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ZAAHNE,BREH 1 E 2000 £5/K/S50 T EE, KM 10 5] 100.

T EEEA, k. BEF. BIERAILFTHNEA>ERS LK,
REARARARNINLEETFAT, FELRBERABWYERREY 30 047 A
Rk ek, A FTERBEV 0. EARBREWE/FFEL (it
MO01% 1EL/em®) A, ERBHRABDLHEN ERLKMR KR, &E
B AEMBMU G ARG, FREM 1364, #llfGFam 3 k.

W RAEHPLEBE LR 1 (PSDRL) EAREABAELAEHY
G My L S B3R R B, A IR &G A Y B 64 AT 5 BR L A S0 6 AR AT 49
R T KA BEMHIE (Lin-B, Cancer Research 61: 1611-8,2001) .
KL, A AE SFI LMY SEARGIREAR, RNERLA
ME LR EM, REANR B E % B H L (Kedishvili-NY
¥, JBC 277, 28909-15, 2002). A B iAMxt Kgr £ A A LH
M, BN EEAS W 31T R 220 EEAFAERARELA TR
EF BRI RE M.

MR, Bitik A3ERE FHA PSDR1 cDNA £ % s #t e (g AR F
mhe, AMEAREZBEEREN17P-LEEBLARHEN, s 5a-L R
GHxeHAEA BTN, HL Sa-BER-3,17-—FSa-—F)& 5a-
B8 5e-17-8r-3-F(—8F W, DHT)H#H LA Sa-#E§K-3 a-8-17-
F(ADT)®) So -2 §:R-3 0,17 - —Br(3 o -—E) eG4 4L,

BEEAEHN PCR XX FRNFUBESFARILARTH
mRNA RZEKF, ANERAZXANBERSBRPHERE. CEANH
FIRg T BAKRLE, AAQGK. Bl P AEAKRPHMK. £PAT,
EEANBREQERFAFRETAERFREG. CEEDRANGH K
BR. W¥E. RTE&K. BB . §. M. Blas. Rk, 5.
R, M. L. TF. Riflp b X,
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10

15

20

25

R RBAE AR TFTEIANBAES BABRABYEE DHT 4% &
TREEMEA.

EARLAG— XA FTEY , REAGRBBED AV HEL%E 5T
B— e, SHNGERRTESER. o FHHAEKEDRT
AFe 30 Sa- L REEFFIA . 5B 17p-£2 8 £EBABHFF XITH
MRAEAPLEBS TR | WHN—REA, LEHHFTALRERE
BRFANE —ShmsP, LTASINRAH., B4 EFTHBTORE
AHFFH —EERAATATLEG—FHA SRS BRTET. £RL
PR — B RAEZAETEY, HHRABHAL D —F QI AL HS
o - FBEE MG H A . T A Merck Sharp and Dohme & ¥ 45 3] —
FF 1X &) 3 %) F ("Propecia & Proscar"). A& B FFAA W097/11162 ¥
AFT SB 17p-REEXBAKKFFHMN(ELARARLLEY EM-
1404). US ¥+ #] US 6,060,503 A T M E bbb WRE 5 s A
EM-1791———#1 47 7| Bz 45 48 B S B83E R B& 1(PSDR)®#FH A, #ik

HRER T
OH Q ©
MNO Peeca
HO™ >0 NaH, DMF, 3h, 0°C£ ,IO
20 85%
i’ CNJ
EM.652 EM-1791
RS E D S

RBAXZHEGEILNA, & SaLBREHEMEA FHAEF
B, THRMEREE 0.1 £LE 100 £5/K/50 FAKREZE, F48
HA0S EHR/RA10 £H/RKZN, Hldo 1 £5/RKGIERBRE.

MEAXEHEGEILY, 458 178 -2 X5 EBI7 4 # 48
FaLbrYe, RN ERLES £ELE 500 £5/K/50 Fh4d,
BRZEE 10 EH/RE 400 E£5/K, #4300 ¥ £/X 6 EM-1404.

REFEAEZXEZHEGERE S, 4 PSDR-1 BIFHHHA FHLLFH
i, DA ELLEE 10 £HEFE 2000 £45/K/50 FALAEEZE, F4
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A 100/RE 1000 £ £/ KZH, #4500 £ 4/X 4 EM-1791.

—AEFETREERRAERERELAREYES RBTHAYER
BHGERIARGIBREIHAERNEL. AEAVARTA FH T
. RERERAAECEMNANARB I AL EBARFLEEZNFAR
A AR K & % 6 FLRE 69 AN,

REFANN, RLXAGERDRATA R HEG B GEHRENF
AAFH. PRARLRHAETER (REZHFAGERK) , EXZitH
HENERASHHNFRAARH.

