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EMelEE20E %
Bistin Tablets 20 mg

HEPZERS 55 061514 5%
RHEENE S M
hRZ<HHA 2023-10-16

BV RE
Z# 27520 mg bilastine.
DF C28H37N3O3
nFE :463.61 g/mol
BB : 2-[4-(2-(4-(1-(2-ethoxyethyl)-1H-benzimidazol-2-yl)piperidin-
1-yl)ethyl)phenyl]-2-methylpropionic acid
EE%E1E

Q

SEERERZE ( excipients ) AlIFE - £81.267 -

1.2 M
Silicified Microcrystalline Cellulose
Sodium Starch Glycolate
Magnesium Stearate
1.3 HE
g
14  ZEmINER
EEZE ME SR -
ARREZR T HEREMSRER - MASRREDKHEEE -
YN
BEBAR12EE)UA L REBHMEEXR(FHUMEEN) RIEMSMPZAIEER -
RAKHE
31 HZHE

BMANBSVE (+Z5m (5 ) ML)
BH—#t20mg bilastine SEEERBIEEX ( ZEHHMBENY ) FI=SMBER °
HEEZEERBR TR —/\FEZE /MK - 2876 -
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3.3

AEHAR

AEAHMEXEZERTIRETAMNRNERE - SBEZEMAB LS K ERE

K??QTLXEPE =p- %FHK%AH&%H#%E%E%%@F BEMNBHEEIEA -
ERBEEBAHRPE  BERESELSE - EMPERERGEBERANEHEE -

SRR AR BV S E R AMNBAREAS -

R RARE

IR R A%

ZEA

TERAATHELE (£810.28111) -

ﬁRH@IDL\Et i =

&Aﬁ%ﬁﬁ?ﬁﬁ ( BRINBEEAZRIBA ) ZW5R S - B ARMDbilastine AFERHE
HE - (2811)

Hﬂmlﬂ’ﬁtE
TR INEEA 2 m A W ERER R ERALER - Bikbilastine AT - MEEERRKR
RE IR -

HHIESERATAESEEEMRESBBZTTHE - AIL - FHEINESENRBA
AFEAEEE - (2811)

RE

FE/NR12BU TR E - 52 [BBilastine7A#t 102525 Bilastine 1 fRiR2.52 7/
SEAPRE -

ERAR

CAR

EESHRA—R - BEREAKHEEER -

4

5

&2

&
ZRARHERLS RETRYABHKOHEA > £281.2-
¥

EREEFR

5.1

5.3

3/ EEFR

RE

2RUTF L EMmMAbilastinesy 2 A BTG REL > 2ER L EHER
1 48k A M > B gbbilastine R B4k AR sb 8% 2E o

B % EE B EIES o9 % At FbilastinefeP-glycoprotein(P-gp)#p 4 &l » 41
4wketoconazole ~ erythromycin ~ cyclosporine ~ ritonavir # diltiazem® *T
fiE &3 jubilastinesy M B & » B3 Aubilastine R R R BE9 AR » Bk > F
B R E K B WIRE R A& % 46448 Fbi lastinefP-gpBadp 41 & -
A4S BE7A] mol (23 mg) » TREF A -

BAEBAMRAE S
M E AR AERROE
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b

—3gbilastine¥ B8 4Bt % BA N > AR Fbilastine 20 mgH BB L & HE - &
M FEAHABLYRBERBE > BEEL R ARZER BB &
2| A T#bilastine BT B E4 » A TURE B KIBEHRHE -

Bk rEER

6.1 &%
HZ BT 24 Fbilastinety BRAE R -
AGHMBRBFTERAIEAHNETESL - S BRI B EL BT A A RMBHRR

% (4810.3) -
A T7/M0RR 1R Z 8 &4 %1% FAbilastine °

6.2 EiL
BT &bilastine B FHHE AT - YRR TF - EHRBHNEEHE
7N > bilastineh It P E (£810.3) - AR ATHE/EIEEEF %
121/ #ibilastine#y 6 B oF » B AL H LT TR AERIEGBYRBONAFE
§ °

