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LM R) -a- 75 FE N RARERAT A 6128 778, FURHIEAE T B35 a0 T P IR

D FERAFE T, & BRE S Y5 FHERCARL I BIE AR [0 . 5~6/N, 75 4
JERhEE AW 5 F- P FCARL e A7 25 & f 4L 7 [Rh] /L7

2) )= R m N an =t (2) Frs ) a- BE D7 BN IR BR AT AE YD - IR w45 1) i 455
[Rh]/L*FI¥ 7B, T-10°C~80°C LA }20.1~6.OMPaff & <& /1 N AT A KRR INE R S, [N
L~ 24/NW) J& 98 28 VA RIS 7B, FEINNIE B /K , F L TR LB 2B, WA WA JE 4211
I3 Z& B IR ), 453 20 a2 (D B (R) -a- 5 BN RIR BR AT AE 4 5

HAK S N A0 F
O O
fALF [Rh] /L, ¥ 77A
N /“ﬁ)I\ORZ fEA6HI [RA] /L, 55 A /\:)LORz
NHR' VHIB | H, NHR'
2 1

(D) A (2) o, F7 HeAride F ORI A IE 2R BRI , AR 5 v (i B
CL~6Ht 3\ C1~ 6kt A SR Bl 28 A  RUE ) 23 W R LB T BRI s R%E 1 C1 ~6
etk .

2 ARGEBANESR IR —Fh R) -a- 57 F A AR BR AT AV #2605 FLRF £ T, T
PERCARL A 2 2R s amd =X (L) B -

W (L) A ROFIRY 4% 1 207 (0 B SR AR, BRI, B JER AU LR 4% 15 ik 37 1)
9 H = 2 75 2 Cl~C6kE sk

3 AR ZL R 2B IR I —Fh R) -a- 75 BN A BR BE AT A= W0 ) ) 4% 7 7%, FARAEAE T, 18
X O FR i FHERAAL O -1 ~3 -4 FRE R —F TR

L-3 L-4

A ARGERAZSR P K —Fh R) -a- 57 2 R BE AT AL VI )46 7 3 FLRF AR AE TP
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R4 JBRhZ 544 [Rh (CH,) ,C1],+ [Rh (NBD) C11,+ [Rh (COD) C1],,+ [Rh (NBD) ,1BF, . [Rh
(COD) ,JX Rh (ethylene) , (acac) « [Rh (acac) (CO)],.[Rh(C,H,) ,C1],.RhC1 (PPh,) .. [Rh (CO)
,C11,.Rh (arene) X, (diphosphine) \Rh (aryl group) X, Rh (COD) (COT) \Rh (COD) (COT) X.Rh
(COD) (methallyl),.RhX, (diphosphine) .RhC1, (COD) \RhX, (cymene) \Rh (arylgroup) X,
(PPh,) ,.Rh (methallyl), (diphosphine) #Rh (aryl group)X, (diphosphine) A= —
P, Horharyl1 49795 5, XO0BF, 0T C10, \SbF, PF, \CF,S0, FIB(Y) , [ F&—Fl, YA =
(R ) R Bl R .

5. MRIEAUHE R IFTIR I — M (R) -a- 5 FE PN 2 IR BR AT A I 1) £ 07325, HARRAEAE T8
BR2) v, A7) [R] /L7 - 1 205 i 3 B IR B AT A 420 1) P8 R EE D911 100~11: 100000

6. FRAEAUH EE R 1T IR I — P (R) -a- 5 FE PN 2 IR BR AT AL I ) £ 0732, HARREAE T8
BR1) il A A 77 [Rh] /L BREE N 10°C ~40°C , R BEI ] R0 . 5~ 37N

T ARIEACR E R IR — M (R) -a- 5 LN 2 IR BR AT A i ) £ 07325, HARREAE T8
BR2) v, AT AT RRE AL S B IR E N 10°C ~60°C , & SE 180 1~3 . 0MPa, J N (8] 4
~ 24/,

8. FRHFEAUH EE R 1P IR I — M (R) -a-J5 FE P 2 IR BR AT A= W i 1) £ 07325, FARp AR AE T 3K
(2) Pt a- WA D5 26 TN 2 R e 117 AR 0 AE ¥ 77 BHR R 240 . 05mo1 /L ~5. Omo1 /Lo

