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2.1 BHIORA R LBEUE OB E O & 5 B

2.2 LHTEEDOBARED S 5 B R GRS T Z ORERX -
JED & % B REPE GEBIIREN) Ob 588 AR,
Bl (O 2E 2 A O IS 7 R I R BRI IR 2SS & b
LT END D]
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FR—WPERN R MPERIEN S S bbb 2 L hd 5, ]

2.4 KMMEEELZAT 58 DERYE[LS 2 HELE 2
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Axpl&aRIT DD 5]

2.6 EEOMEIENRELZ AT 58% [9.3.1. 16.6.35H]

2.7 THVITH IV, TOVITH I UFEMARER A, Moo5-HTso
ZERARMEREE, HIVZu 77 —HHEE () hFEL), oW
F=U< hPLVEL - ) b FELEHRSTOERE [10.12H]]

3. #Erk - MR
3.1 Mk
W 7 % LSy 7 A4E20mg
1§k
H R 5 IV M) Ty v BAKERRE24 . 242mg

(L k) 7% vk LT20mg)
Lo — 2, FUBRR, 2 aAh v Aa—ZF )T A AT

o TYYEER AT A eTaAa—A, BLFS . MY TEF L,
#n57
3.2 READOHIK
s D — K [k
LT T il
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@ VLE“REP20 ) o s — gk
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6.3mm 3.0mm 104mg

4. FHAER T ZNR
HERE

5. REERIHRICEET FE
5.1 AFNIERSEERFR1C &5 FERZEEEEY (2L ) [k wi
BUE | H250IE TR0 d 2 K EUE ] LHEEZ I ThI 612
DHEFEGT B ko FHIRD &) 2 EE T, QT I offm
Wi E LA DJERZ X 2 B O RETEA S 5 DT, AFI G-I HZ,
BB, AT AT, BROERZER L T oG35 k.
S FETIRBEIREBMDRE L2 LD VEE
CHBUREBMS N2 L EH D00, FEIRICET R S DR
it &\ E T o 72 B M OTHERHEEIR D & &
5.2 ZIMEVEF FREE Fr B . ARFEME R RRIR R P SR B IR P BE
B VIR A B O B 123 R G L w2 &

6. AZERUVAR
WE, BAZIETL MY 7y 2k L TLE20mg % FrBE O B S Bl
[ N S A
BB WEPART D REEIE, BINES 2T A EDNTE LN,
AR OG5 52 M DL Lo 1T 5 Z &,

F 72, 20mgDFEIR G- TRRDIA T TH o 72881213, RIEF
SH SR A 540mg 2 #E G35 Z AT E %o
72721, 1HORHEGH 2 40mgblN & § %,

7. BERUVHEICEET X8
A FFNIEEBIRICOAEM L. PHENZIIEH L 2w &,
7.2 KRG &0 & RO b WIEIE, ZOFRECH L

TG 2 LenwZ e 20X a3, AR L, EHigo
R 2T 5 2 Lo

. ERREXVER
A LIERDEEDEO LN VEFEIZE W T, HELRLEREN

BOTIENIIET LI DD D, 2D L) GRS %
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2 RS 2 WIIAFR G L DV IRAZ T 2 E0H 5O T, KA

BG-h OB A B EOERE G D BRI R S
WEDHEET L Lo

B A EEG M) T REFANLY HESELT A ENHD

DT, B OUWHEE RO L VAL, [FEAOMHBLIC X 28
il VoWREEEEE L, B2 hkT A4 L, B RLE LTS
Z&o [11.1.58H]

HEDEREFJHEECHTIER
A AHHE - BEEFDH 2 8E
A1 RIMEOCRBORREMED S 5 BE

PlRIE, IT O X9 2 B TIEIAEIR, PoldE, LHfiEr SCE
BRI CEBMERD S bbb BENWDH 5. [11.1.22H]
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40 DL Lo B

- EEIREEOEBEE T2 AT 588

A2 TAINT - N=F VU2 - KT A MERE (WPWEERE) X

(3D LEEIRER L BRE L - FBIRO & 5 BE
WPWIREBEE D MR AEIR T & 2 A 2 SV BEIR D FEIH L7 & D
WD 5o [11.1.4ZH]

1.3 BMEREOFREMDH 5 BE

BIMAEEED D H b b BENDD 5.

