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Bilastine OD Tablets 20mg “DAITO”

pERRE= Nl SO IviE AP QUE 3 ke p Rl R 7% B 4

2. 22 (ROBEICIFRS LBV L)
2.1 RRIOR I UBBIEDOBHERED H 5 BE

9.8 S

—RREICAEBRRESE RN LTnA 2 e 2L, By o bikits
NBEARAITRIMFBREDN LR T 2BLNHH 5. [16.5 ]

10. #8E{FA

I 2F VI PEEHOEE TH S,
10.2 HEEER HAICEETZIL)

A2 %

HRPRREIR - HEETT

W - fElEE T

R S wic GV
JILFTE L
[16.7.1. 16.7.3 =

KAEIOMBEHERE %
tREE3EDRE
Db,

PHEEHOHEEICK
2 KA DMK D 18
MCERY 5 & H#E

3. fERY - IR
3.1 #8m
IR7E 4 Y5 25> OD $# 20mgl A1 |
B S 1§ €5 2F > 20mg
g [PY Y= bk JHARERY 270X, &
. BEAKT AT, ATTYVBY TRV L, B
3.2 BFIDOMIR
B4 ¥'5 25> OD # 20mg[ 51 ]
LEX7N HE&EO MO HEE
(@)
s s
Bl —
Eff 8.1lmm
RESFH EE 2.9mm
HE 170mg

4. FMEEIFFIR
O7LivF—ieak
O=ZmZ
ORERE (D7 - RER. REZSFE) [CHESZ5FE

6. AERUAE
HE L RAICIZE T2 F > & LT 1 20mg % 1 B 1 EZERERIC
EORET 5.

8. EERELRNER

(GhgE@E)

8.1 ZIENEDOLENZVIBEEICIE, BREEHICHZZDHEE LW
KOIEBT AL,

(ZULILF—HE2R)

8.2 AAIZZFHEOBRFIRET HIHH1L. FREFE2EZTC, £
DERIPOEEZHE L. FREHEKTRETRITAZENEE
L,

9. HENEREHI EHICHT IR

9.2 BigaEEEEE

9.2.1 B%E (30=GFR < 50mL/min/1.73m?2) XI[3EE (GFR
< 30mL/min/1.73m?) DEBEEEEZEDHSEE
AR OMBHEEN LR T E2BZNDH 5, [16.6.1 ]

9.5 1R
FIR IR L C W A TTREE D & 2 i Icid, BB LB
falEtt % FE S L E N AIEEICOREET S L,

9.6 BILIF
AT OLMICITBE EOERER ORI RBEO AN 2 Z &
L. ZAOMEIITIE 2T 52 &, BMER (S ) T
HITFRABITT B EPMES N TV S,

9.7 INR
INRZEEMRE U BERRBIIER L Tz,

g1 N5,

1. B8R
ROBWERDPHS5DNL T ERHHDT, BEEZTTITL, &
EDPROONIBEIIHEG 2T 270 EHEYLLEZTS
&

1.1 EXGEIER

1.1.1 Yavd, PFI745FV— (WTNHHEEARH)

11.2 Z0fthDEIER

1% A
EEmER R DEL. B %
e 8. T, W | B O,
Gl BRE. B2, BD
EHT 0 5 AR
. sif. D&M QT i
i E. DEREE. H
I Bis
e isg EH. v-GTP/ALT E&H
7
merzrryrsr=>
Sl ni
FERE B VR BT
o . 2R, ME
IREIE VORI, ZIAHE
HE. %, (KEE
. N ZY+wY R E
Ot 5. A, O
RA, BHTUE. S

12. [RABRERRICMZTRE
KANE. TVVT Y EARISEZIHES B0, TUVILT Y ERAR
JSHE EEM Y 5 3~5 HEl &K O KB ORG zHikd 2 2 EHE
F LW,

14. ERLDER

14.1 EFIRZAEOES

14.1.1 PTP DAL PTP > — b2 5 WMO L TIRA T 2 &
S1EE I ST Lo PTP ¥ — FORRKICK D B HAET A BB
JEARIA L, BIIZEEA 2B L THIRAREDER L AHEZ
MHETZ LD 5,

