* 2026476 H a1 (552h0)

202642 A VERL (45 1H0)
B R EREE - bR L
B 3 7 UIVF—4&EEEER]

ESAF U

BARERmIEES
87449

N P E L 20mg 394

BILASTINE Tablets [SAWAI]

) ER - BSOS LYVHHTsZ L

2. ZR(ROBEICIFES LBV L)
2.1 AFN W LBBAE DB E D & 5 B

3. fHRL - IR
3.1 #8m

Zh e 4
A YS9 2F> 20mg

(1]
o [ERHEAT A B, #ahlu— 2 A7 T Y HMg, T
- 77 a—VE¥Na

3.2 Bl

. B & —

A E
[IRN 1t
4% (mm) 7.0
JZ & (mm) 2.6
i (mg) #5125
AEFETR VI AF 20974

4. SHRESLIFFNR
O7LIbF—tEak
OFRE
OMBKREGE?S - BER. BT S3FEE)ICHSIZIE

6. BiENURZ
HE. RAIIEE T ZAF v 8 L ClR20mg% 1 H 1A Z2 7 1 (25
%59 %,

8. EELEANER

(Bhgeth@E)

8.1 FEDED LN VAL, BREENICh VS Lk
WEHIERET LI L,

(FULILF—HERXR)

8.2 ARHN %X FHIEOEZIIHKG T 2LE1E. HEFHE 2 C.
ZOBEF» SPGB L. WRFHETRE TR Z LN
ZFE L,

9. B¥EDEREFIHEEICAATIER

.2 BikEEEEERE

9.2.1 R E(30=GFR<50mL/min/1.73m?) X [ EE (GFR<
30mL/min/1.73m?) DEBEREBEZEDH 2 EBE
KA DM IREN EFT L BEZN0DH 5.[16.6.12M]

9.5 1%
TEIR AEIFIR LTV B REE D & B PRI IE, BB Of 31k
HabthE ks M SN2 HEICOREE T b,

9.6 F7LIF
BEAFR O IGEE L OB RER I KO & EE
L. BELoOE T35 2 Lo BWEBR(Z v M) T
HHF~BITTLE I EARESN TS,

9.7 INB
INBEZ R E LRI E L T,

9.8 =HE
—IREC AR T LTV B 2 EHE L, BlE S D HE
SNDAHTIEMAPRED LA 2 BENADH 5,[16.55 ]

10. #HE{EA
YT AT VIIPHEHOEETH LY,

[{e]

52 & 2| 30800AMX00033000
5% R A 202646 A

&
AR

10.2 HAEEWHAICERTSIL)

S BRAAEIR - 58 H R - a1
Iy z2uavA{ sy ARF O MM i B & | PRE &R O BLE 2 X B AH]
UNFTEL FH & L OHE | ORI 5
[16.7.1, 16.7.35MR] |7°d %, e END,
1. BWER

ROBEWER DS S5 b I ENHHDT, %% 1512470,
BRSO LN A3 G 2 ik § 4 7 S ) e ALiE 2 AT
5T &,

1.1 EXKEHEA

M1 Yavyd, PFHFIT45FI— (TN HEARH)

1.2 ZOftiDEIHER

1%k SR

HAR R RS, T BEV, AR, A%

WAkE B, THL e HABE, DN, AR, B
TEBR HH7 Oy 7 AR, LEX
QT BRI, Mk, BiE
Jliek ASTEH-. »-GTPLEH|ALT EH

I Mz L7F=rrq

WP fr | I WP R AN L

BT 5. €O FEIE. MEERE. £
ALY

Z Dt TG, JeEk, fREEI. MUVt

VRS BEE, FEAVARZ,
RO, 55T

12. [RIMEERBRICRIETRE
AFENE, T LT YNBSS B720, 7 LIV Y BN
POGHAL % FEfis 5 3~5H T & ) AHOFG- 2T 52 &8
2T Lv,

14. BRAEDER

14.1 BRIRZMAFOER
PTPOZEDHANIPTPY — 25 L CTIRT 5 L9 4
BB b, PTPY — POBEIKIZE Y . WO AR
~NHA L. IS EILE B S L CHERRIA K5O EE 7 A HHE %
BT LD b,

