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HARH INZAF 2 OREPN SR
IJ__t'za":JﬁSmngDJ
xI) lZTD&ﬂOmger

TIVAFIODs10megnn,

EBASTINE TABLETS
EBASTINE OD TABLETS

$E5mg $£10mg | OD$E5Smg |OD$E10mg

A3 RE S| 22000AMX01395 | 22000AMX01396| 22100AMX01967 | 22100AMX01968

fr7eta| 200847 H | 200847 H | 2009411 H 20094114

2. B2 (ROEFBICIFES LBV E)
KA DR 0 VBB O BHERED & % BE

Ly JAARERY, ¥
~Fr. ATTIYUE
Mg, L3>, &F

3. #8nk - MK
3.1 8%

fR7e® | TONAF v$ESmg [YD] | T/NAF V§ElOmg [YD)

BRIKS | 1880, TNRF U5mg | 18EH. T/NNRF > 10mg
HATNT 7 —ktF> T, ra—Z, e Raxy TS

— oEltla—2X, ZaxRE Ry, 277 »EMg.

8 vFuxu—2, ¥y, BitFy . vrud—),
FIvFrrNary
e INZXFOD#Smg/TNZAF > OD#10mg
- [YDJ [YD]

BRIKSY | 188, T/NAF »5mg | 188, TNRF 2 10mg
D-v>=ZbF—J, EFO|D-v>=bF—Jl, EFOF
Fyubrtiru—A,|vFuieilo—2, #K

A WK EBEKBAHNLT|) VBIKEALT T L, J0

ZARERY, AFT7YVE
Mg, ¥o<F . BF

3.2 EFHIOHIK

74 | TNAF U8E5Smg [YD] | T/NRF VE10mg [YD]
HEDOT 4 VAd—F 1 V| FHERADOF Y Ly
IR - Al | 8 MUIOHEBD 7 4 VLA —
T4 VT
" YD
iz @ —— | (Y0369 —
BiF #6.1mm (Ef®) #910.2mm
Es f93.1mm $93.7mm
HE 90mg 180mg
s INAFODESMgTNZAF 0D 10mg
- [YDJ [YD]
R - FIFE WIREDFREE HEDHR5E
— o
£4
BfE f6mm #97.5mm
E& #92.2mm #93.2mm
&2 85mg 170mg

4. HEENIFZHR
OEME
OB - KER. . KEEFEE
O7LIL+—¢8BR

6. RERURE
WHE. RAIRIE, TANZRFELTIES5~10mgZ1H1E
BOKET 5. b, F - BRICKDEEERET 5.

7. BERURAEICRET 5FE
HiRE T3, 1H1ESmg» 6% 59 25 EERTH I &,
[9.821#]

8. EEREARNER

(GhgeEsE)

8.1 RE 2T ZEAHHDT. ARIBEFOBRZICITEE
HOEE L SfEE D BROBREICERSES 2 &,

(ZLILF—14EER)

8.2 EEIMOBFIKRET 25, WREFHE2EALT. Z
DOEAIPOHREZHIBL. HFREHRTHRETHR TS
ENEFE LW,

9. BEDERZEITIEEICEATIERE
9.1 SHIE - IEFEEDNH B EH
9.1.1 REAR 01 REEEZIITVSEE
AKEBEEIZED ZAT04 FOBE2IP» 55851, +
FREBE R THRZITIZ &,

9.3 FrigEEEEEE

9.3.1 FH&EEEER FZDEIEED H D EE
FHERESHODNEIBENLNDH 5,

9.5 iTiF
R IIERE L T WA RO H 5 tkicid, BB LD
B a2 RS S MM S 2B EIC0AERET
AT &,

9.6 %2R
WELOBEREROCBARBOAREZEZE L. BAD
Mk EREtT s &, BMER (Sv ) TH
HTHANOBITHAMESIN TV S,

9.7 INB
INBEERRE U BERRBRIESER L T0an,

9.8 SpE
BEOREZTHICBE LA SBRET S, —f&KIC
AHFHBEENMER LTV, [7.3]

212a0o12



10. 18E{EA

AENE, EE U TREBERCYP2)2K U CYP3A4THRH
Ehd. [16.432H]
10.2 HAER BRICERTD L)

