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< BEAI >
WE, RACIZLREF U O UHEEE LT 1R 5mg & |
B 1lE, ERMCKRAOES TS, 2B, Fh, ERICLD
R 31 EEMEET 22, w5 EIT 1R 10mg &5,
B ‘ <vuay7IHI>
KT PR WL RS L 10 mL (L AT F U MR Y LT S
FH = 35 o mg) 1 H 1FE, REMCRORET S, 2B, Fi, JE
15 WXV EEHEET 228, Em&EE5EIZ1TH20mL (LA
tFY UUEBE S LT 10mg) L35,
/N
< BEFAI >
AL - HE WE., T E ISERBO/NBIIIVRET U U R
ELT1E25mg & 1 H2E, Jl&E&LOCBRERNIREA &
535,
<y 7HI>
WE. 6 7 AL E 1EARMO/NRIZIZ 1B 2.5mL (LAt
FU U UEBEE L T125mg) # 1 H1BEEOKREGT D,
WEL. 1L E 7R o/ 1H 2.5mL (LAREF
VYU E LT 1.25mg) # 1 H 21, #&%K&KO®E
ANCRR ST 5,
W, 7L E IS AR O/NEIZIE 1 E SmL (LAEFY
UUERE & L C2.5mg) & 1 B 20, HIA%LOBERIC
BOEGT 5,
24 TS e AI AT T A oA
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< FEAI>2010 4 10 H 27 H
<vnuay7HI>201441 H 170
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HEAME | < oo 7 >R OERSBIE (201441 H 17 H~2018
10 H 26 H)
%%ﬁﬁ% 2020 -5 H 14 H
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(f &b
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LELD)

VIREF U UERE (LR, LAREFIU DY) 37k
SR ThLrEFY UUERE (LT, EFY YY) O R-
TFUFAv—Thy, F2Hfohle AZ I FEKE LT
DEFIV VU DRENREHE—-THY, LAREFY DV
X, b2 1290 F v FA~—THDHTFAakF IV
Ve B FERF I HZERICKT DHFIMED 30
T <L MREEEE ITRERTTH D (REEEEEEIZT A b
oEFUTUDTHICHLTCULAREFY DT 115
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BRI S OCKETIX, 7 uiE2 A8 3 5 EEMLEARE O
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AH IV HI ZBAEERICE D EBIREO S WA Z BRI 5 2
CEBELT, LAREFU D UDOBIKREREZEEB L,
AREF U P03 2001 FFI2 KA VI TRB I LTLLEE,
2018 4F 11 HKg R CREZ G MR 60 » ELUL ETT Lv
F—MESR LK ONERZ 2 EI0E & L TERB I TV,

7500« A A7 T4 KSR (GSK ) X, L

REFIVOUNTEIKTHLIETF U VU DIEEEOIEME
AETHY, FEIERNPOHE DT F A ~v—~HE5
BT THENREF VU OYEREIZRDZZ D, L
REFVrnEZofie AZ I VEE L THARANIXT D
TULLAFXF—EEBORBIZEHTHD EH 2, UCB Atk
OIFEFHBE BN EHE LB ARAENTLRET U VORISR
AEHDHZ EERELT,
LAREFI A3 TF VO 0OEETCRBEOEKRSRA2H
T 5 Z & BNES O Y EhRE AR BR M OVEE PR R BR (2 X v AT
ENTW5, BATOLAREFY PUoBICHZD ., B
AMNERERANEZREE LELRETF Y v sme sk O
F U U 10mg $EO ) EhRERER 2 5506 L, i AR IC
FALREFY VU OIEYBEREO RIHFEMENRINTZZ &I
v, ENTOEF U VDA O/NRIZH T D R
BEEEZENOLREF Y D OpiEE LTHFETL L
MWA[RETH D EHE 2T, T, WA TEINTZHEL D
LAREF U D UOERRBRICE T 2 EE A2 AR E
F U rOENERRBEE M2 ik, ENT
LAREF Y DUoHERD E L TORERBHEFEZITVL,
2010 4% 10 Hi2& TV Vv & RO IS E CHERR 2 Bufs L
7~
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(3) FAIZHBWTLHLE, 6% AL ELERIEO/NRIZE
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N5 T, 7TUAX—HEREORT L X —MHEEEERIC
LT, EREEE T,

(4) BZEREH I e 22 I UERZ R L, 24814
E LT RD R T 5,

(5) LAREFUI UL, FEIKTHDHEF U U DOR-
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A M AVHER, OREZEHAAT oA REOWT N
BBEINT S (BRERZEELTENMEOH HE 1 HRHTE
AH I VEB ), PEEF T, < LoAk - &FMETO
Eofe 2 X I VEK @7 I VAT 4 = —F —FERE
HiZE, ORmMEEHAT oA FEOWThNZRIRL, LE
WL TOERIZIOICOEHT 5, SN E TN
D 9 HEANRVIEFNIZOLTRA, @#FL PGD, « TXA, 3,
@Th2 1 MU A HEHE, @F 2 e 2 Z I 3 -
FIERE AR, OREERAT oA FEOWTFh g
WL, REIJSLTO, @, OIZOEJHT 5, EIEH
T, < Lk, SRVBONGAITEEEHN AT a4 REIZ
Foftbie A X I VEEHT S, REAME IR
D5 HEANRVIEFNIXSEFEH AT 04 RIEIZ LTRA F
721391 PGD, « TXA HE AT 52, & 2 e 2 &
VR - M ENERE AR ARG 5, Fo, SR I I
e % (1~2E/H), 1~2 BWEICR Y 64
%, HERETAIE DN FTREZIEN TIX 7 LV A U SR b R IR
T& %, SPRREAES ORE B 23 © 2 7o e 10 £ B
(SRS 2 R PEIE O N R DA A3 72 IE BN L T RRIE %
WTx 5,
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Ple AZ I VENHERE IR D, £, TOFRITIIMEAZE
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HREENFEORONT-EANZHEET DL IS5 N
FECE D, +RRIEPBELNNGA I OIREIEZ B
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ERFIEAL, REIER O R EZIE T 5750 TR, EE
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Ple AZ I VI - LT L AT = AL L S NAREE T
SAHEE BT 2REENME ST B b,

(BEfhFz & 2%) ©

PR B BB IR GERE TIEA T v A A
ELBITHERZ I VI XATa A RARE (FL =Y
72 20mg/H) HIBIRD 1 2ER205503, REHERE L
JERTIEAT oA FAH, RBAIOHAH L & HIZH 5,
BB TR OREELR AL ETH D, REMEDE
X, A7 A FRNRFKIZEED L IR, Hie AZ
VIRITHBREIE E e s, JRIRBRE, SR AT a A R4
A TR L LG RIET 2 MBI UARICIEE L e &
X, FEREEDENRARAHTERES R TW AR WATEEE, B L
IHRRE P AR, BB ICH Dt EE 2 TRy
FTARNREDRRFEDOHRENLELR D, MEICLY
JRR DR E CE 2 & ZICITRRZ EOWE., XD H D
WME % T DR PEBR - BIEET S,
BECTERNWEZIZIHRETHEHA L TWD AT a1 KA
WIS DEMBEERO ML Y VEND H, AR,
FNZ LD FRZBHRETIHRRICEMLAENE I ICTLAT
W[B, E=—nNFR THI7 I —LTTHTHILERDD,
R E DR ENTERNEE, b LTS TH R
EMERER I EIRIRNENRSG I H 0 PR T v & XX
FEEEIZHE L, JAICEL > TG OR B L ZET D
N, WENRLNARWE ST AT oA FNAREE, ik
PSR, SRAMVRIEIE N LT L 7 D,
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OTC fk &1
Vit R DY )

. "NTRFEZARMIEBETLAX—EGE LENRANICE W T,
FEROFEREFRZDENBEICA AL v TSN TS, AFIE, 2460 OTC
ERIBRIC, TUAX—HRRIZHTLDEAVLT AT 40— a OB
D—D2EDbEFE2D,

72k, ERoORMEEDECIE, e - DRET LAF—HERBRIZB - T
2L v FENTWS, it 22 I VIEONRFICBWT, 7L LX¥—

nJ VEESITIN 2 TZRRB . 1895 - DRI L RO ORER : SO
., oI ZEE - R LT 5 OTCIIER T BT AF U RO X F 2
F T VR ENTFET D,
BET B A | T VAKX =BT A RT 422016 R (SES 8 hi)
‘\__{(1_\\\/4\ N > = N
koo TULAX—REHTA RFA 2016
Z D,

