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o BB, NOF/FBRIAFIVRKRCTILT M) L% RIS 2 RIGIE.
RBEHT ~6DEBE7ZILI—LETIT>THLW,

AFERLEE. TOEREAELPRMABRRGTEITT 5O TEMNICEFT
HY. DOEMENBELV, T, BULRGTRENVETIDI&ICE
Y, BIRISGH DR, BHEOLEY (8) H"MER<BLLD,

E

RICERRGI % 2 CTARBPZFMICERAY 2,

[ZEH1] 2, 3—0—RVIYFU-D—EABIXFI (C) O&
FX

D—EAM (B) (5. 00g, 33. 3mmol) ., Xx&%./—J (33
mL) ORESWICIEEFA=ZIL (8. 72g, 73. 3mmo |) ZFTFL
Too HRRBI LR, REBBICEYVBEEREL. BREEICRYITIL
TER (3. 53g, 33. 3mmol) ., p—hMILIVRIKVEE - —K
M (190mg, 0. 999mmo |) . ¥rOAFHY (33mL) %
MA. MBBRTT A —VRI—VEZRAVWTKEBELE, 2ER. =
RIS URERHE L2, BonBREREZY /70044 (35mL)
AR Y, BIRKEBAKERDY U LKER KTHELL. DBELEHE
BB~ IR0 LTEIE L, RZIBF % 2 8MER. 2RERERREL.
mEHREEME LTEMNZSL, INES. 029, INES 7%,
"THNMR (400MHz, CDCl,;) § 7. 58 (m, 2H), 7. 43
(m, 3H), 6. 14 (s, 1TH), 4. 99 (d, J=4. OHz, 1
H), 4. 86 (d, J=4. OHz, 1H), 3. 87 (s, 3H), 3

82 (s, 3H).

[BEZH2] 2—-0—-RVI)JL—D—ZLA b= (D) OERK

200mLFRBT7S2OICFMZEROTZ75Y (14, 3mL) X
KA L, BIIWKKKRETIIZOLYF A (1. 43g, 37. 8m
mol). FhSErROTZSY (11, 6mL) EMAi, RVNTEETIL
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=L (5. 01g, 37. 6mmo |) Z2L¥2MAkE -/00
A& (11, 6mL) #Mak, Y2O0X4> (1 1. 6mL) |TAfR
Igk2, 3-0—RVYDYFU-D-BARAEIAFI (C) (5. 004
, 18. 8mmo |) #ETFLEET 1 BEEHE. 2BEANASERIEL
o RIGETHOTITBAL, K (1. 5mL) . KEIEHY 7 LKAER (K
BithYoL:3. 29, 47. 9mmo |, K:5mL) ZIERMAT,
ERICHEIE., REBNMERTIETERELE, €54 b2BETW. UJ
OOX4Y (60mL) ZAVWTHELE, AbtE32REREREL. B
BEKE LTENYZFk, INE3. 789, IREI 5%,

"THNMR (400MHz, CDC1l3) & 7. 35 (m, 5H), 4. 7
1 (d, J=11, 6Hz, 1TH), 4. 60 (d, 11. 6Hz, 1H)
, 3. 70—3. 88 (m, 6H), 2. 24 (m, 3H).

[£E£H3] 2-0—-RUIYWL-3, 4—-0—qyYFAEYFY—-D—-2
L1 b= (E) DA
2—-0—RYIUI-D—XLA M=) (D) (1. OB6g, 5mmo |)
Ic2, 2=YXKFy Oy (0. 789, 7. 5mmo ), p—hi
IVRIEKVEE - —KHY (50mg, 0. 26mmo |) ., ELFa5—
STRAAZTMAERTHREREBIR LA, M)IFIL7IY (ImbL) ZMA
TOVATNAZALICLIYBRL, Bz EEHRIEEME L THEL, IR
=21. 2649, IXFE 8%,
'"HNMR (400MHz, CDC ;) & 7. 50—7. 18 (m, 5H)
, 4. 77 (d, J=11, 9Hz, 1TH), 4. 69 (J=11. 9Hz
, TH), 4. 31 (m, TH), 4. 01 (m, TH), 3. 90-3.
78 (m, 2H), 3. 78—-3. 50 (m, 2H), 2. 12 (m, 1H
), 1. 44 (s, 3H), 1. 37 (s, 3H).

