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—XV) 2bEArd K (a) THOHIEWZE R LIRS ERBRD R LIVZER TS
ZENTED,

AR O A OBGE ik, ERROFIEICHIRS R, BB OLE L, #1
ZNEAF — D1~ H ENA TRZ#E HAHA B O LI Lo THE KT HZ &M
T&ED,

2 i 45l

AFEDOWEZ LUT 0 FEfi Bl e ORRBR B TS HIFHMIZIB 3505 AT
ZDONFIRESNDHD TR,

UL FOFERHIZIBNT, B s3I TOEKREHT5:

NMR : R RILIGAT L (TMS NEREEYE) | MS H #5087 E, HPLC : =i
Wik a~v 57 41—,

NMR, MS, $3XOHPLCIZEL FOBRE FHCllE LTz,

NMR:JEOL JNM—EX—270(270MHz), F/ziZBrucker ARX300 (300
MHz) , £7-i%, Varian Mercury300(300MHz), £7/-13JEOL JNM—ECP40
0(400MHz)

MS:Thermo FinniganttLCQ. £7/ziZWatersftmicromassZQ, £/-11Q—
micro Triple Quadrupole Mass Spectrometer

HPLC:Watersfl:2690,72996 (f Higs)

Wik 4y BRHPLC : Gilsonft:Unipoint (&4, )

AUy = —T7 G  Biotagefhnitiator CEE4)

/KN

(3R, 4°S, 58, 5°S. 6’R)—3—[U—TFNTx=/L)AF)N]—6" —tRraF

LAF N —3. 4. 5,6 —FhTrRn—xtral[Fx 202, 3, {14/ TTF —
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5(7H), 2" —[2H[rF71—=3". 4", 5 —h A —/

1)5—7uE—2—7)LFa—4—beRafi AF )L — X7 ILFeROEE

[0243] [fk22]

F F O
—_— H
HO HO
Br Br
14

[0244]  FTFIATFALERYP (0. 68g, 4. 87Tmmol) T M7eRu7 7 (4, 5mlL) IZIEfR
L. OCIZTn—7FNIF L (1. OM n—~FH UM, 4. 88mL) ZMZ, 155>
R L7~ — 78 CITHHIL, 22— T E—5— TN A —Tx=JL) — AF )— /L (
0. 50g, 2. 43mmol) DT FFeRa7 7 (2, 5mL)ERERH FLiz, 2R T T
—40° CETHEL, B —78CIZHHAIL TN, N— T AF /LA LTIR (0. 47mL
. 6. 07mmol) ZMx 7z, HIRIZHAIEL T304 MHEFR% ., fafu b7 E=r 2K
s N A CHERR =T L ThIN U7z, AH e & K il 7w L CTHEBRL | JUE T
TRARL CHERE L &% (604. 3mg, & BEM) 215372,

[0245] 1H—NMR(CDClS) 6 :4. 78(2H, s), 7. 46 (1H, d, J=10. 6Hz), 8. 01 (1H
, d, J=6. 2Hz), 10. 29(1H, s),

[0246] 2)(2—7mE—5—7 A n—4—bvRaXi AT )L —Tz=)L) — A% ) — )LD
ik

[0247] [{k23]

F O F
kFIbARDFRF YDA
H o OH
Ho/ﬁj)L HO
Br Br

[0248]  5—FRE —2— T LA —4—LREF AT L —RURTLFER (604, 3mg, 2
. 59mmol) ZAF /=L (SmL)ITHAEL , 0°CIZ TRRILAT HEFFY L (98, 1m
g\ 2. 59mmol) ZMA 7z, 103U/ 84 A%/ — N2 KI3mLEE £ L, KZE
Z CHERE= T L CHI L7, AT A 0T FilsiiL <, St )b 5 Lo



WO 2008/013277 61 PCT/JP2007/064802

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

Ty AT a7 40— (R =AY ) —v o rmn AR =3:100) 1ITH
R, HERE LS9 (247, 3mg., 43%) 21577,

1H—NMR(CDSOD) 6 :4.61(2H, s), 4. 64(2H, s), 7. 28(1H, d, J=11.
OHz), 7. 64(1H, d, J=7. OHz),

N1—TaE—4—71Fr—2 5—EZA—(1—ApFL —1—AF )L —LhFI A

FIu) =B DA

[{k24]
OMe
F F
/©/OH = ﬁoyo/
HO 0__0
PPTS d
Br K Br

(2—7mE—TNF R —4—RaXF AT )N —Tx=)b) — A% )—/L (71, 3mg,
0. 303mmol) Z7 FeRr7 7 (ImL) ITHAREL | 2—AF T 7'~ (214. Tmg
\ 2. 97mmol) ZMA Tz, OCITIHAIL, p— ML 2L B (1. Omg, 0. 0029
mmol) ZNx T, 4053 IR U7z, ffil R /K S8 7~ N SRR % N ClERE —
FIOLCHIH U7, A 2 SRR TN Y ATz L | BUE FEAMEL T kS
(111, Tmg., 97%) &457-,

IH—NMR(CDCIS) §:1.43(6H, s), 1. 45(6H, s), 3. 22(3H, s), 3. 24(3
H, s), 4. 48(2H, s), 4. 50(2H, s), 7. 26—7. 28(1H, m), 7. 59(1H, d, J
=6. 6Hz),

4) (1S, 3’R,4°S,5°S,6’R)—3", 4", 5 —FA=—~_U U AHY —6" —
VUNTHRIAT )L —5 =T ) Fn—6—RaF AT —3", 47,57, 6" =T b
Ra—2xrr[f/~ v/ 7r—1(3H), 2" — [2H]E T 1OHE R
[{k.25]
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[0256]

[0257]

[0258]

[0259]

[0260]

1—7 84— N4 Rr—2, 5—E A~ (1—AFT —1— AT /L —ZhF T AT L)
— B (340, 5mg, 0. 850mmol) 27 h7eRr7 7 (2. 5mL) IZEiEL, —7
SCITHHL T2, n— 7 FILVF L (L. OMn—~FH AW, 1. 02mL) &% FL.,
S0 LT, ThoeRrr Ty (1. OmL) IZIEfEL 7= (3R, 4S, 5R, 6R) —3, 4
, D= NA=—_R VN FHL —6— RV NAF AT I —F R -7 —2
—72(0. 642g, 1. 191mmol) 2 FLBO iR L7=, — 78 ClzCafisfifk
TRy DOKER I N A CHE TV U, A HE 2 MK RS T Y AT
WERRL | PR TR L CLORLAR) (0. 968g) 21572,

HITAF O AR (0. 968g) A% /—/L (1. OmL) &7 h7eRkr7 7 (1. 5
mL) IR EEBICEARL . p— MLz ZLRVEEA R (29. 3mg., 0. 170mmol)
ZINZ CEIRIC CIMERIBLER L7215 | SRR R K 6 T N 2 oK% Nz C ek =
TV TR Uiz, AT 2 MoK RTERE T R A CHEERL | 0 T Cfib ik
a2 VAT NT T aliTbhra~vhyT7 — (R =Hig—T /L n—~FH
> =15:100~1:4)IZTHERL | #EGUEA P ONLR BAERIE A9 (0. 29g) #4572

O NAR BAERIR AW (0. 29g) 2 OAZ /—/1 (0. 59mL) , ThTERr>”
7:(0. 86mL) DIREGIRPEIZEAFL . p— ML ZVRRK T (14, Tmg, 0.
013mmol) 2Nz C2. SREMEFEHFR LI, SRR KT MY SR E %
THERE =TV CHINL . B8R 2 B AR TR o L CHEERL | IR FIEAEL < AR
FELAW (0. 29g, 50%) 24572,

IH—NMR(CDCIS) § :3. 64(1H, d, J=9. 5Hz), 3. 78(1H, d, J=11. 0, 3
. OHz), 3. 81—3. 88(2H, m), 4. 06 (1H, d, J=8. 1Hz), 4. 11—4. 17(1H
,m), 4. 25(1H, d, J=11. 7Hz), 4. 45(1H, d, J=12. 1Hz), 4. 57(1H, d,
J=12. 1Hz), 4. 61—4. 68(4H, m), 4. 88(1H, d, J=11. OHz), 4. 90—4.
96 (2H, m), 5. 16 (2H, s), 6. 81(2H, d, J=7. OHz), 6. 93(1H, d, J=9. 5
Hz), 7. 11—7. 20(6H, d, J=6. 6Hz), 7. 26—7. 34(13H, m),

5) (1S, 3'R, 4’S,5’S,6'R)—3", 4", 5 —FA=—~_U A FY —6" —

VUNTFRVAT N5 =T F B —6—FNLv—3",47, 5, 6" =T ERr—
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[0261]

[0262]

[0263]

[0264]

[0265]

2[4V 7r—1(3H), 27 —[2H]E T ]
[{k.26]

OH
Bk H

OB s yxmy—
OBn BnO

6Bn

(1S, 3'R,4’S,5’S,6'R)—3", 4", 5 —FNR—_UVNFFL—6" —_
NFHRUAT ) —5—T )L Ar—6—cRax AT )N —3", 47,5, 6 —FrIER
n—Arn[A//~Xy7n—1(3H), 2° —[2H]EZ 1 (1. Og, 1. 47mmol) ZH
AT L QOMI)ITEMREL 4 AEL FaF—3 —T A0 Z— (3. 2g) #MMxT1
O3 IR LT, WRIC b~ B (6. 4g, 73. Smmol) 2% T 1. SRR
L7z, At WL T L CTEB &9 (781, 9mg, 78%) Zh¥/,

1H—NMR(CDClS) §:3.62(1H, dd, J=10. 8, 1. 3Hz), 3. 76 (1H, dd, J
=11. 0, 4. OHz), 3. 80—3. 88(2H, m), 4. 05(1H, dd, J=10. 4, 2. 4Hz)
, 4. 14(1H, t, J=9. 3Hz), 4. 24(1H, d, J=11. 7Hz), 4. 45(1H, d, J=12
. 1Hz), 4. 55(1H, d, J=12. 1Hz), 4. 62(1H, d, J=11. OHz), 4. 66 (1H,
d,J=11. 7Hz), 4. 88(1H, d, J=11. OHz), 4. 93(2H, s), 5. 19(2H, s), 6
. 80(2H, d, J=6. 6Hz), 7. 03(1H, d, J=9. 9Hz), 7. 08—7. 14(3H, m),
7.18—7.20(2H, m), 7. 26—7. 34(13H, m), 7. 58(1H, d, J=5. 9Hz), 1
0. 21(1H, s),

6)(1S,3'R,4’S,5’S,6’'R)—3", 4", 5 —NA—~_U U AFy —6" —
CUNTHTAT I —6— RN —5— AT T4 -3, 47,5, 6’ —F 7R
—Arr[A/_y7r—1(3H), 2" —[2H]E T IO 5K
[{k27]
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[0266]

[0267]

[0268]

[0269]

T FrUSAFAARFLR

‘\\OBI’I

OBn

(:)Bn

(1S, 3'R,4’S,5’S,6'R)—3", 4", 5 —FNR—_UVNFFL—6" —_
UNARAT N —5 =T )N Ar—6—kLr—3",4", 5, 6" =T IeRkr—X&
Ay~ 7r—1(3H), 2" —[2H]EZ1(0. 78g, 1. 15mmol) %N, N—
CAF AL LT IR (5. BmL)IZEEEL . OCITmEILTz, TR AT A AR (1
21. 8mg, 1. 738mmol) Z A T205 ML/, SafiiRmiE 7 Mw LK #Z N
A2 T VT =7 LTI U7, ABEE 20T T iEL T bRz
HTNT T aRT LI I 77 4— (RAK=NETT /L n—~F =31
ONZ TR | 28 & 4 (674, 9mg, 82%) #1372,

1H—NMR(CDClS) §:2.52(3H, s), 3. 63(1H, d, J=9. 5Hz), 3. 78(1H
,dd, J=11. 2, 3. 8Hz), 3. 82—3. 90(2H, m), 4. 07(1H, d, J=8. 4Hz),
4.10—4.19(1H, m), 4. 31(1H, d, J=11. 7Hz), 4. 46(1H, d, J=12. 1H
z), 4. 56 (1H, d, J=12. 1Hz), 4. 62—4. 67(2H, m), 4. 90(1H, d, J=10.
6Hz), 4. 96 (2H, s), 5. 21(2H, s), 6. 81(2H, d, J=7. 0Hz), 7. 05—7. 2
2(7H, m), 7. 27—7. 38(13H, m), 10. 00(1H, s),

7) (1S, 3’R, 4’S,5’S,6'R)—3", 4", 5 —NA—~_U A Fy —6" —
CIONHEXRIAF N —6—2F =) —B5—AF)FA—37,47, 57, 6 =T 7R
—Arr[A/_y7r—1(3H), 2" —[2H]E T IO 5K
(k28]
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[0270]

[0271]

[0272]

[0273]

[0274]

(1S, 3'R,4’S,5’S,6'R)—3", 4", 5 —FNR—_UVNFFL—6" —_
UNFFUATF I —6 =N —5—AFNFA—-3",4", 5,6 =T IERE—
Z2ea[ AV~ 7u—1(3H), 2° —[2H]E 5 1(506. 1mg, 0. 72mmol) & A%
J—n (7. 5mL), TFeRu7F (1. 3mL) DIRSIABHICEAEL , RgA)7 L (1
99. Omg. 1. 44mmol) &P AT I (1 =TTV —2—FF /7’ /L) iIRARE—h (1
79. 8mg, 0. 936mmol) Z N2 TEFEXL I\ Sl TI20F LR L7z, kiR
F R LAKEER A N A T T e —F )L Tt U7, A & KRR R
LTHEBEL | WUE PIRMEL TERONTIRIEEZ S VDTN T T aiT ha~ 57
4 — (BB =NRT L n—~FH o =1:5~1:4) ICTHEL, EELEY (41
2. 9mg, 77%) &4537=,

IH—NMR(CDCIS) §:2.52(3H, s), 3.47(1H, s), 3. 63(1H, d, J=10. 3
Hz), 3. 76—3. 85(3H, m), 4. 05(1H, d, J=8. 4Hz), 4. 12(1H, t, J=9.
3Hz), 4. 23(1H, d, J=11. 0OHz), 4. 46 (1H, d, J=12. 1Hz), 4. 55—4. 64
(3H, m), 4. 88(1H, d, J=11. 0Hz), 4. 90(1H, d, J=11. OHz), 4. 94(1H
,d, J=11. OHz), 5. 16(2H, s), 6. 84(2H, d, J=7. OHz), 7. 03(1H, s), 7
.12—7.21(6H, m), 7. 27—7. 33(13H, m),

8)(3'R,4’S,5S,5’S,6’'R)—3",4", 5 —NA—~_U VA Fy —6" —
VUNFHRLAT N —3—a—K—3", 4,5, 6 —TFheRu—xrn[s=/[2,
3, flAv =77 —5(7TH), 2° —[2HIE 7 1DOE R
[{k29]

AUR

BnO BnO

(1S, 3'R, 4°S, 5°S, 6°'R) =3, 4, 5 — N A—~_U U AFy — 6 —
ONFAFRUAF N —6—TF 2 —5—AFLFA—3",4°, 5, 6" —FFERn—
a4V 7a—1(3H), 2° —[2H]EF](0. 15g. 0. 214mmol) 2%
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[0275]

[0276]

[0277]

[0278]

REAZ (2. 6mI)IZEEL , 7 ASZ (2. OmL) IZEiEL 7237 5% (0. 10g, O
. 429mmol) ZNA T, |IRIZTISm MIHH Lz, T A il 7w L 3K K
WA N Z Y =T m—7 VTN U e, A 1 2 K i e T N L ORI | I
=N L TR ONTREZ S VSN T Ty 2T hra~ N5 7 o— (R =
FEfE =T L in—~F o =1:5)ITTRHRL , FELAG 4 (38, Tmg, 22%) 24372

IH—NMR(CDCIS) §:3.67(1H, d, J=11. OHz), 3. 83(1H, dd, J=11. 0
, 3. 7THz), 3. 92(1H, t, J=9. 5Hz), 4. 03(1H, d, J=9. 5Hz), 4. 10—4. 2
1(3H, m), 4. 48(1H, d, J=12. 1Hz), 4. 56—4. 67(3H, m), 4. 91(1H, d
,J=11. 0Hz), 4. 95(1H, d, J=11. 2Hz), 4. 97(1H, d, J=11. 2Hz), 5. 3
2(2H, s), 6. 69(2H, d, J=7. OHz), 6. 93—7. 02(3H, m), 7. 20—7. 37(
15H, m), 7. 55(1H, s), 7. 60(1H, s), 7. 68(1H, s),

9)(3'R, 4’S,5S,5’S,6’'R)—3",4", 5 —NA—~_U VA Fy—6" —
VIONFHRIATF N —3—[(A—ZF )Tz )L) AF L] -3, 47, 5", 6" —T 7k
Fo—xvnl[Fx/[2, 3, {75 —5(TH), 2° —[2HIE T ]1DE
[1£:30]

OBn

0Bn

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNAFLAT I —3—a—K—=3",4",5", 6 =T IeRkn—Arr[F=/[2, 3,
fl4Y 750 —5(7TH), 2° —[2H]EZ-]1(0. 05g, 0. 061mmol) | fREEHY
72 (25. bmg, 0. 184mmol) , [i#{L4R (35. 6mg, 0. 154mmol) , ¥ 7 ==L A
T4 )7 2B NG LY T7AR (5, 1mg, 0. 006mmol) %1, 4— A%
(0. 308MIL)IZMEL, 2— (4—=F )L —_ D)) —4, 4, 5, 5—ThTAT L —[
1, 3, 2]V %P RrT (18, 2mg, 0. 073mmol) Nz T, EHELJE F100°C
TR R LT, BOGRE AL, WU TR L TROIV R E S U 7T Ty
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[0279]

[0280]

[0281]

[0282]

