SR\ AT AR S B I 7

M. HEFDEMRT DEE:
ks n<~777 14—

12. A
L LR



13. 5 DME
7 A > hE 150mg : PTP &%  PTP (RVH ke =A 74 VA, TII =D
L)+ T A= (TN I =T LT IR— T 4L
L) +HEFE
7 Ay MIRNEH 10% - 08 TAI=U AR ZF LT IFX— 7 ¢
IV I HEFE
NoadE RY = F LU, SRR v v TGS

14. Z D1th



V. amICBEY HIEB

1. RER (IR

U S

A

2. BERUAE

3. BRERRLIE

A4 ~§E 150mg

WE, RAZIZLE YA RELTLE 150mg (188 % 1 A 28], 8 L O%E
AN G925,

7RE, AR - JEIRIC K EIER T S,

B Ay MERI/NEA 10%

\BE, /DRI YA RE LT 1 HE S8Smgkg % 2 8], # & OBt EATIZ /31T
TRAOkET %,

72, AR - JEIRIC K 0 EIEET D,

(1) ERERZNE -
a2 Ay E 150mg
[EINIE~R 141 JEf% THRA ORE X B RBE I OWTEm S - —HEM
Pe R ) O — ﬁﬁ@ﬁ&%ﬁ%aﬁﬁ%fﬁkﬁﬁ FRO LB ThHDH 101222

AR

HHUE LRF UL
176 51/529 %1 (33.3%) 342 $1/529 i (64.7%)

10) B ARHAIE fill : 229 & Hi3E, 23, 251 (1986)
12) BT fih - 329 &K, 23, 21 (1986)
13) ATEBIE =88 fih « 2298 & 3K, 23, 229 (1986)
1A f fil - ERPRER A, 16, 2007 (1986)
15) A i fih : SEBR L VA%, 14, 5369 (1986)
16) B HI 5% il JLAE & UK, 20, 5961 (1986)
17 e E fth : BRIR & AF%E, 63, 2723 (1986)
18) N fih « 29 & ik, 23, 1507 (1986)
19) TUBFEH, fih - Bk & IR, 35, 2036 (1986)
20) 7T EALESM « Hrdk L FER, 35, 203 (1986)

21) VG it fth : SREL L IR, 14, 4395 (1986)
22)FHEE M. B2 L FIE, 23, 1313 (1986)




ed, /L * D RE S BURFE S0 T HEME & iz — i R R B 0 Rl ik
(&, AR 71 Bil/131 51(54.2%) , 2047 L E 100 $1/131 41(76.3%)
Tholo B2,

* 1Ay ME 150mg OXGITEE, A TH D,

23) I 1L 524 fih : THERAPEUTIC RESEARCH, 9, 1337 (1988)

24) £ A 1.2 fth : THERAPEUTIC RESEARCH, 10, 2149 (1989)

25) =M i - /NRBHERIR, 42, 2555 (1989)

B Ay MHPRLNE A 10% ¢
[EIPIE~ 61 fiigk T/HEDORE M ERFICHOWTES W “HEM
LSRR M ON— R BRIR AR % & Lo BRIR AR 1 TR D & B0 ThH D 126~29,

A

HHLE RRFHLLE
167 11/256 151 (65.2%) 222 1411/256 141 (86.7%)
11D B8 E b NEEHERIR, 42, 405 (1989)
26) [5¥5  FE fth : /NRBHERER, 40, 3437 (1987)
27) V2 AR it - /NRFHERIR, 42, 179 (1989)
28) [5¥5 I fth : FhNEE}

(2) ERARFEIBAER - BAAMHER -

7 A FE 150mg :
46 Bl & k5 & Lo BRI 5B 24T o 7=, B 5T 11 38R 5 48 18
Rl F Ty 28.7 I CTH -7~
FRET, AR 45.7% (21/46 f), SRB L E 71.7% (33/46 )
ThHol,
F7o, 460IF 35 HFNIAT A REEHLTEY, Ay FOFEEIZED
11 B AT v A MEHEORDNEN DI, 2 FIFEER T2 Z &3 T
T, ZDOX D ICRHEBEEICEBWTOAATHY, A7 A FMEH&EZ
HIELZELARETH T,