16. E4EhRE

16.1 MAEE

16.1.1 BERUKRERS
TR T 206012 ¥ 9 AT~ $820mg & Z2IE I HL R RE I - L 72 &
&, MEEAP R IEHEL IS EA L, #5141 . 000y Cf & M4 v i
277 .86ng/mLIZH5E L 72 %, TR0 5ARFH T L 727
Y5 AT OFEYEFEIZI0mg. 20meg M U50mg? H&F TR % 7R
L7zo BAEFRG1C X BB IE R h 5 729,

FED AF OABH =1 20mg,. 1H1ETH 5,



(ng/mL)
400

3004 ||

200

BERE

100

0 6 12 18 24 30 36 12 48
W1 (hr)
Y'J AT VEE20mg AR 5RO ¥ T A F S
ZEHIE G- I + R (201)
Y g AF v §E20mg HLIRRE I3 G- R O S W) SRR /X T A — &

fpacs ¥ Crmax tmax AUCo-int ti2

(mg) (ng/mL) (hr) (ng-hr/mL) (hr)
20 277.86 1.00 1296.45% 10.54*
(117.40) (0.5-2.5) (368.26) (5.50)

ZeMIER G IO (EHE(R ) 2060 [a : 198U tmaeld A (i ME-HEAAE)
16.1.2 &EFHRIEMEAER
Y5 2F 2 §E20mgl T A |& €5 T H20mg w B A BEICENE R
15E(E T AF >~ & L C20mg) ZERRHLRAR 4% 5- (7 0 A+ — Ny —k) L,
MR YT AT VR ZIE L7z 135N 7-3EhEE s o 2 — % (AUC,
Cmax) (22> TI09%(E FEX B 212 CHERTHRAT 2 47 - 7245 . 1og(0.80) ~
log(1.25) DFEFANTH 0 . WHI DLW F RS DHERE SN0,
FBHN Gede GOSN BIE X T A — 5

Cmax Tmax Tz AUCo-48nr
(ng/mL) (hr) (hr) (ng-hr/mL)
5 AF > Ge20mg
[ 4 | 296.1+115.2 1.3+0.7 3.3x1.1 1357 +357
YT/ 7§20mg 297.7+100.9 1.3+£0.7 3.1+1.1 1341+ 321

(Mean#8S. D., n=85)

400 - —e— U5 AF 2 20mg T A |
i --0-- BT/ 7§E20mg
i 1 Mean=+S. D. (n=85)
B 300 -
[ 1
S5 | L
e | |
£ 200 \
=
i
oot
(ng/nL)
T O Y | I )ﬁ_ﬁ_ &
0 1 2 3 45 6 8 12 24 48

5% 0K (hr)

MR 72 5 ONZAUC, CmaxSEm/3 5 X — %1%, WERE oI, 1§
ORI EL - BEESFOMER SR K > TR 2 WML H 5 .

16.2 MRUY

16.2.1 BEORE
TERE R N B PE20BINE 27 11 A o — /N — T2 I OV i (B BRI D) 12
Y5 A F v HE20mg % WAL S L7z & & 22 IS AR5 H o
Cumas X NAUCo-thd Z 2114960 % & UHI40% KT L 7275

16.3 9%

16.3.1 EAEEE
Y5 AF ¥ Din vitrok s MUAEE A0, 2~1ug/mL o i i #ipH 12
BWT, 84.22~90.04%TdH - 727,

16.3.2 BRI~NDBIT
TR (126]) Z xR 12, €9 AF Y$20mg, & Faxy Yy o7
SEREZEHEWR, FOAF—N—TENRERHEEHES L, H~0
THEERET L72ER, EIATFVICE DRI EO e A Y I VHIRHE
RO HHEFRD 72 72 729 (BHE AN T — #) . [17.3.15:1]

