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. R, BAX T AGEB AN RS 105 LEIRZ, BEERPXBE T REEE TR,

RIPEHILHZITTF ProtA B faaits, 348, RAZGRPEBRASY 1A Ila K5
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SRR B ST, ST DU 55 AR ) A2 B W A S A A7 B S A A
5 PRI BT TFHEAT . XL TV RAEA R BT 2 A

EXEFENL AW, R AR EEE H. K%, -OH MPgHE., ROAMRHE
H st —E R 5-6 STLHIFF, i

o I, Ao
B HO B| (l)
\
HO o) O

FEFLLHEEP, R'ES, RPER, ROMR" 2 Ho $4% DFPA B3 VAR IXFEI ST
T 7T R — A LR .

ProtA-O- =y {747 3L, #% B Greene and Wuts, 5 3 EHHRIFE, HEATEMBER
B2, XFRE RSB EIEE A F B [FII, MOM Ml 2-(= FERERE) ZAENF
R (SEM)]. BPEBRE[FII, HRERF 2-FREGHER] . SURERSEEm, KT
FRE]. SEREBEBI, R R 2 PRI L BRI ERT A R PR
BRI, SHRAEGRE. MT R PR T & R ERERE].

ProtB-0-& HO-E{ FE{RIFE: . X TAE—LUTHMNEMRNTS, RFEE
BERPBER, 7EXEERT, ProtB-0-& HO-. {{RIPEZHAERE, HiE B Greene and
Wuts, % 1 5 17-86 TP RMREPHE, RIPENBREAFTERR. IOIRBAETFER.
DU FE R B PO e e STk . AR OB FRETFER. TrEERME[H
W, ZEEEERHE].

X Bam. B, . PERELE. PREBEEM =R T EBE.

FER BT E T, ProtA-O-F1 ProtA'-O-/2 1 B FR U5 BB ME AU T ZEBEAF 2B s
ProtB-O-23% § HO-. fT & FEREGERMUS R, 12

" J%
\
B~on B—o
HO\© Ho\©/
57

R NAER. B HRNAEE T RE, FIIm=2%8. PdCl, k4 BEENYEmREL ik
BRI, E—LHE RSP, R'ES, RREH, X 2B, ProtA-0-2FEE, ProtB-O-

& HO-,
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X TR EWERZIE, TEEEHIEM T RITRIP S LU= B A i 55 % /8
BEFMANEEY. DRPEGNRTEN, S@ETHETREP: ARPEGUNERT
B TREFEREN, RN THEARTREP: SRPEGMRERREEN, XAEEK
B K R AT T B AR

B, I TR AL AT LB L F A%
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i

B F14/370

5T R AR S

HO
\
B

OH
HO\@

’

I BORY . ProtA'(F2E) B I AR 3P A i HE AL R 52 LT

SR KLEY

R1
0O
\Q\N—‘/
ProtA-O
O
ProtB-O

I

X

AR MR TV KIS & AL

R?
l I 0 Q
NH
ProtA-O

Hrp Q RFUHHBEAR. ZTFHHBERNREA=FEL_BAAFES—IFHF
A BIFORASTRE RS & FE B B W R R . T 5 B 2 7T DLk B R R B SRR3R
RAZEERZ RO REANXFRFEE . ZENTFHREEARR=FE L.

Ph

HO.
OH
Ph Ph

[£ I, Braun and Galle, Synthesis 1996 4E, 819-820 1], KFHEIIHAK:

33



200680024969. 6 oM P E15/3Tm)

XA, RORER, FE. RAE. RTERKTHE: RVEE. FER
2% B ROAR —EWHMF; RPEE. FERZE; RPEEARFE,; RMEF
. FE, BRE. BTESUTE; ProtC ZFEAEEEFEMOM). 2(=ZFEFH
W) LR P E(SEM). HNERFREREBIW, ZFEFEEE. NTE_FER
EEptE . RE_WERERE] MKRRERTITEBIFIERT AN BRENE. F£—

O}/O
a/“ﬁe

LM RS, FHRBERR R® B R® RoEEERAEH,
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Hep RS REESFHE.

FE—AERITEF, KT ProtA-O-2 FE AR HRERE, ST HEE. PiEk
HBF LR ERE, ProtB-O-2 PR RF s IU S ntt i e BE, A LRI N,O- M= FE Pt
Pk QB R R T IR T EA M TE R IR AT LR AF F aRmsin & B Sk (61
wn, S, SAH. S4B,

KX IVHLEYTUEER vV LEY S VI EWRI RN IRTS

O
T—>_©>R2
ProtB-O

Vv

1

J

ProtA-O

VL
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LIRS, 454 Va FALEY R b UL T ELD R R N HI4E

R1 }/O
NH
ProtA-O RS
H
>—§—}—W
X ProtB-O
IVa

a. ERMAENBEFET, KX valitbas®

R RN, #E
b. SREMMKN, FFAREE 3. 4. 13 B 14 KEB Y, wllEiik: #

5=kt

&
c. 5K VI L&KM

IR B-E AW ANE MM A 72 Z ARG HIED, 3V BE ST, ProtB-O A& OH), “&
| a7 LI g,
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o)
}/o
s
\
RS

‘\\_—// F
ER—AEHmATES, R HO (L& TE BRI T 5 = F
AR, B FREEEPNETE, BRREEEPNERES E kRS

Br MNP f i, LAR B A
Y. EFRREERFPNEFESNSUKELGRNZ G, PU0rERREY, HPE
R B IR A = PE PR ER, Mo RRFhEE. BIRKR=FEF
EEpeEE, BEYTA LB EREW P RIERE, FET —PHEH, REF
IR AW LUR AL, EAT—SERIE —HoEBEEH NO-N=FER
BRAERE AR R Y. 2 p- R EBIEVEMI B @ T Bk AL iy, BRKAERIIERT .
XV IHLEYTUBEERELH 6,627,757 A FTEFIE, XP Q £

0]

4

N (0]

% R;“ R

R . HeROEEEA R A, TUAERSREH BT REE,
(@)
HN/U\O
; fo R;“ R
18 AR HARE &7 Q B HHUE N-H A .

