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£E+ 4 No 4,943, 590 PAFF T EHFHE, —8 11 4t i#
e MG &F ., AT IRFEHFBABLER, ALXRBHFL
ASh A — B 1 Aedety, AR —FKERY, =8 11 S flhsg
EY, Fl B KO- FEEA-o0-ZRHFE- XL TLBA, LA, £
ARAEAT Bk B, B3 HPLC R B HFeMa B, EAARIIKLFE
QBB B AT TR, EF kY, Bd4Ax
BLARSE B Bl de () A -FRXBLBE LR Lkt FH LR mE—8 11
28 AT MR, Ak B 11 ¢ S-xmk B MR Rk it M A4 4
B, XAFEBT RN AP T 5T v F AR b 6 XA 5F B2
MR E, FRENAZF LA EAT LA * FERTITH,
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(IX)

AERLE,

ERAFHEZABLIRMELEEZRRBEREEERARERE %
TP LK (V) F= (VD) 64514 st 9.

FHEZMTUREOEAZERGST, Bl BITEY, vl
FREARDOBERELTRE, RABRETAY FlTFREHRKR
BEfTAY, FR (FEAAKRR=ZRKATER) ) KEXBEFTAY, LA R
AT HRENTROR (St oFakxda, 5B A4k
REMRELHHEER), AP LA RHATSHRESY.

F—HTRURZCELAAZHSTREGRKSTFELEHHF
ME AR, el i (B (S) R R)-18—F—6—8) SR Bk 4T 4
M (5 —BACEELE A0 o SFHIHE) .

FHEZMTACHENA L EZTFHLSBERFRAARARALTA
oy, BB BERBLAE, LBAL AL B K,

F A TRRHABE S BAHH, Sl BT R =R,

RATFaExwgMhalEt BiTAh R EYFHE /AN
i#F EP 0 147 804, EP 0 155 637, EP 0 157 365, EP 0 238 044, WO
95/18833, WO 97/04011, EP 0656 333 # EP 718 625.

AT BaetstwfM ko) S EMAFHAETF EP 0706 982,

ik, F 0B ZAR QIR KIS DT A Y, BRESBEITAY,
BRRGEABRDIAREIITAD.

SR, BAMERAKREGSBEFTALER, FRERATEA, 3,5-
SHFE-REAAATBRE, --RARRXARLTBE, 3,5-—R-XAKL
FELE, TBE, XTBA, ABBA, 4-FRA-XFBRARS--XT
ARATBA,
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R, HAKNS Y OLIEREFTRABRAL, EEZRTUH—
AREACo I EMAE T EIRA.

FHAESH, ARBIZMTFHSBEEZEL, ThE YA W AERK
L, Blderpk,

A, TP B Z A2 Chiralpak™ AD, AR I B HE YT XS K5
ABAEATER S, S-——FEARBRNRGALRSIITAY, X Chiralcel™
0D, ZEIXFHAFTRKEMAEABKBELATER 3,5-—FRARERKRY Y
#E 474 .Chiralpak™ AD e Chiralcel™ 0D K2 M Daicel Chemical
Industries Ltd. 345 ¢.

CHABRHAATRABITANYGFHREZHABFNELSKX VD
ML Fa., XHGTFHEZAGH T Chiralpak™ AD,

CHEABREFRATRABITAYATFRBZAHNEZLSK V) &
e FFa . XHGFHEZAH TR Chiralcel™ 0D,

BARAXQHRTEHGTH TR ), BHACEEFH P,

EATRARE S B 7 HATUR T AR08, hiki, &
B FEOEELEEERK, 4E0, BMAFHEEK.

BN — Mk A R, BE, Bl TE, LBRAFAR, FEB,
FlimI T, THRRER, fREN@GREY. RN PLTAE,
Bl TR, TR AR/ Rk, Flo U, =0k, Ak, &
B fe = F R - A AR, |

KA, TR EH BRI F R AR = B S B
M. BUERZE QIRARRE, Hle T, OB, ABRAFFAE, Tl
NE, Blde — T, 0K, Ak, FABRFR_FA-FAR-BfFEE
R—FER, HloTEE, LEBA=Z R T,

A, A EHE R R E L.

