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L. —HR) -a- 5 EENATRBENT A& 5 1, BEan P gE .

D) AR T, 4 BmRhE S S R ARL TN BE A SN0 5 ~ 67N, 454
JERhZ A 5 T B ARL B 45 A ik ) [Rh] /L7

2) 1A R N A=t (2) Aros it a- IS B N 2 IR BT A=W« ks A3 i {571
[Rh]/L*FEE B, T-10°C ~80°CLA 0.1 ~ 6. OMPalt &k 11 I T AR N S, B
1~ 24/N\I i U 2 B RIS B, FE NG K, OFR CRBAHL, WEE AR & T,
Wz RIRaA A, 132 405 (D) Brosi ®R) -a- 5 LN ATRBRRT A5

HARKB FEERANT D
o) P ‘ i
AL [RR] /L, i 7A
A “OR? 4 A’/\/U\ORZ
| - B, H il
g 1

2 (1) AN @) Hh, Iy FEAr g A REE R BASE AL OR S, IHOREE R i IR Dy
CL ~ 65i kL C1 ~ 8¢ ALk 3 AL s R e I IR AU B T 4 R FI CL ~ 6
ik

FHERARL T A il 2 (L) s

T (L) s BURIER A S ORI s BURIER Ay S R B

Frik )< JERhE 594 [Rh(CH,) ,C1],+ [Rh (NBD) 1], [Rh (NBD) ,1BF,

[Rh(COD) ,]1BF, [Rh (COD) ,]OT£ R T & —Ff;

D) FRRTETIARIE BE2) FRAIATTIB 2% B A il B S e DU S 2 - FREEDY
SRR PR T LR R R Sl IE NI e I U T s FR R — el PTRRDA LR
ExisilE

LBR2) A TR /LT a - B 005 BRI SRR AT A= M1 BE R EE 11000 ~ 1
100000

2 RIACH ZR LR () —Fh (R) -a- 55 FEN 2R AT A=Wl o 7 i, HURFAE AT, 18
2 (L) AR T EERCRL A R RO (L-1) ~ 20 (L-4) PP — R
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2/2 71

L-3 L-4

3ARIEAH E R TR [ —Fh R) -a- J5 BN ARRBR T AEMI il 25 7 i, FURFIEAE T2
B, il [Rh] /LM M 10°C ~ 40°C, UM IO . 5 ~ 3/

4 FRPEBOR R AT [ —Ff R) -a- 05 2 N RBRBE AT A & 5 i, HAHEAE T30
BR2) v A TR IR SN R B2 10°C ~ 60°C, S /1801 ~ 3. 0MPa, SN I [H] 24
~ 247N\ o

5 ARJEALH LR IR ) —Fh R) -a- 75 BN AIRBRNT AW &5 7 i, FURFIEAE T30
(2) Fronita- 05 2N 2R BT A/ E IS B 9 40 . 05mo1 /L ~ 5. 0mo1 /L.
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—MR) -a- GFERRREEITEMNHIEE A

B G
(00011 KB TA LG BRI, FAADD K Fh (R) -a- 75 FE N ZURBE AT A il o
T3tk

BEEEA

[0002]  Ftho- ZUEFRAE 2527 AEW S S 5 B 2 A AT T2 i T, IV EAN S 1
WY o FEAXZ F VR o 2R, Fha- Py BN SR AU AR LT 12 AR 2953 1 s
FIEAL AR IR B E I T 5 « ARy AR DA MaR I A e AR R 25 (Levothyroxine) ;fiE
X HUZ T 2 B LR ADEP 4, B23Z RS HLICPD - 15A5, it LY 3557034 M A
P T E T (Aspartame) &5