9 FRIEAUCHEE R IR I — M (R) -a- 5 & PN 2 IR BRAT A I 1) £ 07325, HARpEAE T8
BR1) A FRIAFNE 3R 2) A (P FRIB A E A g S e DU S0V 2 - FR DU SR
R T 0K R PR BE  O L I A S e AT LT B () — vl I R DL IR S 771
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—M R) -a-FERARRTEMNHIEGE

BRARGE
[0001] A )& T AL & BRECAR I, B AR Je— Bl (R) -a- 57 2 R BRE AT A= P il 2%
Jiie

BEEEA

[0002]  Fiha-EIERRAEL) 5 W T AL 2 2 R, B A S M
WY o 7E AR 2 F-VER a- AR, Fha- RN IR 2 A AL 2, LA 7 T~ B s
FIEEAL A BE R 2 EATI & 52 - wya T7 HOR IR Th a8 J80R 1) Zo e R IR 25 (Levothyroxine) s A
X2 N 2477 B B YR IY ADEP4 , B23Z A F5 5L 7ICPD - 15A5 , Y1 Pt 7L Y 355703 LA K% ik 77
Fif 4 2 i (Aspartame) 25 o

[0003]  IE [ Gnth, BATII A BT VE A 52 AT ORI T a- D5 BN & IR 1 A i 32 ZE 2 DA
Xk LA AN SRR A N T - 19724, Kagandik 8 1 & 91 X 1 % i i A X Fr &4k (H.B . Kagan,
J.Am.Chem.Soc.,1972,94,6429.) , % /& 518 FHIDIOPHIEERC A M LAT2% M ee 13 3] TN- 24
BRI CR I e - R R, B M2 S5 R RATAEDE N — R E B SR 12 9C, B
BT — KA AR BEEE R 20024, Knowles W.S.Knowles,Angew.Chem. , Int.Ed., 2002,
41,1998-2007.) iz FIDIPAMP/RhiE bk R 2 Ha- KN AR A X FREA , T il & 1 st
SAEEERIL-DOPA (97.5% ee) , MR L3R T 2001 4F % DU/RMZ 2 T E R SR 2R
F=L-DOPAR TR -

[0004]  pb )5, EFXha- AL 05 28 TN BB AT A2 W0 AS X R & Ak 1 B A4 an WY /5 2 55 A TR B, BUAS
T SR R B, A A R EZH (X, -PLHu, Tetrahedron Lett.,2020,61,151860.) JF
R R E LA IndoFerroPhos , I AR B &R 1) (R) -a- 35 N IR B AT A4, (B
eefH i RAIT% , H X430 Wi MR ZE % CE R @IZH (V. ] . Tang,Org.Lett., 2018,
20,1725-1729.) JF & B8 3148 24 BB AR BABI Phos 7] LA 13 Fllee B N99 % K] (R) -a- 75 P4
PR EEAT A (B HAEAL R TONAE R A 100; [ #F , sk 252 2042 (X. Zhang,Org.Lett.,2002,4,
4471-4474) FFR I H B2 BEATAE 0 BB 2R R IR B BC AR A7 AE IR 1r) 8

[0005]  20214F,CN112824423AAFF 1 —FpTF- 1 Bk B - Il Wk = B T A4 , e = i Ak
A R G A B o - A S L RS , TONTT A 10000 , 15 JH xof Bl i 43 5t i 996 %6 ee o ER SR T FH
ASIREHE ARG % R) -a- A RRERTAEDE T KSR, (B2 40 A 71,
TEAE BRIy 0] B, # B T 33k — Rl 2 e AR R R E MR A R BRI A
BT

b LIS

[0006]  £tXJILA FEARFAAAER) Bk ia) @, A & B ) H BFIAE TRt —Fh (R) -a- 5 VAR
BEAT AR 1) 2% T 3 i T A AR 72 B AT DU (58 ) 28 A Jr 4 HL B A s 4
TR REERT R) -a- F7 N R BTN -

[0007] AWK IR T 52
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[0008]  —Ff (R) -a-F7 HE N AR FEAT LM 46 7735 , RLAE U0 1 AP IR

