202642 AR (BB1AR)

7 LILF — R Eia R
WHEEERD
£S5 2F > ORAEEE

ES52AF0D:20megr -9

BILASTINE OD TABLETS 20mg “TOWA”

Ik EERE
AR« 35
) B -EMEONLZIILIVERTLIL

BARERRNEES

87449

RS

30800AMX00030

G iG] -

2. B2 (ROEBHIC(FEBERELAWZ L)
2.1 BHNDRRTH U BEE OBERE D & % B35

9.8 =&

—RANICAEBBRE MR T L TS 2 &% <, BliEh o bkt

NLAFTRMPBEN EATDBTNNH D

[16. 5Z:id]

3. #ARK - MK 10. #BE1EH
3.1 #8RK EIAF VIIPHEHOREETH BV,
o . 10.2 HAEE HEICEETSZL)
ﬁ";{jjﬁjzﬁ ]: 7x3’—/ ................................................... 20mg ﬁ%{]%% %%H‘{yfﬁ:{j( ) %%jﬁ(i *g%ﬁi ) f@[}ﬁ%
D-%>=b—)b, PR T—Lh -7 22T T TUZARA T AH O M IRE % | PHEAOHEICLS
] ZbE) . BEmRKTIABE. S>> ) a—=)) CIFTE AL LRI B EOHE | ARFOWRILE D N
o BF R A ATTY VBT R A, BEL Z [16.7.1, 16.7.3% | 7d 5, KT D EHEE S
D3RS HAL] ha.,

3.2 WHIOMER . R

- ” — . E
IR - Y FIE O DR RS KOEWERA S 5DND 2 EAdBDT, BEE T, B
AAhFR 20 ESZXF> OD h—17 DD 5N AT 5 LT 7 SRS ALE £1TS &,

— , 1.1 BXAREER
* = A 4 L. .
"y — — M1 2avd, 7F745F— (WTNHEERH)
£ @ — 1.2 ZOMOEIHEF

B (mm) 7.5 e BEAD

= .
- 34 bR | IRS. BDEWV, FIR, R
i : N B T, I EEN NP (%N
Py~ 50 o . . M Ejgﬁ\g@h@ MR

o &) A EWjD‘V 7. nﬂ‘l&*?&ﬂm\
4, yJJﬁERlafsdl% BB DERQTEE., LER RN,
OF UL —lt&% IR, By
ORMES (25 - Gk, BT OFE) H3E 35 R

E*u‘l nriz B K. B 2 - 2 2 Eﬁxﬂﬁ ]II]‘EP@I/Y?‘::/J:%

6. AERUVHE I 1 S IR, SR

W, RANICIZIE S AF > & U T1E20mg %1 H1[EZEfE R 0
59 %,

8. EELEANEE
(Gheesti@)

8.1 ZhEMFED SNV EITIT,
EICHERT R L,
(FUILF—HER)

8.2 AAlz RO EBFICHEET HHEEIE. HREFHIZEEAT. £
&'Eﬁm S5 EBHIBL. HHRFER TRETRITS Z EEE

)o

9. BEDEREZETHEEICHT I EE

9.2 BEEEEEEE

9.21 iz (30=<GR<50m_/min/1. 73m) NIZEE (GFR<30mL/min/1. 731
DBEHIEREZEDOH DEE
KA DMEDEED AT B2NHH 5. [16.6. 1208]

9.5 4FiR
IR SUSIEIRE L TW B ITREME D & B e tEIiCid. IR OB RMEN
fakittz EE2 EHE I N DB EITOAKREGTDH &,

9.6 1AL
BAF OB E O RE R AR EORE R ZEE L.
BAOME I IEERFTE 2 &, BER (5y b)) TAH
FABITT S ENmEINTVS,

9.7 NRE
INBEE AT G & U R BRI E S E L T,

BAREEHICOLEOEE LN

BB, X OFE. M TERE,

U LIALHE
HU, GER. (KESL R
Zof 70ty KR, BAE, [

JEANIVRZ, BB, 9555

2. BRBREBRICRITTHE
AR, T VG EARIEZ IS 5720, 7 LIV > RIS
B EEMT D3~5H AT L D AROK G2 IET S I ENMEEL L,

14. BRAEOEE

14.1 FEHIRMABEDOEE

14.1.1 PTPEEOHEFNIPTP — b5 WO ML TIRAT 2L 5
B3 L, PTPY— bOBEMITE D, BEWEA AR EREIR A
FIAL., BIZIZZEALZ2B I L THIBRARS O EE R SOHE 2 085
THZEND D,