EXERBHRESFHREERMNEH B4 57 G4 HT7T0
(Bl do—Fh B3 ] ) Fe —FF AR F R, 6 £ 7 RE 610241k
R RA S FHERGE TR,

RAEF SR, RiF oM PEMERGSTEHTRLERL
AT R AR F MR, AL RBOWRFERTERT X AL,

REFARAIM LTI TAFH T, A EAXERBRZHH
BAA . HBEA . BAIALERSBANERLLHWEE, RELX
ERAFTH, QEILERORDRBLARZY., BFEHNFHHEL
WG EATH B EN . A A EZHMEFFHEFRIEA, FHELKE K
BH” o “HBH R BR CEMNBLLTEAFLEEHA)—&
L EMNE T LR RS .

WAL FEMESEFTHHAERERY TARM AR N &
HAREAMAAECHERRSGE BB, HARE, SNTRE
My FRBEELERE EASRAN, MEEERLLAA S RER
BEAEFI M BRFFANERRS R ER)GIFR. ARE A — gk T
HFTEF, Pl —FREFERRSEHNRE— B dYy. £
AEPHREEAFTEY, RBOEZVANALENEEHENE,
AP ES —HACHEBOLERARSY. REAVHBLLFRAHAN
REZARNES., AWML T L0 Ty —Fit b &
FPEFHNEET (AT KXEZRAAGEHPHER, B F AL AF ARG
RH—FOEALTHE - NERRIEES.

TEAFPABGRAEMRAATAERERED KRG —F W, iE A
L OIFELEFHRI R Z 6 L 3LARE Shionogi 4808 2 £ /b s & 5%
BABREERAREHRRFBEX RN EA AR EENE, BEA
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R A RSB, AXABKERT, BN ERR4T R ER G D
# B, 4% A Shionogi X3 4F.

A1
2 # 8 H) & R sh ERA
Shionogi XA
=KiOH- .| WM E | | sv
Fhy/ Ki e i3 % %
4b, 23 IC, (nM) Zh K
gF flul 2 fln
& os & os
. . | put .| DHT
e —
1 2 3 4 5 6
OMe <0.2 >500 ND ND
EM-3234 O/Q/
ON |
Me 04 129 0 0
EM-3393] e
C,N
Ove 1.1 495 0 0
EM-3394 FQCDQ
NC
O 03 97 15 18
EM-3703 Fgc
NC
o <02 >500 0 13
EM-3704 ../OU
f 0.7 129 71 101
EM-3705 j@/g 84 9
S .
<0.2 >500 4 0
EM-3729 F:IY@\CN
O - 0.2 190 14 9
EM-3730 e 0.6 152 13 102
B I I B
EM-3732 ) ** ©
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EM:3971 |
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, F @ F 0.77 131 102 98
EM-3975 FsC
JO
Fye O ﬂg >500 _3_9 35
EM-3976 O
% - <02 >500 27 Q
EM-3977 '
¢ <02 >500 41 24
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-
N <02 >500 52 40
EM-3979 CF
NC
e — <0.2 >500 29 9
EM-3986 ‘/.O
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[ . <1 >100 68 59
EM-4047 “0 O
) Yy >500 0 21
EM-4049 .
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EM-4051 F,CD/O/
NC :
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EM-4056 | *< O A
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. = 12 84 0 15
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EM-4116 e
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@ noe <0.2 2500 65 104
EM-4149 FaC ©
e
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NC @ CFy
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EM-4171 Fa @
NG © CONH,
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o4 ICy, (nM) Zh &
2F flul 2 flu
& os # os
) DHT . DHT
F 32 432 122 101
EM-4234 | &, @
NC @ "oz
Hcocts <0.2 >500 21 42
EM-4243 FaC
NC
NHSO,CHy _<-0_2 >500 5_3- 12
EM-4244 ‘»":O/Kj
NC’
O N <0.2 - 2500 42 0
EM-4246 Fac
Meo .
o <0.2 >500 31 23
EM-4248 Fac '
e
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EM-4255 FaC @
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16 24 98 90
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A=KioH- | #BEE | wagk ]| sv
Flw/ Ki EH % %
o 1C,, (nM) oh K
2t flu 2t flu
& os & os
DHT DHT
F 11 97 92 72
EM-5112 cs
NC cHy

R

FIERE4 AL E BT DHT #)# 4 Shionogi -~ 5 JUEE 5 £x
o B A # 6 I R F B (KL A AR AR B . Rk F
694,

F 4 KA % DHT #) ¥ #9 Shionogi > K FLAR & 49 Jo 5 50% 437 41

(ICs0) W &9#F (A nM 7). KEBRIKHLE,

F 5 EREAR T R H KT 9, K LITH B iasE
%, BiLTF X+ FFE:

%Rt Flu 62 #= 100 x 34| (/8% ) / %% 4 (Flu)

A BT @Rt EH T 0 (% 4):

% # & = 100-[W( 4t 4 4 )-W( 2+ B 4 )/W(DHT)-W( 3t &

#)]x100.

