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L —Ffifi) g X we i w AR (1D BT 3, 3- Z 5 ENE R A, s R mxt
BRAKE) T, oA~ Ar' F AP AT R Coao B Y 3EEE BIER Cogo HIZR T AESEA, AT
AR AR, R Hy Bedk. B BEel055E, ROy H alikedk, XML aEAeT
YL - Z BRI AT S AL BEAL T AR AT, AT (2) o (46 B i A0 FR Al
N, Forp O BT IESK (3) FrnGi i ngs s, Hoh Ar SRS — AN e & A he Sk sl
B AR IE A ) B 2R 5% ]

N co.R? Ho
ArAR A A
(1) (2)

2. MR ACRIE R 1 Tk v, Horh A = Ar.

3 MRAEBCRIE SR 2 PR ik, JLrh A A’ A 3900 3L s 2

A RYBEBCMZESR 1 TR, Hop R ke,

5. MR E SR 4 prik iy ik, L R A AL

6. MRIEBUFE SR 1 ki Jr ik, Hrp R? Mkt

TORPEACRIEK 6 TR v, Horh R? Oy R L3k,

8. MRAEAANLESR | Prik iy ok, HhEeiE (3) Y Ar ik H A, 4- AR 3,
h— AR,

9. MRIFBCHE R 8 Praf 773, HAMAE 3 iy Ar =k,

10, MRIFEAANER | Fras ik, Hrp Bl /b 80 % Rt m iRt & R4 (1) .

LI ARPEACAEESR | Brak () Jsik, Hp DA D 90 %6 (K iR R a4 (1) .
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HEF K ERARITE I A M ERE L R

AR s

[0001] ARG BIH) S AN BREA S TRV K, By s, 3 e Tk - IR A AL
HEALFIRIAE A, DATEIR A AN XS BRGSO 5 30 138 B TSk () R A 77 B SELRT SR F Sz I
I8

BEEA

[0002] HAEA4R o - EIEEMR INTELIWAL sy (APTs) WA RIERKR T —REZERMALE. il
] A Rl 22 B R SR ER B S IR AR APTs RIS S AR E M, LA BRI AR
YR Z . AEAR o - SRR R A 2GR TR, BFES, 3- 05N
g (1), by, HPhPAFRERBUREMR. XEAEIHM 2RV OERIE.
Cof 3, 3- TORERN A BRI NN B EE M AFFDHIF (Cody %5 N, Bioorg.Med.Chem.Lett.,
1999, 9, 2497-2502) . Il a K-FXH04 (WO 2004073747) LU HIV KA W55 A B )
F (WO 2004056764) H1,

[0003]

o oz
[0004] 3, 3— 5L NZBRACHT N APL 0 FAE H IR 8l T 45 A] $& 4 5 — g e AR 2 K =y
B AR R NS DR A G AR LR N TR . Ok CRIBE I B 46T £ S . Josien
2% N\ (Tetrahedron Lett., 1991, 32, 6547-6550) R KI5 (S) — A KL TA 24 BRI I 4 22
SRAF A2 B T A B A KRS P R . Beylin 8 A (US 5198548) HR1E (1 #t 7Y
FIPR 53 3, 3— AR IE TN SR AN L AR B 2R 0 77 V50 [ AR R ), B2 sk Ak B el 5 4k
PEANFE BRI R AR, RS E R ] T ax s . Rk, TWEEFER LS
HAEGER SR / S80me 3B R (9) -5k (R) -3, 3- I35 RN A LAT A DT HAE
APl B PR LIV HT

[0005]  ANXTHRMEACIG SR AL BLATUR 51 07 B AT e B 16 hl 77 v DL v iR ek 5, (E R Y
T FEREA T BRI AT B 73R 0T W R B e B R I 0 A T PR AR R R k. AR
S AR N AT RR A IEBEIZ AT D B AR AT RS R Y 2 3 TE IR T T v, (H
RHIE LI IS ENEBURIE, M 4D 5@ QD FrosfbriE =H
R EERZAH L, 1B A EA RV I B AREZ 5. H DuPhos #8059 A1 HAh T
P AL I S — R B I AR A R R, 23 JiI R il 28 e dE R 3— D7 FR N 2 R
HTAEILE Tk . (AREMERNSHS CHk, W Burk 28 A, J.Am.Chem.Soc., 1993, 115,
10125-10138 ; Pye 24 A, J.Am.Chem.Soc., 1997, 119, 6207-6208) . Burk (J.Am.Chem.
Soc., 1995, 117, 9375-76) Fl Turner 21 (J.Am.Chem.Soc., 2004, 126, 4098-4099) th
% %% —~DuPhos Fl%¢ —BPE F:ABAL A, KAHBRX V) FroalEBeiz i A SRR E AL & il 2%

