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(mg) 7 =k
FrUBLA—| 5.5 7.89 10.5 15.75
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AEERERIC BT, METIE10me/ke/ B LU T, HETIE
30mg/kg/ A UL TILIRIE S O FS A HHE O 2SS S
TWh, T2, 28URY F3Y AXY F oo A
W THY., ) ANRY Fr&20.63. 2.5%10me/kg/H
T~ AZ18 s HE. T v Mi225% A B O#KS L72h
AJEPESRERIZ B W T, 0.63mg/kg/ H D ETHLIRIES (<
v A, Fv M), 2.5mg/kg/HU ETTEEESE (v
A) B OBENEA G IES (9 v b)) OFSEHEE D EA-
DVHEENTWDE, TNSOFTRIZ. a5 7 F U ICH
FLZZZbE LT, otiETiR LS NTWwS, Y

16. ZEYENRE
16.1 Mgk
RPN G- S 7280 Y RSV I F VBT A7 Vi, 55
FECER L, WEARED /) R R SRR S ik, 23
WY R ELTEHWBRICBITL., M~ HT 5, 2B, B
JFRE B\ CARH & B AN G- L7z & & oo%) <) R ooy
IF VBT AT IVOMBEFEEIIIZE A EORIME S TER TR
KiliTdh o7z, [7.4. 7.5, 8.15H]
16.1.1 BE%E
A JTRE B T O & IR A B 5 B | R 175 ] U5 25mg &
SMHPIC, O350/ UB25me % EE IS B S- L 72 & B
MAEF ) <) R BRI B Ly 3%5-23~31H #12 Crax
WL 72, BRI Ly A 75mex = AT L7z
B E R ERCGIEROZGHM4HICB W THERTETH - 72,
110
! O 175mg =Ny
@ 350mg BTG
O 525mg =MAHNIES
W 525mg BELHINEL:

100 4
9 -
5 -
704 |[]
60
50 -

MHERHRE (ng/mL)

04 2 —N—% 5 3 & -

J 68 1é6 2(‘)4 2112 340 408 4‘76 5:14
#GHORH (H)

HAXBESRE RUHAXMBEREBEO= A5 S BHHAIC
BERE L7 & X OMBH/NYNY K BERS (FHEXS.D.)
HAXBEBERVHAXABREERED
ZAHRIEBHRICEERE L - &S OMBH/NNYNY RO
EMEE/NT A — 5 (FHE+S.D.)

i Cos fra? AUC- o (o)
B HAr (ng/mL) (day) (ng - h/mL) Ve ey
175mg | 2582130 | o 1) | 5040716376 | 5662326
Sfmn | (N=25) e (N=22) (N=22)
5%mg | 200758 | e o) | 14173238128 | 60.7%29.0
Smmm | (N=24) A (N=22) (N=22)
B0mg | 402385 | Ol 10124318 | 9472732
LS 5iing| (N=24) (.N=24-) (N=16) (N=19)
5%me | 6382381 |, 200 1 145611250623 | 91.866.7
BN (N=24) (N=24) (N=18) (N=20)

a) @l ()
A TR B T O & R AR I I e 5 B (AR & = A (175,
300, 450 % 1525mg) XIxEEA (75, 150, 350, 450K O°
525mg) WICHEHS L7z & EoliEd 1) <) F o OAUC K&
O Comax IR ILBI L THGIN L 720 ARF O G- % 350mg 2 fli 1E
L 72 AUC1d = AN G- & R NP 505 & CRIFEETH 1) |
CinaslE = ARG G R T2T% B TH 5720 ¥ BHEIAT— %)

16.1.2 R1E#HRE
A IHE B2 8) )R A3 [ B A A & 1T S L 7
. AHI (175, 263, 350 UB25mg) (28] Y 2 T12BE B TR
PG Lz EoldEd ) R R EER, et s HEo8
)RR GBEFEERA (50, 75, 100% ON150mg) & KA
L& LRBETH- 7Y,

80
(=)
g
& 60
E
g% 40
&
= 9 9
0
120 204 288 372 456
' ¥ ¥ P
4 JAMKERGERA O 50mg  A# @ 175mg
75mg B 263mg
A 100mg A 350mg
< 150mg ¢ 525mg

HAKRBEREICNUANY N 4GBEREH IR 2 178RE L 7%,

HERH1208(ICT >4 L4EL., ABNICEIYE 2 T12ERBRE CRER

SLkEEE (1), RINUANY R LARRS M % GBRE T

REHRS U EEDOMEFFRNUNY RO T 7EBEHTE
(F#5{E+S.D.)