[0003]  IEPRGNEL, AT E T A& 2 AT « F1ha- 5 2R N SRR I 5 i 32 22 DA
X HAAN AR 120 19724F  KagantRid T T BIAEBEIZIIAX FREME (H.B. Kagan,
J.Am.Chem.Soc.,1972,94,6429.) ,iZ{K R HIDIOPH BB S HILAT2 % [Meeff i3 2] TN-£
FILR Y o KRR , B 2 JF G R RRAT A E N — B RS 12 i, Y
15 7 — AR EEA R . 20024F , Knowles (W. S . Knowles, Angew.Chem. , Int.Ed. , 2002,
41,1998-2007.) iz HIDIPAMP/RhE (AR RS Ho- KN ZRIIAKN AL , s hil & T =06
“EATEEIL-DOPA (97.5%ee) , Bt I ARTT T 2001 4E 35 DURME 2232 1% T 2 B SRR 2
7 L-DOPARY A T3 72

[0004] bS5, B o [T A S5 P9 SR AT AR AN N R AL B A G R TS B BB, IS
TR, a4 (X -P . Hu, Tetrahedron Lett.,2020,61,151860.) ff
KRR E AR IndoFerroPhos, Al IS 21 BCR A (R) -a- 5 FEN SRR EERT £, (1
eefti i = AT 97 % , HAT ARt FIE R 2 s 0 SCHy84] (. J . Tang ,Org . Lett. , 2018,
20,1725-1729.) JT & B A s i fABABI Phos F] PA1S £lleefi 99 % [ (R) - - 75 5L P 4,
FREEAT A= (R ARSI TONE AT 1005 [T, 5k £5 8 80#% (X Zhang,Org. Lett ., 2002, 4,
4471-4474 ) FE R H BT AR S B B 2R R A A7 1R [m]

[0005]  20214F,CN112824423ANH | —FhTF-E — Sk - I MR S LR BC A , Ak e i
B R G - I SRR , TONF] 510000, {H H S kst PEME R 2524 96 % ee o SR FI H
KA A G R) -a- FFEERNEIRERT AW A T K2 rdi , (B 2 ARaE e 10
FEAE LR35 FIR, O T TR — P 8 s R B | JEE ) A B e A
Wik

REAAE

[0006] X IRA BORAFAER) FaR I, A A B FAE THE O (R) -a-F7 EEN 2R
AT AR 2 5 vk 1E T A A= B, LA (I 5 A Fr e H R A s 4l
DN IR BRI (R) - o 05 BN SRR T A1 o

[0007] AR HIIHARTS 565 -
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[0008] it (R) -5 L SARRIEAT A B 46 i, G0 T 0 9K

[0009] 1) G “AUEL N, 4 JBRNZS A4 5 TR AL BN S A RS0 .5 ~ 6/N
134 BRhZ 25 T VERC AL LR 45 27 (R /L

(00101 2) [ FE S8 UM (2) P Mo FB S35 B P SRR AT A4 iR AP A
7 [Rh] /LM FIB, T-10°C ~80°CRA MO 1 ~ 6. OMPaft) 2 UHe /1 P TAK AR INEUS R, K
Ni1 ~ 24/ NI , IR RIEIGA B , FEINGE bR , FIZ IR RS AEHY, WO AT RIS 28 T
Vi IR A A, A B AT () FIISH (R) - S5 3E P SRR AT 240

(00111 FLURRCNERERAT T«

o)
{EALF [Rh) /L, FFA
AN OR? URA/L, A~ Aore

L0012} NHR' VEHIB | H, NHR'

2 1

[0013] =X (1) A1 (2) A, 5 A [ OR 3 AL 2R sl RO | BHROR L R AR
FENCL ~ 6T C1 ~ 6T Ak X A R e [ SR U B T AU s Rk 1 C 1
~6hi3E;

[0014] P25 Frd i FERRL A g s X (L) flok

[0016] 33k (L) H1: RPFIR" % 4 gk sy AU AR, BRI, R IER AR IR 4% 1 4k
S A K ER T CL ~ ColisE.

(00171 —H, B L) s FHERUAL o F 451 R L-1) ~ 2 (L-4) e
BE—FTR

L-3 L-4

[0019] 3P Hb, Frid < BRS04 [Rh (CH,) ,C1],+ [Rh (NBD) €11, [Rh (COD) C1],+
[Rh (NBD) ,]BF, . [Rh (COD) ,JX\Rh (ethylene), (acac) - [Rh (acac) (CO) ], [Rh (C,H,) ,C1],.