3. IR D DEKRF TOREINR

K 55 6 [
T 0 & B
i

— X ER G & LT OARRIRIL
FzeE TeE FaE MkE TmE Mg

(BRK A 6 23[E T OKBNE)

RICOK A [E T ORBNE

gelE | e (RX4) | —

BRE « R

ik - &

1 4

(L | ke (B4) | —

BRE « 2R

Wik - &

1 4

ME | Wes (BELH) | —

BRE « 2R

Wik - &

1 4

KE | Mkoes (BE4A) Xyzal Allergy 24HR (SANOFI) (H :
N tablet, oral solution)

hee « ZhF temporarily relieves these symptoms due to
hay fever or other respiratory allergies:

runny nose; itchy, watery eyes; sneezing;
itching of the nose or throat

WHIEETIZZF DM OIEREET L L ¥ —
IZ KD TREOSER D — R 22 8% F
gk, BO»rdAH, EE., < Lok,
BE T IIMHEA D D Fr

ik - H <$EA >

e

adults 65 years of age and older: ask a doctor
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adults and children 12-64 years of age:
take 1 tablet (5 mg) once daily in the
evening
do not take more than 1 tablet (5 mg) in
24 hours
Y tablet (2.5 mg) once daily in the
evening may be appropriate for less severe
symptoms
children 6-11 years of age:
take % tablet (2.5 mg) once daily in the
evening
do not take more than % tablet (2.5 mg) in
24 hours
children under 6 years of age: do not use
consumers with kidney disease: do not use

65 LA EDRN C ERICHRT D Z &,
12~64 i D/NRIBLORA 1 8 (5Smg)
Z1H 1IE&ERM, 24 BIZ 18 (5mg)
EHZHEEZRMA LW & JER IR
OHAIE 12 $8 (25mg) & 1 H 1[5
LTH LW,

6~11 D/ 12 88 (2.5mg) % 1 H 1
M AR A, 24 BEREIC 12 88 (2.5mg) %
ZHEEWRHA LN &,

6 AT D/ ER LRI &,
EhgRoOH DN R LR &

<vuay7IH>
adults 65 years of age and older: ask a doctor
adults and children 12-64 years of age:

take 5 mL or 10 mL once daily in the

evening depending upon severity of

symptoms

do not take more than 10 mL in 24 hours
children 6-11 years of age:

take 5 mL once daily in the evening

do not take more than 5 mL in 24 hours
children 2-5 years of age:

take 2.5 mL once daily in the evening

do not take more than 2.5 mL in 24 hours
children under 2 years of age: do not use
consumers with kidney disease: do not use

65 LA EDO RN - EEIICHRT D Z &
12~64 % DO /NREB LR JER O EAEE
WU T 5mL £7201% 10mL 2 1 B 1 [FI&R
Ao 24 BRI 10mL 288 2 5 &% AkA Lz
L,

6~11 D/ 5mL 2 1 H 1 [BI&IRM, 24
RERIC SmL 22 582 R Lanz &,
2~5D/NE 25 mL A 1 H 1 EHEARA,
24 BFfIZ 25 mL 22 D EEZRA LW D
ko

2RI O/NR A LRV &,

69 / 188




BIgROH DN HH LW &,

{5

2017 4 OTC 1k

INE | BoEd (E3%4)

Bne - R

M- A&

{5

SN | Red (e¥4)

XYZAL tablets (UCB Pharma)

Do | ahie - R

Hay fever (seasonal allergic rhinitis), including
asociated eye complaints

Year round allergies such as dust or pet allergies
(perennial allergic rhinitis), and

Hives (urticaria).

TEE (EHIMET LA —PEK) | IBOSE
REETe
IND AR ARy T LLF—D X9 7RiE
FEPET LV — BT LV —MEER)
E AR

ik - &

The usual dose of Xyzal for adults and
adolescents (12 years and older) is one tablet
daily.

Xyzal tablets should not be given to children
under 12 years of age.

Tell your doctor or pharmacist if you have

impaired kidney function before taking Xyzal.

BABIOEHESE (120 E) oRMAER

H 18T,

12 AT O/NZIE A P25 Lk
TLEEW,

EHRREREE N B D NI, A VOV RNCE
Bl & 7 IR EEAIRT I B S < 72 &0,

e

2010 4 OTC 1k
(S2) Pharmacy Medicine

ERMER G E L TORGERD

VoamE MLE WomE

Sy

MokE T omE TN

LAREF U DU F20014FEI1C R4 Y THRBENTLSE, BIfEE TlIoR
60 % [ELL E o E Tl TABE SN TWD (20184F11 A K A8) . (A

VAV a—TF—2LF0)
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“2019 4= [E B AR LA o p.35. JEAE T @A

https://www.mhlw.go.jp/toukei/saikin/hw/k-tyosa/k-tyosal9/dl/14.pdf, (ZF 2018-08-18)

%7 VVER—ZRATA R4 MNEREFERER. S, &7 VAVX =BT K74
AR & AERE—2016 R (BES 8 i) . MRtk T 1 7 A = %, 2017,

p-11

—AEEVENBART L —2 “IRRIEORIRY. TLLX—RETA T4~

2016. KRS AEIEFn{E], 2016, p.242-243

—AEEVEN R ART LL = CEMRIET. T LR —ia A N7 A 2016.

B A fn i), 2016, p.391

—WRAEFVEANB AR T LXK =2, “7 FE—MREBROEMIFLE. T L LX—KE

A RTA 2016, BRAS LA/, 2016, p.322-329

—RAEETEN B ART VL —2a RIE L AR T LA —RAa A KT A 2 2016.

PRA LI, 2016, p.377-379

FDA. “Approval Date(s) and History, Letters, Labels, Reviews for NDA 209089”.

Drugs@FDA: FDA-Approved Drug,

https://www.accessdata.fda.gov/drugsatfda docs/label/2017/2090890rig1s000,2090900rig1

s0001bl.pdf, (& 2018-08-18)

M OTC #sfh3C#E : Xyzal tablets (UCB pharma)
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NHZDEE
BE LW &, BVWNFRENRRT2BZNMVH 5. [2.2.
7.1, 16.6.1%M]
9.2.2 BEEDHZEE (EEDNBEZEDNHDEEZERL)
BLIMTEESERT 28F10H 5. [7.1. 16.6.1%0E]
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HER : 25 BER. BMNE. HBEH. BXKS). #E/H 6D
NA5ZENH 5,
11.1.4 M/RRES (BEEANHH)
1.2 ZOtDEIER

0.1~5%%m|  0.1%%® BT
R, &0 R AEE. 5 RE. BE.
&% 555, LUN|D D, E#k, &
B b, R ER.
B %, A, R
KR R, EE.
W, BREE. &
W T, R
AT, B
|
0. X, B, TR, mEE G, &
BYRE  [ELRR. B, |HODE
WA, B
il . CE. (@
H. (USRS,
T T ey
Or%
0. MELA.
Rl (B2 0
, ), RO
e Sl SR F
NS T
)
B | RAD . U
REESY .
‘ BRES. EIER
I b BEESD,
MR . 1
MR
5. BB, 5 S0 55
x| mEE . h. 25
FER. MR
" CEAO. B ANEE. BR
R

-

01-5%FE]  0.1%%E BEAT]
ALT E5. APLR
AST E&H.
ik Bryry
ots
REAY. BUNBREE. .
ER. R, v LERy
B - T Qe — sy
DRED. M.
[mﬁ-(ii)
B, BERE. MER. FEO
Wi, 13T0. B|CbIE Y.
L . B,
Ot BE. MH. (&
. A
PR B