X VI (WED LB LT TERS: FEARAKNHEFRERERN, #E55H
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R\Q

NHZE@XH&%E&%%WE, DAF=AE VI I R AT . SR 5 %M 7ERE T Ak
[ ProtA HUbRUESAF FHEATARYS . B0, 7 ProtA 2 FEMBRT, £M4_FEBMM.
FESEAEERERE. 7l SI8H%, HRIARARPRMN. £FR—FF, E8H
AL AL BB RIBAFE T, M 5 FRERN. EHR 2T, FRELN
By 5 2R Bk R S4B B A R VI

ST kR, B LMEREER. ERENRT, EARAKNESFREEULE
& [E D) B R SR P AR AR B 7K A . o (B R 452 B R fE SR A B AL UK T B . R
R % A Fl 2 AL BB A S (— RS RN B, FIRAE R, KRR BT
L FERYNIED FEEUE, BAFRNHERTE HMPA)EL NNNN-UFEZ T
(TMEDA) [£ ]I, Casiraghi, G, %A, J.C.S. Perkin I, 1978 4, 318-321 7], #E#{kh, &
ME B AT 5 R AR & T R LUE BN SEERXFEZL: 2) J
Leroy and C. Wakselman, J. Fluorine Chem., 40, 23-32 (1988 4%); b) 4. A. Moshfegh,% A,
Helv. Chim. Acta., 65, 1229-1232 (1982 4F)], 18EIHAFRRER FEEAABE MM R F L.
SR g 2P E T A I BRIV F UL BOK R[S L R-G Xie,FN,
Synthetic Commun. 24, 53-58 (1994 )]

3 AU Y BT LAZE RS I 44 T RIS T R E U R (HMTA) A 3 LU &kl X2
YER Duff KNBHN. (BN Y Suzuki A H. Takahashi, Chem. Pharm. Bull, 31,
1751-1753 (1983 £F)]. Duff R WiBH RARMZE. iR, PERRR=FAFHER. 8%
18 P i R YRR S T R R DU R

Y] LL{E FI )2 Reimer-Tiemann KB, HA5EXEARMIEERE&H T 5& M
RN LB BB KEEE . [ Cragoe, E. J, Schultz, EM. .EE %S 3,794,734 (1974
).

) B Bk e o Ty ) 488 £ 5364 T R BRAL[Z 0 Talley A Evans, J.Org.Chem. 49, 5267-5269
(1984 4], WATRAKHE. FiE LRKHEERIERNATFRBELSIANMENS S .

OR'

B\OR11

HO
I WwEY R AT MR E, BUAT DURYE A U AN KI5

ARHEIR
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FPEA SR I3+ R AR 8 — b W2 3 VI KK

VI
Y ProtA-RIFHEMN, X 2R, R'EH, L& REME BB 95%4.
PN K BRIPVE R A 7= B0 5 S 7E DUF AR B A R4 T 350 B .« X 3 AR A 54 B
T JF 0P a) 4k A B SR Bk
FEEN
1) =ZREZESR (1. 33eq)

o) 4-ZFRESEMIT (1. 33eq) ())L Q Q

HO% N, N~-ZERELFRELRR (1. OM) o\/ﬁ)w‘\@

R2 0 C RS R2
A0 2 Mm A1

AL

R6
(1.00 eq)
4-— AEFEME (1. 00eq)

(0.05 eq)
W —REESY
0 9 HO H (1. 03eq)
O)‘\NJ\/\/"QO — S Bkt (0. 5M)
\,kRG R2
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AAZ[E2

1) &4Li% (1. 50eq)

1
= ZB: (2. 99q) O R
H LR EEE (6. 36eq) OH N
KB 2: THRE-ZREO.OM )@/&H
Br 2) Xﬂ; (0. 6OGQ) Br

S PIEE (2. 5M
FAEE (2.50) B2

BO

FEIR (1. 10eq)
ERB&4E (1. 20eq)
N, N-— FR BB A (1. OM)
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IEE3

? jon 3 T s
Q I\ll \/LRG R2
H +
Br A2

B3 A2, =ZHRESHK (1. 05eq)
—ERAEZERR Q2. 10eq)
CH,Cl, (1.0M), 1h@-15C

2) W& {LEk (1. 05eq)

1. 25h@-20°C

3)B3 (H AR B E)
CH,Cl, (2. OM), 2.5h@-40°C
y4) 3.5h@-40°C; FAIFACOHZER

D1

1N, - =FRERFFEER ZERZ (1. 9eq)
FRELRUT EE8X (0. 50M)
15h@55°C

2) N, 0-W=RERAFEREZELR (2. 37eq)
mT E &L ERKE49 (0. 03eq)
6hOZ= iR

D2
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AZE4

D2

OH
]

- EFEEL (1. 2eq)

M (=FER 48 (0) (0.05eq)
2. OMEEES $H /KB % (2. Oeq)

4, 1HAZE-Z 85 (0. 40M), 5.5h@90°C

TEAERE ()

O\ 10948/ 5 (0. 074eq)
Z.EE (0. 38\)
4he=E R
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PB1
1% (4S)-4-F B-3-[5-(4- A FE)-5-F AR EERE]-1,3-E e -2-F (Al

o o]
NJ\/\/“\@\
F

5-(4-FKF)-5- MR LER(372.0 g, 1.77 mol) 1 4-— FHFLF N IE (286.9 g, 2.35 mol)
BRT NN-ZRERBKQ1770 mL, 1.0 M)UIBRRETHRBENRKEBGBRE. RNA
HZE 6°CEKIKHED), 72 17 438 WHRERE I = F 2 ZBE 50290 mL, 2.35 mol) A5 H ik #
BREY. FEFRMANERUERFFHEEMRT 8.5C. IBREWE OCTHR 1 K/
IKH), SRIETE 20C T HiH 2 MTAEREAANENRNEAER). BEWENES)-
FE-2-BEMTEER(313.5 g, 1.77 mol) KX 4-— R & EMEE(216.4 g, 1.77 mol), FE AE
1%, DIREIRRARER. RMNMIE 27 CTHEE 3.3 /M. A A B K (4300 mL)
o, [E AR 2 PR (R E) 39°C), FIZK(1000 mLYE#, FHEZETHIE 2
LR B R K BUIERIRBA-ZRER. midiad, FA/KQEx 300 mL)#E#E, 400
mL)KBEF KT 1.5 /NI LB ZRKR AEE SEfK . BT E L ERUBRIE S
FHEEB, YWRNFRES L2600 mL, 4.0 mL/g BLWE). BEWTE 20 245 R M
BIUCRIBWENZE 74°C, MARF, SRITHIUE. BEWAE 11 MTHEBANEER,
TEVKOKIBRAENE 2CHBLHE 3 MeF. I8 &%, AR BRGS0 mL)#ER, AAHE
AEEQ2 x 350 mL)E, RFHEZTREEEUBEAS)-4-FE-3-[5-4-FHEE)-5-8R
IREEE]-1,3-E M- 2-F(AL) (510.6 g, W 78%)h Afas RE K, H5A 113.4+1.2°C;
R;0.37 (12 Z.B Z.Hs-Cu¥t); HPLC 4% 99.7 A%(NMR %5 96.4 A%); "H NMR (300 MHz,
CDCl3) & 8.03-7.98 (m, 2H), 7.37-7.19 (m, SH), 7.14 (t, J= 8.7 Hz, 2H), 4.72-4.64 (m, 1H),
4.25-4.15 (m, 2H), 3.32 (dd, J= 13.3, 3.4 Hz, 1H), 3.12-3.01 (m, 4H), 2.78 (dd, J= 13.3, 9.6
Hz, 1H), 2.15 (quint, J= 7.2 Hz, 2H) ppm.