14.1.2 KANZEHO_EICOEHER 2 R S & BERIER O & CTHRA
ARETH Do F/oy KTRATAHZIEBTE S,



16. ZE4PENEE

16.1 MoRE

16.1.1 BEINURERS
TEEERL A B 20 flic €5 A F VE 20mg % 2S8R B R % 5
L7z &, Mg iEemIic R L, %54 1.00 B ©&
IR 277.86ng/mL ICEE L 72t 1HAREREH 10.54
REf TR L 722,
Y AF > OENEREL 10mg. 20mg KT 50mg OFEED ©
MR R Uiz, REBSICE2ERI LD o729,
1) AROAGEHEE 1E20mg. 1 H1ETHS,

(ng/mL)
400

300

AEEEE
19
5]

100

0 6 12 18 24 30 36 42 48
B [t ()

EI 25 4E 20mg HEREORESRO Y T 2T MEEHEE
AR S, SPAfE L IRERE (20 F)

Y5 25 it 20mg BEIRE %58 O EYEE R ST A —F

E%% Chmax tmax AUCo-inf t12
(mg) (ng/mL) (hr) (ng - hr/mL) (hr)

277.86 1.00 1296.45% 10.542

20 (117.40) | (0.5-2.5) | (368.26) | (5.50)

TEIERER S, POl (BERZE) 2060 [a: 19611, tmax ZHFRE (&
ME-FAAE)

16.1.2 &EMZFHEF MR
'S5 2F > OD 4 20mg [+ ] &5 7 OD $ 20mg #.
JOURF—N—EICEDZNZN ] $E(EFZF > E LT 20mg)
TR A B I R R AR S (K7 U CRAXUZ K TIRA)
LCIMERE T 2 F VIBEARE L, BoNEMERE/ T X —
% (AUC. Cmax) DWW T 90%EHEX L IC THEHRT 21T -
7258, log (0.80) ~log (1.25) O#ENTH V. WEHA D
MRS S N,

(1) K1z U THRA

(2) kTHRA

HENT A=Y BENT A=Y
AUC Crnax Tmax T2
(ng - hr/mL) | (ng/mL) (hr) (hr)

EIAF 2 OD SR | |500 19+339.12(278.99+95.12|1.3+0.7|4.4+ 1.5

HEINT A —% BEIRNTRA—F

AUC Crmax Tmax T2
(ng - hr/mL) | (ng/mL) (hr) (hr)

7 25> OD $iE

+ +
20mg [54 1] 1364.53+381.09(284.96+130.92|1.3+0.6|6.6£3.0

vZ /7 OD §E

1417.15+302.31|310.74£113.01|1.5+0.6|6.8+4.4
20mg

Mean=£S.D., n=39

—o— ESRFUODEE20mgl A1)

--0--- E5/70D§#20mg
Mean+S.D., n=39

TR SE

0 6 12 18 24 30 36 42 48
FFfE(hr)

20mg 41 + 1
£/ 7 ODSE 11901 92+327.55252.26+94.74|1.5+0.8|4.4%1.3
20mg
Mean=S.D., n=39
(ng/mL)
400

—8— ESRFODEE20mel 5 Ak
--0--- E5/70D§#20mg
Mean+S.D., n=39

6 12 18 24 30 36 42 48
B (hr)

IMAEFREN N AUC, Cmax FD/VT X — & 1%, #HERE ORER,
PRI OFRENEIEL - R E ORI K > TR L DN H 5,

16.2 ORUN

16.2.1 REDOXE
BERABE 20 flic 7 a 24 —N—ETEER R ORE (B
Bif) 1285 AF V88 20mg = BHEREOKRE Uiz & S ZBERICH
NREBEBEESRED Cnax KU AUCo+ 1ZZF N ZNHK 60% K 0K
40%E N L7z2,

16.3 10

16.3.1 ERFEEER
YIS AF D invitrok b MFEEAKEERIZ0.2~1pug/mL O
BEESFEICBWT, 84.22~90.04%TH - 725,

16.3.2 RANDIET
A (1246 2/RIC, €I AF 28E20mg,  Rafo Y
VROTSERECEER, YUAFT—N—TFNEFNHEEZRE
L. N8BT ZBRET LR, E9RAF Ik B RINEE D
L 2% 3y HI RBEOERIIED 05720 (HEAT—%).
[17.3.1 ]