HH S ERAER - HEE A W - fEbERT

T RAuYA Ty | KEORBIAVNZ | HUNRF  ORE D

[16.7.12H8] F U OMBHBESK | IHIShsEEZLN
EICERT B EN| B,

WEIN TS,

A FarVy—=L | KEFOREIALINA
FrOIMmBEFEED L
ATHIEPWMESH
TW5b,

Y77y ARIORBIH LNZ | HUNZF > ORBH
FrOMPEHRESK | EESNZEEZEZHN
T¥azepEan| s,

TWa,

11. BHER
ROBWERANHEDONBZ I ENFBHBDOT, BEZ+H7IC
T BREPRD SNIBEICREEPIET 274 88
VR EZITI &

11.1 EXFENER

1M1 Y3vd. PFI745F— (WTNLHEER)

MEET. MRS, RIEFESOERPRD 5Nz
mEcid, 52l BYRLAEBEZITS 2 &

11.1.2 FRSEERRE. BE (VL3N HERH)

AST. ALT. LDH. y-GTP. ALP. BV L DL
REZMHOTRERE. BEVHOODNEIEND
%o

11.2 ZDfthDEHER

1%2L 0.1~1%R¥ | 0.1%K SHREEANEA

IBHE ESNIES N

CARRE

TEBRER #iE ME B

B RS, BR . | AR
ES & W, LU
&
BERE. | TH, &K |EK - B,
BOBER it

L7
JrFh AST. ALT.
LDH. v -
GTP. ALP.
vyLE
DLEF
IPRER PER B E .
BEPR

HRRERIEZ.
(E3=:- 1IN
AR,
BiE. KRE
®H%. BUN
nLERFR
i

HtE |08

Z Dt faEREaE  [1E3TH

12. [EFRRBERRICRIFTZE
AENET7 VIVF VERRIGEIHT 570, 7LLF Y
BARISHEE 2 £ 2R1d. REZHRE LW &,

14. BRLOZER
14.1 FRIRMEEOER
(BFIHE)
14.1.1 PTPEEOEANIPTPY — b2 5H0 H L TIRAT 5
5B T ST L, PTPY— FORAICE D, BEOLHE
D RERBEARA L, BIZ3EFfLe B2 L THERE
ARFEOERLAIELHRET L ENFH .

(ODf#E)
1412 KB FO LICOE TR ZBHS 85 EHET 57
O, K LCIRATTRETH 5. F7z. KTIRAT S

LHTE B,
16. FWENRE
16.1 MRE

16.1.1 BOHgS
INZF I, BORGHR. PEEBHRZRZ
Iy EEAEBAULNZRF ViIcREESh b, BERA
ICINAF Y (%#EHE) Smg (5F1). 10, 20%),
40mg® (Zofl) =ZEIER 1 OROREH. KREMGE
THHINAF VIE, 40mgh) 5 1BE%KICDH
l4ng/mLap i S vz,

) AHOKRS N HEHARIIS~10mgTH 5.

16.1.2 £ FHIRIE MR

(INRFEE5mg [YD])

INAF V$E5mg [YD] & TNATIEESmg#E 7 1 X
F=N—FIEDZFNZFN2E (TNZRFELT
10mg). EERABFI3ZIHEREREORS LT
WHROBEBERBMH LN F VBEZRIE L. 85
N7-EY /N5 X —% (AUC. Cmax) IZ2OW\WTHE
BHENT 21T - 7R WA OEMENEFESHEERS

ni7z2,
HENRT A= BEINTA—F
AUCo-72 Cmax Tmax ti2
(ng - hr/mL) (ng/mL) (hr) (hr)
INAF VHE
Smg [YD) 2808.5+£880.9| 106.9+39.8 |5.84+0.7|18.9+2.2
;:127\7‘11/% 2983.7+£977.7| 122.3+53.6 |5.8+0.7 |18.1+2.5
(CFHfE + 28Rz, n=13)
(ng/mL)
1501 —— I NNAF U §E5mg[ YD)
it a— I)NZATILEESME
= 100/ (TAfl~ B, n=13)
i
-4
50+
0

0 1‘2 2‘4 3‘6 4‘8 6‘0 7‘2
#E&EE (hr)

MBEHFREENEICAUC, CmaxFED/ /8T X — 1%, #HERE OEIR, KRO
RN - RS ORBRSMIC & > TR DTSN H 2.