14.1.2 AANIFO LICOBMERZZE S . FEREER O A THIA
WHETH B, /. KTIRHATZIEHTES,

16. EMEEE
16.1 MAEE
16.1.1 BERUVREERS

TEFERR N BH206I2 E T A F > §820mgZ ZE GG B R % 5 L= &
=, MAEF AT PN B U, 5551, 00 C & & i i i
F£277. 86ng/mLICRIE L 7285, 40110, 54 T L 2.2
Y5 2F > OEYHHEIZ10me. 20mg &k N50mg D i &IED TR &
KU RIEREICXDERIIEN 572

D AFO&GEHAEIZ1E20mg. 1H1EITH %,



(ng/mL)
400

300 A

EREESHE

100 4

0 . . . ? ; e .
0 6 12 18 24 30 36 42 48
5 (hr)

E I ZAF 2 520mgHilalfg O3 5D E 5 2 F > i b i
ZENERF G P SRR R (2061)
E 5 AT 2 §E20mg B [E1RE 11 5¢ 5y O SEM R LRI N 5 A — 5

(2)’kThRA
(ng/mL)
400

—o— : EIZXF > 0D§E20mg [h—"]
350 —— : 5/ 70D§20mg
200 P+ R (3141

250

200

EREEES

150

100

6 12 18 24 30 36
# 5% DR (hr)

HYEREINT A —5

e bht Crnax tmax AUCo-inf ti/2
(mg) (ng/mL) (hr) (ng « hr/mL) (hr)

20 |277.86 (117.40) | 1.00 (0.5-2.5) |1296.45* (368.26) |10.54* (5.50)

TS 5 TIOME (EE(RE) 2061 [a: 1961). tredd FOLE (R/MB-FATH)
16. 1. 2 EYE MRS ER
E'52F >0D§20mg [F—7] £¥ T/ 70D§E20mg%E, ~7 0%
F—N—iEick D FhZN1gE (E5ZF> &L T20mg) HEERKA
BRICHBHEEREORES Ok LU TIRMAK UK TIRMA) LU TiidEd
RENAREEZRE L., SN EYHHE/)NS A —% (AUC.
Cmax) IZDWTINEREX BRI THEHRIT 2T o 1258, wIihd
log (0. 80) ~log (1. 25) DN TH V. MiHI D AW FErY R A T
HEINLY
Mk U TIRA
(ng/mL)
400
—o- 1 ¥IAF > OD20mg [~—17)
350 —e : Y9/ 70D§#20mg
200 SEAE + EEERE (3201
250

200

SRR

6 12 18 24 30 36
B HHROWEH (hr)

HEYEHREINT A —5

HIE ST A—S BENTA—H
AUCo-36 Crnax tmax ti2
(ng * hr/mL) (ng/mL) (hr) (hr)
BT ZODIAME| 13561319 | 295.5487.6 | 1.360.49 | 5442151
£5 ) 70D§20mg | 13334268 | 2863821 | 1.36=0.58 | 6081 42

HE N T A—S BENTA—H
AUCo-36 Crnax tmax t/2
(ng * hr/mL) (ng/mL) (hr) (hr)
BT ZODGEAmE| 13464355 | 279.3+118.2 | 1.66-0.69 | 5.67=1.69
€5/ 70D§20mg | 1349+359 | 284.9+106.9 | 1.72+0.85 | 5.83+1.36