WRANFRHEE.

R 8 614

% 6 AR T RABBIRH T2, b KRR P B F
%, i#iLTF Xt HEF:

%AA Flu 923 =100 x %4 (#&£4%) / %34 (Flu) .

Fob @ T & e Kt v 6T 2 (% H):

% 3 % = 100-[W(4 4 4 )-W( s B % )/W(DHT)-W( 2+ &
#)]x100.

WARKERGEE.

it 69 1h.

ND: %3
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15

A2
X3 SR RAeRETH
ET
ik ¥ Faxt s} B &G
g 4l (%)
1 3 4
EM-4004 10 60
EM-4046 30 5
EM-4057 10 64
EM-4068 30 15
EM-4080 30 5
EM-4174 10 86
M-4186 30 0
EM-4265 30 0
EM-4863 30 21
EM-4977 10 73
1 25.9
3 48.0
10 62.9
A 4] LA

%2 EKRER 14 XA 2 £ RB A G AARKE H 0 KBRS
FAF:LE:RABA: 1: 2; v: v: V)10 A ZR T GRS HE
HAOHNFE.

FIERASAIDEFTABREBANA B sy £ F L BKRE
Wegr sl g 4.

K. 3% 7 51 ) & 25 &K

A BEXRERGBRYF/RBRE TG ERINXE

1% /A Shionogi > K $LAR /& 0 o ) F A0 W ey R K /TR B FE
gl

1. ##

M Flow Laboratories ¥ £ B| B R L EIXHE (MEM) , ELEFR
ABAped ik, ATHREAREHLLY, LFEICH 1%EREK

