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5#1.00F ] TREMEFIRE277.86ng/mLICH]E
U7-%. THFERHA10.54 I TIER L 722,
YT 2F v OEYFHREIL10mE. 20mghk U'50mgd H
BENTHREEEZR L. KEKRGICL2ERIEL
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H#FEﬁ (hr)
E'J2F EE20mgBER AR ERO Y T 2 F » MEEHIRE
ZEERR G FHE - EYERZE (2001)

Y5 AT 3E20mg B BIRE 14 5 O FEYEE RN /ST X — 5

&5‘% Crmax Tmax AUCo-inf t12

(mg) (ng/mL) (hr) (ng + hr/mL) (hr)
20 277.86 1.00 1296.452 10.542
(117.40) (0.5-2.5) (368.26) (5.50)

RS, PEE (BERZ) 2060 [a: 1961]. TmaxidHRME (&
/ME-FAE)

16.1.2 £EYRH RIS EEER
(1) KTIRALES
Y5 2F>0OD#E20mg [YD] &¥5 ) 7OD#E
20mg#, ZUAA—N—FEICEDZNENIE (¥
Z AF>20mg) @R AR 298 IR R ERE O
ELTmEhRECABEZHE L. B5N-3EE
B)8F A —% (AUC. Cmax) DWW TIOWIEHHXE
B THEHRT 21T - 28R, log (0.80) ~log
(1.25) OHEREWNTH V. WAlIOEWZI RIS A

Aahiz,
HEINT A —F BENRTA—F
AUCo-36 Cmax Tmax t12
(ng - hr/mL)| (ng/mL) (hr) (hr)
¥ 25 >0D| 1379.31 268.92 1.09 5.06
#&20mg [YD] +428.63 +110.03 +0.45 +1.28
vZ ) 7OD$E| 1412.71 280.27 1.12 4.73
20mg +438.68 +128.33 +0.49 +1.26
(CE#ME + 1S8R, n=29)
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885 X —% (AUC, Cmax) IZDWVWTI0%EHXMH
BICTHRETENT 21T > 28R, log (0.80) ~log
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AUCo-36 Crmax Tmax ti2
(ng - hr/mL)| (ng/mL) (hr) (hr)
¥'J A2F>0OD| 1448.79 292.25 1.76 5.30
#£20mg [YD] +338.17 +99.85 +0.97 +1.17
v'Z ) 7O0D¢#E| 1514.16 302.60 1.61 4.83
20mg +398.44 | +116.16 +0.85 +1.20
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ZH]
16.4
R A BE6HICI4C-E5 X F > 20mg 2 B [EE 4%
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L&, BETREIIRE®TH £ TICRFI233.1%.
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16.6.1 BikaEREERE
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%ﬁﬁﬁ Cmax Tmax AUCO»inf t12

[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)
BEKT 172.1 1.5 967.4 15.08
(50=GFR=80) (45.0) [(0.5-3.0) (140.2) (7.66)
REEET 271.1 2.25 1384.2 10.47
(30=GFR<50) (30.4) |(1.0-2.5) (263.2) (2.34)
HEMKT 228.8 1.5 1708.5 18.39
(GFR<30) (81.8) |(0.5-3.0) (699.0) (11.40)
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ERBEHETIREY T AF ¥ DChnax X TAUCo.inflc Z i 72
Mol AL ERIETIIE T AF ¥ DCraxld
HRZENL7EE D > 7208, AUCo-inflCZd 72>
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BUWEFRHERIL2.5% (5/197H1) TH-7z. TOWR
WSEERL.0% (2/197#1). ASTHEM. v-GTPHEMK
ORISR N E0.5% (1/197f1) TH - 720,

17.3 Z0fth

17.3.1 tEHERNREIC I3 T &

(1) BERA (186l) ZXHRiIc, €I AF V§20mg. ¥
T AF VEEA0mgE), B ROF T IV RS ITEAR%E
“EHEW., JUuRAA-—N—TFNFNIHIEIHMEK
BHREL. R4y FRBIC LD BEEERREIC K
ETHEERFMLI-E &, €T AF VO HEHEE
BICRIETHEI S S REERLEZROLED -
7220 (MHEAT—%). [16.3.28H8]

(2) A (2061) xR, €5 AF VEE20mg. ©
T AF V$E40mg. ©T AF VEE8OmgH), b Fu+
VIVVRUOT T REZEER, JURALT—N—-T%
NZENIHIE7HBERERS L. FREMRERICKIET
MERME Lz, BENFTMHTIEIY T A5 V$E20mg
RO40mgld 7o R EDOBICEIZRD SN ar o7
Ay EBRFHETIEE S 2 F 2 $840mg K *80mg T
BT 7 RERBL T, ZEPRDS5N22 BHEA
T—%). [16.3.22H]