RFEAKXAIANLEGTEGEEH RPN R TH.

REAXARNERGTEGS —FEEARBANRFCEFFE
BeyReY. SEHREYEARF TR I8% vol F= i HEE 2% vol.,

REALRAG S —FESEHGERBLANZLAH 10% vol FEEF 0. 5%
vol Z—THAa 0.5% vol Z R LEBEFFRER /%K.

AERAQ—ANEARTREROUEFTORFZHRSHRA THEEH TG
9 18] 4K,
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Yo FARBLR A -F XABLR ., BHBEE QA RHNEEREZR, Hldo
T AABE R R = 8B,

REBEAWHAWEN T ARLETUSRFTEY Z 2EXAH
Flio BB RTAXNVIDAKESEBHEKTRSES, FFEBRIH
KOC (CH,) , RE R4kt &by, NaH REH S, 0B, TA=
I AR R, BT R VG B HUE R R 4 e Sk vh, TR, DMSO, DMF,
RTATER, —FTAREALK, —FTARATR, —Ek, THIA-AY

IRAEMLF US 4,943, 590 P RK M F ik,

BETEBEGERF &, TURX UKL EDEAALET
X B4 5598

(I

o ERFE, X (IV) 3 adF X TURERE, AT, HEAK
B, RE T ABEA REGET s .

BHGTAREALASIREASGLEC LA, X, Tk f
CF,- (CF,) ,—S0,-0-, b4 ¥ n -3
0-8, —OH, —CHO, —CH,0H, —CH,NH,, —CH,NO,, -CH,C1, -CH,Br, —CH,, -NHR', —~C0
OR’, -CONR'R’, H ¥ R'EZARXKELE, HERF R @& hHEHunit
FREFFEBRGA, o TXAH
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AP YROKS;

R-R°EARIRAEAGEAMPC A, RER R —REKC,_,
AN REIR AN C A RZAA, C. BL KX
KRBRGFREA, A RFe R —REBAR C., BREAENRYHRIE
3.

H X RART, HAZLRAN, TARIE US 4,136, 193, WO
00/13648, WO 00/11926 #= W001/02383 Fjik F ik R EEASXFEH5
W HE F kX (V) GLed, £RS458 .

ARAE US 4,136, 193, Bl X 22 e5X (IV) 8946895 CuCN
BE# 4T 5-if K 6y 44k,

W000/13648 F= WO 00/11926 #5& 7 @it /e Pd & Ni B K B AT
AR B RACERIFE S-HRF R triflate A H 45 RA,

RAZE AL & R IR T 4 A & AP & R T oA ZAETH A
B R B. Rk sy R BZ KCN, NaCN &K (R”).NCN, R+ R’) . 3 TLA4aF
BAAR LA AR AR IEC AN OFLAR.

AFHERLEFRARNDER, S TFHELESRBLIHERA
1-2 %%, (R").N 453 Bu).N., FiLdhkFRiLik £ NaCN & KCN
2 Zn (CN),,

EARH) T A RAEFTEE 69 2A PA(0) X Pd (I1) 694E4LH], Hlde
Pd (PPh;),, Pd,(dba),, Pd(PPh),Cl,,¥. ¥ 1-10, #i%k 2-6, ®Hihik
K% 4-5 mol% &7 1&34E M Pd HEILH].

E—AEEFTEP, REEBEAEN (UK In" AL TFTHAT. #4
6 Cu'k In" S A BKTHEFEHFE, Bl 0.1-5, £ 1-3 mol, &
B, N TFTHEFPARARYG X —L &, TAERAEMER Cu Fo
In" R, ARimed Cul XA Cu’ , Zn" A FA4E In(CN), .

ERB TG EY, BEALMAH KL Pd(PPR), (W (ZX R
M) 4e) BT 5 InCN, ¥ 8 M #4TRAMEA.

