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P i i —B—D— 7 2 ot ik
[0100] - (1—4)-2,3- 52K F 3L -6 % - 1-H1-B-D-& & b (A15) i &



N 107224577 B W OB P 8/13 T

o0 AR RS SN X o
OAc OBz OBz OBz

OBZBZO

[0102]  HtA14 (115mg,0.056mmol) , ¥ T-5mLA — & H kirh , I AS0uL) =8 IR A /KB TR
(15:2) , ZIRIFE RN /NI, TLOAS I S5k 5 37 56 4, FH I B ) — S0 FF e i R S VR IR
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i S HE AT 4 8945 H R = IAL5 (96mg , 77 3R91.2%) .
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EE AP 5, BN JE AU, TS BR R4, 18, k45, £90 77 i 84mg o K
FITASRE 7= o, ¥ T 2mL DO SR R A, 18 18 i I M) S A A BV W, TR T pHER 10~ 11, SR i b
127N J 5 30 00 AMPR 6 BR VA P A 2 b i, i B e AR B 2, 15 H AR P2 A 16 (44mg , 7= R
65.4%) o

[0106]  (17) 3-F LN HEB-D-% &) bl 3 — (1—3) —B-D-7] %) B iz 3 — (1—4) —B-D—78] %) i 3
(1—3) -B-D-Hi & PR - (1—4) - 1-Hi-B-D-Fi & HE (AL7) B & 1k

le} (0]
HO HO

0107] MO\ o o0 HO\ o Hoé&\, 2

HO 0 Q6 o} Yo O~ Ns

HO iy OH OH OH OH
[0108]  H{A16 (6mg,5.4ummol) ¥4 5L jita 5] 1 HH 38 FH A B 7 VR EMEAL SIS B bR = 4IAL17
(4.6mg, "% 93%) .'H NMR (600MHz,D20) , Wi B3 50 1,684 .61 (d, J=7.9Hz,2H) ,4.33
(dd,J=16.8,8.0Hz,3H) ,3.88-3.83 (m,1H) ,3.79(d,J=11.9Hz,2H) ,3.73(dd,]=12.4,
2.0Hz,1H) ,3.65-3.58 (m,7H) ,3.54 (dd,]=12.5,6.1Hz,1H) ,3.50-3.36 (m,10H) ,3.33 (t,]
=9.2Hz,1H) ,3.30-3.25 (m,1H) ,3.24-3.11 (m,4H) ,2.90 (t,]=6.9Hz,2H) ,1.82-1.75 (m,
2H) . i :MALDI-TOF MS (m/z) : 115548 : C33H55N028Na [M+Na] ™, 936. 28, SZlE : 936. 24,
[0109]  (18) A17T-TTHEZ &I & HY

0 0

HO HO HO HO o HO H
[0110] omé&,o Q ngJﬁ;g,o QoK N

e g

(01111 HXAL7 (2mg) , TT (4mg) ¥ S fita {51 1 4 38 FH & 7 VEF & RALT-TTZR &4 (3. 4mg) - LA
G- 2K (B EZ S, 2008,27,12: 151111 771 W58 B hEZ2 AW bS8 5wt %

10
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[0112] S 53 : 3- 2 2 A 2 B-D- 78] A Wi L e — (1—4) —B-D-H &) B 2 - (1-3) -B-D-H %]
PEIER - (1—4) -B-D-E & - (1-3) -B-D-H A ML - (1—4) -B-D-H H HE-TTE &
(B5-TT) M4 A%,
[0113] (1) 3-BAAE N2, 3- AR Wi -4, 65 % X-B-D-H A FE - (1-4) -2,
3- AR A -6 R 1B -B-D-E AT E (BL) AR
0BzBzO OBz

[0115]  DLA4(634.2mg,1.09mmol) JyHEIEALIA, A5 (511.9mg,0.88mmol) AHEILSZAA , $2 1R
St 511 R A BT VEDEEAT SR R N A H BR PR HIBL (676mg s FRERTA%) o
[0116]  (2) 3-BEIEN L2, 3- - KWK -4,6- A K X -B-D-F & M- (1-4)-2,3-
TR -6 AR - AR -B-D-H A B AL - (1-3) 2- - KW EE -4, 6- A - X -B-D-H &
P (1—4) -2, 3- - - K E -6 R HE-B-D- @ H P - (1-3) 2-F K H B4,
648~ X -B-D-H & HEH - (1—4) 2,3~ AR H B -6 -1 -B-D—Hi &) bl
(B2) I A%,