ARHFNTE 2 X)) R 4 R R 2 ) 150mg. 1E 1220
H100mg% =AMHNES L. Z0#%k. 48 T50. 75, 100%
150mg % = f i ARV Sl i% - L 7214, A#I175. 263, 350
Je UB25mg |28 V) % 2T 1238 JIFE T = Fa i GBI U S
280) )R AT B R EAIRE 0 %) )R o 438 B 7
ZAE150mg. 1220 H100mg% = ARG L. Z0%., 4
SERIFET50, 75, 100% UF150mg % = £ 155 S BRI P A5 #

1204

M rE (ng/mL)

4 AR ERA O 50mg A% @ 175mg
O 75mg MW 263mg
A 100mg A 350mg
< 150mg 4 525mg

HEKAEREIC/NIANY K 4BMRHIRF 1785 L -
#%. HBE120BICT >4 LU, FENCYUEZ TI12BERT
REHSUEEE, RUINUNY R GBRREEEE % 4S8R
TREHRSLAEEEO, ABRAINBICFF4EERERS (1) RV
GEERHEREFI0RERSES (1) BOBRSEBICHITS
migFch/NU XY K REHE (FHELS.D.)
ARFNEE 0 %) )N 24 R B & WAl 150me. 1Az 20A
H100mg# =MiMikS L. 20, 48 ET50. 75, 100% 0
150mg% = A IS ERBB IS 5- L 722, #1175, 263, 350
T U525mg Y 0 #: 2 C12:8 RIS C = f Rl USRS N B S-
280) AR AR R AT BAEE 0 ) )R AR R R T T )
ZWIA150mg. LA IZ2A BH100mg% = A/ NES- L. 20, 4
JHRFET50. 75, 100% OF150mg % = A i GRS A% 5
16.3 2%
v b e RS

BE )R K UT73.2% Un vitro. FHENT
7. 50~250ng/mL) 7

16.4 X5
INYR) RNV IFUBIATIV  Fl2k) VAT 5 —FI2
L0 )R R TR R E NS,
N Yok MFEEE W zn viroB R L D L BFTo
I 2 HEE S N2,
RS (7 b2 10— L4P450) O4r T 1 CYP3A4K USCYP2D6
ThEPIH s,

16.5 ittt
FERERLANZMC-7%1) 1) R 2 ImgfR A 2 kG L2 b &
PG4T H F TSRS MUETREDRI80% 2SR 12, #911% A Hf# vk
CHEIE S 7z 720 IRAICHREIE S N7 REUR I3 5/ 0959
%THo7z0 WV FHEAT— %, $EL18) R R 285 T o)

16.6 JHENDEREHFT 8L

16.6.1 BikEEEEICL 2 HE
65161 DA F N A RAE FRE T OS2k AR R A I 5 FE 3 0 i 2
G L L CRHE SR B RE AT A S5 L, L SNz ) )
R VBB 2 ETVICBWT, CL/FORERE LT L
TF=r2)T7 5 YA (CLea) HFESN, BEBHRiERERE
(CLer : 50mL/ %3 PA 1-80mL /43 i) CTIXIEH EHAEEE (Clo:
80mL/sr k) &L CCL/FA14% T L. AUCS16% B4 0§
HriEEEINT, P BHEIANT—%) [2.5. 7.2, 9.2.25H]




16.6.2 SHEIAIC BT B/XU N KO BRERDRE

i 2 DOFEE OBERERERE B H12%) X)) ¥ U E3me % H A%
LS L7z e & BREOE TS, fERA L i L CCL/
FICHRERET32% ., PEERET64%, EFERETTI%OKT
WD Sz,

16.6.3 FF#REREEICL 2%
£ o) )
S PR E R (Child-Pugh A 2 77~9) (28U R F ¥
Img (HD % HEROES Lze & FFEREOE T ISV, 2
B & 8 LT Cmax L FAUC 13 2 2 35% 2 027 %A% F L
o EREARREIIRBE CH o720 BB, EEONTERE
BEIZB DRI ENTwaw, W

16.6.4 EWMEICH T 2EMERE GHEACSFZ/NUXY K8
S DR AE)

TERER AN R E RS 2 /R, 79) X)) R EgEsmg % 1
BRSO TH 17 H B SRR OHRG Lz s &, BERERA L
i LT BB E Tld Can X FAUCH Z N2 19~20% M O
24~34% AN L 722, [9.851K]