20) JTHATEAE - BT & BEK, 35, 203 (1986)

21) ARG fih « SEEE & 59, 14, 4395 (1986)

22) & HEH fth 29 &K, 23, 1313 (1986)

1 Ay MR 10% ¢
4% 5 16 1% £ TOWH) 9.3 % D BT 28 il % %} 5212 3.1 ~ 14.5mg/kg/
H, 127225 46 #HF TOVH) 29 WO B 5B 217 - 72,
AHLLE 42.9% (12/28 1)), o0 HEL E 82.1% (23/28 fil) T o7,
RIVEH M VA & BAGR D & 2 BRIR R A O B F 13580 b, RHI& G
WICEBWTHOAERERH D EE 2 b,

1DEY E b NRBHERIK, 42, 405 (1989)



(3) ERMHER . AERMIERHAER
7 A ME 150mg :
[H 44 Jigk 189 #il & xt &I, m H &Y (480mg/ H /43 2), H H & #
(300mg/ H /%y 2), A E:A% (180mg/ H/4y 2) D 3 B ORERM LLEGABR Ok
FORER, m A ER & P HERCHERE LD b AMETERDS —H, &,
HHEREMICEN 2o T2 2 &, WNCZE2YETIIRITER & A L DN
RGN EHABERECIIAE ChH o2 L2k, AR 300mg/ H/%y 2
NEBEHETHD EEZ DI,
* v Ay M 150mg OEZ SN TWHHE - H&EIE, 1F1150mg (188)% 1 H 2

Elk %5 TH 5,
13) AIEBIE =80 fil : 329% &, 23, 229 (1986)

1 Ay MR 10% ¢
WE) B 5B 8mglkg/ B /52 (FHERE) & F 0y Bdmglkg/ A /572 (1K
HERE) O2REM CHEkE 21T 72,
143 il X 2 etoft R, s HEREMEHERE LD b AECEN, L
HEEMEZEN o T2 LD 8mglkg/ HIZy 2 R EWAETH D &5
Z b,

26) B¥ 5 i NVERMEIR, 40, 3437 (1987)

(4) HREERIEHER -

1) BEALCETRHERGHER
MU ER e L
2) eBREAER -
RUE SO BB A x5 & LTz ZH 5 REGRER I B W CTRAI O F T
RO BT,
10) BEARMIIE fih : 29 &K, 23, 251 (1986)
1DEY E b NEBERR, 42, 405 (1989)

3) REMHE -
MR L

4) BE - RERIHER
EE R L

(5) BERAIEM

1) FABERE - BEFERABERE - RERTRERRALR
O v A hE 150mg
3 A 52 1% OO FH RSGRE A A 1 LU SO BB A P SIS SR S,
1987410 A 2 H 7251993410 H 1 H £ TO 4RI 11,5820 A3 [ 4
ENT, D HH, 48561% < 11,0976 % AN DTt 5 & L
Too AMRUGEEIL N E UGS, T8, 00w ], T2, Tk,



RHE ARG OBBLRERHE & L, [28 ) PL EOSEF D 58 584 % Uk
RE L,
R s BAC KR A ERIL 67.0% (7,436/11,097) T -7,

@ v Ay Mk 10%
199046 H 29 H 7> 5199446 H 28 H & T D44ERT 129,800/ 23 4 &
Nz, =D 55, 1,13361% < 8,66TH| %A WD 5 & L=,
R UGERE LS, M), o], TRZ ], HEk], PHIE
AHE ) DBEEMEFTAR & U, 235 ) DL EORERID 55 5814 % sk b
L7,
BIEH] T OUGERIT 67.3% (5,835/8,667) Th -7,
BIVER OFERIZ DWW T, TVIL Z242PE (A Lok ES) (B3 55
HI1ZMH,