(INRF4210mg [YD])

INAF VE10mg [YD] &TNATIVEEIOmg%z 7
OAF—N—FRIZL D ENETNIHE (INZRFELT
10mg). BERASF16EICHAEREROZS LT
FROEEREWHLVNAZF VEEZRE L, §5
N7-FEWERE/IN T X —% (AUC. Cmax) IZDWTHE
FHENT 217 - 12 WA O LN FEEME P TER S

niz3,
HEINT XA —% BENTA—%
AUCo.72 Cmax Tmax t12
(ng - hr/mL) (ng/mL) (hr) (hr)
INAF VHE
+ + + +
[omg (YD) |2732:2%8040] 1080355 |5906 |183+30
iLO}I;l ;T’Lﬁ 2957.5+£809.7| 118.0+34.6 |58+0.8|181£2.5

(P9fE +FHERZE. n=16)
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(ng/mL)

HENT A —%

BEINTA—F

AUCo.72
(ng - hr/mL)

Cmax
(ng/mL)

Tmax
(hr)

t12
(hr)

INZAF 0D
$E5mg [YD]

2024.5+£452.2

77.12%20.00

6.4+1.8

20.2+2.8

INATILVOD
$E5mg

2064.4£458.5

77.01+£18.92

59+1.2

20.6+2.9

(EHE - ZEEFZE, n=14)
(ng/mL)

—— T/)NAF > OD#ESmg[ YD ]

801
i a— I)NAT)LOD$ESMg
%§ 60} (T49iH + AR, n=14)
#
 40]

0 1‘2 2‘4 36 4‘8 60 7‘2
SIS (hr)

MFFEEECICAUC, CmaxZFD 85 X — 1%, #HEEORR, KK
DREVEE - BRSO HEBEMIC L > TRLZWHREENH 5,

(IZ/NZAF>OD#10mg [YDI)
(1) KTRALES
INZXF»OD#10mg [YD] & NNZR T
OD$t10mg# 7 0 2+ —N—iEic & D Zheh
188 (ZNZRF> &L T10mg). EERAET

1442 1M AR O# 5 U T Mg oEERH
MAVNZF VBEZHIE L. Boh/l-3EY
/N T X —% (AUC. Cmax) IZ2DWTHET
FRIT 24T - 7 /R A OB IR S
maniso,

HEINT A —%
AUCo-72

BEINTA—4

Tmax

Cmax ti2

(ng + hr/mL)

(ng/mL)

(hr)

(hr)

INZXF>OD

$£10mg [YD]

2818.8+1096.5

103.6%+42.2

5.7x1.3

20.6+1.8

INATILVOD

$£10mg

2981.5+1566.4

108.3+59.9

6.1+0.9

214+£1.8

150t —— TN ZXF V§E10mg[ YD
% a4~ T)NZAT)LEE1Omg
i 100} (CEHE R, n=16)
b
4
50+F
0 L L L L L L
0 12 24 36 48 60 72
B 54850 (hr)
MEEHEREY ICAUC, CmaxZan/85 X — 513, #hEE OER, &Kiko
FRENEEY - BRSO IC L > TR DTN H 5,
(INRFOD$E5mg [YD])
(1) KTHRALEIES
INZF»OD#ESmg [YD] &INZF)LOD
$ESMgE 7 U XA —N—FEIC kD FhENR18E
(ZNAF &L T5mg). BEBRABET1I4%
ICHEEHERE RS L CIEh o st RS 5
LNZF VBEZEIE LR, Boni-5Eyghe
85 XA —% (AUC. Cmax) 2D\ THEHENT
EITo AR, WA OEYFENR S, TER S
nizv,
HEINT XA —% BEING A —4
AUCo.72 Cmax Tmax t1/2
(ng * hr/mL) (ng/mL) (hr) (hr)
INZXF 0D
$t5mg [YD] 1397.8+£295.8/53.01+10.09|5.6+1.6 |19.8+2.8
INATNOD | 4199+4743|51.5017.52| 6.0+ 1.1 [20.3£3.0
$E5mg
(E¥9fE =12 HFZE, n=14)
(ng/mL)
o 80¢ —— TN AF > OD$E5mgl YD)
#% 60l a— I)NZATINVODEESME
. (P~ (R, n=14)
401 4
B
20+
O

0 1 ‘2 2‘4 3‘6 4‘8 6‘0 7‘2
RSB (hr)

MR FICAUC, CmaxBD /37 A — 213, HERH ORBIR, FK
DIREXEIE - FefEIFORBRIEMIC &L > TREZWHENH 5.