(Norit A, Fisher) AR 0.1%# ¥4% T-70 ( Pharmacia) & $&.
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E25SCHEAR2 PHAEM, RMMESH—FTREZQRELH EHMNLS
4., hFEEE 56 CHEIT 20 54HBRBFHRRE.
M Steraloids P 3% 4% 50 -—£. ¥ & (DHT). & T.L. Nagabuschan
#= R. Neri & (Schering Corporation, Kenilworth, U.S.A.)& &%
5 AR EAARMAE (OH-FLU) .
2. MK, BIFUARLE
A AR R SLARAY /B 49 Shionogi A AN B KKK
#) Keishi Matsumoto 4+ A B Av €& X B X 4 &) Yvonne Lefebvre 4 #F
PHRAE. AT RERZR, MEBHWRFELAEKRS G AE 25 mM Hepes
10 #£#% (137 mM NaCl; 5 mM KCI; 0.7 mM Na,HPO,; 10 mM # &
%, pH7.2) Yok, ERHAWRAE, WENAHECESISERL
/% S+ B e B ( Clostridium, Boehringer) . 1.5 £/ E VR REE
II (Sigma) vAK 3%4f ik 7% & & K B V (Schwartz-Mann ) #) Hepes
ke, EITCHAL2 PN, BLEC (500xg, 10 94) K&ES
15 ¥Wemie, AEA S%hHEBORRALELGFLF (DCC-FCS) ,
1% F REABR, 10IUV/EFFEE, SORE/EAEFTFAZ 100 M
— S ¥% (DHT) (Steraloids) ##M ks FZHE (MEM) FH&F
EITCESH 5% —FAEH T ALART, £ 75cm? i F A 75000
20 NER/EFNERLERARGRFETY, FIREMN (plate) @WK, —F
FHh—KkBRE. BREALERECLEY, HRAEBEEARSE
BHREPRATEHEREDT 0.01% 6 #E&% Y. XHGTHERERY
miety K.
E 01%MBBALAS 3 mM Z_BwWZE (EDTA) (pH7.2) #
25 Hepes & 7 & P #:% % (Flow Laboratories) ¥, ABELITFAKE, Kk
Bhmpe, BXESpment i, BRFAERSKEY, AERKE
HH B, HEP LARBARFRIBEMN. £ 100 nM DHT H AT,
¥R (Stanley %, Cell 10: 35-44, 1977) Fi#X &3t 4T7HIF8 A K.
3. mietkenF
30 A 20000 A~ 48 8L/ 3064 R JE 24 LR LR B mpe, 48 TRAE
AR mANB AT =AY, F3-4 REBR—KFHRE, i
10-12 K., ERAERFHABKBSTRETHOGEKA.
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4. HEFeskit oM
1% 4% Rodbard, Endocrinology Ffif ¢4 & > — & & ya 5 &+t B X
X5 ICso1E. A 3E Kramer 3 R KR H4 B F M,
B A4 EAN (ARFHREXRL)
5 1. 349
M Charles-River, Inc. ( St-Constant, Quebec, ¥ kX ) HKFFH#
A 22 8 24 REGARSFHMEKXR (Crl: CD (SD) Br) . itEMUAE
SHESANA—RXAEABHRBTER, THRIXERAEAN (23£1C) . AKX
HHERKE 12 B, A Th1S &P LK., SEXEHERLXELY
10 FfhkK., ECMERAEHA—XK, X EF RRABTHELHR
REBRBBREAL(CX), FHLMMNGERLE S AP AhH—m 8,
EEABBRGHE, $—A_aFRGEREBEENY (DHT; #HA
WHKRE: 1ER) ARTHEAZNGWHERR. W REWBRELYS
Ashdh—4a, AR (RENDHAT HEAY ) .
15 2. #7
AT RRERBEEFN, RAXASWEALBRAEORAYS, FX—
K, NERFRFHOSEL, BHTRESD1-7) . O HE-_FAD
A (DMSO, 10%RGRE) PHE, HHA 04% G FPRELEETH
BiFRLH., CXARAYGKEM CX+DHT B A XA LT XM
20 FMAARAFEIRH A . KT RBRF LB —nshh SRR,
EREER 8 RFRAFARARBE THAIHMFB O LY. ik
2R 7 Rt Aok KRR, HFEARE.
3. HEFRFASH
B TERGAKTEIFFHG T2 (%IFH) -
25 %I F = 100 -[WHL&4 ) -W B4 ) /WDHT ) -W(*f &
# ) 1x100.
BAFLBREGLZAEKY, st TFRAEEFFH TSR T, 8
AKX BT
%A Flu 892030 = 100 x %ir#l (ka4 ) /%3 #l(Flu) .
30 W RSB IHFERGEE.
F & 3 4R 6 7 A SR 69—k dE FR 4 52 56 4 14 Fl 4Rk 6 A AR K
x.
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C B3R E E WA ER A4

FRABELCENTFRERERNNEA TFAHFEAHL D
BEE M.

1. 3%

5 110-120 L é4aMH 2 ERFEL K (SYR) £M Harlan Sprague-
Dawley (Madison, USA)KAF6), AES 24 —XABHATHAK, &
FIREAHRE: 22+3C; LB: HFRAXAR 12 8, A Th15 £ F K.
B RBURA GBS 5002 (1K), FHMEREH
kK., EFREAHRRZIHN, AEVARILZEHHELHKRE, BFH

10 ASACRAMMNSERXLEHY. AFHRHHLER (SD1) , £F AR
FHEARETR—04 K8 E B AH B,

2 WIF
AT IRERBEEEM, R EASW 5 IR AL LT 6 Ko
%, BR—K, 214K, 2801, 03X 1.0 £L/EFHNXLHE

15 AR TE: A= (1: 1: 2; vivey) 10 A BZRM D SRR EL
ERBEME AN KRTHEZIAGERZIE, S THREEHGFLAL28EH G
St B, F 10 BMAREN KRB LFZE, RELF LARBER,

3 REMAEKFNNE
AR ISRHFELE, EXAREASRT, EdHHM I EL IS

20 b, KELZMPLEMEGTER KA, FEHZE-KKLE, K
BET 10% PHEFGRREAP. AFEMBZHILE, A2
BRETERGER, MNF—N 6 EXAHEANL. AEAFTRKEX BN
TR, RABRNTNKAT], £HAKEHZEAT RIEKEH 6
ERBEHEOF. REEBAFARGBEAAERSSANGR, x40

25 BREAE, BAAFSEAMEN, KT, WTEBF 6 T4
FERBRAESE. NEALHE, W—AWAG BEAR) FHLKE
EBE AL, Bf, BAEEALA 6 EAKNBANMKTHIA.
BEAABAREAEL LA RE.

