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 BERROBEICEBELEN )
2.1 FIEREOLYE [FEREFELT 5 BZ0rb 5]
2.2 7OV E Y — LB O PRI 0 B I

R, 5TA)

H % BHE [HARMREIIHIEH 5 m E 5]

23 TRV HY) v EaEEEFOBBT FLFII) Y2 TF 747
¥ ¥ —OFREHR SOIEBEERIC BT B EEREED L <X
{RERRI AR 3 23056 2 B <) [10.1 2]

2.4 £ FFaAFV =), KYaFv—ib, I35V —EIAL
TNAF =), FATZNIAF =), K
FaFV =, Y MFEVEELREAL FYVFEL, T YT
El, RAT > FLFENL, TV FLAEL, VYA Y
PEELRAL, vr 7 V=T 25 b oRE [10.121K]

2.5 KA OB LB REIE DBAEIE O & 5 B

3. MR - MR

3.1 #mk

7'uF Y ¢ 2mgl DSPB)

7'uF Y ¢ dmgl DSPB)

15Eh7a+ 1) »2mg

17 a &Y Y4mg

FLRE AR, v -2, KiEfEEe Fods 7oy
Lta—2, v kaFyraoitbio—A, BEHK
TAW, ATTV VBRI AT A

7Y vEE8mgl DSPB

7uF &Y Uk 2% DSPB ]

e 7a+ 1) »8mg

lgth7a+ >+ ¥ 20mg

A

FUHE KRR, Aide v e —
A, REHEEE Faoxy 7
o)Ltk LO—A, & FaF
yraertru—x, &
BIAKT A . ATTY VB
RITIRTY TN

FLBE KT, Aife v e —
Z, e Fa¥Fyruoit
a— A BE KT A
ATTV) VBT AT L

3.2 WEOMERK

W% | 7aF e EE2me DSPB] | 7w+ Y 4mgl DSPB]

- FIT | B FK§E ERROE T YNUE 37

o D (3 = ::J
[ERE: JE & i [ERE JE & g

R&& (mm) (mm) (mg) (mm) (mm) (mg)
#58 | %24 | %60 | #H75 | 23 | 120

K5t % TuF ) 5E8mg[ DSPB | 7w ) v i#k2%[ DSPB
o - FIE | FEOBIRA Y 6 148 > A
S @Eﬁ ) —
% JEs X
K& & (mm) (mm) (mg) —
#9 32 | #5240

4. RhEEREFNR
e kRE

6. AZERUVHAE
WH. RAIIZTEF ) v LTI M4mg. 1 H2MEEHRE
FHE5- X DBIBE L. 2 ICHE T %, MiFk e LCT1H8 ~ 16mg
% 2[5 CABRIIES T %,
BB, AEE FERICE D EEINT 525 1HE T 24meh 2
HTwnZ ik,

RERUVHEICEET %8

Tt ) CREBBIPREG A 5 ARG D R B,
AF O - HEIZHE> Ty 1l4mg, 1 H 2B ERENHES &
DRI L, RAICHET S L. KANLTOF ) ViR
WA BHIAG) Y B 2 BB 5121 KOG FEREZNIY ) B
RWERTH LY, BEOREZ HIBIET LI L, BRI
BELCid, 7ud v v ) YRR o [TRR R 03z
ZEIHBEZERIRT 52 L0 b, Al 7o)yt Yk
WA B % W3 59 5 2 LI X DBRERG 1% 5 2w
FHERT S L,

8. EELEAWEER

8.1 AHIDOFHEIILERNRE 2D L5, BB LITHEICH
RLGBOMETAZ L,

8.2 &, VEET) - #Jy - IAHEB R FOR TR 22 &
DO T, RAFESHOBFH I HEEOEERSE G E
B OBEIHEH SRRV I EET LT L.