5
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RhC1 (PPh,) ,+ [Rh (CO) ,C1],.Rh (arene) X, (diphosphine) \Rh (aryl group) X,.Rh (COD)
(COT) \Rh (COD) (COT) X-Rh (COD) (methallyl),.RhX, (diphosphine) \RhCI, (COD) \RhX,
(cymene) \Rh (arylgroup) X, (PPh,) ,.Rh (methallyl), (diphosphine) #lRh (aryl group)X,
(diphosphine) HYTE—Fh, Hharyl AF5%E, XOWBF, OTf .C10, \SbF, PF, CF,S0, uB
), EEE R, Yoy — G0 Rekiiok.

[0020]  t—P b, BER2) K5 [Rh] /L™ o i S S P AR B AT AR M BE 2R b oM L -
100 ~1:100000,

[0021]  Pb—D b, SR i, AL [Rh] /L ORI H10°C ~ 40°C, OB R] 405 ~
37N o

[0022]  3F—3PHb, PIR2) i, FRATASN ARG T2 10°C ~ 60°C , 2 710 1
~ 3.0MPa, [ N R A4 ~ 247N o

[0023] 20, X (2) Frosifo- IS0 3 PN 2 BRI 1T A0 I B R 224 0. 05mo 1/
L~5.0mol/Ls

[0024] 33D Hb, PYRD) A FIAREEER2) HiaFIB & B oy i B B U
WG« 2 - FHRE DU 2P TR U T 26k, FHOR VI EE L OBE  IE NS SN EE U T B A —
alCE PRRA IR S A, T A ARTIA 7B T DAAHIA] o

[0025]  jiisct R AR HOR, SEAABAAM , AR T RA DL MR

[0026] AL T — gy ek iy 2R T - 18— S e i e i B U AR 5 < JeR 2%
B PR, AR 0 85 5 AR R B 2 RO AR A AN T A TR A R 4R B, mT
BTN B 2S R) -a-J5 BN SURBRIT AN KON s 5IA AR A T IEAAL,
AN B B AR A 70 FH & (TONE315100000) A8 S ARG B4 (eefi— M AE99 % LA
1) R PR SR A, BB SA ERETA B, SO AR AR AN, BT TR, fFa g el
FHIEDR,, BRI I MENR 4538 -

BRI
[0027]  "RImEE A FAKSEGINACE BAVEE—20 5 (A B AR VS BRI ABR T 1k
[0028]  SZJfhll: (R) -o-N- £ FEILIR A 24 i FRR I il 2%

0 (0]

4657 [RhJ/L", Hy
[0029] S o~ - o7
NHAc NHAc

[0030] 1) HFPERCAAL-1 (4.73mg, 5. 5umol) 54 @ 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JINZFI S NAHRH , 76 5 S BN S ¢ (BmL) |, 25°C 2370 . 5h, il {51515
(00311 2) [ S NRLH I (2) -N- 3% - a- i AR FE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) B S A A AR G HE (15mL) |, 43 00 A SR e =2k, PREF0 L IMPa U550,
1E25°C RN 12h, SO S5, i Hs 2 T IS 1), B INN G &K, T CRR SRR A<EY, Wtk
AN E T8, sz I Boa 7, 745 8] (R) -a-N- OB RN 2 R iR (1.09g,
4.94mmol) , W% :99% , 40/ :99% , eefti99.9% .