4 KB ERHGoH

30 A BB EREE XS IAFZRME, BALEF R LGRLA

BRAH 0953 £K., AHE A6 ERKGWANLEMELNEE
» BRF—Fof — AT, WRE=ZFZFOANE, SIHRINS
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RATOHM. BARFEHERES 0953 T, EARIAFGTFH T, &
AAE KA (0.953mm) A &5 IERBARIT. BH, st BAEANARFH
KEFEBERERKET L ZANZANRERLE.
BHEAMBERITF T G RBEBRGERRCEFMEK), BEBESH
5 BHATHE. RMNERNEFTERR, SHLA 0953 ERGKEFELK
ERREFZEGHE, 55, RIAREREANEERG TSR, B,
SFHEATFR, MTHEAMA, PHFADRGHANT, 9A ;K
MEBMEY, FHLBLBRITEF L FHHGTLHRARLE, &
RAFFHRAET, R TEATHEREAER, LEAFAEFEEH
10 & REZR&GF K.
AR 3% 37 ) A 89 A A, 3K 24
# Brucker AC-F 300 S & Brucker Avance 400 MHz A L ie. &£ 5% F
Huk g, RATEHYORBAT: s, 9, d, 3%; dd, REX
ot ZEW; q, WES; m, 8%, LFEEB(0)REAES(H,
15 7.26 ppm, Fu °C, 77.00 ppm) ¥ A& &E, A ppm A7, £ 025 %
X Kieselgel 60F254 3% ( E. Merck, Darmstadt, FRG) L #47% & &,
2 ##% (TLC) . 4/ Merck-Kieselgel 60 (230-400 B, A.S.T.M.) i
T EHSH. REFARLR, RAFRAHEZRREY, HFH#L
AR R A RAAFRF H b, PR T R ERNf XA S
20 AATHR, EERARTHATAKEE, AEARTHEELEAS
#H., AABRRTRANER, EXETRAREEENELANER.
M Aldrich 4t % 2> 8] (Milwaukee, Wisconsin) 3K 7% & # fa X #) .
%iE K
DMAP 4-= ¥ X R b2
25 DMF = ¥ 3k ¥ Bui&
THF w9 &% %
THO = & F A8 &F
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k%41 1
G 1 RREAY —ERABREXEY—BREARB, %4
Suzuki BB A A X4k,
RISI
X NH, Ry Ry
| NC BI‘ R'a'
Rlzl
DHBrKZ#, NaNO, | 1) BuLi, THF, -78°C
2) CuBr 2) BOCH,)5, r.t. F HCI
‘L y
Rlsl
X Br R'6. R'4' '
+
NC (HO),B ~ Ry
R|2l

1) Pd(PPhy),, NaHCO,, ¥ %, EtOH, 95°C,
2) R'Z': R'J‘: R'4‘»R.5" #ﬂ R'G' % 4{3&
RZ‘» Ry, Ry, R5'! fﬂ R6‘
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% 3645 2

4-RE4-R-3-ZRAFE-BEX-2-FBE(EM-4171) 64 AR:
4-3R-2-Z R F A F W
5 E—ABERBET, # 4+REI-ZRFERXEQ L, 1075 T8
R) Bt 300 54 47%HBr KERF. ERBEFTHERLHE O
T, RBRAAZAEKRMNQR22 L, 322 EER) . RERRIWAE
T4 (463 £, 3225 EBR) . EARTBRZE, BEKkHE, £ 20
CTHERSW 3 DB, ARG LFERAHAEIHE 0C, e 500 £ K,
10 AR —AFHEr. TEE K, A 10 %HCl KEA(S0 £ )F=AK(100
) ESkk, FATIR, 55 290235 4%, 87 %) . '"HNMR(300
MHz, % 8-d¢) 5 :8.19 (s, 1H,C;-H), 8.16 (d, 1H, J=8 Hz, C¢-H), 8.05 (d,
1H, J=8 Hz,Cs-H).
4-R-2-FREXK MR
15 A—AESAATTFROBRBMT, mA 2-£-5-R G 58G5.9
%, 29 BER) T RAWARHG £ ) . FEkb%)-78C,
Bt TEEEA74 £, 435 TER) . £E-78CTHRH 30 9414
B, MAMBZTEWGIESN, B5EER), REAFRLSWIRE
T3 D) . REFERZRSIE 0C, mA 20 446 10 %HCI K
20 Bk, BMEWEkH, MAEKGOZEA). ARERASHAKR. H
MEBEM 10 %EMAFERER. REMEKEZK. BEM MgS0, T
BEEREK, FEKRECEHKE L, 82%) . '"HNMR (400MHz, & 8-ds)
d: 7.84 (t, 1H,J=8 Hz,C¢-H), 6.85 (dd, J=12, 2Hz,C;-H), 6.76 (td,J=8.2
Hz, Cs-H).

