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L—FhFrEL 4- 2R3 -2- 80 -1, 4- T HRAL &R 46 7 i, ARIEE T, BT
HEAR ETHEBEASMNGEET BB S K2 B KEWS BRI R 2 — i
— K EVITEVE R IR S RN, A BT, 4- = 2R -2- -1 4- — T HZR LA o Js
BEREE S TE 4 R E AV BE R 1 (10-20) = 1, RN AN R 1R

0
OTMS R,
| +
Rz 0 )\m Rz OH O

A1
JIT 3 A7 T P TR R R g o o Ik il 55 4, AR 48 £ % — /K & Wb i B EER 18 &
JR - 3R F 3 AR i R = PR e ) — P 22 A, BT IR B R E A B ) & A
B 5 B4
2 ARAEBRZL R IR I 7, FHRHEAE T, PIT IR () R BE A K 5 T 1t <2 )& 52 & Wi JBE 7K
1A (10-18) : 1.

3 ARIEAURE R TR T, AR IEAE T, TR F & B E AW A A I FASA &
NEE RS,

L (1)

Forr X ok B = R AR 1 2R 5 1 FRAR R A R AR P A — el 22 o s Mtk |1 4 4
PRAEER I —FhE 2 PR RN EE In M EEHAIR, R SRR EE In M FIR L RWR #H
M7 Hbg H AR T CL-ChIf e & L C1 - CH I e S 38 RICT - CHI1) A e 38 Hh 1K) — Feh sl 2 Ffr s mohy
1~ 5 HEH, n 1~ B HEH RR & L L AE 2R R ABAL (8IS BN , [R] — P o 2R B
ERAR BUAR AL B AR F B

4 FRAEBRNE R VTR B 7732, HRHIEAE T, TR 2R & i — K G IR 2R 2
fit— K AW E N0 . 1-10mmo /mL ; AR 3% s , FTiR K 2K 2 — i — /K B WIS BRI 2K 2 — 1%
—KEWEIIRENO. 1-5mmol /mL .

5. MR HEAUCRIEE R BT IR (1) 751, FARHIEAE T, B VR & S B B3 B D -20-30°C 5 AL ide i
T VR & IONET R JEE 9 -20-20°C s SEAR IR HE , AR R & S B )T B 9 -10-20°C o

6 . MR AR EE SR LIl (1) 5 v , HARREAE T, Bk iR A S SLT I 6] 91 -2 5he

T RIEBCREE R IR @) 778, HAEE T, TR F LB EAMS 5 R BKRE R
0.5-5mmol/mL,

8 ARYE BRI ESR i 1) U5 i, FLAFAEAE T, Pl i) 770 9 B i B s AL &40 5 I ik

2
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—HRFE,4- TR E-2-52 51 4- T T B L SR HIE
7

BRI
[0001] A B J& T A L& BRI, 3 e —FhFEL, 4- Z 4 -2-F23-1,4- TS
WA )26 T

BEEEAR

[0002] RS XFFRAHEAL S A2 il 2 T PR 4 o 1) O B - B, AN FRMukadyama aldol 2 B 5 2
FEEC-CH ) BB BTV, TR AR 245 R AR P= I 6 i il 4 L #0A SCBE RL H

[0003]  Aldol= 8% FH A HLLAK , 744 8 4 P 20 i B 42 07 T #0 A 2L M aldol )R
LA FATIAEIR N - 20164F , Tkemo to%5 N itk I R B /E Aok B 2 5 AN #Raldol )X
N, P4 R R HIATDS 25 S5 5B 42 (Org . Process Res.Dev.,2016,20,1615.) .20204F,
Da i 2H F) FH B AR 10 2, 1% BR I8 AN R AL S W aldo L OBE, AT LA s st i) £ v o e J2E % 1
[R12-F2 B R FLAL &4 (Org . Lett.2020,22,4444 .) . 19734F ,Mukaiyama/|>2HL A5 A 7k Tk
LRI A YR Ialdol ) B il 45 B- R BBk &4, i3t — DR T aldol R SERIH AT, - FH4A
T Mukaiyama aldol sz BB . (H 2 — I A YIS S Mukaiyama aldol ;N Tl
SN A, N B 32 3 T AR R IR PR i o 20 104F , Feng 4 B 20 18 FH T M 82 4% & W 1 AL,
Mukaiyama aldol g M| #5152 T A K PEIL, 4- K5 -2-F208 -1, 4- T RN EY
(Synlett,2011,7,903) %M EIEINTE G FEAEMEE L] RAR =Y B B M i H# A =
BN FH o A A B 2 A2 EH 12 e P Tk e B0 2 2 P TR IR L R T 1 e L ) %15 3
(Chem.Commun. ,2010,46,3771) o %X MR KX R E VAL T BUE B S S T IOV,
o s Bk v, A A = R L {8 FiMukaiyama aldol i 451,4- KR -2- 231, 4-
TR ZRAL G ) EAF AR R I B T AN S S B B A T ) T R s N A R
P PSRRI, U AR SORL I H ()4 [ B 28 P e A TR R 75 246 FH SR BRI A R R, IX A
PRZ S RLAE IR AN L S5 77 THI A AR R BB ] o 17 A 2 BH SR HE R il 8 1, 4- 2R -2- ¥ 2k -
1,4- T EZA BRI 7155 s R WLk BT A4 o, PE e /B B EL e R 5 H O N AT DL —
WA B AT, o AR AL, RO SR AR AN, ZR AR

[0004]  JRiFaldol RN T LA b SR Mk 1 i Je , (EL2 WU IEAL & M AN X FRMuka i yama
aldol AT FRERF 9Tk e , HLIRAIR & FAE s B 0 s Bt oA Rt — 2R &

RARE

[0005] AR B H FEFHEpE—FhFrEL, 4- 3 -2- 5201, 4- = T Rk &P
B 7% AR W R SR — R = R AT ZE 0 T PR O AR b A 4 070k s ORI IR 5 & )R
HZERRN T RE ST LA RIZ T e R E S E v AT AR — K&
BRI 2R RS — K A P A6 BRMukaiyama aldol B, il 46 T — ZR 41 i X g B 44 1)
1,4- 2K -2- 333k -1,4- T EZRAL G ik

[0006] ik, AR BISRAL T —Fh P, 4- 2R -2- 53 -1, 4- TR AN H % T
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2 TR T i A AT R E ST IR R 5 28 4 K E W BN 2
L WK E VAR IR & [N, 13 B PR L, 4- ZoRFE-2-F 0k -1, 4- T ERAL &
Horp e it 5 T e R E SN EEREL 1Dy (10-20) = 1, B0 R K1 FTs -

0O (@]
OTMS Ry
| # _—
[0007] RZ 0 )\R1 RZ OH O

a1
[0008]  Jyy ik fis P fek K (1) R g o R B R W 45 ), BRUAR) 2R & i — /K & b () AR EER 126
SR T 3R A | PP SECRE L A 2 A = U R b () — Ml 22 i, ok B R 7 2R A 1) 4T
AL TS B A
[0009]  gt— B4, ik MG RERERE 5 T &/ 2 S W EE/REL 604 (10-18) : 1,
[0010]  pE—Hh, Pk i) T JB B S A A I N ARA FoR s lgii,
Y X-

A (1D
[0012]  JLrpX ik H =& EEERAR 0 2 3 7 B FRAR RS FRAR Hh (1) — PPk 2 Fh s MiE 5 &
JE AR R — FhEk 2 B R RORECE A AN EFIR, R ROREGE An A EEFAR G RGR
% B RS ik B AR T C1-CoRkEdE .CL-CoI ke A L ANCT - CH I A F e Fvh 1 — FhEk 2
it moA L~ 5 BEEL, no L~ BB RAR & B ASZHIAE 2R () &1 A7 18] 57 B0 A7 [7] — Pc 4
HOR IR ERAIR HUARAL B A A BAN A .
[0013]  @E— D, FTiR I K 2 1 — /K VBRI R 4 B — KGR N0 . 1-
10mmol /mL s e , BT il I 28 £ 8 — /K & W sl AR B 2R & — i — 7K &I 2 R0 . 1-
5mmol/mL.
[0014]  HE—2bHh, ik iR & SN A IR BE N -20-30°C s AR idedth , AT ad VR & SN () 9L A - 20 -
20°C s EEAR IR Y , TR VA S SR 9 -10-20°C .
[0015]  Ht— D, ik VR & S BRI B 8] 1 -2 Bhe,
[oote]  Ht—Dth, ik FHEEE WS 5 R B EN0.5-5mmol /mL.
[0017]  @E—D M, BT ¥ AN R IS B 1Ak &4 s PLade th, BT ¥ 550 0 TR L 20 Bl
i o
[0018]  [AIH A BHIGHRAL T 40 FEIAR %
[0019]  <1>. —FhAHEBRAT A I FPERCA , FLRREAE T, TR FPERCAR R LERL /IR
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R (2
[0021] R FARHE I MNMOEEFR, R FRECE IR AR AP HIRR % H 0%
[ &0 CL-CBI¥ b 4 L C1-CHIfY e S A RIC L - CH ) A e i v i — Bl 22 i, m Ay 1 ~ 51y
H N1~ S BHGRVR % B MO HAE SRR AR TR 8O A7, (7] BE A P RAEZEIA 111
WAL BAIR AR 2R3 R A AR ) AN )
[0022]  FF & BRI BLAA AT A U0 R PR 4544 -
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[0023]