1.4 TAPAHZVIRIEZEZEI LPTVRENRKBEDS 5 8%

TADAKBEDN B A BENWDdH 5, [11.1.35H]

1.5 A2 PA-IEhTVW 3 EMEESRE

—EEOME AL R MERIRO LA 25 SR T2 LD 5,

3 g RE
3.1 EEOREEREEZF T 58E

BeH LanwZ &o ARNIEIHB TR SN L 0T, EEOIFHKEE
EEBE CTIRMPREN LAT 282D 5. [2.6.16.6.32:HH]

3.2 s 2F T 58%

AANTEIHR TR SN2 OTULPRES LA T2 DD 5,
[16.6.3Z%:H]
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Btk s L2 & SN A5 EICOREGTH T L,

.6 BILw

BALL %S B AT Luo AR BRI £ TL L | AL
1290, 02%DBATH RO 5T 52 (FHEAT—5),
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5T L, BimE EHEFEHICIBT ANGEMINEO KK LA O
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N5 [16.4.12HH]
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11.1.2 BIMSORBHER GHEAH)
AEENR, BFCIED B\ IZ R % & & B U BAEIR DD &
bND T END D KPS, K. JFLEEEEO— B0 E
AR CGREECINEEIT S R SGEDH D) BHbbNb I ENd b,
DX IER R OE BRI X B L BN A EIZIE, Diko
Bh 2k L, B OEREDH I E FR 5 720 O 2w 2 17
52k, [9.1.1, 11.22H]
11.1.3 TADAREREIE (HEAH)
[9.1.43H]
11.1.4 8k (WPWIEREFICH(T3) (HEAH])
WPWE 5 BE 0 #L R A FE IR T b 5 T 2 SRR O MDD 5 o
[9.1.2%:H4]
11.1.5 EFOFERESICKZEEE HEAH)
[8.3&H]
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b) TS OFEIRIGEE —HEIETH LA, L XML VWEE
LHEEITE Z AHMEYH 5. [11.1.281]

13. BEHRS

13.1 &g
RANOW IR TH ) . D7 < & D208EH, 2 id
AEIR - BT AR EET TS -T2 &,

14, BRAEDZEE

141 EHZNEFOEE
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Eo PTPY — FOREMKIC LD BEOHAE AR L . T2
3L E B LT EFEOBE R GIHEL T 52 e WD 5,

16. ZEMERE

16.1 IMFEE

16.1.1 B[E%kE
R AIC L b)) 7% 2 20mg. 40mg. 80mg™® % (N 120mg™ (%6f1) %
BRI 5 L 72RO RS A IR (Coma) (X, EL2138.9, 69.7, 134
Je U1 74ng/mL. $5 S A A i R (Twad) 1. 22FN1.0, 1.2, 2.4
Je O3 LG IS ol -1 B AR T TERE (AUC) 1d, 212146, 416,
916/% 1°1,398ng-h/mL. 2 (Tr) 1&, 212N3.2,3.9.4.1%05.5
BT o720,

BT OFHE T I M & 07255 TR/ 55 THAHBUBR D 65 5

Ad Y HEE, IEIEEE A




F7o, BERAICTL MY Ty vemg® (246]) % HEIEIRARS L 2O
&5 70T T v AE33.4L/h, EEIREEIC B 2 0 i EREIE1I9LTH - 72,
BRI G D AUCZ L2 L TR 72 L 1) 7% »80mg™ (24f1) H
18 L1 45 5 g > Al e 2 ) 5 (9 R T 21336 . 4% T dp o 727

100 3
E ——40mg
—o—20mg
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%C 3
£X
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w3
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0.1 T T T T T .
0 4 8 12 16 20 24
e (h)
16.1.2 REHRE

R NGB =L b ) 7% Y 1E40mg % 1 H 3™ ($%5-f @ik 1A H %528
i M V120 #2) 7 H B RERE % 5 L 72D AUCo2mid, 1H H1,375ng -
h/mLA57H H1,8%4ng - h/mL&38%H Ak L. #4455 DCundd1H HIZZ 1L
2196, 130/% 092ng/mLA 5. 7TH HIZIZ# 21178, 157/ U°119ng/mL &
FNEN85, 21/ 129% L5 L7zo THHOTIE6. 6HFH Th - 720 He/hidE
MERE (Coin) OHERA S, FH2H HIZILEHIKEICE LTV B EE 2 5N,

