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HERT AR RO & 7%

AR G
[0001] A T3 R Ak 2 ol 24 85K, JUFGH K — o0 (10 A4 e I £ 1 9% 74

B

[0002] 4 $7 44 i ( 9% 3 4 Vilazodone X 4 :EMD68843) ; 1k % 4 & 5-{4-[4-(5- &
FE-3- WL ) TR 11 WRPESE b AR IFMERE -2- L. B AR ER v A w R —
PO LIPS IE 254 o & 58 22 R L s ARG T 5 i i A 91 T 2011 4F 1 H
33T FDA RfbsEm it dERr Ve ER R S5 R R

[0003]

(1)
[0004]  FPAISIE A& — P DL IRORS A, 3= BOREAR R I A 15 25078 B BRANIR | i AR s
B R A E B ARSE, K L2180 SRR iR DAL 2009 240 KFE R &
SR APRAE B AT AR S R TR S DAL, T2 2020 A, R ER AR A
[0005]  dEfr el 45 A B — AR PLIRAE 2 Y), & —Fh 456 T 5-HT f4E ] (SSRI) H
5-HT1A ZAAFE PN EAE FH B B HMASAE 254 AH B T I B AR RE 254, 4t A i
BN Ry & — Bl A FIHABRE T 259 o
[0006] 7 S 4 Fr A7 il 1) il 2% T VAR TE AR X820, BRIy A ) (Merck) $RIE 1) 77242 R
5— A% — ZRFFIRIR —2- IR LN IR RL, £ e IR . = (- W) KRBT A5
5— AL —3-(4- &UT JE ) Wl e . K i WE R A A3 21 J. Med. Chem. 2004, 47. 4684-4692, {H
S T VERICERAUA 3. 4%, AN T Tl A,
[0007] @R Journal of Medicinal Chemistry, 2004, 8 47 4%, % 19 87, 4690. fR1E [
i VEELFE
[0008]  a. ¥ 5-{4-[4-(5- FIE -3- WIWEIE ) T2 1-1- WRIEE | ZFFIENE —2- IR LB
1 KOH, AN FIE B ) s SO, A TRIAL Sh, BEZE25 T, Tk B /K fd i, B IN HCT 3
pH 27 %, i 38, T B AT, BIoA 5-{4-[4- (5— (& —3- MWL ) T2 1-1- WRREZE |
IR —2- BRIRI VY KE ), ICEE 80% ;
[0009]  b. ¥ 5-{4-[4-(5— T & -3- W|WeIL ) T2 J-1-WRHE L |} 2R IFWem —2- FR IR
2— S —1- LN RERLALA), FH NMP (N— RN B ) W Ad A » T8N NH,, BRI N, N- — 5%
NI CEENE, T =R A1°C, 16 7B E B R E . RV IREIN KT, H R LB 785112
Um0, 193 5-{4-[4- (56— & —3- MIWRE ) T3k 1-1- WRREEL | 2 FF Mg —2—- Flti,
R kg 4 oz A7 i, e 72%.
[oo10] A7 [E &) CN102180868 ik iE ¥ 77 4 A -
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[0011]  a. ¥ 5-{4-[4-(5- R -3- MIWRIL ) T8 J-1- WRMEZL | ZRIFIERE —2- R IR L8
80% 7K A k. Amberlyst A26 SREEMEMIE . 2 —BEIR A, BIZIBERE, BBl 2h, 385 25085
FEFN SRR BAKE W TR N2 IS TR A 130°C, k42 2h, BRI 2R 530 . InAK
MR CBEVER . I UERR 20, AHUZ T L 3 RUE 28RBS R ). MK S
BEE 25 0, 193] 5-(4-[4- (56— ¥ -3- MRt ) T2 J-1- WRMEJE | R IFMRAE —2- BRIR, Wi
72. 1% ;

[0012] b, #f 5-{4-[4-(5— ¥R -3- MWL) T2 1-1- WRIRZE | FFMEmg —2- IR . J UL I
] N— FR JEEILE I Jo A FRT VR 5 0 200W IR0 S N 38 Y S R 40 4389, SR S5 I N Ve H1 48
B RAVOKFRRE, 198, PriSIE vk 20K vEs, IS [ SO0 0 7 5 A I T 45
1330 5-{4-[4- (5 T2 -3- MWL ) T J-1- WRMEZL |} ZRIFRIRg —2- R IR, ok 71. 4%
[0013]  c. 4 5-{4-[4-(5- F & -3- MWk 2L ) T & 1-1-WR W= & ) K IRk g —2- &
M. 2- 5 —1- AL nE ey N- R MR G E T — M EmE b, BARSA,
W N, N- Z 55 N5 S B 1848 0 N R R i T R 2R 50 °C S 1B 1R R 2 SR, RV
WEINKF G, H O L ERHAT A HL FH KB RN T 15 ok o 25 1R B 22 4 TR LB, 73 3
5—{4-[4-(5— 2 3- WAL ) T2 1-1-WRMEEE | 2K HFMemy —2— A BERG il B 25, ok
62. 4%