16.4 X3
TR NSO MC-E 5 2 F > 20mg % Bl k5 L2 &, ¥
AFFEEAERBEN L7270 GHEATF— %),

16.5 Bkttt
TEHER B IEIBIIC ¥ 5 AT » §E20mg % ZeNE R Al 4% 5 L 72 & &,
PG ARTE L TOIRPE T AF > OPHRREFEMRI347 3% TH - 729,
TEHER N TG C-Y 9 AF > 20mg % AR 1% G- L 72 & &, st
REIZPX G- #47H F TIZIRHI1233.1%. #EHI1267.0% 05k 2 €5
AF d, BRH1228.31%. FE1266.53% 2SR LIR THER S 72D O
IHEINT— %) [9.821]

16.6 HEDERZEIDEE

16.6.1 BHEaEEE=EE
A DEREREEE B IIY T AT V520me % MRS L2 &, &
FE DB HEBERE E B F I BT B E T AT ¥ DCax L NAUCo-indl SR A
HRZENZNL 665 K U235 722 (DHE AT — %) .[9.2. 121

B AR E B 12 T ATV §E20mgH MAE 145 G- O SRR 1/ ST A — 8

FriknE Cumax tmax AUCo-inf ti2

[GFR(mL/min/1.73m? 71| (ng/mL) (hr) (ng-hr/mL) (hr)

IEH 144.0 1.5 737.4 9.26
(GFR>80) (57.8) (1.0-3.0) (260.8) (2.79)
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#6B) DI (BRI L)\ tmad & PP (/MBI K TE)
16.6.2 SE&
Fm I OV (18~355%) « i B P4 ;e OV ik (651% LA 1) 4 77 )L —
T (%8BI, FE3260) 12 T A F v EE20mg % WA RS L2k &, %
BB ME L EE B TIE Y S A F ¥ DCnak FAUChHnl 2 ZE T 72 2o 72,6
FHICME & S TILE T A F ¥ DO Crmadd W LVEDL. TREE o 72
B3, AUContl 2L o 720 SEANT— %),
16.7 ZEYMEEIER
YT AF TAMET = F Yk AR ) T F FOATPIA2OIEE TH 5V,
16.7.1 TURORAY Y
TEHE 246112 € 5 A F »$820mgl H1 & =) 21~ A ¥ »500mgl H3
[0]7 H B BE SRR 135 L 72 & &, R ¥ T 2F ¥ O Crax X INAUCo-24
X NZNFI2. 98 K OFI1. 9512 ER L 72V (MBI 7 — %) . [10.22:17]
16.7.2 ¥ vaFV =)L
R A24B112 ¥ 5 A F > $820mgl H 1 & & + 3 9 — )L #2400mgl
H1E6H A BRI G Lz & &, MiEF Y I AF ¥ OCua k. O
AUCo2ld ZNZNH2 665 K ORI LA L2 JMEAT— %),
16.7.3 YIWF7EL
TEHE R N12610 (PKIBHTLLBN) 12 ¥ 5 A F ~$820mg & ¥ )V F 7 £ 460mg
PR HERE IS Lz & I8EF ¥ 9 A F ¥ OCuouJt FAUCo-indld Z
NN SRR O3 B L72 (BRI T — 4 ). [10. 28]
16.7.4 =T I7)I—YIa1—2R
EHERAL2B0IZ ¥ 5 2 F Y §820mgk 7' L — 7 7 ) — 7 ¥ 2 — A240mL
THG L2 &, MIFEHE T AF 2 DCra L FAUCoindd Z 12 1490.6
R OO TRHEIART Lo SOMIERE T AF VIREOK T 7 L —
TIN=I T 2—=ALBETAF » OHELED S OWILE K
T 5 R INIARITIAHTH LW (HEANT— %),
TE2) 8 11 A R AR

17. BRPRAEEE

17.1 BHMRURESHICEET D5HER

(FUILF—HERR)

17.1.1 B MAEHER
WEET LVF-MHRESE LG R L L2 EEREBERBIZBY
T, E9AF U $820mg(1H1E), 7 =%V 7 ¥ ViEREEI20mg (1
[160mgl H2[A) i3 75+ R % 2B MR %5 L /2o FEFEMIEH TH
BIaEIEIRZ a7 (S, < Lo aZlE. BHE. BNE D FER) OH
P2 bRk, €9 AF L §20mgl H1E#HS12 X ) 77 2RI
LCHER B ERLED 10,