[0032]  SCiEfA2: (R) -o-N- S WA P R R il 25

[0033] 1) RFF-PERACAARL-1(47.3mg,55. Opmol) 554 24 &4 [Rh (COD) ,1BF, (20 3mg, 50.. Op

6
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mol) JINZI SRR AT , £E U BN &8¢ (30mL) ,25°C K0 5h, FlfH L7 ;
[0034]  2) () S NRLH N (2) -N- 3L - a- i AR SE S 20FR FHE (1. 1kg, 5. 0mol) 2P
D) FrlAS A A FARN — SHE (3.0L) , 43 Al A R s e =2k, PREF0 L IMPa U550,
1E25°C NN 12h, W S5, JilHs 22 B IR, F NS &K, FHCRR TR A<HL, bk
AN 2T B 2208 B A 75, 15 28] (R) -a-N- OB RN &R i (1. 07kg,
4.81mol) ,AHK:96% , 24l :98% , eef H99.0% o

[0035]  StfA3: (R) -o-N- LW FERPI &R BRI il &%

[0036] 1) Ky T-IEAUARL-1 (4.73mg, 5. 5pumol) 54 4% 59 [Rh (COD) ,1BF, (2.03mg, 5. Op
mol) IS NHRH , 76 G S BN S ¢ (BmL) |, 25°C 2370 . 5h, il {51515
[0037]  2) [ S MRLH N (2) -N- 3% - a- i AR FE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) Bl A A AR S HE (15mL) |, 43 00 A SR s e =k, e N2 3. OMPa, £F
25°C M 12h, RN S5 G ,  Z= B R Oa 7, BN GG B K, TR CRE 0, WAy
N 2208, Dl 22 TIOR3 2] (R) -o-N- O RN 208 FfiE (1.07¢g,4.85mmol) |
W97 % , 4l . 98% , eefti 98.7% .

[0038]  sjtfhl4: (R) -o-N- LW FERPI &R BRIl &%

[0039] 1) Ky T-IEAUARL-1 (4.73mg, 5. 5pumol) 54 45 54 [Rh (COD) ,1BF, (2.03mg, 5. Op
mol) IINEN S NOFHT, AR A UE T I PU R (5mL) , 25°C 0. 5h, dill 738 1 ;
[0040]  2) () S NOFRLH N (2) -N- 3L - a- i AR SE S 20FR FHR (1. 1g, 5. Ommol) 2P B
1) B S A A A FARNPY S (15mL) |, 43 00 A ORI e =2k, PREF0 L IMPa U550,
1E25°C N 12h, [ S5, JilHs 22 B IR, FE NS &K, FHCRR O A<HL, b
MG E T8, sz I BA 7, 745 8] (R) -a-N- OB R N 2 R iR (1.08g,
4.89mmol) U :98% ,4lifF:99% ,eelt 99.1% .

[0041]  SjtfA5: (R) -o-N- CWFERPI &R BRI il 2%

[0042] 1) ¥FPERCAAL-1 (4.73mg, 5. 5umol) 54 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) AINEN NI, FER A UE T LN K (BmL) L, 25°C [0 5h, HlfF (L 71 ;

[0043]  2) () S NRLH N (2) -N- 3% - a- i AR FE S 20 FR FHE (1. 1g, 5. Ommol) 2P B
1) B S A A AT (15mL) |, 43 A Gl SR =K, PRHF0 . IMPa <550, 7125
‘C N 12h, RN EEHRG Oz R R aa 7, IS B K, TR ORE I WAL
AT R A A, 1532 R) -a-N- OB R 28R FHRE (1.06g,4.80mmol) , U
%.96% , 4697 % , eeftih96.2%

[0044] 556 : (R) -o-N- S WFERPI &R BRI il 2%

[0045] 1) FPERCAAL-1 (4.73mg, 5. 5umol) 54 @ 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JINE S NOfFHT, 28 AU BN FES (5mL) , 25°C 0. 5h, dill AL 71 5

[0046]  2) () S NLH I (2) -N- 3% - a- i AR FE S 20 FR FHE (1. 1g, 5. Ommol) 2P B
1) FrflAS A A AR HHEE (15mL) |, 43 A Gl R =K, PRHF0 . IMPa 55U, 7125
‘C N 12h, RN EEHE Oz R a7, IS K, TR CRE I WAL
T WA A, 1532 R) -a-N- OB R 28R FHAE (1.09g,4.94mmol) , U
%.99% , 4l :99% , eefl 599.3% .