2) ARBEHELTERTFTEOARIIEERE L-HBROBE
Y L7



VI. EZhEIB(CEd IR

1. EEZMICEEHHILEMXITILEYE
Disodium Cromoglycate (DSCG), N7 =T A KN, T LXH¥ ) 72 Z¥ /5
AR, _IBTARHY T A

2. REMAER

(1) YEFRERGL - 1EFRMER -
LE Y SR ME BRARGIZL RIS, ARANTIHESHIC = AT
AL STHEMEGEE ©H D5 MY-1250 & 72 %, MY-1250 iZ IgE @
BI5-3 %5~ A Ml b O AR EWE O WA sl T 5 2 L12 kv 1
BI7 LV F—IZkt LTI LAV —1EH 2R T,

(2) ENEEfT T ZREERE -
1) HUFI AT O 4] 29
LEUF A MIKEIMEBEICBOVTRAKRGTT LS VA
(2 X0 5 S D MFSREIR T A2 il 3 %,
2) KN EOG O] 22
LE YA MIREMEBFICBONCRBRABRETT LLVS VBN
FEHHT K 2 B RS 2 B9~ 5
3) THLT L L —filfEA 1~ 530
LEY TR MIREO#EE T IgE fFURIC L 2 RIS ERET -7 1« 7
X 2 — UG K OSBRI A2 5% (Z v b, B E Y b)),
#ET v b (3 BE) IZBNTH, AT » k(6 #l) &[RRI [FFE B
B&GT F 7 4 T % =S MHT 5,
O 7 » k homologous PCA ([FIfEZEILET 7 4 7% v —) 1Tk
HIER 29
LE U R M, PURERRTOR D 5T, 7 v F PCAIZ% L 3mg/
kg 77D HEITRAE L2 A B efifilZ 7~ L, ED;, fEIL 19.1mg/kg T
boTo, £, 7 » b (3 #ln) PCA IZxtd % ED,, fillX 18.7mg/
kg THY, AT v FEIFIERETH T2,
@ /1% > k homologous PCA (2% A /EH ¢
IgE #( PRI L 2y F PCAIZKIL, LE Y F 2 MIFURFHI
RTOREENBE 512 L 0 30mg/kg LA LB FEIZIESE L CHE 240
HIPER 2R LTz,
@ 7 v N OEBRFNGEIZKHT B ER
L e Y A MMEHURFEFERTO 30mglkg Dt H G- T, L O
WA B DWW LA B RUGEER 2 7R L,



@ EVE Y N OEBRNG R HER
LB Y F 2 MIFURFEIATO 30me/kg OIEFER# G T, i BIEk %2
FEICREL,
O LAY B RS O 1 T 30
PFUR EPURDREE O Ca2 i AL TOWMRRICTIER L, Mifastio o
~ A MHAAN~O Ca? it A% B U, (b P Ax =y Bl & il 3 2%
EHEESN TV,
4) (L HAR Y G B O] (in vitro) 13679
LE U T A R OIEHEREITTURUASIZ L D e A% I, SRS
A, PAF DAL PR EWE Ol 2 #li 3 5 (7 » MEmHi, €€
w M, VR, B SRS AT EER) .
AT » MZBWTH, AT v b ERERICT v MEREE S 05t
JFHURBOGIZ L 5 B 2% 2 il 2 Wil 5,
O IEMACHY MY-1250 O in vitro (b An Y B BB 1E
O 7 v MEWERHHIE(PEC) LW okt 2% 2, SRS-A, PAF ®
WEBEDHIER 239
MY-1250 1%, 7 v k PEC 226 OHUFHUAR IC L D 2 & 2
>, SRS-A, PAF Dzl L=, % D ICs, 1%, 4.9X10%g/
mL (B A% I2), 1.6X10°%/mL (SRS-A), 2.4X107%g/
mL (PAF) Cholo, 72, 44 7 » § PEC 76 O s HUARIG
\Z& B e A K I lEES ] L2, = D IC,, fElE 6.2 X 10 8g/mL
ThHY, AT v MBI 5 IC,, LIFIFRETH-T-,
OFNEtyY N FHLVOMEIF LY OFURTUAKIGIZ L A A H 2
>, SRS-A OFEEmH 6
MY-1250 IZE/LEy FOMOIA LD Db 2% I KT SRS-A
WA, ZHFH 10 7g/mL, 108g/mL L1 E, YLDt X v o
b A X I il 107%g/mL LA E T L 7=,
O b MREMMmAFERER LV D 2% 3>, SRS-A OBEEERH] ©
A — B MIE I & 0 ZEEAE U 72 R A R ER X 0 oFibL
REOSIZ X % B 2 & 2 2 KON SRS-A il 2 MY-1250 i 108g/
mL VLTl L 7=,
5) MAY MR IV L L — KUt 4 2 1EH 9
Ty NYEET 7 4 7x% v —Rk (IR, =7 A Arthus i (11
A~ ZRIER T L VX — S (IVED) (2 LT, LE U & MMI
300mg/kg D% H 5T, MfHEH 2R S 2o 7z,
6) IEMEEH MY-1250 D€V v MEHIEIGIZ BT DL =Y Y
PUEM?
MY-1250 e 2 &2, 7kFral s, tue b=y, afa bz
D, (LTD,) T X 2 I 2 il L 22 0o 7=,