6.3 FHAEFHRAGLHEIH
S5 BEMBAETRAER - EXAHBBRT  AETMETHEFTRNEEY
BEME - (28 10.3)

XEAER
R REAT Fbilastine REEBRM I ZHRGHAE > HELTF -

B s/
’ﬁ‘%?“ﬂ ﬁﬁ FM&DB&M lastine #yZEgd T FH %:£30% -

ﬁ‘-ﬁiﬁ ﬁﬂarl'ﬁﬁﬁflbﬂastme 20 mg > &rM&bilastine Wy ERTRH£:E30% LW
T TREOGALVE ERTHERAORECEARAARGKRMAAFLER - LRE
YR dbilastine® # sy {AREZ E(0ATPIA2) R E# > 28 HA T aHHHEAR
ERHE(0ATPIA2) 6y 4 F » T A L8 T FA R 0 4K 32 FI ROATPIA264 % F ¥ 14| -
#lderitonavir &Krifampicin > &#F R4 €A B1&bilastinell ¥ 8 & & T %E -
$iketoconazole #erythromycing i 7 4 H:

4#-Hbilastine 20 mg#t % Hketoconazole 400 mgs erythromycin 500 mg/—H =k44f
Fl > #4Ebilastinety [ ¥ & & T EI#E 3 Au24E ~ ZS M P B E 3 /w2-34% o b 8T X
W ARFE Bbilastinefu /NG HEM & B (intestinal efflux transporters)#) X Z/gFM
A& * B % bilastine®&P-glycoprotein(P-gp) #% % » AR g#AH (£H11) » Xk
%R &% %bilastine - ketoconazole & erythromycini ey %2 - £ &1%P-gp &
%8 S ¥ %R » #ldecyclosporine F] # T 4 € 3 Aubilastinesy M K & -
$#Hbilastine 20 mg #F diltiazem 60 mg#k > &3 Aubilastineik S ¥R & ¥
50% - i@t g #bilastinef/NEHR BB R Z/AER (£H11) » LEBERE
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%}%bl lastmea'iﬁﬁ T 3

b11ast1ne 20 mgﬁ?é*%ﬁé&—ﬁﬁﬁﬁ& HENKRERERARE  AARKRAE
xE Ao R 2 14 Y F AR

$lorazepamt X Z 4 H:

bilastine 20 mg #vlorazepam 3 mg—AefE AKX » R €% %Elorazepan¥t ¥ ieit &
A%ehsasER -

RE WA

bilastine REECEMHH X ZERARKITARANBE RS - 28 L EHH

bilastine RECEM X EFAGBERMAE » FAF L4 Hbilastine AT BHRZE
VR BmERER  BARERALIRTHAL ERAGRACRh2 X aFRER - L&
B SERAMBETUARARXEAAEAEN PR TERXD T ZSREHRILR
4% E R MAbilastinesy M -

BER/ A RRIE
8.1 ERREZIMA/FRRE

BAREVERAA RS MEES
ﬁ%&%¢’MMRMMw20m«%ﬁ&ﬁwii&ﬁﬁ%ﬁiﬁ%%&kﬁ
FPERAN BERRRBHLHARIZ TS » MREBHBABTERT

12. 8%
AE_BRE=IERRET 0 £42525.4 % AR E # Eeybilastine » 3\-
+1697.% 5% A Fbilastine®| & %20 mg - 5 50413624 % A A A -

F > R Fbilastine20 mgi4ABMMEE X KB IER B EMS B A %’?ﬁ'%é’]

ARRERSERE - 5ok - FHEERSE - RAbilastinemBARBEBFERRR

RURE R E

N fhE D g A ,
#ibilastine A M BHARRIE > REBREICITLEZGHRARAT » BB
0. 1% Fbilastine 20mg&ym AR Treeh SR &4 T
BEREHERWT ¢
EEER (21/10)

¥ 5 (21/100 to <1/10)
A¥R(=1/1,000 to <1/100)
£’ (=1/10,000 to <1/1,000)
% £R(1/10,000)

k4o (7% b PRAT 0 BRSP4 )
B~ I B EGRRERORFINRK T
ARBETR bilastine All S RB
20 mg bilastine | N = 1362
ﬁg{g x EJil@ N=1697 Doses
N=2525