CF3

A (L)
[0024]

OH

OH
CF,
A (L19)

gy
OH

OH
CF;
A (L29
OMe
OH OMe
OH
CF5
(L339
CF;
N
OH CF3
OH
CF;
A (L4)

2> — M T IR <D PR B PR BCAR R T g A AR T D IR
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e - ﬁ n%

A CFa L
[0025]
Rm
Br CHO

= Rm Rm OH D.I” —
| T Rm D N \ y

O,..COOME Z D , — O _Sha_ oA
~ G :

Bn i OH H OH R OH
A L

[0026] 4%%%1%%}3%6@%%&%%/% %/j%f%ﬁkékuféﬁ}ir“ CEIE=g ES 1%/\%8
[0027] WS IEEE A A PIBAE FHIE JFE IR I, It 2 AR 3715 21 Z FE EC s

[0028]  SIEEECH/KMEEI A PIDI NAS 2 FHEBCAAL;

[0029] Bl Ks A ORI 3 1 P =R FR iR A” 5 R AL 75 1R IE A B R B, 15 B R S 2R &
YIB

[0030] HZEIERERAEWIB 1 FIE RS, Bt 25 R 37 15 B R EEC

[0031]  SIEEEC S/KMEEAL & PID I NAS B F M FLARL

[0032] ¢ Bk, RAL 55 18 AR A B LR F &R 7 < C1-CH A B3k L C1-CH I e S8 3 A
C1-CH[A AUt 1) — Fh a2 B, oAy 1 ~ 500 855, R FRom B0 m A ) 3L R, 14K 75 &
(T AR JERAE 2R FR [P AL (RIS B AL 5 AL e, BT 3 (03 JR A ALK

[0033] <3>.—MFUEBEAY, HEA W FARA RRm@Egm, 3 AR Fik

> Frik Hﬁ%f&@aﬁ:'ﬁ JE TR A N TE K

X-
i (e
/ n \\ :“O n
[0034] d M M
/ /
() (o)

W (1
[0035]  JLrpX iEH =& EEERAR 0 2 2 7 B RAR RS AR Hh (1) — PPk 2 Fh s MiE 5 &
JE AR AV R — FhEk 2 B R RORECE A AN EFIR, R ROREGE An A BEFAR G RGR
H B RS ik B AR T C1-CoRkEdE .CL-CoI ke A L ANCT - CH I A F e Fvh 1 — FhEk £
it moA L~ 5 BEEL, noy L~ BB RAR & B ASZHIAE 2R (1) &1 A7 18] 57 B0 A7 [7] — Pc 4
HHRTEZR A AR, B AIR 7R3 T (0 BUARAL BAH [R] 5 AN
[0036]  <4>. —FpFVEL R T AW Tl 4& 7k, JRREAE T, BT i 5 V2 046 « 78 ) B I3 57
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CN 112979523 A

B, I\ & B 2 AR HE IR < O Bk it FHERCAR TR & N, Frid & B 2P i 4 8 55 Tk
A AR ) 2 /D — b BTk B [ = 20 % \DABCO Bk iR B AN e 2 B v 1) — Fh el 2 Fob
= % DABCOA A ML » Bk B BN BB B A e AL+

[0037]  <5>  R¥E IR <A>HI Tk, Frid F LA S 4 8 3 A BE /R L N (0.2-2.0) -
(0.2-2.0): (0.2-2.0) »

[0038]  <6> . AR¥HE_LIR<A>HI 7%, Bk i s BE 7713k H B IS B & b & R i — Fhali 2
Ry Ak b, BT S LI 753 IR S 25 SR e S R i — Fhal 2 A

[0039] A BRIRGLM F 1 & R 2 S WRe | A R 2 i — K& BRI R 2
15— K &I AT FiMukaiyama aldol KN o [ NAS S | S0 B E B L, 4- — ORI -2-F%
B-1,4- TR EY A KRN & B AE SRR TIAL,4- % -2- 5 -
1,4- =T RGP Mukaiyama aldol e B o 2% A 7565 1 i) R, Oy i) 46 B LA HIL A R
Hr TR TE P01 8T B AR R LS R ) K Je R . F AR B R X

B [=115¢ BR

(00401 &I 1 Dy it 1) 7 )45 2K 77 40 s - Baa I A% A LR ST
(00411 [ 2795 i ) 7 )45 2K 77 40 - Baa i) A% W LR 3
[0042] &I 3795 jti )8 )45 2 7 40 - Bba i) A% HEAIR 3
[0043] [ 4795 i I8 )45 2K 7 40 - Sba i) A% W HL AR 3
[0044] &I 5795 i 19 )45 2K 7 40 - Bca i) A% M LR T
[0045] |16 95K i 19 A A5 2R 7 4)'s - Bca i) A% M S LR 3
[0046] P75t 41107 (945 2K 7 Hs - Sda iy A% 3L IR S 5
[0047] P8 it 1107 (945 2K 7 Hs - Bda i A% LR B 5
[0048] P9 it 41107 (945 2K 7 Hs - Sda i A% i LI 1 5
(00491 [ 10795 Hta ol 1 17 (43 21 7 W)s - Sealt X HES IR 1 5
(00501 [ 1104 SE ol 1 1 (43 21 7 W)s - Sealt X HES IR 5
(00511 [ 12095t tol 127 (43 21 7 W)s - Sl X RE L IR 1 5
[0052] [ 1309 sEtatsl 127 (A3 27 W)s - St alf X RE AL IRt ;
[0053] [ 1409 St tol 137 (45 21 7 W)'s - Sgalf X BE IR L1 5
[0054] [ 1509 St tol 137 (145 217 W)'s - Sgalf X BE L IRt ;
[0055] [ 1679 5Kt dsl 1374 (45 217 W)'s - Sgalf X BE L IR A 5
[0056] [ 17045 hta sl 14+ (43 2117 W)s - Sha X BE L IR 1 5
(00571 [ 1879 Sty 147+ (43 2117 W)'s - Sha X BE AL IRt ;
[0058] [ 197 SE sl 1574 (43 217 Ws - 31 alf X BE AL IR L1 5
(00591 [&] 2009 SEHta sl 1574 (43 217 W)s - 31 alfy X BE AL IRt 5
[00601 (210 SE sl 1674 (43 217 Ws - 3 jalt X BE IR 1 5
[0061] |22 St til 1674 (43 217 W)s - 3 jalt X BE S IRt ;
[0062] [ 2309 S hta sl 177 (43 217 W)s - Skalf X BE IR 1 5
[0063] |24 09 St tol 177 (45 217 W)'s - Ska X BE AL IR 5

[0064]

125 9 5 it 491 1 8 H ) 45 2 (K 7 s -

Slaf iz i L PR A |
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[0065] 126455 it 51 18 11 75 21 1) 7= ) s - 3l alf) A% MG SL AR 5
[0066] P27 M55 it 51 19 7 11 45 21 8] 7= ) s - Bmalf) A% MG SE R A 5
[0067] &I 28 5455 it 51 19 1145 1 1) 7= ) s - Bma ) A% b SEHR AU 5
[0068]  [&]29 455 it 51120 7 11 75 21 1) 7= ) s - Bnalf) A% MG IL R A 5
[0069] &30y 55 it 451120 7 11 75 21 1) 7= ) s - Bnalf) A% MG IL IR 5
[0070]  P&I31 M5 it 51 20 7 1145 2 1) 7= s - Bnalf) A% MG L IR 1 5
[0071] P32 5t 5121 145 B 1) 7= ) s - Boalf A% MG FL IR AU 5
[0072]  PEI33 st fi 21 A 145 B 8] 7= ) s - Boalt A% MG ILHR AU 5
[0073]  [&|34 5Lt 51 22 (145 2 7= 4)s - 3ab ) R e AR S 5
[0074] &35 55 it 51 22 7 1145 21 1) 7= ) s - Bab A% MESL IR -

= & = =FJ & 2 = =

BARSHERAR,

[0075] b1 Z R K LS iy 20 A R AT 25

[0076] 45— T7 T, AR LA — Fh T 4 TR A TR 0 T B A A A B A
IO NG L EVC

RGP
[0078] X %t —9mFF R R AR o1 2R 5 - I A A R A 1) — Pl 22 ol s Mk I 4
PREUVEER I — P 2 P R FOREE In N EEAIR, R SRR EE In MR 2R3 RHL
AEERR & H A7 bk 5 &5 CL-ChIF) ke 2k C1 - Co I ke S AICT - Co I A e B Hh (1) —
Fhak 2, m)y 1 ~ 5B, n g L~ 588, RR & [ Pl ST MU ZE SBR[ AR A7 | 8] A7 B 7, [
— AR FRAE IS b (B B IR 762858 B AL B AR R 85 A A .
[0079]  Ho, Fofk 2R RATAER LAY, BB W NLEL Fros g /i -

BR (2)
[0081]  FF& i AECAR AT A 40 BT 4544 «

10
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CF3

OH
CF;

7 (L2)

[0082]

OMe

CF3

CF3

= (L4)