16.4 {3
TR A B 6 flICC-Y5 2 F > 20mg % BEREO#RE L7
EELEIAFUIRIEEAERB SN P 51208 (SAEAT—
7)o

16.5 HEitt
A B 9 flic €T A F > §E 20mg % ZE [T B B AR 4% 5
Liz& &, %545 72 B TORBE S ZAF > O BRI
RIZ47.3%TH 72,
TR A B 6 flIC1C-Y5 2 F > 20mg % BEREO#RE Lz
EE, ETREIXRES% 7 HE TICRHPIZ 33.1%. EHIZ67.0%
PRt SNz, BT AF Vid. JRHIC 28.31%. EHIC 66.53%
PREETHRESNTO SLEAT—4). [9.8 -]

16.6 HEDNERZHIT 2ES

16.6.1 BiEeElE=EEE
RADBBERELREICE T XF V8 20mg 2 HEREOHS L
TelE, BEOBREREREICBIAE I AF VO Chax KV
AUCo-inf IZEBFRERAICHERZFNZTN 1.6 ERV2.3FBED»->
729 (MEAT—%). [9.2.1 ZE]



B EREICE S A F V8E 20mg B A% 4% 51 0 343
EREIST A —%

B Re Crmax tmax AUCo-int | ti2

[GFR (mL/min/1.73m?)]|(ng/mL) | (hr) |(ng-hr/mL)| (hr)

EH 144.0 1.5 737.4 9.26
(GFR > 80) (57.8) |(1.0-3.0)| (260.8) [(2.79)
BEET 172.1 1.5 967.4 15.08
(50=GFR=80) (45.0) |(0.5-3.0)| (140.2) |(7.606)
PR 271.1 2.25 1384.2 |10.47
(30=GFR < 50) (30.4) |(1.0-2.5)| (263.2) |(2.34)
BEERT 228.8 1.5 1708.5 18.39
(GFR < 30) (81.8) |(0.5-3.0)| (699.0) |(11.40)

%6 floFiafE (HEERE) .

16.6.2 Skna
LR BEER O (18~355) . BB EEROLE (65 LLILE)
D4 TN—T (& 8Kl 326l IC¥TZXF E 20mg = Hifa]
ﬁ[‘?ﬁ—%‘" L/ff. & g\ %ﬁ%%‘ﬁt%ﬁ%'ﬁf‘%i 5—77\% > D Cmax
KO AUCo-inf ICEZ o7z, Bl SR LETIIE S R
F > D Cmax Li%ﬁ%ﬁ”ﬁﬁi 1.7 ﬁ%_l%—ﬁ”) 72h5, AUCo-inf ICEIL 72
o720 (HEAT—%4).

16.7 E4EEIER
EIRAF IEKT =4 VEER ) RTF K OATPIA2 0&E
ThaV,

16.7.1 TURAOXRAY Y
TERERLA 24 FlICE I AF V88 20mgl H I mETY 20<A ¥
> 500mgl H 3 [E 7 HEMFARERZO®RS L&, MfEHE
FAF D Cmax K AUCo24 1ZFNENH2.9B KUK 1.9
I EF LD (HEAT—%), [10.2 2]

16.7.2 & vaF V=)L
BEBA 246l AF V8E20mgl H1EES bady—
JVED 400mgl H 1 [8 6 HEHARKERO®RS L & &, miEd
YT AF 2D Cmax & AUCo24 IZZFNENHK 2.6 ERUK 2
BICER LD BHEAT—%).

