*%2025F 12HKET (58 3 1)) BAEEER I EES
#2022 6 AET (5 2 /) 37449
g?ﬂlﬁﬁé ?fﬁﬁ ESRBS |22900AMX00962
' P UL — R EEES HR5SRAME | 20174E11A
A POVEI 3=t
PG
JLIC D 442 10m:
®
R UPAFIN Tablets10mg

RIS © A BEER
) E-EMSOLSEICEVERT S

2. B2 (ROEBEICIFIBSLEWVN &)
AR ORI VBEED 2 BE

3. #HRY - K
*3.1 $m
M 72 & JLIRT 1 V$E1Omg
1 g
BRI WSy VY72 Vs 12.8mg

W% Y &L T10mg)

WA TNT 7 —bFr T, BERERELo—2, =

oAl | BeMegk. BEETEE. IEARRm. 2ATTY v
(37 AN
3.2 REIDOMHRK
R 78 & W7 4 »E10mg
& - FlfE WEFEOMEOHTE
HH e}
LA 7 G @
B & 6.3mm
E = 3.0mm
g2 = 100mg
AAla—R TF10

4. FNEENIFZHR
OF LI E—HE%
OFRFE
OREERE (BE - SN, RSZSHE [CH5Z5%

6. FENUHE
EEL 12K EO/NRROBRAICIELIY D LT
E10mg#% 1 H 1 EEO#S5T 5.
B, RIS U T, Wy LTI ER20mglliEE
T& 5,

8. EEREAXNIE

(GhgELEE)

8.1 ENEDOENZVIEAICIE. BREEMICHZVERE
LaEWEDSICEET S &,
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.2 Thh i BEEARH)
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(9.3%) N, O F |57 BIE.
) Sy
A& [T JPE IR SRR
BER. BH
I, FREEZ
MHMEECR, &
2. K
HILE 8. (/% | o BEER | BD, MER,
AR, O HIEAR. B
PRz IR . BAOTE
GBS i, SR
ki3 UINDAS:-§i
BEF. B
M BRESE N
IBHHE FIE. FIE | #EHE
(B F
%)
ek AST LS. |Al-PLR
ALT ER
B - WRER fREH. R |BUNLR
N
aey ) —
TURE.
il 73
Z DAttt CPK L& | f#ireiE BAfE, (AE
IEIN. 7
IR, R

IR ERSRICKRIFTHE

T ULT VEARISZEIRET 5720, 7LV Y ERK
ISRE A EMT A3 ~5HAT &K D ARFOH S %2 HIET 5
Zé&s

B LEDFR

14.1 FRIRMBOER

15.

PTPEZEOFEAIIZPTPY — b 5D L TIRAT %
LOEETHI &, PTPY— FOBKICK D, BEVLHIA
B EEREARIA Uy BEICIZEEALZE B 2 U THERITR 2
FOEELGEHERZHAET LI END S,

ZOMDER

15.2 FFERAREABRICE D < fBHR

WEMEMES v MIOWLSY Y Y 24AEBRERO®RSE LT
FEET, AEOEMEFICERT 5L EXO5NHINHEE
BEAD. HEH BRI ZEESrRD 5N,

16. F4pEHEE
16.1 MAGEE
16.1.1 RiERS
WIEEEARADEERAICK L. 1H1E (10mg.
20mg#z5HM. &7#)) REZORS L&, Wt
FIOUROCEERBMITH ST A0S Y VY O
R, CoafAUCKE. FIBIKERICHEM L2,
(ng/mL) 12 4
10 —o—10mg
i -0--10mg (FREFH )
4 87 —&—20mg
h 6: --A--20mg (FARIYIY)

P+ REERE (n=7)