8.3 Wfs, AUk, MESOMMERE B ST HEELID 5
OTEE R+ A TV BALA AR S N2 A 1o iEHE I
Y BR B % EMY) R REEZLT) L



8.4 AHIOFLIZL Y, W HIRIF O EALD D S b, iR
Wy N7 Y RV A, BRIBHFIEICES 2 EH DT, K
ROBHIZE LTI 52 LD NS ORWEIAREST 254
Wb br, BERDPZORBETHTHII L, 118, £,
LR, BIREDERDH S bR AT, B H IS % P
L. EMiOBEEZT5 L9, BETL L FRITHERELLZE
DYEATED 5\ EZ OEMAT 2 AT 5 BF IOV TE, MR
DHEHEOBEEE T5IATH T Lo [9.1.5. 11.1.9% ]

9. BENDEE2FI2RBICHATIER

9.1 AfHHE - MEEZENH2BH

9.1.1 0 - MERKE., EIE. VFZThSDRVDHDEHE
—WEDIMERE TS b b Z LD b,

9.1.2 N—F >V URXUILE —/MFRISERED & 5 BE
HEARIHNRIEIR DAL T 2 BEND D B

9.1.3 TAPAZEDEEMKRE., XIEChSDEIERDH 5EE
FARME A KT S22 BZNNH 5,

9.1.4 BREROBRERVERSREET 28E
SERZ BAL SR BZNDD 5,

9.1.5 BERIKR I ZDBREEDH 2 EBE. $5VIEHERKORIE
BE. sy, EREORREOERETFEET 2EE
MAEED AT 22 20D 5, (8.4, 11.1.9B1K]

9.1.6 BiK - RETRREZFE4S FHANEEOH 2EE
BRI 2 D 29w, [11.1. 150

9.1.7 RENRRE. REABARR. AEiG. BAKREEORE
T AR | AR IR LA 55 0 AR SRR 25 S LT B [11.1.7
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9.3 fH¥REREE RS
MHIRED AT 2 BE0hH 5,

9.5 117
TR SUSITIR L C W 2 W 0 B 2 L2, i LA T
EBEE L2 B SN2 55 IC0REETHZ Lo TR
BINCHR MR DG STV B E, Bk RIS L,
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Z ]
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dRI- 51T 5 ey TR ST

B - fab 1
7RLFY YT
FL U B
a B-ZHAROR
WHITH Y, AH

Wb L < iz S0 PR D 0 -ZA AR
AT BB 6 % B JICEY. Bt
<) R g
(KA3IY) L, MERET
(2.3 1] PR S 5

* 3k

*

HH 455 BRAAEIR - 58 | B - kR T
CYP3A4 % 5 < B8 | AH O ML A E 25 157 | AR A 0 32 B4 3 i
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A X BAREIR - $EE | ) - fabriA

TyAuvAf ¥
[16.7.1%:]

RF 0 IfiL v B A B AR 0 T A
L. EHADEM T |#% THHCYP3A4
LBENRDHLDT, |2 HET D720,
BgE2 54w, [ROZ2V 795 VA
PBZIE U CRE 3 (253 5 hE
Hip LEEICHES T AH DL, Y AW
5Tk, <4 v
2L D AHIDOAUC
2745, Coxh¥24
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G D Do
FL =TT N—= AR H O 32 AR BB
Ja—A #FTH HCYP3A4
[16.7.2&H] ZET 5720,
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EDOBEHICE YA
FIDAUC, Cmaxdt

18 fFIcHmL 7= &
DWEND 5,
CYP3A4 BLENEH % AF) D T2 FAC B
A5 %3] #FTH HCYP3A4
ryoyaa<f vy ZHET 5720,
YruaARY v BEOZ)T7T IR
INFTEL % A S Bl gtk
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CYP3A4FHEATH 2 | A 0 I HvifE BE AMK | AFH 0 T2 SEACFH %
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VAN AIHII$ B Wl gtk
SEAR Md Do
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11. EER