[0009] 1) LG T, & JERNZE B 5 THERLARL I BE AT R 0. 5~6/1 il
154 JBRhA &) 5 T B AL e Ay 45 A A # 4k 770 [RR /L

[0010]  2) [y IR 2 h A A (2) PR B a- S 07 2 N R RR R AT AR Y - LB IR I L
7 [Rh] /LRI 7B, F10°C ~80°C LA K 0. 1~6. OMPaf) &/ SUE /3 FHHAT ASKHFR NG M, &
21~ 24/ Ji5 , 3 28 TR TETSO 77UB , FEINNSE 7K, B SR SR ACEL, WA WL G 4T
16k, yE ZE AR UL 7 45 2 X (D) PR i (R) -a-J7 ST &R IE AT 2L ;

[0011]  BAK S B LU -

0
AL [RR] /L, ¥557A
A" 0R? - Ar/\;)LORQ
NHR' THIB | Hy NHR'

[0012]

2 1
(00131 = (1) FIX (2) v, 5 AT B R L JL 3R L ZE I B HU AR IR 3, BAR A v g B AR
FERCL~6%5 3L Cl~ 6 A I ol s 25 RS 3E s RUE [ 2 2 AUt U T A s RA% H el
~6HT I ;
[0014]  #t—, FriR i AL k2 g5 R i@ = L) fros

[0016] 3 (L) 1 RPFIRY & [ 337 [y AR B A BUAR , BRI, BUOACBER ANHUA R BER & | ik
SR E X R TS 3. C1~Co itk
[0017]  #t—BHh, @5 ) Frai FERAAL R L-1) ~R L-4) FifE

L-3 L-4

o

(00191t — B, frid i) & JBRh4E 544 [Rh (C,H,) ,C1],+ [Rh (NBD) €11, [Rh (COD) C11,+
[Rh (NBD) ,]BF,. [Rh (COD) ,JX\Rh (ethylene), (acac) - [Rh (acac) (CO) ], [Rh (C,H,) ,C1],.
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RhC1 (PPh,) ,+ [Rh (CO) ,C1],.Rh (arene) X, (diphosphine) \Rh (aryl group) X,.Rh (COD)
(COT) \Rh (COD) (COT) XRh (COD) (methallyl),.RhX, (diphosphine) \RhC1, (COD) \RhX,
(cymene) \Rh (arylgroup) X, (PPh,) ,.Rh (methallyl), (diphosphine) AIRh (aryl group)X,
(diphosphine) H1 LR —F, e hrary]1 95 %%, XWBF, \OTf .C10, SbF, .PF .CF,S0, 2B
), PHAERE P Y= EH ) Relims.

[0020] 3k, S 0%2) vh M4k 3 [Rh] /L a- i 2,55 3 74 S B s 107 A W i BB JR B R L
100~1:100000,

[0021]  sgk—BHh, IR D) 45440 77 [Rh] /L3R B 9 10°C ~40°C , I MR [E] 90 . 5~
3/

[0022]  gk— 0 Hh, 2B 0R2) Hh, AT A X IRE A S B I B 9 10°C ~60°C, A UK /1801
~3.0MPa, 2 B (6] g4~ 24 /N

[0023]  ggk—Hh, X (2) s B a- i &5 2 N AR BR AT A= M) A2 1 5B I 2250 . 05mo 1/
L~5.0mol/L.

[0024]  @E— 0 Hh, 2B UR 1) I FIARI D R2) FR VA FRIBAS E A Mtk 5 — & H ke TUA
KRG 2 - RT3 DU SR g PP RS0 T 6k, PR PR L L L LE AT S TR BT I A 1) — o
B AL _RA TR A AR BRI LAARTE

[0025]  JEIt R BB EOR, SIA AR, Ak B B A DL A

[0026] AU BHRJE 1 — P fr kB SR 1 M - 0B A B T I i LA LA S 4 4%
B VA ) PREAL T, PR AN ) B T 4 s A O B o8 R AR A FRUAS 7 B EAT R 0 B SR Al AL B, T
BT EAINE S & R) -a- 55 BN AR BT AN RN ; 5IA A RENTTIEAHE,
AR W BA AR AL 77 P (TONTET 35 100000) I 5 1 of e 126 B3 4 (eefl— A% £E99 % LA
) SR E TSR R, HE R A5 ERAET B, OV SRR AN, & T T4, RF S aR ik
FHEDR, B BRI St B A o 2 B 8 i

Sy

)

= JENSL) S
[0027] "R 4 & FARSE RIS A K B AR RE 2B i, (HA R B I R dm v B O ASBR T2t
[0028]  SEjififfil1: (R) -a-N- 2 kI A = R Y R 1) il %

