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16. EMENEE
16.1 MAigE
16.1.1 BERVREHRS
fERER AN T 20 B ¥ T AT Vv §E 20mg % ZEHE IR Bl 2 1 9% 5
Lize &, MR EEe»Ic LA L, $&54% 1.00 K T
S MAE R EE 277 .86ng/mL S LA, T F-083 10.54 IR
MICHER L2,
Y5 AF v OFEYHEREIL 10mg. 20mg K U 50mg O FHEED TR
BEE R L7z RAEHR G X 2B R0 - 723,
W) AAOAKEAREIE 1M 20mg. 1 H1MTH 5,
(ng/mL)
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#16-1 Y 7 AT »§E 20mg HiIRE L350 0 S0 LR 1978 7
A =%
AUC ~in}
Belpht (mg) | C;WL) (t;'a; (ngo' [ (t;f)
ng/m ’ hr/mL) g
2 277.86 1.0 1296 .45% 10.542
(117.40) (0.5-2.5) (368.26) (5.50)

ZeNGIRE B G- P (G #) 20 B0 [a s 19 BIDL tmax (3 PPOLAT
(e ME-fe R fiE)

16.1.2 EMFHIE SRR

(K% U THRA)
Y9257 0D 20mg (4% ] ¥ 77 OD§E 20mg %
JUAF ==L )ENREFNRTIGE (LI RAFELT
20mg) . fEHE AT 44 BNTHEEIRF ISR 2 LCHLRIRR I3 G- L
THnHEh RECRIREZE L, BRSNS HE NG A —5
(AUC, Cmax) 122\ C 90%15 X 30 THEFHRAT 2 47 - 724
B log (0.80) ~log (1.25) DOFPHTD V. Wil AW AR

FHATER S I,
(ng/mL)
300 q
250 —e— EJAF YOD§20mg [ ¥ 7 ¥ ]
---0---- €7 /7 70D$20mg
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0 2 4 6 12 24 36 (hr)
LS|
B 16-2 e Ok LTHRE)
#16-2 FEWYEE T XA —%F (K% LTHA)
HEIST A =5 BEINT A—F
?nléc.l Cmax tmax t12
hr/mL) (ng/mL) (hr) (hr)
¥ AF v
OD $¢ 20mg |1261.06=324.39/225.58+79.76| 1.99+0.91 | 5.60=1.33
[55%]
s /7 -
OD % 20mg 1266.55+349.12{229.66+83.77| 1.88+0.85 | 5.32+1.13

(Mean=S.D. n=44)
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20mg) . fEHEIR APk 47 BN MR 12K CHARERE LT 5 L C i
e R B RIREZ N E L, SO EYBHE ST 2 -5
(AUC, Cmax) 122VT 90%15 HEX B33 02 CTREEHIRAT 247 > 72
5, log (0.80) ~log (1.25) O#IPATH v, WA DLW
SEMEDHERR S Y,

(ng/mL)
350 q
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HE T A—% BENGA—F
élzc'/t Cmax tmax ti2
hr/mL) (ng/mL) (hr) (hr)
¥IAF v
OD % 20mg|1406.91+298.98|271.66+75.94| 1.29+0.58 | 5.87+1.15
(5% %]
s /7
OD ¢ 20mg 1321.70£303.69|248.32+78.05| 1.32+0.75 | 6.06 +1.41

(Mean=S.D. .n=47)
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A B GIED Cuax KT AUCo- 1&Z N2 NH 60% & U 40%
KT L7227,
16.3 9%
16.3.1 EAFEAE
Y'IAF VD in vitro & MEEEAR AL 0.2~1ug/mL D
FERFHIC BT 84.22~90.04% T - 725,
16.3.2 BANDREIT
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K3 47.3% THh-729,
e N B 6 BIICHUC-¥ 5 XA F ~ 20mg & BRI 5- L 72
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16.6 BHENEREHT HEE
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<G§g§ > [144.0(57.8) (1.0-3.0) | (260.8) |2-26 (2.79)
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1.5 967.4
(52§§(H?R 172.1(45.0) 0.5-3.0) | (140.2) 15.08(7.66)
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SEAEET VVF =R RBE 2 NG L L S EE I ERGER IS
BWT, U9 RAFU§E20mg (I H1M), 7=FV 75V U
Y 120mg (1 [ 60mgl H 2 [l) X375 &XR% 2 BI85
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vt 249 |7.4821.54/6.48+2.12-1.00£1.83 " %
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U RE
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c: LB, R=2F 4 Y ROk %A HHLKE LHEE TV
(72721, 20mg DM TIZ72F YV 72 F YV VEHOF— 513
W\ W)