THagfE + ERER A (3261)
MAEFREN CICAUC, CnaxdFD/NT A= 13, #BRE OEH, (KK ORI EE -
RS OB G AEIC K > TRIR D WHEMA B 5,

S+ R G1H)
M PR CNZAUC, Coax B D85 A—F 1d, HiBRE ORI, (KD R -
RS DR BR R IC & o TS B TTREME D B B
16. 2 BRIR
16.2.1 REDHE
fR RN BPE20/1C 7 O X A —N—1ETRER R % GEIgH
B) ITESAF P 8E20mg % BERE D% 5 L /- & SR N & %
2 55 D Cnax s CAUC)-h 2 N 4K160% K OI40%ME T L 7202
16.3 9%
16.3.1 BEEFEEE
ESZAF > Din vitro & IR PSS 2RIZ0. 2~1ug/mLo i &b
IZHBNT, 84.22~90.04% TH > 7=,
16. 3.2 BANDBIT
RN (126) ZXRI. ESAF 2 820mg, E ROFI V2K
KT SERE2_EHEH, 7OXF—N—TEFNTNHEHZRSL. K
NOBITEZBRNUERKEE, ESAFUICEIDRMEEDOE RS X
CHIZBEED RO N> GHEAT—%).9 [17.3.1%
He]
16. 4 13
fERERR N BIE6HICI4C-Y 5 X F 2 20mg & BRI L /- & &,
ESAFriRiEEAERBEINLEN > GHEAT—4),08
16.5 HEitt
TR A BB E 5 X F > 5E20mg % ZE R A A 4% 5. L 7= &
%\&%ﬁm%ﬁif®%¢E?x%y®$ﬁ%%%ﬁ%muawc
Hoiz.?
fREERR N BAIE6HIICIUC-E 5 AF > 20mg 2 HERE 0% G Lz & &,
TR BEIZ I 527 H £ TITRHIT33. 1%, FEAIT67. 0% HE X 7z,
EIZXF i3, RHI28.31%, #HIT66. 534 ARE LA THRt S
o GHEAF—%).7-9 [9. 8%:H]
16.6 $FEDEREHTHEE
16.6.1 EBHEeEEEE
BRADEHRERERFICE 5 AF > #20mg 2 BRI LR 5 Lz & &,
FEDOBREEERFITBIT D E T AT > O Crnax 2 CAUC-infl ZIREFERL,
ANIZHARZNZNL 65 &L O2. 3fEmn o7z GHEATF—4).9 [9.2.1

2]
B RERE H R ICE 5 AT > $E20mg HAEI#E 4% 55 D SEYH SRR N T X — %

e Cinax tmax AUCo-inf ti/2

[GFR (mL/min/1. 73m?)] (ng/mL) (hr) (ng + hr/mL) (hr)

1EH: 144.0 1.5 737. 4 9.26
(GFR>80) (57. 8) (1.0-3.0) (260. 8) (2.79)
BT 172.1 1.5 967. 4 15. 08
(50=GFR=80) (45.0) (0.5-3.0) (140. 2) (7. 66)
AR LR 271.1 2.25 1384. 2 10. 47
(30=GFR<50) (30. 4) (1.0-2.5) (263.2) (2.34)
HEK T 228. 8 1.5 1708.5 18. 39
(GFR<30) (81.8) (0.5-3.0) (699. 0) (11. 40)

#ZO0IDTIIME (R . tmaxd 3P RAE (e ME- R )



16.6.2 =&
HBIER O (18~35/%). mlnHAER L (652 1) D47
—F (%8, F3261) 1T 5 AF > 4E20mg % HEIRE %5 Lz &
=, HmBEESRBETIZE 7 XA F > D Cnax X CAUC-inflZ Z 13 7
MoTz. BRI & B TIIE 5 AF > O Couad TR LML 745
IO AN AUChnfdZ #1378 > 72 BKEAT—4),10

16. 7 EYHEEEA
ESAF NIAET —F Dk R ) R7F ROATPIA2DEE TH 5.V

16.7.1 TURARA >
fRRERR A\ 246112 ¥ 5 2 F > 4g20mgl H1E & TV 20~ A 3 >500mgl H
SEI7THMIAHH K EROKELZEE, MEHPE S ZAF > DChak T
AUC2413FNFNRI2 IERUHIL I LR LA REAT—4), 1D

[10. 2]

16.7.2 A barvy—i
fEEERR A 24011 E 5 A F > $20mgl H1[E & 4 b 37/ —)LED400mgl
H1E6 MR EROES L& &, METE T AF > OChak
AUC) i3 T NZNHK2. 65 K K25 LR U GREAT—%).12