AT Ly N T 4— (REE =N T /L n—~FH L =14:100) IZTh
R LAY (39, dAmg, 79%) Z15%72,

1H—NMR(CDClS) §:1.13(3H, t, J=7. THz), 2. 49(2H, q, J=7. 7Hz)
, 3.67(1H, dd, J=11. 0, 1. 5Hz), 3. 82(1H, dd, J=11. 0, 3. 7Hz), 3. 8
7—3.91(3H, m), 4. 10—4. 19(4H, m), 4. 39(1H, d, J=11. OHz), 4. 46
(1H, d, J=12. 1Hz), 4. 59(1H, d, J=12. 1Hz), 4. 65(1H, d, J=11. OHz
), 4. 88—4. 95(3H, m), 5. 26 (1H, d, J=12. 6Hz), 5. 31(1H, d, J=12.
6Hz), 6. 60(2H, d, J=7. 3Hz), 6. 98—7. 01(4H, m), 7. 06(1H, d, J=7
. 3Hz), 7. 11(2H, d, J=8. 1Hz), 7. 23—7. 33(16H, m), 7. 57(1H, s), 7
. 72(1H, s),

10)(3’R, 4’8, 58, 5’S, 6'R) —3—[A—=F LT ==)L) AF /L] —6" —ER
X AFI—37, 47,57, 6’ —FTheRue—Xvr[F=/[2, 3, {1/~ TF
v —5(7TH), 2" —[2H]E 5 ]1—3", 47, 5’ = NA— /L DAL
[{k31]

(3'R, 4’S,5S,5’S,6’R)—3",4", 5 —NA—~_U VA Fy —6" —~
UNFFVAF N —3—[A—ZFNT =)L) AF ] -3, 47,5, 6" =T IER
n—xrnr[Fx /2, 3, 4/ 757 —5(TH), 2° —[2H]IEZ]1(34. 1mg
0. 042mmol) Z#¥7mrAZ L (1. AmL) IZIEFL U2 AT LB (94, 3
mg, 0. 636mmol) #/Nx T, —78CITmH L7z, “HfbFvE (1. oMY r/rm A
ZUHE, 0. 212mL) &3 FL3RFRIFL#R L7z, A% /—/1 (1. 5mL) ZNA BG %
1k IR FETHIRL, BOSHZ BT T IR#E L TR REEZ I TN T Ty
T aT Ly T — (REE =N T T /L in—~F L =2:25) ITTR R
L. SLIZWHHHPLC (BB =7Er=F/L: 7Kk =35:65~100:0) {2 Ty Hufh &
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[0283]

[0284]

[0285]

[0286]

[0287]
[0288]
[0289]
[0290]

[0291]

[0292]

L. =R LA (13, 3mg, 70%) 24572,

1H—NMR(CDSOD) §:1.21(3H, t,J=7. 7THz), 2. 61(2H, q, J=7. THz
), 3. 51(1H, dd, J=9. 2, 4. 6Hz), 3. 68(1H, dd, J=11. 9, 5. 7Hz), 3. 7
8—3. 88(4H, m), 4. 17(2H, s), 5. 20(1H, d, J=12. 6Hz), 5. 27(1H, d,
J=12. 6Hz), 7. 09(1H, s), 7. 13(2H, d, J=8. 1Hz), 7. 19(2H, d, J=8.
1Hz), 7. 78(1H, s), 7. 78(1H, s),

MS (EST) :443[M+11,

HPLCARFFIER]: 18, 547,
<HPLCHIE >

BT YMC—Pack ODS—A 6. 0x150mm, 5 m,

B#FH: 10mM AcONH4/MeOH(5%) +10mM ACONH4/H20(95%)
73510mM ACONH/MeOH(lOO%)3‘:‘6205}%@7‘?\‘/“;‘/%7%07\ D%
FIZfE(10mM AcONH /MeOH (100%)) THy HlH .

JH: 1. BmL, 4y,

A7 LRFE SR,

B4t 230~400nmDERFE DL T vk,

S hfi 2

(3R, 4’S, 5’S, 6’R, 7S8)—1—[U—TFNT =)L) AT/ ]1—6" —kRoFk

AT —3 .47, 5.6 —FrIrRn—xt'a[7nrl3, 4, fl/ RF—/1—7(5H)

L 2 —[2HIFF1—3", 4", 5 —F)A—/L

1) @B—7aE—4—AF N Txz=)L) — (2, 2— TV hF T ) =TIV DERL
[{k32]

D\ hUIFATIY
. m OFt
. . ZOETERTZAZEE N

HELQMT.3— 7 aE—4—AF )L — 7z 73 (4. 94g, 26. 55mmol) . 7
ET BRIV T ERY T LT EH—/L (6. 80g, 34. 50mmol) , R =F L 73 (
5. 37mL. 38. 53mmol) , =¥ /—/L(10. 3mL) DIREWE~ Aoy z—7 &
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[0293]

[0294]

[0295]

[0296]

[0297]

[0298]
[0299]

(ZT150°CC2MFMHBHR L7, SBIRFETHHEIL, KEMA TP r7rmAZ L ThlitiL iz
o AR E MOKRTEIE~ 7 3 S CHRL | JBUE TG Cib ki z s U7
NT Ty aliT =TT 40— (R =NRTT /L n—~FH=1:10)C
TR, FEE L5 (6. 43g, 80%) 24572,

IH—NMR(CDCIS) §:1.17—1. 28(6H, m), 2. 27(3H, s), 3. 18—3. 77(
6H, m), 3. 80(1H, bs). 4. 61—4. 68(1H, m), 6. 49(1H, dd, J=2. 47, 8
. 23Hz), 6. 83(1H, d, J=2. 47Hz) . 6. 99(1H, d, J=8. 23Hz),

2IN—(3—TmE—4—AF LT z=)L) —N— (2, 2— YV hF L oF L) NP

AIVIR T IRDE K
[fE33]
. L
t  CHC!
oIS o B
Br BYYy 05854 0

H OFEt
RIET 2Nk oTY K ©/ ©

BEZM T, B—TmE—4—AF LT z2=2L) — (2, 2=V F T L) 73
(4. 91g, 16. 25mmol) , YL (10. 1mL, 124, 88mmol) , ¥ rrmiz (41
mL) DIREWE K FIZTR P 2 LR=/L /)R (3. 12mL, 24. 48mmol)
W F L. R C LRI R U7, SRS C 2 i8R % . RS SRR Ik 35
FRIY LKA T raa A5 T U, A HRRE % 5 %M KR Tl
e, Wz (BEAK R D L) 1, W TSR B LT, (N z2 s Va7 L
BT LI T 40— (BRI =HER T L n—~FH o (1:4) I TRHRIL, 12
LAY (5. 94g, 83%) B15%77,

IH—NMR(CDCIS) §:1.11—1. 15(6H, m), 2. 37(3H, s). 3. 46—3. 66(
6H, m). 4. 59—4. 63(1H, m). 6. 90(1H, dd, J=2. 20, 8. 23Hz), 7. 13(
1H, d, J=8. 232), 7. 19(1H, d, J=2. 20Hz) ., 7. 46—7. 61(5H, m),

31— B 2R =—6—T 2 E—5—AF )L — 1TH— A F—ILDERR

[k34]
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[0300]

[0301]

[0302]

[0303]

[0304]

g e O
. N\/\\/ o mEkTsy g N o
0o=S§

\ .,
£ S

0
@ o RILT, EF @ "0

R T M (316mL) ZNEGEF LB N— (3— 7 1 —4— AT

—T7x2=)) —N— (2, 2—VErFT —TT ) —_XUBU LR TIR (5. 16g,
11. 66mmol) D= (118mL) B L U LF#2- (1. 92mL, 17. 51mmol)
DOILEL (118mL) TR E [FMIRFZ2555 05 Tl F L7, TREBIMBGERIL /-4, =
I F TR AIS T SOSHRIZ BT R K 38 7 M) D LOKESIRITIN A, BEfg = /L CThl
U7z, Wzl (KRB D VD L) T PRI R L LT, Bl kitiz sV h
TNHT L7 T7 4 — (REKR =HER =T /L in—~F 2 (1:4)) ITREL
MEREL A (2. 04g. 50%) 1372,

IH—NMR(CDCIS) § :2. 43(3H, d, J=0. 55Hz), 6. 55(1H, dd, J=0. 82
, 3. 84Hz), 7. 36(1H, s), 7. 41—7. 57(4H, m), 7. 84—7. 87(2H, m), 8
. 20(1H, s),

D1—_ P AR —6— T2 F—5— 7 FEATF )L —1H— AL R —IL D5

Ji%
[{k.35]
\/Of\ NBS, ME{LRE Brm
B N > N
' 57 AIBN o P

i ;\\O :\\O

EEKIE T 1 - B AR —6—T 2 E—5—AF )L —1H— A R—L
(40mg, 0. 11mmol) , N— 7 mEa (IR (NBS) (22mg, 0. 12mmol) . 2,
2" =7V EAYTFru=hL) (AIBN) (Img, 0. 01mmol) DM LK (0. 5
mL) ER 7z TRFRINBGER TR LTz, IR E THASE KIS E S VT N5 L80m
< T 7 o— (BRI =HER T L n—~F o (1:9)) I TRERIL  FEE L &9 (

22mg. 45%) %1577,
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[0305] 1H—NMR(CDClS) 6 :4. 69(2H, s). 6. 61(1H, dd, J=0. 82, 3. 57Hz), 7
. 46—7.62(5H, m), 7. 86—7. 89(2H, m), 8. 25(1H, s),

[0306] B)FEET — B AR —6—T 2E—TH— AR —/L —5—A/LAF /LT
AT IVDE K

[0307] [{k36]

pes i iases

r \ Br \’0
s s’

N DMF R

[0308] ZEKHF.1—_vPr2fhol—6—70F—5—72EATF )L —1H— A

T

RF—/L (14mg, 0. 03mmol) DDMF (0. 2mL) {EHEIZHERE T R LA (4mg, 0. 05
mmol) ZN %, 80T T2efAl1BHE LTz, |IRF CHAISE TSR Z VI 7TVl T
ryaw 57 4— (R =FEEET L n—~F o (2:5)) ITTRRIL . ERE(L
£ (11mg, 85%) #HHz,

[0309] IH—NMR(CDCIS) §:2.12(3H, s), 5. 23(2H, s), 6. 62—6. 63(1H, m)
. 7.44—7.59(5H, m), 7. 85—7. 88(2H, m), 8. 25(1H, s),

[0310] 6) (11—~ PrAxlho)—6—72E—1H— A R—/L—5—A)L) AHF J—)L
DAL

[0311] [fk37]

B
0 HO
Br N o Br N
S S

\ \ 0
0]

R A /=l -
o &

[0312] “ZwEXIET.HEEL— P 2Rol—6—7 0 F—1H—AF—/L—5—A

VATV ERT L (257mg, 0. 63mmol) , JREEHV T A (15mg, 0. 11mmol) , A¥
/= (AmL) DIRA W2 IR TR L 72, 2N (0. 11mL) ZMA 2%,
WL WERE B SONT2RIEE ) PN T T0 ah TR NS5 7 o— (i
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[0313]

[0314]

[0315]

[0316]

[0317]

[0318]

[0319]

B = HERE =T /L n—~F o (2: D)ICTRRL LA (225mg, 97%)
s Y
IH—NMR(CDCIS) §:4.78(2H, s). 6. 63(1H, dd, J=0. 82, 3. 84Hz), 7
. 43—7.58(4H, m), 7. 62(1H, s), 7. 84—7. 87(2H, m). 8. 22(1H, s),
DN1—_ B AR —6—T70F—5— (1 —AFT — 1 — AT /)L —F
AF ) —1H— A R — L DE Y

[1k:38]
Br N\,’o 2—X |~=\=~>7“|:1;x°> B N o
S. PPTS, THF S.

oN o

WELRI ., =B AR —6—7 2E—1H—AR—)L—5—A/L)
A% )—)(234mg, 0. 64mmol) , BV =7 Lp— Ll ALk F —h (4mg, 0.
02mmol) OTHF (0. 7mL) #HIIKM FIZT2— A7~ (921 L, 0. 96
mmol) ZINA ., RV CIRFHHRFREL 72, RO BRI R BE D VY SRR Z N A, HE
g L c2laliiHL . AEZ i (OKERE~ 7 2 A) % 80T TR B
KL AERELA Y (27Tmg, 99%) #15%72,

IH—NMR(CDCIS) §:1.46(6H, s). 3. 23(3H, s). 4. 57(2H, s). 6. 62(1
H, d, J=38. 84Hz), 7. 42—7. 55(4H, m), 7. 68(1H, s), 7. 84—7. 87(2H
, m). 8. 21(1H, s),

8)(3’R, 4’S,5’S,6’R, 7S) —1—~_U P ALk=/L—3", 4", 5 —hJA—
NVNTHRY =6 = XN F AT -3, 47,57, 6’ —T e — XY
n[7n(3, 4, fl/F—n—7(6H), 2" —[2H]E T ]1DOE
[{£:39]



WO 2008/013277 73 PCT/JP2007/064802

[0320]

[0321]

[0322]

/JT AN 4)7DI:’)L?§?~/'?A7D K
N n—7FiLUF N
0

\

/'\NIOBn
BnO OBn
0Bn

3} p-TsOH H,0 THF-MeOH

H OBn
OBn OBn

ZEKIE T, THF (1. 4mL)IKE FIZTAY/ 7 e V<7 XU L7 RO TH
FI#E (0. 656M, 0. 78mL, 0. 51mmol) , n— 7 F AV F T LD —~FF UK
1. 58M, 645 L, 1. 02mmol) Zi1 %, 304 L=, — 78 CETHENIET-
WRIZ1—_ B 2R —6—7 2 —5— (1 —ARFL — 1 —AF )L — %
AT L) —1TH— A F—/L (186mg, 0. 42mmol) OTHF (0. 75mL) ik %
TU. TRFRIB R L7, BOSHRIZS, 4, 5— RN A= U Fy —6— (WUt
XL ATI) =T hIERr—ET7 —2—42(686mg, 1. 27mmol) DTHF AR (0
. 75mL) Z AR Tl FL, — 20 CITTLRERIHEIR L7, fafidfift 7 E =0 20K
WEMZ, e A2 T L AR E % i (BRI~ 7 R U L) | BT
TURA R B LT, f30 N7 REICTHE (1. 6mL) | A% /—/1 (1mL), p— ML
Y ANVTRAE (47Tmg, 0. 26mmol) Z %, iR T2REMIBIR L7z, WA T8 5
EL, BONTIREE VAT INT Ty aiT a7 — (JRHEE =g
F b in—~F P (1D NITTRHRL  BEA Y (92mg. 27%) 2157,

IH—NMR(CDCIS) §:3.67(1H, dd, J=1. 92, 11. 25Hz), 3. 82—4. 15(
6H, m). 4. 46—4. 71(4H, m), 4. 91—4. 94(3H, m), 5. 18—5. 27(2H,
m). 6. 50—6. 53(2H, m), 6. 69—6. 70(1H, m), 6. 95—7. 38(22H, m) ,
7.63(1H, d, J=3. 57Hz), 7. 71—7. 75(2H, m), 7. 96 (1H, s),

9)(3'R,4’S,5’S,6'R, 7S)—3", 4", 5 —NA—~_U VA Fy —6" —
YUNARTAFI—3",47, 57, 6" —FTFeRe—xev'r[7r[3, 4, (] F—L
—7(1H, 5H), 2’ —[2H]E T JDHERK
[{k.40]
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[0323]

[0324]

N-—g” NH
6’
{:} kEkAR DA
.OBn = .0OBn
" EtOH, THF
0Bn OBn

OBn (%Bn OBn é)Bn

EREIE F.(B'R, 4°S,5°S, 6'R, 7S) —1—~_EBUALR=/1—3",47, 5
= RNA=A VAR =6 =RV F AT -3, 47,57, 6" =Tk
Rr—xzrn[7nr[3, 4, flF—1—7(5H), 2° —[2H]5.](0. 10g, 0. 13
mmol) DX J—/1 (2. 1TmL) & O'THF (0. 6mL)ERICKEEL AV 4 (0. 14g
. 2. 48mmol) Z Nz, 50°C C3RFMIRER LU=, WA=/ 2L, S iRilz
SVATNT Ty aRlTbhrav o7 — (BERRE =Nk~ T /L n—~FH(2:
BINTTRRIL BB (42mg. 51%) #1537,

1H—NMR(CDClS) §:3.68(1H, dd, J=1. 92, 10. 98Hz), 3. 82—3. 99(
SH, m), 4. 09—4. 22(4H, m), 4. 43—4. 69(4H, m), 4. 89—4. 98(3H,
m), 5. 30(1H, d, J=1. 10Hz) . 6. 52—6. 54(1H, m), 6. 71—6. 73(2H,
m), 6. 97—7. 08(3H, m), 7. 18—7. 38(16H, m), 7. 46 (1, s), 8. 13(1
H, s).