) v FU Y UEBRETOARD 5N TWAEIER.
BWEAFRRIEEICOWTIZEF Y Y VIEBEORIVRITICE D
ZECE L 7o

12. [RARBRERBRICNIZTE
T VLT YEARIGEHET B0, T LIVT Y RNRISHEE
ZEMT H3~SHA K D ARA DR G ZFIIET 2 EFEX L,

13. BERS

13.1 fER
EIRMERDPH S5 DNDENDH D, FINERTIIEE, %E5E
EORENHOEDONLIEDNDH %,

13.2 WiE
KA OR RN S BEANL L FAFNLBENT CTHRESLZ L,

14. ERALDER

14.1 ERIZAEDES
PTPEZEDHEAIIPTPY — b2 SWO L CTRAT 2 L 518
T5Z ¢, PTPY— FORBIKICE D, BOHARSEEREA
FAL, EITIFEAZEC U THRRRREDOERE 2 G HHE = H#
HTHIEDDH D,

16. FMENRE

16.1 MciRE

16.1.1 BEOigS
ERABE206ICLAREF Y Y IERIESmg % ZEREERE RS
U7-BE, ML AL F ) Y2 BEIRRER RIS mEETEE
232.6ng/mLICH[E U7z, M4 EE OEEERENII7 3RMTh - 720
F72. 10mgz BHEREOKRE Lk, REEEEICHS Cmaxd LR KD
AUCOBMARD 5Nz £ F ) D U IEREIE0mg % 228 I B O] 5%
G U7-R, MEEFHLRETF U DV RERZRER RIS REMEFRE
228.3ng/mLICFE L. IHREEIIEA7. 3R TH 5 72V
LRt F Y Y UERRRET YT O VIEREOFE CRBOMEF L Rt F
UV VBENSELN, MFEFLREFY VY DCmaxkUAUCHslL[F%E
Th-oTz0

600

—O0— LARtEFUT>10mg
—e—tFUT>10mg
—0— LARtEFIUT > 5mg

) w N v
o o o o
S S S =}

Mg LR T U D 2R (ng/mL)

o
=}

42 48

24
FRERE (hr)
H1 MBPLUREFUIVREHE (206, FHiE+HEERE)

30 36
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Rl UREFUIVDOEMERE/NS A —T

e tmax Cmax ti2 AUCo-e
U 5 S X =
i (hr) (ng/mL) (hr) (ng.hr/mL)
1.00
+ + +
LB T 5Smg (0.25-4.00) 232.60+ 64.49(7.33+0.98] 1814.06+392.49
v 0.75
+ + +
10mg (0.50-2.00) 480.00£104.01 | 7.57+0.89| 3546.51£712.14
\ 1.00
U + + +
tFU T 10mg (0.50-2.00) 228.30+ 40.67(7.32+0.78|1875.37£377.94
200, PI9E+EERZE. tmax @ FHRME (HE)
16.1.2 RiERS

RFRRLA06IIC LRt DV E#ESmeg % | H 1 RISH 2 g R B AZ I 5
U7zKg, Mg LAY T O IEEREIRERIHRIA & CICERREIC
FEL, AUCouI DLW TEE LI RRFEHIZ1.08Ch o7z (HHEAT—%).

16.2 DRUX

16.2.1 REOHE
fEFRR 2061 LR F ) Y U ERIES Mgz A% (BREMR) XIXZEE
RRICHEEORSG Lo, ZERES SR BREEOMEF LRt
F ) Y UEBEOtmax|ZKI ] 3REREIELE L. CmaxAHI35% &R L7z A%,
AUCICEEE RE R AN -7z BHEAT—%).

16.3 90

16.3.1 DHEE
R ABH2060IC L ARt F 1) DV IEBIESmg % ZEIER B AR OS5 L7
B, LAREFVU I VORPITOSHEEMIE2.14LTH - 70,

16.3.2 MIRZEEH/EE
In vitroc® [“C] -LAtFY Y (0.2~5ug/mL) Ot hIMFEEEKE
BRITN2%TH -7,

16.4 X385

16.4.1 (XHEER
LAREFY VU oRBRIBIE Y = 2 VEOKEE(L. N-KTO-FR7 )L+
(LA RICy 7)) VHEERDERTH 5. In vitrollBWVWT, LREFIUY
VIZFEICCYP3A4THT LF KIS, EHOCYPHTFRE CRAE) ©7
= Z)VEOKEELAEICRE S .

16.4.2 (XHEERFEE - 558
In vitrollB\WT., LAEF YV IIERAEBOCmaxfhInEE T
CYP1A2, 2C9. 2C19. 2D6. 2E1} UBA4ZHEHE T, UGTIAL I
CYPI1A2, 2COKUBA4ZFE LD o7,

16.5 HEtt

16.5.1 EHEAABHE206IC LR F U ¥ U IEREESmg & U'10mg % 28 8 K
HEZORSELZBEORNMIOLEE ) 7T AL, ThZEFN2.435%
0.567L/hr&%02.482+0.582L/hr ¢d - 72,

16.5.2 EERA206IC LAt F ) ¥ U IEHESmg % Z2HE R B EAR 1% 5 L
7O E#ABEEE TO LR T Y Y VIEREO RRIRPHHTERITH
3% ThH-o7: HEAT—%).

16.5.3 fERASBEAFIC [“C] -LREF ) D U EBIEAEMg % 2280
BEEO®RS L7 ROH 551688 &£ T O R K O #EH O KU REEIXER X
ZFNZENL5.4% K UN2.9% TH - 722,

16.6 HEDERZHEIDEE

16.6.1 BHEEEE TS
JVLTPF= )T T AN45~90mL/min (8E). 10~45mL/min
(FEE) OFKERTE. RUMBENZVHEET HHEEOBEREERT
FHIZLAREF ) Y UIEBES mgE BEREOHR G LzF, BHREEEEIC
AR, BHRERTHE T, LALF Y Y VIERBRIEDAUCH«I3#1.8~5.7
ML, 12E01.4~3.9FICER L. (MEAT—4). (2.2, 7.1,
9.2.1, 9.2.2%H8]

R2 BEEGEETECSIZUREFU I VEBREOEYERE/NS X—5

e E# BERT | PEEET | EEET
T (6f1) (6f31) (6451 (5451
CLcr
+ + +
(mL/min/1.73m?) 98.7£7.2 | 62.4%9.8 | 26.4%10.3 0
Cmax
220.5%68.78|295.2+60.76|320.0+£67.06|358.0+£90.64
(ng/mL)
AUCo-w»
2212.54282.60 | 3884.4+769.85|8290.9+3653.54| 12579+3518.4
(ng.hr/mL)
ti2 (hr) 10.4%2.76 | 14.9£3.12 | 25.249.73 | 41.0%15.54
CLr
+ + + —
(mL/min/1.73m?) 25.6=4.64 | 14.3%£5.13 | 4.2%2.33
CL/f (L/hr) 2.294+0.27 | 1.33£0.25 | 0.68+0.22 | 0.43£0.15

EHE HRERE
CLer: JV 7P F=V 7T IV A
CLr:B2 U773 &
CL/f: 28707
16.6.2 FFEZEDH 2 EE
FIEEEE T EICBI A LAY F Y Y VIERBEOENBRROBENIITONT
W,

3-

%8B RFEMEETERFEEASE ICEF Y D VIEREIOmg % BEREO#H S
L7ci5 6. FREEEREICHA M REEAFEHOER, Cmaxd
L7 AUCOERPRO 5Nz JHEAT—%). [9.3.1%]

K3 HEZEOH3BEICHSITDEFY I VEREOEYERE/NS XA—5

tmax Cmax ti2 AUC
R (hr) | (ng/mL) | (hr) | (mg.hr/L)
TR
s 1.040.5 | 3844103 | 7.4+1.6 | 3.3£0.9
E%ﬁﬂﬂﬂaﬁfﬁg‘%ﬁ 1.040.4 | 498118 |13.8+1.8| 6.4=1.6
EE R RE
16.6.3 EHSE

i (GER  PE68R%) IBIICLAREF ) Y U IERIE30mg Y 2 1 H 1 [El6H R
REROHRSLEBOL Rt F ) VU EBEO25 7 )75 A, BERK
N (i FH405%) & HEIL TRIS% B -7 HHEAT—%). [9.85H]
E) AROARHEE. @F. BAIKELAEFY U UEREE LTLE
SmgzlH1E., SBEICEORS, &ERE5RIZIHI0MgTH 2.

x4 BRELCSIFZUREFU I VEBREOEYERE/NS X—5

tmax Cmax tia AUCo-=
RS (hr) (ng/mL) (hr) (ng.hr/mL)
B 0.58
(2741 (0.58-2.08) 1635+268 | 6.92+1.10 | 1385542340
i 1.08
+ + +
(9ff) (0.58-2.08) 1596287 | 8.9241.71 | 203826025

