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A FXRAGERTAHALAREAGEELCAH;
15, X(I e P el X #4A5RE, REARY LY
FETHRZHEGFT XS B BBE 2,
10 2. A ZR1GF &k, £ X (V) @shilise Wy o a4
H# Bt A — 4 Rk TSR R, R
J& R AL A R AT X (1) 4682 0 3% & Ak
LRAER LG F®R, P X (V) MRS H Ko RELS
RABITEHGIRFHEI—HTEE, MEELEHERALYN
15 ABEHLBAERYENREE REESCTENRYRESRLE LR
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ARX (44, AP Z 2 0L LEEAA LE#EAATLLANKLER
X () 444,

4. RAIBR 1T %, £ P X (V) shl sty iotEidH
B tBme o pmhz—4 Rk 9 RER, REHE
WA A EERX (M) ABEHER, ARSE I ZARFLXAN, L
HAABELAR, REXSGEFX ()14,

5. RFIBR 1-4 85, AP AR X AR,

6. A BR 1, 240 4-5 8975 5k, b AT A R IExdmdk 3 492 LB
R TR BRETR AR BB, LB, — R BR, AR, AR, F
B A -RAEAXARK LR ETBROGITED.

T.ARAEBRIGFT R, BT A TARIEANREBRGRARE TH R
Hatme Ak - FRE--ZRATERLR, AR, BaR, 2-FX
~4 BB, A L R, R R LR EATRRG AT

8. RAIBRTWF*k, A PA TEARIFBRARGFEARITEDA:
(S)-2-(6-FREE-2-X)-ABK, O)-2-U-FTEEXR)AR
£, O)-0-ZHE RAMER, C)-FAREREMABE, O-2-FXAT
BE, (S)-a-FARE-EXTBHEM ) -N-THEARAK.

9. RFIER 1 W9Fk, A PARAT X Z8F, H3 22X ()
o, ERETX (I)4EHE CulN KA EHASFHBKREZ R
B F B rERE 2R ABFETESTYE.

10 RAIZBR 17, A PEREF X AHK, H5 28, X CF-
(CF2).—S0:—0-, % n & 0-8 #JX (II) 444, mé&é/&éﬂ‘rﬁmﬁm

EATAZX (I ALHERUBHBRGREHLHFERE L, RE

R FrBERERELIABZETRETHE,

1L.ARABRIGFH A FERRATXRAGE, HARARNHK (D)
od, G EAERBAMNGEFATELEX (D) 4485 RUEH R
MR FEREE REFAGAUF 2B R BRELIAGE
ETEzeE,
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E

W RGEN, PAEAER 5 REBR S-B K EM; 5-HT) ERIH 4
#), B b BA AR E .

15 7 Bk 2 % kA 4 DE2, 657, 013 ¥, 2+ & US4, 136, 193, i%& & #
AFRHANRIBAET —Fhxtaey - By RARMAAELELSY
BAFREASEHEE 26k, W000/11926 F= W000/13648 A
THRLELYH &%, FRHARE S-HAKK 5-CF— (CF)n-
S0.-0-,n & 0-8 BEATE .

20 £ B+ #) US4, 943, 590, #F 5 EP-B1-347066 A7 T &+ o sk &
28 &F k.

A kR T X5l — AR,
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F—HFuaE, HFAADY_BE5RLOBRITERG TR FHKRZ
= RO - FRE--ZRFE-XE LR TREKFE
5 stRFMEBERAY, B HPLC X4 BLE RS, FAKAAA# S
HRAFG B REBRAARERLEL, F A5, AN W%
TR AR G — A2t MK, o (4 - FEBB L My AT
IRHELEBF S RABRFAE, REHFX L) 6 =8 o) S-2FmkFHk
* B B AL h F HBE 2
10 B BARELEhARNREDRATH. Bk, T2—FHE4
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AZH
AXAGET RO FEBE LG &5 %

15



02824888. 0 oo P E3/10m;

.3
a) T X &M 5L ae Lo s A7 o

\)

5 AP XwERXARLZ O XA LER, fp@id 3t F ik & #47
SRR, BT A R4 B LT BRAE, REFEKBRESTRY
150N - T A

(I

10 AP X bZXfZ L O0HRAEXEA, RAS Z 2 O K, M&X (I
MY RKRERE LiHh &L, KBX (D) 4644



02824888. 0 oW P E4/100

AP XRGERATUARAARRAGETLECRE, RABLF &
b) FREHM I RE B ARG S

X
o,
<

F

av)