16.2 ORIR
R AL66IIC L k) 7% > 80mg™ & A L 2B E M I IR P L.
MR R Z T EFORE LB Lz, =L M) 78 v ORI
JEFERER] (Twa) (ZZEPEMEL GREM A2 O AF22 6HFRTICHER L 720 EAIEYS
12 & 1) Conax S NAUCIZ ZEJEIR 12 FER T2 N2 27% 2 UN30%3 Ak L 7276

16.3 9%
fREEERR NGB =L N 7% »40mg# 1 H3E™P7 H B RAER#S L7z K, 1
R ARIISINTH 725,

16.4 X3

16.4.1 AHNZ, EIZF P 70— 24P450 3A4C L VRSN L EEZ LN,
[10. 28]

16.4.2 fEHERAIZT L F ) 7% »20mg. 40mg. 80mg™® & 1F120mg™ (£%6)
ZHARE 3G L2202 ) 79 v Ak, #12N80.2, 66.4, 64.3% 0
85.0mL/minTd - 729,

16.4.3 fEHER GG L Y 7% 2 1E40mg#x 1H3E® | & 521 [80mg'™
Z1H 207 H RS L2 B 7 U 79 v 2d, 1IHE (Zh24190.8
K088 . 7mL/min) &AL C7THH (ZM-2179.1% 063 4mL/min) TIEiK
D E R L 729,

16.5 HEittt
fERERASBINMC- L ) 7% 2 30mg#x HIAFE 85 L 7z kE, Rl O3
R S AR, S E O T N44 5% K UM45.0% T dr - 720 TR
S RZAUARIZHE 55 D6%., N-Jii A F Ok GEMEAH) 122%H0 579
HEANT—% )0

16.6 HENDEREH T 2BE

16.6.1 S
i (65~938%) 1661 U254 (18~364%) 1661121 b 7% > 80mg™
A B RE I S L 720 O Tinaey. Conax L CAUCICH EAITFEO SN h o7z, L
AL IR (kel) 1. B¥E O N BEAEG I HANEEINES L F 72,
EEE O Ty (5. TR 1X54EE (441D LI L TR L2 JHEA 7 —
%)

16.6.2 BipcEERE
A RE R NGB K ONBF B el = B 16BIIC = L M) 7% »80mg™ & AR 4%
5L 72D Cnax X FAUCIZ A 22700 SN 2o 7255, TR a8
B O Tmax (5.6HEMH) (ZfEHERA (2.6FFH]) & B L THEICER L7210 (4
EINT—%)0

16.6.3 FHpEEE RS
TRERRE IS 1060 1 OVER FE SRR FE O T H RS 5 R E 0B =L ) 774~ 80mg™
% AR L 2B o FHE e R O AUC (2,234ng - h/mL) &, HEHERK
N (1,66lng - h/mL) &IEZL THEICHA (35%) L72o Culd. AE TS
WHODOHLFPEF LY FHEAT—%). [2.6. 9.3.1, 9.3.22H]

16.7 EWHEEER

16.7.1 fEEER A1RGIIC ) 20~ A ¥ »500mg it 7 T+ K % SR %5
L. #57HHIZTZL M) 7% 2 80mg™® & Bk %5 L2, =) a0~
AV BRBECIR T I RERBELLEL T M) 7 ¥ OCoald 215,
AUCHIARE 2R Ly Toldd 682> &7 IR ENICIER L 720 FIEHZERE D
M EF2780 5722 BHEAT—%). [10.220#]

16.7.2 fEHERAISHIIZ AN T /83 )1240mgXid 7 T L R % AER %S L. &5
6HHIZTL M) 7% »80mg™ & MRS L7z, T8I VBEHEET
E7 7 RBEHBEE ECL T L Y 7% ¥ OCmaxld2. 265, AUCHS2. 7TH51C
BER L. Tuldd 52 54 OB & 22 1) . ZOZEIT/NE Do 720 BRRIIZH
FEE % BIMENOEEIRO SN2 o728 WHEAT— %), [10.228]

