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FEARE B — AR 6 KA AT, LR AK A A, 355 B R RACH R
FIAKERES, BARM LB VB, R AEEH-10°C-10C, R AEFIA A 15-20 N6,

HIR (2) P50 R R 2% R Y & &) & #——=X RSRS-VIHL&-4F= X RRSS-
Viteedy, Prid @ =T vA R &, HAERNT—F R, T A RA R A 655
AT ERE, Bl BATE. 4 MRS, REAETLE AL,

ik, PrAE R ERAGATN LA FEE. LB, FAB. LIBLE. L. WA
k. A, TR, AR, RTRXAEZTROY, EREHTFTE. FAE. LR
AR,

Wit Hh, Pk & 45 dh IR 26 F BAL 4 X, RSSS/RRRS-VIfLA-47 49 HPLC F 465 X T
98%, it KT 99%.

i d, HI (3) PTER A PA/C ALK G A T 34T,

Frid &g PA/C AL F 4 Pd A& % 5-10wt%, thikH Swi%e 10wt%.

B ik BB AR 787 7 AT, Mk, PRiRiRsm ABERIEH, EHikAHFEE. 8. F7F
B 09 fE T —AY, BALILA T B,

Rk, PTi& R 69R A 25-85°C, HRikA 30-60°C; RALAF A 4 1-30 B, 4RiH
2-10 BT,

LR (3) FiiF =t 4K el = ony, TR FATERE,

P, KEPEREE A G AL R RRLGF ETES G TR, G

(1) &8 L& k414X SRER-V L Fa X, SSHR-V L4477,

(2) B#Pr1F X SRHR- VLA Ao X, SSHR- VLSt 4T85 L R, 53] X SRRR-VI
1o F= X, SSSR-VIHL&-47;

oM PG O oM PG O

F R N T s e - s [+, o
- “‘\,\,:‘-_:\,.\ R (,\A‘"_",» "N .ﬁN S & _‘_‘Q\_ e = “‘»\,‘-_-_:\..\ R \_.\:"__,. AN N S - ‘___9__},.‘ - "-}‘-';*
N ey RIRSY NS L T Y
[ (S“'ifR'} iR { [ \Es I:-F_x‘i A R \
}“\ o K‘?::',‘,m"‘;-\'\’\,-\f‘- L“-\\‘___-a:" '\_\i:;':m '{_F 5\_\ o ‘{‘?I::,‘n‘;'b"\:\".»w‘" \‘“\\‘-"‘; ", & o
SEER-VI I85R-VI

(3) ¥Pi1F X SRRR-VIML &A= X, SSSR-VIMLA-MBLIA PG £ F, WAL X, X T4
HE, B X Xo A, 355 EREFHX SRRR-A L% R A2 X, SSSR-A2 bk /R, Ritt—
THEHLAE ETEZE,

BEARE P —F PRk e FaeF XF, FH (2) FX SR#R-VALEMFa X, SSHR- VLA
Pl RS F R, KA KRFEREGRAY, Blhe i ERIA 1.05:1~1:1.05 9845
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Moy X, BATIRBMIL R,

AR ZAY EaT X, FR (2) BEFE] X SRRR-VIHL&YFa X SSSR-VILA-4 49 i
od, TRAMTINRERBERTERFHINT—F R, %] SRRR-F 5% KA SSSR-
Bl b REE R RAM

FHI, B (2) BEARE| R RS YT AR SE, 535 X SRRR-VIALA 4y A=
A SSSR-VIMea4s, —#F 4 AL PG R B A Xiv Xo BURIL, 1330k 3 49 SRRR-A 474 R
Fa SSSR-A 0564 R, G H SRRR-A 056 % R Aw SSSR-A56i& RUAFERERA, 55|70,

Flo AR Z 8 4 X SRSR-VI{L A A2 X, SSRR-VIILA#, Pk &) = 4#+T vA R
MR, ABUMNT—HRE; ST R AT A 699 B b kv &, Bldedt BATk.
FTHEMES, ik ATk,

FEARLR G H —FEZHF T, FH (2) FX SRER-V L& HF2 X SSHR-V LA vA
HEARFER, #lam ZERA 1.05:1~1:1.05, R #HATRFMITR.

KR EA Fas XA, FIR (2) 5314269 X SRRR-VIMLA- 4 F= X, SSSR-VILE-4.
B E Rty X, SRRR-VIAL A A X, SSSR-VILA4y s, AT —F R, 3% SRRR-
Fasl it R An SSSR-AS654 8 R JE RpLHyRAY).

Ao, IR (2) 475169 X SRRR-VIHL&-#p A= X SSSR-VIMLE&-4, T A4 AL PG &
AA= X). Xo AR, 1334k 5 49 SRRR-A 5674 Az SSSR-ZA08i4- R, R /5 4% SRRR-Z547%
R Az SSSR-Z b i& RAFERFRA, FE| oo,

ik, I (2) PR g B R E AL RN AET. BHABAELT AT,

ik, Pk e Rk f M Esh, MELLE, MMEAAE. MEASS. AEIEE.
Z LB EALS . BAALAE . LiB Al oy —AF R S AP, Rk A AL, AL
A7 XA EAAL.

ik, PridBsGReik B = FALA, RA0E5, UL, R4, Raesr, b4,
RAAL4E, WHRAE, A4, FRER4R, FLER4T, BLEE, TER4S, Rukde, R4, LK
fAuss, FRB4E, RALst, SHEREF L EAAKBRE T o9 —FF RS A, ik h A fse,
FAHE BT AR ARBR B .

B ik BB AR 87 7 AT, Mk, PRiRiRm ik  Warkh, 7R, TH, FAH,
BRTHETER, CB ., Ak, —FK, ¥R, —AFRPeI—FHREH.

ik, PTiE R JE #-40°C-50°C, BRL AT IA] 4 0.5-40 )6,

B RE B — AR 6 K Ae T AT, LR ARG, 355 A BRI FALAS A A
AT, BRI RA WAk, BRLREA-5C-20CTF, KRR A 8-12 6,

T (2) Pkt B R A% RV &8 9 X SRSR-VILA- 442X, SSRR-VI1LA
Wy, Pk @) =T RPN AAURTE R 0 & s kiR &, Bl Bk, E2 4855, &
HAFEE MLk,

ik, PrAE R ERAGATN LA FEE. LB, FAB. LIBLE. L. WA
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k. A, TR, AR, RTRXAEZTROY, EREHTFTE. FAE. LR
R RAW,

Rk R, PPk &4 SRR T4+ SRRR/SSSR-VIML&-449 HPLC FHA4LE X T
99%,

Hik s, HH (3) Pk B PA/C HELH] A4 T 84T,

Frid &g PA/C AL F 4 Pd A& % 5-10wt%, thikH Swi%e 10wt%.

B iR RRLAE 7] 7 AT, Rk, PRikish| ABR RN, #4hikAh FE. LB. /A
B 09 fE T —AY, BALILA T B,

Rk, PTi& R 69R A 25-85°C, HRikA 30-60°C; RALAF A 4 1-30 B, 4RiH
2-10 BT,

LR (3) FiiF =t 4K el = ony, TR FATERE,

H—F i, KEPRBEE ZAHERLERREGF ETEZOEGF R, 06

(1) RA LEF EZHEFI] X RSHS-VILS4. X RR#S-VALa4. X SR#R-V LA
X, SSHR-V ALA4;

(2) B X RS#S- VA= X, SRAR-ViLAdy, HATHRBMITE R, 155X RSSS-
VItt&-#4= X, SRRR-VI{L&-47;

(3) # P45 KX RSSS-VIMLa-#F= X, SRRR-VIMLA- Bk PG 2, AR L X, Xo T
HE, B X Xo A, 355 EREFHX SRRR-A L R A2 X, SSSR-A2 bk /R, Rit—
THEHLAE ETEZE,

BERE R —Fr ke T s XP, T (2) F X RSHS-VLS A=K SRHR-V LA
Pl RS F R, KA KRFEREGRAY, Blhe i ERIA 1.05:1~1:1.05 9845
Moy X, BATIRBMIL R,

AR ZAY ET XA, FR (2) BEFE] X RSSS-VIHL&4F2 X SRRR-VILA-4 49 i
od, TRAMTINBRERFBERTERFHINT —F R, %] RSSS-F 5% KA SRRR-
il it R E RYLH R,