16.7.3 JILF7EL
fRRRACA 12 6l (PK f#HT 11 6l) IcE 5 AF 28 20mg & LF
7YX L 60mg FFABEERREOREG L&, MEFETAF 2O
Cmax XU AUCoint 3 Z NN 1.5 BRTK 1.3 [ZIC LR
L7z (EAT—%), [10.2 2]

16.7.4 JL—=7)IL—YI1—2R
BRI 12612 T AF V3E20mg 2 7L —T TN —Y TV a—
A 240mL TEE L& &, MEFLE T AF 2D Cnax KT
AUCo-inf lEZNZNH 0.6 BERUF 0.7 fZIE N Lz, o
BHESAF VBEOETRE I L—FI7 V=Y V21— k5L
T AF T DOHELE D S O HEICKER T 2 & HER SN2 HEF
EREATHHY (HEAT—%).
T 2) BOANZENRERR,

17. BRIRREIE

17.1 BMUERURSMEICE T Z5HER

(ZUILF—HSR)

17.1.1 EARE D155
BEET VLY —HEREFEENRE L —E5MREEHERICH
WC, EFRAF U$E20mg (LHLE), 7%V 7 25T VIERE
15 120mg (1 [@ 60mgl H 2 ) & 77t A% 2 EREO%SE
L7 FEFEEE TH 2 [MEEERATT (Bt {Ls#
e, BEA. BAZ SR O FgEtEs] 3, €I AF
$220mgl H 1 @#EESICED TI R L THERRED 2R
Lf:ls),lé)o

tmax 3 FPRAE (B ME-RATE)

BEET VLR 2 NR E U7 HEGERER RS

Rl ~=2 | Day |pnea| T7tE
asw mom| 05| DY | T
‘ 0.35
U5 2F Vit 7.48 | 6.48 | -1.00
249 [-0.65~-0.05]
+ +
20mg B 154 | £2.12 | £1.83 | 000
7x%v7x| o | 7.38 | 6.42 | 0.9 ~0.34
FUVEE +1.43 | £1.97 | +1.87 | [-0.64~-0.04]
. 7.33 | 6.73 | -0.60 B
TIEAB | 25| (1o | 1187 | 21.72
EMTXTR  FAS. SFHE HEEEZE, [ ] OSBEEXE. REMEDH
FEz L

a:tN—=2F7A VIT 55 Dayl0~13 OFHR a7 OE({LE

b : %5514 HEOFHRIT

c:HBER, R—2AFA YV RUMESRZFHALRE LIEET L (7272
L. 20mg OB CIE 723V 72 F YV VBHOT—YIZHVT W
L)

Y'I R F V§E 20mg HEHORIEFAFIHEEIL 2.0% (5/255 fi)
THo7zo ZORNFULMER 0.8% (2/255 fl) . Tl BHEER
FIEBEREN# 0.4% (1/255 1) TH -7z,

(ERB)

17.1.2 EASE I/ MR
ENHEICEWT, BESHZESE 2R E L —EERHEG
BICBWLT BT AF V8 20mg (1 H 1 E). €5 2F 2§ 10mg
(1B 1[E) D, 7o Rz 2EBROKRS Lz, TEMEE
HThs [HREERAIT (B, »0H) OHETFEELE]
3. ESZF U8 20mgl H 1 EH#R5ICED PSR LTE
%@ﬁ/}%%bf:nmwo

BHFIE 2 MR & U7 BB A

n . N=2Z | Day | e ema TIER

RSB EE| D | o), | R i
EIRF V8| o | 454 | 1.52 | 3.02 “1.52
20mg ## +0.89 | £1.36 | £1.63 | [-1.89~-1.15]

e 4.49 | 3.02 | -1.47 pfé:
TIURBE | 95 | 095 | £1.32 | +1.24 <0.001
FRITATR  FAS, FIE 1Z#RZE, [ ] O5%EEXME. REEOH
TR L

a:i R=2AF A VT BH%5 Day8~14 OFH R a7 OE(LE
b : #5514 HEOFEHR a7
c: 5B N—2AT A VEFAZKE LTS L

Y'I 27 U§E 20mg REBHOBWERRERERIE 2.0% (2/101 f1)
THolce FOWNFIZMAL ) L VMK OERBHF 1.0%
(17101 ) Td>7z0

(REHE (BB - KEK. REZSHEE) ICHESZESE

17.1.3 EASE M4E55R
BRERE (B2 - MR, 82 SEERE) IS 2 ERFE TN
FICERE L FERENRSHE (52 BMKE) ITBVWT. €S
AF $E20mgl H 1 [\#%E5 LAER (116 6l) . WA AT 7 I
BERHPOER=AT A VICHRTHEAD L, 52 B E TR L
7219
BIMEFFIERIL 2.5% (5/197 fl) Tho7z. £ DOWNERIIERR
1.0% (2/197 ). AST #hn. v-GTP #Ehlk R ESER &
0.5% (17197 ff) TH -7z,