3
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B - WEFRIENARA LY . BARHN, (HXETEMM T E ] s RIRH], & VR
IR A S LI TR

[0006]
N._COR N N
acyl” 2 a CYI,NF,COQR AC’N COaMe
pa =z = R ~
Lz i = X xT = X 2
(): R=H, alky! (Iy; R = H, alkyi {IV)
HZAABE

[0007]  REHANAF TR mPE N3, 3 07 B ER IR A KRR EAL RN T7 125,
I Fh iR AT P AT AE 3 DuPhos A1 BPE BCUAKIKIMEALTIIR) 77, Bh AT I8 21057 (R0 il e e Pk
NOALE BN . ORI RS TR R PR MR, P AR R A, e
(R SERT, P ST P A 2 I e AT 4

[0008] A% BHALAE i) £ X B4 SR i 5 (1) oy 3, 3— 5 BN AR Y, 8
B R BRI T, P BETET I - B AR S BRI E R A T, A E X
(2) P RE A FREA L S, Horp o B HAT 5L (3) Przn 454411 PhanePhos Fit
& (Pye Z& A, J.Am.Chem.Soc., 1997, 119, 6207-6208). <fFiZMNMt, Kif “HAHE
KT EE " WA BRSSO AR AR BEE. 78 (D) F1 (2) Hh,
B Ar' R A MST A Coye DT IEFEF B C oy M2 D7 FEIE A, HAT A AEBAREEAR Y,
R' 4 H. kidk (LIEEA 1-10, FALE 1-3, AR 1 82 MR T ) . e 3E (it
HA 1-10, Ak 1-3, 5t 1 82 Ml 1) sios i (i HA 6-10, Stk 6
AR ), R® O HEkes: (PRIERA 1-10, B0 1-3, 5305 1 802 DMRIE 7).
TERCHE (3) H,  Ar AZRELEH AT — e E A pi ke bt A R EE A (it ix e BL sl e U AL
FLF A 1-10, SR 1-3, PhEMRE 1-2, mOLE 1 DMRIRT) WEURIZEEZLFH .
R (3) BRI, RETE [2.2] —R T F AR ER BB, BURIRES RAT 1-36
AR DA sl AR 05 55 sl 05 A R sl 07 R 2k slibi 55 07 25X ofarylalkyloxy 54
Fehk I R AR B R B s . A A — AR T R AR TR R IE AR AT T A PAr, R X
LI BB (W Hems 25 A, WO 2004111065) . Frfs 5 FE N & BERATEY (1) E&E
ZAN ] CJCH RS & B AR m B AR i e ME R & Bk ) rh FIEZ5 b ik, axse
Fr B AT A A TR P PEAS Ak 22 T B T30, e AR 25 R ARk 2 s 1 14E

AL
[0009]
H i H
]! {Q}G,NKCOQR‘" A7 (0)c N COR’ PAr
Ar'7 S ar? Ar' Ar? PAr,
(1) (2) (3)
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BAXEAR

[oo10] PRIk A B ARSI 7 ATk

[0011]  AKFEAS & W AR RREAL e N ALFE DU 23R - 2R PEE A (2) Prid &k
MR, LAMAESEERC & AR 8 X (3) ik 1) PhanePhos FCAAFERI 44 T S &K
Mo  FERKRFMREN ARSI XA, A = AP, TR A 20 5 s AR 1
A, RUABEEL, FARIEA AL, ROV EE.  RIEIWECA N PhanePhos AL (Ar =
KZEE) . Tol-PhanePhos (Ar = 4— I ZREL ) I Xyl-PhanePhos (Ar = 3, 5— —HIEIREL)

AL, BlfA S PhanePhos.