7) KB XYERIE & O EAEH Y
TEZ7 4 VBN, A TaT L)) — Ul LAEALE Y PO
SE OYEIEERICRT LT, IR MY-1250 132 % LIE S 720

ST,



VI. EMEBEICET SEE

1. MARED#ER - BIEX

(1) A LM RE -
BB L

(2) ixE M HEERZERRRE :
VI-1-(3) & [

Q) BEAECOMFEE Y :
A 16 Bl e A~ REE 150mg (LB U 7 A k& LT 150mg) KLY
7 Ay MERNEA 10% (LE Y SR hE LT 150mg) & HEH#E 5L,
TEPEAE O e R E % HPLC IC CE& LT,

Cmax tmax AUC tye (h)
(ng/mL) (h) (ng-h/mL) | aff | fH
7 A v hEE 150mg 169+27 1.5+0.4 892 0.8 14.7
o Ay Mk NEH 10% | 255E50 1.2+0.2 927 0.6 20.0

n=16, ‘F¥+S E.
O—0O v 2 v b5E150mg
@@ oy FMK/NEH 10%

N
o
o

100 |

Concentration of MY-1250 (ng/mL)
3

_k_
o F
~
o
=3
-
N
N
=

Time (h)

(4) PEERERRT HMPIRIE
AR L



2.

3. IR

&

RYBEREV/ NS A —F

(1) RPLEEFES -
7 A > hEE 150mg : Ka = 1.5h!
o Ay MKRNEH 10% : Ka = 2.4h!

Q) NAFTRASE) T4 :
kTR L

(3) HRERETEH :
7 A v R 150mg : o = 0.86h!

3 = 0.05h"
2 Ay MRNERH 10% @ a = 1.15h!
3 = 0.03h"

(YRR v BV S
2 A v ME 150mg @ 2.14L/h/kg
7 A MR NEH 10% : 1.86L/h/kg

(5) N HEIE
2 A v ME 150mg @ Vd = 45.5L/kg
7 Ay MIRLNEH 10% : Vd = 53.5L/kg

(6) MIELFEEEY :
96.5 ~96.8% (b FIET LT IY)

WRIERAL - THAL A

(1) Mm% — ixBaPT @Bt -
mMER L
(2) BIR~DFITHE :
mMER L
) EiAh~DFITHE -
MR L
<BE>STHMTOT—H (T v k) @
A FICBITT D 2 ENHE SN TS,



5. X

(4) BEBEA DBATHE -
R L

(5) ZDHDIBA~DFITHE -
PA-L

(1) HRREBBRAL B UM AR -
R OREE K OHEERERRIRIILL T L B0 TH S 3,
LEUFR R EROKE LSS, b Moy TiEhicr vy & b
IERRD LR o T2,
t MR, TRISRTERITTEERREHY T 2 MY-1250 7349 90%,
S8HPQ, 7THPQ MO 2IZFRD HAUID 2 DITF8H Lo T,

LU TR OHEE R

CooH CooH
0 07
D | J—— X0
HC N0 HaC N
H H
CH:0H cooH
COOCH:CH:CHCH: COOH
07 Clls 0 THPQ 7CPQ
N0 i NS0
HaC o HiC N0
CHs H CHo H
COOH COOH
LEYFR - N~
DR MY-1250 o o
D T — N0
HOH.C N HOOC o
H H
Cls CHs
8HPQ 8CPQ