[=REHI1] 3, 4—0—qvY7OEYFY—D—-XLA b= (1) O&

B

2—-0—RYIUN—-3, 4—-0—qVSOEYF>—-D—-XL A r—J 4
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[0053]

[0054]

(4. 849, 19, 2mmo |) #T4%/—J)L (100mL) BRI
7%, 10%Pd C (KDEBE53. 2%, 1. 039g) ZMAKEFTH
[N TREEBR L, COREME2AL. 2REREREL. BEHRL
aeE LTEMY %R/, INE3. 099, INXEI 9%,
"THNMR (400MHz, CDC ;) § 4. 19 (ddd, J=6. 4,
6. 4, 4. 1THz, 1TH), 4. 06 (dd, J=8. 2, 6. 4Hz,
1TH), 3. 87 (dd, J=8. 2, 6. 4Hz, 1TH), 3. 75-3
60 (m, 3H), 2. 54 (brs, TH), 2. 18 (brs, 1H
), 1. 45 (s, 3H), 1. 38 (s, 3H).
[EREH2] 1, 2—0, O—IYAHVRILKZ)L—-3, 4—-0—qVSOKE
)7 —=D—=LA b= (2) DEK

3, 4—0—q1vOoE)F>Y—-D—-XLAb=JL (1) (2. 964,
18. 3mmo ) 2#¥700X4%Y (100mL) [TAEIE, MN)ITF
73XV (6. 40mL, 45, 8mmo |) ZMAT, ROTKAEATXY
YAIIARZIL OS54 KR (3. 10mL, 40. 3mmo |) AFTFLE,
R T4 BSRIBMRE. RISHRE 1 NGRS, RAFRBRKFRT b 7 LAKERK.
FBMBEKTESEL, MBI/ XV LERAVWTERLE, &1E%% 2808
=1, PMEREEEL. ABEKE LTENMESKL, INE5. 96 4.
N1 0 0%,
"THNMR (400MHz, CDC ;) § 4. 87 (ddd, J=6. 4,
5. 0, 3. 6Hz, 1TH), 4. 48—4. 32 (m, 3H), 4. 14
(dd, J=9. 2, 6. 4Hz, 1TH), 3. 97 (dd, J=9. 2,
5. Hz, 1TH), 3. 15 (s, 3H), 3. 11 (S, 3H), 1.
46 (s, 3H), 1. 36 (s, 3H).
[E=REHI3] (2R) —2— ([4S] -2, 2= XxFN—-[1, 31 24
FYSY—4—4qJ)) —voOFany—1, 1=-SHLRVESAY 0O
EIWZXRFIL (3) DERK

BRFEK[T. KREF M) TL (60%, RE/TT 4 VICHE, 43
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[0055]

[0056]