BRARAL A T A AR A ALK AR 69248 Ni(0) R Ni(1D) e94E4T
A %A, ¥l Ni(PPh),, (o-F#)-Ni (PPh),Cl, 5. 444
F FaE MGG H) &K F WO 96/11906, EP-A-613720 F= EP-A-384392,

ERHANRABGREFTEY, ERAACERAREZFH, B E 6
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F, BRAEALTNL A YRAKR G =ZRXABRY AL THE D) B4k
Bl NiCl, 2 NiBr, 9L BRHER k445 () %49,
S EIA 0.5-10, 4Rk 2-6, MALE KL 4-5 mol%ey F4E A Ni—fi
] .
E—NERFTEY, ERLEHCUR INAEETHATRE.
BALE ) Cu'fe Lo 9 R WIKTF 0 FHE, #ld 0.1-5 4k 1-3
% . TTAERAEFTIE T 6 Cu' F= Zn™ B . kA Cul HX4EHA Cu', Zn®
SHEBAE In(CN), HRABRLAFEREL (DA H AL E.
BEABER T RA EETERENF T oA 4T RAAMEA BE, X
HEEH €45 DMF, NMP, ZB5, &M, THF Fo AR 285,
FHHRRE B ETUAEBX RN, Y B FRAb 34T, L&
R'ZBEEAXEAN AR —RYRK, YERHEETF., £RLAY—
AEETEF, RN YRE
G
N

-

N
\/\/ PF,-

BEH—ANERFEY, REBREERNFIR, —FERZFAX
H BiBid{E A Prolabo A * ¢ Synthewavel000™ £ 4% & # % vh F SH4T
AL KB A,

RECEHBRATRELEY, WRIXALEBALN, KAHREL
100-200CE B . HAMEY A THTREN, RERSHHEET
PAFFE 300C, ERBHBEEEAE 120-170C X/, RALGEELE
130-1507C.

W RAEEBLHN, R AEHBEEBZ 0-100CZH, FHKEHA
40-90 CHERECH. RRENEELE AL 60-90Cx2)q,

RERBEFH, ENFRAXIHOREHFTALESE, HAKRAKRK
RARBEGHE.

HHEF X ABr XAV MRS BHLAME Y S-RETEYH
F—MFEFAX (V) S-Br-f Bk A KA 542 B F A B KGR F) 1
BORL, ¥ 5 T BLB R A B, 25138 i LK Fe BACAE ) 2 5 W B 44
1A I AR .
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XA, ET X ZBr X AV)# S-Br-f B ARXBETIA 5484
ERBERAN, 255 B LLARLNESA (NAAYLEWEAE,

L EAANT R F mPGET AR WO 01/02383,

@ity WO 99/30548 ATRARLFEMtMFETUARESF X 2
~CHO #5 X (IV) #9443 40 4 B 2548,

WL 5 W098/19512 AR AR F ik b4 F s TAR AP AR X =2
NHR', H o R'ZSARERKEG X V) 0o W04 S 43548

Wit 98/19513 Fa WO 98/19511 Ak AR & 55 ik 9 AR 5k T vh 35
A9 AH XZ-CONR, AP R HEEMELE, FRAXFAK
KRG S X (IV) 4o at b b S 463548

Bt W000/23431 AT AR 7 ik A M A R TUAR AP AR X 2
N GEAGK (V) Gt h BHisE .

Wit W0 01/168632 A ARk ik tgAailF sk TAK A F A H X
& OH, —CH,0H, ~CH,NH,, ~CH,NO,, ~CH,C1, —CH,Br, -CH, #= b RMEATHE X
EAGX (V) o b S 463548

R4E L& R B & Ffe A b F R A B AT HETRAEHEX (V)
Fa (VI) 92544 .