SEAfE + AEUEARZE, tmax  FPRIE (FE)

17. BRPRRIE
17.1 BHUERVRSMEICET HHER
17.1.1 BF YU I VGRS DIERAER
(FLILF—HER)
() EAEHE IR (CESREESER. BmA)
BEEET7 VLF—HRREBEEWNRE LT, F ) Y VIEBRIESEIOmg % 1
HI1E2EBE S Uz F, Sk liEEohEEREL L0 #1353.8%
(21/3961) TdH -7
BIfEF S IRAEE1213.0% (6/46(1) TH V. EREMEAIIRS4.3%
(2/746f51) TH -7z,
Q) EAFEDERER (CESREEEETER. BA)
BEEET7 VLF—HRREEEWNRE LT, F ) Y VIEBRIESEIOmg % 1
H1[E4ERE S U7z F . ke liEEohSEREL EOE|E1347.9%
(45/9481) Td =72,
EIERFBUSEEX5.5% (6/1106]) TH V. FHEIEHIZER3.6%
(4/11061) TH -7
Q)EAFEDERR (CESREESER. IR
BEEET VLS —HREEBEEZNRELT, vF VI VERIENS A >
Ty 7 2L BTN ¢ 1H0.2g (LF ) Y UERIEE LT2.5mg) &
1H2ME. 78BS4 : 1E0.4g (LFY ¥ ViE#EE LT5mg) #1
H2[E] $»50IET It RE222AMES Lz, REBIERZT7 (K Lok
e, Bit. BE. BRNZHER) O&LE (FmTaR1226]) #R1UTR
L7z ZOMRN S, 7T ERIIHT 2REOBBESBRES N,

K1 SHEFEEEIC ST ZRARERZ 17 OBILE
RN=2ATA V| AHE o
FPER | REE HE
BB g | opem | opee ff;gg
(BE) | (R | R | oo
wFuvy | | 666 .79 1.87 1.85
R (1L26) | (1.9%) | (1.79) | (0.18)
- 6.84 5.51 1.33 1.25
Z7ER W as | ew | a9 | 0
TF DR | AHEEY | ShREXE Pl
VST TR 0.60 [0.15~1.05 | p=0.0087

E]) BEEERZ 2T HI02 B2 % BIRIZHEANY 5 BRI
2) ZLB={N—27 1 VFHiifH CaBERSMmEOR3HA) —

AETE PH AR
#3) R—ZA T4 VMR A 2 7 ROFERE %2 HLEE & U5 i
ICEDEE

BIEFFIRSARE129.8% (12/12261) TH . FEIERIZALTHEMS. 7%
(7/12261) . ASTHEANL.6% (2/12261) TH 70
() ERFEMEHER (—ARERREER. R

BEET7UVLVF-HERBEEZHNRELT, EF VI VERERNT 12
0y 7 2Dl 7R 1|0.2g (v F VY UIEREEE LT2.5mg) %
1H2ME, 7R E15mATN @ 1E0.4g (LFY ¥ VEBIES LTomg) #1
H2[E]] #12BEES Lz, BERERAI7OXR—-2 51 ViR »
SOEEOWHR (FIEIZERE. BITNR36H]) 13, %548
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2.81+2.62, #58EME 1 3.66£2.75. 512K 1 3.40+£3.01TH V.
MRS THRECEBE TSI KELTWEY,
BIVEFAZIRSEE132.8% (1/3661) Tdh 0. E2EIERILE MEEIEMLF]
TH-o70

(ERB)

(5) EERHASE I 1EH5R (CEEREEEER. A
T F )V UEBIESE I Omg 2 1 H 1B S L7-R, 8530%B. %5 1E%BK
U 52081%12 B 2 2R SMEEOREERZEN LoEI&X, Zhzh.
47.9% (34/7141) . 64.9% (48/74M1) TRUVT71.6% (48/67f) Ta-7z",
BIfER #BUAEE1210.8% (9/83%1) ThH V. FLBIERIZES4.8%
(4/8351) TdH -7z,

(6) BN MABHER (CEERLLEGHER. BA)
T F )V VIEBIESEIOmgE | H1OH% 5 L zk, #530%. #E51LERRK
U5 28%I B 2 2R WBEOFEERED LoE &3, Zneh,
56.4% (53/94f1). 71.3% (77/108) X% 1'82.2% (88/107fl) T&H -7z
BIfEFFBFSEEX15.9% (21/1326) ThH O, EEIEAIZRE10.6%
(14/1321) TH o7z

(7) ENSE MAEEER (—ARERARENER. RRA)
T F )V UEBIESE I Omg 2 1 H 1B S L7-R, 8538%. %5 1E%BE
U 52081%12 B 2 2R SMEEOREERZEN LoE&E, Zheh,
46.7% (14/30f1). 53.2% (33/62fl) T 172.9% (43/596) Ta 7"
BIVEFZIRSEE 134.4% (3/68(1) TH 0. EHBIEAIZES2.9% (2/68
B THo7zo

(8) BB MABEER (—ARERARENER. FRA)
T F )V UEBIESE I Omg 2 1 H 1B S L7-R, 8530%B. %5 1E%BRE
U 52081%12 B 2 2R SEEOREEREN LoE&E, Zhzh.,
66.7% (24/36f) . 70.8% (34/4861) &%180.0% (32/4061) TdH 717,
BIMEFZIRSEE137.8% (4/5141) Th 0. FuEWERIZERS3.9% (2/51
B THo7zo

GRE - BN, B, HEZSEE

(9) BN MBS (—ARERARENER. FRA)
tF ) D UERRESEI0mg % 1 H I E2ARMES L2k, RE2RSEEOF
FEUE LOEIEIE. B2 - AR T65.9% (81/12301) . HEZ#T
57.7% (30/52f11) . R % > FERETT4.5% (41/5561) Td-7='Y,
BIVE SIS 13 2K T5.5% (13/236f1) TH V. FRBIERIZERS
3.4% (8/236fl) Td>7zo

(EME. FEERE (T8 - KER. FIEZS3EE [CH#ES3Z5H

(10) EAsE MAEEER (CESREEEER. VR
7 M- MEERENRE L ZEEREERBRICBVWT, v F Y D UIE
BIE R T A vay 7 [BRELE7eRR @ 1E0.2g (LF) D UEBIEE L
T2.5mg) #1H2ME. 7Ll LI5HANE : 1H0.4g (L5 Y ERIES L
T5mg) #Z1H2[E] HoHVIETr FF 7z 7RUVEBERS A vay 7 [3
LLE7RR ¢ 1E0.6g (4 hF7 x> &L T0.6mg) 21H2ME. 7#LL
F15mRE - 1Ellg (7 hF7 x> &L TImg) 21H2E] 2LEMKRS L
Joo TOEOEREEDE(NE (BATHRIAAF) KUK LIz, TOHKE
Mo, I hFT7 2T VEBEICNT 2REOIESESEES N7,

R2 ZaEHEHEICHSIFBZSEDEEENELE

~—251y] Anm o
SR | SRS #l
1) S wY
BT e | wem | wes | BEE2
i 3 5 3 & -
(mem) |(meEn) | (meEs) | LU
rFY T 134 2.41 1.96 0.45 0.43
s 050 | ©.64) | 0.6 | (0.05)
rrRFT v 126 2.40 1.88 0.52 0.51
7 < I)VERIE (0.52) (0.63) (0.62) (0.05)
) YU HERE e E 95% {5 FEX )
Vs N F T T 2 IVERE -0.08 [-0.22~0.06]

ED) ZEEPEEAT R vEE &
F2) ZLB={—27( VFHMHH CaBERSMmEORIAEM”) —

EIRE AT )
E3) X=2 71 VEHliHMDOZ S EOEEER U FRE LR E Lz
HABATIC LV EH

BITEFARBISERE 32.7% (4/148%1) TH V. ELBIEMIZMERL. 4%
(2/148%1) TH-7z0

(1) BN MAEAER (—ARERREAER. VR
HRZ, W5 - HEK. BE. FEZOEEENRE LERBRICBLT,
TFUDERIE RS A v uy 7 (2L ETECRTE | 1[0.2g (FVUY
VIEEIEE LT2.5mg) #1H2ME. 7L E15ERE - 1E0.4g (25
TV UIERE L LTomg) 2 1H2[E] %128/M#E L. Z5EDOEEED
WEHRGH 2 5 OB(LBOHER (FE A RERE) X, BE54HE
0.83%0.79, #58EM : 0.97+0.90, 512 : 1.03+£0.90CTH D,
RIIBREKRTHE CHBET A &k BELTWEZY,
BIVEFRFIRAEEX1.4% (1/736]) TH D . HEIFITH -7,