B, T (2) R R RS HETUZI 5B, 431135 X RSSS-VILA-4hFa
A SRRR-VItL&-4, Z# 4 RIBLH PG A H A= Xiv Xo BRARE, 13350k 249 RSSS-R5bi& R
F2 SRRR-A56%- R, R H RSSS-2 sk ik RFn SRRR-F56E RAFERETRA, 557,

FIR (2) R ARV &8 FH——X RSRS-VIua-Fa X, SRSR-VIIL&-4, Fiik @) =
T AR F, ABENT—F R, AT URA AT 60 B ey kR, #lde
AREME. EHEaESE, A ELE Lk,

EREP G H A EHT NF, R (2) F X RSHS-VILEHF X SRIR-V L&A
ARFFER, Bl B RS 1.05:1~1:1.05, 5 A #ATRZEHL R,

R EA Fay XAT, FIR (2) 5314k 2 69 X RSSS-VI a4 4= X, SRRR-VILE-4.
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TREFE Rty X, RSSS-VIHL&-dF2 X, SRRR-VIL&-HiRd-, AT —H R A, 55| RSSS-
25l 38 R Fr SRRR-ZS06 35 5 JE RV 4 R4

Ao, IR (2) 175169 X RSSS-VIHL&-# A=K, SRRR-VIMLES4, T A4 AL PG &
Af= Xiv Xp A, 1330 5 49 RSSS-A047% RF= SRRR-F564 R, ARG RSSS-A5bi%
R A= SRRR-F66& ROAFERERA, 57w,

ik, I (2) PR g B R E AL RN AET. BHABAELT AT,

ik, Pk e Rk f M Esh, MELLE, MMEAAE. MEASS. AEIEE.
Z LERRAMEAS . BAALSE . LA T A —FP R S A, ik A AL . AL
A7 XA EAAL.

HoikH, PSSR A = sALA, RAL45, FAL4E, Fb4E, aukdy, auved,
RAEE, WHRAK, RIEE, BB, FBi4e, BIEE, R4S, Rdbse, RILE, BK
FM4s, SFRBE4E, ALk, FHEBEAIREIKBRES T o —FF R AR, Rk h B,
FAHE BT AR ARBR B .

B ik BB AR 87 7 AT, Mk, PRiRiRm ik  Warkh, 7R, TH, FAH,
RTHEFE, LB -FE., Rk, ZFR, X, ZAFRPe—HREA.

ik, PTiE R JE #-40°C-50°C, BRL AT IA] 4 0.5-40 )6,

FEARE B — AR 6 KA AT, LR AK A A, 355 B R RACH R
R AAKBRER, BA KRR OB _FE, RMEEA-10C-10C, R A 15-20 6.

HIR (2) P50 R R 24 R Y & &)~ # X RSRS-VIHL&- 442 X, SRSR-VI1L
Sy, FTA S Mo KR ARARBRCE R g o B b ik R, Pl AR BATE. B4R,
Wit K& 4k anik.

ik, PR &L RERMGEANLE T, L. 7R, LRLE. LK. O
sk, A, TR, AR, RORASMEZT RS, IHREAHTE. FRE. LR
AR,

ik H, Pk &4k ShiR 2 BAE At RSSS/SRRR-VILA-# 49 HPLC F 4k E KT
99%.

Hik s, HH (3) Pk B PA/C HELH] A4 T 84T,

Frid &g PA/C AL F 4 Pd A& % 5-10wt%, thikH Swi%e 10wt%.

B iR RRLAE 7] 7 AT, Rk, PRikish| ABR RN, #4hikAh FE. LB. /A
B 494 F—AF, LRk FE,

Wit s, PR R GG JE A 25-85°C, ik 30-60°C; RALEFIA] A 1-30 A, 4hikA
2-10 BT,

LR (3) FiiF =t 4K el = ony, TR FATERE,

R, KA LIRS w4 &A% E RRIEHF E TS0 o5k, ads:
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(1) RA LEF EZHEFI] X RSHS-VILS4. X RR#S-VALa4. X SR#R-V LA
X, SSHR-V ALA4;

(2) %P7 #F X RRAS- VAL A X, SSHR- VLAt AT 45 R, 155) X RRRS-VI
te -t Fa X, SSSR-VILA-4;

(3) ¥ P71F X RRRS-VIMt A4 F= X, SSSR-VIML&A- M BLIR PG £ H, AR S X|. X, B A
HE, B X Xo A, 355 EREFHX SRRR-A L% R A2 X, SSSR-A2 bk /R, Ritt—
THEHLAE ETEZE,

BEARE P —F PRk e FaeF XF, FI (2) F X RR#ES-VALEMFa X, SSHR- VLA
Pl RS F R, KA KRFEREGRAY, Blhe i ERIA 1.05:1~1:1.05 9845
Moy X, BATIRBMIL R,

AR ZAY EaT X, FR (2) BEFE] X RRRS-VIHL&YFa X SSSR-VILA-4 49 i
ol TRAMTINBRERFBERTERFHINT—F R, %] RRRS-F456% KA SSSR-
il it R E RYLH R,

B, B (2) BEAFR R RS YT IAE IS, 431135 X RRRS-VILA-4 Fa
A SSSR-VIMea4s, =4 AL PG R B A Xi. Xo BURIL, 35|27 69 RRRS-A 5474 R
Fa SSSR-A 0564 R, G H RRRS-F 056 RAn SSSR-A56i& RUAFERERA, 55|70,

T (2) Rt A Ry 28 ZH—X RRSS-VILa- 42 X, SSRR-VIML&4, Pk gl =
T AR F, ABENT—F R, AT URA AT 60 B ey kR, #lde
HEME. TEMESF, Hir ATk,

FERLG H —FEHH5 X, FH (2) F X RRES-VAILSHFa KX SSHR-V LE-45 A
ARFFER, Bl B RS 1.05:1~1:1.05, 5 A #ATRZEHL R,

R EA Fas XA, FIR (2) 5314k 2 69 X RRRS-VIMe A4 F= X, SSSR-VIL&-4.
B E Rty X, RRRS-VIL & A X, SSSR-VILA 4y s, #AT—F R, 3% RRRS-
Fasl it R An SSSR-AS654 8 R JE RpLHyRAY).

Ao, IR (2) 475169 X RRRS-VIHL&-#p A= X SSSR-VIMLE-4, T A4 AL PG &
AA= X1, Xo AR, 1334k 5 69 RRRS-4567% f Az SSSR-A08i4 R, R /5 4% RRRS-4547%
R Fa SSSR-A6b 78 RVASFE R A, 1F3] 70,

ik, I (2) PR g B R E AL RN AET. BHABAELT AT,

ik, Pk e Rk f M Esh, MELLE, MMEAAE. MEASS. AEIEE.
Z LB EALS . BAALAE . LiB Al oy —AF R S AP, Rk A AL, AL
A7 XA EAAL.

ik, PridBsGReik B = FALA, RA0E5, UL, R4, Raesr, b4,
RAAL4E, WHRAE, A4, FRER4R, FLER4T, BLEE, TER4S, Rukde, R4, LK
fAuss, FRB4E, RALst, SHEREF L EAAKBRE T o9 —FF RS A, ik h A fse,
FAHE BT AR ARBR B .
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B ik BB AR 87 7 AT, Mk, PRiRiRm ik  Warkh, 7R, TH, FAH,
RTHEFE, LB -FE., Rk, ZFR, X, ZAFRPe—HREA.

ik, PTiE R JE #-40°C-50°C, BRL AT IA] 4 0.5-40 )6,

FERE B — AR 6 KA NP, LR AR A A, 355 B R RALES R AL
A2, RA| R Ak, REBEA-5C-20CTF, RN 8-12 B,

W (2) PRkt HME R H LA R Y B8 FH——X RRSS-VIHL&4F2 X, SSRR-
VItba-4h, Pk &) = 4T KA RARRE R 694 B by k&, Bl EATR. E44%
%, kAT,

ik, PrAE R ERAGATN LA FEE. LB, FAB. LIBLE. L. WA
k. A, TR, AR, RTRXAEZTROY, EREHTFTE. FAE. LR
AR,

Wik e, PR F 45 dh IR 22 37 BAZ 4 F X, RRRS/SSSR-VI{L&-47 69 HPLC F 14465 K T
99%,

ik, I (3) Prid R EAEL PA/C 1A AL T 34T,

Frid &g PA/C AL F 4 Pd A& % 5-10wt%, thikH Swi%e 10wt%.