[0083] A B b = IR IR HE A 220

ny

OH
CF;
X (L19

RO
OH

OH
CF3
A (L2
OMe
N '*f
OH OMe
OH
CF3
7 (L39
CF,
N "
OH CF;
OH
CF3
A (L)

{7 B[ =253 m] DAl 6 BE AL BRL
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A CFg L
[0084]
Rm
Br CHO
e OF OO s &
R
R O e R e By <
' e G :
\ N N
Bn [ OH H OH R dOH
A B' (e CFy L

[0085] YA PR ik () R U2 FR A (A ) 54K 07 IR ad i 4 [ R B, 73 B S Bl 2k & 4B
B);

[0086]  HEEERILEYIB (B ) AL, BRI 1532 ZHEEC (C) 5

[0087]  SILEEC (C) S/KMEEALAHD (D) B v] 15 B FHERCAAL L)

[0088] R R NEE AmAIEEHIR, REA FHUARKERIE H &R 1 C1-CoMf ke ki .C1-Ch ) b
A FEFICL - CH M) A JRUoe 2 HH I — PR 22 il moA 1~ IV B4, REE R IR AR A [A) 57 B A7
[0089]  ZE i, Ak R A Tl (1) B FHEE R E G0 & 5 4 8 2k
S CAR AT LERR A N B AT AR o

[0090]  #il& EIRFTIRIIFME R E &Y AR S & 08 2 VB ) BE /R L 410 (0. 2-
2.0):(0.2-2.0): (0.2-2.0) ik N (0.2-1.5) : (0.2-1.5) : (0.2-1.5) .

[0091] A BH P (1% 4 i 25 ] Sy AT A H R At N 573 B 380 R ) ) L Bk e . 2k 1 T =
P A TR A T e A R T ) L — R B R K i B e R R e B A A o i S
ek R, RSILE SR Z ECAL R R AR, DL =6 P R R 2o A

[0092] AR BHIRHEFIFHEEER GV, & ZF R ARE SV P, 2 N FEARE AR
N TR AN ) 2% A LB TEALBR R 1) — PP EL 2 B, 5 T2 F & R 2 S il 25 5
ToRR o Forp, DL = 20 i \DABCOSE A MLHR , AR BN« ik FR AR S5 T M LI e A 5 FH o 25 R AE V45 771
VA R AR DL, — MR A A LR

[0093]  Hill& FIRFT/RBIF M4 R E SV HEE R R 2R SRR
—FhEE . R, S RIE AR L 2 SR e & AR I .

[0094] &5 =T51f , A& B B 4B E St T ASX #iMukaiyama aldol S J&E B HE &
R R AR o F R T % S8 o] LA 3 G AR L2 5 & R A S A AR i FHE S R R
HYINF IR KBV B ERIGR 2 % — K& Mukaiyama aldol N A = 4K 1
FEA IR, S o7 R 3 HH 0 35 1 S5 S 88 1 o A FH A R B vR BT IR 1) - & JR AR R & P i vk
T IR LI S AT 2 AR A AR B 4 22 0 IR () ) AL, B s R0 AR L (RS L ) 2% T B-R
BEIRENAED .

[0095]  [A|uth, A BHIAHRAE T —Fh1, 4- ORI -2-F2 0K -1, 4- T B SR AL S R T A LR
(0 1144 735, Bk 7 iR B G B A R B TR I T4 & B B & W sliAR 35 A 2 B i 3 1l 2% 11 F

12
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Ve B2 S-SR RERE KR £ RGN 2 4 8 — K EWIR & OB, AT B
WA RN, 4- Z 08 -2-Fadk-1,4- T S S, P s I R IR XU R | 9 2% Ik Bk i 4
1, BURHI R £ I — /K SV A BARIER, 16 H U1 15 3R PP 3k L S0 L 6 0 =
He o ) — a2, P iR BARER, AE R IR QAL - 8] A7 B A

0

O
OTMS Ry
| + —_—
[0096] RZ 0 )\R1 RZ OH O

Tl
[0097]  ARKHP AN FHEBEEY, S5 XMW ER H0.5-5nmol /L; ik
Mukaiyama aldol M HIHEE N-10-25°C ; fiiAMukaiyama aldol e W IR TER] A N 1-2. 5h,
[0098]  FEABHH, IR I B fek Bk 5 1t & J8 2 A Wi BE JR L A5 AT o (10-20) =1, BA
(10-18) : 1AMk
[0099] AR B FriR B FPEE B E SVl 0 ARGt 77 R~ , LR RAL2- 5 &
YN : AE S BEAE 48 W RN IR 8 ¥ 1), 3% LU G N B 6, e FE — /NI, L4 5 78 70 W s BE S
TN F-PEFCARL2 R0, , J2 2% 28 56 75 210 °C N B b — /N, B AR IR BE IR I B, B Bh T
e AARL2 A 25 5] S N, e B 40 (0 O AL 5t o V5 70 AR BRI 573 B 28 R0 B3 771, T 9 2
NEZE O eG4, AN ER « 16 ST A - 4 35 AT DL FH = SiAS it IR 4 ot A 40 i PR 4
oK) — e 22 Aol R ARV R R IR RT 090 . 5-5mmol /L
[0100] A BHFR LR Bk TR - FiiAL2E SYME MR & KGRI R 2 —
E— KGR AN FRMukaiyama aldol e W A fEAL IR N, DL e — il €6 1, 4- ok -2-
PR -1, 4- T EERE IR 5V, BTIR 2R 4 R — /K E WU R 4 1l — K & W 2

TR BT -
/
* HO * H,0
[0101]
/O)\/' H,0 | / * HO Rp=H,X,CH3,0CH3,NO,CF3
=0

®x (2)

[0102]  H ikt K FHEE &Y, miErkh 55X Q) s —FoR o B —KEWREA R
IS+ AR 5 T M R A BE IR EE B AT A (10-20) = 1, LA (10-18) UL ; Frik i 57N
AFE AN I BRI B 7R T ORI 9 B 2R S SR B A, Hodr o AT
fil 2B s iR G5 i ER =X (2) Pl R & i — /K& £ m] 250, 1-10mmo/
mL, A6 0. 1-5mmol/mL s BT IR VR A [ B 13 B 1] R -20-30°C, A A4k 9 -20-20°C , J BB
(B "] A1-2.5h,

[0103] e BT AR AN T o (DAOR AR BERE R A Szl in 2 5 I B A1)
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O 0
[0104] A0 Cat.
OTMS | o ¢ 10 R
2 2 acetone, 2 OH O

[0105]  fRIESAFMIVRA RN oy B iedli 5, 38 T, 4- 2K -2- 20 -1,4- ZTEIZ b
E s FTR B A0 75 V5 S5 R AR AR I N 53 FT BRI 43 B 3 Al 7 2%, 0 HE A2 VROAE
AR EE S R KRR AT A B T, AT AR A N 2R A AR 2T 4 5 TR AR JE AT
I3 B TR IR R A AR AT 53T BN IR, vk A TR R R R &
G RSV 7 R ) — Al 2 A, RT A N f e 5 28R ZBRPTR A i 35 s BT e 5 2,
R BRI A AR EL TR (50-5) : 1,

[0106] M\ Fid Py 2T S, A ISR T (6 FH — Fh A RCARLE S Lewi sIREAL IR £
KSR AKX FRMukaiyama aldol JWE il €61, 4- oKL -2-FR -1 ,4- T EAKAL
BN 515 o FE X Fh O v B A e W sk 3k A T (6 SR AL 7 BN AR S 15 25
[0107] AR BHEIFTA SRR AT LK E T8 , 1 a] DUAR S SCER I IE B AT 1%, BERH AARR 1 o
[0108] DL skt 5 o BT FH A 15 4% -

[0109] K%L : 45 & 75 400MHz for HNMR AN LOOMHZ For *CNMRAZ B 2 4R 1%

[0110]  JFii A : iR EEHiWaters Q- TOFPremier %)

01111 Syidk— P UB AR B, R4 & AR SE B F S B E S MER L i —KEY
I AX T FrMukaiyama aldol W H ) e s fE A A FHREAT PRGN 538

[0112] IS T S it 45l o B R A =X 3 R 4 T s 1) 47 T ek P 225 A0 40 R P s

otMs X/
[0113] |
OTMS

X3 4
(01141 =y s 1
[0115]  JHZURRAT AL I THEBCAAR ) )25, DL A7 ORIP BRI L - il 20 R il 26 T-PE AR L2 9 91«
[0116] & RGBS LR AN T B :

CHO O
O aXod
0117 — ) 0 ()
M7l ™y coome NL° _HaHe, crs N oM
N THF N O EtOH N O t-BuOH
Bn an OH H OH OH
B CFs L2

A C
[0118]  7F 78 3 &S A 1 = D Jee g I N ¥ 71 DU kg (20mL) , NN EE 2% (0. 36,
15mmol) A%} H JE R ZK (1.3¢g,7.5mmol) , W ML INHAZE [ B 51 % » 20mi n P 32835 N 8 42 %)
FH IR (1.3g,7.5mmol) o i IN&h B 5 , 4k SR AR A2 70 °C [Hl i 2h o i) S B AAR 28 0 i s 5 2
R HIL- FEEERA (3.3g, 15mmol) ¥ VUSRI VA (20mL) , 4R ZE7ET0°C [HIL , S M. 7h o ) FH 7
J2 0y M N e R 4 B, A R S A i KV VR KR » FH 20T 2 TR 26 B, T AT B R 7K