B’ 4
LR (133,55 i S S
O 7\, =
0 2 4 6 10 12
R (hr)
WISE DR OTF AR Sy Y OMFEFEERRE (FE%S)
WRF DU ROT AT S8 Y DENEIRE S5 X —%
10mg 20mg
T X—%
16 5H 18 5H
4.62 5.02 6.88 10.65
Crax (ng/mL) | (1 51y | (208) | (364) | (591)
() 0.91 1.00 1.05 0.89
M (0.50) | (0.37) | (0.34) | (0.31)
f)_f AUCo 15.39 e 27.82 e
> | (ng-hr/mL) | (6.45) o (14.21) -
7 | AUCo.« e 18.57 e 35.63
(ng * hr/mL) o (6.24) o (15.58)
. 4.76 6.56 7.09 10.57
e (2.07) | (235 | (2000 | (4.73)
2.02 261 2.95 5.04
Crax ng/mL) | (470) | (057) | 067) | (1.36)
B o) 2.08 2.52 2.00 1.74
A (133) | (13D | (1.12) | (0.96)
g AUCo- 29.56 e 49.52 e
% | (ng-hr/mL) | (9.96) - (11.00) -
J | AUCs- e 32.67 e 57.83
(ng - hr/mL) - (10.36) ’ (16.96)
20.65 24.79
tiz (hr) n.c. (3.76) n.c. (4.68)
ZTRIOFME (FEHERFZE). nc @ KitHE
16.2 DRUX

16.2.1 REDZE

RS (18RLIL) 24612 HRELTIUNRY Y
Y20mgE BEREOREG LI A, LSY YD
Cmax (CFMEXEERFZE, DIREL) &, ZERT
4.57%£2.60ng/mL. FEZEERET4.30£2.57ng/mL,
AUCo96l%. ZEMERFT16.59£10.62ng - hr/mL. Ik
ZEREE20.43210.49ng - hi/mLTH -7z, BHE
BIZEDWIST D DAUCHe23% M L7z ZD
ERIZEEREM THHT AT ¥ I TERO LN
9. Cmaxld. ZEfERT3.57+1.47ng/mL. JEZE[EH;
T3.20+1.23ng/mL. AUCo-96ld. ZZIEKFT50.45+
25.04ng - hr/mL. FEZEERETA47.72£22.56ng -
hr/mLTH -7 (AEAT—%),

16.3 37
16.3.1 MRS VN THEER

WIS% Dy 7 VEEE] ~500ng/mL o ¥ B i 1
BWT, b MY 2T EEEKOPBS40g/LICH
MUz NIE7 VT I VTR BI8ES > 87 558
I ZNEN8.4~98.8% K% 197.6~98.3%TdH >

7219 (in vitro)



16.4 X

16.5

TR ABHEOFICBC- VY DV KEBHK WSy DY
ELT40mgicfHY) ZHEMREOHKE L& &, miFEd
RUORPOREME LT, TAEBFTF YV, 3-OHT R
us%Yy, 3-OHFAu I %Y >00-7)\V7u ki
AFErEHEE N BHEAT—%),

Heitt

BERABEOHICEC-LISY D U KER LISy D
L LT40mgicily) #BEROKES L& &, #5%
24K E TIC. BERETEED 19.96% M FRA. 7.90%H
#EhicHEtsh, BEBRTHE TIC. BEBRSHED
95.56% (FRA34.64% K U0'#H60.92%) »HEtsh
Joo Fizy RPZUOHEPOREARIIEERHFED 1%
KiETH-o712 HEAT—%).

16.6 BHENERZHIDEHE
16.6.1 SHE

EilE (64~725%) 126128V TL8Y 2 10mg
ERERZOKE L&, #51HE, #57HH®
WNG DY ROERR#EI THLTARI T D
Crax R UAUCIEHEE (18~351%) 126 & HEL
TEP -7 (BHEAT—%). [9.8 ]