10) (3°’R, 4°S, 5’S, 6°R, 7S)—3", 4", 5" =M A—~_U DA H —6" —
NRUVNAFRUATF I —1—[(A—ZF N T =2=)) AF L] =3, 4", 5", 6" —Th

JeRn—Avma[7rl[3, 4, 1> F—1—7(5H), 2" —[2HIE 71D ERk

[0325] [fk41]

NH

KFEF FUDL

+OBn
Br\/©/\
0OBn

0Bn OBn

H OBn
OBn OBn

HELIET. (3R, 4°S,5’S,6'R, 7S)—3", 4, 5 — N RA—_ILFH
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[0326]

[0327]

[0328]

—6 = _XVNAFUAT N -3, 47,57, 6" —TFTroeRkr—Ae'r[7nrl3, 4, f]
ARF—/L—7(1H, 5H), 2’ —[2H]t" 5] (47mg, 0. 07mmol) DN, N—32
F VIRV LT IR (0. 69mL) TRITKE T TRFE T YA (50%, 4mg, 0. O
8mmol) Z Nz, R TO. BRFEEHEL 7=, ZOWHRIZ4 — =T U7 IR (
17mg, 0. 09mmol) DN, N—AF /LA /L A7 IR (0. 19mL) 2., [FIE C2IR
R L7, BOSWZE S YA S N AT K< v 57 1— (R =FEiE =T /L n—
AFH (1) NTTHIL AR LG (45mg, 82%) 24572,

1H—NMR(CDClS) §:1.07(3H, t, J=7. 55Hz), 2. 44(2H, q, J=7. 55,
7. 69Hz), 3. 67(1H, dd, J=1. 65, 11. 25Hz), 3. 79—3. 90(4H, m), 4. 0
9—4. 17(2H, m), 4. 30(1H, d, J=10. 70Hz), 4. 42—4. 66 (3H, m), 4. 8
4—4, 93(3H, m), 5. 20—5. 33(4H, m), 6. 54—6. 59(3H, m), 6. 89(4H
,s).6.97—7.32(20H, m), 7. 49(1H, s),

11)(8’R, 4’S,5°S, 6'R, 7S) —1—[(A—ZF )T ==)L) AF /L] —6" —ER
XU AFN—3", 47,57, 6 =7 ekr—xrr[7nrl3, 4, (/- F—1—7(5
H), 2" —[2H]vZ7.]1-3", 4", 5 = A —ILDERK

[{k42]
N
WE RV L—KE
KFEHR
\OBn THF-MeCH

08n 0B

(3°R, 4’S,5°S,6’R, 7S) =3, 4, 5" =N A=~ U AFHy —6 —
UNAFIAF N —1—[A—ZFNTz=)L) AF ] -3, 47,5, 6" =T IER
n—Arn[7nls, 4, fl(F—L—7(5H), 2’ —[2H]"7.] (43mg, 0. 055m
mol) DAZ /—)L (1mL) f O'THE (ImL) IHEIZ 10% /3700 I — R Rl (41
mg) #MNZ 72, KRERIR T, IR SRIRBIRL /14 filila A U7z, TEIA s
THEL, fFoNTIREL VBTN BT L0~ T T77 4 — (BRI = 7ar A%
2 AR 7= (10: DITTHRRL  AEEEW (10mg, 43%) 21572,
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[0329]

[0330]

[0331]

[0332]

[0333]
[0334]
[0335]
[0336]

[0337]

1H—NMR(CDSOD) §:1. 18(3H, t, J=7. 68Hz), 2. 59(2H, ¢, J=7. 55
, 7. 68Hz), 3. 44—3. 50(1H, m), 3. 62—3. 68(1H, m), 3. 74—3. 86 (4
H, m), 5. 13—5. 26(2H, m). 5. 35(2H, s), 6. 47—6. 48(1H, m), 7. 03
—7.12(4H, m), 7. 26(1H, d, J=3. 29Hz), 7. 38(1H, s), 7. 41(1H, d, ]
=0. 82Hz),

MS (ESI) :426[M+1]",

HPLCIR:EFRFE] 1 11. 645,
<HPLCHIE >

K72 YMC—Pack ODS—A 6. 0x150mm, 5 m,

BEIH:0. 1%TFA,/ MeCN (5%) +0. 1%TFA/H 0(95%) 7250, 1%TF
A/ MeCN (100%) £T2055 D7 F7V 2 Mt ZD% RIS (0. 1% TFA
/" MeCN(100%)) THor R H,

JH: 1. BmL, 4y,

A7 LRFE SR,

B4t 230~400nmDERFE DL T vk,

IR

(1S, 3R, 4’S,5°S. 6’R)—8—[U—TFNTx=/L)AF/N]-3, 3.4, 4
B 6 —~FH NI —6" bR AT — A R[2—AF Y —9—F 7 —T )L
Al —1, 2" —[2HIF]-3", 4", 5" —fA—

1) 2— (3= T INR=I = 2—AF ) — T UL AT 7= )b) — 2 DA
T IVDERL

[fk43]

BRRI T 2— AT =R BEEAT L (5. 0g, 30. Ommol) DTHFEHE (

100mL) (ZR)=F L7 (10. OmL, 72. Ommol) BL 4 —r/mr—3—4%Y
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[0338]

[0339]

[0340]

[0341]

[0342]

[0343]

— IR F /1 (4. 9mL, 36. Ommol) #0°C T FL, 10573 B#R L7z, SHIZER
(2RI U788 | SRR E BT A AL W FIRELE ¥ AU, fhh 7%
e VR TN 57 4 — (BB =W =T L in—~F o (1:2) ) ITTh
L, AL AW (8. 02g, 90%) 147,

IH—NMR(CDCIS) §:1.25(3H, t, J=7. 1Hz), 3. 67(2H, s), 3. 89(2H,
s), 3. 93(3H, s), 4. 17(2H, q, J=7. 1Hz), 7. 18—7. 31(2H, m), 7. 42—

7.49(1H, m), 7. 98—8. 01 (1H, m),

2)3—ZhF U HIVIRZIV AT )L — U (b T AT =2 — T — HIVIR R AT LD
Bk
[fk44]
0
CO,M .
2Ve KU B
. | 0
§7 Y TCOE S N\
o)
~o Yo

BELAME.2— (B3— T LR —2—FF Y/ — B LA T =)L) 2
BEWAT V(8. 02g, 27. Tmmol) IZEHIRIZTTRIV A (26g) %, 80CT1
IRFHBFR L7z, KB T K& A, BERE =T /U THI Uiz, AT e 2 i fin Bk
TR TR KRR~ 7 3 7 M TR U716 | JBUE PR A £ L, 5
SIIRIE L VA r v a7 57 4— (R =HgTT v in—~F 92 (1:3)
JCTRRL LB (2. T7g, 37%) 24512,

1H—NMR(CDClS) §:1.25(3H, t, J=7. 3Hz), 3. 88(2H, s), 4. 03(3H,
s). 4. 17(2H, q,J=7. 3Hz). 7. 49(1H, s). 7. 49(1H, t, J=8. 1Hz), 7. 9
9(1H, dd, J=8. 1, 1. 2Hz), 8. 13(1H, dd, J=8. 1, 1. 2Hz),

32— (7T—eRaF I AF N =Y [b]FF T2 —3—A/V) —TF )— L DH
ik
[{k45]
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OH
CO,Et

| KEILUFTATILEZDA

S 5
CO,Me

HC

ERRIE T VT VLT A= AERUR (0. 74g, 19. 5mmol) DTHEVH (38
mI)IT3— ThE S AR AT N — R [b]TF AT 2l — T — HILR AT L
(2. 7g, 9. Tmmol) DTHE%K (30mL) Z0°CIZTMA., [RIE T105 R L 7=
o IHIT KFELVF U LT AI=D L (0. T4g, 19. 5mmol) Z0°CIZ TR, [F)
IRC1O IR L7, BEig—T L2 Nz 728, 0°CITCTK (5. 2mL) 2%, ik E
THIRL 105 BHBR L2, BIA RS WUE FIEBA R LT, fhanioilic
FEE = F LB L On—~F 0 (1:2) 2 M2 B L | LA (1. 97g, 98%) %
577,

1

[0344]  H—=NMR(DMSO—d) 6 :2. 97(2H, t, J=7. 0Hz) . 3. 71(2H, q, J=7. 0
Hz). 4. 71—4. 75(3H, m). 5. 44(1H, t, J=5. 9Hz). 7. 35—7. 42(3H, m
). 7.71(1H, d, J=7. 3Hz),

[0345] 4)3—[2— (1 —APFT —1—AT )L —xhFY) - T L] —7— (1 —AFT —1

— AT )L —Z F AT L) — X [ b F AT = DAL

[0346] [fk46]
OH 0\(/

- A RELTFORY O~

BELSIET.2— (T—tRaxI AF )L — S [b]FF T —3—A)N) —H&)

—/V(78mg, 0. 37mmol) DTHFH (3mL) IZ0CIZ T2 —AhFT 71~/ (358
v L, 3. 7Tmmol) BXOE VY = Ap— ML ZLiRVHEE (1mg, 0. 037mmol) %
Nz, FHR T304 IR L 7=, fafnikig KR T MY 2oKERZ A, Biig—F /v
(THN U7, A 2 S fn AR T, KRR ~ 7 230 LT TR LT
% BT P R L R AW (123mg, 94%) ZHIA M EL TR,
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[0347]

[0348]

[0349]

[0350]

[0351]

IH—NMR(CDCIS) §:1.44(6H, s). 1. 48(6H, s). 3. 28(3H, s). 3. 31(3
H, s).4. 74(2H, s), 4. 76(2H, s), 7. 26(1H, s), 7. 38—7. 40(1H, m), 7
. 73(1H, t, J=4. 5Hz),

5) (1S, 3’R,4’S,5’S,6’'R)—3", 4", 5 = NA-—~_U A Fy —6" —
VUNTFUATIN—3,3,4,4",5, 6 —~FHEeRn—-8—bRaXxI AT L —
Arna[2—FF Y —9—FF7 -7 ALr—1, 2 —[2H]ET DA
[{kA47]

O Dn=FFNUFuA

S 0
N " 2 e
\G 0 BnO " 08n '
OBn BnO

3) p-TsOH H,0 THF-MsOH

6Bn

ERREF.3—[2— (1 —AFT —1—AF NV —xbFV) —=F V] —7—(1—
ARFL —1—AF )L — TR F AT L) =~V [b]F AT =2 (73mg, 0. 21mmol)
OTHFEIE (1mL) iIZn— 7 F A F U LDOn —~FH U 4%HE (1. OM, 248 1 L, 0.
25mmol) % —78°C T FL. 307k L7z, [MIRIZT, (3R, 4S, 5R, 6R) —3,
4, 5—MNA=—_UNFHF —6—_ VNN AF AT —T R -5 —2
—7(172mg, 0. 32mmol) DTHF#E (1mL) Zi T L7z, SIIZ T304 it
FRUT2t% . KEMZWEE =T L CTHI U7, A B 2 f Fl Ak T, MK
i~ 7 23U DT TR R MES2 R EL, 7R (241mg) 2457,

fel T, AL (241mg) ZTHE (2mL) BEOAZ ) —/L (2mL) IZHfEL |
p— ML VIR R (2mg) 2004, B C L3RRI FR L7, W Ptz 8 &
L., Gkl U h v ra~ s o7 — (BRI =NER T /L i n—~F P
(L:D)ICTHREL EERIEAY (72mg, 48%) &Y T AT LA~ —DIRGWEL T
Bz,

IH—NMR(CDCIS) §:1. 87(1H, brs), 2. 76—2. 83(1H, m), 3. 05—3. 1
0(1H, m), 3. 70—3. 95(4H, m), 4. 03—4. 28(4H, m), 4. 42—4. 58 (2H
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, m), 4. 62—4. 72(3H, m), 4. 84—4. 98(5H, m), 6. 78—6. 81 (2H, m),
6. 89—7. 04(3H, m), 7. 20—7. 46 (17H, m), 7. 62—7. 65(1H, m),
[0352]  6) (1S, 3’R,4’S,5’S,6'R)—3", 4", 5 —NA=—_U VA FHT —6" —X
VIUNT AT —8—runa AT )—3,3,4,4°, 5,6 —~FHheRko— A
[ 2—FF%HP—9—FF7 -7 )AL —1, 2" —[2HIE T ] OERK
[0353] [{k48]

OH
mis R
~0Bn -
3 FUZxZNEKRAZ 1
BnO BnO
; OBn j
(5Bn OBn

(1S, 3’R, 4°S, 5°S,6’R)—3", 4", 5" — M A=~ I NAFL —6" —
UNFAHXRVAFIN=3,3,4,4",5,6 —~FHeRa—8—tRaF I AF /L —2R&
vr[2—AFHh—9—F 7 —T AL —1, 27 —[2H]E"5 ] (72mg, 0. 10mm
ol) DV A& AW (1ImL) (2 bR (48 1 L, 0. bmmol) BEON 7 ==
JVIRATZ 12 (131mg, 0. Smmol) Z %, SR T3RFHIFHHR L7z, SOSHZ I T
WAL SONTREE S VTN T La~ 57— (R =i =T /L :n
—AF B (1:2)) ICTHREIL B LS (42mg, 48%) #4157,

[0354] 1H—NMR(CDClS) §:2. 78(1H, dd, J=16. 2, 2. 4Hz), 3. 03—3. 10(1H
, m), 3. 71(1H, dd.J=11. 2, 1. 8Hz), 3. 81—3. 95(3H, m), 4. 03—4. 2
7(4H, m). 4. 42(1H, d, J=11. OHz) ., 4. 52(1H, d, J=12. 2Hz), 4. 63—
4. 74(3H, m), 4. 79(2H, s), 4. 83—4. 99(3H, m), 6. 79—6. 82(2H, m)
.6.89—7.04(3H, m), 7. 20—7. 41(17H, m), 7. 64—7. 70(1H, m),

[0355] 7)(1S, 3’R,4’S,5’S,6'R)—3", 4", 5 —NA-—_ A FHy —6" —X
VONAFLUAF NN —8—[(A—TF )N T == ) AF L] —3, 3, 4,4°,5, 6" —
~FHehe—2va[2—FFH—9—F 7 -7 ALr—1, 2" —[2H]E T ]D
Bk
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[0356]

[0357]

[0358]

[0359]

[{k49]

BnO BnGO
0B 0B

EEREF, (1S, 3'R,4°S,5°S,6'R)—3", 4, 5" —NA—=—_U DA%y
—6 =RV FHR AT —8— A F N —3,3,4,47, 57,6 —~FHE
Kp—2v'a[2—4%H$—9—F7—7L AL —1, 2" —[2H]EF. ] (41mg, O.
05mmol) , 4 —=F /L7 2=/LAR (13, Omg, 0. 08mmol) . U EEHYY L (2
1. Omg, 1. 0O0Ommol) . BEEE/ X7 A (1. 2mg, 0. 005mmol) BILON) 7 ==/
RATZ 42 (2. 6mg, 0. Olmmol) DIEEWIZIL T (2. 6mg, 0. 5mL) %M.
80°C TARFIFHR L7, T2 FIREL | (oI RIEZ S U TNV AT L om
< T7 44— (BB =HEE =T )L n—~F P (1:3)) I THRIL , EELE W (
23mg, 56%) Z1%7z,

1H—NMR(CDClS) §:1.14(3H, t, J=7. 4Hz), 2. 53(2H, q, J=7. 4Hz)

, 2. 76(1H, dd, J=16. 2, 2. 5Hz), 3. 03—3. 09(1H, m), 3. 69—3. 74(1
H, m), 3. 81—3. 92(3H, m). 4. 00—4. 26 (6H, m), 4. 32(1H, d, J=11.
0Hz), 4. 50(1H, d, J=11. 2Hz), 4. 59—4. 67(3H, m), 4. 86—4. 96 (3H
, m), 6. 72(2H, d, J=7. 3Hz), 6. 91—7. 40(25H, m), 7. 58(1H, d, J=7
. 6Hz),

8) (1S, 3'R, 4’S,5°S, 6’R) —8—[U—=F NT =)L) AF /1] =3, 37, 4,
4°,5,6 —~FHheRr—6" —eRafF AT/ — A [2—FFHh—9—F7 —
TINFL—1, 2" —[2H]ET]—3", 47, 5 — A — L DERK
[{k50]
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[0360]

[0361]

[0362]

[0363]

[0364]
[0365]
[0366]

108 NSO A—FKFE
KEH R

BT FIL—AS /-
BnQC

(3Bn

(1S, 3’R, 4°S, 5°S,6’R)—3", 4", 5" — M A=~ I NAFL —6" —
NFFIATFIL—8—[Ad—F )T x2=) L) AF )] —3,37,4,4°,5", 6" —~
FHele—Ava[2—FFH—9—F 7 —7LF L —1, 2°—[2H]E'T]1(23m
g. 0. 028mmol) DA% J—L (1mL) K OWEE=T )L (1mL) IWRIZ10% /370
I — BRI (10mg) 22N A 7o, KFEFRPAK T, 1RFE IR R L 725 | itz 5
W7z, WU TR AL, ORI RSV TN T LA N 5T 40— (i
Bl =3 2mm g A% 7—/L (10 D)ITTR L BEEEE% (10. 4mg, 81%
) ZAFTz,

IH—NMR(CDSOD) §:1.19(3H, t, J=7. 6Hz) ., 2. 58(2H, q, J=7. 61z
), 2. 76(1H, dd, J=16. 2, 2. 0Hz), 2. 96—3. 06 (11, m), 3. 37—3. 44(
1H, m), 3. 63—3. 71(2H, m), 3. 74—3. 88(3H, m), 4. 15—4. 25(4H,
m). 7. 07(2H, d, J=8. 2Hz), 7. 13(2H, d, J=8. 2Hz). 7. 18(1H, d, J=7
. 8Hz). 7. 35(1H, dd, J=7. 9, 7. 3Hz), 7. 58(1H, d, J=7. 9Hz),

MS (ESI') :456[M],

HPLCAEFFIER]: 19, 047,
<HPLCHIE >

BT YMC—Pack ODS—A 6. 0x150mm, 5 m,

B#FH: 10mM AcONH4/MeOH(5%) +10mM ACONH4/H20(95%)
73510mM ACONH/MeOH(lOO%)3‘:‘6205}%@7‘?\‘/“;‘/%7%07\ Dtk
[FIZft (10mM - AcONH /MeOH (100%)) THy [

JH: 1. BmL, 4y,

A7 LRFE SR,

B 230~400nmDO 2N E O &G vk,
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[0367] ERtsEhaflib &M oREE%E#E1—11TRT,
[0368] [F1-1]
£1-1

Kt 1 FEhti ) 2

FERERF 3

F1—2BLOER1 —SIZEETDIEWIE, EIaBl 16550 IR AR O T
EEFRRRICU T, 32 NI R T OB T OREZEH L TR S IR hE
THZENTED,

[0369] [F1-2]
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#l1-2

84

PCT/JP2007/064802

SR 5 4

'"H-NMR (CD,OD) 6§ :3. 49 {(1H, t,
J=9. 3Hz), 3, 67 (LH, dd, J=11.
9, 5. 7Hz), 3. 78—3. 84 (4, m),
4. 31 (2H, s), 5. 23 (211, q, J=1
2. 9H=z), 7. 19 (111, s), 7. 47 (2H,
d, J=8. 1Hz), 7. 59 (211, d, ]=8
4Hz), 7. 78 (2H, d, J=7. 3Hz)
MS (ES1%:483 [M+1]