(2) R#IZBAE 3 5E£E (CYP450 ) DHFiE -
P - L

(3) MEBEHNROERRVTOHE -
AR L

(4) RBEOELEOHRRULE -
AR L

(5

~

EHERBMORERG/NSA—4
VI-2



6. Bt

(1) BEAMEREL
PR K OV FE

(2) Btz
EMIVE YT MEROKES LA, %514 24 R £ T, EHER
# MY-1250 28, JRHPICHF G58D 20%, SHPQ MO THPQ 73 & bt
T 3%, #aidt 23% 23 gkl S duiz 20,

(3) BEMLERE -
UERR L

7. BIEIS L BREE

(1) BRRESAT
BN R L

(2) m&FEH
PN

(3) EiEmMEER
YRR L



VI &£t (ERLOEESF) ICHY SIER

[

=
. IR

ENBEEZTDER

HEBETIED bR TWHRN

NELEETDEH(RAZERZET)

BLEPE TIIED B TR

- MRICEET HHEALDEE L TDER

AR

- AEICEEY SHEALDEE L TDER

BARSANA

BERERNR L TNDER

HEEPETITED DAL TN

EEGERWIR EZOEBRVMLES X

(D) AFNL, [E SRR, A7 1A RAL e 22 I RIS LB Y, 3Tl
2 5 TW A RIEIER 2 0T 5 3 A TIE RO T, 2o &
TREIC R L T RERD D,

(2) & 3 BB VT ARAN 2 e 5, KIFENE % BT8540, KR8 SHERR & %
WEAT A FRIZEGET20ERH D,

@) EMAT A MRIEEZZIT TODEE T, AREEICLY AT A4 RO
BEEIDDLGE T FARER T TRAIZITY 2 &,

W AFIOFERIZ LD AT 1A RHERFR AR LIS B C, KR O 5 % H
BT 28580, FRBEROBZINNHLOTEETDHZ L,

(5) AH & FEHMED B I G T 2581, FRFH LB T, ZOHEATIND
B 525 L, iR REIE TREE TRET 2 Z LD E LUy,

(6) AFIDOFERIZ LV ZhENRD LR WEAITIE, BR & EMIChT- 0 B b
LRWEIERTDHZ &,

<R >

(DAFNZ TET L VX — S ORI W C, SURPUARUSZ K 2 I HE A
BDTINNAT 4 == —EEEAIH L, TORRE LT, I TNVAT 4
T—H—IZ L DT VILX—ERDOBEBZS T 5P TH D, LR > T,
T TS Z 5 T D FEIEIR 23 00T 2 & L i3V T, 3k b
[FIERICREHE LT,



. HHEEHA

. BlEA

@EMAT A MFIEEZZIT T DEHEMEDOBE T, A7 1A NMEAFEN TR
WD, AFIDOFEIC L 0 2T a4 FOWELXL5E, Al TIERE
DS ABENND 5, LTZR > THo BB T CRAICHET 5 BN
& DO T, FHI &[RRI EEE L 7=,

G)AANITEIHTH Y, T DO EE /0 ST D 120100, BIEH R FH O
BRI OHEEHK T ETCRGERITOIZEDLEE LN EEZEILNDZ EIC
AQUE 6 SR F= Jha=ik APy

(2),(4),(B) >N\ TIE, AFNTH e 2 & I AR ZE RV OPTT LV X —H4l

THY,APETHEL N T=FT AN, TrvXY ) 7 20 LOEE 255

=L

WZRRE Lo,

(1) BREZEZDER
BB TCIZED TN

(2) BrREE L FDER -
BB TIIED LTV

(1) BIfEADE

ME B4 20,887 Bl H 197 $11(0.94%) 264 HEORIVER (BRI A 5
ZEde) BERE SN TV D, ERREIEMITIES 30 £4(0.14%) , %55 23 1
(0.11%), 59 20 7 (0.10%) , B AP 13 #£(0.06%) % Th > 7=,
(FR5R AT T IRF)

