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12. [RARBRERRICMZTE
T VLT YEARIGEHIT B0, T LVILVT Y RNRISHEE
ZEMT H3~SHA K VRO G ZFIET 2 EFEX L,

13. BERS

13.1 fER
EIRMERDPH 5 DNDEENDH D, FRINETIIEE, %E55E
EORENHOEDONLIEDNDH S,

13.2 W&
KA OR RN S BEANL L FLAFNLBET CTHRESLZ L,

14. ERALDER

14.1 ERIRZAEDES
PTPEZEDOEAIIPTPY — b2 SWO L TRAY 2 L 518
T5Z L, PTPY— hORBICEKD . BLH AR EEREEA
FAL, EITZEFAZEC L THRRRRAEOERE 7 aHHEZ
HTHIEDNDH D,

16. FMENRE

16.1 McEE

16.1.1 BEOigS
ERABE206IC LR F Y Y U IERIESmg % ZEREEREOHS
L7-BE, MR LAY F U YV BE IR EH ] BRI 5w M i R
232.6ng/mLICH[E U7z, M4 EE OEEERENII7 3RMTh - 720
F7-. 10mgz HEREOKRE Lk, REEEEICHS Cmaxd LR KD
AUCOBMARD 5Nz £ F ) D U IERRIE0mg % 228 I B[O 5%
B U7-R, MEEFHLREF U DV RERZRER]RRIC I R MR
228.3ng/mLICE L. IHRHEEIIEA7. 3R Th 5 72V
LRt F Y Y UERRET YT OV EREOFE CRBOMEF L Rt F
UV VBENSELN, MFEFLREFY VY DOCmaxkUAUCHslL[F%E
Th-oTzo
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—O0— LARtEFUT>10mg
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Rl UREFUIVDOEMERE/NS A —T

e tmax Cmax ti2 AUCo-e
U 5 S X =
#G I | 5 R (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

RRRLA206IIC LRt DV E#ESme % | H 1 RIRH 2 g R B AE 1 5
U7-Bf, MR LAREFY YV IERIRIRE IR SREH2H £ TICERREIC
FEL. AUCouI DWW TEE LI RRFEHIZL.08Ch o7z (HHEAT—%).

16.2 DRUX

16.2.1 REOHE
fERR 206 L REF VY U ERIES Mgz A% (BREMR) XIXZEE
R ICHEREORSG UckE, ZERRS EHAR BRBESomEFRL Rt
F) Y UEBBEOtmax | ZAI ] 3REREIELE L. CmaxASHI35% &R L7z A%,
AUCIKEEE R Z I AN G P> 7 BEAT—%).

16.3 910

16.3.1 DHEE
R ASBH2060IC LAt F 1) DV IEBIESmg % ZEIER B AR OS5 L7
B, LAREFV I VORPITOSHEEMIE25.14LTH -7,

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 (XEEER
LAREFY D UORBRIBIE Y = ZIVEOKEE(L. N-KTO-Fi7 )L+ )L
(LA RICy 7)) VHEERDERTH 5. In vitrollBWVWT, LREFIUY
VIZEICCYPIAATH T VF RIS, BHOCYPH T CRRAE) T7
= Z)VEOKEELAEICRE S .

16.4.2 (XHEERFEE - 558
In vitrolZBWT, LREF I YV I3ERAEOCmax(fHEDEET
CYP1A2. 2C9. 2C19, 2D6. 2E1 & U3BA4%HEE T, UGTIALUIC
CYPI1A2, 2COKUBA4ZFE LD o7,

16.5 HEtt

16.5.1 EHEAABHE206IC LR F U Y UV IEREESmg & U'10mg % 288 K
HEZORESELZBEORNMTOLEHB ) 7TV AL, ThZEN2.435%
0.567L/hr&% 02.482+0.582L/hr Cd - 72,

16.5.2 fEERA20FIC LA F ) ¥ U IEHESmg % 22 R R B EHE 1% 5 L
BB S5 %A E TO LR F ) ¥ UIEEEE O BRER FHERIIH
3% ThH-o7: HEAT—%).

16.5.3 fERASBEAFIC [“C] -LREF ) D U EBRIEAESMg % 2280
BEEO®RS L7 ROH 551688 &£ T O R K O 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. RUMBENZVEET HHEEOBEREERT
FHIZVAREF ) Y UIEBES mgE BEREOHR G L7z FE, BHREEEEIC
HA BHERTETIR, LALF ) Y UEREDAUCH«13K1.8~5.7
BHEML. 12E01.4~3.9FICER L. (MEAT—4%). [2.2, 7.1,
9.2.1, 9.2.2%H8]

R BEEGEETECSIBUREFU I VEBREOEYERE/NS X—5

p— 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-»
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: ZJV TP F=V7IUTF IV A
CLr:B7 7077 &
CL/f: 28707 R
16.6.2 FFEZEDH 3 EE
FIEEEE T EICB I A LAt F Y Y VIERBEOENBRROBENIITONT
W,

