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1. #&X T RRAREFGF &

Hx&

RARAEER 2-Eo K, FERARRGAB R /R R E-K 3
B,

RREAEE 1-200/ B R-FHRE,

R, RURSIBRIARE H, £F 1-20 MR FoIREREL,
2%, ZH LXK COOR, F, Cl, Br, OH, CN, NO,, N(R") .3 NHCOR,,

BAEELP AKX UNLREABRGALET, @itX 1T
1A% B AT R

R\ﬂ/\/N\/\"/R I
3
R'F= R 692 LR LA,
2. HRERHER 1GFE, EFRARREER 1B A,

3. MREBAAERIR2HFH, AP RRATEA T EK
ARFAE.

4, HRIBRAEL 1 HHEX LSBT E, AR ELETRY
MAK RN AR, $X IIASHETAX [ RSP LEEN
pH A% 3] 2-7. 5,
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5. RIFPARAAZL 1 HHEX I S Fik, R¥FELETFX I
oMt RN I RSB EEZAL 0C-200C 347,

6. MFEAAER 1 HHEX [ S F ik, AR ELTH LR
HFRBESMENRAGEAX 1] MO ROWEBRBALT RIS
X 11 o,

/U\R1 i

AP RGZXFAMRANER 1 FAHR,
ABLERATH—FHBHHYE THRRFHX 11 oA F
EN T E

7. REBF)EZR 6 WP EX IS FT ik, ERELTFELE
#H—F BN IO EET, BidAX RN EEEE QX
II AR MR RAMe pH A H %) pH 2-7.5, MEBBRAME
R

8. RERAER THHEX I LW Fik, AREETFEMA
HMEREBEEH AN IILGHHRE RS MHEKRE 0C-200T.

9. REARAIER 1695 %k, AFELETRAX [1SHH 8P
A, ARFHX IS Bma i,
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&5 A R B T ik

AXAFTEX T L RARAR. LEEH Ly

£ 5

R' K EAeF, RAEMRFFERLGEIRRERLAR, HFELREARKHR
R Fa /& R - E WA,

REAREEA 1-20 AR Fegie ik,

R, RURBIE S HAEH, BF 1200/ EFHEARSARL, T4,

3@ 4 K COOR’, F, Cl, Br, OH, CN, NO,, N(R®),3 NHCOR..

AELPLTGRAEX FNLEAK G VOEXE EMR)NAETE

X I o B R %) & LR LA 84 7 ik

£ &
R' A= R 9 2 LR AT,

X I oA B R EGTH XA, L P4 E0HRR
B (Bl 8B, FA- -FR-IEXHK, HHAKR. ARERFER)
B . LREKEXN IIkbhehiimt. AKX 11 e ehik
dep i nt, MAM KRN [ AW, @il A RBRIa
A EHEBEREENY, RBINTHLHER.

AL RAHEINETFAmBKFEN -ERARERBEHIK, ©MNiE
A BB I AR 5 & F AEARLLEY.
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AR, RAPFQTUAREF X4F -FERE-1-Q2-%K%
K)-1-REGTH, BHEHTATHE ) -3-FEARA-1-Q—&
X)) -1-F . AHLTA#R -FEAEA-1-FEL-1-AF, FHésb
TR (S)-3-FRAEL-1-XA-1-/8F. xR LAeegdt—Fi
AWHB B EXBAER., £ HIT (tomoxetine) F= LY227942 (W. J.
Wheeler, F.Kuo, J.Labelled Compd. Radiopharm. 1995, 36,
213-223).

—M R, £ R F4H T (C.Mannich, G. Heilner, Chem.
Ber. 1922, 55, 362-365), wX III tbAdhf=X R'NH, 5 B L B8 R
W R, HR (BE—THARE L) A A ETTRENYGH
ETARX | HHAREFZEEY, BHYERNXN [ FARARXEE
BAEARERHJITEOELENFRARTEAMARE, £RFIHGIF
h X 11 i4:

2
R
H , 9 N
I NC 0,. " "
/U\ 1+ N2 k R\N/\/u\|={1 k
R H R ! 0 0
H
R
. i 1 " R1

XAEHENER T OBES [lla 5FEARAEGESRETRELAT
AT R L, R AR 11a, AT 269 %4Kk 1a (F.F. Blicke,
J.H. Burckhalter, J. Am. Chem. Soc., 1942, 64, 451-454):

————»M‘%

61%

H,NMeHCI
S~ — {cH,0l, | o

- S N

la
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Bk, REAKEGETFR—F A LS EHHEX I oW K
F3 GEA R X Ia o) 7%, S Wi ESEH T
LR R T RS R - W

Y ORI, AHHEHH GRS R GARERGHH)
AHEZPRKRX [LoHALE, TaX IT4EHREE (LL
X IlatbbPa i) AXRNLEEAEALETRALFE.