TE(45)-4-"F FE-3-[5-(4- K FE)-5- A A BEEE]- 1,3-RE M- 2- B (AD B & R, FE L
A B
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o] O O
&)
S ( &
Al2
F Al

XY HE—A ALl EFHELFINFE T TRHEERED Al4.

0]

F Al4

{3 PCTWO2004 099132 F AR T E, MR e A F&k D2. REXFAEIEENL
RRNPAHEY Al AR, MR AIFEEEGE AL, T 5-@-FFE)-5- 8%
MEEBEANRN. B AR AR, MREAERE, BEEUTEEFIEER A3

M
F Al3 F

RIEHS A2 \NPEEEFIFIGE S, HER A2 FRIZR. BINFRESRT SR,
HATUM A2 FE. YRS EERFRM TLC BLHPLC, BEIUTER:

A0-R; 0.08 (12 ZERZLES-T4t); HPLC Ry 3.7 min;

Al-R,; 037(1:2 ZBRZEE-T%%); HPLC Ry 7.4 min;

A2-R; 0.14(1:22 ZMRZHEE-THE); HPLC Ry 6.5 min;

All -R; 0.50(1:2 ZMZBEs-4%): HPLC Rr 5.5 min;

A2 -R; 038(1:2 ZMRZLER-C.4t); HPLC Ry 7.6 min;

A3 -R; 043 (2:1 ZMRZBEE-T4t); HPLCR7 5.4 min.

% F Waters Xterra® MS C18 (3.0 x 150 mm)f) HPLC, #£35CF 5 um
BEIHE (A): 0.1% FEKEHHPLC )

Bt (B): 48 (HPLC %)

BERF: 25%B- ¥IELM

25%-100% B - 11 min
44
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100%-25% B - 0.4 min
25% B - 3.6 min (JREIE M ZE 1.75 mL/min)
Filj: 254 nm
i : 1.0 mL/min
IZ4TEY1E]: 15 min

All 6-(4-FFEEE)-3,4- S -2H-MEM-2-H1. 'H NMR (CDCl3/300MHz) 7.54(dd, 2H, J=
5.1, 9.0Hz), 7.01(dd, 2H, J= 9.0, 9.0Hz), 5.72(t, 1H, J= 4.8Hz), 2.68-2.63(m, 2H),
2.51-2.47(m, 2H). Jiig&, M+H =193,

A2 19-Z(4-FEE) T42-1,5.9-=8, %4 97.1+0.7C. 'HNMR (CDCl/300MHz)
7.92(dd, 4H, J= 5.4, 9.0Hz), 7.06(dd, 4H, J= 9.0, 9.0Hz), 2.92(t, 4H, J= 6.9Hz), 2.49(t, 4H,
J=6.9Hz), 1.95(sept, 4H, J= 6.9Hz). Bk, M+H =359,

AI3 (15,98)-1,9- —(4- SR F ) F4:-1,5,9- =8 . 'H NMR (CDCl3/300MHz) 7.24(dd, 4H,
J= 5.4, 8.4Hz), 6.98(dd, 4H, J= 8.4, 8.4Hz), 4.60(m, 2H), 3.52(m, 1H), 3.20-2.60(m, 2H),
1.80-1.20(m, 10H). JiiZ%, M+H=365.

T’ 2. 1% 4S)-4-FF-3-[(59)-5-(4-TAE)-5- 2 B L A ]-1,3-FE Mt -2-F(A2)

Ho, M

(48)~4-FF-3-[5-(4- A H)-5- A LBEEE]-1,3-HE M Lz-2-Ed (A1) (500.0 g, 1.35 mol)
BRT R FHQ2700 mL, 0.5 M). BEYARHZE-4COK/ERKE), 40 SHIFEAN
% 1.0M HI(R)-1-F2-3,3- Z B VUE-3H-MERE FF[1.2-¢][1,3,2]oxazaborole 1 F3:(68 mL,
0.068 mol). 10 43¢tz J5, BiTHRHRHEM R — FRm%E4(132 mL, 1.39 mol)7E 25
ST BGRE-2.7C). RIRIFAE 0-6°C, Bk 3.0 Mif. @i kg4
RILE 15 Sr8 N B8N FEE(275 mL, 6.79 mo)(B M E 10°C), £ 5 SHZAMA
6% EALEKEH (1150 mL, 2.02 mol) XA 15 4P WA 1.0 M BRER/KE#(810 mL,
0.81 mol)(BHHZE 17C)ERRN . RNIEER FHH: 60 248, MASTEREL, 7
BEHZ, KBRS P 52000 mL)FER. E—HHEMK(1500 mL)F1£E7K(1500 mL)
Pe. WMEREKEHE ZFIEER. 8FNENEATLRSE, BIHRBRHTE, &
it Celite®id 38 3 M 7 R BE-BE i 45 5(2000 mL, 1:1 FWE-BL; HibWE 4.0
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mL/g). & EHIRTRIR B IINAE 2 CUERABRER), FI8HEHE 35C, EHLEE
RIF 12 /N, 7ZE3/DETAREBASHNERIR, BHIE 0-5CUK/EKB)IFBERE 2 /it 38
gk, A BORRR(2S0 mLysER, FIYS 12 SPIEL-BUS (2 x 400 mLysE, WFHES
F 1R 218 E LIR B)(4S)-4-"F E-3-[(55)-5-(4- AR H)-5- 32 2L IR E 5 ]-1,3- B Mt e -2- R (A2)
(445.8 g, W 89%), A H L EEM; ME 754 +0.6C; R0.12(1:2 ZERZEE-C ),
HPLC 45/ 98.9A%:; 'H NMR (300 MHz, CDCls) § 7.37-7.24 (m, 5H), 7.19 (d, J= 7.3 Hz,
2H), 7.02 (t, J= 8.9 Hz, 2H), 4.72-4.61 (m, 2H), 4.21-4.13 (m, 2H), 3.27 (dd, J= 13.2, 3.0
Hz, 1H), 2.99-2.94 (m, 2H), 2.74 (dd, J= 13.2, 9.6 Hz, 1H), 2.27 (br s, 1H), 1.88-1.66 (m, 4H)
ppm; [a]p® +72.9° (¢ 7.0, FEE).