FF X b, i A b atmk 69 9B B 5 ik KA X (D) 64
X

7 N/
I”"-./\/ N




02824888. 0 o P EE5/100

10

15

20

25

30

AP XA EFRXTAELARRGEMTEECLE;
15, X(IHeH Pl X HAARE, REARESAKH
FETRZGEGFT X2 BFGoE £,

A AHE

X (IV) 84915 e b o A X (V) # 5l a2 TR L e eI
stk R RS, AFAREImALYES HEARCR:
BER, —EXTHABLR, —-GTFEBRRL) AoBRAAAHEXT
BAH T8, LB, —EAR, AR, o S-SR A 10— AR B,
AR, FRXR A - FAEARARACMOGTESY.

BB RAS Y, EETEAI TR ERT ALELH
B b AR —FARARALEX (IV) X (V) b% 6 # &R,
Bk B T A RAMIERN, K, &K 1-8 AR T8, ThF= R R
RAFMMHERN, wdH I-8ARRTFHRMELA 18 MKRTHK.
SR, THABHAERZEFERE SRR GETmRAL, s
THETHBERSE.

X (D) Ao (D) 424hiE i A ERAEMNE G GIEToAEF
Bk .

X Vs, £+ 2 & OH, &8 it 4 &I & A2 vk B do 3
S BEBEEAEAHIMNTAFTE, X VISP, X ¥ 2RO HRAR
T, doBER, BT R R B A AT uk M AR X — AT BB AR B dF 2
BRAKEE., ARMOYAEETARHANEMN, TX, —RFR, 94
ok whfo LB B AT, TSk, = LB, N, N-=— F X KB, e R —F
AR TERAR T ARG . R L, AFE R BARGRITE
HTRRTHEEGTFHE., E4NTFHROEBFLR, R, N-IRK
4 R A BLAR R MR AT A ), M8 [campher sulfonic acids] (A B -
10-%5 B8, MR -8-ARBR, 3- R - -1 0-Ak AR, 332 - M -8Bk BR) , 3¢
ARABBECMHITAY (KA H AR, -ZEAFXEH AR, 1R K
B3 4A-— R A AR, S-— BB RB[3, 5-diiodothyrosine], N-
ZRCEBEMEAR), - FA-AKB Q-XLAR,2-(6-FREK-2-
B)-AR), T-3-A-BALER, MAALXHR, o-FRR-0-= AT
RAELR, 2-FAL-V-REXTLR, AR, N-FXFBE-M-2-2EK

10



02824888. 0 o P sEe/10m:

10

15

20

25

30

TR, 2-(U-RERX)F AR, FTRE M [permethrinic acid] f=
L, P-BAR-2.2-— AR BAR X ERGITAEDY.

ERMERARTELE#E R, HFINZRAEFE ZTH FREL
CHENNELERELTE. WEAESTEZHAR X (D) &3tk
HBEAEERAIEN T A RELELERFX (1) A,

CERATHARABRITADFETERN TAEAE BRI BARER: (S)-
-(6-FREAZ-2-X)-ABEK, O)-2-4-FTEEXE) ALK, 5)-
-ZBEERMBER, O-FARAEEKAMABRRK, O)-2-FXATH
F, () o-FRERE-FEX BRI S)-N-TBEAAHRAR. HXLRH
AA R ENREARTALECEX0 B H AL BEST 20 E
G, o FAHIRERBEAEMEN T ABRLZELELE XX (I) 44,

F—FE, RERGEARZFHELEA, THX () ¢k
£ 8% /) %%, %= NaOH, KOH, NH:, Ba (OH): & LiOH ZERKFHIEH, = F
¥, THF R & RASHF, XA NH:, Nall,KOC (CH:) s, Z LR =F &
RTUBEBEHANEN, wFX wiskw, —FAEALR, =" RK T
i P b KA X () 4644, 14 Z 2 01,

RE#HAFIZMAHX (AL D THEA IS ELSHE X
EH. 200 BLAARAKS TRINGEMER: S THEARKR
AAEN T A RLEEFA ZAR QX (D) 44 HeTEHA (D) 44
HIRAS., BB ELAAARMRAEN N/ (halide) . KA RE
HEHBE, wPRBER PERABRRARLERY. DB EEL
Sh, mERBERZ RUBERHEETN.