25 Suzuki HBER & —#& F &
4'-F-2-F ER-3-= BT A-BER-4-H
E—ARARAGBEBRET, ¥ 48 2-ZRTFEFH (g, 4EE

RYEMEPERGS T4 A TEQ EH )M RS Y T . JwA NaHCO;(20
T, SHE, 0.8MER) KER, A 4-R-2-FTREXEMRS16
30 £, 8EHER) . BRARK10 574 EREHPLA. KREAN Pd
(PPh;) 4 (462 £ 5%, 04 £ER) , FHAIS Ch#tRa42 I H.
EEWENLE, FRSGWBIALEKT A CHCL FR, XAFIE
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A MgSO, TR, Wl FAXR. EAKRLE (250 £, LRTLE: Tk,
1: 9) &#0%, FHHEEIKO51 £4, 81 %) . '"HNM(300 MHz,
A -dg) O: 8.02-8.14 (m, 3H, C;56-H), 7.53 (dd, 1H, J=8, 7 Hz. Cs-H),
7.03 (dd, 1H, J=11, 2 Hz, C3-H), 6.89 (td, 1H, J=8, 2Hz, Cs-H)
5 4-R-2-B K3 BT AR 4B
ZBEE(1,06g, 358 EER) )R FKE (3 £H) BRPA
BBr;(7.5ml, 7.5 mmol, IM TR ¥ P ). @it 60 Ch i 1 SaHR
RIBREEMNETR. REBAL T H M RLM 30 540, £AH
B, TRy RSBAKBRERELE. THEMzSO,), LEFEXEK,
10 FRAEEAK (14, 99%) . 'THNMR (300 MHz, ®&&-ds) 5: 9.50
(bs, 1H, OH), 8.08-8.20 (m, 3H, C,s¢-H), 7.53 (t, 1H, J=7 Hz, C¢-H),
6.78-6.86 9 (m, 2H, C3 s-H).
ZRTRE-A-REA-R-3-Z T R-RR-2- A8
AERTE 2-LEBEXA L, 35 £ER) &-F8 R FHKRA00
15 EF) BRP AT IHERSY NEt; (992 #&F, 7,12 B KR ) fo DMAP (44
E£k, 0356 EFER) . £0C, RE®WA THLOO00 #FA, 53 £&
R), ZOCREBH 45 94F. A 50 £ 84afe NH,Cl KB &R A 3p
e, FEARA—RFRER., ANERTHERMS0,) . £itikE,
BRMER. REAEBEKR EE#E#SB(TRTE: TR, 1: 23), #F
20 F|—Hih(1,46 £, 99%) . '"HNMR (400 MHz, A ®-ds) d: 7.98 (d,
1H, J=8 Hz, Cs-H), 7.90 (s, 1H, C»-H)), 7.79 (d, 1H, J=8 Hz, C¢-H) ),
7.52 (dd, 1H, J=6, 8 Hz, Cs-H)), 7.22-7.34 (m, 2H, C; s-H).
4-FEA4-R-3-Z AT E-KRE2-FR T &
E—MRARATRGEARMTY, ¥AFLERETTHRYG DMF80
25 EH)F. RERMATFTRGTFTHRSm) . TRHEGNASEH, 3 %
F)#= dppp (87 £, 0212 £H£ K, 0.06 X F ). K5 A Pd(OAc), (55
Eh, 02T EBER) , #HLAEISCRREOWAE—BAELATIA 1
S, RERASME BRI AT Hm#R 3004, £44E, A 100
EFGERAEHNNEY, HBEARAR IS4 AR E—RMAEK. RER
30 SHA—RTFRERARFTFRMO0,) . ARHEFERLE, AES
A 100 £ HEIR(TEBRTES: T, 1: 4) EMSE, F38EH 5%
(999 £ %, 88%) . 'HNMR (300 MHz, % & -ds) d: 8.14 (d, 1H, J=8
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Hz, Cs-H)), 7.93 (s, 1H,C»-H)), 7.85 (d, 1H, J=8 Hz, C¢-H)), 7.71-7.75
(dd,1H, J=2.6, 8 Hz,C;-H)), 7.50-7.53(m, 2H, Cs¢-H), 3.70 (s, 3H,
COOCH3)).