S]|3. Hl& S-R-2-[(B)-(FETERE)FEIFEH(B2)

OH N :

H

3-VRAM (498.5 g, 2.88 mol)EFfiET 2:1 RIHE-ZF (3000 mL, 0.96 MYKIVEEY).
R AW N = Z (1200 mL, 8.61 mol). EFRIEILEE412.7 g, 4.33 mol)—
KEMAGEMBAZE SST)LUBRESEREARTENERABER. UEZEGB0 mL)
H G B IE W AT R IR IS B (345 g, 11.5 mol), AR ATIEER 45 CHRMM i E
78.6°C). EAE (IR HIVE B RIFTE 80£3°CHFEL 1.5 /A, B BRI~V BE ) 2 18 (W
823 HEFIENAE AR EMERA S ). UEZE 00 mL)FHBERHER
R INEE —#R4> MR R EE(100 g, 3.33 mol). AWM 2 /N, LAFE Z /5200 mL)H #
BRI R N7 —E R R FEE(107 g, 3.56 mol). IREYITE 804 CTHiH: 2.5
/NEF. FEBTE 6 /MBI 6.4 BEMBIMERFEIMAZE, £S5 FHAMIMALK 2.5 N
ERFR /K V(6000 mL, 15 mol)BE KiEE Y. REVIHHEER 60 o4y, BH _HEWR,
BEARAALENFEEKRE. WBA 41 FFEE-ZKR ZE(1000 mL#R, #Hizh, B
8. KB 4:1 BIPEke- LB ZBE(2 x 1500 mL)ZEEL . &~ HL/Z 2 A A8 R A7k (1800
mL)F1 257K (1800 mL)¥E . & FHEHHIBFIE, AT KRG, B FRBRH T4, #iT Celite®

LI, WGFLABE 2-RE-4-RAEFE, AREC-BErEHEM: R054 (141 ZKRL

F5-24%); HPLC 46/% 60 A%.

I 2-BR-4-REFRBEME T FNEQ000 mL, EigHE 1.26 mL/g, 2.5 M),

BEVMAHZE 75°C. MAERE157 mL, 1.72 mol) LIBREBEEBE, FREYES
46
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HZE ZEEIERE 83°C, HFERFLERNLLR). BEVEEETHH 12 /M. &
TRk, FRRE(500 mL)#ER, FARKREE(S00 mL)¥t, ERENTHRESATRT,
BEETREEEUBRT 5-B2-[(B)-(FEITEE)FEIEMmB2) (3474 g, BEHIHRE
44%), AEEERE G, 54 129.150.1°C; R0.65 (1:4 ZIRZHEE-T4%): NMR X
F 99 A%; '"H NMR (300 MHz, CDCl;) & 8.59 (s, 1H), 7.47-7.40 (m, 2H), 7.33-7.22 (m, 5H),

7.08(dd, J=8.2, 1.8 Hz, 1H), 1.57 (br s, 1H) ppm.

BB 4. 58 N-{(1E)-[2-CE FEH)-4- 1 ) W F H}-N-FHEAZ(B3)

9@

5-1R-2-[(E)-(F R TR ) FE)FEN(B2) (310.9 g, 1.13 mol)¥E## T IL/KH NN-Z
B (1100 mL, 1.0 M), InA BEATRER (1867 g, 1.35 mol), EHEBILES SR MAT
H8(147.1mL, 211.5 g, 1.24 mol). ZEEE T, RNAERTTHHE 4 HE, FH7K(2000 mL)
e R R (R 40°C). TR AT RIR S YEER T B 1/ BWiTIE,
FF7K (500 mL)E#, 7E R B THREAST TXT 15 205h ARSI E S 11 T 7 W E(1250
mL, BiEWZ 3.0mL/g, 0.9 M), BEWMAZE 83 CLLBREEMRRBRER, HEE
AHEEE., BEVESETHEE 12 . BT, AAKREREQS0 mL)F#,
AAMBEREQRSO mL)¥t, EAXETRESRKTAT, FERETREEEUSZ
N-{(1E)-[2-CE P H)-4- R F T 5 -N-ZREE R (B3) (375.2g , R 91%), HERE
vE BE R, %55 1002 £0.2°C; Rr0.59 (1:4 MZBR ZEE-25%); NMR AR KT 99 A%;
'H NMR (300 MHz, CDCls) & 8.87 (s, 1H), 8.06 (d, J= 8.2 Hz, 1H), 7.43-7.33 (m, 7H),

Br

7.28-7.17 (m, 5H), 5.14 (s, 2H) ppm.

B 5. 414(45)-3-[(2R,58)-2-{(S)- - B FE[2-(F LI )-4- TR R IR | TR 2 - 5-(4- R 3)-5-
RN B R ]-4-% 51,38 M5 -2-FR (D1)
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R F SL B9 = 3B o 2 N (45)-4- T FE-3-[(59)-5-(4- K F)-5-F2 2 L Bk
F)-1,3-ME M -2-B(203.2 g, 0.547 mol), HEHEMATLKH ZRFHE(S50 mL, 1.0 M) & N-
ZE - RWEMQO mL, 148.4 g, 1.148 mol). REAHIZE-15C, BILHEELE 10 540
IO = RS FRESE(73.0 mL, 62.5 g, 0.575 mol) (IR AZE-8°C). RIHEHE 1 /N6,