[0014] 76 Bl PP 712 88 B il 45 5 {4-[4- (5 J( 2L —3- MWL) T2& J-1-WRMEEL |
ARIFAE —2- Ry iE, BB L B3R, AR E, WORAK,

[0015] A8 du 75 B — Fi 20 TR0 /D L 4 AR i 58 HL i 3 B0 iy I 3 S L ASE AL 1 Ml o) 2% 1)
5-1{4-[4- (5~ FIE -3-WIWRIE ) T3 1-1- WRMRIEL | 2R IFIRIR —2- FREEREZ I & 77k

RIAAE

[0016] AU BH 5 TEFE AL — PB4 Fr e i 1) il £ T v o

[0017]  ZEAS KR BRI EE —J7 1, AR B B M E T30 —Aob IR D B 1R W HeR i
1o I 38 A A4 B W ) 45 1 5 {4-[4- (5- 2k -3- WIWR3E ) T3 J-1- WRMEIE | 2K JfRE
MR —2— PR M 1 il 46 5 ¥

[o018] AR BH VAR RN A A

[0019]

NC ~ AN 0 N o
oF Coghe — o7 Ok
H (9] Fl o NH;

(2) (1 5
[0020]  HARUL, AR HIHI%A 1 WEDRTEEAE LN PR AR EERAAAE N, B 24k

EIEA N S BRAL SR -
[0021]
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[0022] A1, R N BA 1-6 DR T Ik

[0023]  7E—465zjli 7 R, R B EA 1-4 DMIRIE FHIBEE.

[0024]  7E—2Esijti 7y A, IR B Eh 2 14 ANk R T RE R REER VB Eh el i 2.

[0025]  7E—sesiji 7 A, iR Bel b & )02 IR IL B S Bk L

[0026]  7E—Lsijti 7 A, il A WL 2 DMF.

[0027]  {E—6sii /5 A, BTk i S AZE 0-25°C HEAT o 4E— 2SR 2 [ 52t 75 b, BT il 2 v
E ST

[0028]  7E—2UsijiJy rh, PRk i LR 2D ER -

[0020] (1D ¥&ii=X = 2 Prs Btk G s e A AL

[0030] (2D MMABEIZALEY), SR )5 INNEE L, 15 2 S WV 1

[0031] (3D Ff PV L ABI K H, B H R B AR 22 5 9 /K e T8 S A5 3 X 1 o
MAEY . 18— LRIk St 77 b, PR EE R 2 1-4 B R I 8 2R Ve sh s 2k . 78
— SR ) 52 7 A, FTIR A WLV ) A DME ; BT iR Bk AL 2 T e s £ B iz o

BAXHEA

[0032]  JREAANZIE) Z MR ARIFST, B A R IR AE B #h (A7 E T, 2 = 2 s
ALY LLS B A A ) ROV G SRAF S5 XX 1 s e &4

[0033] AR KAWL T

[0034]

N

k¢N

Nm 1

N/\N o
oR 9

m%]:ﬁﬁRELﬁA%K¥%%%O

[0036]  FEPLIERISEHE T XA, R A2 1-4 MR 1 e s B, 78— 285y Urh, R 2
1-2 MR R T b

[0037]  E.{k#h, A & B AL 5 = 1 B 4k S B & 07 Rk g i R an =, 2
B B G D s S AE A FLES IR, INNBERZ A &9, bk e, UKOK, INNEE 26, S53 OMV,
JE AL BT RN . BT IR WLV 2 DMF o BT I AR 42 14 B S IO BE AR VBN B VRS
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B, B R AT DU B AN SN U T AT A RN AN AE . FTIR B AT L
R Bk RGBTl J5 AR EE T DA FE D IR a0 S MR BN ZK R, AT HE A4 T b AT
(I A sk 9, KPR ke TS 13 B B &) .

[0038]  FE AN KB — A sE )b, XL A & &8 N R U7 VR A&
5-{4-[4- (5 FFE —3- MWL ) T J-1- WRMEZE | ZRIFCHR —2- SRR SRR AE DMF o,
IINBEREAC A, DidE I, VKoK, IMNEESL, SN . SRIG, W S NI AE N 7K A, Bt i
o GRELPRE, iUk, KVE, BEDE, TR G132 Y.

[0039] AUk BHER B Edl e A, BOSE B $2 R R e nT VTR A S . AR U H BT ER
(1) BT e e ] AT 25 0 3T U B A A B 7= 162 ANREAE , BT DT n] SR 5 AH ]
PR BARL H BRI B RGBT e i Ui B, T 487 BRE R AN A 38 S BIORH ALY
fE ) — R PR o

[0040] AN BH I LA SAET -

[0041] 1A BHHR AL (1) i) 25 T7 V0 R b, BRI .