AW FRLE T AKX T2 1084

AR EMEBEETRE 6 A 5B M R E T R3] EM .

EFTXF, REFSFHHHA, XA R, R, R, RGEXFAX I-11
FIT i

AEREXF, HRALH 120 MNKETF, 4Rk 1-6 ARETF, L
AR 2. IRANERT. RARSKREAFTARTE, P ERK
AA. AL URATE, FTHE, F#TEIRTE,

R4k % 39 A BRAK 8 A RO A/ R RIRAK 69 5 B MR R R RAH .
BEABATUARERA SN, RELEHR IR, LLRALK,

R' 4% B4Rk 2 R H
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R RREETE, WEXAREDHIEL, 48—, H-RF-F
F A, MR- RA-Fa-ARK, 4R- B-RA-FRARK, 4R-
~HAF-REK.

R RNAREEFRE, HFANETHARAF A 2-X -k E, 2-K%
-, 1-. 2-3 3w i, 1-. 2-. 4-3K S—ekeb i, 1-. 3-. 4-
R S-wke A, 2-. 4-3 S-vReR K, 3-. 4-R S-RURHK, 2-. 4-
S—wRep 23— 4-3 S-FEeb R, 2-. - 4-wksei, 2-. 4-0 5-
K 6—"F Ak, SbIFTRL 1,2, 3-=e—1-, —4-K-5-%, 1,2,4-=7
~1-, -3- 5-&, 1-XK S-wywp ik, 1,2, 3@ —mb—4-K-5-%, 1,2, 4-
o e -3-K-5-%,1, 3, 4K —wh-2-K-5-4,1,2, 4K — w3 -5-
A, 1,2, 3E —ek-4-R-5-%, 3-R 4-2EEK, wEX, - 2-, 3-,
4=, 5-. 6-K T-"IkA, 4-H S-FHFIRE, 1-. 2-. 4-K S-FKH%K
s 1-. 3-, 4-. 5-. 6-3K T-Rwbekr ik, 2-. 4- 5-. 6-K T-
Fofvkek R, 3-. 4-. 5-. 6-3 TR FoRkeb A, 2-. 4- 5-. 6-K
T-F AeEed B, 2-. 4-. 5-. 6-R T-KHAFFHERHE, 4. 5-. 6-K 7-
EH-2,1, 3w e K, 2-, 3-. 4-. 5-. 6-. T-K S-"Buki, 1-.
3= 4-. 5-y 60 TR 8-FoRwRA, 3-. 4- 5-. 6-. T 8RR,
2-. 4-. 5-. 6-. T-3 8—"Ergkik, S-K 6—£EMEK, 2-. 3-. 5-.
6—.T-3k 8-2H-Kf [1, 4] vk, iRk 1, 3-S5 8] —E R KM -5-
A, 1, 4-Fb—eBi-6-2, 2,1,3-KfEoed-4-K-5-KXHx 2,1, 3-
Kok —e-5-K. FIHTREALER, FliREE, LARLHK
P Sy, X

RIBAELTAR RS RS EAN. Bb, AR ZRILEH 22 T AL
2, 3-=&.-2-. -3-. —4-FK-5-vkvhi, 2,5-=H-2-. -3-. —4-&K 5-
sk i, WE-2-K-3-vkvh A, 13- RKIR-4-K, W@E-2-H-3-
ok, 2,3-=8-1-. -2-. -3-. —4-F;H-5-nkeg 2, 5-—&-1-.
—2—, =3-, —4-FH-5-ukeb A, 1-. 2-3 - A, WE-1-. -2-3
—4—okep K 23— & -1-. -2-. -3-. —4-H-S-wked K, WR-1-, -3-
Ho-d-vbrt &, 1,4-—K-1-. -2-. -3-H-4-wkue Ak, 1,2, 3,4-09 &
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-1-. =2-, =3-, —4-, =5-FK-6-mtmR A, 1-. 2-. 3-K 4k A, 2-,
- 4ok, wWH-2-. -3-K-4-vkwh A, 1,4-—el5 K, 1, 3-=
B2~ —4-R-5-HK, KA1 -3-H-4-mE A, SNE-1-. -2,
—4-RSERE, 1m0 2R REA, 1,2,3, 4981 -2-, -3,
—4=, =5-. —6-. -T-R-8—&hk K, 1,2,3,4-WK-1-, -2-, -3, —4-,
=5-. —6-, —T-HK-8-Fkok X, 2-. 3-. 5-. 6-. T-X 8-3, 4—— £ —2H-
FOR(1, 4178 %K, RETHRL 2,3-RF —REXL, 3,4-ZF 4
AXE, 2,3-BLoFAERL, 3,4-BLoBARL, 3 4-(CHADT
ZRA)FE, 2, 3-8 -EHkh-5-K 6-4, 2, 3-Q-AREF =&
B)RER 3, 4-= 8201, S-RHF R F-6-3-T-%, seibdihit
2, 3-—EA Kok AR 2, 3-— R -2-A ARk A