ROBVEMAH HbND I LNDHDOT, BlEzE 412470,
DR S NIZGEIEHG % Pk T 5 4 S 2 W % 47
5Tk,
11.1 EXEEIEA
11.1.1 FBMEERE(5%A )

B HRER, GREE ORI, T R, BUR, T LBy, ST
ENEBL. TNCY] SR E AP ASNL LG E, S 5h
1L, fRsH, KBS0 BERE &b W) 2 0Ll % 17
52 & AMEIIERICIE, HIMEROWIR MFCKD LA A S
NBHZENLEL, 720 IA70E VREED) BEREOIT 28
HRONDTEND D KB, BEADHRE L. Bk, IR HE
PEBRIEHL, WAGEIR, SHEEEENEBITL, BETH I L8
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B G2E ), RSO MBEER 2SS S5 bhd Z Lhdh
DT, ZDX ) RIERDD S bWk gk %
BT 2IE, B, HGPILBEOIERIFHRT 22 LB 5,
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11.1.4 WFRFIVE > TNEE S BEMREE(SIADH)(HIEEAH)

T b A e, RSB E R B AR OB,
IR, RO, RREE AR & R O HUAR AR OV E VA A I E
BEIESIADH) 2SS 5bNb T b b, O L) BLEEIIIHRS
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14. WA EDEE
14.1 EFIZFEFOTE
14.1.1 KA O EFOEELZIR T AL ORESE
BEBHGICEVBERIR TV S 20, ARIRTT S X914k
W5k, [16.1.220H]
14.1.2 PTPUEDHEANIPTPY — M S L TIRAT 5 &£ 9
T2 2 EPTPY — FORBKIZ X ) B ER AT ARG
ANHIA L. B8 LA B2 U CHERRTIN £ E 0 EE 2 A 0HE %

PIEs 52
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15. ZDMOEE

15.1 ERERERAICED 155

15.1.1 AFNZ & . BERAHOZRIE MG ST b,
*%15.1.2 FHECTEE S Nz B iR HAE BH 2 1R & L7217 DK

ABC BT, BRI EETHURS AR GBI 7 7 RS

FEE I L CTIEEDL6 ~ LR - 72 OGN H %0 7B,

AH L DOBEEIZ OV TR SN TES T, HETIE AR,
F 7o, SHETOEFFEICB T, IR AL b IE e T HT
F5mgE & R RO ERICHE$ 2 L o d 5.

15.2 FEERAREHBRICE D 1B

15.2.1 B IEE(A X)THIEAEH A520 Hiiz7zo, Mo FEHIC
o e, BPAZE, BIEESC X 2 R E R 2 RS %
WD . [11.1.35]

15.2.2 Fo (=7 A, 5 v MIC104EBEREOHES Lz AR
PRECB VT, v A(Img/kg/H U k) CIUBRIES;. T HA0E
#. 7 v Mlmg/kg/H)CABES OFAEFE D LAPED S
720 TNHOFTRIZ, 7057 F B L2LE LT, Fo
HE T M Tna,

16. EYENEE

16.1 MFRE

16.1.1 BEZE5(ZERFRE)

(TR RSN 8 5, 2 IRG HE 1R 11 9% 51)

PG Tmax Cinax tie AUCrast
(mg) (h)” (ng/mL)” (h)» (ng - h/mL)”
4 1.5(1-3) 014 +004 | 107+94 | 091 =034
8 1.5(0.5-2) 045022 | 120+44 | 282 £ 138
12 1.5(1-3) 076 £044 | 162+49 | 634 634
a) YL R /AME- T KAL), b) SFEIAE + AREHE A 2
(ng/mL)
—"—4mg
il —4—8mg
3 —¢— l2mg
H
7
o
_}-
M
Jc \l\l
Dj
1 X
S = AR
0 1|0 2lo slo 4lo 5lo