B ik BB AR 787 7 AT, Mk, PRiRiRsm ABERIEH, EHikAHFEE. 8. F7F
B 09 fE T —AY, BALILA T B,

Rk, PTi& R 69R A 25-85°C, HRikA 30-60°C; RALAF A 4 1-30 B, 4RiH
2-10 BT,

LR (3) FiiF =t 4K el = ony, TR FATERE,

FZL A, b T AL REA MRG0 &M, B X SRRR-Z 3% R 42X, RRRS-
BSb ik RA R —4bbd, X SSSR-Z56% R 5 X, RSSS-A & 1A B —b4.

SIA A, KL A LB REE T ERATHGSREIH, I8 5t Rl
b IR b 69 F M AR 69 SARLE MY B 6 P AR VLS, RE RN FES R4 A A
Boy ey, BRI, AR RIASMIES BFE R RS/RR-IV L4, R VA
RS/RR-IV Wa-#h A= X, S-1 LA VE A A AR T AR V ALEH, |k VLS Fsamtt
IR L4 F AR 69 SRR R B H R A= S AL, XA, A RA S-TEWEH BAt
& SR/SS-TV a4y, JKJE YA SR/SS-TV A4y Fa X, R-140A-1E A BAHE P AR X, V
eodly, Wb X VLS B skt 3R LT AR 69 AR MR R B 2 h S Fa R AL R A
FF i iE - R AR 2B B A AR LR X VLS ik 5L R 13 5] RSSS/SRRR-VI
WA A T8 4, BB BE, RAL4F5) RSSS/SRRR-A 4R,

T, AK B 69 RSSS/SRRR-Z56 4 R 4|47 ih# %, T A HAR T K MR EF e X
RR/SS-IV 1A, X RSHR/SRAS-V AW 942 AR, Ad K KR & T BAHGF) A A=
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RSSS/SRRR-Z-5b 7% R G ML E, FERT AR, B, KEHH EZBLTINARRT B
L3R F MR BT E B 0 4 b o B R A BRI R 6 B, BT IRKKE
1, RAEAK, #iE4H T AbivA =,

FAR K AT R,
PATF PABAR S8 B3 AL 09 B AR 7 AT il A, AR AR K P 697 TE B R IR T L,
FHH) 1 2-3-1-[6-A-QR)-1-FK 3wk -2- 3 ]-(1R/S)-1- LEE(X, RS/RR-I1144-4%) ) 4

& C’H
0 o RS Cl
o) Cl j ‘\ ‘\.af
(R) NaBH,, EtOH f »
F e —
R RS/RR]
X2=H, LG=CI X2=H, LG=Cl

FIRT, 8 1L 64 = T RALA Ae A 2-8-1-((R)-6- #-1- 3K FFettrh-2- 4 )- L ER( 50g, 0.21mol)
(BP X R- [ 104, 2406977 P& CN102164906A 365 6 AT 697 614 ), LK TBE
(300mL), 4r#tAn A NaBHy (9.9g, 0.26mol), K 30min, #Auife ZA4RRER B, if
W, MERARCE, KREMKGBOOML)F LR LES(600mL)S R, LER LES & VA T K BLER 4
T, EE, EEIRER 2-F-1-[6-A-QR)-1-F ot -2- 2 1-(19)-1- B2 5 2-F.-1-[6- A
-(2R)-1-F FFottrh-2- 2 -(1R)-1- LEE 64 38440 (49.4g, L 98.0% ).

FLHA) 2 R-6-F- (2R/S)-2-FR A, T H-1-F ok (X, RS/RR-1TML A4 ) 8 41 -

CH ~0

(0) Cl
) NaOH,H,0 N (R)

F
RS/RR-II RS/RR-II

X2=H, LG=CI X2=H

FIR T, % 500mL = 2 BHRF A NG RR FEAk A 1 89 77 ik R &35 69 2-8-1-[6- A-(2R)-1-
FHotbd-2- 2 - (1R/S)-1- TBE(51.5g, 0.22mol). S ERALAHAEIZR(2M, 0.44mol), R A 18h, R
L% LB LB IR, LBR LBS B R ARBLERART 1, i10B, JBIRIRGEIFdIRIRIR R-6-A-
(2S)-2-FR A T -1-R b 5 R-6-#- (2R)-2-FREA T H-1-FFnkmhag o4y (43.1g, 1F
98% ).

LA 3 2-[CRTFE)EI]-1-[6-A-(2R)-1-F S rtboh-2- 2 ]-(1R/S)-1- TEE(X, RS/RR-1V
1B~ 4) 84 ) &

OH
O NHBn
(R)

)
BnNH,, i-PrOH

R)
RS/RR- RS/RR-IV

) 500mL 3 7 BEHR,F e NARSE A6 2 89 77 ik 4] B4 B 49 R-6-A-(2R/S)-2- R A T h-1-
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}r\%’rwttv@(so 36g, 0.26mol), FH(97g, 0.90mol)FefAmBEL(150mL), KA 3h, AR
FABE, KiEMAIRTH(S00mL), EiRBEH 2h, TG EBK, T, 33 2 Gk

‘?EE)%)EE]-I-[6-%L-(2R)-l-%&7‘1‘“ﬂ:"r%-2-)%]-(lS)-l-Cﬁ%lﬁ 2-[CRF £) R A]-1-[6- A-(2R)-1- 3K

Fotbr-2-2K-(1R)-1- LB 69364 (51.6g (0.17mol), HLE A 66% ).

KB 4 2-[CRF H)BI]-1-[6-A-(29)-1-FK ke -2- 2 ]-(1R/S)-1- ZBE (X SR/SS- 1V)
8 %) &

AR S-I4bAa# (A9 X, 5 H, LG A4 Cl, AR CN102164906A 56t 7 T 697 ik
#1%) A RAt, AR EHA 1-3 d93RVEFIRE R 2-[CR T ) EI]-1-[6-#-(28)-1- 3K F etk -2-
H]-(IR/S)-1- T,

FHP 5 2-{F K -[2-(6- F-(2R)-1-3K FF et -2- 0)-(2R/S)-#2 2 - T A - R A -1-(6- AL
22(S)-1-FK Frotbrh-2- 2k )- LEA (X RS#S-VALa-# 5 X RR#S- V 1LE-49) 6561,

OH Bn Q

e} R N (o)

(R) " (S)
F F
RR#S-V
/@/H‘\/ __ KBr, NaHCO;
® TCHLCN, 1,200 OH Bn O

O N o

S,

RS/RR-IV " ©

F RS#S-V F

% 500mL 89 = 0 BRHLA A AR A4 3 097 ik R EAF R 6 2-[CRF A& ]-1-[6-
#-(2R)-1-F Frtbrdy-2- A ]-(1R/S)-1- £ B5(29.98g, 0.99mol, RR/RS=48/52), 2-F.-1-((S)-6-#,
-1-F Sfetkrd-2-2)- LB (27.2g, 0.119mol) (S-1, 3T AR CN102164906A 523614] 7 2~FF 44
7 %414 ), KBr(1.17g, 99mmol), NaHCO;(12.4g, 0.148 mol, 1.5eq.), ZH(250 mL),
EIRBA 18h B, FREACERE A, TEME EEKRFRZ A,

= élﬁ‘)ﬂ——%k?%féﬁ% L, RRIREE 2-{F K -[2-(6- B-2(R)-1- 3K FF etk -2-
H)-(29)-F2 H- TH]-B I -1-(6-A-2(S)-1-FR Frottah-2-25)- TR (RS#S -V ) 23.5g, 4K& 91%,
4% 99.3%.