(e} o)

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

[0030] 1) ¥FVEECAKL-1 (4.73mg,5.5umol) 54 @244 [Rh (COD) ,]BF, (2.03mg,5. 0
mol) NI B e R HT , FE R AU NI Z & H ke (5mL) ,25°C B0 5h, fil A0 7 ;
[0031]  2) [ e RS I (Z) -N- ZBE 2 -a- iR A AR L N AR IS (1. 1g,5.0mmo1) A2 B
1) P il 45 () A0 7R AN SRR B (15mL) 5 49 i) SRl ORI B # =k, OREFO . IMPa U4
FE25°CF R Mi12h, [ BNE5 PR S5, ok 2088 WSO ), B IDNIE &K, F O SRR 2B, Wi 4
HHAE S T4, s 2208 R ), 153 (R) -a-N- L BEE RN AR IR (1.09¢g,
4.94mmo1) , L Z:99% , 4% :99% , eeftN99.9% .

[0032]  SEZjff2: (R) -a-N- 2, Pk 35k 25 7 G2 % P G 1) o) %

[0033] 1) ¥ F-PERCARL-1 (47.3mg,55.0umol) 54 JB%% &4 [Rh (COD) ,]BF, (20.3mg,50. 01

6
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mol) AN SO, FE G5 T I & 4% (30mL) , 25°C ) 870. 5h, HilF AL 7] 5
[0034]  2) fa] e SR H DN (Z) -N- £ Pt ik - - Jid SR i P 24 R P G (1. 1kg, 5. 0mol) AP IR
1) il A5 ) A 7R A = SR B (3.0L) , 29 il SRl ORI B e =k, PR$FO . IMPaZl U4
FE25°CF R Mi12h, [ BE5 PR S5, ok 28 088 WSO ), B IDNTE &K, F O S ERZ B, Wi A
BHAR G & T, Ul Z2 1B EIU s 7], /5 3 (R) -a-N- ZBE SR T2 B8 B (1. 07kg,
4.81mol) , %K :96% , 4l :98% ,eef 99.0% .

[0035]  SEZjfd3: (R) -a-N- 2, Pk 35k 25 7 G2 % P G 1) o) %

[0036] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 5 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , 7RG AU NI & H % (5mL) ,25°C KRB0 5h, fil A0 7 ;
[0037]  2) M) e SRR NN (Z2) -N- T2 - o - B SR RN = B FF IS (1. 1g,5. 0mmo 1) 3D B%
1) i il 45 @) A A 7R A = S0 b (15mL) , 43 R SR E S B =R, AR 2 3. 0MPa, 1
25°CF R Mi12h, 2 N45 G, 80 28 TR WSO 7, BN IS &K, FH R G R AR H, U ER A
HUA G 4 T4, JaE 22038 I Wiy 771, 1581 (R) -a-N- 2Bk 3L A A & B2 F g (1.07g,4.85mmol) ,
W Z 97 % , 4l fF 1 98% , eefti H98.7% .

[0038]  SEjifhil4: (R) -a-N- 2, Pk 3k 25 7 G2 % P G 1) o) %

[0039] 1) ¥ FVEECARL-1 (4.73mg,5.5umol) 54 @244 [Rh (COD) ,]1BF, (2.03mg,5. 01
mol) NI B e R HT , 7RG AU T I DY KR (5mL) ,25°C B0 5h, fil A0 7
[0040]  2) m) e NI BN (Z) -N- k3 -a - i R SE A = R FF G (1. 1g, 5. 0mmol) 25 B8
1) I 45 1 fh A0 75 AT DY S0 PRT (15mL) , 430l FH s ORI B e =3k, R FF0 . IMPa = U L
FE25°CF R Mi12h, [ BS5 PR S5, ok 208 WSO 1), B IDNIE &K, F O S ERZ B, Wi A
HHA G S T4, O 2808 R 7, 15 3] (R) -a-N- B R & R e (1.08g,
4.89mmol) , YT F:98% , 4l JF:99% ,eefti N99.1% .