(2) KIFUTRALIEISGS

INRF »OD#ESmg [YD] &T/NAF)ILOD
$ESmgE /U AL —N—HKICE D EThEN]§E
(ZNAF &L T5mg). BEBRABET144
ICHE R B EROR S U T o mEREm 5
LNZRFVBERPIE L. Boni-ENEhe
)3T X =% (AUC, Cmax) 2D\ THEHENT
BT AR WAlOAEMZNESH SRS
n7z4,

(EHE - FEERFRZE, n=14)
(ng/mL)

150}

—— I )N ZXF »OD#E10mg[ YD
I a— I)NAT7)LOD$E1Omg
(Pl +FHERZE. n=14)

0 12 24 36 48 60 72
#E5%RE (hr)

MEFEENFICAUC, CmaxE 0 /87 X —# 1%, #HEREORER, KK
DIREE - FFEORBSEIFIC &K > TRADAIREMEN H 2.
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(2) XKXUTIRALEISES
INAF»OD$10mg [YD] LT NZ T
OD#10mgz 7 u A% —N—KIc kD ZhZh
188 (ZNZRF> &L T10mg). EEKRAET
143 12 R B AR O S U T IR o SR H
MAVLNZRF VBELZRE L. B5NIEY
gRE/)8F X —% (AUC. Cmax) IZDW\WTHE
BRI 24T - 7GR WA O AW Z R R 5
manizd,

HENT A=
AUCo.72
(ng - hr/mL)

BEINT A=

Cmax Tmax ti2
(ng/mL) (hr) (hr)

INAF 0D

+ + + +
$210mg [YD) 2862.4+£932.4| 102.9+32.7 |6.3£0.7 |21.2£1.8

INZAT)LOD

2795.8+£734.5| 103.8£27.2 |6.0£0.820.8%£3.0
$210mg

(ol +EHERZE. n=14)
(ng/mL)

150¢ ——I/NZAF > OD$E10mg[ YD)
I a— I)NZT7)ILOD#E1Omg
(EHE +FHERZE, n=14)

0 12 24 36 48 60 72
BEBEEE (hr)

IMEEFREN MICAUC, CmaxFED/8T7 X =213, HEREOBR, FR
DEREEIEY - BEOHBRFEMIC L > TRELDFAREENH 2.

16.2 DRUX

16.2.1 RINZE
%990% (v h) 0

16.3 210

16.3.1 M#E - MEBAESE
INZAF Y 1 99.9%LLE (in vitro. & ME. P
BENTE) ©
HVUNAF > 1 97.4~97.7% (in vitro. b bIMEE.
FRoL283%) D

16.4 {35

16.4.1 EIHEY
HUNAF Y (EEHD) D

16.4.2 (XHHRIE
INAF Vidtert -7 FVEDBRBILTHILA VB
ETHHEZNUNAFVICRBE SN, &6, 7z =)
BEDAOKBILE Z Ik 3D X bF (b, Bk
BIN-i 7 L5 IUt. T—F LAY E S 2%
FAZENRDENTVSD HEAT—%),

16.4.3 (X5EEHR
HUNZAF o AORFICEEELTCYP2]2,
CYP3A4ns, F-REMEKOBILAIN-FE7 L F It
I2IXCYP3A4HBES 9 589, [10.2H]

16.5 HEtt
A 1EREO#KSD
BER SRR AR Y PRAEpEEHER (B G895 %)
(mg) (hr) INRF HUNRF
5 0~72 0.1 1.7
10 0~72 0.0 1.8

7. INRF Y (methoxy-14C) 10mg#% 1 [EIFEO#H
5. BMATEEIE720RME TORPICHRERED63%. 48
R TCORFERICRERED16% RS NZD (S E
AT —%)o

16.7 FEYWEEER

16.7.1 TURORAY Y
fRERRRA8HIIC /N F > 10mg#x 1 H1E14HBRE
BOKE, SBHEEDTY ZAu~v 1 1,200mg/H
ZHAREO#RS9 [10.2201]

HUNAF
WEH Cmax Tmax ti2 AUCo-24
(ng/mL) (hr) (hr) (ng - hr/mL)
HAER7HHE
(B S BAE) 244+ 15 5%1 17.2+£0.4 | 4,092+181
HER14HEH
(RS REH) 514+27 5+1 21.6%+0.9 | 9,492+581
(P9 fE + EHERRSE)

17. BRARAIR

17.1 EHERURLHEICAIT ZEER

17.1.1 ERERAREER
INRFY (EiBHE) O_BEMEBEREBID-OKRY
—fRERIRARER D) ~2DIC B 1T 2 BRSO LT OREH
RICB T B FHMERBIXI34FITHD . Th b DK
BREEROEB ) TH 5.

&Y CARRE 75%(277/369)
B - BER. FEE. BUE T D FEE 71%(188/264)
T ULEF—RK
EEET VL —HERR 54%(137/253)
A FTERAE 50%(24/48)

18. ERpEIE

18.1 {ERkER
INAFYOT UVLF =R 2HIER IR ER
HHMTHBHUNZFUICEDERMEOL 2 I VH)
SZRBETERZERET 5, /2. BEETLERAY 3
VEEEINEIER B RO 5 NS (in vitro).