16.7.3 fRE AL861IC 7 v 2+ V' — ) (1H HiF200mg. 2H H L4&12100mg)
X7 7R & EROES L, #560HIC=L M) 7% »80mg™ % Hi[|
REOFG LzkE, 7vary — VBB CIE 7 7 bR S i L T L
) 7% 2 DCraxld] . 36f%. AUCH2.0f5 128K Ly Trldd. 681 4 56.44
FERICIE SR L 7z BERAGICTIRE & 72 B IMENOFEITE0 S Nk b o 721,

16.7.4 fEEEF LB b aF v — v (RIFFRAF) 400mg i~ I R%
BASREI#%S- L, %530 B2 L b)) 7% »80mg™ % Ml 1445 L 72,
FhaAF=VPEHETR T T e RIEAFE LB LT L M) T8 Y DCnax
13592 74 AUCHHI5. OfFIc8 R Ly Twldd 8B R 58 SEEMNICHER L 720
[A] BF (2R BE O I _E A58 Bz (MEIAT—4),

16.7.5 SR L2602 70 7S5 2 0 —)L80mg X it 7 T v K% LIERZE %5
L. %57HHICZL M) 7% 2 80mg™ & M #%S L2, 777/
O— VHHBETIE 7 I RBEHBEL L T L M) 7% ¥ OCmaxdd 1. 115,
AUCHT.IEITHIR L. Tuldd ORI A 55205 & 2 ) . ZD#II/NSH o
720 BEPRAGICIIRE & 70 2 MENDFEILFED SN o 729 (AEAT— %) 6
o ARHI O HATOREARIX1E20mg X i240mgTH 1 . 1H 0% 55 1340mg N T
Hb,

17. ERERAGIE

17.1 FERCLREMICEET 55k
AR FHIT % 72012, BT SUG B OYHESS T/ ARRER (75
FENE L 720
IS OREIE. 7T RN, CEERILERBIC TER_BS . KFOWw
IO i b IR 205 ] 4 O BEiE O SR (S O RS ERE | UL [ &R
Mo TBE] X (7 L] ISR L2 oEE) 377 RERELT
AR E IS o 72 (p<0.05) .

T/, TVTY I VEAEEE2mG - B T o A 2 200mgE xR & L 7R
Tt AHOVF IO mE S RA2EEZOBEFOUFRITI LTS I Vil
AR - MK 7 oA v L L TR EICE 2o 72 (p<0.0001).

17.1.1 ERE T8 (AB&No.160-901)
1E ORI 5L b)Y 78 030 E (20mg. 40mg % U°80mg™)
DML REY. 7T REMRE L ORET L7z BRH2ERZ O RO
YERIZ, TV MY 7Y 2 20mgl O40mgTE N Z64% (51/80) K 1U°67%
(51/76) 77 £ AR T51%(40/79) TH V) FEEHIIZA 2 R RS2 H 17z,
HEIFEFSEBEIE, 20mgT16.3%. 40mgT32.5%Td 1  EAEIEH L. IT5E,
R (&), R, W R OMEIRTH - 7217,

17.1.2 S{EE I #8548 (5B&No.160-314)
1E O FBEREIEICT 5L b)Y 7% V3% (20mg. 40mg 0880mg™)
DEMEE ZEMr, 7T RROTA~Y MY 7 »100mgz 5t R & LTS
L7z0 BRF2EEBI SO OUHEHRIE. =L ) 7% ¥ 20mgk M40mg TZ it
2N154% (70/129) K 1'65% (76/117). 7 F R T24% (30/126) TdH V.
AT A 7 H B 25RE0 5172,

RV SEBIERI, 20mgT26.4%, 40mgT24.3% Td 1) « EAREINFEAIE. M7,
g, ©F v, BEEEROERTH 729,

17.1.3 SEFE THERE (AB&No.160-305)

MO R BRI 2L b 7y V2 (40mgk UF80mg®) DHR
WeZathr, 7o Rextiie LOat L7z 1al HZE x5 2 9k
F2IE R 2 OB OB RIE, T L 8 ) 7 2 40mgT62% (265/430) T&H 1 .
7T RDI9% (44/232) & HER L CHERTIICAH RICE - 720