BE, AP Z RABXEAHA, pARERGEHX (D) 4ESHHKRESAE
BX (D) e B ETATREELEHTHAT: AWBEANERN, bW &
wkwh, TR, DMSO, DMF, i T P&, —FREA LR, —FREA TR, =%
¥, ThHFe = R P F A sk, 2o KOC (CH:); A A © B, Nal RA T A4
W, Z L8, TE - F ARSI ATRE,

EHEOAFFEER £ F) US4, 943,590 F,

o EATR, X TAREGE, RERKBR, A TR LAREGEEL
e,

N FEREE, X, Tk f FHIER: X CF—(CF.).-S0.-0-8 X H,
£ % n & 0-8,-0H, -CHO, —CH.OH, —CH.NH:, ~CH:NO:, ~CH:C1, —-CH.Br, -
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CHs, -NHR', -COOR’, -CONR'R’, AF R' A AKX REEZEUEZ R PR LG
£, FRBRARGER, FRERXFEUALR,

TRARERGHLH
R
R;L){«\
Y

Rf (VD

E¥YROKS;

R-RE ATt f Ef CoRER R Fo ' —RB A C-s BITE
4, BB RERKREHAMFC-HE RVEHL, C A, REARE
WAREE, AR AR —RB K C-s BREME, b REK,

45 X AAE, HA ARSI, X (D)L RFHEE 2L
MAMETHRBRTFXKRFTHEGEHAH I AT:US 4,136,193,W0
00/13648,W0 00/11926 #= WO 01/02383.

ARIE US4,136,193, % 5 X (M) /o BT EHaB by -k
REGREGHLRBiL S CuClN L L 4T,

W000/13648 F=W000/11926 A T £ 4 4 Pd K Ni BIALH K4 T,
R4 B8 i R AL S X (1) 4Bt B ag4ea-4 P 64 5-8 & X
ZRTHRE R (triflate) HEALDREL.

B R TR XHREE TR 6 R BT A RAEFTA K
W, Kk by A B Z KCN, NaCN H (R’) NCN, ¥ (R) . R FwA 48
FIARRGERANL RS IHE C X,

T BRRAFHE TR FRA, KA F LS FRLYEN 1-2
LF. R)NE X HZ Bu) N, FiHELE NaCN & KCN & Zn (CN) 1,

EEAMTAREEESWAS Pd(0) X Pd(IT) 9B 4LA, # 40
Pd (PPhs)«, Pd: (dba)s, Pd (PPh).Cl.%. Pd BAMKETHAELE 1-
10, 8% 2-6, AL 4 4-5mol%.

AEPAY—ALFTEY, AERALEBLEY Cu'X In"H &4
F AT

HALEH Cu'H In" R AT E4FHE®E (substoichiometric) ,

12
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J90.1-5,48% 1-3mol%. EEWR, FLHEPIEAY 1/2 5 &, H47
FEY Cu'fe In " BERTUMEA. Cuthitvh Cul B XE A, @ Zn"'iE
T4 m In(CN). &,

ERBERATET , RAREREAAEEBALN, i
Pd (PPhs) « (w9 (= F X %) 4e) 6§ K4 Tl it 5 ZnCN: BB d AT 4.

BBELANTUAREEZELSHA NI(D)X Ni(I) H%42%, Hl
Ni (PPhs)s, (o —-%%)-Ni (PPhs).Cl . 4BAANARLFEFTEAFTA
W096/11906, EP-A-613720 #= EP-A-384392 ¥,

HAREGERFTET, ROBLPHRAEFLEEZTRA (in
situw) &, PAAS FLORAR A= EXBYFHTELIALEW
8, S REETRAR () F4R, = NiCL K NiBr. K5 4.

Ni AR ETA TR 0.5-10, 4% 2-6, AL 4-5mol%.

AEAYG—AERTEY, REZGEBLEY Cu'R In" &4
Fitfreg.

BALEH Cu'fe In" A A FEAFHEE, &0 0. 1-5, 4£i% 1-3%.
AT T8 Cu'fe In" BART A4 A . CutEik A Cul ¥ % X4 A, @ Zn”
EEEA In(CN) B XEAFLRE (D)W h RA4EE K.

FAC BB VT CA JE KB H) o4 F RAEETE R GEMN F 47, A&
) €.346 DMF, NMP, Z. 4%, &A%, THF e TR T 8.