P.4




Rk Auig R

AAER ). 3RS 2 (0.12%) 2 (0.08%) | 0 (0.0%)
R#EERET
¥R B 10 (0.59%) 11 (0.44%) | 7 (0.51%)
AT RN
AHE EE 6 (0.35%) 8 (0.32%) | 0 (0.0%)
KR 2 (0.12%) 4 (0.16%) | 0 (0.0%)
GEF E T
5 1 52 (3.06%) |82 (3.25%) |39 (2.86%)
SRR 68C 4.01%) | 90 (3.56%) |46 (3. 38%)
RER ¥ 14 (0.83%) |23 (0.91%) | 8 (0.59%)
HifokB g%
AER, R 2 (0.12%) | 2 (0.08%) | 0 (0.0%)
403 3 (0.18%) | 3 (0.12%) | 0 (0.0%)
100 10 8 32 %
A RSR 4 (0.24%) | 5 (0.20%) | 3 (0.22%)
. L ANE TS 5 (0.30%) | 5 (0.20%) | 1 €0.07%)
EEQTE R 9 (0.53%) |10 (0.40%) | 5 €0.37%)
AELEBREY T (0.41%) |11 (0.44%) | 2 (0. 15%)
wPOR B A IR E R R
e F 2 (0.12%) | 2 (0.08%) | 0 (0.0%)
¥R FFRE 2 (0.12%) | 2 (0.08%) | 0 (0.0%)
HFHIE 3 (0.18%) | 6 (0.24%) | 4 (0.29%)
FBEY
¥R LA 11 (0.65%) |14 (0.55%) | 6 (0.44%)
HLIR 5 (0.30%) | 5 (0.20%) | 4 €0.29%)
B 7 (0.41%) |10 (0.40%) |14 (1.03%)
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R ] 3 (0.18%) | 4 (0.16%) | 0 (0.0%)
) 4 (0.24%) | 6 (0.24%) | 3 (0.22%)
=5 7 2 (0.12%) | 6 (0.24%) | 5 (0.37%)
HIER R 2 (0.12%) | 4 (0.16%) | 4 (0.29%)
AR 4 (0.24%) | 4 (0.16%) | 0 (0.0%)
REARETadit¥
ER kL ¥ 3 2 (0.12%) | 4 (0.16%) | 2 (0.15%)
— R ¥R ey 25
B 14 (0.83%) |19 (0.75%) | 18 (1.32%)
=R 3 (0.18%) | 4 (0.16%) | 1 (0.07%)
AHR BLA M E A& 2 (0.12%) | 2 (0.08%) | 1 (0.07%)
B% 2 (0.12%) | 3 (0.12%) | 1 (0.07%)
JE 55 3 (0.18%) | 4 (0.16%) | 5 (0.37%)
iEE
GGTP# & 7 (0.41%) | 8 (0.32%) | 2 (0.15%)
ALTH & 5 (0.30% | 5 (0.20%) | 3 (0.22%)
EE ASTH & 3 (0.18%) | 3 (0.12%) | 3 (0.22%)
£ WLAT 8, 7t & 2 (0.12%) | 2 (0.08%) | 0 (0.0%)
P =BehEsts | 2 (0.12%) | 2 (0.08%) | 3 (0.22%)
8 F3Y o 8 (0.47%) |12 (0.48%) | 2 (0.15%)

BEREAR0(BEHEN TR 08~ DHBBERBHRE (4o B
BoMER K > MBHIKE - FREARE S EA - HHKE / HFERRLEE) RE

B YRERETRER

AR Fbilastine 20 mgREHEBEIRA > FFTAR 2|4k - 5% - AERESE
RREM - BERE N5 BokeE3. 06% vs. 2.86% sam4. 01% vs. 3.38% -~ &
0.83% vs. 0.59% ~ &4 0.83% vs. 1.32%
LTARAEARENBTHABERBZRBEINGZEHTHR R -

A

R SMOL R 8RR E TR E SRR 0 FR A2 1TROBE
RREBHHERBURENAIF -
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S AUR B R K8 38
BEALBERIALZIFRRBRABEERY  ZOFRETLARIRKERR
FRNBRBELROR RRBER FOBREMEUHT R -