1 H#EECBWTCHRRAE LTL M) 7% Y40mgx IR L7 8E 0 5
5 IR O RAT - 72 B IR & BRI (v b 7% »40mg) ©®
AT o 72 BE ORWEM BB EIL, £ 2133.8%. 39.8%TH - 72, AR
B OSSEREICE D 53380 SN2 EARIERIZ. 5, BX. © v
K OMEIRTdH - 721,

17.1.4 S{EE MHEER (FAB&No.160-307)
1RO FEREEICHT 2L M) 7% Y2f& (40mghk 080mg™) DA%
ettt TIVTy I VEAEEE2me - KDY 7 2 A 2 200mgk T T
YRR L L THRE L7z FRARA2EEE o otwERIE, =L )
7% 40mgTh4% (111/206) TH ) TV T¥ 3 Vi 2mg- Kk 7 «
1 2200mgk " 75 £ RD33% (65/197) K 1°21% (21/102) & Wik L CTHE
RIS S o 7o
MERRAE LT L M) 7% 40mgx B L7-BED 5 B R O &
fio7- 8%, WERM & B (L Y 7% »40mg) %47 -72BED
BIEMIEHRIZ, ZN2N35.4%, 28.6%Td > 720 HRIMEEIZMED S 57
HONT-FEREERE. BIE, BAROOFWTHo 727,



17.1.5 SHES MHEEER (AB%No.160-318)
3 DR ERFEEICHT AL M) Ty 2HE (40mgk UM80mg™) DB
MWezatis, A~ b7y 2a G0mglk '100mg) K OV7 T &K% x5t
FR & L CMiat L7ze LI H 87 03 2 490 B AR FA 205 [ 14 00 BE o B sk,
L M) 7% »40mgT64% (108/169) TH Y. 77 LARD31% (25/80) &
R L ORI ISR o 720
1 EEEICBWCHEEHE LT L M) 7% 240mgx M L7 BF5D 5
B BRI O 4T - 72 B IR & EiniRE (=L b 7% ~40mg) ©®
AT o 72 BB ORWER BB IL, ZNEN3T7.7%. 22.2%TdH > 720
B OAEREIZ D &30 SN E 2 IEAIE, EIE, L, ©oFn
T MR TH - 722,

17.1.6 StEFE M4AHER (F5B&No.160-102)
3o K EEESEEIC T AL M) 78 V3R (20mg. 40mgl 0°80mg™)
DR EElE. 7RI L LCORET L7z LR BEZEICHT 2
PR AR 2B B 2 OB ot =L ) 7% 2 20mglk 040mg TEILZ
N47% (129/273) T 10°62% (174/281). 77 £ R T22% (60/276) Td V.
AT B 7% ARS8 b7z,
I EEECBWTHERAE LTZL M) 7% 2 20mgZ IR L 72EED )
B, WRRA O AT - 72 8% FIBIRM & Bmikm (=1 b)) 7% ¥ 20mg)
47 o 2 BEORIEMIEBIRIE, Z2N2N20.4%. 24.6%TdH - 72 [dkEIZ,
IL Y7 40mg Tld, FNEN3T 1%, 24.3%Tdh - 720 HRHIEIER
OFEREIZ B D & 3780 b - EREWERIE. EIE, TR, o FWwRY
fHIETH - 722,

17.1.7 S{E$E M4ER (F5B&No.160-103)
2D F B IEVRICH S AT L 1) 7% 2 40mgnh 5 80mg® ~ ik 512 &
LAMME wetEr, 7 REFEE LCHRE L7z, LHBIIEICHT 2
WA IR 2/ R 2 O BEJR DR IE L b ) ¥ »40mgTH8% (283/492) T
HY. TTEEDI% (36/122) LI L TED» -7,
IAEEECBWTHERAE LTZL M) 7% Y 40mgZ IR L2 EE D)
B IR O 47 - 72 8% ORIR &8 RA (=L k) 7% »40mg)
AT o 72 BB ORWERSEHEIL. 2N ENn35.3%. 23.5%Tdh -7z IRAE
B OSSEREUC D S 300 5 N2 ERREIEIE. DR, B, ©F
W OEIRTH - 722,