[0047] ST : (R) -o-N- S FERPI &R BRI il 2%

7
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[0048] 1) ¥ FPERCAAL-1 (4.73mg, 5. 5umol) 54 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JIAZ S RIFHT, 78Ul N IANSENEE (5mL) |, 25°C [ 0. 5h, fill {5E(L 57 ;

(00491 2) () S NRLH N (2) -N- 3% - a- i AR FE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) FrlAS A A AR RS (15mL) |, 43 A Gl SRS =K, PRH70 . IMPa U550, £E
25°C M N12h, RN S5 G , 0 2= B R Oa 7, B IINGE B K, TR CRE 0, WAy
MU 28T, T 7B IE s 5551, 28] (R) -a-N- RS OR N 2086 HE (1.08g, 4. 89mmol)
498 % , 4l 1 98 % , eefti97.9%

[0050]  SZfEHBI8: (R) -a-N- LML N 24 R FHER il &5

[0051] 1) ¥ FPERCAAL-1 (4.73mg, 5. 5umol) 54 @ 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JINZE S MR, AF A NN 2 ¢ (5mL) L, 25°C B0 5h, AL 75
[0052]  2) () S NORLH N (2) -N- 3% - a- i AR SE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) FrflAS A A ARN — SHE (15mL) |, 43 0 A SR e =2k, PREF0 L IMPa U550,
FE10°C IO 12h, SO S5, i Hs 2 T IS 1), B INNE &K, T CRR CRE A< EY, Wtk
MG E T8, sz I Ba 7, 745 8 (R) -a-N- OB RN 2R iR (1. 04g,
4.69mmol) ,UAH :94% , 2l : 96 % , eefEN99.9%

[0053]  SZfEHBI9: R) -a-N- LR 24 R FHER A il &5

[0054] 1) ¥ FPERCAAL-1 (4.73mg, 5. 5umol) 54 @ 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) I\ S MR, AF S NN S ¢ (5mL) L, 25°C B0 5h, AL 75
[0055]  2) () S NRLH N (2) -N- 3% - a- i AR FE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) B S A A AR S HE (15mL) |, 43 0l A SR e =2k, PREF0 L IMPa U550
1E40°C RN 12h, SO S5, i Hs 2 T IS 1), B INN &K, T CRR G A< B, Wtk
AHAHGE T8, sz m A 7, 745 8] (R) -a-N- OB R N 2 R FH iR (1.08g,
4.90mmo1) , W% : 98 % , 4fiJiF :98% , eefti99.0% .

[0056]  SZjEHBI10: (R) -a-N- SFEER PN R R IO il €5

[0057] 1) ¥FPERCAAL-1 (4.73mg, 5. 5umol) 54 & 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) NN S MR, AF G N DN S ¢ (5mL) L, 25°C B0 5h, AL 75
[0058]  2) [ S NHRH I (Z) -N- Z e bt - o- B R B Y &R R (1. 1g, 5. Ommol) 2B
1) B S A A AR S HE (15mL) |, 43 0 A SR e =2k, PREF0 L IMPa 25U
1E60°C SN 12h, SO S5, ik Hs 2 T IS 77, BRI\ ==K, T CRR SRR A<, Wtk
AN E T8, sz I BoA 7, 145 8] (R) -a-N- OB RN 2 R iR (1.06g,
4.80mmol) U :96% ,4li . 97% ,eelt 96.1% .

[0059]  SZjEHBI1L: (R) -a-N- SFEER PN R FHBR A il 65

[0060] 1) Rt FPEACAKL-1(4.73mg,5. 5umol) 54 & 45 7 [Rh (COD) ,]1BF, (2.03mg,5. 0p
mol) JINZE S MR, AF G NN 2 ¢ (5mL) , 10°C B0 5h, I AFEAL 5
[0061]  2) [A) S NRLH N (2) -N- 3% - a- i AR FE S 20 FR FHR (1. 1g, 5. Ommol) 2P B
1) FrlAS A A ARN — S HE (15mL) |, 43 0 G ORI e =2k, PREF0 L IMPa U550,
1E25°C RN 12h, SO S5, Hs 2 T IS 1), B INN G &K, T CRR SRR A<E, Wtk
AHAG ST, R RIBOA ], 558 R) -N- OB ER N 24082 FRS (1.06g,4.80mmol)
496 % , 4l : 98 % , eeftiH98.3%
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[0062]  STiEHI12: (R) -a-N- SEAEIR PN 2R FHR (1 ) 2%