4

17.1.2 LREF U I VIERIEDIRKRTER

(FLILF—ERK)

()BHNEMBHR (CESRLEEER. HMA)
FEET VX —HRREFEZNRELT, LREF Y Y VIERIEFSMg
BTV Y U ERIESEI0mgRE O BRI RS & BET Uiz, EEFHlIE
BTHa4ER (K LrARME. Bt BOZSERVROZ SE) OaF
A7 DHFHBEAFGEDOEIZ-0.12TH 0. LAtF ) YV ERIEHFSmE
BEEtT U Y VIERIERIOMg B X BIRMNICFRS THh L LRSI, &
2. WANR Y 72 RBHCHEI L CRRICHERO BRI R a7 2ti&E Lz,

K3 HEROEERAIT7ICLBRAEMEDHT (Per Protocol@EifsER)

v o | B AT
£ 58 IR | PaE "Jgfjg oz
' (90%C1)
LRt FUT 5mg| W81 | 7.91 | -
B 7D omg | 28 | 7.81
2% | LAEF U YU5mg| 280 | 4.03 | 4.00 0.12
# | tFUU>10mg | 278 | 3.87 | 3.89 |(-0.41,0.17)

HEROEEF AT T OREEHFHHEDOZEDN%CIA LTV P 10mgD

HEROEFI A 27 OFED 5 FH L 7220%0HE (-0.78,0.78) 12&

Nz

E) £F )Y I0mgDRREFEATIED, 5 L ARL T ) ¥ 2 5mg DR

HPHEER Tz,

ELBEWERIE. LREF Y Y VIERRIESE Mg (BT R31961) TIER

260, FEIEOME. OWHIRSHTH D L F ) ¥ VIEMIESEOmghE (AT

xtR31861) CIABR20(E. FEFELLME. CINEZE6HTH - 72,
()85 B MR (CESREEEER. MA)

EEMET VLT —RBREFELHARELT LREF Y VU EREHSMg

Z1H1E. 2E/ES L2k, LREF Y Y VIERESSmgEE 7 TR

BOCH UEERMEEE & L4fER (K Lo #50E, Bit. BOZSER

VRO ZSFE) OBEIAITAERICHFE L.

x4 MEROGETR 7 DFIE

N | R -
5B RS | B5H | ey e | PHE
TI5v R 117 8.50 6.09 0.003

UAEF )Y 5mg | 118 | 8.40 5.20 :

) HRSHSN GLER 58, BREHE fER)
FEREWERR. LRt T Y U IERBEFSmgRE (FEITR1190]) CTIER6
. BRESCH o7,

(Q)BSNE MBS (CESREEEER. BA)
WEHET ULF—MRREELZHRELT, LREF Y VU ERIESESMg
ZIE1E. 6AMESE LR, LREF ) D VIERESSmgEIE IR
BCH UEFEFMEEE & L24ER (K Lo 25E. BT, BOZOER
VIRDZHFE) OEFTAIT2ERICHE LY,

x5 MERDEETR D7 DFIE

N | e -
R R | B | oy e | P
75t R 142 7.44 5.10
LAtEFY Y 5mg 150 7.69 3.93 <0.001

) oo LR REH. REHIE. ER
ELREAIX. LAY T Y YV IBRRIESOmgRE (BT R150061) THERS
. BEIEOE. ONEREOMFTH - 72,0

(ERB)

(4);BASE MR (CESREEEER. BA)
BUHERAEEEREZEE 2z HREL T VAETF Y Y U ERE S Mgz 1H1
El, GEEERE LR LAY Y U IERIESS MR T T L AREIC
LEEFHEEE & Lz > HEEEA T 2 FRICHEL LY,

®6 ZSEEEERI7 DTIE

- | awaEEm )
R R | B | msrarne | PR
AT 82 2.06 1.56
LAeF )Y omg | 80 | 2.07 0.94 o

) OGN (LR REH. BREEIE ER
BIfERRBUEE X, LAY F Y ¥ VIERRIESES Mg ¢18.5% (15/81f) <
HU. EuEWERIZE9.9% (8/814). FEE6.2% (5/81f1) Th -7z,
17.3 Zft
17.3.1 BRICHT2E (MR
EH4D O/NRERABEOHGRBTO/R. 7)) VU VEBIEORKDOFH
HEILL.0% (5/4800) &AKA 57201213000 /NEEEE T LIV F — 1
BRIONT 277 ReWBE L “EERLEHEBO/BE, tFI I
IERIEORKOFHFIIL.0%KE (1/1226)) ThHO. IR (0/117
Bl) CREETH Y,
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18. EEINFIE
18.1 {EFER

LREFVD VIR, 9 3IETHEEFIIVDR-IZF VF AT —TH
D, LFU IV ERBIC, FRERRe 2 I VHIREGRER - 7L
F-HEBIGEETH S,
18.2 ER 9 = VHEBFIEHIER

L 27 I VHIZBERIGRERNICES T 2281080, eXY IV OER%E
HET 5, LAY I VHRAKIIRT 28MEIEEF ) V2 X0 K255
Vo EAFIVHa BRAFIVH TRLUFUS, R)S32, 7EFLO
U, tu b=V OEZEEICHT HHEMEIIE N (B b TV M EL
T b)) 7, HHES (LT NRE) Ok RV I URISEEEREN
IHIHIL 72, F70. B RS I UHREERIGICB T 395 R OHRIH
TERIZR GRS RO 6N, FEREME THRELE () 9,
18.3 WFESERICX I BYEF

In VItrolZB W T TF % F 3 VRIEIC & 2 iFEEER O INE PN R AR A g otE
EERMEILE (B h) 2,
18.4 #HRaiEE D FEENHIER

TEm R & 2 BB MENEMAa,? S5 OVCAM-1EE 2 H L 7
(B M)

19. B IR 3 E(EFHHR
—MEIEFR ¢ LR F Y U UIEEEE (Levocetirizine Hydrochloride)
it % 4 :2-(2-{4-[(R)-(4-Chlorophenyl)phenylmethyl]piperazin-
1-yl}ethoxy)acetic acid dihydrochloride

5y F 2 1 CaHsCIN2Os - 2HCI
5 F & :461.81
{bpmE=

a N/\N/Q\/@M
AOUS

/N

H<i:> - 2HCl

i R:BEOHRTH S,
S (logP) : 1.32 (pH7.4 1425 ) —L/KR)

22. &
1005 [105€ (PTP) X10]
5008 [108% (PTP) %501

23. EZ33
1) HEHETIZA ¢ BEREE. 2010 ; 41 : 309-315
2) Benedetti MS, et al. : Eur J Clin Pharmacol. 2001 ; 57 : 571-582
3) BE fRiEH  BEWEBERHEZ. 1994 ; 37 1 754-779
4) BHE i3y ERERBHEZ. 1995538 1 116-136
5) R EEFREEEE. 20105 26 1 141-154
6) FEEEAZA @ ERREZE. 20105 26 1 127-139
7) SHERERIZA,  EEEEER. 1994 ;28 1 2107-2129
8) HHEKENZA  BEHEEEEIR. 1994 ; 28 : 2131-2145
9) HHEAEBIZA : EREEERE. 1994 ; 28 : 2163-2173
10) #NER: £ F U D UHESE (SmghE) ORMEFRZICNT SEERER
11) HHEEKRERIZ,? « EEEER. 1994 ; 28 : 2147-2162
12) HJIIF2ED  BRREZE. 2010 ; 26 : 155-167
13) HJIIFE DA« BEIRERE. 2010 5 26 : 169-181
14) Potter PC, et al. : Allergy. 2003 ; 58 : 893-899
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* 20218 HEMET (B8 1hR)