Bk 22 LK 7T 5 Sh4 RV A=/ & RVERAK,,

PR £ F & & W L8 W

RKAERETRE. TA. ERAKRFHL, HARLTFTA,

RAe RSS2, RBARAH, FA, H3ZH.

FEAMBERE, Fldo, REK, 4-. BA-HF-FREK, 45-.
B -Hxt - A REK, 45—, B-RAF-FRAEARERK, 48—, H-Hat-
FREA.

FERMBARE, Fldo, XK, 48—, B-RAF-FREK, 45-. 8-
sT-FZARREK, AR-. F-RAF-FEREXLK, 4-. H-HAF-AFKK,

AL RFHE+T L, HPRBEX 1 0EHETREFEEA
¥, HBENeK, B B, PR FEARGIRITSIEHBE,
REAM G RAY ., WA oL B IABRAT RO RATERALE,
YA, LTERREX 1] AW ERREF AT MAX RN
bt 2 e 9 AR L B A AR 2

Bk ey pHAERL S @it AKX RNH SR BA 524 pH 2-7.5, 4%
it pH 4-7, L2 pH 5.2-6.8, F#FF 0C-200C, kit 10°C-100C,
LHEZ 30C-90C Fi#t—FBBR L RAY 1-24 DB, 4%k 5-10 )
i, ARK [ibadR gk,
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¥ )4k — % (one-pot process) #)&X 144%, AP Hk
JCseFik, LE 28R F. F Blicke, J. H. Burckhalter, J. Am. Chem.
Soc. 1942, 64, 451-454 B4 k¥4 X 11 bbd. EEFEF, T
BRE (Pl BTBEBRZARKRTR) G RSMLiES X RNL*HX 648
Bt Ghd IX AFERM, SoHLE, LELRLE, KA .
NI Rt FHRMRIeLEBA N, RERREEN G oK, BFRIH
RAM b AT, FR B B B E Bk T AT A A, — AR BT -14
X, BREEBEA 0C-200C,@FH 10C-130C, 4£i% 20C-100C, £
H£2 30C-90C. REZEX 1 a8 % vk B4RH XAR A RA
AT

FAFE XA 04K [11LoH 8 iR B M R S RA4 4 pHAE LG
ERAEH#—F 9B a0 ER TRTmAKX RN AB G A &
%)% pH 2-7.5, 4kik pH 5-6, H#—FF 0°C-200C, 4£it 10°C-100
C, A2 30C-90°C FRMKEAE RAMY 1-24 o 0F, 4Kk 5-10 B,
ARXIAAY. EHET, REKRERLITXAET, HikAE 1-50
B, LER 2-10 &8 E H T 347,

EONTRRELEZ=ZAFITK,

THA R EAAEH AT B, N 1144 HiEd i Eisibm
K IVETHAER:

R‘/U\/ W,

FEITEHX IS, S TFEROGE, SRBEM “shik”
EAE X IV LHLAIRG X I 1uo-ththieik, )‘%%E&ﬁiﬁi%%éﬁi I
feidhey g A X IV AR, X4, XITAAHERETS
BREAEREZGXN L T4, BHERERSYAF 4oREBE KB
G AR R B b k.
ERTALR S FUBAL R AN, thik I M4 AU,
AKERFEHRLEERF XML T
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#E&X Iy Fik, HHEETREMAX PNLEAE, ¥
N I e-H3eh X 1 -ty R A& pH A 84 2-17. 5,

FE&EX Ty Fik, AHEEATX T EHX 11408
Mty B F 0°C-130C F #47.

#EX I EWeh Tk, AREETXIILAWETHX I 44
MR RREAERITRAE, LER 25088 EHTFF 0C-200C
#AT.

HEX T AWM Tk, ABEAT: CALEBRALT, RTE
REMEGREELFX T FGRESMEESEX 11, RE
ERAREH#—F5BHEYN TH o EFOXITLEHA T 110b4
%) &

HEX THEMe Tk, RREET: EAT#H—FoEX I 4
M EH T, BdAX PNLREEEECEX 1T HAWegizsi
B R RAMe) pHA 534 pH 2-7.5, MEBBRIFRAY.