A TF-25°CHI-15C. BidmARHE 35 - F AR AL & AEL(63.0 mL, 109.0 g, 0.575
mol) IR AR B 4 AR I E-10C) . IBAWTE-20:4 C N HiHE 40 205F, ¥
F-40°C, WITIMARHE 2.5 MTRE N-{(1E)-2-CEREE)4-RAFE)| W RE)-N-X
Bk (3752 g, 1.024 mo)ZEE R MA ZE F 5510 mL, 2.0 M). K NRERFFE-45CE
31°C. REWEHEE 3.5 /MY, 7E 15 482 WA I AVKEERR(125 mL, 2.19 mol)&E R
R (R RS g 7E-33°C E-31C), FAR(0C)H 15% dI-iE 4 BR/K¥E (2200 mL)
MBEARIBCAE 0C). HIBEWLE 2 M ABHZE 17°C, =& FHE(1000 mL)FHE,
NSRS, BAE. BVER 10%M K% (2000 mL)F1 £ 7K (1000 mL){%. K
BA1:1 ZBEE-BES (2 x 1500 mLYZELLMB R, &FKNBVERS UBEEH
HIRAEREYRAENHEEIE. BEYWH 14 MR PH-FE (1000 mL)#%E, i
VE, B 14 (A R EE-Fibe (3x 500 mL) P WREAFUER, vk B W) F — & (600 mL)
R, BAREAL(700 mL). YR58 i 4T BUd JE(300 mL FEAR S FE(300 mL)FN 15%
) 2.1 .88 - — &5 $1(4000 mL))ZH{k LA75 2)(4S)-3-[(2R,59)-2-{(S)- K I = [2- (K H &
H)-4- IR ) P R ) -5-(4- BRI )- 5P B I AR -4- T 2 1,3 M e -2- (D), RSB G
HEEM, HESHTE 4 5. 'HNMR (300 MHz, CDCl3) § 7.50 (dd, J= 8.2, 1.5 Hz, 2H),
7.39-7.30 (m, 3H), 7.26-6.98 (m, 12H), 6.94 (t, J= 8.6 Hz, 2H), 6.62 (t, J= 7.3 Hz, 1H), 6.52
(d, J= 8.6 Hz, 2H), 5.13 (s, 2H), 5.06 (d, J= 6.5 Hz, 1H), 4.73 (dd, J= 13.8, 6.7 Hz, 1H),
4.64-4.57 (m, 1H), 4.49 (dd, J= 7.3, 5.2 Hz, 1H), 4.12-4.04 (m, 2H), 3.01 (dd, J= 13.4, 3.0
Hz, 1H), 2.39 (dd, J= 13.4, 9.5 Hz, 1H), 1.84-1.51 (m, 6H) ppm.

BB 6. HIR(GRAS)-4-[2-CFE FEE)-4- K H]-3-[(39)-3-4-FALE)-3-RERNHE]-1-FE
BT $2-2-F0 (D2)
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[ 3L B = FEEIHE A BN S 582 4 [ (45)-3-[(2R,55)-2-{(S)- ERE H [2-(E B &
B)-4- IR A P HE }-5-(4- M EFE)-5-F2 B A ]-4-"F - 1,3- W8 i 452 -2- B4 (0.547 mol) Y
KT R EEE(1100 mL, 0.5 M), A NO-W=RER I ZHZ250 mL, 1.012
mol, NEFZFERL). BEWTE SSTTHIE 15 MBS, REMA NO-W=FERE L
BB (320 mL, 1.294 mol), HEEMAEUERIN T ERME=/KEY(4.62 g, 0.0177
mol) AR B AR E B &R ANEETN . RNEZRTHE 6 e, FAUKEERR(1.0 mL,
0.018 moDE R R M. FRELEMRIFERIKFERH 1.0N EHER/KE (1100 mL)sLH, K
BRI DL e (R RK SRR NO- =R PR E 2B TR FE T
K. =B A ARSI 1.5 N, WA IR, B 1:1 89 ZER Z88-5E%5(1000 mL)
F7K(1000 mLYFRE, #3), B, BHEZMHK(G00 mL)FIEK(500 mL)E. EHLE
B DA 5-25% W REE 40 7K(500 mL)F1 7K (500 mL)¥e. KEZELEMA 14
[ 1:1 B 28 ZFE-FEke(1000 mL) R B ZEBUGHRAGE & FHENE. REWA 121 BEk5R-
ZHEREE(1000 mL)FEEE, SEERI(1000 mL)E] AT E T A Bt (2000 mL FEAL.
10% (8000 mL). 20% (8000 mL). 30%(6000 mL)F1 40% (4000 mL)Z B Z.Bg- C4%) ik
PATR BI(BN,4S)-4-[2-(K R4 BE)-4- IR K K ]-3-[(35)-3-(4- A ) 3- IR N HE]- - R EF X
T f5e-2-HH(D2) (251.2 g, 82%), A iREE M LR HPLC 41E 89 A%; NMR 4 85 A%.
— &5 FIFRBEY(124.2 )BT IR 8%7K-FEZ(500 mL, 4.0 mL/g, BB ZF) PR
o JEIE R, RWH 10%80K-FEEQ200 mL)¥t, RTHEETREEEURZ
(3RAS)-4-[2-CR R H)-4- RAEHE)-3-[(3S)-3-(4-FFEHE)-3-FHENE])-1-FERARN T I
-2-FR (D2) (85.9 g, 77%[ELE, ETHEGNEHRY T RELEYHET), AERE
e R 5 113£0.5°C; R0.32 (1:2 I LR ZBR-26%); HPLC 4E KF 99 %; NMR
4B KT 99%; 'HNMR (300 MHz, CDCl;) 8 7.41 (br s, 5H), 7.28-7.22 (m, 4H), 7.19-7.15
(m, 3H), 7.08-7.02 (m, 3H), 6.96 (t, J= 8.7 Hz, 2H), 5.10 (dd, J= 15.2, 11.2 Hz, 2H), 5.01 (d,
J=2.4 Hz, 1H), 4.57-4.52 (m, 1H), 3.06-3.00 (m, 1H), 2.25 (d, J= 3.8, 1H), 1.97-1.74 (m, 4H)
ppm; [a] 23 -12.3° (¢ 6.5, ZFRZ.BB).
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5t F (3R, 4S)-4-[2-(FF B G 3)-4- TR R ]-3-[(3S)-3-(4- A R)-3- B H A HE]-1-FH A LR
ThE-2-B (DRI RERE