REERIRHZEHER - 7V ILF—SREeER
LREFUIVIEEIEY Oy

Y15 ):04750.05%

BT RIERAE
B - 345

HARERmORES

87449

szaFSyrup
|ERS
VUyoE s
3 BE-EfonsE ESRES [22600AMX00030
CkOERT L BRESRIMS | 201444A

2. B2 (ROBECIFBELEBEVWT L)

2.1 FRIOEDHXIIERT Y VFEAE (EF) VY, e RaF
TV VERED) 1IN UBBREOMEREDH L BE

2.2 BEEOBERE (7L T7F=22 Y 7T A10mL/minkii)
OHBHEE (7.1, 9.2.1. 16.6.15MH]

3. 48K - R
3.1 #Em
H7eH

BRI

HFAHFIL > ay 70.05%

ImLHr

LRt F ) Y UIERIE0.5mg

FEfe - b U 7 LKA, OKEEER. < L F b — LK.
TV RIFFIREFHBAF IV, T4 F

WAl | D L o e .
VEEEHBR IO, Ty Ay I NI LK.
R BEK
3.2 HEIDMIR
HR7E4 FA I ay 70.05%
A - MR | E\EEEHO > a v T
pH [47~53
4. FEEXIFTHR
(Al

O7LIvF—HEaR

OEME. TE - KEBRN. FE. REZTSHEE

LR

O7LIvF—HaR

OEME. HEKRE (BF - KERX. REZOEE) IC#SZ

S
6. FERURE

[REAl

BEEL. BAIIEIEILIOML (LAREFY YV EREE LT5mg)
ZIHLE, ERNCROKRET 5. . Fl. ERICKDE
HERT 25, REFESEIZIH20mL (LRAEFY D VIERIE
&L Tl0mg) &9 %,

LR

EEL 6 AL EIERBEO/NZICIZIE2.5mL (LAREFY Vv
RS LC1.25mg) #1HIEEO#REST 5,

BE. DR E7TSRmEO/NRICIZIER.5mL (LAEF ) DU ERE
#HELTL.25mg) #1H20E. BABBKUORERISROKRST 2,
BE. TR EISRARBEO/NEICIZIESML (LAY FY D R
#HE L T2.5mg) #1H2ME, HEZRPREFISREOKET 5,
7. BERUHEICRET 5FR
g BEREERE TR MPREFEHOEESRO SN, MHIERE
PHERT B720, JLTFZ07UTITVANLET, REOES
DFREEORTHPNETH S, (2.2, 9.2.1. 9.2.2, 16.6.1=8]

RABEBOBREEICHLT 2HERVAENER

~N

JV7F=2271)F7 T A (mL/min)

=80 50~79 30~49 10~29

e 5m§*a:lEl 2.5r{1g’a’:1 2.5n}g%2 2.5mg%5@:21§]
12 1[E] HiZ1[E] HiZ1[E] (3~4H1ic1m)

BREEZEITHNEEETIE, BEFOBE /U T IV ALKE
=ERLC, @ilCHEZHRET S L,

7.2 EwE I, BRAE (fI2132.5mg) »o5H/HEERHKT 2%
CHEILHRET S L, [9.85H]

1-

8. EERLGELRNWER

(GhgE@E)

8.1 RXZET I ENHAHDT. RFIEEHFOEFIIIEHEDE R
FfEEE PEOBBOBIEICIIEESE LWL+ ERT A5 &,

8.2 ZENSEDOENLEWIEEICIE, BREEHICOAZVEHRE L
WEIHITFERTH &,

(FZLILF—HER)

8.3 ZHEIMEOBREFICRE T 2581%. HREMZEZ T, TOER
oGl IFREHK TRETRITISZEAEELL,

9. BEDESREEITZEEICHAT IR

9.1 S - BIEEZEDNH D EE

9.1.1 TAhHAZEDEEHRENIFITNSDEHEEDH ZEE
BEARHITLE2BZTNDLH 5. [11.1.22H]

9.2 BiEEEEEE

9.2.1 EEDEEZ (JUL7F=r7IU7 S5 A10mL/mink;iE)
NHDEE
BELEVWZE, BVWINTEESERT 28T 105 H 5. [2.2.
7.1, 16.6.1%08]

9.2.2 BEEDHIEE EEDBEENHZEEZRL)
BVWMFEESHEET 2B ENAH 5. [7.1. 16.6.15E]

9.3 FFikEEEE RS

9.3.1 FFEZENH 3 EE
BVWINTEESEET 28FNPH 5. [16.6.25H]

9.5 1FF
TR ASHEIR L T W A ATREME D B 5 201 1d. 8B EoBF %M
DfEfEEE B2 UM SN ABEICOARETH L. B
EE (Tv M) THEZERTAZZEFRESNTVS,

9.6 1Z7LIR
BELEOERERUCBARBOERSEEZZE L. ZAOMEX
BHRIEERET AL, vF U P UBERBIEICE LT, B ML
HHRABITTAZEPREESN TV S,
¥) 9t Ik THEEFUIVOR-IFUFAT—HBLELF

VIV TH B,
9.7 /R
67 BRMOILIE 2 MR E L BRRBIZERL T VAL,
9.8

EEIIHEG L, REPROONLBERBBEENIIKRET 5708
BYZLEZITH> I L. BREPETLTVWSZENEL. &
WIMHFREN R T 2B ENPH 5. [7.2, 16.6.35]

10. 1BE{EH
10.2 HAEEE HAISEETS L)

HH 2% BERREIR - HEE SR
FET 4y |vFUYUPERREE O
Ik, 47400 0D
E-2Y/E) A Y (A F SAdRYIEN
tF UV UEERIED 7 )
75 v AD6%EAT B
tF U Y UEEREE & O
Hickb, 59 Yo
BIEDREE OB (40%)
KO N FEILOBEED
DI REL (-11%) R
HEEhTtws,

W - fEEE T
WBFIZHS 2Tl
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Y b FEICKD
TV Y UPIER
BOEBEHREAPIHE
SN B ATREME N E
AbN%,

U hFEL
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HH| 7% i RREIR - HEE IR WF - fERRT 0.1~ 5% 0. 1% i SHFEANEA
FRFR I HIR] (PR RIS E A 5 2 5 |FR R R H A HE., HREY. HEBE. T2
2= ATEEMED D 5o AR S N A AT HE g, 12T, BloZhidn, B

DD 5, LS HEY., BH
LT A= R|eFY Y URIEREEOHIEFIZEAS > TIE Z DAth m. BE. %
EEREAFY)  |FIC KD, WRIOMARE| 20, W (REIEAN.
NEFL,. ELTHALAZFR AR IR

IEERE KA O BI/E R 73 R 26

B OBEDH 5. E) b Y UEBETORED 5T WA EIER,
) S IBTHAHREFUIVOR-IZF v F AT —HLREF BWERFFSEE IOV TRt F Y Y VIEBREORIVRITICE D

UIUTH B, ZEHE L,

1. BWWEA
WROBWERD S 5bNAHTENHHDT, BEEFFIITV. BE
PERD SNTIBEIIIIR G2 LT 57 CHEYAZAEBEETS T &,

1.1 EXLENER

MN.1.1 Yavd, PFI4S5Fy— (WIFNLEEERE)
vavr, 7F74 5%y — (MRS, 0EETR. EHS.
HFE) BHSDONDBEIENH 5,

11.1.2 =% (GEEARH)

[9.1.1%8]

11.1.3 PFEREISE (0.6%). &E (JEERER)

AST. ALT. y-GTP. LDH. Al-P® RS DR E (7]
HER - 28688, BMNE. BE. BXS). 8E/H 56D
NBHZEDH D,

11.1.4 MUVRIRES (BEREARHH)

11.2 ZOfthDEIER

0.1~ 5%

RR. BRI

0. 1%
. HER. &
555/, LUNIISD, Bk,
O SR ARINIRE 3 bl N oL
& WEH . BITE.
BE R R . 85
BHE, O, B
ROSHE. KA,
=Y, TR
LN~ & 1l
giii)‘ %%
= AT TN
BHOTE

HEAH
NE LR

FERPHTER

8. ME.
BANR

BORPRE, TR
HEIERE. ER.
FEERARTR. B,
A%, FEi. O
ERIRE, TR,
TRERE, ONRK
giE, MmE LR,
&R (FE7 0
DEZ22NE AN E N
SRR, F/EME L=
AR DFE
g))
FHRERED. Vv
JSERIEZE . [
BRIEZ . HIMER
AL HEREZ )
MmN EE AN
N