B st AR 3B AR K PR A 6 BR Am it 3 VT A8 3 R 25 7 P A BR AL A A%,
CHFH/ T RARES, BEBIN N FTERLR, 2 BHALESR
WEL K, HE, RHPP, BLBERXRTERALZEECEATERIALM
B I F kR AT W I AR Ao

THAREEAGEFBALARLA., 28, EARHNRZDTHE@IK
ALK, HEHREZASZFRE M,

A 1

4-[A- (= FERR)-1-(4-BAX L) -1-£X-1-TA]-3-&F
K)-F R4t MR o &

TARFE LB LA No 4,650, 884 #& ¢ 4-[4-(—F AR
A)-1-(U-BREE)-1-BE-1-TE]-3-(BEFR)-F Tk
28 AE § AT B MK,

FIRAAFEBEARE 8450 om H 2 AHEF 2% %) Novasep Licosep™
10-50 MM AHKREHENLE, BEAETFEAH 15 cm AKEH
Chiralpak™AD (20 #&K) M AMM. ST FEXFFHELE 2-2-22/kE
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# 842 SMB A %. 128 LA (Baker HPLC &) 4 A A zh4n.

SMB #4F &4 &

=E: 30C

AL (65 BL/E): 10 EF/ 54

B AR (Be#): 102 FH /44

RIBp AL 69 /54

KRRk 48 EF/04b

BHIRAE: 210 £/ 948

AR E: 1,18 44

BERENEBRLS B T4, 52 EARGRY.

A B AT MR E AR KL 99% .

BERKFARDM G FEHFAH O)-4-4-(=ZF ALK
A)-1-(4 -8 RKEXB)-1-BE-1-THAI-3-(BFR)-FRELHEH
-4, Bl Ao A 5 F R BB R AR o = TR, 4o US 4,943, 590 &
By I 6. '

LB 2

1-(4-R-2-FFE-FR)4-—FERE-1- G-AREXRL)-T
~1-BH L&

A ChiralPak® (20 fKAE) 45 280 x 110 mm K 894 F A
HFHBE A, 95% T 5% FEROGRHEA/ELM.

BEFHT:

BE:29C

Ak 500 EH/ 04

AR: UV 280 nm

EETESESA BINHARE 500 FBKAREM T4, Mk
PL o B 5 — o b 69 2F e M4k, stk F AR & 99. 5%, &£ 99%,
AR 11,0 4. ABRBLR S B B — skt F MK, ek
FMARTF 99.2% , FF 98%, AW EE 14.1 4P,

F 4 3

1-(A-FAREXR)-1-CG-—FE AL HA)-5-& phtalane 4 & &
"6 & A} B M AR

KA Chiralcel®0D (20 #K#5/E) 4 280 x 110 mm k)5 F
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HMAAEFHEZA. 98%vol F Tt 2% vol FAEH RS YR AR
AR,

BEFH T

=BT

Aik: 500 BA/ 04

A-m: UV 285 nm

ERETFESEBESA 89NN ikey S00 g 54, MABLAELS B &
F— s ek MK, ek FkREE 99.5% , FF 96%, Ayat
B2 5.4 4. [al,=—0. 81 B (c = 0.99,MeOH) ; MZEBLIZD & k&
Z ol e xR R AR, AR EE 99.4% , FFE 99%, @
R 6.7 2%, [al,=+0. 95 F (c = 1.26,Me0H) ;

534 4

HBAREFERABEE]R 1-P-AREXRL)-1-C-—FEARAR
A)-5-i% phtalane & &R 'C &) xF ke FHy 4k

%A Chiralcel® OD(10 K4 E) 45 250 x 10 mm X 854 Fik
RAYEFHEZA., RAHAREALA A 90: 10— RAKFEHER. &
PR T EE, — Bk (0. 5% Fe = T B& (0. 5%) .

BUEF M T

= FiR

Aik: 18.9 /54

JE 7 20kPa

#m: UV 254 nm

ERETFEHSE 15 ng Ml RAY.

MBI 5 B AT AT AR, 2B 5 i K25 4 2t e R
MR F 86.1% (RT 3.25 49-4F) #= 87.1% (RT 3. 67 4-4F).

L 5

N -1--FAAREXE)-1-C-—F R KA HA)-5-24& phtalane
8 AL A

AE WO 00/13648 #iA 54T 3.1 g4 ZIn(CN), #2 0.76 g )
Pd (PPh,) (4L ZE 5.0 g 49 (+) —sF B F 4R, @ik F- M b sk o7 = dh 4 2f
BRFMAREE, AF MO RPBREERZMELERAIRAR, 2B~
HEHGHEAE. FF: 80% K2 99. 6%
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