[0041]  SZjEfI5: (R) -a-N- 2, Pk 35 25 7 42 8 P G 1) o) %

[0042] 1) ¥ FVEEAKL-1 (4.73mg,5.5umol) 54 @244 [Rh (COD) ,]BF, (2.03mg,5. 0
mol) JANE e N HT, 7R RS R I F % (5mL) ,25°C & M.0. 5h, Hill AL 5

[0043]  2) [m) e NI I (Z) -N- Bk -a - i R S A 2 R FF G (1. 1g, 5. 0mmol) 25 3R
1) BT 45 A A0 SR AT 2% (15mL) , 29 Sl AR SRS E # = IR, AR $70 . IMPaZ S5, 7125
CNRBLL2h, RS G, PR 2808 RIS 7 B INNE &K, AR SRR ZE L, IS L
G 2 T4, WhE 28R AR, 785 (R) -a-N- Z BRI E R S (1.06g,4.80mmol) , Uk
#:96% , 4% :97% , eefti H96.2% .

[0044]  SZjEf16: (R) -a-N- 2, Pk 35k 25 7 G2 8 P G 1) o) %

[0045] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 5 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) MBI R H , FER A AUHE NI EE (5ml) , 25°C & M.0. 5h, fill f5HEA ] 5

[0046]  2) ) S SR NN (Z2) -N- T2 -a- B SR RN & B FF e (1. 1g,5. 0mmo 1) 3D I%
1) BT 451 (A0 AT B (15mL) , 29 Sl AR SRV AUE = IR, AR $70 . IMPaZ S5, 725
CNRBLL2h, RS G, PR 2808 RIS 7 BRI NE &K, AR SRR ZEHL, A L
G 2 T4, WhE 28R AR, 183 (R) -a-N- Z B E B IS (1.09g,4.94mmol) , Uk
#:99% , 4l F:99% , eeftiN99.3% .

[0047]  SEZHEAGI7 : (R) -a-N- 2, Pk 35k 25 7 G2 8 P G 1) o) %
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[0048] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 5 8% &4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) MBI R H , FEGR S A ST EE (5ml) ,25°C 820 . 5h, fill#3 L7 5

[0049]  2) [} S SR NN (Z2) -N- T2 - o - B SR RN = B FF IS (1. 1g,5. 0mmo 1) 2D I%
1) B 45 B f A0 700 A0 e P B (16mL) 5 20 ) G SRS B 3 =0k, PR EFO . IMPa Sl U5, 7
25°C NN 12h, R MEE R G , 9 28 R IRNSCIS 55, FEIMAGE B7K , G IR S BEASEL W S8
UM S 4 T4, JaUE 22038 e ey 77, 15 81 (R) -a-N- 2k 3 28 A & 82 F g (1.08g,4.89mmol) ,
W Z:98% , 4l fF 1 98% , eefti H97.9% .

[0050] St fil8: (R) -a-N- Z, Pk 35k 25 TN 2 18 FY s 1 o) 4%

[0051] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 5 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , 7RG AU NI Z & H % (5mL) ,25°C B0 5h, fil A0 7 ;
[0052]  2) [} s R R NN (Z2) -N- T2 - o - B SR RN = B FF IS (1. 1g,5. 0mmo 1) 3D B%
1) B 45 1 fre A 750 A — &R e (15mL) 5 430l FH s ORI A B e =3k, R FF0 . IMPa = U4
FEL0°CF R Bi12h, [ B45 PR S5, ok 28 088 WS 711, B IDNTE 87K, F O S BR 2B, Wi 4
BHLA G & T8, R ZZ W A, 338 (R) -a-N- LB R T2 B H g (1.04g,
4.69mmol) , UL :94% , 4lifF:96% ,eeft N99.9% .

[0053]  SEZtifi|9: (R) -a-N- 2 Pk 35 26 Th 2 18 FY s 1 o) 4%

[0054] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 5 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , 7RG AU NI & H % (5mL) ,25°C B0 5h, fil A0 7
[0055]  2) () e R R NN (Z) -N- T2 -a- B SR RN = B FF IS (1. 1g,5. 0mmo 1) 2D B%
1) B 45 1 fr A 770 A — &R e (15mL) 5 430l FH s ORI A B e =3k, R FF0 . IMPa = U
FE40°CF R Bi12h, [ B45 PR S5, ok 2808 WSO 71, B IDNTE &K, F O SRR Z B, W 4
BHLA G & T4, R 728 S 7, 43 8] (R) -a-N- Z W28 Y 2 B H g (1. 08g,
4.90mmol) , T :98% , 4l :98% , eefH N99.0% .