TR A BUEIRYE, F 2-{F H-[2-(6- A-2(R)-1- K b rdh -2- 2 )-(2R)- B H - T HE - &
F-1-(6-#-2(S)-1-F ot -2-2)- LA (RR#S-V), #7154 40.5g, #h/Z 84%, HET—F
A Tt R,

FZHA) 6 2-{F I -[2-(6- A-(28)-1- K FF otk ok -2- 5 )-(2R/S)- 52 2 - T A - B Y- 1-(6- AL
2(R)-1-F FFeibrd-2-2)- ZEA (X, SRAR- VL&A= X, SSHR- VL4 ) 696,

VAR 4 Tk gl SR 0 2-[CR T ) EUR]-1-[6- 8-(2S)-1-57 FFwtkri-2- 2K ]-(1R/S)-1-
T B A 2-F-1-(R)-6-#-1-31 Fotbrd-2-35)- ZFR ( 5F& CN102164906A L3641 6 2~ TF 697 %
B1E) VA BA, KR EHRS S GRETIR, BIEFD) 2-(F HK-[2-(6-#-(25)-1-F etk wh-2-
#)-(2R)-# 2k - TH]-BH -1-(6-F-2(R)-1-R FFotth-2- 2 )- ZFA (SRHR-V ) Fa 2-{F K -[2-(6-
F-(28)-1- K vt v -2- L )-(29)- 72 2 - T - R A 3-1-(6- A -2(R)-1- 3K Fwtbvdy -2- 22 )- TR
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(SSH#R-V ),
T T 2-R[S[S(HI-I[F A L (L F H)] R ]-6- A-1- 3 I ol v -2- F B Am
2-S[R[RR)]]-[[FF 2 L A |- F 5|3 ]-6-#-1- 3K Fretbrd-2- F B85 (X RSSS-VI{L&4Fa X,
SRRR-VIfLA&-47 ) i 3= 4R 4498 A%,

OH Bn O OH Bn
RS#S-V RSSS-VI
Ti(OPr-),, NaBH,
OH Bn 0 DME oH Bn OH
Ou, o,
SR#R-V SRRRVI F

3L Z \RART, AnA LAk 5 k1T 569 X RS#S- VL4 (492g, 0.1mol ), ¢
) 6 7 ik 515 F) éﬁix SR#R-V1L&-#) (49.2g, 0.1mol ) F=Z —BF — ¥ & (1460ml), %
BTHAEF, BRE-ST, Pk BRI AI4RERES (113.6g, 0.4mol), HiE3f 1h &
Sr3eAm N NaBH,y (15.2g, 0.4mol ), 44 B 15h, BAR L T4, FiRZE-15C, Hin 4N #

B2 (800 ml), A4k HEdF 2h, LIEFH EEIK A;

0CT, ¥a &K AR LRKRTEEM, A NaOH BB FFE LEA LA E pH 49 12,
SRIFE|CRR LB B, e F R R, RKFBRMTIR, REF2 G €K g,
4 X, RSSS/SRRR-VI{tA-4 4 HPLC 46/ 97.6%.

TR F LSRG ERARMAF A (600ml), EATEF, & THMRI
A, ek 15h, EIFE @K 75.6g, X RSSS/SRRR-VIHLA-#749 HPLC 45/% 99.3%.

F oA EA48 HPLC 44F: Chiracel AD-H Column (250 mm); AshA8: E Tk F7A
BZ: —ZMe=80: 20: 0.1; # Mk ¥&: UV280nm; #ik: 0.8mL/min; & 8F 18] 55| %
16min(SRSR-VI), 25min(SRRR-VI), 31min(RSSS-VI), 39min(SSRR-VI).

B 8 2-R[S[S(S]-[[FF A& Tz -(I ¥ 3)] R ]-6- #-1- 3K FFettmh-2- B2 (( X, RSSS-
VItLa4 ) #9am

OH Bn o) OH Bn OH
Ti(OPr-i)s, NaBH,
RS#S-V RSSS-VI

AR EHA] T WRME TR, AL S F kB E&1FR) 0 X RSHS- VLo 4 BAt, 614
RSSS-VI1u&-4.
FE#H) 9 2-S[RRER)]]-[F 2 LA 3 -(IL F )] ]-6-#-1- 3K S otk -2- F B5( X SRRR-
VIHLa4s ) #98m
OH Bn O OH Bn OH

O, Ti(OPr-i)y, NaBH, Ou,
SR#R-V F

SRRR-VI
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R R M) T BRI TR, vAZHB] 6 F k4 E1F2) 69X SR#R- VLA 4] 4 SRRR-
.

FHA 10 2-S[RIRB)]-[[F A LM |3 -( I F 3 )] ]-6- #-1-FK ot v -2- F B Fm
-R[S[S(S)]]-[[%%‘EEJEH%]ﬂ-(ﬂE ‘15’%)]%1]-6-%&-1-%%%%1:%-2-‘?’ﬁ?é\ﬁi&ﬁmﬁﬁ%%ﬂ%

2

V4

OH Bn OH Bn

CaCl,, NaBH
OH Bn O 2 > OH Bn OH

I
O, S N = ~0 THF O, 0
(S) () (R)
F F

vA CaCl, (6.5g, 58.4mmol) #= NaBH, (4.43g, 116.8mmol) £ & k"% (150ml) T
EA 2h; AFETR, FEESL S FiEREFE X RRES-VILE4 (12g, 24.34 mmol ),
Fb) 6 7 ik E1FE 8 X SSHR-VAS4) (12g, 24.34 mmol ) 4 THF (50ml) &% 1%
AN, BE 2h, TLC 4R EA R %4, RRSS/ (RRRS+SSSR) -VI=40/60.

BB RABINKK T, N LER LESEIR, 4R A IN HCl feftfe fALAE R 4, &
KA AT IR, TR 4h, A7 E RSSS/RRRS-VIH 88 # 13g, F 44 E 4 RRSS/
(RRRS+SSSR ) -VI# & 3:=5/95, H.X, RRRS-VI 8 #1e&4 5 X SSSR-VI 2 B& 2 1L6-4)
R 1

F34) 11 2-S[RIRR)]-[[FF £ T o] -(I § 3) R ]-6- - 1-F Frotbrh-2- F B2 3L & #g &
8 %) &

OH Bn 0 OH Bn OH

CaCl,, NaBH,
<R> - /@JA/ <s>
F

AR LA 10 93T IR, M?Z@fiﬁﬁ%%’]% 544 X, RR#S- VALo-dh 4 BAt, 4
HAARAEH)
FHAH) 12 2-R[S[S(S)]I-[[F 2 T 2] -(T F 25 ) ] ]-6- A~ 1-Fk FFett o -2- ¥ B2 3 4k 8 2

-n

W~

4 %) &
OH Bn (@] OH |TD,n (§)H
/@%{'\/ m CaCl,, NaBH, /@W/N%
F F F
BB Z A 10 B9V T IR, VL E8) 6 Fikd &5 69 X SSHR- V1L AW 4] &A1 4 1k
o,

) 13 [ T H)W[6- A-1-R ok ]-2- F B ( SRRR/RSSS-26674 R ) A
L H BB
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OH Bn OH 5 oH H oH S
Ou,_~_N O “ R) AN
F F F

_PdiC.Hy

250 mL & EER, ENEHBE) 11 695 % 5 E4F 3] 69 2-S[R[RR)]]-[[F 2 I A 2 -(E
F 2 A]6- - 1-FR Fotbrd-2- F BE A 5256450 12 49 7 ik B 515 3] 69 2-R[S[S(S)]]-[[F A I 2]
-( F 3 6- - 1-R FFotbrdy-2- T B2 & 18g (36.4 mmol ), Pd/C 1.8 g, FB 320 mL, A&,
JE7 0.8MPa, e ZE 50°C, R 2h, TLC AR K% idER X PAIC, R4, 133
SRRR/RSSS-A547% 7R 14.7g.

¥ P45 SRRR/RSSS-4 4% /R An F BF 300ml /5%, KR T8 LA A, #lRA0%ER

LR, MNFHRBLE, LHERREME, RRMFEERN G, BEFE EBRRLER
3 B8 13.8 g, HPLC 4% 99.5%.

T 14 2-{F K -[2-(6-A-8-1&-2(R)-1- K FFrotbrh-2-2)-(28)- 2 & - TH-RHE-1-(6- A
2(S)-1-3R S etk -2- K )- TEAF= 2-{F H-[2-(6- #-8-i -2(R)-1-3K FF et rh-2- £)-(2R)- B - T
H]-BH-1-(6-A-2(S)-1-FR Hebh-2-25)- TR, PAA

2-{ F A -[2-(6- #-8-i8-2(S)-1- K FF et f -2- B )-(2R)- 72 - T |- 2 3 -1-(6- #-2(R)-1- 3K
Foth i -2-20)- ZER A= 2-{ F H-[2-(6- #L-8-i% 2(S)-1- K Fotb vy -2- 2)-(28)-F A - T A - R
F3-1-(6-B-2(R)-1-FK F vtk -2-H8)- TR 4G 41 &

FHA] 141 2-F-1-[6-A-8-1£-(2R)-1- K FFokrh-2-2 ]-(1R/S)-1- ZEE (X, RS/RR- [ 164~
))&

QH Br OH

(R) _—

(R)
F F

# 50mL = TR mn 2-F.-1-[6- #-(2R)-1- K S wtwh -2- F)-(1R/S)-1- T BE (1 .4g,
6mmol ). = # ZF(8 mL), NBS (1.62g, 9mmol ), Fi&K L 1h, GCRIERFL, RELTLDE
AR Z AT, ﬁké)ﬂ A FH(20mL) F IR, 4642 NaHCO;(10 mL)#eik, 40f= @ A4k i%k,
FRBEBRANT R, R, JERIREFS] 2-3-1-[6-#-8-i2 -(2R)-1-F S vtk -2- L ]-(IR/S)-1-
LB:18¢g, ABET—FRAE.