¥, BRE. BZEAR. &
&, BN, TS5
PERK, B 7iE
fERETEm. TR

HILER
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I

®| IRBUE

W

REEE.
BRIE|EEF A

i R

ALT ER.
AST ER.
wmEeyLe v
L5

Al-P L5
FFF Rk

REAY, BUNLE
B, REED, oy
V) —r L DRE
BOBER, MR

PRIRIREE . IR

M)
R - R AR

-

12. BRFRRERRICKIFTHE
TULT VERNRISZIET 5720, 7 VLY U EARIGHEE
EERT H3~5HATE D ARFIOZRS 2 HIET S ENEE L,

13. BERS
13.1 fER

EREmSH 5bNDE I END D, FITNETIRHR, B5E
EDORENHODNDLIEND S,
13.2 W&

KAIOR RN BN 2 < FLXRANER CTRESNZ L,

16. ZHEHRE
16.1 MAiRE
16.1.1 BEOigs
TR ABI0FIC LA F ) D U ERESmg (VY ) % ZeiEREE
ROREG Uz, Migh L ReF VD EEIIHR5%0.758MIC I3RS
M4E 203, 3ng/mLICEE U7z, SIS O ILE 13507 . O
BMTholz. vF VU I VEMIEIOMg (RT5A 0y ) % ZEEHEERE
%5 Lz, mEERLReF Y P BEIIREE ]I I3RS miEH
E196.5ng/mLICELE L, MEEHEE DML REIINT7. OB TH -
Ve LARRFUIUIERE (Yuy ) 3TV VUERE (RS54
oy ) OFXETCEBOMBRLRLFY VD VBENESN. MEHRL AR
tFVY Y DOCmaxKkUAUCHslEEIFETH - 7z,

250

—o—FUTI0mg(RI1 >0y )
—o— LAREFIUP>5mg( Oy )

200

150

100

MmigEf LRt F 2 P (ng/ml)

50

24
IR¢ i (hr)
H1 MBPLUREFUIVEEHRE (206, FHE+HEERE)

30 36 42 48

Rl URNEFYUIVOEYERE/INS XA —
i <;§K> et u@ﬂggm
T/?j?[j’/‘)_]‘o/)/ Smg (05()071550) 203.3+£42.49(7.91+1.00(1844.7+317.56
(I\J_;jZija) 10mg (0510?1050) 196.5+31.31(7.85+1.00(1737.1£278.99

2061, PH9ME L FHEMRZE. tmax @ PR(E (HiFE)

R ABHE206IC LR F ) DU ERIES Mg (5E7]) % 22i8R B a0
5 U7, MR LRt T ) YV BEITR SR IR IR S R R
232.6ng/mLICEE U7z, MR OEAEEIIINT. MR Th > 7.
F7o. 10mgz BERORES L, R5E#EICM4> Cmaxd LR KU
AUCOIENMAZRD 5Tz £ F ) YU IERIEI0mg (BEH]) % ZeiE i B aiE
5 L7-B, MRl ARt T D EE IR ES  RREIC I3RS Mg
F228.3ng/mLICE[E L, MAEHIEE OMEIERIRIKT7. 3 Th - 727,
LAREF Y D ERIE GEH)) 13t F U Y UV IERE (584 OFE TR
OMFFRLREF ) I VBENESN, MEFLREF Y Y2 DOCmaxk
UAUCoslIFIETH > 720
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600

—0— LRt F U2 > 10mg G
—e— & F U > 10mg (SEH)
—Oo— L RtEF U > 5mg GEAlD

500

MR LRt F 1 2 e (ng/ml)

0 6 12 18 24 30 36 42 48
IRERET (hr)
B2 MmRPLREFYIVREHRE 05, FIE+IRERE)
K2 UREFUIVOEYENEENS XA—9
- | tmax Cmax ti AUCr
il it (hr) (ng/mL) (hr) (ng.hr/mL)
1.00
+ + +
PESISNISS Smg (0.25-4.00) 232.60£64.49 |7.33£0.98|1814.06£392.49
(%EA1) 0.75
+ + +
10mg (0.50-2.00) 480.00+104.01{7.57+0.89|3546.51 £712.14
tFITy 1.00
+ + +
(§51) 10mg (0.50-2.00) 228.30£40.67 |7.32£0.78|1875.37£377.94

206, PHE IR, tmax @ RRE (HiFE)

16.1.2 R1EE”RS
B A206IIC LRt F 1) DV IE#ESmg % | H 1[I H M ZEAE R E AR 3 5
U7z, MR LAREF ) O ERIERE I SRMIEH2H £ CIOEREREIC
FHEL, AUCoull DWW TEH L7 REAEE1.08TH -7 (HEAT—4).

16.2 ORUR

16.2.1 BEDHE
RERRRA2061IC LRt F ) ¥ VIEMIESmg = &% (BREME) Iz
FRFICHEREOHREG Lok, ZERRES SR AREEOMFEFHL Rt
FV) T UEBRIEOtmaxiZAI L 3R EELE L. CmaxAPHI35% & L7245,
AUCICEEE R E R AN -7 BHEAT—%),

16.3 1

16.3.1 oEiE
A BM00IC LA F Y D EREE S mg % 228 B B A % 5 L 7z
B, LALF YD VORPFONHEMIFS. 4L TH 572,

16.3.2 MPZEEHR[EE
In vitroT® [“C] -LAtF VYUY (0.2~5ug/mL) Ok hIMHEEELKE
BRITHNNR2%TH -7z,

16.4 X3

16.4.1 (X5EE%R
LR F )Y ORERER LT = ZVEDKBL. N-RUO-Fi7 IILF L
(LT ) HABERDOERRTH 5. In vitrollBWT, LKREFVY Y
IEFEICCYPAATHR 7 L F VARIC, EEOCYPS T CGREIE) T7
T ZIVEOKBILEICRE S Nz,

16.4.2 (NHIE¥RIEE - 58
n vitrollBWT. LAY F U Y VIIERAEBOCmaxiZDEET
CYP1A2. 2C9. 2C19. 2D6. 2E1RU3A4%HER T, UGTIAM I
CYPIA2. 2CORUBA4%FE L LD -7z,

16.5 HEtt

16.5.1 EERABHE0HIC L At F ) DV IEBRESmg & O'10mg % 228 1
HEOREO/RS LIEBOR»TO257) 7T Ak, ZhZFh2.435+
0.567L/hrf 082.482+0.582L/hr ¢d - /2o

16.5.2 B A20FIC LAREF ) DV IERESmg % 228 R B AR 1% 5 L
OB SRABEEE TOLREF Y D VIEHBIED BRER THRIZH
3% ThH-o7: HEAT—%),

16.5.3 EEABEAFIC [“C] -LAREF ) D U IERRIEARSMg % 228
HEREOHRS U720 5% 1688 M & T O R & U O s fEEIR X
FNENES5. 4% 12.9% TH - 727

16.6 JFEDHREFITDES

16.6.1 EHSHHETSE
JUTPF=r )T T2 AN45~90mL/min (BE). 10~45mL/min
(FEE) OBREETE. ROMKBET20EE T 5EEOBHERT
EHICLARETFY Y UIEBESmg 2 BEROHRS LB, BEAEERHIC
HAL BREETETIE. LREF ) Y UVIEBREDAUCH-IE51.8~5.7
REEML. 112 E81.4~3.9FICER L MEAT—%). (2.2, 7.1,
9.2.1. 9.2.2%H8]

_3-

53 BESHETEICS03UREFU I VIERIEDTMENRE/ S X —9
— E# BEET REEET | ZEET
e (661) (661) (661) (5H1)
CLer

+ + +

(mL/min/1.73m?) 98.7£7.2 62.4£9.8 26.4£10.3 0

Cmax

220.5£68.78 | 295.2£60.76 | 320.0£67.06 |358.0+90.64
(ng/mL)
AUCuo

2212.5%282.60 |3884.4£769.85|8290.9+3653.54|12579+3518.4
(ng.hr/mL)
ti2(hr) 10.4£2.76 14.9£3.12 25.2£9.73 41.0£15.54
CLr