FAEVET LV ¥ —PEE R 2 X G & L 7 kB i

P58 SEBIEL| N—ZF A P | Day 10~13 ZAbEe TR E D
. 0.%
;0;?;”* 249 | 7.48+1.54 |6.48+2.12 | -1.00+1.83 | [-0.65~-0.05]

g ofif 1 0.023
TJFV Tz -0.34
S 247 | 738143 | 6.4221.97 | -0.9651.87| o o o
75w KRE | 251 | 7.33+1.49 |6.73+1.87 | -0.60+1.72

ARG © FAS, T39fl + E(EE. [ ] 95%EHEX . KoM L

a: N—=2AF 4 NI T A5 Day 10~13DFIH A a7 O%ELE

b H5HAHMOFIH AT T

c BEEBE N—2 T4 Y RUMR A SIER YL LEIRET L (7272 L. 20mehED
T 72XV 72+ YV HOF— 2TV AR N)
Y'g AF v E20meft 58 O BIVE 5 BE132.0% (5/255(1) TdH - 72,
FONFTULMEAR0.8% (2/25561) . T, Szl & M I EAE A%
0.4% (1/25501) Td - 72,

(EME)

17.1.2 EINEE I/ MAEEHER
ENREIC BT, BUESEREEEL IR E L EERLEGEERC
BWT, €JAF v§E20mg(1H1E) . ¥ AF »$10mg(1H 1) ™,
ML 7T L R 2R OHRT L ze EEFEMEH Th 2B AERA
a7 (BB, 2w H) OIS LE 1. €9 AF 2 §E20mgl H 1A
BHIZE ) T RN L CTHEERBDER LT ),

_2_



IBHEEEIRE & R & L7 UGB

W5 JERIE| N—2F 1 »°| Day 8~14 b | TR EDEe
YgAF U ~ -1.52
20meg?t 100 | 4.54+0.89 |1.52+1.36 | -3.02%1.63 [1.89—1.15]
75 b K 95 | 4.49%0.95 |3.02%1.32 | -1.47=1.24 | pfE: <0.001

FRAFREG © FAS, SEIgfl + EHefmE. [ ] 95% S . KoMz L

a: N—=RAF 4 N7 b5 Day 8~140 YR a7 0% fbE

b HGH4AHMOFH AT

¢ TR N—=AT A Y EBAERE L-EIEET IV
Y'J A F v §E20met G- O BIVERFBIE1E2.0% (2/10161]) Tdh - 720
ZOMNFRIZIMA E ) )V E 28I OB A 41.0% (1/10161) T - 72,

(HEERECTE - BN, HEZTSEE)ICHSESE

17.1.3 BN MAEER
FHERGRE - BE % B FERE) ISk 2 ) EAE T T RIS
FMi L - EREN %S B G2HEMIES) 1B WT, YT AF V§E
20mgl H 1% G- L 7245 3 (11661) . 2@ A A 3 7 13570 5 X —
ATA IR THA L, 5208 F TR L 7215
EIVE R3S BLER132.5% (5/19781) Td - 720+ DOMNFUIMEIRL.0% (2/197
Bl). ASTEIM. y-GTPEEINM O BIBEIRA4:0.5% (1/19781) Tdd - 72,

17.3 Zofth

17.3.1 {EtEREEICRIFTRE

(M fEpER A 1861) K512, ¥ F AF »§E20mg. €T AF >~ $E40mg'™ |
LFOF T IV RO I R EZEER, AL —NN—TENETN
HI1E8HM &S L. FI4 ¥ ¥ ZHERIC L ) AEyHERRRIC R IT T

WERFEML/zE & €I AF VO HE BRI RIZTTHET TS
LREFBERELRD o720 GHENT— 5 ),.[16.3.22H]