17.1.8 SEFE MHEER (AB&No.160-104)
3O R BRI AL b)) Ty 2 E (40mgl 0°80mg™) DHER)
WeZett, A= M) 7y Y2HE (25mgl U50mg) K UNT' T bR & e
& LUCHES L7ze 11 H S8UEISRT S 2 40 [ AR 208 1 2 O B o2 iz, =
L N 7H 2 40mgT62% (109/175) TH Y. 75 LKD40% (34/86) 2k
LTRSS IZE Ao 72,
1A HEEZ B TR E LT M) 78 Y 40megx R L7 EE DS b,
WG O BAT - 72 B AR L 8IiA (=L~ 7% »40mg) P %17-
7 HBREORNERSEHRIE, 2N2N26.6%. 22.2%Tdh > 720 R R 0%
TERIEUCE D & R0 SN - T RFETEMIX. TR, ©F W ROMEIRTH - 722,
D ARHI O AR TOAEAEIX1E20mg X 1340mgTH 1) o 1 H O#f G- 1340mg A T
Hbo

N2 1202 317 2 IS o= (%) (ITT)

TR OUEESE (%)
e | SEA R —
FHELE (#EENo. ) TVhNTY Y S5 bR %)b:?:/(ﬁﬁl’%&“
20mg 40mg 1 - MK H T A v
- MY 64% * 67% 51%
(160-901) (51/80) (51/76) (40/79)
HIAR 54% * 65% 24%
(160-314) (70/129) (76/117) (30/126)
A AR 62% ¥ 19%
(160-305) (265/430) (44/232)
5 AR 549% @ 21% 33%
(160-307) (111/206) (21/102) (65/197)
5 TAR 64% ¥ 31%
(160-318) (108/169) (25/80)
A4 — -
A5 AR 47% 62% © 22%
(160-102) | (129/273) (174/281) (60/276)
S5 IAT 58% 30%
(160-103) (283/492) (36/122)
HSTARY 62% * 40%
(160-104) (109/175) (34/86)
S 50% * 60% 24%
" (199/402) | (1126/1870) | (250/1024)

a) p<0.05: 7'F kR EDIHE
b) p<0.0001 : )V T I ViHATRYE - KD 7 = 4 > LD

18. ZEZHIEIP
18.1 fEA#F
18.1.1 EEEARME I3 2 IUHEMER

IL YT E, b bSO L7 R RERBIIR A 0 AR LU S 7z,
COVEME. BRSO 2 PUHRVEH & Il L TRISORSEIN T o - 72529,
F 72, BRENIRIGEE OFa AR & L Cilsg L 72 A X OSABIIR M = % . Bk
M RPREMIRILG & & O F M 22 RITS 2 WHE TR S 87
(EDsoffi12 u g/kg. #ARMTEG) #20,
18.1.2 BE TOME BRI OITE IS T 2 MHEA

IL )Ty E 100ug/kg (FFIRMNAES) Do R T, HKEET v FO=3
AR 2 A L 72 & SIS S5 A A ] v & 3 L 72220
18.2 5-HTRU5-HToZ B FIC3 § 5 S

IL MY 7 i, b F5-HTs M O5-HTiwZ AR 0) L CRIRAY 2 BAN I
ZRL. WENOZEEICKH L CHIEE#E LCTER LSS,

19. FRHRSICET B E{LZHER

— MR =L MY T v BALKFERE (Eletriptan Hydrobromide)

L34 © (+)-(R)-3- (1-methylpyrrolidin-2-ylmethyl) -5-
(2-phenylsulfonylethyl) -1Z-indole monohydrobromide

453 0 Ca2HxN202S - HBr

73 463.43

K AEXEbTRICEG LR ETH ). HOPIZRRO LN Y% & F
T\,

b

//S

N\
o o

« HBr

HsC

Al 173~176T
A% (LogD) = 1.10 (pH7.4,1-4 2 % 7 — Vv /7K%)

*k22. ‘@I
1088 [1082 (PTP) x1]
105E (1058 (BB S AWM/ Xy 75—V AYPTP) x1]
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