14
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R TR BN T JE IR 4613 2R B R I R R LA VB

[01191 ¥ ksl 4 4k & 498 (1. 11g, 3mmol) VAFRLE 2% (30mL) H , I AWK 21 & (0. 3mL,
12mmol) , Jx iR Z Hil N A H SN, 5 R N.8h o v 2 68 1% 32 i I e 1 45
J&i » &1 N BB SR I SR A I R SR, B (30mL) PR e AR SR, I
Wi o B J5 m) 4R P OIIN S BR50mL , A IS & S A AN MR TTPID 9 IR &V H LR L s A6
B, MR B K AR, DN TC /K BR BR AN 458, el R Tk 4 15 B 2 R BEC & H -

[0120] 4% b — B0 & 1 S JEEC (0. 56g, 2mmo 1) VAMRLERU T IE (30ml) H, IIN2-¥3 0k -
3- ZH AR HEE 2mmol) , INFAZ30°C , Hi 4 N6 /N o 78 2 4 1 I 00 e 97 485 3R, 93 I
Wi , Tl R A FN) R AT AL JZ AT 73 B $2 40, WWRGE AN A K/ 1R O T, — & AR FREL 5
1,15 3| FPERCAARL2

[0121]  SZjstifs)2

[0122]  FSURRAT AR I FPEBCAAR Y 2% , LA A ORI S AL - il 2R i &6 T PR AR L3 9 4915
[0123] A RERZn RN

MeO CHO
[0124] OMeOBr \ MeO
coome M7 o _HpHCl CF3 OH\_/
N THF N EtOH t-BuOH
Bn MeQ MeO

A L3
[0125] 78 78 3 B I = Dl’}aﬁﬁﬁljﬁﬂ)\{ﬁ Y mﬂﬂr’i (20mL) , bu)\%ﬁé/ﬂo.%g,
15mmo1) A H A FE IR (1.4g,7.5mmol) , K XML AINFN [ B 51 &%« 20mi n P 328 Vi 0N 4%
XTHAEEIRIKE (1.4g,7.5mmol) o ¥ INZE B 5 » 46 82 I A 70 °C 1] 308 2h o ] S AR 2R 3 s
FHELRPHIL- M ZBRA (3. 3g, 15mmol) [ VU S BRI ¥ (20mL) , 4k B2AET0°C [R13L , ;M. 7ho H]
FH 2 o p 2 B 0 e S 45 o, TP AN A S ARV IR K R S o FH TR SR AN, Y AR B R K
JREE S TCK R BN T8 Ja IR 4R 45 B R ORI () R BEAL S B
[0126] ¥ Lk 4k &49B (1.21g, 3mmol) VA FRAE 2% (30mL) H, I AR 2H & (0. 3mL,
12mmol) , R BifR R A IENE A AR T, IR N.8h . v 2 1 v i Il s 37 &5 o
Ja s 2 b OV, BE S A VIR G E S, O EE (30mL) Yk W AR IR, Jl&
Wi B J5 R AR R N R 50mL , & & S S BN A T PID 9 IR AW IR L B
B, PR BR 7K S 6 NN TE /KB R AT, Dol ik 45 15 2 = SR B C & FH
[0127] ¥4 b — B )2 I 2 3L IEC (0.63g, 2mmo 1) VA FRLES T B (30ml) 1, A2 FR 4t -
3- = H R ORFEE (2mmol) , MNFA A 30 CHERE S SL6 /1N o 8 2 BT €80l 1 0 Jse S92 435 3R, 90 e A
95, T AP0 R) B IR BEAT RE 2 AT 20 B 440, R A A T 2R T, A AR RIEE N
5:1,13 2 F 1 BCAARLS .
[0128]  Sjifsl3
[0129]  FRSBRATAE M) T FCAAR 1) 1) 2%, DA A ORI JE 1) L - il 20 B 1) 45 - R B AR L4 9 491
[0130] & RERLRIN T AT :

15
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CF3 CF:, CHO
f0131] O o cr
rycoo :20":3' t B :33:3 OH 3
t u
OH

A
[0132]  7E 783 AU 1 = Dkﬂaﬁﬂﬂlﬂbn)\/ﬁﬂlﬁl mﬂjiﬂr'i (20mL) , bu)\%/« <o.36g,
15mmol) AIXF =& P VR A (1.7g,7.5mmol) , R XALINH E 52 N 5| & - 20min P 32 3 0N 3
ARATE BRI (1.7, 7. 5mmol) o NG R i » 4R S NARAET0 °C 113 2h o [ AR 58 A i n e
FEELRI L - T2 BRA (3. 3g, 15mmol) ) VU SR IR I ¥R (20mL) , 4k 2 AE70°C Bl , )R The ]
FHE 2 Uty i I s 37 25 o, P AN G A0 B ARV TR KRS » FH 2GR 2 B AR, 1A £ 27K
JREE S TCK IR BN T 158 Ja IR 4 45 2R R ORI (1) R BEAL S B
[0133] ¥ Lkl 4% (4L & 40B (1. 44g, 3mmol) VARRAE Z.BF (30mL) o, IR 2% (0. 3mL,
12mmol) , R PR B IEANE A FHAEE AT, =R N 8h o v J2 3 v i Il e 37 &5 o
Ja > Z b RN, I S AR, RBR G E G F A EE (30mL) BEEIEE WS IR, T
Wi o B 5 AR RN S ER50mL , A 1E & S AL WA T PH> 9 IR G W H 1R L B ¢
B, M RN ER 7K AR NN TE /KB R AT, Do IR 45 15 B Z SR B C &
[0134] ¥ E—DIRHI R ELEEC (0.78g,2mmo 1) A MEAEAU T BE (30ml) 5, IHA2-F2Hk -
3- = AR H I (2mmol) , INFARTOC , Bt S N6 /N o 2 A €0 15 B 00 e 82 485 3R, 9
AR, TR YR FRE B AL AT AR E AT 70 B ER 4l , R R v A T e/ 28R 4B, — 3 AR AR L
51,15 B TR ECAALL
[0135]  Sijiffsl4
[0136]  FVEAMECAKRLE &Pt
[0137]  [A]10mL & NIAE HR I ImL A B, 0N =3 s R 4 (7. 22mg, 0. 02mmol) , F 4 —
IINES, LA ER 78 40 A s nON A St 45 1 A B A 0 PR BCAA (4. 2mg, 0. Immol) A1 = 2, 1%
(2.8uL,0.02mmol) , R NFEFL F0°C R HEFE— /N, 1803 B iR P Il 2% e I T A, i iR BC A L
FER 3550 e 8L, O B A R AL R o
[0138]  =jitifsi5
[0139]  FM&BERICAAL A Y%
[0140]  [A]10mL /& NIAE HH I ImL A B, 0N =38 A R 4% (10 Omg , 0. 02mmol) , Fi - —
INES, LR ER T8 0 VA A s InON A St 45 1 A B ) A 0 TP BCAA (4. 2mg, 0. Immol) A1 = 2, 1%
(2.8uL,0.02mmol) , [ N 210 °C T i — /NI 388 5o P ATGHRL B ek 2 e B TR A, {2 it e AL
FER 550 [ L, O B R I AL R o
[0141]  Sjiifhl6
[0142]  FPh & JBEFECARL A ) &
[0143]  [A]10mL /& NIAE HH I ImL A B, J0N = s R 4 (7. 27mg , 0. 02mmol) , FiHf—
INES, LA R TR A VA A s InON 3R St 45 1 b B ) A 0 PG AA (4. 2mg, 0. Immol) A1 = 2 1%
(2.8uL,0.02mmol) , R NFEFL F0°C R HEFE— /N, 1803 B A iR B Il 2% e I A, i iR BC A L
FER 3550 [ 8L, O B A R AL R o
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[0144] Syt fs)7

[0145] - FVEACARL2ZE B R 2 I — /K &P fMukaiyama aldol R M il €1, 4-

TR 2- 2 F -1, 4- T EEE WS- 3aa

[0146] [ 10mL fz NARE HHOIDA ImL A B, 0N = %60 FF I FR 4R (7. 22mg , 0. 02mmol) , FiE - —

NS S LR A 3 7R A T s DN b ST A5 1 rp B o) % ) MR O ARL2 (4. 2mg, 0. lmmo1) A=,

JfZ (2.8uL,0.02mmol) , K N5 #%5 20°C T4ty — /NG B T E S ik R IR &

T KEWa CRO ZE—KEY)) (15.2mg,0. Immol) PA S _F ik 3P~ 1 I BERE ik 2a
(42uL,0.2mmol) , R NiAA REEFE E5C N N2, 5h. 2Bk BN N4 G, R
BREEL, MO AN Eh K R EE, TO/K R RN T-I5e , o 80 IR 4 » ol AR R A AT 43 5, e FH A vl

fik/ 208 £ BRLA20/ 1215/ 186 FEMBE , 13 2 H ALl 44 77 1)S - 3aa (89 %6 i %, 94 % ee) »

(01471 | FAZ G LR S 91 7 B 45 20 1 B b5 7= W)s - 3aa it AT 4041 , 15 2L L IR EGE

WK 17~ . 1H NMR (400MHz ,CDC13) :87.93-7.86 (dd,4H) ,7.56-7.36 (m,6H) ,5.52 (s, 1H) ,

4.02(s,1H) ,3.33 (m,2H) »

[0148] | FAZ G LR % S 51 7 B 45 20 1 B b5 =)' s - 3aa it AT 4041 , 15 B AZ MG L IR 1S

W27~ .13C NMR (100MHz,CDC13) :6200.8,197.2,136.6,134.0,133.6,133.5,129.0,
128.8,128,7,128.3,100.0,70.1,43.6.