Y9 A F v §E 20mg ¥ 5 BEO RIS 2.0% (5/255 Bi)
Tholze TONFTUIMIL0.8% (2/255 B1). TFHi. Fuzi i Of
B EREA 5 0.4% (1/255 1) Tdh -7z

(ERRS)
17.1.2 ERE I/ DR

EINREBRICB VT, EBUsRs EE 2 g & L S ERILER
BRIZBWT, U9 AF Y 20mg (1 H 1 [), €5 AF ~§E 10mg
(TH1ME) B Xix 79 vR%E 2 BERORS Lz, HEFH
HATH L TREERATT . 2»Wwa) OWIHETFHEL
el ik, B9 AF U8 20mgl H 1Rk 72 RISHL
THERAE/R LD,

F17-2 BRSNS 235 & L7 iRt
- g | N—A7 | Day8~ | o, | TTERE
O | ERE 4 ob 14 2 b e
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5k 100 |4.54+0.89|1.52+1.36|-3.02+1.63| [-1.89
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a:&—xﬁfyuﬂiéQ@DWS~M®¥WX:7®QQE
LA HEOFH A a7
e PeGRE, N=AF 4 rEBNERL L72HEET IV

Y'g AT vt 20mg H G- HEOEIEN BT 2.0% (2/101 #)
Tholo TONFUZIMAE ) VY ¥ BN ORI A% 1.0%
(1/101 BI) TH - 720

(BB&EER (B5 - REX. REZ O

17.1.3 ERZE IHEHER
FREEE (95 - E R, KHZ 9 E) (29 29 EHE %
GOSN LR E MRS (52 ML) hwT, ¥
5 AF V4 20mgl H 1 %5 Lz#E8 (116 61). 22WwAAaT
EHRGRUPLXR—=ZAF 4 NI THWA L. 52 8 F THibe
L7219,
EERZEBIEIE 2.5% (5/197 Bl) Td - 7ze D NFRIT B
1.0% (2/197 1), AST H§hn. » -GTP 8400 M O B4R 725 %
0.5% (1/197 #1) TdH -7z
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(1) HERERA (18 #1) Zx4c, €9 AF Y 20mg. ¥IAF ¥
$40mg™®, e FaF vV U RIS IRE HEM, 70X F
—N—=TEFNZN1H 18 HMMEHES L. Fo4 ¥y 7l
W20 HE BRI ST TR M L 22 & U T AF ViR
O BB RIS R FT BT S bR EFE L RO L h
57220 (BHEAF— %), [16.3.2 BH]

(2) fEERE A (20 ) MRS, €T AF V€ 20mg. €T AF ¥
$ 40mg, €I AF HE80mg®, e Fu XTIV VR TR
ZOEER. 2024 —N—TENENR1H 107 0MKERS
L AR BT 3 5% SR L 720 BBIINEHi Tl e 5 2
F 4§t 20mg M UM 40mg 137 T bR E DOBICEIZRD S
S 7205 EBIEFHMETIZE S XA F V8 40mg L OF 80mg TIX 7 5
LARE LB LT, MENED5N722) WHEAF— %), [16.3.2
28]
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BEHORN (30 Bl) #HHRIC, ¥ 5 AF V5 20mg. €T AF U
100mg™®, ¥ ZF V4§ 20mg + 7 F 2 F V' —)b 400mg. EF >
70F 4T Y 400mg KT T KRE ZHEM, 70 A+ —N—
TENENLH 14 HIBERS L (EF v 7a%Hy roHi

fE) (S5 Z 58



3HMH) ., OEFOMICINT T B %25 L7z, FEEHAEE 2
[QTcNit DNR—=Z2F 4 PS5 DEALRDO TS REDHE| L LT
SR L 7RSSR, €9 2F V8 20mg KO8 100mg Tl &5HD
WITNROKR TS 77 RITH$ 2 QTecNi D=2 74 b
DAL E O 95% 15 HH X 4] @ BRI 10msec % LA & 7 A
5722 (HEANT—% ),

a  BIANE LIRS o8 E 7 — % % F v CHliE L7z QT RIFE
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EIRAFYIZeAY I Y Hi ZEEIEHUEH L OB T LoV ¥ — 1k
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18.2 EX % 3> Hi SREREHIER
ZHEEEERBICB VT, e bOk 2y I v H ZEBRICHDUE
JH (Kifii : 64nmol/L) %R L7z (in vitro)o VT v MgHNE
IR T SR EARICBWT, BAF 3 /m%éﬂlﬁﬁé%n%n
100nmol/L & 30nmol/L X Y ¥l L7z (in vitro)o #&II¥5-12
5@%ﬁﬁuﬁwfu\?vb&@%w%vbmtxasy%%
T 5% Y TTHE 2 B U7z BRIRINER 512 X 2 Bi R B v
T BT ELVEY PO A% I U HIEAOE I 2 JH L
7»:23%25)0