[0056]  SEjtifs] 10 (R) -a-N- 2. P 35 24 P 2 I FP TG ) o 4%

[0057] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 5 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , 7RG AU NI & H % (5mL) ,25°C B0 5h, Fil A0 7 ;
[0058]  2) () S MR NN (Z2) -N- B2 -a- B SR RN = B FF e (1. 1g,5. 0mmo 1) 3D B%
1) B 45 1 fr A 750 A — &R e (15mL) , 430l FH S ORI A B e =3k, R FF0 . IMPaZE U
FE60°C T R Mi12h, [ B.45 PR Ja , ok 28 08 WS 711, BN TG 87K, F O S ER 2B, Wi 4
BHLA G & T8, R Z R A, 338 (R) -a-N- LB R T2 R H g (1.06g,
4.80mmol) , YT F:96% , 4l JF:97% ,eelti N96.1% .

[0059]1  SEjtifsil11: (R) -a-N- 2. P 35 4 P Ul P TG ) o 4%

[0060] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 55 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , FER A NI & H %% (5mL) , 10°C 0. 5h, Hil A0 7 ;
[0061]  2) [} e R R NN (Z2) -N- T2 - o - B SR RN & B e (1. 1g,5. 0mmo 1) 2D B%
1) B 45 1 fre A 750 A — &R e (15mL) 5 430l FH R ORI A B e =3k, R FF0 . IMPaZE U
FE25°CF R Mi12h, [ BS5 PR S5, ok 208 WSO ), B INTE &K, F O SRR Z B, WA
B UG T8, 05 2R RUSCAE T, 5 3] R) -N- LB 2R A 2B F Il (1.06g,4.80mmol) ,
W Z:96% , 4l fF 1 98% , eefti H98.3% .
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[0062]  SEZjfAl12: (R) -a-N- 2.k 55 2 TR 2 1 Y 6 ) 1) 4%

[0063] 1) ¥ FVERCAKL-1(4.73mg,5. 5umol) 54 &% &4 [Rh (COD) ,1BF, (2.03mg,5. 0u
mol) MU B e R HT , 7RG A NI & H % (5mL) ,40°C V0. 5h, Hil A0 7
[0064]  2) [a] e S H I (Z) -N- £ Pt ik - - Jid SR I 2 R PG (1. 1g, 5. Ommo1) AP %
1) B 45 1 fr A0 750 A — &R e (15mL) 5 430l FH s ORI A B e =3k, R FF0 . IMPaZE U4
FE25°CF R Mi12h, [ BS5 PR S5, ok 208 WSO ), B IDNTE &K, F O S ER 2B, Wi 4
HHAE S T4, s 2808 R 7, 15 3 (R) -a-N- L BEE R AR P IR (1.09¢g,
4.92mmol) , L% :98% , 4 :99% , eeft N99.0% .

[0065]  SEjifhl13: (R) -a-N- 2.k 55 2 TR 4 16 F 6 ) 1) 4%

[0066] 1) ¥ FVEECAKL-1 (4.73mg,5.5umol) 54 @244 [Rh (NBD) ,]1BF, (1.87mg,5.0u
mol) NI B e R HT , FE R AU NI & H % (5mL) ,25°C B0 5h, fil A0 7 ;
[0067]  2) [a] SR IR A N (Z) -N- 2Bk 3 -a - Bl SR FE P & g (1. 1g, 5. 0mmol) 25 3%
1) P il 45 () i Ak 770 AN — SR B (15mL) 5 49 ) SRl ORIV B #e =0k, PR$FO . IMPa U4
FE25°CF R Mi12h, [ BE5 PR S5, ok 208 WSO 71, B IDNIE 87K, F O R S ERZ B, Wi A
HHAE S T4, s 2208 R 7, 15 3 (R) -a-N- L BEE RN AR F IR (1.09¢g,
4.94mmo1) , L Z:97% , 4 :98% , eefti N97.3% .