6mg, 10. 9mmo |) #F S ROTZ7SY (1 2mL) ICEBIE
KATvOVERYAY7OEL (2. 26mL, 11, 9mmo |) %%
Tl7, 3O0oMIBHLAE, Th3ERO75Y (12mL) ([TEBIY
21, 2—=0, O=Y A9 VRILKZIL—-3, 4—-0—qVSOEYFV—
D—XLA4 b= (2) (1. 589, 4. 96mmo |) Z®FL. ER
TRIGE B, MEEBHE, BRIPAMLK (20mL) Z2MAk, TODR
EMEEBIFIL (100mL) ICLYHIHL, DBEL-EREZRTRIE
KICKYREL, WBEF MY U LTRIELKL, B8 % 2 BREER. 2%
BEEBMBL, BEEYVASLAZLIOXY NI ST 14— (5%—>4 0 %EE
BIFIL/ ~NFHr) THRRL, B8H0RKtEtENE LTENYZSL, N8
530mg. INFE34%, . ERTHSB1, 2—-0, O—I AV 2RI
R=ZIL—3, 4-0—q4v7OE)F7Y—-D—-ZLA k=)L (1) 740
m g BRI iz, BIUXE4L 7 %,
"THNMR (400MHz, CDC ;) § 5. 12—4, 99 (m, 2H)
, 4. 09 (dd, J=8. 2, 6. 4Hz, 1H), 3. 80 (dd, J
=8, 2, 6. 4Hz, 1TH), 3. 70 (m, 1TH), 1. 96 (dd,
J=15. 6, 7. 4Hz, 1H), 1. 56 (m, 1TH), 1. 48 (m
, TH), 1. 45 (s, 3H), 1. 33 (s, 3H), 1. 31—1,
22 (m, 12H).
[EMEF4] (2R) —2— ([1S] =1, 2—ERXR—XIVRIKZILA
FO—IFIN) —vraransv—1, 1 -ShHILRVEY4Y7OELT
27 (5) DA

(2R) —2— ([48] =2, 2=UXF)I—[1, 3] VFFVYSY
—4—q)) —voaFany—1, 1 =UHILRVESAY FOEILIR
I (3) (530mg, 1. 69mmol) #X4/—)L (7TmL) I&
fEL7%. Dowex B5OWX (3. 559) ZMArk, ERTCTKRKEE
LR 2B2TVWEOARZREREL. H2— (1, 2—-EX—-EFR
OFfY—IFN) —>rvar7anry—1, 1 =IURILRVESAY TOEL
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[0057]

[0058]

IZXTIN (4) (470mg) %Gk, COEREEZY//7O0OXA% Y (8mL
) IBRBIE, NJIFLFTIY (0. 59mL, 4. 23 mmo |) A0
Zleo KATASVZIKRZNIOZ4 K (0. 29mL, 3. 72mmo
1) Z@ T L7, ERT2. bIFEEHRE. TLCICIYRGZEZERRLLE
25 REPMEFEL TWEEZOKATRN)IFILFPZIY (0. 59mL, 4
23mmo ) X4 YR)KZ)LyOZ4 K (0. 29mL, 3. 72
mmo |) ZBML7E, ERTERREBHE. RISKZ 1 NREEE, SEMKEX
RT MDD LKER BABEKTHEEL. MEFN)VAZBRWTEEL
Tz RoIRFI%E 2BIRER. PREBREBML. BEES Y ATV AS LSO
NhTS5T74— (20%—>4 O%ERBETFIL /~NFH ) THREL, RKER
SHIRIEEME L TEMME B, INE365mg, IXES5 0%,
'"THNMR (400MHz, CDC1;) 8 5. 16—4. 96 (m, 2H)
, 4. 66—4, 48 (m, 2H), 4. 48—4. 37 (m, TH), 3
11 (s, 3H), 3. 08 (s, 3H), 2. 04 (m, 1TH), 1.
76—1. 62 (m, 2H), 1. 36—1. 16 (m, 12H).
[EREHFIS] (S) —2—EZ)—o07aR Y =1, 1 =IHILKRVEY
AV7OELIRTIV (6) DERK