18.3 L7 LILX—1EH
PUEESE L 72 BV v b ORI RIGEEA I BV T PUR T FE U
ZIHI L7z (ICso fif : 95.5nmol/L) 22V (jn vitro) .

19. FRRAICEEY 2E{EZIAMR
—WEHR ¥ 2 F ~ (Bilastine)

1t&#4 . 2- [4- (2- {4- [1- (2-Ethoxyethyl) -1H-
benzimidazol-2-yl] piperidin-1-yl} ethyl)
phenyl] -2-methylpropanoic acid
5513 CosH3rN303
STk 463.61
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FEALE TRV,
AL H;C  CHs
o0 CO:H
\ N
N
a5
N
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23. EEXH

1) & b OATPIBI. OATP1B3. OATP1A2, OATP2B1 i
wnimﬁ ELColE (€77 782016 4F 9 28 HAK
A PR 2.7.2.2)

2) [HHOZEIZT 2 BREIRER] 2B 2 W BT
(€57 782016 4E 9 H 28 HAR., HaiGarHgZ: 2.7.1.2,
2.7.6.1)

3)  [HERER A VE A xS & U2 ES T AN K O S AP 554
B B B EMEREOME (€7 7§ 2016 459 7 28
HAKGE, WaarE% 2.7.2.2, 2.7.6.5)

4) FNEEL AW E R SRR (€9 X5 > OD $ 20mg [ ¥
)

5) M#E&EEMA (€57 78 2016 4F 9 H 28 HAKGE, Wik
BHEZ 2.6.4.4)

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

7) A phase I study to investigate the absorption,metabolism
and excretion of[1*C]-bilastine following oral administration
to healthy volunteers (¥ / 7 §¢ : 2016 4 9 H 28 HAKGE.
HEEERHEE 2.7.2.2, 2.7.6.7)

8) UC BRI G-HoL v~ AN Y 20K (€5 7
T HE 2016 4 9 A 28 HAKRR., WAHERHIZE 2.7.2.2)

9) Evaluation of the single-dose pharmacokinetics of bilastine
in subjects with various degrees of renal insufficiency (¥ 5
J T HE 2016 4F 9 H 28 HAKREL, HEEEESE 2.7.2.2,
2.7.6.11)

10) An open-label study to assess the effects of age and
gender on the pharmacokinetic profile and
pharmacodynamics of bilastine in healthy volunteers (¥ 5
J T EE 2016 4F 9 H 28 HAKRE, HAEEFMEE 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(¥ 5 / 7 §¢:
2016 4F 9 H 28 KGR, WREERMRE 2.7.2.2, 2.7.6.12)
A pharmacokinetic and safety study evaluating the
potential interaction of ketoconazole and bilastine under

11)

12)

13)

14)

15)
16)

17)
18)

19)
20)

21)

22)
23)
24)
25)

steady-state conditions in healthy volunteers(¥ < / 7 $¢:
2016 4£ 9 H 28 HAKFE. Wi EFH%Z: 2.7.2.2, 2.7.6.13)
A phase 1, open-label, randomised, two-way crossover
study to evaluate the effect of diltiazem on the single-dose
pharmacokinetics of bilastine in healthy adult subjects (¥
77 T8 2016 4F 9 7 28 HAKR, WIREEAMEE 2.7.2.2,
2.7.6.14)

A phase 1, 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 (€77 7§ : 2016 45 9 H 28 HAKR, WL E
$2.7.2.2. 2.7.6.15)

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

WAEET LV X — RSB R L U7 BR S AR B
(€77 7882016 429 7 28 HAKGE, 3 ﬁﬂwﬁ
2.7.6.24)

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

B REE MR L L BRE T/ IR (€57
Bt 0 2016 459 H 28 HIAKFA, W EFHEE 2.7.6.33)
Yagami A, et al. : J Dermatol. 2017 ; 44 (4) : 375-385
Conen S, et al. : J Psychopharmacol. 2011 ; 25 (11) :
1517-1523
Garcia—-Gea C, et al.
(6) : 675-635
Tyl B, et al.

] Clin Psychopharmacol. 2008 ; 28

: 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
Y243y H A ERESHUER (€5 2 7882016 429 H 28
HRFE, Wi aeie 2.6.2.2)
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