9 ®BF
R#&ag
EHAREBEH TR dbilastineEE REBRBEF A L TR EBRMA o BERRAR
o 268 RARE 2R ERmADbilastine— &4 BB E10~11/224 (EXRHE 220
mg; XEK-tX > HFHMA200 ng) > FRREBFEREREREZRBGRBERE - B
BREREROARRRBRAFEE FHREABL - BREFRENFARREFBEENQICIE
EROFEN - LT A AENETHRBERRBRREIIHER R -
Na43045 &8 2R F4 TThorough QT/QTcX X 3X8%y P 3rfEbilastine$ £ #| & (100
mg x4 days) IO ZEBBILHBE > ERETR BRAABENOICHIELRYER -
A A RERRAEHBEHEH -
FR#:8 8 oy ik ALE ESKIF MR I6 -
bilastine B aT # & 45 € o9 B H A -
10 ZIB451E
101 fERt&EE
bilastine®—1&3FiEFF - RYEMWABMRIENE - HEBHIZREEEU BN
¥ MEMERR=ES ( muscarinicreceptor ) BIFRER -
RFAE—HEIEMbilastine - BEHIHIABIELS 5880 B LB FBRATIE24/ )\ B -
10,2 ZEEIRFEM
mypaEM 25U ASR  HENESUihAsREY
ATC#RH5: ROBAX29 -
10.3 ERARRIZEHER
LU  SENEEY EREUNREUEUREFERASART - B
bilastine¥t AR5 IABIR M -
SESHNEET - bilastine RN BT EESENEHMRIRNTE (TEREERA
BRHM ERTFHES -  WEEBAZMEUENATEHE) - BEARREDS
(NOAEL) THRE=EEMBB(G30B)ABEZABEE THWRES -
BRI RT - ORE—HI= bilastine (20mg/kg) FIKRE - 2T EIRbilastine -
bilastineZEF T P REXNZRILABMEBPREN —F - BLEARNKAERBE 45
KRISH -
EENEBENHABRD - ORbilastine’Z 1000 mg/kg/XKIR A Z MMM S
EHeRE - R - FEMEREELRBEXATE -
ZBUHF Y  AEENERBREANDMHEE - Bxbilastine A EEEE PR
%4 - (CNS)
11 ZEYENEBERSMY
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RUx

bilastine/E MR HE - AEHERIRI - 013 NBTEREMPRE - HREMRBAEELD
B -

HARbilastineRY 9L THEZ61% °

2

FENAIEESINII IR ZE BT - bilastine/P-glycoprotein(P-gp) ( £/17 - flketoconazole -
erythromycin X diltiazemiIRXE1EA ) FIOATP ( 27 - MEBM TR O/ER ) WRE - 8
bilastine N 2E X EHBCRPHEBMIEZXEHOCT2 ~ OAT1 1 OATIHZE - RIZASIMF
7% - bilastine A& AR EIREZEER : P-gp ~ MRP2 - BCRP - BSEP ~ OATP1B1 -
OATP1B3 - OATP2B1 - OAT1 » OAT3 * OCT1 + OCT2LIENTCP - {£#i223bilastine¥P-
gp ~ OATP2B1 #1 OCT1EEMAIHIFIIER - EAKIC50 =2 300 pM - ESRERAFN RS
PRE - Bt - BERGIERAESARAERY - M - RBbilastineHi B BB EXESHD

HIRAERERIR - A PERRANZEP-gpRYfER -
AEEIE T - bilastine ZMRERRIGLEERR[84-90% -
EYEE

EIRIMAFED - bilastine A &% 85 HIHICYPA50EITNEE (isoenzyme) ROE M -
JEBR
£ — @& £ 82 (mass balance study)$ - Ef@FEXZaERAE—HE20 mg 14C-bilastine -

RN HFIS%MITFEIEMR K (28.3%) K EE(66.5%) - LIkt EMbilastineBFt - #
RbilastinefE AR R BRENNHE(L  BREIABTNEIRERHEZ14.56/ )M -
R

EHE5~220 mg WEEIRA - bilastine B4R M ZEYEN NE - HERBEZEME -
BhEINEE A ZBIEA

EBRINEEAZNEET - BIIEEENZHEE#IKBIEZEGFR: > 80 ml/min/1.73 m2)
F15(SD) 4R T EFEHR737.4 (£260.8) ngxhr/ml - BB EINEEAR 2 (GFR: 50-80
ml/min/1.73 m2) = E1IE N ZE967.4 (+140.2) ngxhr/ml - HE B INEEAZ(GFR: 30 -
<50 ml/min/1.73 m2)iI= i L NNZE1384.2 (+263.23) ngxhr/ml - EEEMINEEAZ(GFR:
< 30 ml/min/1.73 m2)M =& B IME1708.5 (£699.0)ngxhr/ml -