ZHeEM AN TH NMR (CDCls, 400 MHz) 8= 7.09-7.12(m, 1H), 6.74-6.77(m, 1H),
3.73-4.29(m, 4H), 2.77-2.98(m, 2H), 1.99-2.05(m, 1H), 1.77-1.87(m, 1H).

FH] 142 R-6-7-8-i&-(2R/S)-2-3F £, T 2 -1-FK FFoit it (X, RS/RR-IIMGA4 )41 -
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Br OH Br fe)
@) Cl (@)
(R) (R)
F F

FRT, @ S0mL =0 BHF A EES 141 8495 k8 E&F2]4 2-F-1-[6-A.-8-12
-(2R)-1-3R F ol -2- 2 ]-(1R/S)-1- B (1.8g, 6mol). FsLEe B 44 R A4 E R ( LA
0.48g, 12 mmol, 7K 6mL ), & 18h, TLC Wm/RH4Eib 72, TEMTEFIR, T, K
%5 #F R-6-#-8-7%-(2R/S)-2-FF A, T #h-1- 3K JFetbvi 1.45g, B AR-RIRAA FILE % 88%.

A eEM AN TH NMR (CDCls, 400 MHz) §=7.08-7.12(m, 1H), 6.71-6.75(m, 1H),
3.90-4.14(m, 1H), 3.16-3.23(m, 1H), 2.78-2.98(m, 4H), 2.06-2.18(m, 1H), 1.85-1.99(m, 1H).

FHA) 143 2-[CR T ) RIL]-1-[6- #.-8-38 -(2R)-1- K vk -2- 2 -(1R/S)-1- TEF (X
RS/RR-IVA&-4) 4] &

Br o) Br OH H\/@
@) (0] N
(R) (R)
F F

) 100ml £ 7 GEHEF hn N3P K564 14.2 7 ik 4] 445 8 69 R-6-#.-8-i2-(2R/S)-2- TR AT
F-1-K 5tk (1.45g, 5.3mmol) , FH (1.99g, 18.6mmol)#=5+ A BZ(10mL), =K A 3h,
BB E., RRER, REMARTHR(15mL), RSP 20, RFF G EBK, T, 5
B G & ER 2-[CRF 2R IK]-1-[6- #-8-i£-(2R)-1-F Hotbrdh-2-2 -(1IR/S)-1- 8% 1.3 g, & F
63%.

=4 4E M A% FE: 1TH NMR (CDCls, 400 MHz) 6= 7.26-7.34(m, 5H), 7.06-7.08(m, 1H),
6.72-6.74(m, 1H), 3.08-4.04(m, 4H), 2.75-3.09(m, 4H), 1.94-2.04(m, 2H).

FHA 14.4 2[R F H)AIK]-1-[6- A-8-32-(28)-1- 3K F- oty -2- 2 )-(IR/S)-1- TEE (X,
SR/SS-IVAL&-4h)é %] &-

PA 2-3-1-[6- #-(28)-1-F 5otk -2- 2 ]-(1R/S)-1- TES(1.4g, 6mmol ) ¥ 4 B AL, SRR %%
%) 14.1-14.3 8477 iE 514 2-[CGR F ) RH]-1-[6-#-8-38 -(2S)-1-F S otbrd-2- 2 -(1R/S)-1- T BE.

FHH 145 2-{F HK-[2-(6-#-8-i& -2(R)-1-FK FFrtbr-2-20)-(28)- 2 2 - T )-R 3K -1-(6-
B-2(S)-1-FKF et -2-2)- T BR, A= 2-{F H-[2-(6- #-8-i2 -2(R)-1-3K FFrib v -2- 2)-(2R)- 72 -
LA -RE Y -1-(6-A-2(S)-1- K vtk b -2- 2 )- TR ( X, RS#S-VALA4 5 X, RRAS- V4La-4 )
0 4] &

Br OH Bn O
o) S N S o}
o (R) |
Br OH O, Cl F F
O, - NHBn + (S)
Br QH I|3n O
F O AN o
] @ S
F F

FIRT, & S0mL = 2R FRAIER L) 143 85 kR &80 2-[CRT )&
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H]-1-[6- #4-8-7% -(2R)-1- K 3wtk v -2- 2 |-(1R/S)-1- £ B%(8.2g, 21mmol), S-2-F.-1-((R)-6-#.-1-
R Itetbrm-2-2)- L ER(5.44g, 23mmol), NaHCOj;(5.29g, 63mmol), KBr (0.25g, 2.1mol), A
(80mL), AZAHLFE, TLCBRIFR L., REXAE, LEAE EBRFIERB.

B & ERA R FIa g, ik, RRIREAT 2-{F -[2-(6- #-8-i2 -2(R)-1-K FFwib ol -2-
F)-(29)-F - THJ- BRI -1-(6-#-2(S)-1-FR etk -2-25)- TR 2.25g.

Tk B BUEIRYE, #F 2-{F A -[2-(6-A-8-i&-2(R)-1- K ubrh-2-5)-(2R)-Z 3 - TH]-&
F-1-(6-A-2(S)-1- 3K FFrtbrh-2- 2 )- LR 4.2g.

EP) 146 2-{F I -[2-(6- A.-8-38 -2(S)-1- K ot v -2- 2 )-QR)- B2 A - T K- R
H-1-(6- #-2(R)-1- K FFetbma 2- 2 )- ZBR, A= 2-{ F H-[2-(6- #-8- 2 -2(S)-1- 3K F vth vy -2-
H)-(28)-# - LHJ-B I -1-(6- R-2(R)-1-F Fokrh-2-2)- T8 ( X, SRH#R-V IS5 X,
SS#R-VAL&-4 ) &%) 4%

Br OH F_I’:n (@)
Ou, AN 0

3 (R)
0 S |

O, “ NHBn + (R)

Br OH F_I’:n O
F Ou, 9 N e
(S) (R) |

F F

FRT, B 50mL =2 MR TEANLRERY 144 FEFE&F2 6 2 [CRF R
FK]-1-[6- #-8-3£-(28)-1-FK Ft etk -2-3K]-(1R/S)-1- ZB%(11.18g, 29.4mmol), R-2-F-1-((R)-6-#\
-1-K etk -2-25)- ZEA(7.41g, 32.4mmol), NaHCO;(7.4g, 88.2mol), KBr(0.35g, 2.94mmol), Z
F5(120mL), # A3, TLC BRIZR L. R ZEE, LEFE ERBERFER C.

B & ERA A T AR, R, SR RORGEAT 2-{F H-[2-(6- B-8-3 -2(S)- 1-FK etk -2-
H)-(2R)-#2 2~ TH]-R A -1-(6-A-2(R)-1-FR FFotbmh-2- 25 )- TR 5 g

JEk C RERSE, 15 2-{FH-[2-(6-A-8-12-2(S)-1-F futbrdh-2-)-(2S)-2 2 - TH]-&
H-1-(6-F-2(R)-1-K FFottrh-2-4)- L ER 8.61g.

A 2-{ F H-[2-(6- 8- -2(S)-1-FK Sk -2- 2 )-(2R)- 2 A - T H - B -1-(6- A
2(R)-1-F Ff-otbeh-2-35)- LB 1TH NMR (CDCl3, 400 MHz) 6= 7.29-7.37 (m, SH), 7.06-7.08 (m,
1H), 6.71-6.75(m, 4H), 4.02-4.08(m, 1H), 3.92-3.97(m, 1H), 3.83-3.86(m, 1H), 3.62-3.69(m, 2H),
3.31-3.34(m, 1H), 3.17-3.20(m, 1H), 2.75-2.82(m, 4H), 2.09-2.26(m, 4H), 1.91-2.02(m, 1H),
1.70-1.80(m, 1H).

A 2-{ F K -[2-(6- Au-8-12 -2(S)-1- K FF et v -2- B )-(28)- 2 Hh - T - R -1-(6- A
2(R)-1-F F-otbeh-2-35)- LB 1TH NMR (CDCls, 400 MHz) §= 7.29-7.35(m, 5H), 7.04-7.07 (m,
1H), 6.68-6.75(m, 4H), 4.26-430(m, 1H), 3.92-3.97(m, 1H), 3.83-3.86(m, 1H), 3.63(S, 2H),
3.31-3.34(m, 1H), 3.17-3.20(m, 1H), 2.75-2.82(m, 4H), 2.09-2.26(m, 4H), 1.91-2.02(m, 1H),
1.70-1.80(m, 1H).