BB 1A% (45)-4-F55-3-[5-(4-TAEE)-5-A AR BEEE]-1,3- B8 M -2- (A1 R°=3%)
o O 0O
OJ\N)K/\)\Q\
\/b E

5-(4-BAE)-5-BAUNHL(21.02 g, 100.0 mmol)Fl 4-— FF B RMENE(16.25 g, 133.0
mmol)¥F fi# T N,N-= F Z B (100 mL, 1.0 M)LIFBIEF TH BT RE BRI
RNAHIZE 2°COKIKH), BIMAZREIHR(16.40 mL, 16.04 g, 133.0 mmol) A5
EFEARAY. FHIMAKERUEFRERE SCEIET 5C. BRKEOGTRE, £
BEAYMAEZRBFHHIE 1.5 DI BEDDMAE)-(+)-4-FH-2-FEMLE R (16.32 g,
100.0 mmol)FH 4- — B EE FEMIE(12.22 g, 100.0 mmol)(FH ¥ R E1A)AB R EERIE
B RKMAE30°C-35°CTHiH: 2 /Mt BUHZE 3 #80 A T TLC A HPLC 237 . MR
EIRERANK@E00 mL)H, [FNBIZIBEHE R 0K- KB A R &Y, F(150 mL)
¥, FIEKAH TR 1.5 M UBRIFEKATIENER. BIhey. AkES
(2x25mL), FKGOmLYE, FRTF 15 24 LIS ZRREENE M KRR, @i
T FEIR AR R SR AR, ME‘;WE‘EP%H%%E(S&O mL; 1.6 mL/g bW E), %
WAE 12 /MY ASIRA I ZEER, MARM, BETHRINE. BEWEKIKBTEED,
Friwee 1 heS. MBS R, AW RAEQC x 10 mL)!‘er, A% R AEQS mL)¥%k, AT
FEZ T B EEE LG E)(4S)4-28 B -3-[5-(4- F A H)-5-F AR BB £ ]-1,3-0E M bt -2- )
(30.46 g, WX 85.7%), HJABLEEE; BEH 91.0C; R, 0.40 (122 L8 LEs-CK%);
HPLC R;7.02 min; HPLC 40J¥ 94 %.'H NMR (300 MHz, CDCls) § 7.93 (dd, J=5.4, 9.0 Hz,
2H), 7.28-7.42 (m, 5H), 7.10 (dd, J= 8.5, 9.0 Hz, 2H), 5.43 (dd, J= 3.7, 8.7 Hz, 1H), 4.70 (t,

J= 8.9 Hz, 1H), 4.28 (dd, J= 3.7, 8.7 Hz, 1H), 3.05 (dt, J= 1.2, 7.3 Hz, 2H), 2.97 (t, J= 7.3,
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2H), 2.05 (p, J= 7.3 Hz, 2H), ppm.

B 2A. HIB(4S)-4-TEFE-3-[(58)-5-(4- AR IR I )-5-F2 IR L3 ]-1,3- M e e -2-Fid (A2 R®
=)

(4S)-4-FE -3 5-(4-IEE)-5-EAR B HE)-1,3- B ke -2-FR(A1 RO=ZKEE) (28.43 g,
80.0 mmol)& T & B5%(160.0 mL; 0.5 M), JRAWAHZE-10CUk/EEKH), B 10
S8, HFMAE 1.0M R)-1-F4-3,3- ZFK RIS -3 H-AEME FF([1,2-c][1,3,2]oxazaborole K]
A (4.0 mL, 4.0 mmol), &S FHRLEY)(7.80 mL, 6.26 g, 82.4 mmol). Y
MABGEZERFHREE-8C. RMBERIFE-SCE-8C, Hi#H 3.0 Mif. AR
HT, H9EEMAFE(16.3 mL, 402.4 mmol). 6%idE4hE /KK (68.2 mL, 120.0
mmol)F1 1.0 M FRER/K¥(48.0 mL, 48 mmol) &R K N . B AR, RNAZERTH
P FEZETHEEE 45 825, BEVBAADBIRY, HSBEENE, KERAZ&EFkk
(200 mL)ZER . FE—HBIERK125 mL)%u K125 mL)Be. KERE-AIEREE
B. &F0ENEEIHBMNTE, BT Celite®IIE, REELIFE] 31.9 g MiEHALH
RO, R &, WESET 60 ml B9 SOCHIRE, AHIE =R, 7E-15CT 12 /pKHAH
g, BlAAsREE BAFE10 mLEBME, RTHEETRUEE
24.45 ¢ MABEE. NMR R\ RER 6% M FE. EAE SOCTHRERETH
FGOmL), MADKGOmL). BBARETANEZER, REEKATHE 1 /D,
et BB, Ok mLyEBMMEE, RTHETSTREEEUBRES)-4- 55
-3-[(58)-5-(4-F A H)-5-FR I IR BERE-1,3- 8 Mefe 2T (22.56 g, WL 79 %), HEELFH
B4k, #5445 39.7C; R0.21 (2:3 LB LEE-24%); HPLC Ry 6.09 min; HPLC 4/ 96.5
%; 'H NMR (300 MHz, CDCl3) 8 7.15-7.42 (m, 7H), 7.00 (t, J= 8.8 Hz, 2H), 5.40 (dd, /= 3.7,
8.7 Hz, 1H), 4.68 (t, J= 8.8 Hz, 1H), 4.59-4.66 (m, 1H), 4.27 (dd, J= 3.7, 9.1 Hz, 1H), 2.93
(dt, J= 1.1, 6.2 Hz, 2H), 1.58-1.80 (m, 4H) ppm.