AL BEHETIALEEXN R) N, Y AT FRMAE P #AT,
EF RAREIHAN REA—RAKXUAR Y RRAHEEF. KLU
—ANREFTEF, ETFREZTXEATY B FRAK

s
N
¢
NN PR
®)

AR B —FFHRAE, R TBREA A EREH Y AT, Bpditsd
Fl Prolabo &) Synthewave 1000™ B dF R MEH, X —FEXX
1,3, 5-= ¥ X X474y,
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BEEEBRALENRE. PRAALEBEANGHLT, KkiRE
A 100-200C. R, TREEBREY A THATH, RERSHGRE
THHEAXT 300C. BRLEBEEEN 120-170C. RAZHEEL
145-155T,

WRALEBEHNGHEALT, LEBEEEAL 0-100C., EhEGE
EHEBA40-90C. R BECER 60-90TC,

RERHEN, BNFRZELR TFTXREEGERES, 7 LKA
REBHRARTRBAE AL,

RTRAF X ARG () oW AhiaEe S-RETE B
REFTHEOER S-BRERELE54RIAEBHBK (Grignard) &
F,REETHRBEAELBRE. $RFBRAOHTIE, MEF N BT
LK Ao B F 105 FUK.

FH—FFER, HEFXRARGX () A5 R L B K,
B, REELA 58 XX HEE4 CN AR SHAE.

LR BAF k6 R T A L W001/02383,

X () 444, £ F X H X & CF:— (CF2) »—S0.-0—, 3% n £ 0-8,
Wit KA W000/13648 F AT R G AR 2k 5 sk S AL B - B B £ 22,

XN (M) 4%, AP X H X £-CHO, T8 it £/F W099/00210 +
FF 3 69 AR 8 o7 ik A0 RS B BRI £

RN(M) b4, AP EXAXENR, AP R ZAIEHEL, TiHFA
LF W098/19512 o A ik dG AR 4 J sk 46 4L R J- W Bk 46 2 |

A(M) 4%, AP EH X Z-CONRR, £ R'A R’ ik f A fcftik
BRARGEE, FREAXTE, THTEMTF ¥098/00081 F= W098/19511
AT & AR e O kAL R B 2

A(D)sd, A FEAA X AX(VDRAHER, THEEMF
W000/23431 W Ak g AR 26 5 sk B AL R F- 5 Bk 8- 2,

A () 444, £+ X & OH, —CH.0H, -CH:NH., —-CH.NO:, -CHC1, -
CH:Br, -CH:s R ER4EEXH, T XM FV001/168632 Ak ¢4 AR &
I kOB B E 2,

R X (V) X (V) 4B TiiE LR+ fl et Al v FRE0F
HEH A,
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3k 2 AR B 4G £ AR BB

@A gk

AR FM LR (ST FM#E) (1.3 4 F)FERABRK0A0 X
FIABRNLA—FETFBRBEATE (S0nL) F RSB MMEER 1/2
I, EREFERE, RAFBEREATR, AL WEREL K
THF (10%w/v E8&) FH AR 1-(4-2-2-FBFR-XR)4-—FRE
A-1-(V-REXR)-T-1-H0 4 ) F=TBE0A.5-2 BB -_F4
B X ko2 (DMAP) (40 ¥) 49 THF (S0nl) B&k ¥ . BRSO MWATE
THHALTR. TERHRLE, 28K E#% BtOAc; EEK; =LK
16:8:1) EKF 4 AF kB ROV ARG,

FErT R M ARG S B

il R ik

HBHA Daicel®AD (Sum #42) 8§ R+ 34 4. 6x250mm $94F A4
Bl48. R AZIAAZIH A 90:10 6§ —FALEFBCHH . ZHBA
TARSA L. S A=ZRTBR 0.5 HTH, BELXH=T:

mE: £&

#ik: 2ml/min

A#: UV210 F= 254nm

JE 74 20Mpa

(S,8) F= (S,R) 2wk F iRty K 22X F ool (S)-1- (4-32 -
-RFE-ER) 4 —FRRE-1-U-AXR)-T-1-BHABREY
(S) -3t R F- M4k A R G 2T B BR GG R G BT IR A 2 8.

B (S, S) —*FBR A My 4k 69 IR 4] & 7 G BR & £

WA Tk

FERT, ¥ NaH(1.1 HF, 60%495 B b 9-#4k) Alm A B) B4 (S, S) -
TR T A4 69 DMF B30k (St%w/v B Rk) . ¥R RABBIE 1 i, &
BN F RAEER T H A CRER=Z K, $oHFHENAEH IM
HC1 & FE MK, FAR NaOH AL KARHF A LBERFE L. 44
A (MgS0.) T8k, {38 KK KAF4 (S) -Br-FHak ¥ 2,
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