W% D 10mgR OB S 1IHERC7THEDOLSY DV RUOTF AT S
5Ty DIENEHEINT A -5

nbuge | menns | aewns | seene
INT A =4
Fil [m] 7HREKE®RS
252 1.54 3.24 1.99
v Crex (ng/mL) | (099) | (0.72) | (1.03) | (1.17)
¥ AUCo 9.75 6.43 1424 | 837
> | (ng - hr/mL) (3.08) (3.58) (5.56) (4.82)
i e (o) 6.24 4.04 8.71 5.85
e (3.32)* | (1.57) | (6.23)* | (1.89)
1.51 1.43 2.34 1.91
A Coax (ng/mL) | (n34) | (047) | (L01) | (0.85)
2 | AUCoa 1647 | 1586 | 3066 | 24.66
% | (ng-hr/mL) (3.67) (6.11) | (18.07) | (11.07)
7 3328 | 21.56
tiz (hr) n.c. n.c. (12.58) (3.48)

F12BI O (BREEMRZE) . * : 114, n.c. @ REHE

16.7 Z4MEEER
16.7.1 FJL—=FTI—Y¥a1—2R

R ERE (195D L) 24z /R E&L, ZL—7F
IN— V21— AxHHAXIEFHATTULNY DV
10mgZ 1 H1EHEERFEAOKS Lz &, WSy I U0
Cmax X O'AUCo-168ld 7' L — T 7V —U Y 2 — A B
ICE DML, Crnadtld2.8. AUCo16sttiZ4.1TH -
Jzo E2. WEERBYITH AT AUT I I IIBVT
3. CmaddliZ1.0. AUCo0-168H120.9TH - 7219 (5%
EAT—%), [10.2 &H]

16.7.2 TUZAORAY Y

RS (18I LE) 24612 REL. WSF Y
>20mg% 1 H1E7HHEBEMKERZOKS, ) A0
~ A > >500mg% 1 H3E7HEMAREORS R Z
NZNOBRERICIOHBO Y v a7 7 M %
?&ﬁb\ ﬁ%ﬁl%&%btt%\ )l//\cyf/\\.\/@Cmax&
U'AUCo24ld. TV R~ A ¥ UHHICKDEML.

Crmaxtt132.3. AUC0-221132.9TdH - 7z, EHERED
THAHTATTY I IIBVTIE. Coaxkbld1.3TH
V. AUCo2utbixl.1TH -7z BHEAT—%),

[10.2 28]

16.7.3 & vaFVY—=)b

EEWEE (18RI E) 2462 xfREL. ¥ baF
V=)L (200mglH1[E., RO¥S5) 2HHIEIEN
ATT. WSy Y2 20mg#% 1 H1E7HBREROH
SL7EE, WNF YYD Cnaxk AU Co-241 X BE N
U, Cmaxtt138.2. AUCo024H1310.9TdH o 72, T
R#ITHZTATTY VBV TIE, Craxkhid

0.5TH V. AUCo2uHIZ0.7TH - 7210 (SEANT—
%) [10.2 2]
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17.1.1 EPSE IBER

FHET VLT —HEREFLENRIC, LSY IV
10mg. 20mgX 7ot RZ1HIE2HEMES L
7oo FEFHEIEE TH 5% 52H%ZICH T 2 BEER
237 (K L»&H, Bt BEARUTBANZSEROS
i) OR=ZSA U HOERBICBVWT, LR
X9 2085 2 2 10mg K UF20mg O 48 ik 25 1Ak
aEhiz.

BIfEFRBSE X, W8y DV 10mgk 58 T11.1%
(33/298fll) . WI8% D2 20mgfk 58 T11.7% (35/
3006) THoiz. FERBIERIE. 10mg ST
TEIR7% (21/298%1) KRUOHERE1.3% (4/29841).
20mg# 5B TIIMHIR7.3% (22/300f%1). ALTHE
ho. ASTHEM %1.3% (4/300f%1) TH->7-17,

BE2EBE TORBIERZITOR—2 T4 VD 50ELE (FAS)