BB SA. B1& 3-[2-[Q-FFEEA-RFER)- KR EHE P H]-5-G-FoRH)-5-BE- LB
F)-4- K ML 0B (D1 FE)
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(48)-4-FF-3-[(58)-5-(4- AR IE)-5-F B L BE]-1,3- WE M -2 (A2 X&) (214 g,
58.6 mmol)% iR T Ie/K Z & B £2(100 mL, 0.6 M)F A I E-45C. ZBMAN-ZE - RRH
F#2(21.9 mL, 16.3 g, 125.8 mmol), FEEMAR = FEES(8.0 mL, 6.83 g, 62.9 mmol). X
Bt 1 /R, BERFFAE-20CHI-30CZ 1A 78 20 280 I TY &AL 4K(6.90 mL,
11.9 g, 62.9 mmol), LIBEIGFRAEZAER . BERFE-30CM-35CZIa], AL
45 b, R, BEWARIHE-45T, 1£ 30 48NN E N-{(1E)-[2-(F R EE)-4-RE
FIW BE-N-ZEHIZ (B3) (37.3 g, 101.8 mmol)AI — & F 4E(100 mL, 1.0 MYB . In AT
B, RAEERRFE-40CH-45CZIE. BEWE-40CH-A5CZIRHH 1.5 P,
W &4 34y FH T TLC 1 HPLC 43#7. 76 10 08 A LB I A VKEERR(13.7 mL, 14.4 g,
240.0 mmol), 3EE A (10°CHHT 15%1) dI-T8 A BR /K #(240.0 mL, 36.0 g, 240.0 mmol)
SRR, SERMABARZ G, REBEWMHE-SCT, #—PEHEEER. BE
YE B T ENSE 1.5 Mid, AZEFHQ00 mLFEE, MAMERY, 28E. A
RN K91 K/ERIK, 250 mL)¥E, AFRAEKA00mL)%. KEA1:1 &
B2 Z.B5- 255200 mL, 150 mL)BEEE . &I HHENERT NapSO, T4k, HRZELIE 2
59.4 g B AT, A SEET FEL(250 mL)FFE-15CT M 12 6. T3
AR MR LB A EE#EERT7.7g), 7 55C T RETFHE(150mL)F, KB FAH
FHEE 30 4P IR RIE AR, S8, AR PRS0 mLERRBtE, RTHESE
ETFFHRUABE 3-[2-[Q-F PFAEA-RER)-FRAE T E]-5-G-FAFE)-5-B 5B
R)-4-FEREEWLE 2T D1 ER22.1 g, WK 51%), FEEHE; Rr0.32 (1:1 KZEKRZ
- 4%); HPLC R710.24 min; HPLC 26 X F 99%; '"H NMR (300 MHz, CDCl;) § 7.51 (dd,
J=1.6, 8.3 Hz, 2H), 6.67-7.40 (m, 17H), 6.59 (tt, J= 1.0, 7.4 Hz, 1H), 6.39 (dd, J= 1.1, 8.6 Hz,
2H), 5.31-5.42 (m. 2H), 5.04-5.25 (m, 2H), 4.92 (dd, J= 6.0, 9.5 Hz,1H), 4.80 (dd, J= 6.9,
13.3 Hz, 1H), 4.66 (t, J= 8.6 Hz, 1H), 4.45-4.54 (m, 1H), 4.13 (dd, J= 3.5, 8.8 Hz, 1H), 1.89
(d, J= 3.4 Hz, 2H), 1.58-1.84 (m, 3H) ppm.
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T 6A. H15% (3R AS)-4-[2-CK FFEH)-4-IRFEK]-3-[39)-3-(4-FIEH)-3-B R A H]-1-3
ERAFAT-2-l (D2)

100 mL MIFEMPIRANE 3-[2-[(2-F FEE-4-RFE)- FETEFE)-S-@-FE
B)-5-F B LB R ]-4- R -GS e -2- (D1 2K EE) (1.45 g, 2.00 mmol) I To/K R T % 5
B£(10 mL, 0.2 M), FHINA N,O-X =% F Lk Z 8% (1.0 mL, 4.00 mmol). &IV
WAEDERE T OB 2 Mo B8 230, I ERITD T B R K& 9(0.50 g, 0.20
mmol), UBFIMNTRIERECKTETN. ARSI NO-R=FE PR 2B
(0.5 mL, 2.00 mmo)), R ZIE THHE 16 I, RJ5RNA WS, WMAVKESR
(0.01 mL, 0.20 mmol), FEEMA 1.0N FITE/KEHER(3.5 mL), F2 M LE &BE R
HIKB AR N,O- W =R ETEE LB W U FE M) . = 1 AR ZARSYHH 0.5
/NEE, B EIR S, A 11 9 28R 2 BE- 2 5E(50 mLYFI/K (50 mL)FRE, $53h, B4 E,
A HUZE K0 mLYF 7K (50 mL)$G. BAKEELHARGREGH 1:1 2R ZE-2
Kt 2x30mL)REXEI, GHMEIEEIWEBM TR, WRELUED 1.60 g HEEH,
FEYIE T A AR (1:9-1:1 BRI R 288/ B k) ail LB BI(3R,45)-4-[2-(F R FE)-4-
RAEF]-3-[(3)-3-(4- K TE)-3-BEAE)-1- R ERZLI T #-2-80 D2 (0.687 g, 61%), K
A& E A LC-MS B4EE KT 99% , Re = 0.30 [2:1 K/ LR ZEE], M(-OH):
542.4 m/z); '"H NMR (300 MHz, CDCls) 8 7.41 (br s, 5H), 7.28-7.22 (m, 4H), 7.19-7.15 (m,
3H), 7.08-7.02 (m, 3H), 6.96 (t, J= 8.7Hz, 2H), 5.10 (dd, /= 15.2, 11.2 Hz, 2H), 5.01 (d, J=
2.4Hz, 1H), 4.57-4.52 (m, 1H), 3.06-3.00 (m, 1H), 2.25 (d, /= 3.8, 1H), 1.97-1.74 (m, 4H)
ppm; [a]p 2 -12.3° (¢ 6.5, ZF& Z.EE).

FAT4 & D2 P IER T

D1 BRI IR BARE H IR 7921 R R(EH): IR (A )] LR R T
ZJEHHI D2 BT 135 g GBiB: 117 g B9 D2 IEXTHA N L 37 g 34 4 B B g Mk
FR), HAEPEL(700 mL)FINIME 65°C. 7 10 80P M HEFEHIE R P INAK©Q0 mL).
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LEREBAIE 47CH, RIEPIERIMATEBALER D2 &, 7 47C TR
B, REE 5 PHZARKANERR. SIBRERE, %5 KA FEEIKE®:11)
¥, EFETTFEUSIXEEIAD?, 54.0 g). B 'H-NMR BH R0 BRI k.
E7E PR RENREYPIRE 50C, MAKR. SIEER, RETEUEBET
439 g FEGEEE. XMYFRERRER28 mL)FIMRE 73°C, 7 45 2HAMARRE
B2/7K (27:73, 104 mL)FNREY). WEAIE 65°C, MMAIEXTBALL D2 &, F%
WEBAHEER. SIREEEREAE, FARRER/K(T5:25 80 mL)Bt, ETTHRUEFRZE
HI(3R,AS)-4-[2-(FK 4 H)-4- 1R ZEF]-3-[(3S)-3-(4- TR )-3-BE R E - 1-FERERA XK T
be-2-H (D2,40.7 g, KB D1 fJCE 44%), 9 B ESRY), 45 5 113.9°C @ id F 94 HPLC
SYHT,  FESTBRARA AT A 99.9%.