BRI E R X E - FiTbilastineW+¥REIZ9.3/M\ 5 (+ 2.8) - BMERINEEAEZHIZ
EE2I5 VN (£ 7.7)  PEBRINEAZHNZHEZ10.5/0E (£ 2.3) - EEBRINGEAEZH
THEE184\R(+ 114) - EFIEMTHEED - bilastinefRA48 -72/)\ B2 B EFEE R R5T
EE - BEEyE HBERNEtE RbilastineMZEMAZTEHALNEE - BESIERAML
Fohpbilastine BEERERFELTHEMA -

HE B ThEE A 2 B A

I HINEEARA R ANEY E HEMFTEIR - bilastineE AR AZHTFHEAHEL - EEMW
NEEAEHMRE R - BREETENHRA I - BT EbilastineBIRBEMIWEE -
FFIhBERIZ{E¥bilastineZEM B HERBRK LHNBEER -

ZERA

65U ERmAREERBIR - 655U 89w AR 18~3555H9m AMELE - EbilastineZZ4) &) ]
BrIsmit TREER -

=D

BEVF(12~1TR)NEDE NEHE - ERANERBEISEINEZESDFEA -

P.8



12

13

15

RPRAL R E T

B KA 2
HANS DV FRHHER (FEMNARENR ) BmARRAKRGRT - —XKRA—Rbilastine 20
mg - F5#E14~28K - BEAREMRITIEIE - &k - BF - BE - IRIBFE - ARRMIRBALRE

RUSEAR © bilastine ol LAE XAV 48 BEAE AR 3 24/)\ B -
—IETEHARITHRBEHES - FiT4ER - LR BRI KLU E FH B S X0E
A - TEIERRFER T - bilastine 20 mg AB256 A - ZEEIAB255A - BUZERHRBAES
254\ - HE14K -
B R BURERENESAERTINE(LE - SEERE - RE%  SENSFE &
AZRBEEERNEA - EE10213XRNESAERFTF 2 HFIIEER-0.63 - EAbilastinef%
ARI%-0.98 (p=0.023) -
EmEzEIEH R EMERANGRLRD SR AZESEMBSIENAE - —KKRA
—Rbilastine 20 mg - 28 R EREBUNEFRBEEN PN ANREE - WA ZRH ANER
BERMEEME -
fEbilastineMER Rl Bz - BIMUR A B EBE CtRXREBRERTISER200 mg ( BRAEIERY10
&) ; suFRIP-glycoprotein(P-gp) &I - #lilketoconazole (24 I #E)
erythromycin (24 I3 #)% - B2ABREIHQICEEERFIECH L MEBTENES -
B9 - B-EEE302#EZHENThorough QT/QTcit & - 2B QTCRIFRIE R H B H /LM
ERTENESA -
TEbilastinef PEB KR AFENHRGER T - ZRFMERBH—XK20 mg - BERET -
bilastine MZFEIWZZMMEE - BEEBEMZRBEILERTER LHRNER - lRARGEED -
B HARME—RbilastineM 23240 mg - WA EBFHAREE - BIZENERAE D - HEROE
RSBETE -
EE_HAME—MBERKREET - BFEBA (2655 ) MEERBEAMEL - BYESZEHI
BEE - —RI46BEFERA (2655 ) WEMEBMRER - EFEHWA (2655 ) BRFEAN
ZEMWREER -
SVERA

BOFLZ2MRAENMEREED - 128RBVF(12~175)#Xbilastine)a & (8125
FERBHFUSK)RFBIMI6BEVERBE AT ELREA RS RANGRT - ERER - 5
DEERANLZEY KA T EESE -

BER#ET

13.1 8%
2-1000fEAlu-Aluta B &%
2-10008EPVCERsEEE

13.2 2488
AIHARBERINE

13.3 REEHRGE
EFRR30°CLLR

Hoth
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EhR=

AEH

ZENFHEIEER

IR K - RAEAIEENEMBZEZERBEMEIREKREE -

TEEBRERMHBIRASE _M amEmMEERITE1545%

TEECBHERHBRAT M SEHHMEEMTEE1545%
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