16.7.3 PIFF7EA
fe Rk N1261 (PKMEATLLE]) 1ICE 5 A F > $E20mg & PILF 7 ¥ A
60mgHf I HERE 35 U7z & &, IR E 5 2 F > O Cras/% FAUC)-inf
ZFNENRL SRERORL 3B LR L GHEAT—4).19 [10.2
2]

16.7.4 L= N—YPa1—2R
TR L2611 E 5 A F > §820mg % 7 L — 7 7 )L —Y ¥ 12— X240mL
THELEEE, MDY S5 ZAF > OCrak CAUCHnt 32124150 6
FEROHI0. TRFCIK R Lize ZOIMEHFE S X F BEOK TS L —
TIN—=YTa21—RILDETAF > OMIEN S OWINHEIZER
T 5 EMRINZDFIIARHTH 2 GAEAT—5). 19
TE2) 48 1A A A KR

17. ERPRRRIE

17.1 BHERVORLMECET SR

(FLIF—18%)

17.1.1 BRNEDEHE

BENET VI F—MREREREFE MR E L EERLERRICBVWT, EF
AF 4E20mg (LHIE), 7 =¥y 7 o+ Y HEE120mg (1[H60mgl H2
E) X375t RE222EMENRSG Lz, FEMHEETH D G SER
237 (&t < UoA%ME &M BRNTIFER) O FEE (LR
3. EIAF U8E20mgl H1EHRGiC LD TR L TaEERE D 2R
L7,

AT LIV E— S % 25 5 & U7 ik Bkt

R | SRS | X—251 >0 | Day 10~13 | Zfbie | T bREDE:
ESAF g -0.35
Yomatt 249 | 7.48+1.54 |6.48+2.12(-1.00+1.83 | [-0.65~~0.05]
g pfi : 0.023
TrFy } -0. 34
LTl | T | T.38%L43 | 6.42%1.97 | -0.96%187| (o o o0
FSEARRE | 251 | 7.33+1.49 | 6.73+1.87 | -0.60+1.72

MR 4« FAS, SEHE RS, [ ] @ 95%(EHEIKME. REEOHTERL

a: R—RA 1 KT B EDay 10~130F 2 a7 0Lk

b #5R4HMOFEE A7

c: bR N—2 T RO EHALRE LEREETIV (2720, 20mghto
RN TIET 2FV 7 2 F P UBHOT—FIZHV T ARN)
E I AF > $E20mgtk 5RO RIER B RIZ2. 0% (5/255(1) Thok. €D
PERIZMERRO. 8% (2/25501). IR, Sizif K MBI &0. 4% (1/255
) THoiz,19:10

(EMP)

17.1.2 ENEI/DAHER

ENHBRICBNT, BEZFRZER 2N L EERERRICBL
T, ESAF U4E20mg (LH1E)., E5ZAF 2#10mg AH1E)D, X7
TR E2EMRO#EG Uiz, TEFMEETHS MHERATY GEH.
NOAH) OHIFEEELEY 13, ESAF U 820mgl H1EHR 51k 75
TR L TERERBDER L.

1BIEFRRS & MR & U Tz i Bk At

HHRE JEBIEK | N—A 541 2P| Day 8~14 | Z{Lfe T IR EDHE
Eioxfg;ﬁ 100 | 4.54+0.89 |1.52+1.36 | -3.02+1.63 -1.52
mg [-1. 89~-1.15]
TSt REE | 95 | 4.4940.95 |3.02+1.32|-1.47+1.24 | Pz <0.001

fRATREER @ FAS, P 88 ERA. [ ] @ 95REMHRM, REEOMESRL

a: N—=ZA T4 VT 5 5Day 8~14DV-H 2 a7 DZEALE

b #5R4HMOTE A a7

c: R, N—2 T4 D EBHUEELE LIZBBET IV
E I 2AF > #E20mgtk SR ORIEAFBRIZ2. 0% (2/10141) Th-ok. €D
NERIZIM AP E V)V E >8R A% L 0% (1/101F]) TH o fz,10-19