P 5B 518 (h)
16.1.2 BEKE(HEZRE)
% HIFRII 512 81 B Coax L FAUConz &, Z2IEREE S & IR L
T ENZN268ME V2691 Fo Lize T/, EHEGREOT
T O W R (MR T 22 5 ISR TR RIS R L7225,
TH I 22 (ke IS 22T FRD BN h o 720 [14.1.1 B8]
(TR 1261, 2mg™ £ ¥ IR L35

X Tmax Cinax AUCo2 MRT kel
G-Ik
BT (h) (ng/mL) | (ng * h/mL) (h) (I/h)
ZEERE | 1.8 0.6 |0.06 = 0.03| 0.36 = 0.17 |7.19 = 1.26/0.16 = 0.03
£ 38 £ 1.7 10.14 £ 0.07| 0.83 = 0.38 [9.63 = 4.04|0.15 = 0.05
ST i = A A
(ng/mL)
0.1 1 /
BN
by —
7 19— -
o
F I
M
+ \
D
v \
it
Ji& 001 4 —o— 2[R \
: —— P
PRl + A
0 2 ‘ ‘ é 1‘0 1‘2

1 6
5125 (D)




16.1.3 REHREEERS)
(fRERE A 1060, 1181 2mg™ 1 H 2 [ml(#] - 47 £7%)10 H I AR 1% 51

Tmax Cinax tiz AUCo12
(h)? (ng/mL)” (h)» (ng * h/mL)?
2(2-2) 057 = 0.19 679 + 276 322+ 1.10
a) AR/ IMIE-TRORAIE), b) ~FIME = B (R 72
16.2 BRIR
16.2.1 DRIRE
84%(7 v I)
16.3 9%

16.3.1 MAZEABEE
99.7%L E(in vitro. & M. 10ng/mL ~ 2ug/mL. “F#iEHTE:)0-9
16.4 X3
16.4.1 XL KHEY
N-i = F W AR(in vivo SEHEENE © RZLKD 1/44 ~ 1/25)Y
78D FAKBALKK NS D 7V 7 v vtk
RN TIE, T UTRBIUER R ONBL L F VRDSBO HNT(T v T
A X, Hv)
16.4.2 XFHEE
Tutrty s ¥Rg Y VBRONBLZF VLR ON-A F ¥ ML,
&7D%7&>%®@ﬂ CHICHRCRERIEH 5 VIFERT TV
BROBB % LIRHICARH S5 9,
16.4.3 ﬁaﬂ#ﬁ?
7uF vty Vi, FE LTCYPSAATR#END #2515 (in
vitro)o [10.ZM]
16.5 ittt
16.5.1 BEftiREg
PR OS A
16.5.2 it
EHERE A 6 BIICMC-7 T F v 1) ¥ dmg R WL 2 WE [ (4 Hill 3% 5. L 72
L&, RPROEMEPIE. ERENEG BT R O 59% K U
30%0%HRIE & L 7ze IRAICREKRIZED ST, FREWE LT
AR O 7V 7 0 VBRE RIS L, F 72, JepIciaR2E b
73 A i AR Hr U BB 3 D 5% A B S 7z 0 YBHEIA T — %),
16.7 EWHEEER
16.7.1 TV XOY A ¥ HABOEYENRE
(fERER A 12 IS AH] 2mg™® % B 57 [10.2 2]

Tmax Cmax ti/2 AUClast

(h)? (ng/mL)» (h)» (ng * h/mL)”»
Hiplde 5.k 2(1-3) 026 =011 | 149+85 | 1.94+1.03
B % G-l 3(2-3) 0.63 £0.24 | 270 = 11.0 | 493 = 1.65

a) H SR (R ME-fRORAIE) . b) ~FIME = BRAE(R 5
o) AAMEG7AM & W FGHH FTTY AT~ A4 ¥ ¥ 1,200mg/ H(55-4)
& RIS L. AAHIPEGREIZ ) 207 A 2 2 300mg % P
16.7.2 JL =770 =YY 1 — AGHRABOEYEIRE
(TR 12 B2 AFH] 2mg™ % WA 3% 45)9[10.2 3R]