16.7 EYHEIER

16.7.1 AILNNTEE

A S FRAE S B T F 5 B 648112 CYP3AA K U'PHE&R 7%
B ZAT D VN B Y (400mg/ H BAEH ) L/31) <))
F gt (6mg/HEEH%S) Z21HMAMLzE &, /8y~
1) K ¥ DCrmas.ss X FAUCHE F N2 N37.5% M U536.6% %4 L 722
BENT =%, 73R R coriE) [10.220]

16.7.2 NOFx&F >

i e N B PE60BIIZCYP2DORLEMEH A A T4 /80F £ F &
(20mg/ H BAEHES) L7280 <) R oEsE BmeHilnliky) % pf
FHLEE, /8Y ) FYDAUC-1216.48% 840 L 7219, (44
AT =%, 291) R R AFHEETORGRE)

16.7.3 RUX FFTU L

TR N B E30BNC RN T4 » b T v AR = —HEEH %4
T M)A N7 A (400mg/ HRAESRS) L2810 F ARG
(6mgHilliz5) #PFH L7z E &, ZNENOIEF O EHHE I HF
HOEEIED SN o720 BHEANT =5, 78X R U5
e T DR

17. EREREGIE

171 FHIHROCREMICEET 255k

17.1.1 ERFEH£FRSE THEHER
28] RV R VA R A CHEIR DY L7z (18~707%)
DFEAIIEBZ xR & L 7z E BRI [ F238 50 IR = Mot
Brc. RAIO/) YR BB ERANC 0 5 ISR R
FEL 720 17HBIOIEFMIICIE, 730 ) R > 450 R B A i )
.8 R Ry ELCHEIS0mg, LAIZ2[E H100mg% =4
FNICHS- L. 2050, 75, 100313150mg % 4308 |2 11a] = ff 45 3L
WEEEFC3E G Lz (030 ) R 248 [ B AL A o &5
Fe G- mEE5m) o 3K V4R HIZHEDEE S WHE L SN2 5
4R H & A2 2 %5 L7ze B < ASHHR o “HEHI X
AF 21281210 (Be5-F 2 H OmiELEAR N TOH G- % 7577
SAX 70 )R A B R A 1 A A 43S A A L <
BN Lze ZIEERMOHEIZ. ARFEETIE5EHE O
IR RN 4R AEREK OG- 03 55 (/%) 1) K
& LT175, 263, 3503013525mg) & L. 780 1) R 438 @G
EHEFIEECIE, S HO#RGEEFPREE Lz, “EEMRIHKT
B DA ISR O IEFSER O BER 2 (RFNFE-/3) R F 4
BB R SAIE . 95%EHEIXM) 131.2% (-2.7%. 5.1%) &
HEE S, BWBEEXMBO TR (-2.7%) H»Failc#leE LIS
M= r-15% % Lo 72728, KFEN O3 XY R 2438 M
HBFN R 2 B EAIRGE S Lz,

hT 52 - A4V =KL B48BHDEEKAEERDIEFRE

HEACEFZREO/NUXY K>

(ZEEH%E)
T I | RS (%) | JRESERDE (95% X )
A FHI B 458 91.2
) Y Ry 1.2 (2.7, 5.1)
spkgm im0 0.0

a) BT 7Y AV —FETHE L7248 (336H) OISR

100

..... ———
80
60
x
#
10
R
[
ke
™
20
— A
------ A 308 T 75 3 R
0
28 56 84 112 40 168 196 224 252 280 308 336
™
at risk R (H)
ARFHE 458 454 441 425 419 406 394 386 372 368 361 353 244

4 ARMMERTE40 483 470 454 442 432 416 405 397 384 376 367 223
BT
MERREERBRE COHBOHT S - v v —fhifE
(ZEE%RE)

LA VERHTE 6150400 (HAAS28 % &) 21060 (41.7%)
WEWERIZSRRD b7z D F b olE, AERMILE (18.1%).
T AT T 206 (4.0%) EFHEBAAEAT1AB] (2.8%) . EGTEAAL
PERRL1LE) (2.2%) A9 (1.8%). IRiEIF (1.8%) Tdh -7z,