(01491 R BT A 0t STt 451 7 Bfr 453 201 B bR 7= ¥s - 3aaildf AT 73 4 , 159 21 45 SHRMS (EST) m/

2, % F-C16H1403 [M+Na ]+ THEEAE 2770841, M EAH 4277 . 0843

[0150]  Sijsif58

[0151]  4- FVERCARL228 S WAL - ORI — /K- G W Mukaiyama aldol W]

H1,4- ZFER-2- -1, 4- T EHZEE WS- 3ba

[0152] [ 10mL 2 N HHOIDA ImL A B, 0N = %60 FF i R 4R (7. 22mg, 0. 02mmol) , FiE - —

INES, LA ER 78 40 VA A s InON 3R St 45 1 A B ) & 0 PR RCAAR (4. 2mg, 0. Immol) A1 = 2, %
(2.8uL,0.02mmol) , R MHE# H|0°C T i HE— /N BIFHFRE S miE RPIIAR L =

fiE—IKEW1b (4- IR 2 —fE—I/KEWY)) (16.6mg,0. 1mmol) PA K ik 23 P 1) 4 I Fek: Tk

2a (42ul,0.2mmol) , R MAK R¥H 25°C T [ W2 5ho 8 = E Sk I s B R Js , H TR
LEZERL, AN B 2K R AL, oK SRR AT 15 , G0 ik 4 , TR A AL Z 4 0 5, 1 A
T/ 202 2.l LA20/ 125/ 186 BEM UL , 5 2 B ELlE A =4S - 3ba (88 % i %, 95 % ee) o

[0153] M| FAZ G LR 0T S 51 8 pir 15 2 1 B br =W s - 3ba it AT 4341 , 15 B AZ G LR AL

| 3pT 78 . 1H NMR (400MHz,CDC13) :67.85, (m,4H) ,7.50 (t,1H) ,7.38 (t,2H) ,7.22(d,2H) ,

5.60(d,1H) ,3.30 (qd,2H) ,2.36 (d,3H) .

[0154] | FAZ G LR S 51 8 Fi 15 2 1 B b =)' s - 3ba it AT 4341 , 15 B AZ G L IR A 15

W47~ .13C NMR (100MHz,CDC13) :6200.3,197.1,145.1,136.6,133.5,130.8,129.6,
128.8,128.6,128.3,69.8,43.8,21.7.

[0155] R FH BT i A5 0t S Tt 451 8 i 43 1) H bR 7™ s - 3baidf AT 73 A , 13 21 45 SEHRMS (EST) m/

2, X T-C16H1403 [M+Na] +{# 115 9291 . 0997, Wl 52 {8 4291 . 0999,

[0156]  Sijitif5]9

[0157]  4f- FYERCARL228 S WAL 4 - AR £ i — /K & YIMukaiyama aldol V]

H1,4- ZFER-2- -1, 4- T B EWIS-3ca

17



N 112979523 A W OB P 15/21 B

[0158] [ 10mL jz N HHOIDA ImL A B, 0N =% FF i FR 4R (7. 22mg, 0. 02mmol) , FiE - —
NS S LR A AR A s RN R STt A5 1 e ) B PG A (4. 2mg, 0. Immo ) A= 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /N BIF MR E S miE RTPIIAR L =

15 —IKEYc (4-HEIEFRL —E—/KEY) (18.2mg,0. 1mmol) LA K iR 203 From i) 4 i fik

fif2a (42uL,0.2mmol) , R MR REEFE 225°C R R V2. 5ho v |2 vk I I e N 45 R s » FH 4

& BB A, YR B Eh7K I 2, oK B ER AN 11 , R I 4, Fol R VDR AR JE AT 40 5, A6

FimEE/ TR B LA20/ 1215/ 186 BEMRYE , 15 2 B B E AR =4S - 3ca (87 % UK ZE,91 % ee) -
[0159] | FAZ G LR % SL A1 9 B 15 2 1 B b5 =) s - 3caidt AT 7041 , 15 AL I IR AL

w5778 - 1IH NMR (400MHz,CDC13) :67.98 (ddd,4H) ,7.57 (t,1H) ,7.46 (t,2H) ,6.97 (t,

2H) ,5.67 (dd, 1H) ,4.09 (dd, 1H) ,3.87 (s,3H) .

[0160] | FAZ G LR X SL 59 B 15 2 1 B b5 7= W)s - 3caidt AT 4041 , 15 BAZ G L IR A 15

W& 617~ .13C NMR (100MHz,CDC13) :8199.1,197.3,164.3,136.7,133.6,131.2,128.7,
128.4,126.1,114.2,69.6,55.6,44.1.

[0161] R BT A 0t STt (519 pfr 453 21 B bR 7= Hs - 3caidfAT 73 A, 159 21 45 SHRMS (EST) m/

2, X T-C16H1403 [M+Na] +[1) 11548 4307.0946 , , il € {64307 . 0949

[0162]  Sjsifs|10

[0163] - FHEACARL24% B VA4 - K & I — /K &) Mukaiyama aldol & Wil %
1,4- —FH-2-FF-1,4- Z THIZE4L & 9S-3da

[0164] [ 10mL 2 N HHOIDA ImL A B, 0N = %60 FF i FR 4R (7. 22mg, 0. 02mmol) , FiE - —

NS S LR A 7R A s RN R STt A5 1 e ) B PG A (4. 2mg, 0. Tmmo ) R = 2%
(2.8uL,0.02mmol) , R M # H|0°C T i HE— /N BIFHFRE S miE RPIIAR L =

it —KEWId U-FR L /K& (17.0mg,0. Immol) LA Az iR 37 (1) 47 B Ak ik 2a
(42ul,0.2mmol) , Jx NAKR RIEFE E5°C R [ N2, 5ho i a8k W e M 45 R, R 2
BASH, TR Sh /K A, To /KR R N -1 , 080 VR4 , Fol R W oR) A JE AT 43 29, 45 A

fik/ 218 £ BRLA20/ 1215/ 186 FEMBE , 73 2 3 EL 44 77 4)S - 3da (83 % i %, 87 % ee) »

[0165] | A% W LR XTS5 LO B 45 20 1 B F5 7= 40s - 3dailt 47 70 A , 15 AL WL L IR A

WK TH7~ . 1H NMR (400MHz ,CDC13) :88.06 (m,2H) ,7.95 (m,2H) ,7.59 (m, 1H) ,7.47 (t,2H) ,

7.17 (m,2H) ,5.61 (td,1H) ,4.03(d, 1H) ,3.41 (qd, 2H)

[0166] | A% WS LR XTS5 L0 B 45 2 1 B F5 7= 40s - 3daitt 47 70 A , 15 2L WL Rk 1

W& 87~ - 13C NMR (100MHz,CDC13) :8199.1,197.5,167.4,164.9,136.5,133.7,131.7,

131.6,131.5,128.7,128.3,116.3,116.1,70.2,43.3

[0167] | A% W LR XTS5 L0 B 45 2 1 B F5 7= 40s - 3daitt 47 704 , 15 BAZ W LR 90

WK 7R o A% B PR TS B = A R T

[0168] I FH BT il AS o) STt 451 LO P 45 21 1) H bR 7= W)s - 3daidbAT 73 A1 , 45 211 45 JRHRMS (EST) m/

2, W T-C16H1403 [M+Na ]+ 11548 9295. 0746 , , M5 fE H295. 0749,

[0169]  Sjitifs11

[0170] - FHERCARL24% B YA - FOR & i — /K &Y Mukaiyama aldol R B4 1,

4- I -2-FH -1, 4- =TI B S - 3ea

[0171] [ 10mL &z B HHOIDA ImL A B, 0N =% FF i FR 4R (7. 22mg, 0. 02mmol) , FiE - —
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NS S LR A AR AV s RN R STt A5 1 e ) B PR A (4. 2mg, 0. Tmmo ) R = 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /N BIF R E S miE RPIIAR L =

fiE—IKEW e (4-FAR L —E—/KEWY) (18.6mg,0.1mmol) LA K FiR 3T~ 1 4 B A i 2a
(42uL,0.2mmol) , R NiAA REEFE E5C N N 2. 5ho. 2Bk BN N 45 G, R4
BREH, MO AN Eh K R EE, TOK R RN T-I5e , o 08U IR 4 » ol AR R AL AT 43 5, e FH A vl

fik/ .08 L BRLA20/ 1215/ 186 FEMBE , 13 2 H A4 77 1S - 3ea (T5 % L%, 95 % ee) »

[0172] | A% WAL R X S 45 1 1B A5 201 B F5 7= 40s - 3eailt 47 704, 15 2L WAL IR AL