[0063] 1) FPERCAAL-1 (4.73mg, 5. 5umol) 54 @ 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JINZFI S NHRHT , 76 G S BN S ¢ (BmL) ,40°C 2370 5h, il {51515
[0064]  2) () S NRLH I (2) -N- 3% - a- i AR FE S 2B FHR (1. 1g, 5. Ommol) 2P B
1) B S A A AR S HE (15mL) |, 43 0l G ORI e =2k, PREF0 L IMPa U550,
1E25°C RN 12h, SO S5, s 2 T IS 1), B INN G &K, T CRR SR A<EY, Wtk
AMA G E T8, sz I BA 7, 745 8] (R) -a-N- OB K N 2 R iR (1.09g,
4.92mmol) , W% : 98 % , 4fiJF :99% , eefti99.0% .

[0065]  STitEfI13: (R) -a-N- SEEAEIR PN 2R FHR (1 ) 2%

[0066] 1) HFPERCAAL-1 (4.73mg, 5. 5umol) 54 @ 4% 4 [Rh (NBD) ,]BF, (1.87mg,5. O0p
mol) JINZFI S NHRH , 76 G S BN S ¢ (BmL) |, 25°C 2370 . 5h, il {51515
[0067]  2) [A) S NRLH N (2) -N- 3% - a- i AR FE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) B S A A AR S HE (15mL) |, 43 0 A ORI e =2k, PREF0 L IMPa U550,
1E25°C NN 12h, SO S5, i Hs 2 T IS 1), B INNE &K, T CRR SRR A<EY, Wtk
AN E T8, sz I BoA 7, 745 8] (R) -a-N- OB R N 2 R R (1.09g,
4.94mmol) ,WS%: 97 % , 40 :98% , eeft N97.3% .

[0068]  STitEfA14 : (R) -a-N- SEEAEIR PN 2R FHR (1 ) 2%

[0069] 1) $FFPERCARL-1 (4.73mg, 5. 5umol) 54 B 4% [Rh (COD) ,]OTF (2. 34mg, 5. Op
mol) JINZFI S NAHRH , 76 G S BN S ¢ (BmL) |, 25°C 2370 . 5h, il {51515
[0070]  2) () S NRLH N (2) -N- 3% - a- i AR FE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) B S A A AR G HE (15mL) |, 43 00 A SR e =2k, PREF0 L IMPa U550,
1E25°C RN 12h, SO S5, i Hs 2 T IS 1), B INNE &K, T CRR SR A<E, Wtk
AN E T8, sz I BoA 7, 745 8] (R) -a-N- OB RN 2 R iR (1.06g,
4.80mmol) , W% : 96 % , 4fiJF :98% , eeft 96.8% .

[0071]  STEHI15: (R) -a-N- SEAEIR PN 2 FHR (1 ) 2%

[0072] 1) ¥ FVERIAL-1 (4.73mg, 5. 5umol) 54 JR45 A4 [Rh (NBD) C1], (1.15mg, 2. 5p
mol) JINZFI S NHRHT , 76 G S BN S ¢ (BmL) |, 25°C 2370 . 5h, il {51515
[0073]  2) [ S MRLH N (2) -N- I3k - a- i AR SE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) B S A A AR S HE (15mL) |, 43 0l A SR s e =2k, PREF0 L IMPa U550,
1E25°C NN 12h, SO S5, Hs 2 T IS 71, PRI\ &K, T CRR SRR A<EY, Wtk
AHAG ST, UE B RIBOAF], 55 R) -N- OB RN 2082 RS (1.04g,4. 7T1mmol)
22.94% , 24155 : 98 % , eefEi N91.2% .