KAEH) 15 2-{F H-[2-(6-A-2(S)-1-FFtth-2-25)-(28)-#2 k- LA - B} -1-(6- 8-
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-2(R)-1-r*;7‘f’rwttv@-2-g)-1(S)-wf;z ( X, RSSS-VIiLa-4 ) 64414

OH Bn OH Bn OH

) 100 mL 3£ 2 BEARA N 2-{F H-[2-(6-#-8- -2(R)-1- K Frth i -2-2)-(29)-% M- T
H]-8H-1-(6-#-2(S)-1- K Fetbd-2- 2 )- L8R (4.0g, 7Tmmol ), & =B —F &k 25mL, A # £
-10°C, AmA Ti(Oi-Pr)s (3.97g.14mmol, NaBH,4 (0.53g, 14mmol), -10°C T R & 18h, TLC 3k¥F
B, B4, AN A R A R B _’_:’H?’i;%GOmL)E‘?EX 0.5M S84k

ZR(SmL)2e%, tefeg bk, HEATL (P:E=10:1), #F 2-{FH-[2-(6-#.-2(S)-1-5%
frwttv@-z-g)-(zsy;ég-Lg]-ay&g}-l-(@ﬂ-s-;ﬁ-z(R)-1-);\frvttvr$)-2-)§é)-1(S)-Lﬁ? 36g 4K
% 89%, RSSS/RSRS=92.7/73.

FH¢EMARIA: TH NMR (CDCls, 400 MHz) 6= 7.25-7.35(m, SH), 7.06-7.09(m, 1H),
6.67-6.78 (m, 4H), 3.68-3.94(m, 6H), 2.70-3.14(m, 10H), 2.20-2.25(m, 1H), 1.76-1.86(m, 3H).

FHEM 16 2-{F HK-[2-(6- B-2(R)-1-FK FF otk -2-2)-(2R)- 2 2 - T J-R I} -1-(6- A-8-
fj%-z(S)-1-};1%%%@@-2-732)-1(11)-ms‘i ( X, SRRR-VI{LA-4 ) %4

QH Bn OH Bn OH
OI R \O
)[R R |

©) 100mL 3£ 2 B A FEN 2-{F 2 -[2-(6- #-8-i& -2(R)-1- K F ot -2- 2 )-(28)-% K- T
H]-BI-1-(6-8-2(S)-1-FK Fetkr-2- 2 )- R (1.85g, 3.2mmol ), T —BF — ¥ & 25 mL, »
#£-10°C, AmA Ti(0i-Pr)y (3.97g, 14mmol), NaBH, (0.53g, 14mmol), -10°CF R A 18h,
TLC SRIFRFL, BT A. AN R AR R B, ——%L‘?a}m(30mL)—r>E7x 0.5M
ARMANER(S mL)2kik, tofeduikik, BN (PE=10:1), 1F 2-{FHK-[2-(6-A
-2(8)-1-FK Feth-2- 2 )-(29)- 2 3 - TH]-RIL Y -1-(6- %L-s-;ﬁ-z(R)-l-mfrvttv@-z-fg)- 1(S)-Z
B2 1g, #% 54%, SRRR/SRSR=92.1/79.

FH¢EMARIA: TH NMR (CDCls, 400 MHz) §= 7.25-7.35(m, SH), 7.06-7.09(m, 1H),
6.66-6.78 (m, 4H), 3.68-3.94(m, 6H), 2.64-3.13(m, 10H), 2.20-2.23(m, 1H), 1.76-1.86(m, 3H).

T 1T 2-{F H-[2-(6-8-2(S)-1-FK Fribrdy-2- 2 )-(2R)- 72 2 - T A - R K ) -1-(6-#0-8-i2
2(R)-1-F Hakoh-2-2)- 1(R)- 8 ( X, RRRS-VI{L&-4 ) b4 4

Br OH Bn O Br OH Bn OH

H | g
Oa N 0 O~ N o
R R,
®| ® (s) | R L |

F F F F
) 100mL 3 & BEARA N 2-{F 2 -[2-(6- #-8-i2 -2(R)-1-FK FFwitrd-2-2)-(2R)- 2 - T
F-BI-1-(6-A-2(9)-1-K S etk -2-4)- ZEA(4. 1g, 7.16 mmol), Ak (50mL), AHE
-10°C, AmA KK LiCl (1.2g, 28.6mmol), KBH, (0.58, 10.7 mmol), TLC SRIFR L. R
25, RAERKEBERB R, —R FREOmML)F I, S AMMZEREO0.5M, SmL) o525
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AR ZRE, TRABRAAT IR, 108, JRIRIRSE, MBS, 1F 2-{FH-[2-(6-#-2(S)-1-3%
Frotbrd-2-2)-(2R)-Z 2 - TH)-R A -1-(6- A-8-32 2(R)-1-FR Ff etk 2-35)- 1(R)-ZBF 2g, #&
%% 60%, RRRS/RRSS=54/45.
ZHeEM Ak TH NMR (CDCls, 400 MHz) 8= 7.24-7.35(m, 5H), 7.04-7.08(m, 1H),
6.65-6.78 (m, 4H), 3.80-3.96(m, 6H), 2.69-3.07(m, 10H), 2.11-2.14(m, 1H), 1.83-1.93(m, 3H).
FHH) 18 2-{F H-[2-(6-B-2(R)-1-3K Ttk -2-2)-(28)- 72 2 - T A - R ) -1-(6-#0-8-i2
2(S)-1-F Hfotkoh-2-4)-1(S)- 28 (X, SSSR-VILa-dy ) #4114

Br OH Bn ©O Br OH Bn OH
! H
O, N Ne) O, N a0
.78 N
s (R | - [ N |
F F F F

) 100mL 3£ AR AZN 2-{F H-[2-(6- #-8-i% -2(S)-1- 3K FFotbhy -2- 2 )-(2S)-# K- T
H-BH-1-(6-#8-2(R)-1- K Fetbrh -2- 2 )- ZBA(8.2g, 14.3 mmol)A=v9 &7k *d(50mL), A 37 £
-10°C, AmAFIK LICl (2.41g, 57.3mmol), KBH, (1.15g, 21.4mmol), TLC SRIZR . B A T
BJE, MNFAAERIERAERE L, ZH2 FIRA0mL)F IR, REMAAER0.5M, SmL)F18,
Fa G AL TRE, TRERER AT IR, 08, JERORYS, BT, 13 2-{F -[2-(6-#-2(R)-1-
Ko -2-4)-(2S)-F2 - R - B Y- 1-(6- A-8-32 -2(S)-1- K vtk 2- 2 )-1(S)- LB 40 = 4hy
42g, MEH 51%, SSSR/SSRR=56/44.

FEEM AN TH NMR (CDCls, 400 MHz) &= 7.24-7.34(m, SH), 7.04-7.08(m, 1H),
6.65-6.76 (m, 4H), 3.80-3.97(m, 6H), 2.69-3.07(m, 10H), 2.11-2.15(m, 1H), 1.86-1.96(m, 3H).

E#8H 19  Q2S[RIRR)[]]-[[ I ] - F )| [6- #-1-F ek -2- FEF) LR E
( SRRR-Z-5bi& RELBREL ) 496 R

Br OH Bn OH OH OH

: H
o, L& o O AN o
R, R
(R) (R) (R) () | —_— = (R) (R) (R) (S |
F F F F

) & R AR L E RN EHG) 17 495 E R E1FE) 69 2-{F H-[2-(6-#-2(S)-1- K F vt
") -2- 2 )-(2R)- & 2 - T A )- BN 3-1-(6- A -8- 78 -2(R)-1- 3K FF vt vl -2- 2)-1(R)- T BF (1.1g,
1.9mmol), Pd/C 0.11g, ¥ B 20mL, A EL4¥(0.53 g, 3.8 mmol, 2eq.), 5 50°C, Hy /% /1 0.7 Mpa
B AR, TLCSRIFRFL, R TAE, LERRE PA/C A, RIRIREGRIER, &KiE
Mt R B E ARG BRI, SEABERAEN HCl A4k, B3 2h, 12&, TR RRRS-
Bkt R R E 0.55¢.