(2R) —2— ([18S] =1, 2—ER—XHVRIKRZIILFFY—T
FIV) —voo7any—1, 1 =YHALRVEIAYTOELIZTIL (
5) (365mg, 0. 848mmo |) ZN, N=IXFIRILLAT IR
(4mL) IRMELA% 3+ )L (508mg, 3. 39mmo
1) . TNSTFLTVEZDULI—YRK (125mg, 0. 339mmo
1) #MA80CT4. SEERBI TR, RIMETE, KSTRMBMEE
FRMYDLKAR (6mL) ZiA, ERET2008B% LE, COREYWE
BB TFIL (20mL) THRLK, SBHMBREKTHEEL., DBELARE
EWBEEF N O LTEIRE L, ZRAE 2BMER. 2REBEREL. &
B )ATNAZLIARN IS 74— (3%HBTFIL ~NFH) T
BRL, ZeHRREEME LTEMYESE, IRE90. 2mg, IXFE4 4
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[0059]

[0060]

%, HEMEIE>99%e e,

HPLCOX2MESHEHE HS5L:Chiralpak AS—RH
(4., 6mmX150mm) BAT2AR, WTLERE: =R BEE: 30
%CH,CN,/H,0, %#&:0. 5mL,/min, BHER:215nm, {F
BB :115. 5min for S, 121, 3min for R
'"HNMR (400MHz, CDC ;) & 5. 43 (ddd, J=17. 4
, 10. 1, 8, 2Hz, 1H), 5. 28 (dd, J=17. 4, 0. 9
Hz, 1TH), 5. 12 (dd, J=10. 1, 0. 9H=z, 1H), 5.
05 (m, 2H), 2. 55 (ddd, J=8. 2, 8. 2, 8. 2Hz,
TH), 1. 64 (dd, J=8. 2, 4. 6Hz, TH), 1. 49 (d
d, J=8. 2, 4. 6Hz, TH), 1. 30—-1. 18 (m, 12H)

[EREFI6] (1S, 2S) —2—-kzZ)L—=>r7O07anv—1, 1=YAHL
RVBAY TOELIZATFNIRVYILTIVE (7)) DEK

(S) —2—EzZiN—ysoranrkv—1, 1 =IUALRVESAY IO
EILZZFI(6) (4. O4g, 16. 8mmo |l) A4V 7O//—J (
20mL) . K (4mL) ITHREIEER, TNIAFILTVEZDLENR
OF> R -5Kf¥ (3. 359, 18. 5mmo |) ZMA%k, 40CT
G RFRIMER L=, KASL2NHC | (34mL) . AF¥>Y (34mL)
ERMURBERHBICLYEREEZEBE L, JJIIANTSHY (34mL) %
EBMLESA b2B%. 2RBEELZTV, DB LAEREZREERELAE
A3 A4mLICIRZXTRBLE, BEEROBRICINVIILTIV (3.
31g, 16, 8mmo |) #MA. KATI0OLBH L, BEEW%E 58
L. RYHBLAE%A 35 CTREELZELEBEKE LTEMNMESL, &
5. 54 g, IX*E8 3%,
"HNMR (400MHz, CD;0OD) § 7. 60—7. 38 (m, 10H
), 5. 40 (ddd, J=17. 0, 10, 1, 8. 7Hz, 1TH), 5

20 (dd, J=17. 0, 1. 8Hz, TH), 5. 01 (dd, J=
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[0061]

10. 1, 1. 8Hz, TH), 4. 98 (m, TH), 4. 89 (s, 4
H), 2. 40 (ddd, J=8. 7, 8. 7, 6. 8Hz, 1TH), 1.
42—1. 32 (m, 2H), 1. 25 (d, J=5. 9Hz, 3H), 1
20 (d, J=6. 4Hz, 3H).
[EREH7] (TR, 28) —1—=F73I/-2-EzZ)L>oO07asrHILR
VAV TOENTIZATIVp — MLIVRIVEVERIE (8) DEK