17.3.2 DOERNNIFTHE
R (3061) ZRKRIC, 5 2F 2$20mg. ©
T AF V$E100mgh), ©5AF VEE20mg+4 k3
V' — 1 400mg. EF 7 aFH Y r400mgh 7SS
tAXREZEHEMR. JURAF—N—TFNZFNIHIME4
HEREHREGL (£F¥70F9 > 0H3HM). D
EESBICKITTHELTML 2. FTEMEEE %
[QTCNPEDOR=RF A V5 OELBO T TR E
D] EUTFHE LR, €7 XF U 820mg KV
100mg Tk, #E5HOVFTHOBETE T LRI
WMTBQTCNIOR—ZAF5 A v 56 DELED
5% R M @ LRI 10msecz EE & 7% 5 7223
HEAT—%),

a: MIEHIE LER O#ERE T — & 2 VW THILE L QTR

%) AHOERARIZIE20mg. IHIEATH5.
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18.1 1EFAR
I RAFVIEe Ry I VHIRBARERIERARORT L
L —1ERZERT .

18.2 ERY = VH\ZEINEHIEA
ZHEAEERBRICBVT, L Oy I VHIZAMR
ICHEFUEA (Kif @ 64nmol/L) &R U7 (in vitro).
EILEY MEHEBEAROCREERICBWT, B2Y
I UERIGEEZ N FN100nmol/L & 30nmol/L&
WHl L7z (in vitro). BOSIC X 28EBICBWV
TiE. Iy PRUELEY bORBRY I VERMNEER
PETTHEZIMH U7z BIRNI 52 X S8R IcB W T
3. FEEREILEY PORB Y I VLB IE Z M
]\/t24)~26)o

18.3 7 LILF¥—{ER
PEB/EL-ELEY bORBHEIBZARICBWT, HUE
FHFEIHE 2 IME L7z (ICsofl : 95.5nmol/L) 2425
(in vitro).
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—M%H5 . €5 2F > (Bilastine)

& % 4 :2-[4-(2-{4-[1-(2-Ethoxyethyl)-1H -
benzimidazol-2-yl]piperidin-1-yl}ethyl)
phenyl]-2-methylpropanoic acid

1 C28H37N303

1 463.61
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OfFET (EF ) 78 1 20164F9H28HARR. HIFERHR
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[BFOHEICHET HEKREERS] 0BT 2R MERE
gt (€3 78E : 20165FE9 A28 HARRE. GRS
2.7.1.2, 2.7.6.1)

[ A B M2 R & U BREE [ fHEE R O REH
538 cB 2 EMBEOMET (5 78 20164F
OH28HARR. HHERNE2.7.2.2, 2.7.6.5)

HERL | AR E AR

MEEEARKEA (©F ) 78 20165F9H28HARE. HiH
BrHE2.6.4.4)

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 (¥ 7§E : 20165E9H 28 H&R. HiEE
BHEE2.7.2.2, 2.7.6.7)
HCEBARBREOREROE N ANT » ZADOMES

(B2 7% 2016928 H AR, HFERMBE
2.7.2.2)

Evaluation of the single-dose pharmacokinetics of
bilastine in subjects with various degrees of
renal insufficiency (¥'5 ./ 7§E : 201659H 28 H#&
R HFEERMEE2.7.2.2, 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 (€5 7§ : 201659 A28 HA&R. HiEE
RHEEE2.7.2.2, 2.7.6.10)

t FOATPIB1. OATP1B3. OATP1A2. OATP2BI1
XIFOCTIOEE L LToEs (€7 7§ : 201659
H28HARE. HEERNE2.7.2.2)

A pharmacokinetic and safety study evaluating
the potential interaction of erythromycin and
bilastine under steady-state conditions in healthy
volunteers (€F /) 7§E : 20165F9H28H&ZR, HIFF
RHEEE2.7.2.2, 2.7.6.12)

A pharmacokinetic and safety study evaluating
the potential interaction of ketoconazole and
bilastine under steady-state conditions in healthy
volunteers (€5 7§ : 20165E9 A28 H&FR. HIFE]
RHE2.7.2.2, 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 (¥5 J 7§&:
20165F9H28HARR. HIFERBIE2.7.2.2, 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#E : 20164F9H28 HA&ER. HEEHR
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WE2.7.2.2, 2.7.6.15)

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

17) BEET VL —HEBREBE 2R E UEKRE HERK
B (B35 78 : 20164F9H 28 HA&RR. HiEERBE
2.7.6.24)

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

19) BUERZEREZNRE LRSI/ IERE (5
THE 1 20165F9H 28 HAGE, HEFEERHEE2.7.6.33)

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

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

22) Garcfa-Gea, C. et al. :]. Clin. Psychopharmacol.
2008 ; 28(6) : 675-685

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

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

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

26) A% I VHIRBBEIUER (€5 78 : 2016494
28HARR. HFHEREIE2.6.2.2)
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