@) fEER A (2061) %512, €9 AT »$E20mg. ¥ I A F $E40mg.
Y9 2F V§E80mg® ., B FOF v Uy RS I L RETEER, 0
AF = N=TZENZNIHIETH B AESES L. PRI T 5
BRI 720 BEIFHMITIZY 7 AT ~$:20mgk M40mgld 77 K
EOMIZZIEFED SN o 7228, EBINFHETIZ Y 7 2 F » §240mg
e U80mgTIE 7T LR L i LT, HEIRO 5N (FHEA T —
%),[16.3.2%H]

17.3.2 DMOERNRIFTHE

T HE R N (3061) % xR, €T AF v EE20mg. ¥ T AT U

100mg™ ., ¥J AF »$i20mg+ % b 35 —)L400mg, EF L 70F

F 3 400mgh T T K EEM, ¥ Uxﬁ—/f—f%ﬂ%“iﬂ-lﬁ

1E4H B RS L (B3 70343 Y OR3HM) ., OZEFHSHIC

BT RE LRI L 720 REFIEE 2 QTcNEONR—=A T 1 ¥ H b 0)

ZALRO 7T REDE]E LR L 726 H. €9 AF v §20melt

U100mg Tl 5 HBOVWTNORHE T 77 v KRITH T 5 QTcNid

N—=2A T4 ¥h5DOZEAED R M5%IEIEIX M O LRI 10msec% - [A]

Loz (HEANT— %),

RIARIE LB O beBrE 7 — & % BV CHIE L 72 QTR

1) ARHI O AKGE R 1Z1120mg. 1H1MTH 5,

18. EFNEIE

18.1 {ERER
VI 2F 2 de A8 I Y EEE AR O T LV F—1EHZ R ¥,

18.2 ERY = VHEBHEIRIER
SHREHBERBRICBV T, B PO RS I VHEAERICHEPUER (Ki
i : 64nmol/L) % 7~ L 7= (n V1'tf0) EIVE v MMEH R EAR R R E
BERIZBWT, © A¥ 3 ViFFIHE % € 12 1100nmol/L & 30nmol/L
L DI L 7 G vitro) o #EHEGC X 2 EWAERIC B VT, T b
ROENLVEY PO RY I VEFFINEEEETE 2 I L7z RN
BTH L A2BYRBRICBV L, MEETELEY PO RAY I ViFR
S 2 0] L 722

18.3 ;77 VIL¥—{EH
PUEEE L 72 BV E v b ofH BGEARIC BT PUEFEZIGE 2 5
il L7z (ICsofili : 95.5nmol/L)* (n vitro) o

19. B ICEAT 2IBEEMAR

—f%%% 1 £ 2 F ~ (Bilastine)

1E2% : 2-[4-(2-14-[1-(2-Ethoxyethyl)-14/-benzimidazol-2-yl]piperidin-
1-yllethyl)phenyl]-2-methylpropanoic acid

SFR - CxHaNz03

S

SFE : 463.61
‘s
H:C CH:
o~ CO-H
e’ 9
\\\ N

M R ABEOHETH L, 1,3-FAFN-2-4 I35 )T VIZRRE

FIZK L AF 7 = VIZEITIZ K, T8 7 — )b (99.5) 12 Hi D
THFIZC L AET b= P ) VISIEE A LT RV,
22. =
PTP : 1008 (10§ x 10) . 5008 (105 x 50)
*23. FENM

1) In vitro interaction studies of bilastine with human MDR1 ABC
efflux transporter and with human OATP1AZ2 uptake transporter
(¥'7 7 78 20164E9 H 28 H KGR, WIREEEESE2.7.2.2)
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Farré, M. et al. : Br. J. Clin. Pharmacol., 2014 ; 78(5) : 970-980

A phase I study to investigate the absorption, metabolism and
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9) Evaluation of the single-dose pharmacokinetics of bilastine in

subjects with various degrees of renal insufficiency (¥ / 7 §¢ :

20164F9F 28 H AR, WIREERMRZE2.7.2.2, 2.7.6.11)
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15) Okubo, K. et al. : Allergol. Int., 2017 ; 66(1) : 97-105
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