(1S, 2S) —2—-EzZ)—vo07anky—=1, 1 =YHILKRVEA
YT7OENIRTLIRYULTIVE (7) (5. 31g, 13. 4mmo
1) Ztert—7FIAFILI—FTI (58mL) ITHFEIHE. 15%Y)
VESAAR (90mL) AMAEETT OB LE, ThEaPREBEICE
YEKEZDBEL. DRBRIBKTHELE, ISICORELEERELZRIR
L%, BEEEsT7ENY (30mL) ICARItE—5CICAR L,
CZIKMNYIFALTIY (1. 499, 14. Tmmo |) X, IHIC
soO¥X@gIFIL (1. 60g, 14, Tmmo l) AEFLE, —5~0
CT1O9EIBHRLEE, BU—5TCICAHILZETAITK (1 8mL) (C
BRI EETIFN)YL (1, 74g, 26, 8mmo |) AEFLE
o IHIT—5~0CT1 OEEBHLAEE. KTHRL., MLIVITTHE
L7, BEZEK. SBMBEKICTRELALBEENSELZT1E5mMLICRS
FCHRERBELE, COBABEZS8S5TCICIMEALEZMLTY (24mL) &t
ert—7FIFILI=I (24mL) ORBERIC2O09BMNTITHETFLE
o INEILICIFHERMBIELE, BEREEZIT> R, BBEBICAV S
O//—J)L (6mL) . p—MNLIVRIKVER - —Ki¥ (2. 804,
T4, Tmmo | ) #MAD5 OCTHREERAITo>RE, CThAEERICAHIL
-1k, EfBR4 vV 70N (30mL) AMARBERMEL. ISICEESAY S
OE)L (30mL) #MATKAT1 ODEHLL, EEWE 5B, BFig(
Y OELTHESETVL. RY B LAELZREEZESE,. AEEHFE LTH
i EEL, NE2. 01 9. K4 4%,
'"HNMR (400MHz, CDC ;) § 7. 74 (d, J=8. 2Hz,
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2H), 7. 15 (d, J=8. 2Hz, 2H), 5. 60 (ddd, J=
17. 0, 10. 1, 8. 2Hz, 1TH), 5. 19 (d, J=17. OH
z, TH), 5. 08 (d, J=10. 1Hz, 1TH), 4. 98 (m, 1
H), 2. 52 (ddd, J=10. 1, 8. 2, 8. 2Hz, 1H), 2
35 (s, 3H), 1. 89 (dd, J=10. 1, 6. 4Hz, 1H)
, 1. 55 (dd, 8. 2, 6. 4Hz, TH), 1. 18 (d, J=86.
4Hz, 3H), 1. 16 (d, J=6. 4Hz, 3H).
[0062] [E£MEF8] (1R, 2S) —1—-73I/-2—-EzZLvoa7ansvAaLR

VAV TOENTIZATIVp — MLIVRIVEVERIE (8) DEK

(1S, 2S) —2—-EzZ)—vo07anky—=1, 1 =YHILKRVEA
Y7OELNIRTLIRY LTI VE(T) (10, 0g, 25. 3mmo
1) Ztert—7FIAFILI—FTII (110mL) ([THEMBIE, 15%
) VBBKER (200mL) ZMAERTI ODEH Lk, InEDRIRE
WKLY EHBEZDBEL., SNBIBKTHRE LKL, IHICDBELEEREER
e L7tk BEREA7EZNY (56mL) IABRIE-5CITSAL
feo TTIWKMNYZFAL7ZIY (3. 89mL, 27. 8mmo | ) &#MA,
XI5/ oO0FMIFIL (2. 65mL, 27. 8mmo |) AFETFLE,
—5~0CT1O0@EIBHLEE. BU—DLBCITSHILAELETAITK (33
mL) IBBIE/-7IF M) L (3. 29g, 50. 6mmo |) %
MFL, ISHIC—5~0CT1 Op@EEH LK. KTHRL., MLV
ICTHIH L7z, BHEEK. BNREKICTHRELAEBEREICTMLI
vEBEL, BiEEEEZMIIY (30mL) ITABIETHELAKRE.S
ocicm&aLEMLTY (44mL) IC30BMNMITETRFLE, ChEX
SIC3EFEREIEE. p— ML VRILKAVEE - —KHY (5. 2949
, 27. 8mmol) . ZErY (28mL) A#MAEETRRERAT-
Too MRRBHE, REBBEITWSLRAICER Y70 (56mL)
EMZABY. 1Y 70l (56mL) ZMATKSTEBHLEHRIE
Teo ZORMHEZBL, MUK LAEZRELZESIE. ABEEKE LTH
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B EBE, INE7. 159, INZE8 3%,
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[E5KIR1]
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TRINZMYTAOEYFY—D—ZAL A h—=ILICZAILEKEZIL{EEY
ARBIETR (2)