FEhfA 5

'"H—NMR (CD,0D) §:3. 49 (1H, t
J=9. 2H=z), 3. 67 (1H, dd, J=11.
7, 5. dHz), 3. 78—3. 85 (4H, m),
4. 25 (2H, s}, 5. 23 (211, q, J=1
3. 10z), 7. 16 (1H, s), 7. 19 (2H,
d, J]=8. 1Hz)}, 7. 37 (2H, d, J=8
411z), 7. 78 (2H, d, J]=4. 8Hz)
MS (ESI*Y 499 [M+1]*

FEhif 6

'H—NMR (CD,0OD) 6§ :3. 46—3. 53
{1H, m), 3. 64—3. 70 {(11I, m). 3.
7T6—-3. 87 (4H, m), 4. 20 (2, s).
5. 17+-5. 29 (2H, m). 6. 96—7. 0
5 (2H, m), 7. 12 (1H, s). 7. 25—7.
32 (2H, m}, 7. 76 (1H, s). 7. 77—
7. 78 (1H, m)

MS (EST'):433 [M+1] "

Hhaf 7

"H—NMR (CD,0D) § :0. 60—0. 66
(21, m), 0. 88—0. 95 (2H, m). 1.
81—1.91 (11, m), 3. 46—3. 53 (1
H, m), 3, 64—3. 70 (LH, m}. 3. 76
—3. B7 (41, m). 4. 15 (2H, s). 5.
17-5, 29 (2H, m), 6. 97 -7. 02 (2
H, m), 7. 07 {1lH, s). 7. 13—-7, 16
(2H, m), 7. 76—7. 77 (2H, m)
MS (EST':455 [M+1] "

F i fil 8

"H—NMR (CD,0D} §:2. 30 (31, s),
3. 45—3. 56 (1H, m), 3. 62—3. 7
3(1H, m). 3. 75—3. 82 (4H, m). 4.
16 (2H, s), 5. 17—5, 32 (2H, m).
7. 06—7. 20 (5H, m), 7. 74—7. 8
0 (2H, m)

MS (ESI":429 [M+1] +

[0370] [F1-3]
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#1-3
'[HI--NMR (CD,0OD) §:1. 23 (6H, d,
J=6. 9Hz), 2, 78--2, 97 (111, m).
3. 453, 58 (1M, m). 3. 83—3. 7
- 4 (1, m), 3. 76—3. 93 (4H, m)., 4.
S 9 17 (211, s). 5. 17—5. 34 (2H, m).
7., 067, 12 (11, s) 7. 13—7. 25
(4, m), 7. 77 (2H, m)
MS (KS TP :457 [M+1] ¢
'"H-NMR (CD,OD} 8 :1. 28 {(3H, ¢
J=7. 511z), 2. 78 (2H, q, J=7. 4
ITz), 3. 51 (1H, t, J=9. 3 IHz), 3.
69 (1L, dd, J=11. 7, 5. 1Hz), 3.
78—3. 89 (4H, m), 4. 36 (2H, s),
FEHifA 1 0 5. 18 (111, d, J=12. 4Hz), 5. 25
(1H, d, J=12. 1Hz), 6. 63 {1H,
d, J=2. 9Hz), 6. 73 (1L, d, J=2
9Hz), 7. 17 (11, s), 7. 68 (1H, s),
7. 70 (11I, s}
MS (ES 1% :449 [M+1]*
"TH—NMR (CD,0OD) §:3. 49 (1H, t,
J=9. 5Hz), 3. 66 (1H, dd, J=11.
5, 5. THz), 3. 78—3. 85 (4H, m),
4. 52 (2H, s), 5. 21 (1H, d, J=1
, 2. 8IIz), 5. 28 (1H, d, J=12, 4H
FHEpI1 1 2). 7. 14 (L1, s), 7. 23—7. 28 (2
H, m), 7. 41 (1H, s}, 7. 67 (1H, 4,
J=7. 3Hz), 7. 74 (1H, d, J=7. 7
Hz), 7. 82 (1H, s), 7. 85 (1H, s)
MS (ESI* 471 M+1] 7
=12

(3R, 4’S,58.5°S,6R)—3—[A—T2FNTx= /L) AF/L | -6 —toXx

SAT I —2—AF ) —3" . 4" . 5 6 —TFhIeRo—xea[J=x /(2 3, {4/

V77 —=5TH), 2" —[2HEF]1-3", 4", 5 —f)A—

1)(1S,3'R,4’S,5’S,6’'R)—37,4", 5 —NA—_UNFHL—6 —

UNFFRYATF N == AFNTFF—6—(1—7rt=/1)—3",4",5,6 —FTr7

ERo—2Rru[ A/~ 7e—1(3H), 2" —[2HIE T 1OE %

[0371] [{k51]
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[0372]

[0373]
[0374]

[0375]

(1S, 3'R,4’S,5’S,6'R)—3", 4", 5 —FNR—_UVNFFL—6" —_
UNFFVAFN—6—TF =) —5—AF)IFF—3",4,5,6 —TrIERu—
R[4y T7r—1(3H), 2" —[2H]E T ] (FEHEEI 10 7) IZF#EObE4)
(0. 124g. 0. 177mmol) Z 7 reRr 77 (1. 8ml) IZMEL . — 78 IZMEIL
Tete . n—7 FNVTFT U LOn—~FH B (1. OM, 0. 195ml) &4 F L7z, 2/F
BT C—60E ETHIRL, aV{EAT /L (0. 126g, 0. 889mmol) % FL., 1. 5
RN CEIRICHIR L2, K2 T =T o —7 LTI L, A 20
AL CTRONIIREZ S VI SN T T a T e~ N 77— (B = B
TF L n—~F =14 ICTHRL, 85 (96. Omg, 75%) 2137,

IH—NMR(CDCIS) §:2.15(3H, s), 2. 49(3H, s), 3. 64(1H, d, J=9. 5H
z), 3. 78—3. 83(3H, m), 4. 04—4. 06(1H, m), 4. 12(1H, t, J=9. 3Hz)
,4.19(1H, d, J=11. OHz), 4. 46, 1H, d, J=12. 1Hz), 4. 57—4. 63(3H
, m), 4. 88—4. 93(3H, m), 5. 15(2H, s), 6. 84(2H, d, J=6. 2Hz), 6. 9
9(1H, s), 7. 12—7. 32(28H, m),

MS (EST) :713[M+11",

2)(3'R, 4’S,5S,5’S,6’'R)—3", 4", 5 —NA—~_U VA Fy —6" —
YIUNFHRVAF N —3—d—R—2—AF /L —3", 4", 5,6 —TrIeRr—At'R1
[F=/[2, 3, flA/~ V7T —5(TH), 2° —[2H]E T 1DOAERK
[{k52]

Bn0
Bn0

[-]Bn

(]‘S’ S,R) 4,81 5,Sy 6,R)_3,y 4,) 5, _I\UX_“/\\\\\/\?/\\/I/?#\T/_6, _“/\\\\\/
UNFXRIAF V=5 AT NT A —6—(1—7ut'=L)=3",47, 5", 6" =77
=2 r[(Y~_y7r—1(3H), 2" —[2H]EZ2]1(0. 119g, 0. 167mmol

YT AA L (2. Om) IZEMEL . 203 (84, 9mg. 0. 334mmol) DY/ AF



WO 2008/013277 87 PCT/JP2007/064802

[0376]

[0377]

[0378]

[0379]

[0380]

(1. 6mD) EEIREINZ T, BIRIZ TSR LTz, SufnF A Hile 7N LK R
wMNATY=TF )L —F LTI U7, ABEE 20 L L AR LS54 (0. 13
9g. 100%) #1572,

1H—NMR(CDClS) 6 :2.60(3H, s), 3. 67(1H, d, J=11. OHz), 3. 83(1H
,dd, J=11.0, 3. 7Hz), 3. 91 (1H, t, J=9. 7Hz), 4. 02(1H, d, J=9. 5Hz
), 4.13—4. 18(3H, m), 4. 51—4. 63(4H, m), 4. 89—4. 98(3H, m), 5.
30(2H, s), 6. 70(2H, d, J=7. OHz), 6. 97—7. 02(3H, m), 7. 24—7. 30
(15H, m), 7. 51(1H, s), 7. 55(1H, s),

MS (EST) :825[M~+11,

3)(3'R,4’S,5S,5’S,6’'R)—3",4", 5 —NA—~_U U AFy —6" —
VUNAF VAT N —3—[(4—ZF N T 2= W) AT L] —2—AF )1 —3,4°, 5
, 6’ =T hIeRr—Arr[Fx (2, 3, {J(Y/ XY TF7—5(TH), 2" —[2H]E
FUIDHRR

(k53]

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNFFV AT —3—a—R—2—AF)1—3",4°, 5", 6" —FThFeRn— x|
Fx)[2, 3, (1A~ 75—5(TH), 2" —[2H]EF1(0. 139g) # AT,
FRaBI1009) LIRIEED T IR G (0. 106g., 77%) 2437,

IH—NMR(CDCIS) §:1.04(3H, t, J=7. 5Hz), 2. 38(2H, q, J=7. 5Hz)
, 2. 53(3H, s), 3. 65—3. 69(3H, m), 3. 80—3. 85(2H, m), 4. 05—4. 1
7(4H, m), 4. 27(1H, d, J=11. OHz), 4. 43(1H, d, J=12. 4Hz), 4. 55—
4. 67(2H, m), 4. 86—4. 91(3H, m), 5. 19—5. 30(2H, m), 6. 54(2H, d
,J=7.3Hz), 6. 83(2H, d, J=7. THz), 6. 97—7. 04(5H, m), 7. 18—7. 3
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3(15H, m), 7. 45(1H, s), 7. 63(1H, s),

[0381] MS(ESI):817[M+17",

[0382] 4)(8’R, 4’S,5S,5’S,6'R)—3—[@—FNTxz=)L) AF/)L]—6" —kRn
XLATIN—2—AF )N -3, 4,5, 6" =T 7eRkn—xrul[F=/[2, 3, fl1/
NV 75 —5(TH), 2° —[2HIES1-37, 47, 5 —NA—/LOL

[0383] [fk5H4]

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNAFL AT N —3—[(A—TT N T2=)L) AT N]—2—AF )L —3",4°, 5", 6
—FRreRr—AEr[F=x/[2, 3, [/ V7T —5(TH), 2" —[2H]ES
>1(0. 126g) &MV NT, FEhufl10010) LFEERO FIEIZIVIEBEL &4 (26. 6mg,
37%) %157z,

[0384] IH—NMR(CDSOD) §:1. 18(3H, t,J=7. 5Hz), 2. 49(3H, s), 2. 57(2H
, q,J=7.7Hz), 3. 45—3. 49(1H, m), 3. 66(1H, dd, J=12. 3, 5. 7THz),
3.76—3. 85(4H, m), 4. 17(2H, s), 5. 18(1H, d, J=12. 1Hz), 5. 24(1H
,d, J=12. 8Hz), 7. 06(4H, s), 7. 60(1H, s), 7. 68(1H, s),

[0385] MS(ESI):457[M+17,

[0386]  FEafi13

(3’R, 4°S.58,5°S.6’R)—2—7na—3—[(A—xTF )T z=JL) ATF /L] —6

bhey AT —3",.4°,. 5, 6" Ty —_Ren[Fo/[2, 3, [/

VI —=5TH), 2" —[2HEF1-3". 4", 5 = A —)L

1) (1S, 3’R, 4°S,5°S,6°R)—3", 4", 5 —NA=—~_U DA FHy —6" —
VUNTHRVAT =5 = AT ) FF -3, 47,57, 6" =T IERE—6— (2— KA
FNUINVETF =)L) — A [ AR 7r—1(3H), 2° —[2HIE T 106

[0387] [{k55]
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[0388]

[0389]
[0390]

[0391]

e 0B

(1S, 3'R,4’S,5’S,6'R)—3", 4", 5 —FNR—_UVNFFL—6" —_
UNFFVAFN—6—TF =) —5—AF)IFF—3",4,5,6 —TrIERu—
Arna[A/ R 7rn—1(3H), 2" —[2H]¥Z1(0. 50g, 0. 715mmol) &7 7
a7 (2. 3SmDITEML ., — 78I AIL /2% n— 7 F A F U LDn—~F
PR (1. 6M, 0. 491ml) 2 FL., 1. SERRIBERL=, FIATF LIz (
0. 310g. 2. 861mmol) ZMZ T1. SRFREIDNT THIRIZHIR L7, fafn R gk R
TR LK N A CHER =T L T U | A S 2 I iR Ad L T bz ik
VB ITNT Ty a3 T LI N T T 4 — (R =R T )L n—~F
=1:5) I THRIL | &% (267, 3mg. 48%) #1572,

IH—NMR(CDCIS) §:0. 30(9H, s), 2. 50(3H, s), 3. 62(1H, d, J=9. 5H
z), 3. 75—3. 84(3H, m), 4. 04(1H, d, J=7. 7Hz), 4. 11(1H, t, J=9. 2
Hz), 4. 22(1H, d, J=11. OHz), 4. 46 (1H, d, J=12. 4Hz), 4. 57—4. 62(
3H, m), 4. 88—4. 93(3H, m), 5. 16(2H, s), 6. 84(2H, d, J=7. OHz), 7
.00(1H, s), 7. 14—7. 19(6H, m), 7. 25—7. 33(13H, m),

MS (ESI) :771[M+1]",

2)(3'R, 4’S,5S,5’S,6’'R)—3", 4", 5 —NA—~_U VA Fy —6" —
VUNFAXVATFT N —3—3—K—=3",4",5", 6" —FFERE—2—R) AT LT

—Av'n[F= /2, 3, {4/ V757 —5(TH), 2" —[2H]IEZ1DOERL
[{56]
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[0392]

[0393]

[0394]

[0395]

[0396]

(1S, 3'R,4’S,5’S,6'R)—3", 4", 5 —FNR—_UVNFFL—6" —_
UNFFVAT N =B AT NT A 37,47, 5, 6’ —FrIeRue—6— (2— AT
NNV TF =)L) — AP R[ AV 7r—1(3H), 2° —[2H]E5](0. 26g. 0
. 337mmol) B/ AF (4. Om) IZEMEL . 9w (171. 1mg. 0. 674mmol
YDV rErAZ (2. Tml) Wz AT, B TIS AL, fafn T A hifg 7
NI DOKVERZ INZ T =T )L —T L Tt U7, A HERE 2 I8 A L ¢, AR
{E&W (0. 293¢, 98%) 4477,

IH—NMR(CDCIS) §:0.52(9H, s), 3. 66(1H, d, J=9. 5Hz), 3. 83(1H
,dd, J=11. 4, 4. 0Hz), 3. 91(1H, t, J=9. 5Hz), 4. 03(1H, d, J=9. 2Hz
), 4. 10—4. 19(3H, m), 4. 47(1H, d, J=12. 1Hz), 4. 58 —4. 65(3H, m)
, 4. 89—4. 98(3H, m), 5. 31(2H, s), 6. 69(2H, d, J=6. 2Hz), 6. 92—6
.96(3H, m), 7. 21—7. 36(15H, m), 7. 59(1H, s), 7. 65(1H, s),

MS (EST):771[M+11",

3)(3'R,4’S,5S,5’S,6’'R)—3",4", 5 —NA—~_U U AFy —6" —
VIONFHRIATF N —3—[(A—ZF )Tz )L) AF L] -3, 47, 5", 6" —T 7k

Ra—2—RIAF NI — A a[Fx /2, 3, 1A/ V757 —5(TH), 2° —

[2HIE T 1DE R
[k57]

(3'R, 4’S,5S,5’S,6’R)—3",4", 5 —NA—~_U VA Fy —6" —~
UNAFT AT —3—9—F—=3",4", 5", 6’ =T hTeRr—2—R AT L)L
—Av'n[Fx /2, 3, I/ V77 —5(TH), 2" —[2H]ET:-1(0. 18g) %
T, SNl 109) ERERD LI LRS- (0. 114g, 68%) 215372,

IH—NMR(CDCIS) § :0. 38(9H, s), 1. 00(3H, t, J=7. THz), 2. 33(2H,
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[0397]
[0398]

[0399]

[0400]

dq, J=15. 3, 3. 6Hz), 3. 50(1H, d, J=10. 3Hz), 3. 62—3. 84(3H, m),
4. 09—4. 13(4H, m), 4. 29(2H, s), 4. 42(1H, d, J=12. 1Hz), 4. 55—4
. 62(2H, m), 4. 81—4. 93(3H, m), 5. 20(1H, d, J=12. 8Hz), 5. 27(2H
, d, J=13. 5Hz), 6. 50(2H, d, J=7. 0Hz), 6. 78(2H, d, J=8. 1Hz), 6. 8
9(2H, d, J=8. 1Hz), 7. 02—7. 07(4H, m), 7. 21—7. 30(15H, m), 7. 44
(1H, s), 7. 72(1H, s),

MS (ESI') :897[M+23]",

4)(3’R, 4°S, 5S8,5°S,6’R)—3", 4", 5 —FA=—~_U DA HT —6" —
PUONFFRVAF N —2—run—3—[A—T2FNT =)L) AF ] —-37,47, 57,
6’ =7 hoeRr—Avr[F=x /2, 3, (] T757—5(TH), 2° —[2H]ET
VIO

k58]

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNFHXRLAF N —3—[(A—=F NTz=V) AF]—-3",4", 5, 6" =7 7ER
n—2—kAF NI —AER[Fx /2, 3, 1A/ 7T —5(7TH), 2" —[2
HIEZ1(0. 122¢g, 0. 139mmol) 27 Eh=kL (0. 93m) IZIAEfEL | HifbAr
7Y (20. 6mg, 0. 153mmol) 2Nz TEIRIZ T3, SRFHFEERL7-, fafn R iE K
T IID LOKEEHRE N Z CRERE =L TR L A H R 2 U IR L TS O a7 7%
BE VBTN T T 21T hrav 57— (R =FER T L n—~FH
=1:11. 5)ITTHEL, £G4 (50. 2mg., 43%) 237,