BB, 7. (3RAS)-4-[3-CR R EH)-3- B HEBEHK-4-H]-3-[(3S)-3-(4- A IFKE)-3-FHRHE]-1-F
HE T Ft-2-09 (F1)

T
()

500 mL W =R K 3 A\ (3R,45)-4-[2-(F R A H)-4- R FH)-3-[(35)-3-(4-F &
B)-3-BEFE-FEEAEA T K-2-F(21.7 g, 38.7 mmo)F 3-BREFHMEEG.4 g
46.4 mmol), EEMABRSK 4:1 FFHE-Z8E(97.5 mL, 0.4 M). ZE=R TIRESYEEN
WBHEAS B, BN ESEE B EHENGRE 25 S URBES. BEWFE 17 282
EREARE, MAARAEERTMARSE 2.0 M BB H /K% (39.0 mL, 78.0 mmol), ##
&I B (=2 BHHE0) (2.23 g, 1.93 mmol). AT E# BIRFENE BRI SMI 10 4384,
DARBES. BRETHER, BEYWMRE o0CHEMRIR T RNAFER). RN
7E 90°C FHEdE 5.5 Mif, BHEER, HAVKAKGO mLYF, A 1:1 BZBZEE-Bi
(250 mL)ZEY, /K100 mL)¥E. /KELEEA 111 28 Z8E-Fikt (250 mL)R E&EL.
A FBEIEMARERQ.25 MEER(2.25 g), IR . BRI Celite®it i, A
1:1 M Z B ZHE-BEk(200 mLYBE, IRYELATS R AIIMQ26.8 g). TMIEM T BE6S
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mL)F, IIAEERRQS o) B E R K PRI E(125 ¢). B EEA R T
(200 mL). 20%H) Z 8 Z.Bg- 2 KE(1000 mL)YER LABR 22 2% 5, FEFH 40%00 Z 8 ZER- 25T
(1500 mL) LAYE AR ZE A4 BT W ) B 25 ¥R 4 LASS B (3R, 45)-4-[3-(C&F S 2E)-3 - B LR
4-F1-3-[(39)-3-(4- TR A H)-3- R E N E-1-FERRF T k-2-8 (F1) (20.1 g, X
91%), HERFEHBIEK; Ry 031 (1:1 FIZMRZES-E4%); HPLC 40 97.5 A%; 'HNMR
(300 MHz, CDCl3) § 7.45-7.26 (m, 9H), 7.23-7.15 (m, 5H), 7.11-7.02 (m, 4H), 6.95 (t, J= 8.8
Hz, 2H), 6.86-6.82 (m, 1H), 5.20 (d, J= 11.4Hz, 1H), 5.14 (d, /= 11.4 Hz, 1H), 5.12 (d, J=
2.3Hz, 1H), 4.59-4.53 (m, 1H), 3.13-3.08 (m, 1H), 2.20 (d, J= 4.4 Hz, 1H), 1.98-1.80 (m, 4H)

pPpmo.

B 8. HI B (GRAS)-4-(3,3 - R EEEIK-4-F)-3-[(39)-3-(4- A K)-3-RERE)-1-FH
BRI T f5-2-H (DFPA)

400 mL B0 & JE 52 F 3 N GRAS)-4-[3-( K F & £ )3- B B K 4-
1)-3-[(3S)-3-(4-FEEE)-3-FENE)-1-FHEE I T 52-2-80 (20.1g, 35.0mmol), AER
ST BRI 200-FRETAE FE N Z B2 (73 mL)AVE R . I EART 10%8xE50(9.84 g, 2.59
mmol), EEIMABRSN 200-FrEEREENZBEQ0 mL). FHABRKBERZ S, BIZIH
PEEAEE. REETKENEL, SRERERBANER, BHETREMKKE
HEMHREE. ZEZER T 4/PMNERZE, RNMTH, BBRAZSKE 20 248, B
EYMERFRPATEIT Celite®iTIE, AKRAK 200-4rA#ETEAE E ) ZB2(50 mL)F1 PR
(210 mL)¥E, W45, Fid i (%4330 g IR, 40%-70%) Z R ZBE- O ) difth LUR 3|
(3R,45)-4-(3,3'- “ R I BKFE-4-5)-3-[(3S)-3-(4- A )-3- B E R E)-1-FER LT $-2-
B (DFPA) (12.7 g, 75%7= %), R,0.13 (1:1 11 LR ZBE-C4%, 7E 254 nm T #J UV); HPLC
41 98.1 A%; '"HNMR (300 MHz, CD3;0D) § 7.36-7.14 (m, 8H), 7.07-6.97 (m, 7H), 6.75
(ddd, J= 8.1, 2.4, 0.9 Hz, 1H), 5.15 (d, J= 2.3 Hz, 1H), 4.64-4.60 (m, 1H), 3.18 (dt, J= 5.7,
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2.1 Hz, 1H), 2.05-1.89 (m, 4H) ppm.

5% (BR,A48)-3-[(38)-3-{ [T H(Z FHE) PRSI ) -3-4-FEE) A E]-4-2-{ [T &
(ZHE) PR 4 ) -4-(4.4,5,5-0 Eﬁ%-1,3,2-:’§L%%ﬁ)]ﬂ%Wﬂiﬁ-z-g)ff%]-l-ﬂ“:%ﬁ
RINT he-2-H

EEHBRE DR, CRA4-G-R2{ VN THE(ZHE)FEREEIA)E
3)-3-[(3S)-3-{ [ T £(Z T ) FRESEE ) -3-(4- K E) N EE - 1-FE R R T be-2-F
(0.42 g, 0.60 mmol)¥&fET —MEHE(15 mL). BXINERSTAREENE(0.17 g, 0.66 mmol). BRERHF
(0.18g, 1.83 mmol)Fl ~&A[1,1- (= FHEIEE) —IRE S EAD R F KNS Y1(14.6 mg,
0.018 mmo)in A, REAGEERS, HIMME 85 CHLL 24 /o, BEYRANE= R, H
50 mL {9 1:1 {288 Z.s- OB, A 100 mL 9 0.1 N #h8 & 2 x 100 mL B E7KPedk.
WEBHLE, FRakEE—3 4R, @il 10 g PEEEIE, A 50 mL 2% LB
%, EASIRGELUEBI(R,45)-3-[(39)-3-{[M T (= B E) PR EE)-3-4-FFE)A
HE-4-[2- ([T F(Z ) R R L | AU ) -4-(4,4,5,5- D0 PR 4E-1,3,2- R ARA AR 3F [0e-2-
H)FE]-EERNT T #5-2-8; 'H NMR (300 MHz, CDCl3) 8 7.35-7.18 (m, 9H),
7.02-6.96 (m, 1H), 6.95 (t, J= 8.7 Hz, 2H), 5.11 (d, J= 2.3 Hz, 1H), 4.63 (t, J= 5.6 Hz, 1H),
3.06 (dt, J= 7.4, 2.3 Hz, 1H), 1.96-1.79 (m, 4H), 1.31 (br s, 12H), 1.05 (s, 9H), 0.86 (s, 9H),
0.35 (s, 3H), 0.32 (s, 3H), 0.00 (s, 3H)5 -0.20 (s, 3H) ppm.
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