(RERE (BB - RBR. KETOEE) ICHEOTOH
17.1.3 BEREIEEE
RIEEER (D5 - RIER. RETIEE) DT EREENRICERL
EHREREMZGHR GEMEE) KBWT, B AF §20mgl H1E
E LR Q1661 NOAZATIZHGELNE X=X T ITHART
WAL, S2EETHEL .
BIER A ZR32. 5% (5/1976) THolz. ZTONFITMERL 0% (2/19741) .
ASTHENN, 7 -GTPEEAN K VR RIS 23450 5% (1/1976) Tdp > 7z, 19

17.3 ZDfth

17.3.1 BHERECRITTEE

) fEEERA (1841 ZHHRIC, ESAF 8E20mg. ETAF
4Omg®, b ROFTPUROTSRZEEKR, YOA4—/N—T
FNFNLAIESHMIKERE L. RI1 B FidBick v gayEE
RREIC RIF T EZME L /- & &, E AT 0 HEELEIRAEIC &
ETEER TS EREARAREZRORN O GHEANT—4),20
(16. 3. 22:11)

2) fERERRA QOFl) ZX5ic, BT AF 2 820mg, £ T AF 2 £40mg.
ESZAF 2880mg, b ROFL PP RUOTSRE"EHER O
2F—=N—=TENTNIHIETHMKERSG U, PRI KRIZT
EBEML 72, BEFUETIZE 5 A F > 5220mg M M40mgld 7 5
TR EDMICERZRD SN o720, FEFHETIXE S AF 8
40mg Kk U80mgTid 7/ IR L ik L T, FEMRRD SNz GLEA
F—4),20 [16.3. 2]

17.3.2 DMBERNRITTHE

R A (306]) ZRIT, ETAF 2 §E20mg. ETAF
100mg™®, ¥ 2F > §E20mg+4 k37 —)L400mg. EF 7OFH
2 A0Mgk T TR E ZEER, Y OAF—N\—TZNZTNIH1E4
HRERERSL (5270592 > OHSHED) . LDEBEOMICFIET
WERFML 2. FEFBEEE [QTINRPOR—Z T4 > 6 DR
DT TREDE] EUTFHEL AR, S A F > §220mg K U'100mg
TiE, BEZROVTNORE TS 7 I RICHT 2QTeNidDR—Z 1
S OELEDFRISHEERM O ERIZ10msec?Z LA 5 xno 7z
SNEANTF—5),2

a: BIBHIE LRI OB E T — 4 & AW TRHIE L 7=QTRHKE

1) AFIOEGEMAEIZ1E20mg, 1H1[ETH 5,

18, EIHEE

18.1 {EFHLRF
EIAF I 2% 2 CHIZFERETUER KUY LIVE—1EH %
229,20

18.2 ERY I UHIZRAENIER
ZHREEEGRBICBVWT, E hOERY I CHIZAEKITHEFER

(Kif : 64nmol/L) Z/RxU7= (in vitro)., EILVE v M EGEEA

RUOKERARIIBNT, X% I UERIE 22N Z1100nmol/L
&30nmol/LE DMHIL /= (in vitro)., ¥R ITE2ERBRICH
WTIE, v MRGEILVEY OB RS I VARINE BN T2
WL 7z SN G IC X SBRBRIcBVTIE. KB TEILEY
NDEZE 2 PGB IE % P U 7o, 292929

18.3 7 LIV¥F—ER
PUFEEIEL 72 BIVE Y S OFHEIBEARICB W T, FUsH TR %
It L 7= (ICsofi : 95. 5nmol/L) (in vitro ), 2329

19. B SICETSEEZHMA
FEE H3C CH3

CO2H

—#4 - EZ AF > (Bilastine)

(b4 @ 2- [4- (2- {4- [1- (2-Ethoxyethyl) -1 H -benzimidazol-2-y1]
piperidin-1-yl} ethyl) phenyl] -2-methylpropanoic acid