1H—NMR(CDClS) §:1.04(3H, t, J=7. THz), 2. 39(2H, q, J="7. 6Hz)
, 3.66(1H, dd, J=11. 0, 1. 8Hz), 3. 71(1H, d, J=10. 6Hz), 3. 81—3. 9
1(3H, m), 4. 08—4. 16(3H, m), 4. 26(1H, d, J=15. 7Hz), 4. 34(1H, d
,J=11. 0Hz), 4. 45(1H, d, J=12. 1Hz), 4. 58(1H, d, J=12. 1Hz), 4. 6
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[0401]
[0402]

[0403]

[0404]

[0405]
[0406]

5(1H, d, J=10. 6Hz), 4. 87—4. 96(3H, m), 5. 21(1H, d, J=12. 8Hz),
5. 27(1H, d, J=13. 2Hz), 6. 54(2H, d, J=7. OHz), 6. 87(2H, d, ]=8. 1
Hz), 6. 99—7. 10(6H, m), 7. 21—7. 32(14H, m), 7. 48(1H, s), 7. 59(
1H, s),

MS (ESI') :859[M+237",

5)(83’R, 4’S,55,5’S, 6’'R) —2—27ur—3—[@—F/NTz=)L) AT /1]
—6’ —tRaX AF )L —3", 47,5, 6’ —FhIeRkr—2ru[F=/[2, 3, f]1V/
NV 75 —5(TH), 2° —[2HIES1-37, 47, 5 —NA—/LOL
[{£59]

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNAXL AT N —2—nn—3—[(4—oT N T2 L) AT )] —-3",4", 5", 6’
— 7 ek —Aa[F=x/[2, 3, {4/ V75 —5(7TH), 2" —[2H]E T
1(0. 051g) ZMW T, Ehifl10>10) LRk O T IEZ IV LG4 (12, 8mg, 4
4%) #1577

1H—NMR(CDSOD) §:1.18(3H, t,J=7. 7THz), 2. 58(2H, q, J=7. 7Hz
), 3. 48(1H, dt, J=12. 0, 4. 2Hz), 3. 66(1H, dd, J=11. 9, 5. 7Hz), 3. 7
8—3. 83(4H, m), 4. 22(2H, s), 5. 18(1H, d, J=12. 8Hz), 5. 24(1H, d,
J=13. 2Hz), 7. 08(2H, d, J=8. 1Hz), 7. 14(2H, d, J=7. 7THz), 7. 68(1
H, s), 7. 72(1H, s),

MS (EST) :477[M+11",

SEhim 514

(3R, 4°S,58,5°S,6’R)—3—4—TF )L T7x=)1) —6 —bRaf AT/

—3.,4", 5,6 =T IR —Reu[Fx (2, 3, ([(V/X V75 —5(7H),
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[0407]

[0408]

[0409]
[0410]

[0411]

2°—[2H]FI1—3",4", 5 —NA—/L

1) (83’R, 4°S, 5S8,5°S,6'R)—3", 4", 5 —FNA=—~_U DA FHy —6" —
VIONAXIATF N —3— (A—F )T x2=)L)—37, 47,57, 6" —FForRr—2
—RNIAF ALY =2 [FT/[2, 3, I/ 7570 —5(TH), 2" —[2H]Y
T 1DERK

[1k.60]

BnD

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNFFUAF I —3—3—K—=3",4",5,6 =T IeRe—2—FIAF L0
—2¥'n[Fx /2, 3, {4/ T7F—5(TH), 2 —[2H]IET1(0. 129) %
T, FERERI109) ERERD HIEIZIVIEREL A4 (94. 4mg, 80%) 2137,

1H—NMR(CDClS) §:1.34(3H, t, J=7. THz), 2. 76(2H, q, J="7. 6Hz)
, 3.62(1H, dd, J=11. 0, 1. 5Hz), 3. 77—3. 79(2H, m), 3. 88(1H, d, ]
=9. 5Hz), 4. 05—4. 15(3H, m), 4. 42—4. 46(2H, m), 4. 54(1H, d, J=
12. 4Hz), 4. 60(1H, d, J=11. OHz), 4. 82—4. 92(3H, m), 5. 31(2H, s)
, 6. 71(2H, d J=7.0Hz), 6. 99—7. 09(3H, m), 7. 18—7. 28(19H, m),
7.41(1H, s), 7. 75(1H, s),

MS (EST) :861[M+11",

2)(3'R, 4’S,5S,5’S,6’'R)—3", 4", 5 —NA—~_U VA Fy —6" —
VUNFFRV AT —3— (A—=F )N T2=)V) =3, 47,5, 6’ =T TR — X
vol[Fx/[2, 3, {4/ 75 —5(TH), 2° —[2HIE TV 1DOE
[{k61]
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[0412]

[0413]
[0414]

[0415]

Bn0

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
ONFHFAT N —83—A—2F )N Tx=)L)—3,4°, 5,6 —FhIeRkn—2—
MAF LI —Ar[Fx/[2, 3, (] T7F7-—5(TH), 2" —[2H]ET
> 1(0. 094g. 0. 109mmol) Z7 ;7R 77 (0. bml) IZEfEL 1. OMT o7 -
T R DT IVATAR TR 7T %0 (0. 43ml) 2Nz TR TL.
BIRFRHIE R L7, Bfnsi b7 =0 KR Z A T =F Lo —F /L THIH L
oo AREIEZ IR T AR LA (84, bmg, 98%) Z137=,

IH—NMR(CDCIS) §:1.33(3H, t, J=7. 7THz), 2. 74(2H, q, J=7. 4Hz)
, 3. 65(2H, d, J=9. 9Hz), 3. 81—3. 86(2H, m), 3. 96(1H, d, J=9. 5Hz
), 4. 10—4. 18(2H, m), 4. 44(1H, d, J=12. 1Hz), 4. 55—4. 62(3H, m)
, 4. 87—4. 92(3H, m), 5. 33(2H, s), 6. 70(2H, d, J=7. 3Hz), 6. 92—7
. 01(3H, m), 7. 19—7. 41(20H, m), 7. 76 (2H, s),

MS (ESI) :789[M—+1]",

3)(83'R,4’S,5S,5’S,6'R)—3—U—T)NTx=)l) —6" —eRRF v AT
N—=3",4",5,6 =7 eRn—Aru[F=/[2, 3, [](/~V 757 —5(TH
), 22 —[2H]¥Z]1-3", 4", 5 = A —1DERL
[{k62]

(83’R,4’S,5S,5'S,6’'R)—3",4", 5 —NA=—_UNFHL—6 —

ONFAXLAF N —3— (A—F L T7x=)—3", 47,5, 6’ —F TR — &Y
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n[Fx/[2, 3, {14/ 75—5(7TH), 2" —[2H]EF1(0. 084g) 2w
T, FEhaf10>10) LRBEDFEIC IV &% (19. 6mg, 42%) 2457,

[0416] IH—NMR(CDSOD) §:1. 30(3H, t, J=7. 5Hz), 2. 73(2H, q, J=7. 6Hz
), 3. 51(1H, t, J=9. 3Hz), 3. 70(1H, dd, J=11. 9, 5. 3Hz), 3. 78—3. 8
5(4H, m), 5. 24(1H, d, J=12. 4Hz), 5. 30(1H, d, J=12. 4Hz), 7. 35(2
H, d,J=7. 7THz), 7. 52—7. 53(3H, m), 7. 85(2H, d, J=3. 7Hz),

[0417]  MS(ESI):429[M+17,

[0418]  FK2—1bFK2—3ITa#l T DL EMIL, Fud 2050 T RETEZFE R D 7 ik
EIRBRICL T, FiE 2 bl Y B I A OB TOREZ A L TR S IS+
HZEWTED,

[0419] [F2-1]
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Jeftf 1 5

'H-NMR (CD,OD) §:3. 42-3. 52
(1T, my, 3. 62—-3. 72 (1H, m), 3.
72—-3. 88 (411, m) 5. 14—5. 30 (2
H, m), 5. 45 (2H, s), 6. 53 (111, d
d, J=0. 9, 3. 3Hz), 7. 165—7. 27
(411, m). 7. 32 (1H, ¢, 1=3. 0Hz),
7. 40 (1H, s}, 7. 44 (1H, d, J=0.
GIz)

MS (ESI*):482 [M+1]"'

FEhif 1 6

'"M-NMR (CD,0D) 6 :3. 44—-3. 53
(1M, m). 3. 62-3. 72 (1H, m). 3.
73—3. 90 (4H, m) 5. 12—5. 30 (2
H, my. 5. 39 (2H, s). 6. 50 (111, d
d, J—0. 8, 3. 2Hz). 6. Y5—7. 086
(2H, m). 7. 13-7. 22 (211, m), 7.
30 (1M, d, J=3. 3Hz), 7. 39 (1H,
). 7. 43 (1H, d, J=0. 9Hz)
MS(ESTD:416 [M+1]~

Tt 1 7

IH-NMR (CD,OD) 8§ :3. 42~3. 52
(1H, m), 3. 60—3. 72 (1H, m. 3.
72—3. 90 (4H, m) 5. 15—5. 32 (2
I, m), 5. 52 (2H, s). 6. 55 (1H, d
d, J=0. 8, 3. 2Hz) 7. 28 (2H, d,
J=8. 1Hz). 7. 34 (1H, d, J=3. 0
Hz). 7. 38 (1H, s), 7. 45 (1H, d,
J=0. 9Hz)., 7. 58 (2H, d, I=8. 4
Hz)

MS (ESTT) 466 [M+1]*

Ehfi 1 8

'TH—NMR (CD,0OD} 6:2. 28 (3H, s).
3. 44-3. 57 (1H, m). 3. 58-3. 7
2 (111, m), 3. 72-3. 93 (411, m) 5.
12-5. 32 (2H, m), 5. 35 (2H, s),
6. 48 (1H, d, J=3. 3Hz) 7. 007
14 (411 m), 7. 27 (11, d. 1=3. 3
Hz). 7. 38 (1H, s). 7. 42 (11, s)
MS (ESI® 412 [M+1]~

[0420] [F2-2]
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Tt 1 9

'H-NMR (CD,0D) §:0. 59—0. 64
(2H, m), 0. B8—-0., 94 (2H, m). 1.
S0—1. 89 (1H. m), 3. 43—-3. 50 (!
H, m). 3. 62—-3. 68 {(1H, m). 3. 74
—3. 86 (411, m), 5. 13—5. 25 (2H,
m. 5. 33 (2H, s). 6. 47—-6. 48 (1
H, m). 6. 96—7. 04 (4H, m). 7. 286
(1H, d, J=3. 2911z), 7. 37 (1H,
), 7. 41 (tH, 4, I=0. 82Hz)
MS (EST17):438 [M+1] -

Ehp12 0

"H-NMR (CD,OD) 6:0. 88—0. 93
(83H, m), 1. 56—1. 63 (2H, m). 2.
51—2., 56 (2H, m). 3. 46—3. 50 (1
I, m). 3. 64—3. 68 (IH, m). 3. 74
—3. 86 (4H, m), 5. 14—5. 26 (211,
m), 5. 35 (21, 8). 6. 47—-86. 48 (1!
H, d, J=2. 47Hz), 7. 03—7. 10 (4
H, m). 7. 26 (1H, d, J=3. 29Hz).
7. 38 {1H, s}, 7. 41 (1H, d, J=0.
8211z

MS (ESIH:440 [M+1] 1

Fhadl 2 1

'JH—NMR (CD,OD) 6:1. 22 (3H, ¢
=7. 69Hz)., 2. 74 (211, a, J=7.
41, 7. 69Hz), 3. 50 (1H, dd, I=
8. 51, 9. 88Hz), 3. 65—3. 90 (5
H m), 5. 14—5. 26 (2H, m). 5. 46
(2H, s). 6. 45—-6. 46 (1H, m). 6.
59—6. 61 (1H, m). 6. 79 (LH, d,
1=3. 29Hz). 7. 27 (1H, d, JT=3.
29Hz). 7. 40 (1H, d, I=0. 82Hz).
7. 46 (L1, s)

MS (ES1%:432 [M+11 -

Fhail 2 2

II-NMR (CD,OD) 6:1. 21 (6H, d,
J=6. 93Hz), 2. 85 (1H, guin, J
=6, T7Hz), 3. 44—3. 50 (1H, m).
3. 62—-3. 69 (11, m), 3. 75—3. 8
7{4H, m), 5. 15—5. 27 (2H, m). 5.
37 (211, s). 6. 49 (1., dd, T=0.
82, 3. 30H=z). 7. 06—-7. 06 (211
m), 7. 13—7. 18 (ZH, m}), 7. 28 (1
H, d, J=3. 14Hz). 7. 10—-7. 44 (2
I, m)

MS (ES1"): 440 [M+11 -

[0421] [F22-3]
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%23

"TH-NMR (CD,0OD) 6:3. 45—3. 52
({tH. m). 3. 62—3. 69 (1H, m). 3.
765—3, 90 (4H, m), 5. 20-5. 23 (2
F, m), 5. 71 (21, s}, 6. 55 (1H, d
d, J=0. 82, 3. 30Hz). 6. 98—7.
05 (1H, my, 7. 22—7. 31 (2H, m),
7. 40 (1H, d, J=3. 30M=z), 7. 45
-7, 47 (1H, m), 7. 51—7. 59 (24,
m}

MS (ESID: 472 [M+1]1 -

dEhEfl 2 3

"H—NMR (CD,OD) 6:3. 47 {1H, t
J=9. 51Iz). 3. 65 (111, dd, J=12.
1, 5. 6Hz), 3. 74—3. 89 (4H, m),
.20 (2H, dd, J=29. 8, 11. 5Hz).
.67 (2, s), 6. 53 (1H, d, J=2.
6Hz). 7. i6 (1H, s). 7. 23—7. 31
(2ZH, m), 7. 38 (1H, d, ]=3. 3Hz),
7. 47 (2H, d, J=24. 2Hz). 7. 71
(2H, dd, J=23. 2, 7. 1Hz)

MS (ESI:454 (M+11"

o

[#3]

Ehfl 2 4

IH-NMR (CD,OD) 6:1. 19 (3H, t
J=7. 7THez). 2. 59 (2H, y, 1=7. 7
Hz), 3. 06 (2H, t, I=7. 1Hz), 3.
54 (1H, dd, J]=9. 9, 8. 8Hz), 3.
68—3. 95 (5H, m). 4. 35—4. 41 (2
I, m). 5. 21 (2H, dd, I=24. 7, 1
1. 5Fz), 6. 32 (1H, d, J=2. 611z).
6. Y8—7. 09 (6H, m), 7. 38 (1H,
s). 7. 46 (1H, s)

MS(EST™) 440 [M+1]1 7

Fhif 2 5

"TH-NMR (CD,0OD) 6:1. 19 (3H, t,
J=7. BHz). 2. 60 (2H, q. J=7. 5
1z)., 3. 44~-3. 52 (1M, m). 3. 61!

3. 72 (1H, m)., 3. 74—3. 88 {411,
m). 5. 16-5. 30 (2H, m), 5. 35 (2
H, s), 7. 06—7. 18 (41, m) 7. 53
(1H, 8). 7. 41 (1H, s). 7. 47 {(1H,
s )

MS (ES1":460 [M+1] -

Eht 2 6

3T T AE WL, EfFI3H A TRIEEICEHE O FiELFEREICLT, £
TITFENSICY S ICBHOETOREZEHL TR IZHETAZENTES,
[0422] [F%3]
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[0423]

%3
H--NMR (CD,OD) 6:1. 21 (611, d,
J=6. 86Hz), 2. 73-2. 88 (2H, m),
2. 96-3, 07 (1H, m). 3. 36—3. 4
L 2 7 2 (111, m), 3. 63-3. 86 (511, m), 4.