[0068]  SEZjifhil14: (R) -a-N- 2k 5 2 TR 2 16 F 6 ) 1) 4%

[0069] 1) K¢ FPEECAAL-1 (4.73mg,5.5umol) 54 J& 4554 [Rh (COD) ,]OTf (2. 34mg, 5.0
mol) NI B e R HT , 7RG AU NI & H % (5mL) ,25°C R B0. 5h, Fil A0 7 ;
[0070]  2) [a) e RS I (Z) -N- ZBE 2 -a- iR S AR L N AR S (1. 1g,5.0mmo1) A2 B
1) B 45 1 fre A 750 A — &R e (15mL) , 430l FH R ORI A B e =k, R FF0 . IMPaZE U
FE25°CF R Mi12h, [ BS5 PR S5, ok 208 WSO ), B IDNIE &K, F O SRR Z B, Wi A
BHAE S T4, s 208 R 7, 153 (R) -a-N- L BEE RN AR IR (1.06g,
4.80mmol) , WL F:96% , 4% :98% , eefH N96.8% .

[0071]  SZjffl15: (R) -a-N- 2k 55 2 TR 2 16 F 6 ) 1) 4%

[0072] 1) ¥ FERCARL-1(4.73mg, 5. 5umol) 54 J& %% 54 [Rh (NBD) C1],, (1. 15mg, 2. 50
mol) NI B e R HT , 7RG AU NI Z & H % (5mL) ,25°C B0 5h, fil A0 7 ;
[0073]  2) [ e RS I (Z) -N- ZBE 2 -a- iR S AR L N AR S (1. 1g,5.0mmo1) A2 B
1) B 45 1 fre A 70 A — &R e (15mL) , 430l FH ORI A B e =k, R R0 . IMPaZE U
FE25°CF R Bi12h, [ BE5 PR S5, ok 2 08 WSO ), B IDNTE &K, F O S BRZE B, Wi 4
BN G T8, 05 AR RUCE R, 53] R) -N- LB R A 2B S (1.04g,4. T1mmol) ,
% 94% , 4l 1 98% , cefli NI1.2% .

[0074]  SEZjfA]16: (R) -a-N- 2k 55 2 TR 4 1% F 6 ) 1) 4%

[0075] 1) ¥ F-1ERCAAL-1 (4. 73mg,5. 5umol) 54 J& 2554 [Rh (C,H,) ,C1],(0.97mg,2.5u
mol) NI B e R HT , 7RG AU NI & H K (5mL) ,25°C R B0. 5h, fil A0 7 ;
[0076]  2) [a) I RS I (Z) -N- ZBE 2 -a- iR S AR L N AR S (1. 1g,5.0mmol) A2 B
1) B 45 1 fr A 750 A — &R e (15mL) , 430l FH s ORI A B e =3k, R FF0 . IMPaZE U
FE25°CF R Mi12h, [ BS5 PR S5, ok 2808 WSO ), I TG &K, F O S ERZ B, Wi A
HHAE S T4, s 2808 R 7, 153 (R) -a-N- L BEE RN AR IR (1.05¢g,
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4.75mmol) , YT F:95% , 4l JiF:97% ,eelti N92.2% .

[0077]  SEZtafs]17: (R) -a-N- 2 P 35 4 P U FP TG ) o 4%

[0078] 1) K¢ FVEFCARL-2 (5.28mg,5.5umol) 5 @& &4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B R HT , FE R AU NI & H % (5mL) ,25°C R B0. 5h, Fil 3407
[0079]  2) M) e SRR NN (Z2) -N- B2 -a- B SR RN = B e (1. 1g,5. 0mmo 1) 2D B%
1) B 45 1 fre A 7R — &R e (15mL) , 430l FH S ORI A B e =3k, R FF0 . IMPaZE U
FE25°CF R Mi12h, [ BE5 PR S5, ok 28088 WO 7, B INIE &K, F O SRR Z B, Wi A
BHLA G & T8, R ZZ W R A, 338 (R) -a-N- 2B R T2 B H g (1.04g,
4.70mmol) , U F:94% , 4lifF:97% ,eeft N92.9% .

[0080] St fsi]18: (R) -a-N- 2 P 35 24 P 2 I F TG 1) o 4%

[0081] 1) K¢ FVEFECARL-3 (4.05mg,5.5umol) 5 8% &4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , ZE R AU NI & H % (5mL) ,25°C B0 5h, fil A0 7 ;
[0082]  2) [} s RJFEHR N (Z2) -N- T2 - o - B SR RN B FF IS (1. 1g,5. 0mmo 1) 3D B%
1) B 45 1 fr A 750 A — &R e (15mL) 5 430l FH S ORI A B e =3k, R FF0 . IMPaZE U
FE25°CF R Mi12h, [ BS5 PR S5, ok 2088 WSO 71, BN TG &K, F O S ERZ B, Wi 4
BHLA G & T8, R ZZ W S A, 338 (R) -a-N- LB 2R T2 B H g (1.04g,
4.68mmol) , WL F:94% , 4% :96% ,eefH N92.1% .