%8B RFEMEETERFEEASE ICEF Y D VIEREIOmg % BEREO#H S
L7ci5a. FREEEREICHA BT 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 IERIE30mgY 2 1 H 1 [El6H R
REROHRSLEBOL Rt F ) VU EBEO25 7 )75 A, BERK
N (i FH405%) & HEIL TRS% B -7 HEAT—%). [9.85H]
E) AROAZBHEE. @F. BAIKIELAEFY 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
HI1E2LEBE S Uz F, Sk iliEEoRSFEREL LoF#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[E4GEB S Uz F, Sk eliEEoRSERED LoE&1347.9%
(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 UIEREE LT2.5mg) &
1H2[E, 78D 158K © 1[H0.4g (v F VU Y U iEEIELS LT5mg) 21
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=ATA V| AHE o
FPER | REER 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 V. FEIERIZALTHENMS. 7%
(7/12261) . ASTHEANL.6% (2/12261) TH 70
() ERFEMEHER (—ARERREER. R

BEET7UVLVF-HERBEEZRNRELT, EF VI VERERNT 12
0y 7 2Dl 7R 1[0.2g (F V) Y UIEREEE LT2.5mg) %
1H2ME, 7R E15mAN @ 1E0.4g (L5 Y ¥ VEBIES LTomg) %1
H2[E]] #12BEES Lz, BERERAI7OR—2 51 ViR »
SOEEOWHR (FIEIZERE. BITRR366]) 13, %548



2.81+2.62, #58EME 1 3.66£2.75. 512K 1 3.40+£3.01TH V.
MRS THRECEBE TSI KELTWEY,
BIVEFIZEIRAERE132.8% (1/3661) TH 0. ERBIERIZ A MEREHEN1F
TH-o70

(ERB)

(5) ERHASE I 1EER (CEEREEEER. A
T F )V UEBIESEIOmg 2 1 H 1B G Lok, 8530%. 5 1E%BE
U 52081%12 B 2 2R SMEEOREERZEN LoE&E, Zhzh.,
47.9% (34/7161) . 64.9% (48/74M1) TRUVT71.6% (48/67f) Ta-7z",
BIfER 3 BUAEE1210.8% (9/83%1) ThH V. FLBIERIZES4.8%
(4/8351) TdH -7z,

(6) BN MABHER (CEERLLEGHER. BA)
T F ) D UIEBIESEIOmgE | 1O 5 L zk, #530%. B51LERK
U 528%I B 2 2R WEBEOFREERED LoE &3, Zheh,
56.4% (53/94f1). 71.3% (77/108) K% 1'82.2% (88/107fl) T&H-7z%
BIEFFBFHEEX15.9% (21/1326) TH O, 2 EIEAIZR10.6%
(14/132) TH o7z,

(7) BB MAEEER (—ARERARENER. RBRA)
T F ) D UEBIESE I Omg 2 1 H 1B S Uk, 8530%. 5 1E%BRE
U 52081%12 B 2 2R SMEEOREEREN LoE&1X, Zheh.,
46.7% (14/30f1) 53.2% (33/62fl) % 172.9% (43/596) Ta 7"
BIVEFZIRSEE 134.4% (3/68(1) TH 0. EHBIEAIZES2.9% (2/68
B THo7zo

(8) BB MABEER (—ARERARENER. XA
T F ) D UEBIESEIOmg 2 1 H 1B S LR, 8530%. 5 1E%BRE
U 5208%1C B 2 2R MEEOREERZEN LoE&X, Zhzh.,
66.7% (24/36f) . 70.8% (34/4861) &%180.0% (32/4061) TdH 717,
BIVEFFIRSEE137.8% (4/5141) Tdh 0. FuBIERIZERS3.9% (2/51
Bl THo7zo

GRE - BN, BEE. HEZ5EE

(9) BN MAEMER (—ARERARENER. FRA)
tF ) D UERRESEIOmg % 1 H I E2ARMES L2k, RE2RSEEOF
FEUE LOEIEIE, B2 - KRB T65.9% (81/12301). FEZ#T
57.7% (30/52f1) . R % > FERETT4.5% (41/5561) Td-7='Y,
BIVE SRS 13 20K T5.5% (13/236f1) TH 0. FREERIZRE
3.4% (8/236fl) TdH>7zo

(EME. FEHRE (T2 - KER. FIEZSEE [CH#S3Z5H

(10) EAsE MAEEER (CESREEESER. VR
7 M MEERENRE L ZEERREBHERICB VT, v F U YV UE
BE NI A 2uy 7 [BLLETEARR © 1E0.2g (£FV Y VIEBIES 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 > &L T0.6mg) 21H2ME. 7L
F15mRE - 1Ellg (7 hF7 x> &L TImg) 21H2E] 2LEMKRS L
Joo TOEOEREEDOE(NE (BATHRIMAF) KUK LIz, TOHKE
Mo, I hFT7 2T VEBEICNT 2REOIESESEES N,