5364 20 RRRS-A056% R E&H B . SSSR-A-5674 /R 38R & 69 4] &

SRR FFA 15 6977 B A S0 2-{F K [2-(6-A-2(9)-1-FK F etk -2-#5)-(2S)- £ K- T
H R -1-(6- A-8-12 -2(R)-1-3R I ok -2-2)-1(S)- L BE . a6t 16 #97 ik H &4 2-{F &
-[2-(6- F-2(R)-1- K F vt -2- 2 )-(2R)- 2 Hk - T K - B A Y -1-(6- A-8- 38 -2(S)-1- 3K St wh -2-
H)-1R)-TB5 . F85) 18 497 iE41E09 2-{F K -[2-(6-A-2(R)-1-3KFFvtbr-2-2)-(2S)- 72 Ak -

2
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TH)-BI-1-(6- #-8-12-2(S)-1-FR otk -2-2)-1(S)- LERE A B 4, R K364 19 6975
%, 2R 445155 RSSS-2ibis R #E 2. RRRS-A68 R L. SSSR-AL7% R84 2
(HF RSSS-Asbi& REILBR I 5 SSSR-A0Li% R B H AR L4 ).

FHB) 21 2-{F H-[2-(6-B-2(R)-1-FK FF otk -2- 2 )-(28)-F2 2 - T )-RIK ) -1-(6--8-F
2(S)-1-3R FF otk -2-2)- ZER, A= 2-{F H-[2-(6- #-2(R)-1-3K FF et -2-20)-(2R)-#2 # - T 3K )-
B -1-(6- A-8-R-2(S)-1-FK F et -2- 45 )- LER b4 4 %

F£3#4) 21.1 R-6-#.-8-F-1- r;»\frvttvr% 2-Y R ¥ B é’ﬁm

% 100 mL = o %ﬁm FEN R-6-F-1-FR F-vtt b -2- ‘19 BA ¥ &5 (5g,23.8 mmol), NCS(4.76g,
35.3mmol), FeCl; (0.384g, 2.38mmol), %4)7(50mL) I ECIR., RETAEE, HHEER,
B B Fa g A ik, ROKBRERAA-T IR, 1008, JRRIRSE, FMAEBALEAT B it
3| G & B4R R-6-A-8-F-1-F FFotbh-2-FBA ¥ 85 491 g, 4CE 84%, HPLC 4554 98.73%.

J= 4 4 M) A% dE . TH NMR (400 MHz, CDCI3) 6= 6.98 (dd, J = 8.1, 3.0 Hz, 1H), 6.68 (dd,
J =84, 3.0Hz 1H), 4.89 (t, ] = 5.1 Hz, 1H), 3.79 (s, 3H), 2.87 — 2.67 (m, 2H), 2.32 — 2.21 (m,
2H).

FHA) 212 R-2-F-1-(6-A-8-R-1- R Hoth-2-2)- 287 ( X R- [ 1e4)) #9414

Cl 0 Cl 0

e} P O Cl

(R) o — (R)

F F

) 100mL = & BEHA A N R-6-#-8-3-1-F Fotbd-2-F BER ¥ B5(3.0 g, 12.2 mmol), KA
PR T AT KD Arkma(35mL), & Fhe(2.35g, 18.4mmol ). A#E-70CLA T, #HmiE
T;Eém_ TIER(2.5M, 74mL, 18.4mmol), #HimT A, HEHE 0.5h, HAk ZE(GmL),

k4 W 0.5h B AmAK(15mL), FAxHREA-30CA T, ﬁﬂ@mn” e, AEZER, M
N B LB (SOmL) R B, tofeduszeidk, ToOKARBRAN-TIR, T8, RARRE, FMEE
ER, BRECK-CBRUBRGENELS, 338 EEMKR R2-2-1-(6- A-8-F-1- Rt
#-2-3)- LA 2.3g, HE 71%.

FH¢EMARIA: TH NMR (400 MHz, CDCl3) § 7.03 (dd, J = 8.0, 3.0 Hz, 1H), 6.75 (dd, J =
8.3, 3.0 Hz, 1H), 4.73 (dd, J = 8.0, 4.0 Hz, 1H), 472 (d, J = 17.4 Hz, 1H), 457 (d, J = 17.4 Hz,
1H), 2.99-2.71 (m, 2H), 2.43-2.36 (m, 1H), 2.12-2.03 (m, 1H).

T 213 2-{F H-[2-(6- #-2(S)-1-FFvtbrh-2- 2 )-(2R)-#2 H - TH -8RI -1-(6- #-8-
F-2(R)-1-FK FF by -2- 2K)- T ERAF= 2-{ FF 2L -[2-(6- #-2(S)-1- R FFotbrhy -2- H0)-(29)- M- T )-R,
F-1-(6-#-8-F-2(R)-1-3R FFotb g -2-35)- T8 ( X, SR#R-V LS F= X, SSHR-V LS4y ) 49
%) &
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OH Bn O ol
On._~_N e}
(S) ® (R) |
cl 0
OH o cl F F
O, NHBn (R)
(s) ”
F OH Bn O cl
F O, S N e}
s R ]
F F

%) 100mL 3 7 BEAR A RN KA 212 7 ik 4415 8] 49 R-2-3-1-(6-A-8-F-1- R Fttbri
2-#)-Z (2.3 g, 8.74 mmol), 2-[CRF &)EIH]-1-[6-A-(2S)-1-FK etk -2-2K]-(1R/S)-1- T
B%(2.39g, 7.94mmol), NaHCOs (1.33g, 15.89mmol), KBr (0.104g, 0.874mmol), ZAF(15mL).
FIBBHERE R, HBAREN, 5B F5 4 &R 2-{FK-[2-(6-A-2(S)-1-K etk -2-
H)-2R)-#Z - TH-RH Y -1-(6- B-8-F-2(R)-1-FK FFotbh-2-20)- THR 1.24g, 1KEH 24%, F=
H EAARRAR 2-{F F-[2-(6- #-2(S)-1- K I vl -2- B )-(29)- & H - T - 2K 3 -1-(6- A-8-2
2(R)-1-F FFoibrd-2-2)-ZBA 2.1g , A 46%.

T 22 2-{F H-[2-(6-B-2(S)-1-F FFeibrd-2- 2 )-(2R)-F2 2 - T )-RIK ) -1-(6-F-8- 2
2(R)-1-F Hakoh-2-2)- 1(R)- 8 ( X, SRRR-VI{LA&4 ) b5 4%

OH Bn O Cl OH Bn OH ol

O, AN O Ou, AN ©
(S) R (R) | (S) (R) |
F F F F

8 100mL 3£ 2gRARA LN 2-{F H-[2-(6- #-2(S)-1-F Fetbrh-2- 2 )-(2R)-Z - T - R
FY-1-(6- #u-8- A -2(R)-1-3F F ot vy -2- 3)- Z BRI (1.04g,1.97mmol ), & =8 — ¥ & (15mL),
Ti(Oi-Pr)y(1.12g, 3.94mmol ), A3 £-10°C, 4 %4:4n A\ NaBH,(0.149g, 3.94mmol), -10°CF
B 18h, TLC MRIZRE, B RAEE, (off KRB, —&8 F%(30mL)3H
B, s Avh 0.5M & EMAKE R (SmL) At fe f A4 ik, RKABATIR, LIk, BE
R4, FEIRAEBATHAATF 2-{ F H[2-(6- A-2(S)-1-F FF oty 2- 2 )-2R)- 2 - T )- R
F-1-(6- A -8- A -2(R)-1- K JF b w 2- 2)-1R)- T BE 41 = 4 0.76g, ¥ & H 72%,
SRRR/SRSR=86/14.