18.2 ;7 LIL¥—1ER
INZF I, BOKEIZKD, AT I VEREER
B (Y M), RBEETF 7« 5% — (PCA) Kb
(BFLEY M), EBOT7ULF—HER (Sv ) 2
WHE L. ZOPCARIGITHIMER X RS L7222,

18.3 ERY = VHISBINENIER
INAFVOEEREITHHLHLUNZXF VI, L
Ty MIHSEEARUVHBERICB IS Ay I Vi
I 2 BERENICMEI L. e 24 I VHIRERE
FEAZR LIze INZAF VI, ELEY MG EE
ATERHZRE R A 7222 (in vitro),

18.4 ER9 = ViEEIFI{ER
AVUNAF UL, BEETRET v b OIEREAEMa
5DOHEFERKE Ay I ViERR O bR FEERR S
50k MgERAFEHRE 24 I ViR I L7222
(in vitro ).

18.5 R 9= VFEREARINEER
BERAZNRE LAY I VERRARIGREICH
WT, INZAF V5, 10mgDROHRET. BB RO
B2 REREMICIME L. H5%24BHICBVWTH S
St RICH UEREICHIE L-23,

19. B CEET DIB(LXEMAR
—f&II4FR - T/NAF > (Ebastine)
£ % £ :1-[4-(1,1-Dimethylethyl)phenyl]-4-[4-
(diphenylmethoxy)piperidin-1-yl]
butan-1-one

= : C32H39NO2

a1 :
7 T B :1469.66

212a0o12



és R ABORRSEREORERTH 5,
BEfE (100) ISR TL. A J =i
RRBITRTL, T¥ =)L (95) II%
BFIZK L, KITIFEAEB T2V,

HIZ L > THRA ICHEARE R 5,

{b2ErEE

CH;

HiC CH,
20. B\ EDEFR
(OD#®)
TLIO—FEBITER LRI GEELTRET S &,

22.

(2

(INZAFEE5mg [YD])
100%E [108& (PTP) x10]
(INRFV$E10mg [YDD)
100%% [10%& (PTP) x10]
1000%E [108E (PTP) x100]
(INRF>OD$E5mg [YD])
1008 [108E (PTP) Xx10]
(INRFOD#10mg [YD])
1008 [108% (PTP) X 10]

23.

1)

FEXH

Yamaguchi, T. et al.:
Res. 1994 ; 44 : 59-64

Arzneim.-Forsch. /Drug

2) HNER  AERREEERE (5E5mg)
3) AR AYERREEERE (5810mg)
4) HNEHR : EWERESEERE (OD$E5mg)
5) HAER : EYEHESEERER (OD#E10mg)
6) Fujii, T. et al. : Arzneim.-Forsch. /Drug Res.
1994 ; 44 : 527-538
7) BEHNAREHAEZTHEHE BEIIFE. 2021 ; C-
993-997
8) /M4 : Progress in Medicine. 2003 ; 23 : 282-
287
9) Hashizume, T. et al.:]. Pharmacol. Exp. Ther.
2002 ; 300 : 298-304
10) Rigfi— @ EEARESE. 1995; 11 :1213-1226
11) AKHEE fth @ ERREZE. 1994 ; 10(Suppl. 1) : 55-72
12) BBEE  fih : BEREZE. 1994 ; 10(Suppl. 1) : 125-
145
13) AKRHE fi @ BERESE. 1994 ; 10 : 895-912
14) BHEES b BREZE. 1994 ;10 1143-1162
15) AKHE fth @ BIRESEE. 1994 ; 10(Suppl. 1) : 43-53
16) AKHE fih: BKEZE. 1994 ; 10(Suppl. 1) : 89-
102
17) AKHE fth : ERFREEZE. 1994 ; 10(Suppl. 1) : 73-88
18) HWiGEEE b @ ERREZE. 1994 ; 10(Suppl. 1) @ 113-
124
19) BGEEE b @ EREE. 1994 ; 10(Suppl. 1) : 177-
188
20) BBBE it BEAREZE. 1994 ; 10(Suppl. 1) : 163-
176
21) BigEsE  fih: EEEZE. 1994 5 10(Suppl. 1) : 147-
161
22) HEERRA 0 HAREIEEHEE 19945 103 1 121-135
23) AKHE fth : EEEREZE. 1994 ; 10(Suppl. 1) : 103-
111

*24. NHEERERUEVEDLEE
EEAR LT« 2 7 ABAET BEFERE
BEILRE TR TRRE3697HFMDS
0120-647-734

—
oe]

26. RISIRTERES

*26.1 BLEHRSETT

o I T A
W BEES T AR A
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