[0012]  HLEARJCEH AR Z VL, KW () BT A0, Rk ik 8 PR

LW, FARE. RO sSHIRS IR . EALEEH) . RNVAESE N
2-30bar B¢ 8 = AT, PLIEAESL S 5-15bar 4T, SNV AIAEIRIE 2 10-100°C 85 =
AT, RIEAEIRE N 20-60°C R T,

[o013]  fRikhh, LI/ 80%, FEALIE ALY 90 % sl o = i XF ALl B =4 3, 3- —
FEEN AT EY (D g HARRN H F7 2, ket B 55ah . shf B e o it —
P IR, BB I AR WL PR AR AR A R AT T IRtk A, 7 3, 3- o5k
WS IRAET AN (1) [ B At m] ol 2 i 11 24 80-90 %6 X Bt A it 2 42 95 %6 o i it 2 il o
=

[0014] A2 FL4-n] G eI A AN X (1524 ) (bis (phosphacycles) ) IR AL, PLIEH]
TR BE R DI HH e B M SR B e i, STtids) 1 (3 2 OWRZE -3, 3 TNRIR —
FEEEIAKTFREAL Y ) 3R 1 R4 ROAESE TiX— M.

[0015] AU U HH T il Sl ik — 5 Ui

[o016]  SEJEM 1

[0017] ¥ FH—E GBI F P B Ak, I N ARSI, BT T E I Burk %A
(Tetrahedron Letters 1997, 38, 1309-1312) il Deng %5 A (Synthesis, 2003, 337-339) A7
RTIEMA -SSR P 2- ABkEIE -3, 3- NGRS RE S b N . BTHFoT It O AE
gERnE | PR,

[0018]
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e
Mer‘Me
[ AcaPPha <EF’*-@ Me

|
Ld
Me P v e PP, Me .*P?

[(R,A-Me-BPE] {{ A-PhanePhos] [{ A Ay-Me-FerroTANE]

Me

[59“@ Me, Ph—Q" e >l\fr"“x.Pf
MBWP;D Ph- ﬂ\J—Ph ’ ~

Me

[{A.R)-Me-5-Fc] [(A.R)-Ph-BPE] [(S,5)-Bis P*]
[oo19] K1
[0020]  ArvEH
(00211  FFil M gFPE B - &1L F (0.006mmol) F1FR L 2—- ZWEE L -3, 3- N
FR K15 (0.45g, 1.52mmol) & T Argonaut Endeavor £ H- (multi-well) 204k 5 Y 25 P 1) 5%
TN AT IR ROV AR o VA BN S 2 10bar, SRETBUL AR, FHizd Bl ES
=Ko ACEJG— VIR NG, R 6mD) SINEESMAERE, RS RNEAARRS
& 10bar M =k, HHEASFTRAE 10bar 1T, BNV EFE IHESE . Pk 18
NG, B RNVARARED, AU, IR RNV AS . TR TR [ VIR S ) LR LR
FREIY), 1BIL TH NMR il or T sk ) 4k 2, 18I SFC 43 MR ik 53 4 19056 ke i ¢
P
[0022] 4L+ PhanePhos BifAA R BIMEALTIA TIXRIRY (F1) 2. 4 F9) I, &1 A
g gl R R BB O B AL P AP S . BAAXT A 5 R 6 s 1 Rk AR Bl A
WD SRR 522 AHEE T, (HEX U A4 S AN 78 7 A L FE Y] . Ph—BPE BdiEk (1) 7)
25T T RO N RN, AHEUT £, BTN RS P EDE LA SZ K. PhanePhos #2245 T 9% M
FIAT R L P T AL o
[0023]

Pre-catalyst, 5/0 = 250
MeOH, Ha {10 Bar)

[0024] £ 1
[0025]
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Zl B — AL s WmE LR A e.e.
c)H (% )" (%)

1 [(R, R)-Me BPE Rh COD|BF4 1h 25m 60 94 70
2 [ (R)~PhanePhos Rh COD]131'4 2 5m 60 > 95 88
3 [(R, R)-Me BPE Rh COD|BF4 3h 9m 50 82 76
4 [ (R) —PhanePhos Rh COD]BF4 3m 50 > 95 88
5 [(R, R)-Me-FerroTANE Rh COD]BF4 13m 50 72 72
6 [(R, R)-Me-5-Fc Rh COD|BF4 2m 50 > 95 75
7 [(R, R)-Ph-BPE Rh COD]|BF4 3h 23m 50 9 94
8 [(S, S)-Bis P" Rh COD|BF4 5h 17m 50 73 51
9 [ (R) —PhanePhos Rh COD]|BF4 nd 20 > 95 89
10 [(R, R)-Me-BPE Rh COD]BI'4 nd 20 95 78

[0026]  “i@IE M HTFIALEH TH nmr SIS 1AL

[0027] " HbRAELL IR A 1S B 0 S RE B IS ) 2 = .



	ABSTRACT
	CLAIMS
	DESCRIPTION