17.3 Z0fth

17.3.1 HEEHEECRIFTRE

(1) #EEERLA (18 ) ZXRIC. €T AF V$E20mg. EFAF >~
$E40mgH) . L ROF VU ROT I ARE ZEER, Y UAS
—N—TzhZzh 1 H]1[E8HERERES L, FI71 /il
ICE D BRI RITTHE LML & ET AT U
OEBEEELREICKITTHEL S I REARLREEZRD N
57220 (EANT—%), [16.3.2 BHE]

(2) fEEERCA (20 Bl) ZXRIC. €5 AF V8E 20mg. ©FAF >
#& 40mg. ©IAF V8 80mg®, B RuF v IV VRIS IT AR
F_HEM, JuXA-—N—TFNnEFN 1 HI1[E7HERERS
U PIRHHERICTIT T 25 L. FBAFHETIIE T 2
F 28 20mg KU 40mg 12 7Tt R EDEICEIZED 5 N h
S 7o EBIFHETIEE T A F V8E 40mg KO 80mg TIE 7
TAREHE LT, BESRO LN (HEAT—4), [16.3.2
Z ]



17.3.2 DOEBRNRIETRE

fEEERLA (30 i) ZxtRIC. BT AF V8 20mg. €T AF VEE
100mgi®), ¥'J ZF»$£20mg +%4 b3+ —)L 400mg. EF
T7uFY Ty A00mg RO T T RE ZEEMK. JO A4 N
—Tczrhzn1H1E4HERERSL (EF270F52 00
% 3 HRE) VDERSEIC KT HELTHE Lz, FEMEE =
[QTCN? DN—=ZF A4 Vi DEBOT T REDE|E LT
M L 7oA, ¥ X F V$E 20mg KU 100mg Tld. BE5ERD
WTNOBETH 7T ERITHT 2 QTN DR—=2F 1 V5
DOEALED F# 95%EHEX M ERIZ 10msec # E[E 5 7 »
2722 EAT—%).

a  RFRIE LIERIOWEE 7 — 5 2 AV TRIE L7 QT MR

) AROERAEIX 1 20mg, 1 H1ETH %,

18. HFHRIT

18.1 {EFH#R
EIRAF U IEe Ry Iy Hi SBEERIERKRORT LILE —(F
FH&mRd,

18.2 EXY =2 Hq

ZEMEEFHBEICBWLWT, B hOBRY I H SBERIHERUE
A (Kif# : 64nmol/L) %2R L7z (in VJz‘ro) EILE Y MEHE

H%ff?ﬁ&@’i%fgﬁ BWT. eXYIVERIEZNZTh
100nmol/L & 30nmol/L &V #ifl L7z (in vitro). ¥&0O#% 512
K2FMHERICBOTIE. Y FERUELEY hOBZRY IV
HMESEETTEZ I Uz, BIRNESICX2EHBEICBL
Tk MEEREILEY bORB Y I VEERLENEZ I L
f:23)*25)0

18.3 7 LIL¥—1EH
PRBMELZENLEY FOFHREBERICE VLT, HEFBRIIGE
ZHHI L7z (ICso 18 : 95.5nmol/L) 2 (in vitro).

19. BMESICEY 2IBERHER

— %I4T ©5 2 F >~ (Bilastine)

{bZ4 : 2-[4-(2-{4-[1-(2-Ethoxyethyl)-1 /-
benzimidazol-2-yl]piperidin-1-yl}ethyl)phenyl]-2-
methylpropanoic acid

REMSHIER

s
H;C CH;
~0 CO:H
H N
N
as
N
TR - CsHa7N3O3
TFE:463.61
% R BEOEEEOHRTH S,

KIFTy ) —) (99.5) I

20. RV EDER
FE®ZIER TR TRFT A2 &,

22. @
100 $2 [10%¢ (PTP) x10]
500 & [10$€ (PTP) Xx50]

23. EEXHk

1) & OATPIB1, OATP1B3, OATP1A2, OATP2BI X
OCT1 OEBE LToME (£ 748 : 201649 H 28 H
AR, HEERME2.7.2.2)