10mgh¥ 20mg#t | ST LA
N2 54 9.57+2.37 | 9.76%2.39 | 9.56+2.45
(298) (300) (302)
7.69%2.71 | 7.47+2.69 | 8.79+2.66
SE 44b)
2t (296) (298) (301)
R=ZA5Avh5 [-1.86%2.62|-2.2942.79|-0.78+2.46
Y (4 (296) (298) (301)
P RBE D -1.09 -1.42
[95% (SR EI1  |[-1.47. -0.711|[-1.79. -1.04]
FripfEe: @ P<0.001 | P<0.001
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b) BEH8~ 13H% D6 HE O FHHE

c) HEB. XY (12~17%/18~645%) RUONR—2F
A MEZFHHEE E L7ZANCOVAETIL

d) 10mghte 75 L ARBOHEICB W THREMHENAERZDR
b5 NHEI20mghE & 75 L REED sk 217 > BFIE
IC& D ZEEEZ T, GRAKEIIFH2.5%

17.1.2 BRI MAEER

BEE7 VL -—HEREBEEZRRIC, LS DY
10mg# 1 H 1 [E2:ERES LR, REERZ a7
(K L&, Bt BERCBANZSEROGE) O
R=Z2F7A4 VP oOELE (FHELEERZ) &
-0.64+1.53TdH > 7z, 2AMDUEISHEEREEICH L,
1H1E20mgADOHEEAAFEE LT, S52:BM#%S Uiz
WEE SERICBIIARN—ZAT51 V65D ELE (F
YEHEEEZE) 13-3.4722.32TH -7,
BITEFAFEIRSEE L. 12.5% (9/7261]) TH o7z, E
ZEIERI. EIE.7% (7/7261). {E1.4% (1/72
Bl THI1.4% (1/7261) TH-7219,

(SR
17.1.3 EASE LIERER

B EE ZRIC, L% Y2 10mg. 20mg
N7 7Y REIHIE2LERMKZE Uiz, EEHGEE
ThHHRE2ABICB I BBEIERAAT (HPOFE
HROBEOEADEET) ORX—ZF 1 V26 DEL
BICBLT, 7RI/ TH08% V2 10mgkt*
20mg D E B PIREE S Tz

B BRI, V%% V2 10mgS5RET13.2%
(12/9161) WI8% 2> 20mgik 58 T9.8% (9/92
Bl) THor. ERENEAIE. 10mgh5EE T ILHER
11.0% (10/9141). KRAEMEFME. ALT#EM. ASTH
. MU CPKIEAN. MHPRFEEIN. R RERE R,
Y YOSERIERERE £1.1% (1/9141). 20mgf 58E
TIHMERS.8% (9/926) . FEMEDH EW1.1% (1/91
Bil) Td-o71,



BELRABE COBRZIEAITOR—ATA v 5DELE (FAS)

10mg#¥ 20mght | ST REE
N2 5.06%1.12 | 4.70+1.20 | 4.69+1.26
(91) (91) (94)
1.72+1.54 | 1.40+1.52 | 3.51+1.82
S 44 b)
52t 1) (90) (93)
R=ZA54 75 |-3.34%1.63|-3.30£1.79|-1.16%+1.66
DELE (91) (90) (93)
T RBEE D -1.96 -2.12
[95%EMAXR1  [[-2.41.-1.50]|[-2.58. -1.67]
FrlpfEe @ P<0.001 | P<0.001

FEERERZE (G130

a) IBFHRAET3 H O E

b) EHH7~ 13HZO7HBOFEE (aRf2EEICI>b
BHEOFHEEB QBN 2 WIHE. IBREREGHOLTO
FPEiE (A& O2HEUREICE S Nz 2 T ORHE)

DPIfEERERI2EE OB E UTHiZELTz.)