FH 23 QS[RIRR)]-[[EH]R-(IE F 3 )]R]6- A-1-3K Hobah-2- F BE) R

( SRRR-Z-5bi& RELBREL ) 496 R

Cl OH I|3n OH OH H OH
fe) H N (o) 0O ~ N o
R
F F F F

) & R AR B R HEN 2-{F K -[2-(6- A-2(S)-1-F SFetbah-2- 5 )-(2R)-#2 - T - R
H-1-(6- #-8--2(R)-1- K Fvtbrdh-2- 2)- 1(R)- LB%(1.0g, 1.9mmol), Pd/C 0.11g, ¥ & 20mL,
BR B 47(0.53g, 3.8mmol, 2eq.), % 50°C, Hy &7 0.7Mpa, Bk AHEHIELR, TLC RIZR A,
B ZAE, SRR PAC B, ERRERERR, mAFRBEREFILE, FRE
R A BN HCL Adk, $E# 2h, 18, FIRAF SRRR-F57& RIBE 0.54g.
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L) 24 F/F Rk SRRR/RSSS-Ze o474 /R 2 81 2 64 4] %
F 52364 19,20 7 k55414549 SRRR-Z 6674 7R 3 B 3 A= RSSS-A04 74 R BB IS
&b, 1335 SRRR/RSSS-Z ol % /R 2 81 *kﬁzwo

ki

b

FZUL A, VAL ERSUE T, mAES A, R AL BRI E
MR, AATBRBEARA R T OARIE LiE a0 7k, TaBRAZMHTITR, 4&
SRRR-254674 R 388 3 &5 RSSS-2567% R 388 391 24K,
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R A E KB

1. —FPAsli& R F AR X RS#HS-V o X, RR#S- VL& 6 4] &7 %, .35
(1) H X RSRR-IViL&# 5 X, S-1 1054 HATIBIRAT B A, 153]4H X RS#S-V A=
K, RR#S-V a4 64404,

i{}ii

B ERER SRS

£, XiFe X 5 ORERAFEELTEENARTIARERTF; Xi 5 Xo AR T
BELE- N

LGAHTHEAA, #aR. A HREK,

PG A AR TR BRI B, PR TR e BRI g TR R T
FHE, ZRTHR. ZRTRE. HE. 910-ZAE-9-3, HPAETERY R A LTI,
FIREToA R AR, TRt gxE. AL, C-Cy k. -CF;. -CHF,. -OR, &
B, £ Rk A A E—RARX IR C-Cohui; PGt A F A,

(2) MFER (1) FIFaHHF 4 5 8] X RSHS- VALS M F= X RRAS- V&4,

2. ARBAF R | Prid ey )&k, HHEET, FR (1) FFEREEBREENST.
VA P ALK AL T #EAT.

3. ARIEAA] $2%k%%%ﬁ% AR T, PP BRI AAE P o skt B AR ER 3L
ﬁ@gﬁ HWa; KA Z OB, —FRETHEME. KR SRR AT, PrdEM
ik g AR, WAk, TH. TR, ZRA PR, LRLE. —FREATRETEE A

RE A PR G R 0AT. BLAT. SRILAN. BN T A E AR R Z AT,

4. RIBRAIZR 3 TR RE T E, H4EEET, FTEFE (1) F, X RS/RR-IVAL
St K S- 1 AL AL F] B ALHEE REL A 1.0:(1.0-2.5):(1.0-4.0):(0.05-0.3), 4kt #
1.0:(1.0-1.5):2.0:(0.1-0.15).

5. RABRAIZR 14 E—RTEHE&F &, EHEET, X RSRR-IVILEH A X
RS-IVita-4 5 X RR-IVILA- 4 8 R4

6. ARABM A E K 1-5 F—R TR 4| &5 %, ﬁ%ﬁﬁ% IR (2) i@ e fa/ R
& F 4k ah 69 5 XM R RSHS- VAL F2 X RR#S- V1L &4 4

7”ﬁ%%@¢¢@%%ﬁSMKV%KS%KV%%%%%%?% 0.3%:

(1) X SR/SS-IVILa-4 5 X R- | (Lo ATIBIET 32 R L, 135478 X, SR#R-V #=
X SSHR-V 464 8 Mkt
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£, XiFe X 5 ORERAFEELTEENARTIARERTF; Xi 5 Xo AR T
BELE- N

LGAHHTBEEAR, £ AL, 2. BHRAEL;

PG A &R T BRI BIRI A, PrETT BRI BIARIF R T HRA. RT3,
FHEL ZRFR. ZRFTHE FHA 910-ZRE-9-K, A EATERY K H LSRN,
FRETOGAHRAL, rdBRARELEgRE. Ak, C-Ciik. -CF;. -CHF,. -OR,
A, £F Rk A L2—BRR MK C-Cy bk, PG LA FA;

(2) AFIR (1) FriFagtokt 4 B 152X SRAR- VLM A X SSHR-V LS.
8. ARIEARF)EZR 4 Tk ey 447k, HAEET, T, (1) FFERFEBELFT.
| % ARACFEAL T AT

ARIEARA] $8%&%%%ﬁ% AT, PR s & b kit B 4

o bk
9 5 4 2
WA, A Hith = A, = %Eagk\ﬁ@a%&%@a@;%i%ﬁ
A &

7

EaN

ik B REA. WEAART. . TR, A TR, CRTE. —VARTBR F/E
REF; PRSI B IRILAT. BLILAT. JRAL4h. B4l P e E —FP R £ AP

10. ARIERF|EK 9 ik ey 4l &7k, e T, PrEF3% (1) F, K SR/SS-IViL
Sy R R- T ALA- 4 sk ARACF) 69 A REL A 1.0:(1.0-2.5):(1.0-4.0):(0.05-0.3), 4hi%H
1.0:(1.0-1.5):2.0:(0.1-0.15).

11, ARABAA) R 7-10 (E—RATE GG &7 ik, HA4FAEET, KX SR/SS-IVILE4s 4 X
SR-IViLa-dh 5 X, SS-IVILa- 4o i dh .

12. ARIBBAIZR 7-11 AE—RPTARM B & T %, ﬁ%ﬂﬁ% T (2) @idid jEfa/
KT E 67 XAF X SRER- V1L dh A= X, SSHR- VLS4 5~

13, — A4l &AL R F ETHEH G T %, b:}?’s:

(1) RABAER 1-6 F—IRPTE G 7 iF 4] & X RSHS-V F= X RRAS-V LAE4;

(2) ¥PT1F69 X RS#S- VAL # A= X, RR#S- VAL oWt AT 45 ML R, #5%] X RSSS-
Viteb-dhF= X, RRRS-VItL&-44,

1

HAREVE ERRS -4

(3) HPTHE X RSSS-VIHL&-4h)F= X, RRRS-VIML& ik PG A H, A& HE Xi. Xo 7H
H e, BB X X AR B, 53|52 RE69 K RSSS-A5bi4 R An X, RRRS-A656& R, Hit—
HHIS LA F LT&X%%

14, —H4lE-RLE R G ETEZHEG T %R, s

(1) RABAER 7-12 4 —T P49 5 45 X SRHR-V F= X, SSHR-VIL&-47;

(2) HFiiFX SRHR- VLo Fa R, SSHR-V AL S M # 4T 45038 R, #53] X, SRRR-VI
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&A= X SSSR-VILE-47,

:x:t % ~ 'rt N Xy g ® .r§ h ® § >;“E
’ \c-_\;‘;E;\\_Y«‘_L,-‘ ~ ,-*"'J."'\_,v,,w i g .:(.M N ¥ \‘}_,:E;\’\-yu‘*‘{'“'\“\* ,f"J""\_v-,w M Ry ,L_’ v:.r' G"\ ,-"f"“:‘,\-(f
[~ o (RITR) {7 [ o (5. & Bt
doe B B H 3 H y S | H §
{" - \\\':\ - x‘\\ < i\" i \.\\‘5 3 k\ - \x"\-""" et .\!:
SERR-VI S5ERE-VI

(3) HPriF X SRRR-VIiLA-# A= X, SSSR-VIMLA MBI PG 2B, PARE Xi. X RA
HE, BB X Xo A, 3552 REFHX SRRR-A L R A2 X, SSSR-A2 bk /R, Ritt—
GHRIELF TR,

15, —F4l&RLERILGF L TR E T &, s

(1) RAAFZR 1-6 F—RPT L4 7 4] X RSHS-V Fa X, RRES-V LS4, KA
BAER T-12 AE—RPTE 6 77 ik 4] 4 X SRIR-V F= X, SSHR-V A4,

(2) X RS#HS-V LS, SR#R-V L4y, #HATHRFHILR, 53X RSSS-VIL
HdpAa X, SRRR-VILA4; 84, X RRH#S-VALA X, SSHR-V LAt 4T B ML
J&, 135 A RRRS-VIML&-#F= X, SSSR-VIMLE-4;

(3) #P71F X RSSS-VIt. - F= X, SRRR-VIMLASMBLIR PG KA, AR % X Xo B A
HE, BB X Xo AE, 355 EREFHX SRRR-A L R A2 X, SSSR-A2 bk /R, Ritt—
GHRELHF ETHELNE; R, FHAFX RRRS-VIL&#HFa X, SSSR-VI{LE- MLk PG
EH, DAY X1, X2 RAHE, Bk Xl X2 £H, F55ERE65X SRRR-A 4R
Fa X, SSSR-Ab&R, R#E—FHELHF ETHLHE,
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