11—4. 23 (4H, m}), 7. 08—7. 18 (5
T, my, 7. 31—7. 37 (I1H, m). 7. 57
(1H, ¢, IT=7. 1411z}

MS (EST®H:471 [M+17+*

'"H—-NMR (CD,OD) 6:2. 27 (3H, 3),
2. 73—2. 80 (1H, m), 2. 96—3. 0
7 ((H, m), 3. 36—3. 42 (1H, m), 3.
61—-3. 86 (bH, m), 4. 13—-4. 21 (4
H,m), 7. 02=7. 11 {4, m), 7. 17
(1H, d, J=7. 14Hz). 7. 31~7. 3
. 6 (1H, m), 7. 56—7. 59 (1, m)
k. MS (EST* 443 M+1] -~

Jifiufl 2 8

SEhE129
(3R, 4°S, 58, 5°S,6’R)—3—[U—TF )N T /L) AT )L | —6  —kRa¥k

SAFNL—3 . 4.5, 6 —FrhIrRn—xra[oal3, 4, fl4%2 ) — L —5(1H

L7H), 2" —[2HEF1-3", 4", 5 — A —/

1) (1S, 3°’R, 4’S,5’S, 6'R) —6—7tF/L—3", 4", 5 —FJA—~UILA
F—6 — RN AF AT —5—T N F1—3", 47,5, 6" —FrFeRr—x

AV 7n—1(3H), 2" —[2HIE T ]DO &R

[{t.63]
F F 0
—_—
0 Dircd  0Bn
B0 v Bn0 ~"~0Bn
0Bn 08n

AT T R L7 BIRO0. BM VT /L2 —7 LR (16.0mD 2, (1S, 3’
R,4’S,5’S,6'R)—3", 4", 5 —MNRA—~_UVNAFy —6" — RN A F
AT —5—=T N An—6—1L—3", 4,5, 6’ —F IR —A [/
Y 7n—1(3H), 2° —[2H]EZ1(3. 6g, 5. 33mmol) DY =F )Lz —TF /1 (1
0. 6ml), 7ThIERrT 7 (3. BmD) IBEEWZENN LTz, BSOS % 815 T 1IRFH]
BHRELT-, K FEOREAL 7 e = DOKER 2 N A, BERE =T )L CHIH L2
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[0424]

[0425]
[0426]

[0427]

AR 2T ERE L LT 2 — vk (3. 66g) Z4%72, IRWT, £ T /La—ib
{K(3. 66g, 5. 29mmol) /A% (66m) ML, 4AFLFaF——T
AR (9. 2g) . b~ (18, 4g, 211. 6mmol) ZINZ, i T3, 5HEH
PR LIz, Ailth, JBUE FiRAEL CTIEEE A9 (3. 26g. 89%) #4372,

IH—NMR(CDCIS) §:2.61(3H, d, J=5. 1Hz), 3. 62(1H, dd, J=11. 0,
1. 8Hz), 3. 75(1H, dd, J=11. 0, 4. 0Hz), 3. 82(1H, t, J=9. 7THz), 3. 8
8(1H, d, J=9. 5Hz), 4. 06 (1H, dq, J=10. 3, 1. 8Hz), 4. 13(1H, t, J=9
. 3Hz), 4. 21 (1H, d, J=11. 4Hz), 4. 45(1H, d, J=12. 1Hz), 4. 56 (1H,
d,J=12. 4Hz), 4. 62(3H, t, J=10. 4Hz), 4. 87(1H, d, J=11. OHz), 4.
92(2H, s), 5. 18(2H, s), 6. 80(2H, d, J=6. 2Hz), 7. 00(1H, d, J=10. 6
Hz), 7. 07—7. 33(5H, m), 7. 10(4H, dt, J=14. 0, 4. 6Hz), 7. 71(1H, d
, J=6. 6H2z),

MS (ESI) :711[M+23],

2)(1S8,3'R, 4’S,5’S,6’'R)—6—[2—A—TFNTxz)l) — 1 —FF /=T
N1=38,4",5 —NA=_RUNAFY —6" — XU NAF AT IV —5—T )L

Fu—38",4",5, 6 —FrIeRu—xra[ (/X 7r—1(3H), 2" —[2H]t

SO

[k64]

(1S, 3’R, 4’S,5°S,6'R)—6—7tF/1—3",4", 5 = NA—_U A%
V=6 — UV F ATV —5 -4 r -3, 47,5, 6" =T hIERn — A
A/ 7n—1(3H), 2°—[2H]EZ](1. 2g. 1. 74mmol) . BLU4—=
FNTEENE(0. blg, 2. 78mmol) ZMLr (8. TmDIZIRARL, U WY
7 (1. 29g. 6. 09mmol) . FifE/ X7 7 A (28, Img, 0. 12mmol) . Xantphos
(157. 2mg, 0. 271mmol) ZNx., ZEFEFPAK T, SOEL T2WF M L7z, B
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[0428]

[0429]
[0430]

[0431]

[0432]

W E VT NT Ty a 1T a7 57— (R =Hg=T L n—~F
P =1:DITRR-L, A (0. 54g. 39%) 2R,

IH—NMR(CDCIS) §:1.17(3H, t, J=7. THz), 2. 55(2H, q, J=7. 4Hz)
, 3.62(1H, d, J=11. OHz), 3. 75(1H, dd, J=11. 0, 4. OHz), 3. 80—3. 8
5(2H, m), 4. 04—4. 10(3H, m), 4. 21(2H, d, J=2. 2Hz), 4. 45(1H, d,
J=12. 1Hz), 4. 54(1H, d, J=4. 8Hz), 4. 58 —4. 61(2H, m), 4. 87(2H,
d, J=10. 6Hz), 4. 90(1H, s), 5. 15(2H, s), 6. 74(2H, d, J=6. 6Hz), 7.
08—7.19(11H, m), 7. 75(1H, d, J=6. 6Hz),

MS (ESI) :810[M+18]",

3)(3'R,4’S,5S,5’S,6’'R)—3",4", 5 —NA—~_U U AFy —6" —
VONAFLUAF N —3—[(A—TF N T == ) AF L] =37, 47,57, 6’ =TIt
Rr—zvnr[7nrl3, 4, {142 —1—5(1H, 7H), 2’ —[2H]IEF1DOE Rk
[{k65]

(1S, 3’R,4’S,5’S,6’'R)—6—[2—@—=TF)NTxz=)V) — 1 —AF /T )L
1-3", 4", 5 —FA=_U DA FY —6 — XV ATV — 5T )
n—3",4",5, 6 —FrrRe—xra[(Y~_ Y 7r—1(3H), 2’ —[2H]ES
>1(0. 20g, 0. 252mmol) LER TV (64. 3mg, 2. 00mmol) ZTF L 7=
—/L(0. 63ml) W', 165 T4, SIFMEHEL-, K2 IA T4 Wik~ L Thint
U7e, AR Z BT MEML TRONTRIBEZ S VTN T T a i T A< N5
70— (BB =FEt =T L n—~FH o =1:3) [T THRIL, HELA Y (46. 1
mg., 53%) ZHF/z,

1H—NMR(CDClS) §:1.10(3H, t, J=7. 5Hz), 2. 47(2H, q, J="7. 7Hz)
, 3. 65(1H, d, J=11. 0Hz), 3. 80(1H, dd, J=11. 2, 3. 8Hz), 3. 84—3. 9
3(3H, m), 4. 10—4. 14(2H, m), 4. 24(1H, d, J=15. 7Hz), 4. 29(1H, d
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[0433]
[0434]

[0435]

[0436]

[0437]

,J=15. 0Hz), 4. 43(1H, d, J=6. 2Hz), 4. 45(1H, d, J=7. 3Hz), 4. 58(
1H, d, J=12. 1Hz), 4. 63(1H, d, J=11. OHz), 4. 88—4. 90(3H, m), 5.
20(1H, d, J=13. 2Hz), 5. 25(1H, d, J=13. 2Hz), 6. 61(2H, d, J=7. 7TH
z), 6. 97—6. 99(3H, m), 7. 05—7. 33(21H, m),

MS (ESI):787[M+17",

4)(8’R, 4°S, 58,5’S,6'R) —3—[A@—=F NT =)L) AT /L] —6" —tRnr
FLATN—3",4",5", 6" =T eRr—Arr[7nl3, 4, fl(#Y—1—5(1
H, 7H), 2" —[2H]v" 5. ]1—3", 47, 5 = NA— L DAL
[{t.66]

HN-—N,

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNFHXRLAF N —1—[A—F N Tz=V) AF]—=3",47, 5", 6" =7 7ER
n—Avr[7n(3, 4, fl(%Y——5(1H, 7TH), 2" —[2H]t" 7] (53. 3mg
L 0. 067mmol) By Az (2. 256ml) IR . XA AT IR (0. 15g
. L. Olmmol) 2%, —78EIHmAILIz, ARV EDL. OMY 7 aa A
# (0. 55mD) Z3 FL., SRR L7z, A% /—/L (bmD) 22 IR FCTHIAL . W
JE PR TN RIEEZ S VAT N T Ty a 1T ha~< 57 0— (BRI =
AZ )= AF =16 1T iAW (17, 8mg., 61%) 21572

1H—NMR(CDSOD) §:1.18(3H, t,J=7. 7THz), 2. 57(2H, q, J=7. 6Hz
), 3. 47(1H, t, J=9. 0Hz), 3. 65(1H, dd, J=11. 9, 5. 7Hz), 3. 76—3. 8
3(4H, m), 4. 27(2H, s), 5. 19(2H, dd, J=27. 6, 13. OHz), 7. 08(2H, d
,J=8. 1Hz), 7. 18(2H, d, J=8. 1Hz), 7. 32(1H, s), 7. 57(1H, s),

MS (ESI) :427[M+1]",
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[0438]

[0439]

[0440]

EhEfF30
(3’R, 4’S,55,5°S,6’R)—3—[A—xF )T AF)L]—6 —kRu¥k

LAF N —3. 4", 5,6 —FhTrRn—xr'a[7ul3, 4, - AVx /) —)L

—5(7TH), 2" —[2H]rF]1—3",4" ., 5 —h A —)L

1) (83’R, 4°S, 5S8,5°S,6'R)—3", 4", 5 —FNA=—~_U DA FHy —6" —
VONAFLUAF N —3—[(A—TF N T == ) AF L] =37, 47,57, 6’ =TIt
Ra—2Aem[7nrl3, 4, (] A/ — v —5(7TH), 2’ —[2H]E T 105
hk
[{k67]

aBn

(1S, 3’R,4’S,5’S,6’'R)—6—[2—@—=TF)NTxz=)V) — 1 —AF /T )L
1-3", 4", 5 —FA=_U DA FY —6 — XV ATV — 5T )
n—3",4",5, 6 —FrrRe—xra[(Y~_ Y 7r—1(3H), 2’ —[2H]ES
>1(0. 25g., 0. 315mmol) ZEV 2 (0. 6mD) IZIFMFEL . ER XL L 7 UM REHE
(35. Omg, 0. 504mmol) #/MZ T115 CIZ T2 L7, SRIEETHAIL, =
&)= (0. 8ml) . KEEbA T L (112. Omg. 1. 98mmol) Z Nz . 78°CIZT1HF
IR LT, BOSTRIE S DA77 Ty a1 by~ W57 4 — (B = Kl
TF /L in—~FH=1:6)ICTHRL  EEIEY (74, 9mg. 30%) #1537,

1H—NMR(CDClS) §:1.06(3H, t, J=7. 7THz), 2. 43(2H, q, J=7. 4Hz)
, 3. 60(1H, d, J=11. OHz), 3. 76(2H, dd, J=9. 5, 4. OHz), 3. 80—3. 85
(2H, m), 4. 04(1H, d, J=9. 5Hz), 4. 10(1H, t, J=9. 3Hz), 4. 18(1H, d
,J=15. 4Hz), 4. 25(1H, d, J=16. 1Hz), 4. 42(2H, t, J=10. 4Hz), 4. 5
3(1H, d, J=12. 1Hz), 4. 60(1H, d, J=10. 6Hz), 4. 85—4. 88(3H, m),
5. 19(1H, d, J=13. 5Hz), 5. 22(1H, d, J=14. 3Hz), 6. 54(2H, d, J=7.
3Hz), 6. 97(3H, t, J=7. OHz), 7. 02—7. 09(2H, m), 7. 14—7. 17(5H,
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[0441]
[0442]

[0443]

[0444]

[0445]
[0446]

m), 7. 23—7. 33(14H, m),
MS (ESI) : 788[M—+1]",
2)(83'R,4’S,5S,5’S,6’'R)—3—[A—TF NT==)L) AF /L] —6" —kRn
FUAFN—3", 47,5, 6" =T oeRkr—Ar[7r[3, 4, (] A /F ) —
N—5(7TH), 2’ —[2H]E 5 ]1—3, 47, 5" — A — L OB
[{k68]

(3'R, 4’S,5S,5’S,6’R)—3",4", 5 —NA—~_U VA Fy —6" —~
UNFFVAF N —3—[A—ZFNT =)L) AF ] -3, 47,5, 6" =T IER
n—xrn[7n(3, 4, flY A VEF)—L—5(7TH), 2" —[2H]EZ](86. 9
mg. 0. 110mmol) > 7um AZ (3. Tml) IZRMEL . RUZ AT LB (0. 2
45g. 1. 656mmol) #Mz., — 78I ALz, =M bR7 R D1, OMY 7/ AZ
R (0. 55m) & N L., 2BFRIRER L 72, AZ /—/v (2. bml) # N2 B F TH
B BT PR TRONTIRIEZ VDTN T T a 1T ha~ b T7 1—(
BB =A% /—/L: V7maAF =1 12) I CFRL, ERELA Y (23, Omg, 48
%) ZAFTZ,

1H—NMR(CDSOD) §:1.19(3H, t, J=7. 5Hz), 2. 59(2H, q, J=7. 6Hz
), 3.44—3. 49(1H, m), 3. 65(1H, dd, J=12. 1, 5. 5Hz), 3. 74—3. 82(
4H, m), 4. 29(2H, s), 5. 18(1H, d, J=13. 5Hz), 5. 24(1H, d, J=13. 5H
z), 7. 14(2H, d, J=7. 7THz), 7. 25(2H, d, J=8. 1Hz), 7. 48(1H, s), 7. 5
9(1H, s),

MS (ESI) :428[M+17,

FEhR 31

(3R, 4°S,58.5’S,6’R)—=3—[U—TTNTx=JL) AT /L] -6 —EREx
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[0447]

[0448]

AFIN—3. 47,5, 6 —FhTrRn—xr’'a[ a3, 4, {1 AVFT) — )L

—5(7TH), 2" —[2H]rF]1—3",4" ., 5 —h A —)L

1) (1S, 3’'R,4’S,5’S,6’R)—6—7tF/1—3",4", 5 —RNJA—~_ o0
FL—6 =XV FUATF 5= AF T A —3",4,5, 6 =T e
— 2/ 7 —1(3H), 2" —[2HIE T ] 0OE %

[{k69]

SHe OH SMe 0

aBn ﬁﬂﬂ

(1S, 3’R, 4’S,5’S, 6’R)—3’, 47, 5 —NRA—_UUNAFL—6 —
UNFHXRLATFIN—6 =NV —5—AF )T F—3",4",5,6 —7Thr7eRa—
A [V 7 —1(3H), 2" —[2H]E51(0. 25g, 0. 355mmol) DY =
Fx—F1(0. Tml) =T FTeRFr772(0. 3m) BRI E . AT IV~ T X3
L7 IRO0. BMYEF /L —7 LR (1. 08mD I F L7z, RIS Z SR T
ARFBER U7, KGR BRI L 7 e = 2RISR 2 N Z L FERE /L CHiH L
7o RSB BUTIRAEL 7 L3 — K (0. 27g) 2187, IRWNT, 2O/ T =
— LR (3. 66g, 5. 29mmol) ZP 7 A% (4, 5m) IZEML, 4AELF 2T —
=7 2R (0. 15g) ., b~ (1. 20g, 13. 8mmol) #z., i T2.
SIFIIRE LTz, Ailth , L Fiefs L TSRO E S VB SN T Ty kT I
a7 T7 40— (B =FR T L n—~Fhr=1:4. 5) [T CTRERIL, 28
{b&M (165, 5mg, 64%) 2437,

IH—NMR(CDCIS) §:2.43(3H, s), 2. 44(3H, s), 3. 62(1H, d, J=9. 2H
z), 3. 78(1H, dd, J=11. 0, 3. 7Hz), 3. 84(2H, t, J=10. 4Hz), 4. 05—4
.17(2H, m), 4. 28(1H, d, J=11. 7THz), 4. 45(1H, d, J=12. 1Hz), 4. 54
(1H, d, J=12. 1Hz), 4. 60(1H, d, J=5. 1Hz), 4. 63(1H, d, J=4. 4Hz),
4. 87(1H, d, J=10. 6Hz), 4. 94(2H, s), 5. 19(2H, s), 6. 75(2H, d, J=7
. OHz), 7. 01—7. 10(3H, m), 7. 15—7. 19(3H, m), 7. 24—7. 33(41H,
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[0449]
[0450]

[0451]

[0452]

[0453]
[0454]

m), 7. 44(1H, s),

MS (ESI) :717[M+1]",

2)(1S8,3'R, 4’S,5’S,6’'R)—6—[2—A—TFNTxz)l) — 1 —FF /=T
]1—3", 4", 5 —RNA—=—~_ DA Fy —6" — XD A AT )L —5— AF
NFF—3",4",5,6 —FrFeRr—xr'm[ (Y~ 7r—1(3H), 2° —[2H]

I IDE K
[{k70]
SMe 0
il 0B —

0

Bn0 OBn

aﬂn

(1S, 3’R, 4’S,5°S,6'R)—6—7tF/1—3",4", 5 = NA—_U A%
V=6 = _XUNTFH AT 5= AF T A -3, 47,5, 6 =T IERNE—
2 a[ ANy 7r—1(3H), 2° —[2H]E51(0. 165g, 0. 230mmol) . Bk
V4 — =T 7 e LB (68, 3mg, 0. 369mmol) ZMLrl (1. 1ml) [T
L UUEEA) Y (0. 177g, 0. 807mmol) | FEfE/ X727 A (3. 8mg, 0. 016mm
ol), Xantphos(20. 8mg, 0. 036mmol) Z/Nx ., ZEFEFHE T SO T2HEHIH
WLTe, ROIGERZE S VTN T Ty 21T b7~ 57— (B =Nl — T
in—F P =1:4)ICTHRL A (61, 3mg, 32%) #1572,

IH—NMR(CDCIS) §:1.11(3H, t,J=7. 7THz), 2. 44(3H, s), 2. 48(2H,
a4, J=22. 7Hz), 3. 66(1H, d, J=9. 2Hz), 3. 79—3. 83(2H, m), 3. 87(1
H, d, J=9. 9Hz), 3. 92(1H, d, J=11. 4Hz), 4. 11—4. 16(4H, m), 4. 48
(2H, dd, J=11. 7, 4. OHz), 4. 59(1H, d, J=12. 1Hz), 4. 66 (1H, d, J=1
0. 6Hz), 4. 90—4. 93(3H, m), 5. 18—5. 19(2H, m), 6. 67(1H, d, J=7.
OHz), 7. 03—7. 23(11H, m), 7. 31—7. 34(13H, m), 7. 66(1H, s),

MS (ESI) :821[M+1]",

3)(3'R,4’S,5S,5’S,6’'R)—3",4", 5 —NA—~_U U AFy —6" —

VIUONTHRUAT N —3—[(A—T )T =)L) AT ] -3, 47,5, 6 =T b
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[0455]

[0456]

[0457]
[0458]

Ka—axr'r[7al3, 4, {1V AT 7V —)L—5(7TH), 2" —[2H]ET 105
159
fk71]