BEEE, FWMXS (12~17%/18~64K%) RUNR—RF
A MEE AL E LIZANCOVAET IV

10mght & 7' L RBO BB L TREHENEEZEN R
O 5 NIHEIC20mgHE & 7T L RBEO B 24T S BAFIE
2k D ZEEZ R, ARUKEIZRRI2.5%

N

C

(RERE (B2 - KER. HEZTSHEE) #3258
17.1.4 ERSE MEEER

RERE QRIS - M %, BUBZ >HE) 10> 25
FEEAHT B EBEILSY V> 10meg# | H 1 B2
SUAER. 825207 (BROERLOERO
HADET) DR—2TA v rbOELER (Pt
BEHIEE) 28 - M R-1.0721.23, REZ S
FE-1.18+1.67TdH > 7= 238 E DIRE 13 B e 1 A
V. 1H1E20mg~ DR % Th & LTS5BS
L7fs, S2ERHC BT AR—2T1 ¥ H 5 0E(L
B CPEHEEEE) X, 92 - W A-2.63%1.45,
FeM 7 5 FERE-2.50%1.87C % - 7.

BIVEFIFEIRSAE X, 18.0% (37/206f1) TH -7z,
ELBIERAIE. HIR14.1% (29/20641). [E2.4%
(5/206f41) . FF#EREMmEE EF1.0% (2/2064]) T
BHotze TOEN, ERO.5% (1/7201), HBEE,
PSR, SRR, LR, O T A A 3 A
%%0.5% (1/720661) TH-72,

17.3 Z0fth
17.3.1 DIMERICKRIFTHE

17.3.2

(1M

(2)

fRFERE (16861) xR & L-EHKEERE (8
HEER) 1BV T, LS¥ Y 10mg. 100mgz1H
IESHEREROZRS Lz E0LBRADHES
Mt L7z, #%55HHEICB T BFridericiaiic & 0 #
ESNEZQTCHBONR—-25 1 ¥ 6DELEIZD
WT, 7ot REOmbRELEMZE (FHE [90%
EHEXE]) & W% Y2 10mgT6.l [2.5, 9.71ms.
100mgT6.8 [3.5, 10.2lmsTH 7z (RAIDEES
NI-BEARR. LYY 10mgz1HIETH D,
BAKSEIZ20mglHIETH %),

EL - EHIRERENICH T D RE

ERERA27H 2R E U7z R REAN OB I T
HRBICBWT, Wy Y% 1 H 1 E SHERER
O%E L7z#R, ToREkBELT, Ly DY
10mg TRAEAMHEADHB D 5NT, LSy Y
> 20mg THREICET 2 RAREDOE R R O RISER O
ERERIRD 5N,

TRRERA 180 % MR & U 7z Fplk B R YRR A~
OHBICBT HRBICHE VT, WSy VY 2 EERO
5 U/ER, g aEmsd CEEMEE. MEM
. FEORE. BEERE. RORE. DERE) I
DVTETOFHIRFEOEE 2 AEH LIz & &, WSy
VT VBE20mgHR G RIC. T R SR &
BLUCHMESREOETIRDSNY JEAT
—%)

(3) IR A2001 % xR & L BERE A DR

18.
18.1

18.2

18.3

19.

21.

22.

IZBEY
HHERICBVWT, WS Y Y 10mgE BEFEO#RS L
TAER. T ARBGR & B L GEERREIANOR
RO eNEr-723 HEAT—%).

EEIR

{EFEE

WRE D id, BIRE 2% I VHIZAARBHIERIC
MAT. REPKEZIGHESEICEET ST I VAT 1
I—%—THBPAF (M/MUEHELETF) 169 516
ERZHERE->TWB, Tz, WS I VOREMD S
5. FA05Y Y EFOKBILEIZE XY I VAR
IS BEFERZE L. ARIOMRFERICHFS LT
%,

NERY = {ERRUHPAFER

Wy DU ROTEEREI TH AT ATT YV UIE, £
VEY NHIZBEICHERIERZRL (K@ : vy o
26.2nmol/L. T Aa<Z %Y >»22nmol/L). EILEY b
WHEEBICBWTE 2y I VIEZIIH L7z (ICsH = )V
8% Vv 4dnmol/L. T AT T ¥ Y »22nmol/L). Iz
T WRF IV, 7Y FROA XITBT HPAFFEFHIML
/MR PEEEH 2R L7222 (invitro) o