[0074]  STiEHI16: (R) -o-N- SEAEIR PN 2R FHR (1 ) 2%

[0075] 1) HFPERACKRL-1 (4. 73mg, 5. 5umol) 4 B4 &4 [Rh (CH,) ,C1]1,(0.97mg, 2. 5p
mol) JINZFI S NAHRH , 76 G S BN S ¢ (BmL) |, 25°C 2370 . 5h, il {51515
[0076]  2) (A S MIRLH I (2) -N- 3% - a- i AR FE S 20FR FHE (1. 1g, 5. Ommol) 2P B
1) Bl A A AR S HE (15mL) |, 43 0 A ORI A s e =2k, PREF0 L IMPa U550,
1E25°C RN 12h, SO S5, i Hs 2 T IS 71, BRI\ =K, T CRR SR A<EY, Wtk
MR E T8, s 28 I BoA 7, 745 8] (R) -a-N- OB RN 2 R iR (1.05g,
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4.75mmol) W% :95% , 4fiJF 197 % , eeftiN92.2% .

[0077]  SZEHILT: R) -a-N- LFEEZR PN 2R R 1 &%

[0078] 1) ¥ FPERCAAL-2 (5.28mg, 5. 5umol) 54 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JINEI ISR AT , E U NI ST (5ml) , 25°C R/ 0. 5h, il 715
[00791  2) [A) SO NHRH NN (Z) -N- et - o- [ R B Y &R R (1. 1g, 5. Ommol) 2B
1) Bl RN — UFHGE (15mL) |, 23 3l SR SR A B =R, PR 450 . IMPa U5,
FE25°C N N1 2h, SN S5 il Hs 28 TR RSO A, FE NN GG 7K, H CFR CBR AR W Bk
AHAHE ST, D 7= B BBOA L, 13 2] (R) -a-N- CBESER N 248 FH R (1. 04g,
4.70mmo1) W% :94% , 4liJF : 97 % , eefti }92.9% .

[0080]  SZjiEff18: (R) -a-N- LM EEZR P 2R R 1l &%

[0081] 1) ¥ FPERCAL-3 (4.05mg, 5. 5umol) 54 & 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) IINEN NI HT, AR A 5UE T IIAN —&H%E (5mL) , 25°C 0. 5h, dill 73 k71 ;
[0082]  2) [ S NHRH NN (Z) -N- Z et - o [ R B Y &R R (1. 1g, 5. Ommol) 2B
1) Bl A RN — &UFHGE (15mL) |, 23 3l SR SR A B =R, PR 450 . IMPa U5,
FE25°C N N1 2h, SN S5 il Hs 28 TR RSO, FEINN GG 7K, H CFR G AEHN W Bk
AHUAHE S T4, D 7= B OA 1, 13 2] (R) -a-N- CBESER N 245 FH R (1. 04g,
4.68mmol) U :94% ,4lifF:96% ,eelt N92.1% .

[0083]  SZjitEff19: (R) -a-N- M EEZR PN 2R R 1l &%

[0084] 1) FPERCAL-4 (3.89mg,5. 5umol) 54 & 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JINEI SRR AT, E U NI ST (5ml) , 25°C R0 5h, il 715
[0085]  2) () S NLH I (2) -N- 3% - a- i AR FE S 20 FR FHE (1. 1g, 5. Ommol) 2P B
1) Bl RN — SUFHGE (15mL) |, 23 3l S SR A B =R, PR 450 . IMPa U5,
FE25°C N RN 12h, SN S5 Tl Hs 28 TR RSO A, FE NN GG 7K, H CFR CRRAEHN Wtk
AHUAE ST, D 7= B EBOA 1, 13 2] (R) -a-N- OBESER N 2488 FH R (1.09g,
4.91mmol) , W% : 98 % , 4fiJF :99% , eefti98.3% .