1) EXIEIER & MHELK -
BLEPECITED HIL TR



2) TOMOBEIMER :

o B |01 ~ sopskit 0.1% it

BRE P = 5 1, SR

BRAER D E o, B, B, B0, I, T
e D L OUIRL

i T, RO, TR, T, e,
W U, VB, O

B R AST(GOT) 5, ALT(GPT) k5,
7-GTP 15, AP 15

e RER

Z ot BIE, 0, 61T, 12T 0, 118, 2K
R

) T DL 5 AR D b AL B AT IR R B R P 5 T L

(2) BEEREERARBRBAERVERREERE -5 -

a4 ~E 150mg 0Oy MER/NEFA 10%
ABEET | KBEFLE - ABEET | RBEFLE 5 A&t
DR DRE ) DR DRE )
R EHEDIZK 556 11,250 11,806 281 8,800 9,081 20,887
Bl FA R IRIEDI K 43 124 167 3 27 30 197
BIVEFARBEHR 54 173 227 5 32 37 264
BV A R IRE IR (%) 7.73 1.10 1.41 1.07 0.31 0.33 0.94
04w +§E 150mg Oy MA%/NR A 10%
ElEmAniES ABEET | ADEFLUE 5t ARBEFET | KEDEFLIE 5 &t
DR D RE ) DR DRE 3
KBS - KIEEREE 10(1.80) 22(0.20) 32(0.27) 0 12(0.14) 12(0.13) | 44(0.21)
5 6(1.08) 10(0.09) 16(0.14) 0 7(0.08) 7(0.08) 23(0.11)
H St aoE 1(0.18) 0 1(0.01) 0 0 0 1(0.005)
EIRZ 1(0.18) 4(0.04) 5(0.04) 0 5(0.06) 5(0.06) 10(0.05)
iRz 0 0 0 0 1(0.01) 1(0.01) 1(0.005)
95 2(0.36) 5(0.04) 7(0.06) 0 1(0.01) 1(0.01) 8(0.04)
G 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
I B2 R 2% 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
BRI 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
iR - RIEHRRES 3(0.54) 16(0.14) 19(0.16) 1(0.36) 1(0.01) 2(0.02) 21(0.10)
AR 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
% 1(0.18) 1(0.01) 2(0.02) 0 0 0 2(0.01)
=iakEE 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
F T R 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
PRH 1(0.18) 2(0.02) 3(0.03) 0 0 0 3(0.01)
SEIR 0 4(0.04) 4(0.03) 1(0.36) 1(0.01) 2(0.02) 6(0.03)
TR L UMUK 1(0.18) 1(0.01) 2(0.02) 0 0 0 2(0.01)
A0 LU 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
HEN 0 5(0.04) 5(0.04) 0 0 0 5(0.02)
BEHERES 3(0.54) 0 3(0.03) 0 0 0 3(0.01)
HE A E 1(0.18) 0 1(0.01) 0 0 0 1(0.005)
FIF 2(0.36) 0 2(0.02) 0 0 0 2(0.01)
REEE 1(0.18) 1(0.01) 2(0.02) 0 0 0 2(0.01)
RoHHox 1(0.18) 0 1(0.01) 0 0 0 1(0.005)
TR 0 1(0.01) 1(0.01) 0 0 0 1(0.005)