Flo. WY I IE, B R I UXIIPAFERICEK S
Z v b ORYFER O MEERETUE 2 2 h 2 il L

722 (in vivo) o

n7UIL¥—1EA

WRF T UE. ITAOTREBERT T 74 79F -3
VIR TY NORGEBTF 74 FF>— (PCA)
RS2 IHE L7224 (invivo) o

BMRSICRT BIB(EEHNAR

—RRIIEHN - LSy VL T < VR,
Rupatadine Fumarate (JAN)

: 8-Chloro-6,11-dihydro-11-{1-[(5-
methylpyridin-3-yl) methyl] piperidin-
4-ylidene}-5H-benzo[5,6] cyclohepta
[1,2-p]pyridine monofumarate

: C26H26CIN3 = C4H4O4

: 532.03

CARIIHE~HEREHEOMRTH S,
Iy =) (99.5) i@ FIc< <\ KX
ANTEH D THEFIT W

{EEEsET i NS

™ N
N
o Hoe X COH
N\

cl \ Y
Al M 195~201TC
DEFRE:08 n-Ar% )=, 7K)
HERRI

EHERY 27 EHEE 2 RED L EUNTERET 5
to

(2

100%% [10%E (PTP) x10]
280%% [148% (PTP) x20]
5008% [10%E (PTP) x50]
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2)

10)

11)

12)

13)

14)

15)

16)

17)

18)
19)
20)
21)
22)
23)

24)

PR | IR HAR NS [ 2 R IERE
CO# 5RO B BHRER (20174 9 A27HAGR.
CTD2.7.2.2)
HNER  EEREERE VNS DV 7 < )VEEE % B[
ROBE LTz & 2 O R ORMEERE IR A %
Ml 5. MIERL. ZEEMH., 70 A4 —/N—HEg
#AEE (20174 9 H27H&FE. CTD2.7.4.5)
Vuurman E, et al. : Hum Psychopharmacol. 2007 ;
22 (5) : 289-297
WEHESE. HAR7 UL —%2 7 ULX RERIGEN
A KA . OS5FHWETIR. 1995 ; 96-97
HAESRREEE 7 LIV ¥ —BRYYEES. BT L)L
"—BENA R MERERES. BT LILE—2%
HA BT A U—BEMRR ETEWMIE-2024FM (HET
SF10hR). 2024 ; 72-74
HAER IR - BRIRFAEICEET 5ER (201749 H
27H%&zR. CTD2.6.6.6)
HNER & FCYPHTFEEBERIZJuy —AIlE
32Uy Y OREEEE (20174 9 A27HA&R,
CTD2.7.2.2)
HRERL 1 W% D Din vitroRENZ S 3 5 CYPD
e (20174 9 H27HA&RE. CTD2.7.2.2)
TN - FiER (SEE) 2R W REREER (2017
9 A27HAE. CTD2.6.6.6)
B} - IR SR RN U FEZERE R I LS Y
DV ERHEERORS L& Z0ORY)ERE & il 9 5 iR
B (201745 9 H27HA&RR. CTD2.7.2.2)
HNER WSy Yook MY VST FEEICHE
I Bin vitrofk Lex vivoirk (20174 9 H27H&ZE.
CTD2.7.2.2)
FENERE R AR 10 B B O B
DO, R R OHREER (20174 9 A27HA&GE.
CTD2.7.2.2)
TENER R R M QMBS SR B (o
T A REZORGROFEY BN Z 5T 55 148,
JEEMREE (201789 H27H&#R. CTD2.7.2.2)
HNER  BEWEBRE T2 7L —-TTIL—-Y Y
12— RAEDOHEEERZ®RET 2IEEMH. BIER. 2
B2zt — -k (201749 A27HAER.
CTD2.7.2.2)
HWNER : BEEBRE ICLIY YR 20T
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