FEX T bdheh s, i E T AaEMAERLARE R 64X
11 A4 84 B B4R #4 %) 10C-100C,

AR AT EFANESTHER -F RRA-1-KE-1-RFRK 3-F
ARA-1-Q-KEHpRK)-1-"EE, CMNEBRFIEIE—FHLAHFNK
R4 B & IT (Duloxetine), BMAREAFA. X HIT (tomoxetine) F=
LY227942.

A5, XN I AW BE &SR A4 RAT A Lk Tk ey
AR CEF a4 4 BlotipdE Fia8 ey 5%, 4 Houben-VWeyl,
Methoden der organischen Chemie [ F # 4 & F & 1,
Georg-Thieme-Verlag, Stuttgart), Ayt EEASFTE RN &Y
Cdn BB A FHAT. RYFET AR KA Cdn b £ 3LIR A 91
REBEHEZFFER,

1o RE B85, RAEBALT AT X, B REE MM EE A
M oBEEk, RAMIPRECMNBT—THASHX T 1EY.

—% X I hEHR L), MRS TEHIIERE 40

10
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A4 FAd G 7 4 &

EEHEMNF A BE, Fwii. EHE. X FEI_FX;
fFiE, Bp=RTH. 1,2-—RTK. 9ETR. RFR=-RKYT
Wy BEE, ST, L. AR, ERARF, ETHARTEH, &
®, B, —F AL, 9akH (THF) X —_vk; —B8k, &4
LoB— TR —C8, LoB_T&, REL, LTURMRER
g RASHREMNE K REY.

X I (LERX Ib) 4987 A F) B BREEILAR G ABMmARE, Hlde, B
W EFHBRABREREREN LB TRA, BERLOFXTER
Likdl, HAELSTERERAGREEAERERE FTILH AR
8. Eob, TUMEM RAE, BlhesiBh. ANEL. SR8 Qi B SE
BY) . BEBR (FoiEBEER) . R AR, ARA B, LHEAMkR. BBk,
HRGHE. THRRIG—TRE ALK, BABIAE, Fl T, T
B, ABE. B, AT, ASBR. WM. B8, §LH&.
Lk, JLBL. BEB. ERM. AR, HEKR. RN, BEEK.
FIRE . THBX AR, Lo, 2-2A TR, KR, -
VR, BEBMA B, ABARR, 548 ERMRETHR
R BB TR BT A T o0& Fo/REMLX T 1EH.

F—7@, XS TAF A (S 8m. KBRM, S5
AR BEBEAT) B LR EAEEE, LARBERABLIERE, X
# AL AR L s E

B, REALTG AN 1 AeWEAH T HKRESRGHF & H L
B . MY ie 8 F )4 Synlett, 689-690, 1991 ¥,

b, KX AL T AKX 1A F AR ES w3 FIRATE R
R TR EA.

ELEFTXY, FIAQEBEHACERT. ETHERAT, “FNE
4 T WwREE, AKX, BREBEFEAT DHEE 2-10 ORRE
FREYAMAR), REWA LB LBER—RTRERR, 25454, A
AR B4R TR, AL, PHBIAKREEE/ N ELHRL., Rf

11
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16 2 AR £ 3RAF .

L 1.

49 Z R AT H 111 T RAFALE . 162, 2g THBLES = 12g 37%
GG BEAE 176ml TBEAe 44m]l KE &G RAMER 17 Sat. MEMA
17. 6g FRER (A0%KIER), F 65-84CRMRLH T I bt. KEA
HELRASHETER, N 23. Tg3The) L8R, 4R 0C1A
T. #EERREL, ARFEE, METR, BATE24W,

4 2:

¥ 45. 25 ZREH T, 102, 3g FERALE. 127. 3g THBUEYFo
10ml 37%#4 B8 242ml Z 884 61ml K 64 RAMEA 19 B, R
ASMMEE R 400ml TEEHES, dmn 19. 9g FARIER Q0%KER), B
Ao 1T hit. REAASHRALEARSMEER, HMTF-15ChHH
48 JJNEF. FE BRI LS, A 90g TEEGAE, METF 4SCAETTHR
17 /B,

¥4 3:

H 113kg Z QAR LA, 621kg FRARAE. 400 kg THBEESD o
35 kg 37T%Hg B BRAE 783 kg TLEEF HRAME A 19 Bt RAYHEE
J 992 kg ZEEAEE, e\ 36 kg FAIEER (40%KER), HERARLES
4., REALIRERSYHE TR, #dmT STAH 48 )0,
S B BIIRES, £ 68CH 99%kg TE A, REBHFTHE, #F
S0CAZTHREBE, F35) 363kg 4% >4,

12