[0086]  SZjitE§120: (R) -a-N- LM EEZR Py 2R R 1 Il 2%

[0087] 1) H¥FPERCAAL-1 (4.73mg, 5. 5umol) 54 w444 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) JINZI SRR, E U NI ST (5ml) |, 25°C R/ 0. 5h, il 715
[0088]  2) Ji) B = FE S RS2 FR TN (Z) -N- Bk -o- A KN B PR (1. 1g,
5.0mmol) CERL) AT AF 4 AL RN — S FEGE (100mL) |, B I N 280, 43 A B SRS
B IR, FENASAZEL . OMPa, 25°C NN 12h, [N G5 R, I 220 I MOA ), BN G
EK, R ORI B WA 25, R 2R InOE 7], 73 8] (R) -a-N- Lk
PSR S (1.09g,4.91mmol) , % : 98 % , 298 % , eefE 98.3% o

[0089]  SZjiEff21 : (R) -a-N- LM EEZR P 2R R 1 il &%

[0090] 1) HFPERCAAL-1 (4.73mg, 5. 5umol) 545 w444 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) IINEN RO HT, AR A UE T IIN —& ke (BmL) , 25°C 0. 5h, dill 738 k51 ;
[0091]  2) 1\ 2 i e NS FRIN (Z) -N- OBk -o- L AUR LN SR FH R (1. 1g,
5.0mmol) P ER1) ArlAF L AN S HGE (ImL) |, B P ROV S8 =, 40 AT el SR A=
=K, FENAAEL.OMPa, 25°C IOV 12h, SO G50, ik Hs 2 T I WA 771, B DN &
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K, TR CBE 20, W S MR 1 IR 2 B IS5, 43 8 (R) -a-N- B EEZR A
SAFR TS (1.06g,4.79mmol) , KK - 96 % , 497 % , eefti H97.2% .

[0092]  SZjifafil22 ~ 40 R) -a- 5 EE PN SURTEATAE M 25

[0093] 1) H¥FPERCAAL-1 (4.73mg, 5. 5umol) 54 & 4% 4 [Rh (COD) ,]1BF, (2.03mg, 5. Op
mol) I S R, 75550 N — S (BmL) |, 25°C SUR70. 5h, 7L 71 5
[0094]  2) [ [ N BN (Z) -a- LS5 3PN S BRBR AT 2424 (5. Ommo1) B BR1) Bkl A3
AR e (15mL) |, 733 PSR e =K, PRARF0 . IMPa <550, 7625 °C T IR
R 12h, SR G55 , Il A I A, BRI GE R K, F SRR CRR 2, WA AR 4
T R IO, A5 B R) - F5 RN SR EET AN, PR 4l ee i L1
[0095]  fz iU T

0 0
Rh(COD),]BF, / L1
[0096] Af/\)LORZ DR = Ar’\;)kOR2
NHR' CHaC», Hp, 25 °C, 12h NHR'
2 1

00971 3192 HafFI22 ~ 40M S 45
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\ (R)-a-75 55 N &= B IR
St 51 5 (%) | 411 (%) | ee(%)
T EE R
(0]
22 i 99 98 99.4
NHAc
(8]
23 o~ 99 99 99.5
NHAc
(0]
24 < o” 99 98 99.2
\0 NHAc
(0]
25 0" 99 97 98.8
NHAc
F
[0098] 0
26 o7 99 98 99.0
- NHAc
o
27 - 0”7 99 97 98.9
O.N NHAc
2
(o]
28 o~ 99 99 99.7
NHAc
(o]
/O O/
29 - 99 98 99.3
0\.
o~ o)
30 ~No” 99 98 99.3
NHAc
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[0099]

41 99 98 99.2
32 99 99 99.9
33 99 98 99.0
34 99 99 99.7
35 99 98 99.0
36 99 99 99.5
37 99 98 99.0
0
38 N ~ o~ 99 98 99.0
\_S  NHAc
o
39 g 99 98 99.0
NHCbz
o
40 - 0" 99 98 99.2
NHBoc

[0100]  ZHERA AT Y N S BGES A S ESEUE AR 1128 AR IR O SRAPTE LA 24
AR S FRa i) AT 5
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