[BEOREICHT HEREEREE] 1CB T 2 EYBEMmIT
(E5 ) 788 :2016 %9 H 28 HAR. HFEERHTE
2.7.1.2. 2.7.6.1)

F%J%&A%ﬁ%ﬁ%%t U7-BERES 1 A E R O RER SR
Bl icBU2EMEIRORE (YT 78 2016 FE9 A 28
El7¥<§?d\ GRS 2.7.2.2, 2.7.6.5)

FEAEBT 20,

2)

3)

4)
A~

MAEAKE (€7 78 2016 9 A 28 HAF. HiE
BHEEEE 2.6.4.4)
Farré M, et al.
970-980

A phase I study to investigate the absorption,
metabolism and excretion of [“C] -bilastine following

5)
6) : BrJ Clin Pharmacol. 2014 ; 78 (5) :

7)

HNER  EYERSERE (V5 25> OD $£ 20mg [

oral administration to healthy volunteers (Y5 7§E :
2016 % 9 A 28 HAGY. HEFEHMIZE 2.7.2.2, 2.7.6.
MC IR EREOHREZOE b 71/\5 v ADREET (B
THE 12016 49 H 28 HAFR. HFEERME2.7.2.2)
Evaluation of the single-dose pharmacokinetics of
bilastine in subjects with various degrees of renal
insufficiency (¥ 7§ : 2016 £ 9 A 28 H#&ER
RHEE 2.7.2.2, 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 (¥
Z /) T§E 2016 £ 9 H 28 HARE, HEERMIE 2.7.2.2,
2.7.6.10)

A pharmacokinetic and safety study evaluating the
potential interaction of erythromycin and bilastine
under steady-state conditions in healthy volunteers (¥
Z ) THE 2016 9 A 28 HAGR. HEAEERMIE 2.7.2.2,
2.7.6.12)

A pharmacokinetic and safety study evaluating the
potential interaction of ketoconazole and bilastine
under steady-state conditions in healthy volunteers (&
Z/7# 2016 FF 9 A 28 HAR. HFERMIZE 2.7.2.2,
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§t : 2016 £ 9 A 28 H&ZR. HiFERHHT
$2.7.2.2, 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

7)
"7 )

- R

10)
11)
12)
13)

14

=

adult subjects (Y5 7#E: 2016 % 9 H 28 H&ZY., HEE
BRI 2.7.2.2, 2.7.6.15)
15) Okubo K, et al. : Allergol Int. 2017 ; 66 (1) : 97-105

16) BEET LLF —HERBREZFZWNRE LRSS IHRE (2

7 THE 2016 9 A 28 HARRR. HFEERNE 2.7.6.24)
17) Hide M, et al. : Allergol Int. 2017 ; 66 (2) : 317-325
18) BUHRZEE L NRE LIRS I/IHERE (E5 7
§2 1 2016 £ 9 A 28 HAGR. HEERMIZE 2.7.6.33)
Yagami A, et al. : J Dermatol. 2017 ; 44 (4) : 375-385
Conen §, et al. : ] Psychopharmacol. 2011 ; 25 (11) :
1517-1523
Garcia-Gea C, et al.
28 (6) : 675-685
Tyl B, et al. : J Clin Pharmacol. 2012 ; 52 (6) : 893-903
Corcéstegui R, et al. : Drugs R D. 2005; 6 (6) : 371-384
Corcéstegui R, et al. : Drugs R D. 2006; 7 (4) : 219-231
2% Iy HI ZBEEEIUER (€7 7§ 2016 £ 9 H 28
H&GR. HEEERE 2.6.2.2)

24, REERERUHEWEDES
HERKR 7 7 —v A BERHERE
T 155-8655 EHEEBMHHGXMRIR 4-43-11
TEL 050-3383-3846

26. BLERREEES

26.1 BHEERSETT

DAITO I/ M RE 1t

ELRZ LT/ \BEI326%Ei
26.2 BR5ETT

L)k 77— hast

R R [XILET 1-4-4

: ] Clin Psychopharmacol. 2008 ;

DO DO Do DO
ar N W N
= I = =

06AD