[0083]  SEjtifsl19: (R) -a-N- 2. Pk 35 24 P 2 I FP TG ) o 4%

[0084] 1) K¢ FVEFCARL-4 (3.89mg,5.5umol) 5 @4 &4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , FE R AU NI Z & H % (5mL) ,25°C B0 5h, fil A0 7 ;
[0085]  2) () s MR R NN () -N- T2 - o - B SR RN = B FF IS (1. 1g,5. 0mmo 1) 2D B%
1) B 45 1 fre A 750 A — &R e (15mL) , 430l FH R ORI A B e =3k, R FF0 . IMPaZE U4
FE25°CF R Mi12h, [ BS5 PR S5, ok 208 WSO 7, B IDNIE &K, F O S ER 2B, Wi 4
BHLA G & T8, R ZZ W N A, 338 (R) -a-N- LB R T2 B H g (1.09g,
4.91mmol) , L% :98% , 4 :99% , eeft N98.3% .

[0086] St f]20: (R) -a-N- 2. P 35 245 P 2 I FP TG ) o 4%

[0087] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 55 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mol) NI B e R HT , 7RG AU NI & H % (5mL) ,25°C B0 5h, fil A0 7
[0088] 2) [ Fm RN E RN (Z) -N-Z B -a-AFXENABTRE (1. 1g,
5.0mmol) FERL) Frhil43 (1) fR A 77 A — & H be (100mL) , 35 P I N3 5 5 43 0l FHs SO
B =R, RANASEL.0MPa, 25°C N Si12h, [ W 45 WG , 986 28 M8 R A 71, FE NS
BK, HOR CBRZER WEA WA G & T4, 85 28T RI0A 71, 53] (R) -a-N- R 5L oK
P B H R (1.09g,4.91mmol) , i % :98% , 4l JF98% , eefH 498.3% .

[0089]  SEjtifs|21 : (R) -a-N- 2. Pk 35 24 P U Y TG ) o 4%

[0090] 1) ¥ FVEECAKL-1 (4.73mg,5.5umol) 54 @244 [Rh (COD) ,]BF, (2.03mg,5. 0
mol) NI B e R HT , 7RG AU NI & H ke (5mL) ,25°C B0 5h, fil A0 7 ;
[0091]1 2) B EmERNEF A (Z2) -N-Z B -a-EAFENABTRE (1. 1g,
5.0mmol) A ERL) Prifil45 o) e b m A — & b (ImL) , B B ZE 5, 70 A HE S HERE
Pe =K, ENERZEL.0MPa,25°C K B 12h, 2 345 oG, el & 28 03 [ml Uicvs 5, P IO &
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K IR CBE R B WA G 22 T4 D 28 TR [l AvA 71, 19 381 (R) -a-N- Z B oK
R E (1.06g,4.79mmol) Y4 : 96 % , 4L 97 % , eefH HIT.2%

[0092]  Sjiiff]22~40: (R) -a- 55 3 N MR EE AT AP0 H) il 4%

[0093] 1) K¢ FVERCARL-1 (4.73mg,5.5umol) 5 @& 4 [Rh (COD) ,1BF, (2.03mg,5. 00
mo 1) AN F SR A, AR AU F I & H e (5mL) 5 25°C 820 . 5h, il 13 AL 7
(00941 2) [ e B I (Z) -a- B S 05 22 N 2 IR BR AT A4 (5. Ommo ) B BR1) B 131
fEAL TN S Be (15mL) » 2055 G ORISR E i =k, REFO . IMPaZl <R L, #£25°C H
RE12h, [ S5 PR i, 9 280 Bl WOV 5 BRI @ &K, HI AR SR A WS A ML A 4
TR U 2 TR RS R, A5 21 (R) -a- T R N RAIRBRAT AW , IR, ZUE , ee LR L.
[0095]  Je M@«

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

[0097] R 155122 ~40FF) S e 4%
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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

(01001 AT B 43 FTad (¥ 3 A D020 e W # RSB R 0 2% AR B ) ORGP LA 24
BAN R+ St ] R R 1) B AR 3
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