WK 107~ . 1H NMR (400MHz ,CDC13) :87.97-7, .94 (dd,4H) ,7.61-7.57 (t,1H) ,7.52-7.44
(t,4H) ,5.58(dd,1H) ,4.01(d,1H) ,4.11-3.24 (qd, 2H)

[0173] | FAZ W LR X S 45 1 1 A5 20 1 B F57=40s - 3eailt 47 704 , 15 AL WL LRIk

WIE 117 .13C NMR (100MHz ,CDC13) :6199.5,197.5,140.4,136.5,133.8,132.1,130.3,
129.3,128.8,128.3,70.3,43.2

[0174] R BT sl AS s STt 49 L 1R 45 210 H bR 7= s - 3eaidfAT 73 A1 , 43 211 45 JRHRMS (EST) m/

7, XF F-C16H1403 [M+Na ]+ i+ 5B 311.0451, Wl B {E 9311.0451,

[0175]  Sijstifs12

[0176] - FHEEARL2Z EMMENA- IR K L B — /KE W IMukaiyama aldol 3 il %
1,4- 22K -2- 831, 4- T B2 &S -3fa

[0177] [ 10mL & B HHOIDA ImL A B, 0N = %60 FF R 4R (7. 22mg, 0. 02mmol) , FiE £ —

INES, LA ER 78 40 VA A s InON 3R St 45 1 A B ) £ 0 AR RCAAR (4. 2mg, 0. ITmmol) A1 = 2, %
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /N B F M E S miE RPIIAK L =

fE— K EDT Q-1RK L ZE—KED) (23.1mg,0. lmmol) LA 2 _F iR 37~ B 1 BE Ak i 2a
(42uL,0.2mmol) , R WA RIEEFE E5C N N 2. 5ho 2 ik B N4 G, R4
BREHL, MO AN Eh K R EE, TOK R RN T-I5e , o 08U IR 4 » ol R R A AT 43 5, e FH A vl

fik/ .08 £ BRLA20/ 1215/ 186 FEMBE , 13 2 F ALl 44 77 1)S-3fa (80 % i %, 98 % ee) »

[0178] | FAZ WAL XTS5 1 2B 45 20 1 B F5 7= 40s - 3failt 47 0 A, 15 B WL IR AL

& 1257~ . 1H NMR (400MHz ,CDC13) :67.87 (d,2H) ,7.81(d,2H) ,7.57 (d,2H) ,7.52 (t,1H),

7.40 (t,2H) ,5.50(dd, 1H) ,3.93 (d, 1H) ,3.35 (qd, 2H)

(01791 | FAZ WAL T St 45 1 2B 45 20 1 B F5 7=40s - 3failt 47 04 , 15 2L L Rk 1

W 13F17~.13C NMR (100MHz ,CDC13) :6199.6,197.5,133.8,132.3,130.3,128.8,128.3,

70.4,43.1

(01801 7| FH Joa wAS et S it 45 1 2 Fir 45 21 B b = #s - 3Fa b AT 70 7 » 15 21 45 ZRHRMS (EST) m/

7, 07 T-C16H1403 [M+Na ]+ 11 B A8 9354 . 9946 , M %€ i A1354. 9941

[0181]  Sjifs13

[0182]  #f- FMEREARL2ZE S - — S R & 8 — K& W) Mukaiyama aldolx

W41, 4- 2R -2-5 23 -1 4- — T R &S -3ga

[0183] [ 10mL &z MR HHOIDA ImL A B, 0N =% FF i FR 4R (7. 22mg, 0. 02mmol) , FiE - —

NS S LR A 7R A s RN R STt A5 1 e ) B PG A (4. 2mg, 0. Tmmo ) R = 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /NN B F M E S miE RP IR L =

i — KGN g 4- =P RER L ZBE—/KED) (22.0mg,0. Immol) PA K iR 3Frm 1) I B
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TERF2a (420L,0. 2mmol) , S NAK REFE E5°C N [ V2. 5ho 78 2 (0 183 W I e 37 45 R ),
LR AL VAT & Eh K R AR, oK R BN T4, 0B IR 48 , IR YR A EH 70, 1
FAF K/ 1R B LA20/ 1315/ 186 Bkt , 43 21 B ([l 44 7S - 3ga (T0% W 3,89 % ee) o
[0184] | FAZ WAL XS St 451 1 1 A5 201 B F5 7= ¥0s - 3gailt 47 70 A , 15 B WL IR A
W& 1317 . 1TH NMR (400MHz ,CDC13) :88.0 (t,2H) ,7.87 (m,2H) ,7.70 (d.2H) ,7.53 (t,1H) ,
7.41 (m,2H) ,5.50(d, 1H) ,3.96 (t, 1H) ,3.41 (m, 2H)

[0185] 7| A% W L4 XTS5 1 3P 45 2 1 B #5 7= ¥0s - 3gailt 47 70 A , 15 BAZ WL L Rk 1
W 15077 13C NMR (100MHz ,CD30D) :6199.1,198.0,138.5,136.7,134.0,133.2,129.2,
128.4,127.9,125.3,125.2,69.4,42.0

(01861 | A% W LR XT St 451 1 3P 45 2 1 B #5 7=¥0s - 3gailt 47 70 A , 15 BAZ WL LR 31
WK 16 FT 7R o B G HR 5 Bon P2 & B wUR T

[0187] R FH B sl AS %t e it 491 1 3 Fn 45 2 1) H b 7= ¥s - 3gaidbAT 73 4 , 43 21 45 RHRMS (EST) m/
7, 0 T-C16H1403 [M+Na ]+ 11 B A8 9345 . 0714, M E{H H345.0710,

[0188]  SLjitifs|14

[0189]  4- FVEACARL2ZE S M MEALS - FH B R 4 i — K& Mukaiyama aldol v il
K1,4- TR 2- -1 4- TR S 4S- 3ha

[0190] [ 10mL jz MR HHOIDA ImL A B, 0N = %60 FF i FR 4R (7. 22mg , 0. 02mmol) , FiE - —
NS S LR A 7R AV s RN R STt A5 1 e ) B PR A (4. 2mg, 0. Immo ) A1 = 2%
(2.8uL,0.02mmol) , R MHE# H|0°C T i HE— /N B FHME S miE RPIIAR L =
fiE—IKEWh 3-F IR 2L —fE—I/KEWY)) (16.6mg,0.1mmol) YA K ik 23 P 1) 4 B fek: Tk
2a (42ul,0.2mmol) , R MAK R¥HF 25°C T [ W2 5ho 8 = E Bk I s B R s, H 4R
LERERL, AN B 2K R AL, To/K SRR AT 15 , G U Ik 4 , TR A AL Z 4 o 5, 1 A
T/ 202 2.l LA20/ 125/ 186 BEMR UL , 9 2 B ELE A 72 49)S - 3ha (90 % i %, 93 % ee) »

(01911 | FAZ WAL R XS S 45 14 45 20 1 B F57=40s - 3hailt 47 704 , 15 B WL IR A
178778 - 1H NMR (400MHz ,CDC13) :67.91-7.88 (m,2H) ,7.62-7.54 (m,2H) ,7.46-7.39 (m,
3H) ,7.31-7.29 (m,2H) ,5.47 (dd, 1H) ,3.46-3.30 (ddd, 2H) ,2.55 (d, 3H)

[0192] | A% WL AR X St 45 14 45 20 1 B F5 7=40s - 3hailt 47 704 , 15 2L LSRR
I 1817 . 13C NMR (100MHz ,CD30D) :6201.1,197.1,139.0,136.7,134.8,133.6,133.5,
129.2,128.8,128.7,128.4,125.9,70.0,43.7,21 .4

(01931 7| FH Joa w 4SOt S it 451 L 4 Fir 45 2010 B bR 7= 4s - 3ha it AT 70 7 » 15 21 45 ZRHRMS (EST) m/
2, X T-C16H1403 [M+Na] +{#1 115 9291 . 0997, Wl 52 {8 4291 . 1003,

[0194]  SEjstifs]15

[0195] - FVEACARL24E S M HEALS - ALK 2 B — /K &) Mukaiyama aldol & ¥
HA1,4- ZER-2- 82 FE -1, 4- T EHBL & WS- 3ia

[0196] [ 10mL fz MR HHOIDA ImL A B, 0N =% FF i FR 4R (7. 22mg, 0. 02mmol) , FiE - —
NS S LR A 3 AR A s RN R STt A5 1 e ) B PR (4. 2mg, 0. Immo ) R = 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /N B FHMRE S miE RPIIAR L =
M5 —/KEYNL G-HEEFRL —E—/KEY) (18.2mg,0. 1mmol) LA K iR 203 B i) 4 i fik
fik2a (420L,0.2mmol) , R WA RFEF B5°C R V2. 5h. )2 L M R Mg R 5, 4
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& BB A H, YR B Eh7K 2, oK BB AN 11 , R I 4, Fo R VDR AR JE AT 40 5, A

F g/ R T8 LA20/ 135/ VRS BEWR G , 73 3 B B [ 4= S - 3ia (87 % W%, 93 % ee) o
[0197] I A% WL PR SE e 15 B 753 21 B A5 7= ¥s - 31aidf 47 704 , 13 B LS IR AL