(1S,3'R,4’S,5’S,6'R)—6—[2—d—=FNTz=)b) —1—FF/TT )L
1-3", 4", 5 —FA=—_U DA FY —6 — XU AT )L —5— AT )L
FA—3",4",5,6 —FTrreRkn—Arn[(/~ v 7e—1(3H), 2’ —[2H]Y
7:1(0. 060g, 0. 073mmol) ZEV (0. 15ml) IZEfEL , ER S L 74
faHE (9. Omg, 0. 124mmol) 2z T, 115 C2REMBLIR L7z, IISHZ 1IN
il e L, P 7mm A7 THI U e, A BEE 2 IR L HLA s MR
o IRUWNT, ZOFA Y LRIZHEKEERE (0. 030ml, 0. 317mmol) #/Nx T, 115
FEIC T8I HR LTz, IR ETHAIL, faf i KR T MY LKERENZ ¥
ranAg o THIH Uz, AHEEZRIERMEL ., OGS I ST Ty 2l
FGhIw T T7 — (BB =l =T /L :n—~F o =1:5) [T THFML ., #24
L&Y (6. Tmg, 11%) 24537,

IH—NMR(CDCIS) §:1.08(3H, t, J=7. 5Hz), 2. 44(2H, q, J=7. 7THz)

, 3. 65(1H, d, J=9. 5Hz), 3. 81(1H, dd, J=11. 0, 3. 7Hz), 3. 84—3. 92
(3H, m), 4. 11—4. 16(2H, m), 4. 33—4. 47(4H, m), 4. 57(1H, d, J=1

2. 1Hz), 4. 65(1H, d, J=10. 6Hz), 4. 90—4. 91(3H, m), 5. 27(2H, s),

6. 53(1H, d, J=7. OHz), 6. 95(4H, dd, J=15. 6, 7. 9Hz), 7. 14(2H, d, J
=8. 1Hz), 7. 20—7. 33(18H, m), 7. 73(1H, s),

MS (EST) :804[M+11",

4)(8’R, 4°S, 58,5’S,6'R) —3—[A@—=F NT =)L) AT /L] —6" —tRnr
FIAFN—3",47, 5", 6’ =T eRr—Xr[7r[3, 4, {1V A/F TV —
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[0459]

[0460]

[0461]
[0462]

[0463]

J—5(7TH), 2’ —[2H]v¥F]—3", 4°, 5’ — A — /L DERL
fk72]

(3’R, 4’S,5S,5’S,6'R)—3",4", 5 —NA—~_U DA FY —6" —~
UNFHXRLAF N —3—[(A—=F NTz=V) AF]—-3",4", 5, 6" =7 7ER
n—Aru[rnl3, 4, {1 AT T —)L—5(TH), 2° —[2H]IE 7] (6. Tm
g, 0. 013mmol) Z¥ 7 A% (0. 45m) IZIERL . XU F AT )L~ (30, 2
mg. 0. 204mmol) ZMN %, — 78 ITHmAILTz, ZHLARVEDL. OMY /Ay
USSR (0. 11mD) 23 FL, 2RERBHRL 72, 2%/ —1 (0. 3ml) # N SR F TH-
B BT PR TRONTIRIEZ VDTN T T a 1T ha~ b T7 1—(
JEBHHE =A% )— )L P rmuAF L =1:12) TR, FEELA 9 (2. Omg, 33
%) EFFT,

IH—NMR(CDSOD) §:1.18(3H, t,J=7. 7THz), 2. 58(2H, q, J=7. 6Hz
), 3. 51(1H, t, J=9. 5Hz), 3. 67(1H, dd, J=11. 7, 5. 5Hz), 3. 77—3. 8
8(4H, m), 4. 45(2H, s), 5. 21 (1H, d, J=13. 5Hz), 5. 27(1H, d, J=13.
5Hz), 7. 10(2H, d, J=7. 0Hz), 7. 21(2H, d, J=7. OHz), 7. 91 (1H, s),
8. 06(1H, s),

MS (ESI) :444[M+17,

Fhi 532

(3S,3’R, 4’S,5’S,6’'R)—5—[A—TF)NTz=/L) AT )] —6" —bRrF
AFN—3",47, 57, 6" =T IeRr—Arr [N X[glA /Ny 7r—3(1H)
, 2" —[2H]I¥Z7]1-3",4", 5 — A —

DF7EV =1, A=V IR TEY A 7T A )L AT IV DAL
(k73]
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[0464]

[0465]

[0466]

[0467]

O L, OJ\
o0 —— (0

WHERGE N FT7HL—1, A=V IR (L. 107g, 5. 12mmol) D2—7'1
23— VIR (60mD) (il (8ml) %% F L7e 035 SIFRHIINAGE R L 72, SR FETm
NS, e MY LKA, SIRIZTLOSr BB L, kAT L
T2l L, AR A (MoK~ 7 R0 L) # . BUE PIRBA KLz,
MFONTIRIEZ VBTN AT Lra~v T T7 — (R =HR T /L in—~FH
> (15:85) N IZTHRIL | Rk A9 (588mg, 38%) #1537,

IH—NMR(CDCIS) §:1.46(12H, d, J=6. 31Hz), 5. 35—5. 43(2H, m)
. 7.60—7.65(2H, m), 8. 03(2H, s), 8. 77—8. 81(2H, m),

2)2—RNIATF N T —FTZL L — 1, A=V VIR A TR )L AT
JLDOERR
[{k74]

LR L (LR
e S ¢

WHERIE N TITAT A~ (0. 39ml, 2. 311mmol) DTHFE# (18ml
KB FCn—7 FNIF T LOn—~FHFAFK (2. 67M, 0. 87ml, 2. 323m
mol) ZM ., [FIRTLO BB L7z, — 78 CETHHILI-#, /aa N AF L7
(2. 47ml, 19. 3256mmol) , 77 FL > —1, 4=V VRV AV S rE LT A
7/1(0. 58g, 1. 931mmol) DTHFEHR (2ml) Z N2 7z, TRF[EIDNT TEIRE TH-
ML SR LT = 2K Z BN TR ER IR Uz, (kAT L T2l
ML, AHE 2 i (IR E~ 7 37w 8) BT P E B LU, fhh
TR 2 VI TN AT D~ T 7 o — (BRI =N =T /L in—~FH2 (1:
NN THRL | LAY (246mg., 34%) #1537,

1H—NMR(CDClS) 6 :0. 40(9H, s), 1. 45—1. 50(12H, m), 5. 34—5. 4
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6(2H, m)., 7. 51—7.63(2H, m). 7. 87—7.90(1H, m). 8. 22(1H, s). 8.
76—8. 79(1H, m),

[0468] 3)2— Tt —F 77X —1, 4A—HIVIRVEES A e )L AT )L DA K

eEH\ Qi
e
SI Br

[0469] [fk75]

O O
0 O
BREBEHX T, 2= NATF N T —FTHL e —1, A= HNVR AT
2E LT 2TV (0. 25g, 0. 671mmol), N— 7 2EaIfEAIR (179mg, 1. 00
6mmol) , 7 Er=FL (12, 5ml) DIRGWZ~ A7 U FI2150°CT3057 [H]
B U, SOSHRE L TIRMEL . BN REE VTN T T aiThra~
57 4 — (BB =HEE T T /L in—~F o =1:9) 1T RIL, IEEEL & (2
09mg, 82%) Z447=,
[0470] 1H—NMR(CDClS) §:1.44—1.49(12H, m). 5. 32—5. 54(2H, m), 7. 5
6—7.67(2H, m), 7. 74—7. 78(1H, m). 8. 20(1H, s). 8. 42—8. 87(1H
, M),

(04711 4) (2— T oE—4—tvRuXI AT )L—FTEZL L —1—A)) —AZ ) — VDAL

O —_— HO
O Br Br

LR T 2—Tut—F 78 —1, A= VRV A 7 e’ Lo AT

[0472] [{k76]

/L (191. 5mg, 0. 505mmol) DL ATF L (1. 9Iml) BEHIZ—78°CTARHEY
AT FINT NR=Y KMV ELERHE (1. 04M, 4. 9ml, 5. 096mmol) ZMZ 7z, 2
REMDNT COCETHIRL , fafnfift 7 =0 2K Z IR TG E 1 L
o BT L C2EhN L AR A g (KR~ 7 R oD 5) | U R YA
T ELU GONIREZ VBTN T L2~ T 70— (BRI =g =T
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[0473]

[0474]

[0475]

[0476]

[0477]

[0478]

Jin—~FH (1)) ICTRRL, BEEE S (124mg, 87%) 21577,
IH—NMR(CDSOD) 6 :5.05(2H,d,J=1. 10Hz). 5. 24(2H, s), 7. 53—
7.62(2H, m), 7. 74(1H, s). 8. 04—8. 07(1H, m). 8. 28—8. 32(1H, m)
5)2—71E—1, 44—t ZA—[(1—AF> — 1 —AF LT FHI) AF L] —FT7HL
Y DERK

fk77]

|
Qe Dok
HO —_— 0

Br (?r Br

ERRIE P (2—TaE—4—RaX AT I —FTHL L —1—A)V) —AF ) —
/L (124mg, 0. 464mmol) , p— ML ZLRUEBE )Y =7 A (8mg, 0. 012mm
ol) ODTHF (5mD) I KA FIZT2— AR 7 2~ (0. 134ml, 1. 399mmol
)EINA, AR TR RIS U7z, BOSHRIZ BRI R FE I U KSR Z N 4| RS
FoL 2 L, A A R A KIS TR, WakR (KRS~ 7 %S w7 L) 1
IR PR AL LS (191mg, 100%) 24572,

IH—NMR(CDCIS) §:1.51(6H, s). 1. 52(6H, s). 3. 27(3H, s). 3. 38(3
H, s). 4. 92(2H, d, J=0. 82Hz). 5. 11(2H, s), 7. 51—7. 59(2H, m) ., 7.
77(1H, s), 7. 94—7. 97(1H, m), 8. 20—8. 23(1H, m),

6)(3S,3'R,4’S,5’S,6’'R)—3", 4", 5 —NA—~_U VA Fy —6" —
VU FRV AT L —5—kRnF T AT )L —3", 4", 5, 6’ —FTheRn—Arn[
N R [glAY 7 —3(1H), 2" —[2HIE T 10K
k78]

O —_—
ﬁﬁl Br

OBnOBn
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[0479]

[0480]

[0481]

BREE P 2—72E—1, 4—EAXA—[(1—AFT —1—AF)LZIF ) AT L
1—7F74212(191mg, 0. 464mmol) DTHF (2ml) &% — 78 CITm AL, n—
TFNNF T LOn—~F Y R (2. 67M, 0. 21ml, 0. 56 1mmol) & FL7=,
BOSIRA Y Z AR EE TLO IR LT, ZOFRIZS, 4, 5—NA—~_U 4%
T—6— (NRVNFFIATIL) —FhTFeRr—E T —2—42(0. 35g, 0. 65m
mol) OTHF% K (1m1) % —78°C Tl FL. [FHREE C2WefI iR L7, fafnkifb 7
2= K (3mD) & OVK (1ml) ZRINL TROS &S 1 U=, e =L Tl
U, AHREZ R LT = 2K (40ml) TR ., Bilig Mo AT
WL U7, WA R 5L TEL A REICTHE (1ml) | A% /—/L (1ml) , p—Fh
SV AR (18mg, 0. 095mmol) 2Nz, 2RFFINEGR T L 7o, iAot
BEL, SN BEE VAN T Ty 2T a7 57 o— (BB = HEE
TF )L in—~FH (3 7)ITTHFML LA (183mg. 56%) #1537,

IH—NMR(CDCIS) §:3.66(1H, d, J=9. 33Hz) . 3. 80—4. 25(6H, m) .,
4. 43—4. 67(4H, m), 4. 90—5. 07(5H, m), 5. 57(2H, s), 6. 65(2H, d,
J=6. 86Hz), 6. 86—6. 91(2H, m). 7. 01—7. 06 (1H, m), 7. 20— 7. 34(
16H, m), 7. 59—7. 70(3H, m), 8. 15(1H, d, J=9. 33Hz).

7)(3S,3’R,4’S,5’S,6'R)—3", 4", 5 —NA-—~_U A Fy —6" —
VUNERL ATV =5 AF L —3, 47,5, 6’ —FhIeRu—Arn [~
AglAvy Xy 7u—3(1H), 2° —[2HIEZ]DAEK
[1b79]

OBnOBN
HHELKIT. (3S,3'R,4°S,5°S,6’R)—3", 4", 5 —FNA—_U U NAFy
— 6 — IIAAFLAT = BRI ATV =37, 47, 57, 67 — T hTERn

— AP R[RX[glA/~_7r—3(1H), 2°—[2H]E 7] (183mg, 0. 258
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[0482]

[0483]

[0484]

mmol) DAL AT Lo (3mD) IWHKIZI) 7 2= ) LiRAT7 42 (0. 34g, 1. 296mmol)
DU RIR R (0. 12ml, 1. 244mmol) =8 T, [FHE TLRF# 307 L
Too B2 ER KL 56N E S VTN T T aiT LI a< 57 4—(
JEBHE =W = F /L n—~F o (1: 3)) TR IIL | IERE(E 59 (156mg, 83%
) ZAFTz,

1H—NMR(CDClS) § :3. 66(1H, dd, J=1. 65, 10. 98Hz), 3. 80—3. 99(
SH, m), 4. 12—4. 24(3H, m). 4. 46—4. 68(4H, m), 4. 90—5. 06 (5H,
m), 5. 56 (2H, dd, J=13. 17, 15. 37Hz), 6. 64—6. 67(2H, m), 6. 88—6
. 94(2H, m), 7. 02—7. 07(1H, m), 7. 20—7. 37(16H, m), 7. 58—7. 70
(3H, m), 8. 19—8. 22(1H, m),

8)(3S,3'R,4’S,5’S,6’'R)—3", 4", 5 —NA—~_U VA Fy—6" —
VONAFLUAF N —5—[(A—TF N T == L) AF L] =37, 47,57, 6’ =TIt
R —2r [N X [gl(V~y7r—3(1H), 2° —[2HIE T 104K
[{k:80]

OBnOBN OBn()Bn

WHERFEHK T, (38, 3'R,4°S,5°S,6'R)—3", 4", 5 —NA—~_U A%
=6 =RV AF VAT —b—raaAF ) —3",4°, 57, 6" —FT MR —
A [N R[glA /7 —3(1H), 2° —[2H]E7](81mg, 0. 111mmo
D, 4—==F 7 ==/LRafE(33mg, 0. 22mmol) , KEEF MW A (35mg, 0. 3
30mmol) . ThIFARN) T 2= LR AT 4235 A (0) (6mg. 0. 005mmol) . &
T 77 F LT E=T L (Tmg, 0. 022mmol) | N, N—IAF /LR L T IR (0
. 51ml) | K (27 p 1) DIREWZ ~ A7 IS FIZ140°CT207 ML 72, K
WEZE S VBTN T T a BT B NS T 7 0 — (R =HEE = F /L n— 3
Pr=1:4)THRL, BB (61mg, 69%) #1572,
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[0485]

[0486]

[0487]

[0488]

1H—NMR(CDClS) §:1.17(3H, t, J=7. 55Hz), 2. 56(2H, q, J=7. 55H
z), 3. 66—3. 70(1H, m), 3. 81—4. 23(6H, m)., 4. 41—4. 68(6H, m), 4
. 89—4. 97(3H, m), 5. 58(2H, dd,J=12. 63, 18. 66Hz), 6. 65(2H, d, ]
=7. 14Hz), 6. 91—7. 09(7H, m), 7. 20—7. 33(16H, m), 7. 50—7. 56(
2H, m), 7. 66—7. 69(1H, m), 8. 05—8. 08(1H, m),

9) (385, 3’R,4’S,5’S, 6’R) —5—[(A—=F NT==)L) AF/L]—6" —kFn
FIAFNL—3",4", 5, 6 —FrIeRr— R[N X[g]lA/~_ Y 7r—3(1
H), 2" —[2H]vZ7]1-3",4’, 5 =k A —1DERL
[{k81]

OBn(:)Bn

HEHERIE N, (88, 3’R, 4’S,5°S,6’R)—3",4", 5 —FNA—_U VLA F
—6 = _NVNARI AT N =5 [(A—F N T =) AF L] =37, 47,57, 6
=T R —Aa [N X[glA /oy 7r—3(1H), 2° —[2H]eT ] (61
mg, 0. 077mmol) &k R ZAF )L~ P (11383mg, 0. 762mmol) DAL AT
VAR (4. 2mD) 12— 78 CIZT =3 bRY D1, OMEELAT LUK (0. 38ml
, 0. 38mmol) ZMNZ., AR T2RFMIRIEL 7, A%/ —/v (4. 2mD) ZIMAT-#% ., =
IRFETHIRL . SaFREEK R T RY LK Z N2 THEfE =T /L CThtt U 72, il
(7K ERIE A U 1) 2 BT FIREEE R 5 U, /bNT kA VSV T s
<757 r— (BBR =M AT L AZ ) — L (9 D)ITTHERIL | B k54 (2
5mg., 76%) Z437=,

IH—NMR(CDSOD) §:1.18(3H, t,J=7. 69Hz), 2. 57(2H, q, J=7. 69
Hz), 3. 47—3. 53(1H, m), 3. 66—3. 93(5H, m). 4. 44(2H, s), 5. 48—5
. 58(2H, m), 7. 07 (4H, dd, J=8. 23, 14. 27Hz) . 7. 36 (1H, s), 7. 44—7
. 53(2H, m), 7. 70—7. 73(1H, m). 8. 05—8. 08(1H, m),
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[0489] MS(ESI):436[M+17",
[0490] HPLCEREFRFHE]:12. 557,
<HPLCHIE >
BT 5 YMC—Pack ODS—A 6. 0x150mm, 5 m,
[0491]  FEEIHH:0. 1% TFA, MeCN(5%) +0. 1%TFA/H20(95%)75>%O. 1%TF
A/ MeCN (100%) £T2055 D7 F7V 2 Mt ZD% RIS (0. 1% TFA
/" MeCN(100%)) THor R H,
[0492] i :1. Bml /57,
[0493] AT AEJE =R,
[0494]  FEHISAT:230~400nmD LW EDOEF T ok,
[0495]  FEHafi33
(3R, 4’S,5’S, 6’R, 83)—1—[U—TFNTx= /L) AT ]1—6" —ERoF

AT —3 .47, 5.6 —FrorRe—xr'a[7al3, 4, g1+ 7% —8(6H)

L2 —[2HeF 13", 4", 5 —PA—/L

D5—[A—=FNTz=) AT V] —3—kRudxy —2—F 7o AT L DOH
159
[0496] [{k82]

OTf O
SO ——
O~ O O.