Tmax Crnax tiz AUCast

(h)? (ng/mL)» (b)» (ng - h/mL)”
Hiplpe Gomg 2(1-3) 022+013 | 123+ 117 | 1.73 =096
PRS0 | 25(1-6) | 039025 | 157 =87 | 317 = 171

a) AR/ ME-fRORAIE) b) ~FIME = B 72
o) AFE 560 5 H L OGRS L — T 7V — ¥ 2 — X 200mL %
EL3d
16.7.3 4 k OF YV — L ABEOEYENRE
(RN 12BN AR A 25mg™ & W AR G- HE A 7 — £))2[10. 12 ]

Tmax Cuax ti2 AUCust

(h)? (ng/mL)» (h)» (ng * h/mL)»
Bl 5. 1kg 3(1-5) 032=013 | 209=90 | 260 = 1.39
RGO | 43(2-5) | 422205 | 182+55 [45.17 + 22.82

a) ML (R /ME-TRORAE). b) ST ME + B 22

o) AAIELG-7THR L W% 5 M HE T b3 F V=N 400mg/ H KHHRE
WE 203

H) AR OAKR SN2 1= 4mgh &, 1 H =35 8~ 16mg.
K 24mgTH %,

17. ERERRHE

17.1 B RVORLMICE T 558

17.1.1 ERE DHEKKER
YARY Ry RUNERY F—)b %&bl 2 LT 2 E E R
ZFHEL 720 RANS ~ 24mg) AR I A1) F ¥ 2 ~ 6mgiid
NERY F—)b 4~ 12mg)id 1 H 2 MIFEH KOS £5%1C 8 E R
PG L7z it il T o btk - BEMEIRFEM R EE(Positive and
Negative Syndrome Scale ; PANSS)O&#FA a2 728 b, ERKL
CPFHIHBEGBERIROEBY THoTze BB, VARYF L&D
HBGABR CIZPANSSEEI R 2 7 2 b mEFA 2 -7, "B F—b
& O ILHGRER TIE U EHR(A=10%) % A 3P EEFEMEH & L TARHA]

&t HE & DIES & MEE L 720

VARY KrED NaRY F=En
e 10 Tkl v
AFH) VAN R AHF | H»aYF—p
AEkA
PANS;; Tt iira, 7111 = 173115 = 174]100 + 184] 78 = 182
uyturaol (156) (144) (114) (11
AN DD
j;joj E m,‘z v 440 ~ 348 2261 ~ 7.00
g
51.0% 56.6% 61.2% 51.3%
(hEEEGEED Eo
ol 1 1/14 4/121 1
gy | (9159 | BU43 | qa/120 | @01
HHIH DD
o59% (R ] 57~ 169 27 ~ 224
EH1HESH | 163mg | 40mg | 158mg | 8lmg

a) I = FRiEfR 2
YARY Freoilrc, RAEGHOBENEHE
94.9%(148/156 B). EZEIER R 71T Z F > HN(455%), i
BFEIR(35.9%). ANMRAE35.3%). TRK(30.8%). T 71 ¥ ¥ T (28.8%)% T
BHolze NTNRY F— )b & DIBRERT, RGO REHFEH
1% 82.2%(106/129 Bll). 72 BIVEFZIREK(27.9%) 7 H ¥ ¥ T (25.6%)
HTHoT,

17.1.2 ERREIREHER
BRI 4S AR RRR SR BR Mkt L 72 eI 5-3RBR (1), 45 T AH B A SABR
& U TR G- B 2) 2 & O B # - B3) 0 3 iER % F2fti L 72,
FHRBRIC B 2B RO, IEHliR O R R O 1 H %
GEIIRDEBYTH -7z,