4'-RE4-F-3-Z R FR-B X 2- FBAR(EM-4171) :

5 E—AREHAERIE B Schlenk &P, £-78CEH LG £
). REAMANaCN@B.6 £, 176 EER) , BRAEMAPRE2-HKL
Bi(1.5 L, 464 EER) £ 80 EA THRTFEPHER. £ T0CHh#K
Schlenk & 16 1. 305, EFR/THES (-45C) P SabdTH 4,
EABRHTRREREL. #ROBBALEARY, A-RTFRER, #

10 FRMgSO0,) . ARFELE, REA 200ml A LEXYB(LHR
LHEg: T, 1: 1.5), FEHELHEKRO9 £4, 76 %) . IR (KBr,
em™) 3431.3 3299.7 3181.6 2237.0 1668.9 1326.7 1179.7 1130.6 823.0, 'H
NMR (400 MHz, ®®¥-d¢)d 8.14 (d, 1H, J=8 Hz,Cs-H), 8.00 (s, 1H,
Cz-H), 7.93 (d,1H, J=8 Hz, C¢-H), 7.62 (d,1H, J-8 Hz, Cs-H), 7.44 (t, 1H,

15 J=8 Hz,Cs-H), 7.39 (d, IH, J=8 Hz, C;-H). > C.NMR (% 8-ds) 0 :108.93,
115.75, 116.06, 116.17 (CN), 117.51, 117.79, 121.86, 125.47, 127.97,
128.03, 129.09, 131.64, 132.07, 132.49, 132.91, 133.35, 133.47, 133.94,
134.18, 135.86, 139.997, 146.35, 161.65, 164.95, 169.57 (CO).

20 4 3
3-R-2',4'- = R-BR X -4-J (EM-4283) 84 4 A
3-R-2' A4 - BB X 4 (EM-4283) : A—ERBAY, 4-3£-2-
AT (3g, 1385 EBR) , 24-—RELMBL (2.63 4, 16.63 T F
R) #= KsPO, (8.83 5, 41.56 £EF R ) A Z|-FIE4 DMF (50 £5)
25 F. HRSWARRAT R 30 548, A Pd(PPhs) 4 (1.6 %, 1.38
EER) . ESOCHMIZERESY 48 I o, mAK (100 FEH) , A=
AT (3x50EH) FRAKE. AAMEREK (3x50 ) %k,
TR, RAFAEAZRK (TZRLUE/THR: 1/19) L&uF@ 29 (1
s 29%) . '"HNMR(A®-dg) d: 7.2-7.28 (m, 2H), 7.72-7.79 (m, 2H),
30 7.91 (t, 1H, J=1.4 Hz), 8.02 (d, 1H, J=8.1 Hz).
5% #4) 4
3-R-2",6'-= RBEX-4-HF (EM-4977)45 4 8,
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3-§.-2',6'-— RBEX-4-1F (EM-4977)
E—ARRAREH BT HRATY, & 4-2-2-8FH (268 £
%, 12388 £EEKR) . 2,6-—RELEMBK (293 £, 1.857T £HER) .
Pd(PPh;), (143 £ 4%, 0.124 £ER) £AFX (10 £4) % (10
5 ) PHER, AREKRAAEK (1 ) P HitbFfeEimfE i
HHEH 5 i, FRERSUMBERY, FA_RFRER=ZK.
FWERRBRAETIR, TERPRARETRE. RS A Rk Gkl
AP SE (ZLEAB-TR), KTEG EEBKE EM-4977 (45 £ %,
15%) . IR (KBr): 3072,2237,1626,1602, 1578, 1468, 1386,1231, 1058,
10 996, 888, 844, 783, 730, 693, 622, 516cm™. 'H NMR (400 MHz, A& dg)
5 7.23 (t, J= 8 Hz, 2H), 7.60 (m,1H), 7.73 (ddd, J= 1.3, 1.4 & 8 Hz, 1H),
7.88 (d,J= 1.3 Hz, 1H), 8.07 (d, J=8 Hz, 1H) ppm. °C NMR (75
MHz,CDCl;) 8 112.06 (d, J= 25 Hz), 112.14, 112.85, 115.83, 129.15,
130.80 (t, J= 11 Hz), 131.73, 133.63, 135.40, 136.70, 159.63 (dd, J= 7 &
15 250 Hz) ppm. GC/NCI/MS (m/e) ; 249 (M, 100).
3 40 o 5% k)
ETEINETIABHHA e RS, 2R4R T b, X JUA
B omA AR EHGERALS D EM-4283 AT A%#AER LUK
EM-4977 AT E#HFEMA . RERH R EHAHREMNGBLSTARE
20 EM-4283 3 EM-4977 (X FHSMEA ) . A e E RS W RET
AE—ANEARBARE., TRHOAEHALECARI O ERER D KHR