[0042] 2 A% AR AL 1) i) 28 7V Fa T o

[0043] 3. A% BHHR A1) i) 2 T7 V08 T KRR Tk Ak A

[0044] TG HARSLH], D R A R B o N IR, 3K 8 S it 9 SR T i BH AR B
1A T BRI A & BTG o 471 St 491w AR v BH B AR 45 A1 1R S 36 77 325, 8 4 U B 4%
P RGBT SR A o BRAE SN ULBH , 15 I BT A 1 2 8 BL 2R L il | sy %
HEt,

[0045] A% B rp 1 B AR RR 3 B A IR R AR SR RN 1 T SN Y, 4 G0 2 Fs AR
100 Z R P R E .

[0046]  [RAE ST & S, SO Frfs T A © b 5 RS S 5 AR SURRGR N 7 BB R
NAHE o BEAR, A4 5 BT il 280 A AH AL B S5 18 7 3 S R mT N T AR B 5 e 3
Hh BT (AR S T TV S AR E R TE 2

[0047] T3 SE A5 G B A8 R AR A R R A A T Tk gk T .

[o048]  sEjfsl 1

[0049]  10ml AJEHEH, A 0. 2g5— {4-[4- (65— 2L -3- MWL) T 5 1-1-WRPEZE } 2R9F
Wipg —2— FRBE W5, 3ml DMF, VA4, IO 0. 2g FIERRE, #6HE 10min Ji5, VKK, I 0. 05¢
AN, 2 SN, SN IRASI N 12m1 7K AP, A HH [T 44, 564 Lh, i 38, A 6ml KPEPR X, 6ml F
FLRUT HEBEPE R, HE T3 774 0. 14g (78%). MS :441. 22,

[0050] St 2

[0051]  10ml AJEHEHT, A 0. 2g5—{4-[4- (65— T 2L -3- MWL) T 5 1-1-WRPEE } 289F
el —2— FR R £ W5, SmIDMF, ¥ ff 5, NN 0. 2¢ FEENZ, itk 10min J&, VK/AKW, BN 0. 06¢
LT, R RN, 13 B BFRLE4). MS 1441, 22,

[0052]  SjEfH] 3

[0053]  10ml AJEHEHT, A 0. 2g5—{4-[4- (65— F3E -3- MWL) T3 1-1-WRPEEL } 2891
iR —2- R IR B, 3mIDME, ¥ i Je» TN 0. 2g FREERE, BiEFE 10min 5, UKZK#, I 0. 1g 5L
TR, RN, 13 B H AR W) MS (441, 22,

[0054]  SZJafs) 4
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[0055]  10ml JHTEHEA S I 0. 2g5— {4-[4- (5— FHE -3- WML ) T2 J-1-WRHEZEE | ZKJF
el —2— FR IR £ I8, SmIDMF, ¥ ff J5 , NN 0. 2g B EENZ, Bk 10min J&, VKK, NN 0. 04g
A RE, S RN, 132 AL AW . MS :441. 22,

[0056]  sCjififs] 5

[0057]  10ml AHTEHEH S MIA 0. 2g5— {4-[4- (5 #FE —3- WML ) T2 J-1-WRFEZEE | Z5FF
IR —2— F2 18 £ 18, 3m1DME, VAR J5, TN 0. 2g I EEIL, Ptk 10min J&5, VK/K¥, BT 0. 08¢
NN, IR RN, 152 B &9 . MS 1441, 22,

[0058] St 6

[0059]  10ml AT, I 0. 2g5— {4~ [4- (5 FAE -3- W|WRIE ) T2E J-1-WRMEZE | XKJF
IR —2— FR2 1R S, Sm1DME, ¥ #& ), TN 0. 2g A BRI, ik 10min Ji5, UKZKWE, MI 0. 05¢
AR, IR RN, (2 ARG & . NS 1441, 22,

[o060]  Sjtfs] 7

[0061]  10ml AJEHEH, A 0. 2g5—{4-[4- (5— T 2L -3- MWL) T 5 1-1-WRPEE } 2R9F
WM —2— SRR L8, SmIDME, Y8 5, N 0. 26g W, St 10min 5, UKZKIE, A 0. 05g
AR, SRR Y, 153 AR &9 MS 2441, 22,

[o062]  Sjifs] 8

[0063]  10ml AJEHEHT, I 0. 2g5—{4-[4- (5— T 2L -3- MWL) T 58 1-1-WRPEE 1 2R9F
WM —2— SRR L8, SmIDME, &8 5, N 0. 26g Bk, Hidt 10min 5, UKZKIE, A 0. 06g
LN, IR, 153 BARL G4, MS 441, 22,

[0064] DL & BTl AN oy AR i B PRV A St 48] i 5 FF 3 E FH DA RR 72 AR S B S5 BT R A 285
Pl AN & B 1) SE B A Py 5 ) SOt e SO FRE BIRCRI L SRy [ R AT ATt A 5 s B
SEARBR T2, A5 5 HOE BRI B SR L e U 5 4 AH 1R, 0B — R SR AR 5, 24
WSR3 e s A