PH~ X0 BnO— Ph—X-0 BnO—, Ph—X-0 BnO
o RSN TSR e RREVRONR o
[0118]  HYB1 (355.6mg,0.34mmol) Btk fitid , A13 (491 .9mg,0. 28mmol) Bk 244 , #4¢5)
Tt 52+ ALOF) & W 7 VEREAT AR BR S N , 15 H bR 4)B2 (581 . 4mg, = #77.2%) «
[0119]  (3) 3-B&IE N2, 3- K IE-B-D-H & p L - (1—4) -2, 3- K H 3 -6-
AR E-B-D-E A - (1-3) —2-F K WA -B-D-H & i - (1-4) -2, 3- - - H
P H—6 48—k -B-D— i &) B k- (1—-3) -2 R W Bt L -B-D- & i - (1—4) -2,3- -
AR R -6 AR - -1 TR -B-D-TE & B (B3) A AR

HO BnO HO BnO HO\ o BnO
[0120] E%%&%%%&%SB%&%OWNS
[0121]  HYB2 (167.6mg,0.063mmol) Jy 5k}, #4552+ ALS I & B T V5 1EAT IS, 15 H AR
F=YIB3 (143 .6mg, F=%:95.2%) .
[0122]  (4) 3-BFIENFEB-D-H A FEIREIR - (1—4) —6-A T IE-B-D-H & M- (1—3) -B-
DA & B R IR - (1—4) -6 -~ HE-B-D-H &I B 2L (1-3) -B-D-Hi & M FE IR - (1—4) —6-%-
FH-1-BR-B-D-F & bE (B4) 1A A&

0] 0 . 0

HO BnO HO o BnO H o BnO
[0123] Hﬁ%’%ﬁi%%%wgéﬂ/% %gk;,o\/\/rqs
[0124]  HYB3 (143mg,0.06mmol) Jy J5k}, #% 5L a5 2 AL6 K & 7 VR AT IO, 43 B 5 77
YIB4 (51.9mg, F=%62.4%) o
[0125]  (5) 3-Z JE A 2L B-D—% &) BE 2L 1R — (1—4) -B-D-H & Bl - (1—3) —B-D— %) B &
iz (1—>4) -B-D-7 %] BE 2~ (1—3) -B-D-Hi &) HE HL R - (1—4) —1-Bi-B-D-Hi & ¥ (B5) )& L

11
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0]
HO
[0126] é;, = &%HO é—\, ’%&.Eoé?k/ ’k,o NH

[0127]  HYB4 (20mg, 14 . 4ummo1) 4% St 51 1 Hh i FH & B 7 VAE AL A AL 1] B #5 7 #IB5
(14.1mg, " 2£90%) .'H NMR (600MHz ,D20) , L1t H H5ff /]2, 64.67 (dd, J=8.0,1.5Hz, 2H) ,
4.37(ddd,J=16.1,8.0,2.0Hz,4H) ,3.93-3.88 (m, 11) ,3.83 (d,J=12.1Hz,3H) ,3.69-3.60
(m,9H) ,3.57-3.40 (n,13H) ,3.40-3.34 (m,2H) ,3.21 (ddd, J=27.6,15.4,8.5Hz,4H) ,3.01
(t,]J=6.9Hz,2H) ,1.86 (td,J=11.7,6.9Hz, 2H) . Jfi} : MALDI-TOF MS (m/z) : #1218 :
CsoHeaNOzaNa [M+Na] ", 1112.31, 5L illfE : 1112.41.

[0128]  (6) B5-TTHHEZE AWK & ik

[0129] %4, M éﬁ,m - “0& Hgk»
H

H
N
5 TT @
[0130]  HYB5 (2mg) , TT (4mg) % i it 451 1 188 FH A i 7 1:F & BB -TTZE 54 (3. 2mg) - LAG
MKy (B H R 25 4%, 2008, 27, 12: 1511/ 773%) M8 SRR S & M & /94 . 5wt % .
[0131] izt 314 - 3~ 5 P £ B—D— 71 4 Bl K- (1—3) —B-D—7] &) B F: % — (1—4) —B-D—] %]
WiEL— (1-3) -B-D-H &I HEEEIR - (1>4) -B-D-H & HEHE - (1-3) -B-D-HI B HEEEIR - (1—4) -
B-D— & B -TTE &4 (C5-TT) K & 1k
[0132] (1) X H 2R IE2, 3,4, 6- DY %~ L WEHE-B-D— ] &) B k- (1—3) —2— %7K FH I k-
4,6-% % X-B-D-H B WEHEE - (14) -2, 3- - R H B -6 -5 -1 -B-D-Hi & b
C1) K&K

[0133] ﬁ’tcO’&p:;v (&&’B

A \-STo

[0134]  DIA1 (232.3mg,0.51mmol) ﬁy*}%%{,\ﬁx,m (400mg , 0. 43mmo 1) Ay HR 3L 57 1 , F4 fit 5z
Jiti 5 1 38 A BT VEDIEAT B SR AL S N AR H BRFEHICT (378mg, FRHRT0%) o