18. EEHEIE
18.1 {EA#F
F L& LTRSS VDB AP ER R Ot v~ = U 5-HTa B4
FEPUEMICIED ., PSR O L 2 b DEEZ NS,
18.2 ZEIB(ERA
XY R RNV I F VBRI AT VI, EHEARED) ) R
VIR S THA 277 T 6
18.2.1 HIRK/NI U 1EH
oS3 VDo BREEPER A/ L. v N TTRENV LR ITT
V7 2y I VLY FER SN L ECH FTEEOTEIZLE
FARLFHI I L 7219 20,
18.2.2 Fi+A M= {EH
o b= U5-HTawZ BRI EH AL, 9y b Th) 7o I
WAF A A S N2 L0 FRE SN DR IR D E B 01TEI 2L
%‘_’T'[Dﬂ?” Lf:m% 21). 22)O
18.2.3 hZL 7> —ERRIER
Ty N TOHZ LTy —HRIEHIZ, VAR FY ER%THo7,
F72.0 7y ORGSR (AR TO RS VDR ERICR T
B EHEL, HEETEER & OBEANRVE ENTVHMEETD
HEELVE G, LALATRY F— U I AR & 8§40k C R
ETHole B, £ b= U5-HToaZ BARREHEH ARSI
BT B33 AMEOMER &R L T2 Wi S %, 200 B

19. BRI ICET 2 EBEZHE
— R © 28 XY RV I F Y ERT A7)V (Paliperidone
Palmitate)

L34 (9RS)-3- {2-[4- (6-Fluoro-1, 2-benzoisoxazol-3-yl)
piperidin-1-yl]ethyl} ~-2-methyl-4-ox0-6,7,8,9-
tetrahydro-44-pyrido [1,2-a]pyrimidin-9-yl palmitate

53130 1 CaoHsrFN4O4

7 f=  664.89

MR HEOmE

W?ﬁﬁﬁé

N—g B OB SER

SEREREL : logP>b (BUKIET7 T 7 4 ¥ NEHE 5T
WIEYE 0 Y7 aa Xy~ 330mg/mL
(20C) HEif—F )V 2.8mg/mL

A% 7 —)v 0.35mg/mL

7K <0.0lmg/mL

22. ‘G

(€7VU > TRIKBE:X175mg> U > )
0.875mL [13) > ]

(€7 4 > TRIZKBEE263mg> U > o)
1.3156mL [1¥Y) ¥ ]

(E7 VU F > TRIKEEFBOMg> U > o)
1.75mL [13) ¥ V]

(€7 #* > TRIKBEF525mg> 1 > )
2.625mL [13) >3]
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24.

FEK

Hill RC, et al. : J Clin Psychopharmacol. 2000; 20: 285-286
TR 1 X)) R RREEE VN Y O EAE
DR

HEPVEER ) AR KU DD AR ER

R D) AR R Y 0B AR ER
GRSy R RSOV I F UEET AT V3 HEAO
SYEIN BB IS B 2 B o at (202049 H 25 H KGR
CTD2.7.2.2.1)

AR D %) R ROV I F VEET AT V3 A O
Pt A R (20204E9 H 25 HK#E. CTD2.7.2.2.3)
FEPVEER  28) R R Y O\EKE S FE O

LR ) XY ROV 2 F U EET A T OV OB
FEPVEEL 28 ) W2 REORGET

TR - 20 ) R Y o RETEEE OMGET

APERL 0 R R O TR OHE oMt

HPVEEL X)X RV F Y ERT AT V3 s A EF O
MBI REANT (20204F9 25 HAKRE, CTD2.7.2.3.2)
ENE R - B RER E R 2B 58 R R U EREED
S B O

Boom S, et al. : Int J Clin Pharmacol Ther. 2009; 47:
606-616

FEINEEL Bl B 5% ) R AR GEO LB REO MRS
LR 10 ) R U ARIGEL ST ¥ T L O EAEH OGS
FEAERL - 230 R UARgEE N A M) 2O ORMET
LR 0 28 R ROV I F VBT AT V3 HEF O ERE
FLFGBRGE (20204R9H 26 H4&F2. CTD2.7.6.3.1)

FENERL D 28 ) R OPL RS AERR OO = ER
ANER S XY FYOP I AMEH RO Y LT —
R

MpEE o) )y Frodito b= CER

Megens AAHP, et al. : Drug development research. 1994;
33: 399-412

Leysen JE, et al. : J Clin Psychiatry. 1994; 55 (suppl. 5) :
5-12
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