HARAAR ¥4,

EHH A

BATFEMGELY

B FE% (RELHEEEFHLAM)
EM-4283 0.4
5 6.4
2 L4h 0.8
X 91.5
¥e 0.9
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L4 B
A B Rk G4 B
R4 TE% (LA BWEFEHEA)
EM-4977 1.0
L& 70.0
A =B 29.0
FE#4] C
AR SRRIR A
N FTED (LB BHETEHEM)
EM-4977 1.0
Kucel 1.5
LB 70.0
oy . 4 27.5
5 &4 D
h #
RA TE% (AL HEETAHEM)
EM-4283 20.0
BA i 5.0
e 47.5
L 27.5
FE#4] E
AR Ak Ak &
BRA TE% (LALHEEFTHER)
EM-4283 20.0
A K3 62.0
R 4.8
LS EE Y 12.8
ARG 8R4k 0.4

10

AEentBMEWRTARSE LE4H F 4 EM-4283 & EM-
4977. B FHL ST, TR EE%MRA 50,178 /% PSRD1 (&

wHlBm ey ) .
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M

%364 F
EATEMGML Y

RA FE% (ANALHEEFFTHEA)
EM-4283 0.4
Ik AR AR B 0.4
.3 6.0
AL 0.8
K 91.5
¥ 0.9

E#H G

5 ERERRRG LY

R TE% (R WEEFTHEM)
EM-4977 1.0
3F AR 4 B 1.0
- 69.0
" —Bf 29.0

L4 H

E ARSI L

B FFU% (ANBLHEETTHEA)
EM-4977 20.0
F AR # 1.0
Kucel 1.5
75 69.0
= 27.5
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wooB A ZE37/400

A 1
kK #
R4 FF% (RELSMEETAHRA)
EM-4283 20.0
IF AR 2 1 1.0
i 5.0
L 46.5
R H 27.5
B J
BA B A A
A4 TED (S WEETHEAM)
EM-4283 20.0
IF AR 4 B 1.0
4K L 61.0
8 4.8
GRS 12.8
AR RS B4R 0.4
5 F k4 K
EATEMNMLY
B A TEh (AELSWEETEHER)
EM-4283 0.4
EM-1404 0.4
3 6.0
RAL4A 0.8
K 91.5
¥ 0.9
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M

B E38/400

L4 L
ERER R RR G LSS
BA FF% (UL BHEETHEM)
EM-4977 1.0
EM-1404 2.0
Y3 68.0
A8 29.0
E 34 M
EREERBER G ALY
A FE% (RALHEETTFHEAM)
EM-4977 1.0
EM-1404 2.0
Kucel 1.5
oY 3 68.0
o= 27.5
5 k#&HB| N
h
R4 T¥% (RBLHEEFTHAM)
EM-4283 20.0
EM-1404 20.0
AR iR 5.0
L% 27.5
8 27.5
&5 O
AR &
AR FE% (LB MEETETHRM)
EM-4283 20.0
EM-1404 20.0
& 42.0
8 4.8
LSiEE Y3 12.8
B JIE BR4E 0.4
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L4 P
L TiEHGHLY
BRA TED (R BHEEFTHEA)
EM-4283 0.4
EM-1791 0.4
LB 6.0
A4 0.8
& 91.5
= .4 0.9
E#AH Q
& R AE B 35 sk 6 41 o0
B TE% (RBLHEETETALR)
EM-4977 1.0
EM-1791 2.0
7.5 68.0
Py . 29.0
5 F &4 R
EREAHFERGELY
RBRA TED (AL WEEETHEAM)
EM-4977 1.0
EM-1791 2.0
78 68.0
A 27.5
FE ) S
h #
B FE% (RALWEETHRM)
EM-4283 20.0
EM-1791 20.0
8 27.5
BA X 5.0
L% 27.5
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F#A T
B B &
A2 FE% (UL BEEFTHEM)
EM-4283 20.0
EM-1791 20.0
A K3 42.0
LS EEYS 12.8
B S B4R 0.4
B 4.8

AXRLBRAKEEKET KA FAH G F X7 THE, (2 RRT

e, MAGKFFIMEA RN (R THRER) FiFQGEMEH

5 FHEARBOFARMNZRIABIZGLALEBL, ABURGRLEY
BARAARKE G ANEALAGEARTRGEARFELE.
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