WK 1977~ . 1H NMR (400MHz,CDC13) :67.88-7.85 (dd, 2H) ,7.49-7.40 (m,3H) ,7.39-7.30
(m,3H) ,7.09-7.06 (m,1H) ,5.60-5.56 (dd, 1H) ,3.79 (s, 3H) ,3.39-3.28 (m, 2H)

[0198] I A% W L PR S5 15 B 73 21 H A5 7= ¥s - 31aidf 47 704 , 13 B L L R vt

WIE 2077 13C NMR (100MHz ,CD30D) :6200.7,197.1,160.2,136.6,134.9,133.6,130.0,
128.7,128.3,121..2,120.5,113.0,70.1,55.5,43.7

(01991 I FH Joa Bl A3 %) sz it 451 1 5 Fir 49 2 (1) H br r= s - 31aidt AT 7041 , 43 31 45 SRHRMS (EST) m/

7, 0 T-C16H1403 [M+Na ]+ 1+ E A8 9307 .0941 , M %€ A307 . 0943

[0200]  SEjitifs]16

[0201] - FHEACARL24% B WIS - SRR & i — /K & W) Mukaiyama aldol 2 M il %
1,4- ZRE-2- 13- 1, 4- —THRRALEWIS-3ja

[0202] [ 10mL sz N HHOIDA ImL A B, 0N = %60 FF i FR 4R (7. 22mg , 0. 02mmol) , FiE - —

NS S LR A AR AV s RN E R STt A5 1 e e ) B PR LA (4. 2mg, 0. Tmmo ) R = 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /NN B F MR E S miE RPIIAR L =

B — K& G- B KEY) (18.7mg,0. 1mmol) PA K b iR 23 1 I8 e fek Tk 2a
(42uL,0.2mmol) , 2 Ntk REEFRE E5°C T [ 2. 5ho )2 ik Wil [ B 45 5, 2R 2
BRI, VA ER K SR, TOOKBR R AN T4 , 48 0 R R 4, TR S W R AR JE AT 0 8, A FE A

fik/ 218 L BRLA20/ 1215/ 186 FEMBE , 13 2 H A& 77 1)S -3 ja (T3% i %, 89 % ee) »

[0203] I A% W L PR SE a5 16 B 73 2 H A5 7= ¥s - 3 jaltf A7 704 , 13 B LS IR AL

21 7 1TH NMR (400MHz ,CDC13) :87.99 (s, 1H) ,7.96-7.93 (d,2H) ,7.89-7.86 (d,2H) ,

7.61-7.56(t,2H) ,7.49-7.42(dd,3H) ,5.56 (s,1H) ,3.99 (s, 1H) ,3.60-3.27 (m, 2H)

[0204] I A% W L PR SE a5 16 BT 73 21 B A5 7= ¥0s - 3 jaldt A7 704 , 13 B L R vt

WK 2217 . 13C NMR (100MHz ,CD30D) :6199.6,197.5,136.4,135.5,135.3,133.8,130.2,

128.9,128.8,128,4,126.9,70.5,43.0,29.7

[0205] R FH B sl A4S %t S Titi 5 L 6 i 45 2 (1) B bR 7= ¥s - 3 jaidbAT 73 4 , 43 21 45 SRHRMS (EST) m/

7, 0 T-C16H1403 [M+Na ]+ 11 B A8 9311 . 0451, M E{E A311.0453,

[0206]  Sjstifs|17

[0207] - FVERCARL2ZE S M2 - B OR 2 i — K G W Mukaiyama aldol v il

K1,4- TR 2- B -1 4- TR SIS - 3ka

[0208] [ 10mL fz MR HHOIDA ImL A B, 0N =% FF I FR 4R (7. 22mg, 0. 02mmol) , FiE £ —

NS S LR A AR A s RN R STt A5 1 e ) B PR A (4. 2mg, 0. Tmmo ) R = 2%
(2.8uL,0.02mmol) , R MHE# H|0°C T i HE— /NN B F M E S miE RPIIAR L =

fE—IKEW1k 2- IR 2 —fE—I/KEWY)) (16.6mg,0. 1mmol) PA K ik 23 P i) 4 I ek Tk

2a (42ul,0.2mmol) , R MAK R¥H 25°C T [ W.2. 5ho 8 = E Sk I s S5 RGO

CBRAEHL, VAN B R /K S R, ToK BRBR BN T4 , S R v 4 , Tl R R A JZ 0T 0 38 (A

TR/ 2R 2 B8 LA20/ 1315/ 186 BEMRYE , 15 21 3 EL[E AR =4S - 3ka (89 % UL %, 95 % ee) -

[0209] I A% W L PR S 51 7 B 453 2010 B #5872 ¥0s - Skaldf A7 704 , 13 B LS IR AL
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WP 2377~  1TH NMR (400MHz ,CDC13) :87.90 (d,2H) ,7.62-7.54 (m,2H) ,7.46-7.39 (m,2H) ,
7.32-7.26 (m,3H) ,5.46 (m, 1H) ,4.05(d, 1H) ,3.46-3.30 (ddd,2H) ,2.58 (s, 3H)

[0210] | A% WL AR X St 451 17 B 45 20 1 B F5 7= 40s - 3ka it 47 70 A , 15 BAZ WL LRIk 1
& 247 7% . 13C NMR (100MHz ,CD30D) :6201.1,197.1,139.0,136.7,134.8,133.6,133.5,
129.2,128.8,128.7,128.4,125.9,70.0,43.7,21 .4

(02111 7| FH B w 4SO 0t STt 451 1 7 Fir 45 201 B bR r=4s - 3ka i AT 70 7 » 15 21 45 ZRHRMS (EST) m/
2, % F-C16H1403 [M+Na ]+ THEEAE 92910997, & {H 9291.0999.

[0212]  Sjsifs|18

[0213]  #- FYERARL2Z8 S YA 2 - TH IR & 8 — /K- G W Mukaiyama aldol V]
B1,4- ZFER-2- -1, 4- T EZEEWIS-31a

[0214] [ 10mL sz N HHOIDA ImL A B, 0N = %0 FF I FR 4R (7. 22mg, 0. 02mmol) , FiE - —
NS S LR A 7R AV s RN R STt A5 1 e ) B PR A (4. 2mg, 0. Immo ) R = 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /N BIF R E S miE RPIIAR L =
it — K& Q-TEHEIE L —BE—/KEY) (19.7mg,0. Immol) PL K b 3R 203 Fr s i 475 i Ak ik
2a (42ul,0.2mmol) , R MAK R¥HF 25°C T [ W2 5ho 8 = E Bk I s B KGR
LBEZERL, AN B 2K R AL, To/K SRR AT 158 , G0 I 4 , R A AL Z 4 o 5, 1 A
T/ 202 2B LA20/ 125/ 186 BEMR UL , 15 2 B B EA =4S -31a (T9% %, 91 % ee) o

[0215] 7| A% W L4 ) S i 451 1 8 i 45 2 1 B #5 7= 40s - 31ailb 47 70 A , 15 AL WL L IR A
P 25T 75 . 1H NMR (400MHz ,CDC13) :68.08 (d, 1H) ,7.90 (m,2H) ,7.72 (m,1H) ,7.60-7.50
(m,2H) ,7.48-7.40 (m,3H) ,4.96 (d,1H) ,3.66 (d,2H) ,3.42(d, 11)

[0216] | A% WL AR XT St 451 1 8 i 45 2 1 B #5 7= W0s - 31ailb 47 70 A , 15 AL WA L Rk 1
K 26 7% 13C NMR (100MHz ,CD30D) :6205.4,199.7,134.4,134.1,130.9,129.1,128.8,
128.3,123.6,73.4,42.8,

(02171 7| FH Jpa w 4SOt S it 451 L 8 Fir 45 21 B b r= s - 31aifAT 70 7 » 15 21 45 ZRHRMS (EST) m/
7, % F-C16H1403 [M+Na] +) 1154k 43220691 , Ml & (8 ~322. 0693

[0218]  Sijstifsi|19

[0219] - FHERCARL24% B YIEI2 - FOR & —jE— /K &Y Mukaiyama aldol R B4 1,
4- —EF-2-F2FE-1,4- T EHE SIS - 3ma

[0220] [ 10mL fz N HHOIDA ImL A B, 0N = %60 FF I R 4R (7. 22mg , 0. 02mmol) , FiE - —
IINES, LA ER 78 A0 VA A s N 3R St 45 1 A B ) & 0 PR RCAAR (4. 2mg, 0. Immol) A1 = 2, %
(2.8uL,0.02mmol) , R A H|0°C N — /N3 B F R E A Ak R inA2- 50K
4 KA Im (18.7mg, 0. Immo1) P K& iR 3 A /s 1) i BE Ak Bif 2a (4211, 0. 2mmo) , 2
iR RIFEFEZ5°C R N2 . 5ho, i )2 ik W I s B 25 RS, F 4R L BE 2R, 1 A8 2R K
JEE To/KBRER A T-1 , 2080 K 4, o R VDR AL AT 40 5, A0 FH A T/ 2 R LA 20/ 1
2|5/ 186 B BE , 13 2 5 AL EMA 7 H)S - 3ma (T2%6 L %, 94 % ee) o