0 0

EHER T AL A3 —bRady —5—RN 7L AT ZVR= VA FH Y —
2—F 7 hEfE AT )L (Bull. Korean Chem. Soc. 2000, 21, 757. ) (82. 3mg,
0. 23mmol) , VT == VIRAT 4 )7 =L GV AP /a T AR (17, 3mg, 0. 0
21mmol), 2—[A—=F NN T =)L) AF ] —4, 4, 5, 5—FT N7AF/L—[1, 3,
21 AF A7 (57, 8mg, 0. 24mmol) | JREEEI 7 A (228, 6mg, 0. 70m
mol) 7 M7 Z (2, OmL) IZEAEL K (0. 2mL) ZMA T, (/Y =—
THEEIZTI00 C T304 i Uiz, KEIMNZ T, B L ChitH L, i1
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NG, S &K CUE#% . BEARRIE ~ 27 R D TR L | B TR L 72,
BONTIREZ VTN T Ty 2T bra~ 57 4— (R =NET L.
n—~F =1 2010 TRRL  AREE Y (55, 8mg., 74%) #1372,

[0497] '"H—NMR(DMSO) § :1. 13(3H, t, J=7. 6Hz), 2. 53(2H, q, J=7. 6Hz)
, 3. 32(3H, s), 4. 28(2H, s), 7. 10(2H, d, J=8. 4Hz), 7. 12(2H, d, J=8
. 4Hz), 7. 32(1H, dd, J=7. 8, 7. 8Hz), 7. 40—7. 45(2H, m), 7. 87(1H
,d, J=7.8Hz), 8. 48(1H, s), 10. 22(1H, s),

[0498] 2)5—[A—ZFINT =)L) AF /L] —3— N T IVABRAZ A ZIVIRZ VA FL —2
— T T EAT L DB

[0499] [{k83]

g g
OH —_— OTf
. CCL .
O O
BFRIEM P, b—[A—=FNTx2=)V) ATV ] —3—kRaX T —2—F 7 i A
FL(680. 1mg. 2. 12mmol) ¥ 7rr A% (12. OmL) IWfEL . 0°CTE VY
> (0. 356mL, 4. 24mmol) , N7 /LA u 2% EEEAY) (0. 43mL, 2. 54mmol)
ZINZ. BARFIRICTL7RFIRHEER U7, INSEIRZ INZ Tt ¥ /mm Az THHL
A A N R KSR T Y A0 BRI B K TR . BOKEEE~ 7 R T
THZIRL | BUE P LTz, SN RIEEZ VTN T T aiT by~ 57
4 — (BB =N T L n—~F o =1:20) 12 THRL, EEIEAm (791, 1
mg., 82%) Z137z,
[0500] '"H—NMR(DMSO) § :1. 11(3H, t, J=7. 7Hz), 2. 52(2H, q, J=7. 7Hz)
, 3. 92(3H, s), 4. 43(2H, s), 7. 08—7. 13(4H, m), 7. 70—7. 74(2H, m
), 8. 03(1H, s), 8. 15—8. 18(1H, m), 8. 80(1H, s),
[0501] 3)5—[U—TFNT==)L)AF/V]—3—(4, 4, 5, 5—T+7AF/L—[1, 3, 2]
UARIRRT —2—A/V) —2—F TP BAT L DAL
[0502] [{k84]
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3 Tt

OTf O B-o
O 0. 0.

0O O

EEKIEF.6—[@—TF N T=2z) AT V] =3 =R TV A B RAZ L AV

FHy —2—FThEfEAT L (791. 1mg, 1. 75mmol) , ¥ 7= ZJLIRAT 4 )7 =
LRV LY AR (42, Tmg, 0. 052mmol) | RJ=F /173 (0. 73mL
, 5. 25mmol) Z¥AF (15, OmL)IZEEL ., 4, 4, 5, 5—TF7AF /L —[1, 3
, 2]V A X ARrT (0. 76mL, 5. 25mmol) 1%, 100°C TR, X
VU E VT T AU T U N LT, (ORI RS U ST Ty
2T L T T r— (BB =HR =T /L in—~F P =1:10) ITTHRL
LA (594, 5mg, 79%) 24477,

[0503] 1H—NMR(CDClS) §:1.21(3H, t, J=7. 5Hz), 1. 42(12H, s), 2. 61(2H
, a, J=7.5Hz), 3. 96(3H, s), 4. 43(2H, s), 7. 10(2H, d, J=8. 4Hz), 7.
13(2H, d, J=8. 4Hz), 7. 32(1H, d, J=7. 6Hz), 7. 44(1H, dd, J=7. 6, 7
. 6Hz), 7. 79(1H, d, J=7. 6Hz), 8. 18(1H, s), 8. 49(1H, s),

[0504] 4)3—7mE—5—[A—T )T z=)L) AF )] —2—F TR AT L OERK

[0505] [{k85]

SV O
soy: - oot
: CCC
O

0o

EELX PS5 [U—oFNTz=) AT ] -3~ (4, 4, 5, 5—Tr7AF )L
—[1, 3, 2] AFHARaT L —2—A/) —2—F T f@AT /L (594, 5mg, 1. 38
mmol) ZAZ /—/L (15. OmL) \[ZHfEL , BRAVEE 8 (926. 1mg, 4. 14mmol) |
AK(15. OmL) ZiNZ., 9O TI18IFMINEET L 7o, POSEHE 2 Wl — /L Thll
L., A2 S i B K CUEV 4 | MEK RIS ~ 27 1o 0 A CHEBRL | U FIRAHL
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[0506]

[0507]

[0508]

[0509]

[0510]

[0511]

Teo FFONT RIS VTN T T aliT LI~ N o7 — (B =g =T
in—~F P =1:10) I TREL . BB E (420. 6mg, 79%) 21572,

IH—NMR(CDCIS) §:1.22(3H, t, J=7. 6Hz), 2. 62(2H, q, J=7. 6Hz)
, 3. 98(3H, s), 4. 37(2H, s), 7. 09(2H, d, J=8. 3Hz), 7. 13(2H, d, J=8
. 3Hz), 7. 37(1H, d, J=7. 6Hz), 7. 48(1H, dd, J=7. 6, 7. 6Hz), 7. 77(
1H, d, J=7. 6Hz), 8. 33(1H, s), 8. 35(1H, s),

5)[3—7nE—5—[A—T NT=2=)L) AT )] —FTHL L —2—A)L]—AH
)=V DERK

[{k.86]

Br - Br
O (O O OH

0

EERMF.3—T7nE—5—[A—TT N Tz2=)V) AT )L ] —2—F T g AT
L (334. 1mg. 0. 87mmol) 2T /)Lt —F /L (10. OmL) IZEEMEL . K& T
TRFEDT VLT A= (39, Tmg, 1. 04mmol) 212 T304 IR L=,
Kenz, vraarzTH L AHE 2 il K T4 . BRI~ 27 %
ULTHMEL  UE TR L TR LG9 (305, 8mg, 89%) #1572,

'H—NMR(DMSO) 6 :1. 13(3H, t, J=7. 5Hz), 2. 53(2H, q, J=7. 5Hz)
, 4. 36(2H, s), 4. 62(2H, d, J=5. 4Hz), 5. 55(1H, t, J=5. 4Hz), 7. 09
—7.13(4H, m), 7. 39(1H, d, J=7. 6Hz), 7. 50(1H, dd, J=7. 6, 7. 6Hz
), 7. 85(1H, d, J=7. 6Hz), 8. 02(1H, s), 8. 23(1H, s),

6)7T—7E—1—[A—TFNTz= ) AF L] —6—[(1—AFT —1—AF L
TRF) AT ] —F T HL DAL
[{k87]
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Br
I o

EFRRIE [T eE—b5—-[U—TTFNTzm) ATV ] —FTHL e —2—
A)V]—RAZ )—)1(326. 2mg. 0. 92mmol) . BV = LAp— ML ALk F—h
(4. 6mg, 0. 02mmol) DTHF (3. OmL) AT K FIZT2— AR 7~ (
0. 44mlL, 4. 6mmol) ZN %, R CT1RFE SO LT, SOSIRIZ AR A K
RTNY KGR EIN A B =T L Chhi L A8 2 K AiE~ 7 %D T
REKRL | B TR L TR A9 (393. 2mg, 100%) 21372,

[0512] 1H—NMR(CDClS) 6:1.22(3H, t, J=7. 6Hz), 2. 17(6H, s), 2. 62(2H,
q,J=7. 6Hz), 3. 49(3H, s), 4. 36(2H, s), 4. 88(2H, brs), 7. 10—7. 12
(41, m), 7. 28(1H, d, J=8. 5Hz), 7. 43(1H, dd, J=7. 6, 8. 5Hz), 7. 73
(1H, d, J=7. 6Hz), 7. 93(1H, s), 8. 24(1H, s),

[0513] 7)(3’R,4’S,5’S,6°R, 83) —1—[A—=F NTxz=V) AF L] —6" —ERR
FLATIN—3",4",5, 6" —FTeRr—Arr[7nrl3, 4, g] 777 —8(6H
), 22 —[2H]¥Z]1-3", 4", 5 = A —1DERL

[0514] [fk88]

ot e
Br —
O ; OBn

OBn OBn OH OH

EERIMF, 77T —1—[A—F N Tz ) AT L] —6—[(1—ARFT
— 1 AF L F) AF L] —FT7HL (136, Bmg, 0. 32mmol) DL (2. 0
mL) BRI K FICTs— T FNIF I LD —~FHo /S rm~FH 450 (0
. 99M, 0. 39mL, 0. 38mmol) M x., 155 MBIz, ZORINEIRE . —78
CETHESET=S, 4, 5—FNA—_U VN FHY —6— (NRUVINAFUAT L) —



WO 2008/013277 120 PCT/JP2007/064802

[0515]

[0516]
[0517]

[0518]

Thorkr -5 —2—412(227. Omg. 0. 42mmol) DML (2. OmL) IwH&
(2 L 2RER 300 MR U7z, Safsi b7 &= 2K IRIRE N A, BEfE =TV
THI L | A B 2 fafn A K Ui 4 KRG ~ 7 20 AW THIR L IE T
B L7 £SO N7 IZTHEF (3. OmL) | A¥/—/L (3. OmL) ., p— ML AL
AU (18. Omg., 0. 10mmol) 2%, SRFRPMBR IR L7z, W2 251,
BONTIREZ VDTN T T aliThra~ o7 o— (JREIK =HEg =T L
n—FH (1 10)) I THRRL  CHARM (3R, 4°S, 5°S, 6'R, 85)—37, 4’
, 5= NA=_ DN HY =6 =RV NAF VAT =1 —[A—F LT =
=) AFN]=3", 47,57, 6’ —TFThIeRe—xe'r[7r[3g, 4, gl 7FL 1 —8(
6H), 2" —[2H]E 7] (175. 6mg) #1157z, ZOMARKMA0. 6mgar /rn iz
(1. OmI)IZIERL R ZATF LR (117, 6mg., 0. 79mmol) Z Iz .
— 78 CITH AL, =HifbAr 3 (1. OMP/nu AZ U 3HE, 0. 25mL, 0. 25mm
ol) & F L3R L7=, A% /—/L (1. OmL) Z Nz sZ 19 | i F THI
L7e, RIS Z BT MEMEL TRONTRIBZ S VI TN T T a i T K< N5
T4—(BERRE=AZ ) —) v rnnAg =1 10) I CTRERIL, E-EIL S (3. 3m
g\ 15%) &4z,

IH—NMR(CDSOD) §:1. 20(3H, t, J=7. 6Hz), 2. 60(2H, q, J=7. 6Hz
), 3. 51(1H, dd, J=8. 6, 9. 9Hz), 3. 61—3. 70(1H, m), 3. 77—3. 93(4
H, m), 4. 44(2H, s), 5. 25(1H, d, J=13. 0Hz), 5. 32(1H, d, J=13. OHz
), 7. 10(2H, d, J=8. 2Hz), 7. 14(2H, d, J=8. 2Hz), 7. 22(1H, d, J=6.
9Hz), 7. 40(1H, dd, J=6. 9, 8. 3Hz), 7. 75—7. 77(2H, m), 8. 13(1H, s
)o

MS (ESI) :437[M+1]",

HPLCARFFIER]: 18, 74,
<HPLCHIE >

BT YMC—Pack ODS—A 6. 0x150mm, 5 ;m,

B#FH: 10mM AcONH4/MeOH(5%) +10mM AcONH4/HZO(95%)
1H10mM ACONH/MeOH(lOO%)3‘:‘6205}%@7‘?\‘/“;‘/%%& D%
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[0519]
[0520]
[0521]
[0522]

[0523]

[F %A (10mM AcONH /MeOH (100%)) TH % Hi.

1. bmlL, 4y

T7 MR =R,

B 230~400nmDO W R DA FH 7 vk,

ARG

EbNa =7/l — 2 R (SGLT1 B L OSGLT2) {EPEBH 2 A e 3R el

1) EFSGLT13 B2 — DAFH

ENNEHSEDCDNAZ A 75— (Clontech#L#) 2851 | G RKDNAY 7 A~
—%Z MV T, KOD+ DNA Polymerase (BEER#H3) IZEVPCREZTTV, EFSG

LT1 cDNAZMIRL7=, Wiz, MRS i7z¥ % Topo TA Cloning Dual Pr
omoter v (Invitrogenth#) Z UV  TpcRII—Topo 7 F —{Z/a—=2 7,
KGE Oz 7ML (Invitrogenfth 8, TOP10) IZ3E AL T, 7BV
MR I/a—% T e (50me /L) 28 LB P CHISES 72, BB L
72 KIGE 5 E % (Maniatish, Molecular CloningZ 2 MB) IZfEW 7 7 AIN & F
LTz, ZOTFAIRZFHMEL T, HllIRBE R Z 8 AL T2 B BDNA TS A
~—% M T, KOD+ DNA PolymeraselZlWPCRZ{TV, EFSGLT1 cDN
A(LiEICEco RIGEFRENL, FHticHind TTERERBAL A IS 7= b i) 2 Bl
Uiz, ZOWEWT & Eco RIEXHind IIRHE KL, THLWI 25881~/ % —pcDNA
3. 1(—) (Invitrogenthi) DRIFRMEBALIZRapid DNA Ligation kit(Roche

Diagnosticsth#) Z W CHlEE U7z, w5 LB IZ — 2 KRG o2 v 57
> Meb (Invitrogenth B, DHB5 o ) I8 AL, 7o E LD %G Te L BRI H C bl
S, EIEICEVERSGLTIRH A~ 2 — 2 S L=,

2)ERSGLT2H B2 7 —DFH

ERB g R OcDNAT A 77— (Clontech#:8) 2L L AKDNAT 7~
—Z%ZHWT, KOD+ DNA PolymeraselZXWPCRZIT\ Y, ERSGLT2 cDNA
ZHIR L 7=, Iz, BiE Sz i 2 Topo TA Cloning Dual Promoterdwh
Z N TpeRII—Topo_Y Z—Z/mn—= 7L, KIBE O E5 el (TOP1
ONZEALT, 7o e Uitz R ru—r27 v (50mg, /L) 5 4L
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[0524]

[0525]

BEF I FR CHITES T, B L T2 KIG RO EEICIE N T T AIR G-, 20
TIAIREHFE LT, IR E A LT A DNAY T A~ —% T
. KOD+ DNA PolymeraselZZWPCR%Z1T\, EFSGLT2 ¢cDNA ( EjitizXh
GREREBAL, FUEICHInd  TIEERGHAL DM NS 2 ) ZHE L=, Zoo Mg

WrhZXho 1&Hind HIHAEL ., LW i 228177 —pcDNAS. 1(—) D[RR
kB IZRapid DNA Ligation kitZHUNCHAE L7z, MfE LIz BB~ r 72 —%
KIGHE O T eV (DHS o) IZEAL, 7TUEs 25 e LBE b THYJHE
S8, EHEICEVERSGLT 2R B~y 2 —Z S Lz,

3)ERSGLT1ZEHR BN S E NS GLT 222 TE % B L O /F Y

HIBREEEEPvu TTHAEL7ZERSGLT 1 BIR Z —F 7| I FSGL T2 B~/ ¥
—%FuGENE (Roche Diagnosticstl#l) 2\ CCHO —KIFHIIZE AL,
AR AL, MiE =) (50U,/mL, SIGMA#R) AT h~A (5
Omg, /L., SIGMA#H) | Geneticin (200mg L., T h 747 A7 8L L20% ™
Vg 2 L DMEMKE;HE (Gibeot i) HT37°C, 5%CO fAE T T3
[FfiE# L., GeneticinfE D/ m—r 25570, ZNbO7a—rOHnbERSGLT
BHOVNEIERSGLT2%2Z EHBLT D% | 7MY MEAFRIZRBE (AF /L — o —D
— 7 VAT ) R) BIABIEPE A SRR I8N I L7z,

4) AF ) — o —D—7 N at’T )RR A A FH EEAE O E

ERSGLT1 2 ERBCHOMIBH SN TEFSGLT 22 TR BLCHOMIZ 96w =
JLF L —RZ30000~40000cell /well DR JE TEXIAIR, 4~6 H K372, WIC
L INGDORERE T L — ORI FRE L 1V /LB 7= DAL E AR (Ek=)1
40mM, Ak BV 22mM, B b L7 21mM, ik~ 27 %327 A 1mM, 2—[4
—(2—bRaX% T )L) — 1 —bERTV=)V ] X ZLRVEETOMM, M)A (BRI
XLATIV) TR AZ L H G AR pH 7. 4) %150 u LINx., 37°CT2043 M FFE
U7z, RALE FIFEEHR A BR 2L, O Y =L T- T E AR 2 50 p LN
37°CT205 fIERE LT, AEIK (M k) Y 2140mM, HfbA Uy A2mM, ik
BN HImM, Yk~ %7 AImM, AF L — o —D—Z AT o R 1imM

[4—(@2—bReFraoFn) —1—EXTVm N X ZLREETOMM, R (B
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