[1b2]
OR'
R'0
J\ﬁ ]
Vi

(XA, RUGTY—ILRIKFZNLERIETILFILRILEZIILEETR
)

TRINDELEWER. ChICEEOEETICYOVBYIRTILE
REIETHK (3)

[1£3]

2
R“00C 0

R?00C 0\/\ @
(X, RIEITLFIE%ETRT)
TRINDLEWMERT. IhZzlMKa@ELTHK (4)
[{E4]

2
R200C oH \
R2ooc ©OH @
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F5RIR2]

(Rh, RAXZILFIVE%ERT)

TRINDEEWES. TNICALEZLEEMERISIETR (5
)

[1E5]

2
R OOC%Y\ORS
(5)

R2ooc OR®

(R, RAITZILFILEETRL, RUETT V=L ZAIKRZIVERIET
IWEIVZNKZILEETRT)

TRINDEEWER. RUWTINIIESENOTFVEMERBIES
ZEERHETE. R (6)

[1E6]

R200C = (6)
R?00C

(Xeh., RALTZILFILEERT)
TRINDAFFEWH2 - oo7ansy—1, 1=URILKRY
BT 27 ILOELER,

BERBEI1EHOFEICLIYK (6) oREFEE2-EZL>2OT
O/RY =1, 1=UALRVBBIRFTILAER, IhiailkofEL T
(7)
[1£7]

HOOC = (7)
R?00C

(X, RATI7ILFIEAETRT)
TRINBILEMESR., ROWTINEITILFIRGMRSICHT I E
EEEEET D, I (8)
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[E53KIR3]

F5RIR4]

[E53KIR5]

[E53K1R6]

[E53KIRT7]

[E53KIR8]

[1£8]

HoN = (8)
R?00C

(Rh, RATZILFIVE%ERT)
TRINDIHRZFEH®T1—T7I/—-2-F=)vsa7anry—1—-35
IR VBRI R TILOREE,

ZIVEZIEEHD. Ci—Ce I FILRIKRZILANTA R, /O
TI)C—CePZILFINRIVKRZINTGA R, RYEVZIVRZILNT
AR, Ci=CeZLFIRVEYRILKEZIIMNSA RE= hARY
TV RANWRZILNT A RTHBEKE 1 XIE 2 E8HDORIEE,

NOVEBYIZFUN, YOVEBITILFILIZATIVTHDEKIE
1~30WVWTFnMICEHDOEER,

X (3) DILEMOMKIED, BOFREFICTALNSEKIE T
~4 OWINMIEHOEEE,

N (5) OEEMICRIBIEZ2EBN QAT VLR, TILHY &E
NATEMTH BERE 1 ~5OVWThNCREBORIEE,

N (6) OEEMOMKIEL, BEDOEETICTRbNS5EKIE
2~6DWVWTNMIEHDOEEE,

X (A)

[1£9]

2
R OOC\?\I/\ oR?
A

R200t OR*

(XA, RUAITILFIIEZTRL., RUIKFBRF. ZILFILRAIKZ
WEXET ) —ILZIWKRZIIEZRTH, 2EDO RO —#EICH>T
1v7oE) FUEETRY)

TRINSLEW.
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