[0221] P A% AL IR St 19 B 43 20 B F5 72¥)'s - Smaidf A7 73 A1 , 19 BIZ AL IR A 3
WP 277 . 1H NMR (400MHz ,CDC13) :87.99 (s, 1H) ,7.94 (d,2H) ,7.88(d, 1H) ,7.61-7.56
(t,2H) ,7.49-7.44 (t,3H) ,5.56 (s, 1H) ,3.99 (s, 1H) ,3.44 (s, 2H)

[0222] R A% AL IR S5 19 BT 43 20 B F5 72¥)'s - Smaidf A7 73 A1 , 19 BIAZ W LR A 3
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WK 28 A 75 13C NMR (100MHz,CD30D) :6199.6,197.5,136.4,135.5,135.3,133.8,130.2,

128.9,128.8,128,4,126.9,70.5,43.0

[0223] I FH JoE B ASOxS s it 451 L9 i 453 211 B bR r= s - 3maidt AT 73 A1 , 43 31 45 SRHRMS (EST) m/

7, 0 T-C16H1403 [M+Na ]+ 1+ B A8 9311 . 0451, M E{E A311.0457

[0224]  Sjiif51]20

[0225] - FHEACRL2ZE A2 - T 2K 4 i — /K &I Mukaiyama aldol M il %

1,4- ZRHE-2- 331 ,4- T HRRALES-3na

[0226] [ 10mL jz MR HHOIDA ImL A B, 0N = %60 FF i FR 4R (7. 22mg, 0. 02mmol) , FiE - —

NS S LR A AR A s RN R STt A5 1 e ) B PG A (4. 2mg, 0. Immo ) A= 2%
(2.8uL,0.02mmol) , R MHE# H|0°C T i HE— /N B F M E S miE RPIIAR L =

B —KEWn Q- B2 W —/KEY) (17.0mg,0. 1mmol) PA K bR 23 s 1 7 B feE Tk 2a
(42uL,0.2mmol) , 2 Ntk REEFRE E5°C T [ 2. 5ho )2 ik W il [ B 45 s, 2R 2
BREE, MO AN Eh K R EE, TOK R RN T-I5e , o 080T IR 4 » ol R R A AT 43 5, e FH A vl

fik/ 218 £ BRLA20/ 1215/ 186 FEMBE , 73 2 H AL 44 77 4)S - 3na (80 % i %, 94 % ee) »

[0227] I A% W L PR S 51 20 B 73 2010 B A5 72 ¥s - 3naldf A7 704 , 13 B L L IR &L

W 29A778 - 1H NMR (400MHz ,CDC13) :67.91-7.83 (m,3H) ,7.51-7.45 (m,2H) ,7.39-7.34 (t,

2H) ,7.24-7.18(dd,1H) ,7.10-7.04 (dd, 1H) ,5.32-5.28 (dt,1H) ,3.99 (s, 1H) ,3.57-3.51
(ddd,1H) ,3.31-3.25(dd, 1H)

[0228] I A% W L PR S 51 20 B 73 21 H A5 72 ¥'s - 3naldf A7 704 , 13 BIAZ L L R vt

WIE30 7. 13C NMR (100MHz ,CD30D) :6199.6,199.5,197.1,162.3,159.8,136.5,135.3,
135.2,133.6,131.5,131.4,128.7,128.3,125.1,125.0,116.7,116.5,73.4,73.3,42.3,

29.7

[0229] I A% W L PR S 51 20 B 743 201 H A5 7= ¥s - 3naldf A7 704 , 13 BIAZ L L R vt

WIEB1FTR o B GRS Bon P2 & B wUR T

[0230] I FH JoE w43 xS s it (51 20 Fir 459 2 1) H bR r= s - 3naidt AT 7041 , 43 31 45 SRHRMS (EST) m/

2, W F-C16H1403 [M+Na]+1 11548 79295 0746 , Wl 5E 4 9295. 0743,

[0231]  sEjifs21

[0232] - FYEACARL2GE A fEfL2 - AR 2 B — /K &Y Mukaiyama aldol & ¥

B4, 4- TR 2- -1 4- TR SIS - 30a

[0233] [ 10mL sz N HHOIDA ImL A B, 0N = %0 FF i R 4R (7. 22mg, 0. 02mmol) , FiE £ —

NS S LR A 3 AR A s RN R STt A5 1 e ) B PR (4. 2mg, 0. Immo ) R = 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /N B F M E S miE RPIIAR L =

15 —IKEWo Q-HEIEFK L —E—/KEY) (18.2mg,0. 1mmol) LA K iR 203w i) 4 i fik

fik2a (42ul,0.2mmol) , R NAK REFEFE E5°C R N2 . 5o 1 JZ2 ik vk W s v 45 oK 5, H 4

& <R A, YR B B 7K R 2, oK B AN 11 , R I 4, o R VDR AR JE AT 40 5, A8

FimEE/ TR B LA20/ 1215/ 1B BEMRYE , 15 21 B B E AR =4S - 3oa (83 % UR Z,99 % ee) -
[0234] I A% W L PR S 5121 B 453 2000 B A5 72 ¥s - 30aldf AT /04T , 13 B LS IR AL

&I 3217~ . IH NMR (400MHz ,CDC13) :87.87-7.83 (m,3H) ,7.50-7.43 (m,2H) ,7.39-7.34 (t,

2H) ,7.03-6.98 (t,1H) ,6.91-6.88(d,1H) ,5.54 (d,1H) ,4.04 (s,1H) ,3.81 (s, 3H) ,3.41-
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3.32(dd,1H) ,3.19-3.12(dd, 1H)

[0235] I A% W LR St 521 B 43 200 B A5 72 ¥s - 3oaldf AT 704 , 13 BIAZ L LR 0%
WIE33 17 13C NMR (100MHz ,CD30D) :6202.2,197.1,158.5,136.9,134.8,133.3,131.7,
128.6,128.3,124.0,121.3,111.7,73.5,55.7,42.9

[0236] R FH BT sl AN xS STt 451 2 1 e 45 211 H bR 7= ¥s - 3oaidhAT 73 A1 , 43 211 45 JRHRMS (EST) m/
7, XF-C16H1403 [M+Na ] +1 1155 4E 9307 . 0946 , Wl € {E 9307 . 0953,

[0237]  Sjsifs22

[0238] i - F-PHECARL2%E & W HEAL R I A7 A2 B I BE ek T O Muka i yama aldol e Nl 451,
4- IRKE-2-F A -1,4- T AR & WS- 3ab

[0239] [ 10mL sz N HHOIDA ImL A B, 0N = %60 FF i R 4R (7. 22mg, 0. 02mmol) , FiE £ —
NS S LR A 7R A s RN R STt A5 1 e ) B PG A (4. 2mg, 0. Tmmo ) R = 2%
(2.8uL,0.02mmol) , R MiHE# H|0°C T i HE— /N B FHME S miE RPIIAR L =
fit—KEWla (2- (BRI -2-2%) -2- AL H) (15.2mg,0. Immol) LA ¢ FIRFA 7R (1) K i 17T
A AR BEAEBE2D (4201, 0. 2mmol) , IR NAAR R¥EHE 25°C R N2 5ho 8 J2 E i ok I il e 1 45
WG OB O BEREHL, A K R A, To/K IR BR N T-158 , 98 ik 4 » ol R R AL E AT
I3 B8 A K/ R B VA 20/ 1315/ LA BEWR G , 493 21 € [ 44 7= 1S - 3ab (89 %6 i .,
94%ee) »

[0240] I A% W L PR S5 22 B 753 21 H F5 7= ¥s - 3abiEAT 704 , 13 BIRZ L L IR AL
WK 347 7% . 1H NMR (400MHz ,CDC13) :67.94-7.91 (m,2H) ,7.57-7.51 (m,2H) ,7.46-7.41
(dd,2H) ,7.17-7.15(dd, 1H) ,6.48-6.46 (dd, 1H) ,5.57 (t,1H) ,3.93 (s, 1H) ,3.21-3.11 (m,
2H)

[0241] I A% W L PR S 51 22 B 73 21 H #5872 49's - 3abiEAT 734 , 13 BIAZ L L R vt
W 350775 13C NMR (100MHz ,CD30D) :6200.5,185.8,152.5,147.0,134.1,133.4,129.0,
128.8,118.2,112.6,69.9,43.7

[0242] I FH BTl ANt S Titi (51 22 i 45 21 %) H bR 7= ¥)s - 3abiEAT 73 A1 , 43 211 45 JRHRMS (EST) m/
2, W T-C16H1403 [M+Na]+1 1154l 9267 . 0633, Wl 5E 4 9267 . 0636

[0243] TR EULHHI I, 1= AR B ok & STt ], AR SR R N DR S 2 W DLSEELAC KR
F b S ASURI SR K AT AR P 4 35083 L 1, S 3o 2 7 vk ) 0k 2% st 451 s HL A R B oK
TEAH ) 3R 50 JB T AU A FIHR o UL B FTIR AN R AR R BH 8 43 H A STt 77 20, AR AR R BH ()
PRAE B FFE AN SR PR T 1, A ] 2 2 AR ST N 7 7 A i B 48 8 ) 2 RS Bl Y, T4 ) A8 )
(75 A B e , 8 VR 5 7R A R B I DR AP YE 2 Y
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