+ + + -

(mL/min/1.73m?) 25.6+4.64 14.3£5.13 4.2+£2.33
CL/f(L/hr) 2.29+0.27 1.33£0.25 0.68£0.22 0.43£0.15

P + R

CLer: ZL7F =2 27UT7 5V A
CLr:B2 U773 &
CL/f: 28707 R

16.6.2 FFEZENH D EE
FHEEEETEICB IS LAY TV Y VEREDENBIREOBKENIITHONT
WL,
B, REEETEFEZRE LT Y Y VIEREIOmg 2 BERR RS
Liz5a, FEREEREZ I, EPREHAPEHOLER, Cmaxd
LH. AUCOEARDPED SNz BEAT—%). [9.3.121]
K HEEOHZIEBEICHITIZEFU I VIERIEOZYBE/INS XA —T

tmax Cmax t12 AUC
il (hr) | (ng/mL) | (hr) |(mg.hr/L)
fREERNA
) 1.0£0.5| 384103 | 7.4+1.6 | 3.3£0.9
ﬁ%mﬂ\‘:ﬁfjﬁg‘%ﬁ 1.040.4| 498+118 |13.8%+1.8| 6.4%1.6
SEHE £ IE R R E
16.6.3 EE

i (R PE68R%) IBIICLAREF ) Y U IERIE3 Mg 21 H 1 [E6H ]
REROHRELZBOLREFY D VEBIEO2G 7)) 75> A3, BER
N (EEfy : PH405%) & HEIL TRISWE» -7 (SHEAT—%). [9.850H]
F) AHIOEARAEIR. BE. KACRKIEIONL (LRAEFY D iEE
HeELTomg) #Z1E1E, BERMREORS. REE58I1E1H20mL
(LAREF) D UERIEE LTI0ng) Th b,

F5 BRECSIILREFU Y VIERIEORMBIE/ (S X -9
wa | (oL [
{%2%23)}\ (0.508;528.08) 16354268 | 6.92+1.10 | 13855+2340
iﬁ{;ﬁ (0.518;028'08) 1596+287 | 8.92+1.71 | 20382%6025

SEHME T REERE, tmax : RRIE (EFE)

16.6.4 I\
TULF—HERS L IIEEEBICES Z2EAETS/NE (£k6r
HULR2ER) 120 LAREF Y D IERRIE] . 25mg % %60 ALLEIER
WO/NRITIETHLEL R E2EREO/NRICIZ I H2EE S U7z F,
FLREFY D VEBEIIRROBY TH-o 7.

x®6 NELCBIFBLREFUIVEE
B Cmax (ng/mL) Cmin(ng/mL)
- N N 216.1+81.7 21.6%+19.2
126 7 A L ERKIG (29) (30)
N ; 203.4%69.1 53.8+25.8
L& DL 25 R (29) (29)

FHEE L FERE (F#)

17. BRPRAE

17.1 BMERUREEICEY HHER

17.1.1 €F VU I VIERRIEDRKRER

(PLILF—HERR)

(NEREHE IERER CESRLEER. BA)
BEET VL —HRREBEEZNRELT £ Y VIERESFI0mg %1
HIE2ERRS Uk, Rt e g oS LB EOEIG1353.8%
(21/3961) Td->7"
BEIFRIFEBAEIX13.0% (6/4661) TH V. ELEIFAIZIRST4S.3%
(2/4661) TH -7z

QEREMERE (CESRLEHR. BA)
BEET VL —HRREBEEZNRELT £ Y VIERESFI0mg %1
HIE4ERERS Ui, Rt efiiBE Lo hEESEN LOEIG1347.9%
(45/9481) Td -7
BIFRIFEBAEIL5.5% (6/11061) TH V. ELEIFAIZIRST3. 6%
(4/11061) TH -7z
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G EASIEHR (CESREBER. T
WEET LLF—MREBEENRELT, EF YV VERERT 1>
0y 7 2L ETRAR § 1E0.2g (€5 ) Y VIEMIES LT2.5mg) #
1H2EL 7aE M L15mARNE ¢ 1E0.4g (£ ) YV ERRIEL LC5mg) %1
H2El] »20IET 7 RZ2AMBSE Lz, BARERZIT (KLek
Fefe, Bt BAEA. BNZ SRR OZELE (RATHRI2M) 2XITR
Lize ZOMERDP S T HRISHT 2 REDBEIEAHEE S 170

= DREHHEAMICS I SHRERERR 7 OELE

R=RFA V| ZIHE —
w | gy | AR | 2l
H1E T | PHE | AERAEIED
(EERFE) | (FERE) | (EERE) (fZ#ERE)
A 479 1.87 1.65
1R (1.26) (1.9%) | (1.79) (0.18)
. 6.84 5.51 1.3 W3
77ER T gy (2.04) (1.79) 0.18)
EFIVVERE | sEEES | O%EEREY | D
V7T 0.60 [0.15~1.05] | p=0.0087

E]) BEFERZ a7 210% B A 5 BRIGHEANDY SBRIL
F2) ZftBE= (R—R 71 CFHliHHE GaBERkEMmEORI3HM) —

Sy -SlifEln)
#3) N—=2 74 VB R 27 RUEREZHREE L L0 8T
IZEDEH

BIVEFRISERE139.8% (12/1226]) TH 0. F s IERIZALTIENMS. 7%
(7/122651) . ASTHENNL.6% (2/12265]) TdH -7z

(4) BN MAEAER (—ARERAREHER. /VR)
BEET7 VLT -—HREKBEERRELT, ¥F VI VERBRERT >
Oy 7 [ 2RELETRR ¢ 1E0.2g (BF ) Y UIEBEE LT2.5mg) %
1H2[E, 7Rl E15mAN - 1[0.4g (F Y Y VEBIE S LT5mg) %1
H2lEl] Z12AMRE L. REBERA I 7 OR—2F 1 »FHliHHE »
5 OECBOMEN (FIEHIZERZE, BITNR36H) 3. H548E :
2.81%+2.62. #%58iHKE 1 3.66%+2.75. #5121 : 3.40£3.01TH V.
WRIHERTEE THBETSZ &4 BELTWLE,
BIVEFFEIREERE 132.8% (1/36() Td 0. E7BIERIL A MEEE M
Th-oT

(ER2)

() EREESE 18R CEERLERAR. BA)
) Y UERIESEIOmg & | HIEHR S Lk, 8530 %. RE1ERK
U 528% 0B 5 2RUBEOPFEREL LoBIEE, Then,
47.9% (34/7181). 64.9% (48/7461) KUT1.6% (48/67f1) TdH -7V,
BEITEFFBAEEI110.8% (9/83f1) <Th 0. EEIEAIZES4.8%
(4/8361) TH -7z,

(6) BN MBS (CESRLEEER. A
Y AERRIEREIOmg 2 1 H1EHR S Lok, &530%&. HE5LEKRK
U E2%IC B 2 2MABEOFREEWRBEL LoF&R, 2hen,
56.4% (53/9461). 71.3% (77/108) 1% 0'82.2% (88/107f) Td-7"
BITEFSBAEEI3X15.9% (21/13261) TH 0. FEARENWEMIZERS10.6%
(14/13261) TH-7z0

(7) EINEE MABGER (—ARERAREHER. RRA)
) Y UERIESEIOmg & | HIEHR S Lk, #8530 %. RE1EZRK
V#5285 ICB 1 5 2RUBEOPFEREL LoBEE, Then,
46.7% (14/3081). 53.2% (33/621) K 172.9% (43/5961) TdH->7:10,
BIVEFARIRLARE 124.4% (3/68f) TH . F2EIERAIZERSK2.9% (2/68
) TH-o7z.

(8) EINEE MAHAHER (—ARERAREHER. RRA)
) Y UERIESEIOmg & | HIEHR S Lk, #530%. RE1EZRK
U 52E% 0B 52 RUBEOPFEREL LoBIEE, Then,
66.7% (24/36f1). 70.8% (34/4861) &%1r80.0% (32/4061) TdH -7V,
BIVEFRIRSEE1L7.8% (4/5161) TH 0. FuEIERIZERE3.9% (2/51
) TH-o7z.

G - BBR. B, KEZ SFEE

(9) BN MAHER (—ARERAREHER. REA)
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