B | BW#EYS EMxs

AR AR ER)” FRER(3)0
Ut 0382 3.9%(2/51) |24.6%(15/61)| 24.6%(79/321)
(PEsprtrs | 28R |75.9%(22/29) | 75.0%(36/48) | 51.9%(137/264)
DL EoBIE/ (52~ 56 | 70.6%(12/17) | 86.8%(33/38) | 55.5%(86/155)
FHIBIEL) | oA S | 60.4%(29/48) | 68.3%(41/60) | 48.1%(153/318)

SRS S 144mg 12.8mg 13.0mg

) T TAFEDURS FI0 3E O g
b) 1 H 285G #5000 @ #5015 T AHBR BT 2 506 »
RULE14E2 5 A A
o) 1 H 25, #5-MH © 26 ~ 56 #H
3% 53R (1) 0 B VR S8 BLE 13 65.4%(34/52 Bl). F 2 AWEMIZ T
7Y VT (288%) AMUER5.0%). Hkik(15.4%). AR Z(13.5%). 18
MR(13.5%). BRI (11.5%) fHFA(11.5%)s F1iE(11.5%)5 TdH - 72,
R 5B o BV A S BI31E 72.1% (44/61 B). EZ2EIERE T
By YVT(328%), M 70T s F L HN295%), IRE(21.3%). A
AE(18.0%) fHHIL(14.8%). 11i8(14.8%). EBEIHEI(13.1%)5% TdH - 720
R 5B (3) 0 Bl T 8 BLER 12 68.5%(220/321 ), 32 70 BIVE T X
M7 a g 7 F Y #N19.9%). AIAEQ7.1%) 77 ¥ 2 7 (16.8%)
HRi%(15.9%), HFE(12.8%). HH(11.5%)%5 TdH - 72,

18. FZhIHE

18.1 fEFAHFF
In vitroZ BB ERBICB VT, 7uFr v VIE R8I VDR
7757 31— (Do D)KL T b= ¥ 5 HTaaZAARITK LCHl
AEZR L, eafbiste LTEM Lz, FERBYTH AN
FARD PN VD2 B kY77 7 3 — (Do DY LR F =¥



5-HTaaZ BRI U CHAMEZ R L7225, K283 VDo Z A~ 0B
MEEE7eF o) Y OK1/10TH - 720 N Ffkigto b=
V5 HTwZ B K O 5-HTe Z AR LT O BMMEARD Sz,
72, TuF ) VIETRVFY Yo, BAY I VHL AR
UM B OMs D Z BRI L CEMEMTH B K83 VDo BRY
777 3 —(Dan DRt b= V5 HTaaZHRNO B IE
NTEGEMEZ R L, NP FVkd 7 FLF) Yan BRAF 3
YHio K AA Y Y MaFOSZERIT 3 2 BRI A 72 19719,
18.2 EIE(EHA
B IBRIZ BT, ROFEHEEAARD 5N TV 5,

1 o FEH ED & % \»Z EDso(mg/kg)
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19. BRI CEEY 2E{LERIFER
4?‘]&9’]%*’]‘ : 71 % %) ¥ (Blonanserin)

1bL&% . 2-(4-Ethyl-1-piperazinyl)-4- (4- fluorophenyl)-5,6,7.8,9,10-

hexahydrocycloocta[b]pyrldlne
513 ¢ CesHzoF N3
53 ¥ 1 367.50
PEIR © B o&5 OB Ko BERRA00)ICHEIT R <, 2 ¥/ — 1V id

LY 7 —IV(QISNIRREITIZC L KIZIBEALBIT R,
AL N/CHcha
NN
=
F

A 123 ~126C
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<7FO#>+Y o §2mg[DSPB]>
100%¢ [10$E(PTP)* 10]

<7OF>+ > 4mg[DSPB]>
100§¢ [10$E@TP)* 10]
100088 D, 23]

<7a+ >+ 88mg[DSPB]>
100%¢ [10$EPTP) x 10]
10008 . 371

<7aF >+l E2%[DSPB]>
100g [, /37 ]
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