7 F 3 CasHarN303

53FH 1 463. 61

R ABOREEOM KR TH D, KXITSY /—)L (99.5) I
& A EETIRN,

22. A%
1008 [10%E <10 : PTP]
5008 [10%E <50 : PTP]
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24.

FEXE
t FOATP1B1, OATP1B3, OATP1A2, OATP2B1Xi3OCT1D %
BHELToOBmEF (EZ 7 78 : 2016459 H 28 H KRR, HIGE &MY
32.7.2.2)

[EROZEICET 2 MHREMRE (BT L8y BmEMmT (8
Z /78 201649 H28HRE. HFBEERMEE2. 7. 1. 2,
2.7.6.1)

MR N B & R & U7z BRIREE T AHBL[E & ONRAE 4% 5305
BT 2EYBREOME (T 78 20164E9H 28 HKGE, H
FEERMEEE2. 7. 2.2, 2.7.6.5)
tHNER - AR R SRR
MFEEEE (BT 78 20164F9H 28 HRGE, M ERMEE
2.6.4.4)

Farré M, et al. : Br J Clin Pharmacol. 2014 : 78(5) : 970-980

A phase I study to investigate the absorption, metabolism and

excretion of [14C]-bilastine following oral administration to

healthy volunteers (Y5 /J 7§ : 20164F9 H 28 H /KGR, HF &R}

H%2.7.2.2, 2.7.6.7)

HCEEFMARRERR OB GHZDOE R ANT VADMREF (EF /7

BE 201649 H28 H/KAE. HHAHE RS2, 7. 2. 2)

Evaluation of the single-dose pharmacokinetics of bilastine in

subjects with various degrees of renal insufficiency (EZ /7

BE © 20164F9 H 28 H/KGH. S ERMMZE2. 7. 2.2, 2.7.6.11)

An open-label study to assess the effects of age and gender

on the pharmacokinetic profile and pharmacodynamics of

bilastine in healthy volunteers (E < / 7§ : 201649 A 28 H &

B, HFEERMEE2.7.2.2, 2.7.6.10)

A pharmacokinetic and safety study evaluating the potential

interaction of erythromycin and bilastine under steady-state

conditions in healthy volunteers (EZ /7 &€ : 20164E9 H 28 H 7k

A HESERMEEE2.7.2.2, 2.7.6.12)

A pharmacokinetic and safety study evaluating the potential

interaction of ketoconazole and bilastine under steady-state

conditions in healthy volunteers (Y= / 7§ : 20164E9H 28 H &K

B, HFEERMEE2.7.2.2, 2.7.6.13)

A phase I, open-label, randomised, two-way crossover study

to evaluate the effect of diltiazem on the single-dose

pharmacokinetics of bilastine in healthy adult subjects (Y5 /

7 §E © 20164F9 H 28 HARGR., WIRE A RMYEEE2.7.2.2, 2.7.6.14)

A phase I, open-label, randomised, two-way crossover study

to evaluate the effect of grapefruit juice on the single-dose

pharmacokinetics of bilastine in healthy adult subjects (¥< /

7 8E 1 20164F9 A28 HKRY, AN ELRMEEE2.7. 2.2, 2.7.6.15)

Okubo K, et al. : Allergol Int. 2017 ; 66 (1) : 97-105

BEETY LIV F—EEREEENRE L ZBRE LIRS (E5

J 78 20164F9 H 28 HRFE., HIGEERMY T2, 7. 6. 24)

Hide M, et al. : Allergol Int. 2017 ; 66(2) : 317-325

BUHEREEEENREUZBERE T /IMHHAR (ES 78 :

20164F9 H 28 H KGR, HIREERHEZE2. 7. 6. 33)

Yagami A, et al. : ] Dermatol. 2017 ; 44(4) : 375-385

Conen S, et al. :J Psychopharmacol. 2011 ; 25(11) : 1517-1523

Garcia-Gea C, et al. : J Clin Psychopharmacol. 2008 ; 28(6) :

675-685

Tyl B, et al. : J Clin Pharmacol. 2012 ; 52(6) : 893-903

Corcostegui R, et al. : Drugs R D. 2005 ; 6(6) : 371-384

Corcostegui R, et al. : Drugs R D. 2006 ; 7(4) : 219-231

b2 I CHiZAEEETER (€2 7 7§ : 20164E9 A 28 H AGE.
HEEHEE2. 6. 2. 2)
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