R2 ZaEHEHEICHSIFBZSEDEEENELE

~—251y] Anm o
SN | FEm -
1) S wY
B R pee | opem | owem ﬁfgi
i 3 5 3 & -
(mem) |(meEn) | (meEs) | LU
rFY T 134 2.41 1.96 0.45 0.43
s 050 | ©.64) | ©.60 | (0.05)
rrRFTV 126 2.40 1.88 0.52 0.51
7 < I)VERIE (0.52) (0.63) (0.62) (0.05)
tFY YRS AR E 95% (B X
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

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

(1) BN MAEAER (—ARERREAER. VR
HRZ, W5 - HEK. BE. FEZOEEENRE LRBRICBLT,
TFUDERBIE RS A v uy 7 (2B ETECRTE $ 1[0.2g (£FVU Y
VIERRIEE LT2.5mg) #1H2ME. 7L E15EARE ¢ 1E0.4g (25
TV UIERIE L LTomg) 2 1H2[E] %128/M#E L. Z5EDOEEED
WEHRGH 2 5 OB WY (FE L RERE) X, B54HE
0.83%0.79, #58EM : 0.97+0.90, 512 : 1.03+£0.90CTH D,
RIIBREKRTHE CHBET A &k BELTWEZY,
BIVEFRFEIRAEEX1.4% (1/736]) TH D . HEIFITH -7,

17.1.2 LREF U I VIERIEDIRKRTER

(FLILF—ERK)

()BHNEMBHR (CESRLEEER. HMA)
FEET VX —HRREFEZNRELT, LREF Y Y VIERIEFSMg
BEE YT Y UERIESEIOmgR OB RAVEISE 2 AT L7z, FEFMIE
HTh24ER (K LeaFEME Bt BOZSERVIROZ SFE) OaF
A7 DHFHBEAFIGEDOZEIZ-0.12TH 0. LAtF ) YV ERIEHSmE
BEtT VY AERIESEIOMgBHABRRNICHEE CHAH I ERENT. &
7z WAIRZ 7 2 RBHCHEI L CRRICAERO BRI R a7 2tiE 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)

HERD AR A I 7 OREF A FIEOZDIONCIF L F Y ¥ > 10mgD

HEROEFT A I 7 OFEMED, 5 B L7z20% 0 (-0.78,0.78) <&

Fhize

F) U YU 10mgOFAEEATIIED, S5 LR T Y D2 o5mgDiREE

HPIE R Cizo

FERBWERAIE. LAY F Y D U IERIESS MR (FRITRR3196]) TR

260, EEREOME. OWEIRSHTH Y. £ F ) VY IEMIESEIOmgRE (BT

HHR318HI) TIERR20ME. L. ONER6HTH - 7.
(2):B5EMBRER (CESRELEEER. BA)

FHMET VLF —HRREBEENRE LT, LRYFY DV ERESmE

ZIALE, 2BMES Lz, LREF ) D VIEBIESESmgIE /IR

BUCH UEFIMEEE & L24ER (K L &25E BT, BOZOER

VIRDZHFE) OEFTAIT2ERICHEZ Lz,

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. EuaEWERIZE9.9% (8/81f). FEE6.2% (5/8161) 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
IERIEORKOFIFIIL.0%KM (1/1226)) THO. TR (0/117
Bl) CREETH Y,



18. EEZNFIE
18.1 {EFER
LREFV DI, 9 3IETHEEFIIVDR-ZF VF AT —TH
D, LFU IV ERBIC, FREBRRe 2 I VHIRERER - 7L
F-HEBIGEETH S,
18.2 ER 9 = VHEBFIEHIER
L 27 I VHIZBERIGRERNISES T 22 &I0ED, eXY IV OER%E
HET 5, LAY I VHRAKIIRT 28MEIEEF ) V2 X0 K255
Vo EAFIVHa BRAFIVH TRLFUS, R)S32, 7EFLO
U, tu b=V OEZEEICHT HHEMEIIE N (B TV M EL
Ty b)) 7, HHES (LT NRE) OB RV I URISEEEREN
IHIHIL72®, F7o. © RS I UHREERIGICB T 35 R OHRIH
TERGR G4 1ERY» 5RO 6N, BEEE/ME THELLE (B h) 9,
18.3 WFESERICX I BEF
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 LRI & 2 BB MENEMAa, S5 OVCAM-1EE ZH L 7
(B M)

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

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

a N/\Vp\/qw
AOUS

/

H<i:> - 2HCl

i R:BEOHRTH S,
S (logP) : 1.32 (pH7.4 142 5 ) —L/KF)

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