a4 hE 150mg

OA -y MER/NEE 10%

BElEADTELE ABET | ABEFLIE 5 ABEET | RKBFLE 5 &t
DI DRE ) DR DRE 3
FEE 3(0.54) 5(0.04) 8(0.07) 0 1(0.01) 1(0.01) 9(0.04)
IR 3(0.54) 4(0.04) 7(0.06) 0 1(0.01) 1(0.01) 8(0.04)
ENIS 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
HIEERESR 16(2.88) 52(0.46) 68(0.58) 2(0.71) 8(0.09) 10(0.11) 78(0.37)
05 AMEE % 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
M 54 6(1.08) 21(0.19) 27(0.23) 1(0.36) 2(0.02) 3(0.03) 30(0.14)
M - 0 3(0.03) 3(0.03) 1(0.36) 1(0.01) 2(0.02) 5(0.02)
T 1(0.18) 7(0.06) 8(0.07) 0 2(0.02) 2(0.02) 10(0.05)
AR 1(0.18) 2(0.02) 3(0.03) 0 1(0.01) 1(0.01) 4(0.02)
EES 0 0 0 0 1(0.01) 1(0.01) 1(0.005)
H A 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
RN 3(0.54) 0 3(0.03) 0 0 0 3(0.01)
fa<otF 1(0.18) 2(0.02) 3(0.03) 0 0 0 3(0.01)
B E 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
BERARIR 0 6(0.05) 6(0.05) 0 0 0 6(0.03)
HE 6(1.08) 11(0.10) 17(0.14) 1(0.36) 2(0.02) 3(0.03) 20(0.10)
H B AR 3(0.54) 10(0.09) 13(0.11) 0 0 13(0.06)
HE S R 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
I - BERES 0 9(0.08) 9(0.08) 0 1(0.01) 1(0.01) 10(0.05)
AST(GOT) |- 5- 0 6(0.05) 6(0.05) 0 1(0.01) 1(0.01) 7(0.03)
ALT(GPT) L& 0 9(0.08) 9(0.08) 0 0 0 9(0.04)
R - RERE 0 7(0.06) 7(0.06) 0 1(0.01) 1(0.01) 8(0.04)
Al-P b5 0 3(0.03) 3(0.03) 0 0 0 3(0.01)
aLATur—/L LR 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
SRR B 5 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
& I 0 0 0 0 1(0.01) 1(0.01) 1(0.005)
mp72) 0 3(0.03) 3(0.03) 0 1(0.01) 1(0.01) 4(0.02)
DA% - ) RLEE 2(0.36) 7(0.06) 9(0.08) 0 0 0 9(0.04)
hiE 2(0.36) 7(0.06) 9(0.08) 0 0 0 9(0.04)
mE (L) BEE 3(0.03) 3(0.03) 0 0 0 3(0.01)
R 2(0.02) 2(0.02) 0 0 0 2(0.01)
SREE 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
LRSS R EE 6(1.08) 6(0.05) 12(0.10) 0 0 0 12(0.06)
M B A% 1(0.18) 0 1(0.01) 0 0 0 1(0.005)
MR BE P 28 e 0 2(0.02) 2(0.02) 0 0 0 2(0.01)
M- IR 2(0.36) 1(0.01) 3(0.03) 0 0 0 3(0.01)
i S FEAE 0 2(0.02) 2(0.02) 0 0 0 2(0.01)
B 1(0.18) 1(0.01) 2(0.02) 0 0 0 2(0.01)
T 2(0.36) 1(0.01) 3(0.03) 0 0 0 3(0.01)
FRMBKES 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
R BR 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
~NEZ TR 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
HEk - FARES 0 3(0.03) 3(0.03) 0 1(0.01) 1(0.01) 4(0.02)
U ERERYE 2% 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
M ifn BRI 0 1(0.01) 1(0.01) 0 1(0.01) 1(0.01) 2(0.01)
I ERHE 2 0 1(0.01) 1(0.01) 0 0 0 1(0.005)




04w +§E 150mg 04wy MMAR/NEA 10%
BElERDiELE ABBET | REBFLE 5 ABBET | AKBELUE 5 &t
DK DR ) DIKR DR !
WRERRIEE 0 3(0.03) 3(0.03) 0 3(0.03) 3(0.03) 6(0.03)
SRR 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
JREEH 0 0 0 0 1(0.01) 1(0.01) 1(0.005)
iz I AR R 0 0 0 0 1(0.01) 1(0.01) 1(0.005)
il 0 0 0 0 1(0.01) 1(0.01) 1(0.005)
SRR 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
BUN L5 0 1(0.01) 1(0.01) 0 0 0 1(0.005)
ZHEAETE (R EE 1(0.18) 1(0.01) 2(0.02) 0 0 0 2(0.01)
A SE 1(0.18) 1(0.01) 2(0.02) 0 0 0 2(0.01)
—RHLBEE 2(0.36) 12(0.11) 14(0.12) 1(0.36) 0 1(0.01) 15(0.07)
HaEs A e 1(0.18) 1(0.01) 2(0.02) 0 0 0 2(0.01)
Ja g 2(0.36) 0 2(0.02) 0 0 0 2(0.01)
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