[0135]  (2) 3-B & FEHIE2,3,4,6- V-4~ LB FE-B-D-H & b - (1—3) 25 A FH it
H-4,6-F ¥ X -B-D-HEE M- (1—4) -2, 3- - FFEH B -6 4H -~ F-B-D-H % *Fﬂ“ﬁ@— (1
—3) 2 A KH W4, 6- R X -B-D-H B M- (1—4) -2, 3- - KB E-6-H %
%—B—D—%ﬂ%ﬁ%— (1—3) 258K H -4, 68T X-B-D-F & pE it - (1—4) -2, 3—9—
AR R -6 4E - - 1B -B-DE & (C2) A Rk

o TR TR ST R
[0136] AcO 0 == 320&4, oBzBZ0 0Bz BzO 0\/\./N3

OAc
[0137]  HUC1(312.6mg,0.25mmol) AFERL {44, A13 (360mg,0.21mmol) NFEILZ 4K, $4 50
BI2-R ALOR) A BT V2 3E T AR R R OBE, 15 H bR =42 (428 . 4mg, F2 2 72%)
[0138]  (3) 3-B&HEHIE2,3,4,6-V] -4~ LB FE-B-D-H & b - (1—3) 25 A FH ik
F-B-D-HiE - (1—4) 2,3~ K68 - -B-D- M & - 1—3) 2-F -
H B -B-D- A Al p - (1—4) -2, 3-SR I JE -6 48— A -B-D- A &) B - (1-3) -
2~ — I I - B-D- I AT B L - (1>4) -2, 3- —— A - K B 64— - 1- - B-D- i %

12
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Pl (C3) A %
AcO HO 0 BnO HO o BnO HO o BnQO 0
OHO Q HO 0 AS 0
[0139] Aﬁgo%,(&aa: SZ%O%&&S\B;O%B% O~ Ns
C
[0140]  HYC2 (150mg,0.052mmol) Ay JF Ak}, ¥4 St f51 24 A1 K & 1 VR 3EAT I B, 45 H b =
PC3 (129.4mg, F2#95%) .
[0141]  (4) 3-BREIEHNIEB-D-H & M- (1—3) -B-D-E 4 PR - (1—4) -6-F xR~
D% %) fli i~ (1—3) —B-D-F A Bl IR - (1—4) 64—~ &E-B-D-E & HE - (1—3) -B-D-Hi
EPEREIR - (1—4) 65—~ FE-1--B-D-%i % b (C4) B &K

O O O

HO HO BnO HO 0 BnO H&,Bno
o R R ER L R o
[0143]  HWC3(129.4mg,0.05mmol) Ay A}, #4452 h A16 1R & B 7 VR AT IONE, 15 H A
FEHICA (42 . 2mg , 7 #E55%) o
[0144]  (5) 3—% J& A L B-D—] & M 2 — (1—3) —B-D—Hil %1 bl FE R — (1—4) —B-D—7] %) i -
(1—3) -B-D—Hi &) Bl ZE R - (1—4) —B-D—Hij &) B 2 — (1—-3) -B-D-H & HE FE R - (1—4) —1-Bii-
B-D—%1 %1 B (C5) HIE& K

0 0 0
HO HO HO HO
H & ch-i)o o Ho 0 Hoé&, o ‘o] HO&O o}
& OH OH OH OH OH

(0]
O oH HO

[0145]

[0146]  HYC4 (20mg, 12.9ummol) % S it 441 1 7 3@ H & i 7 VL EfE AL S A A5 H A5 7= 405
(15mg, 7% 91%) .'H NMR (600MHz , D20) , WL 1t B T3P I3, 84.66 (s, 3H) ,4.39-4.30 (m,4H) ,
3.91-3.86 (m,1H) ,3.81(d,J=10.9Hz,3H) ,3.75(dd,J=12.4,2.1Hz,1H) ,3.63 (tt,]J=
8.0,4.9Hz,10H) ,3.57-3.38 (m,16H) ,3.35 (t,J=9.2Hz,1H) ,3.31-3.28 (m, 1H) ,3.25-3.13
(m,5H) ,2.99 (t,]=6.9Hz,2H) ,1.87-1.80 (m,2H) . i it : MALDI-TOF MS (m/z) :i+5L1H
C45H73NO3oNa [M+Na]", 1274 .37, SZ{E : 1274 .87,

[0147]  (6) CH-TTHELR S WM& A%,

(o] 0] o]
HO HO. HO
lo148]  Jio OHS&E\,SMQ%O/M\:‘S&VO%OWH N
o on on HO= H HO™ on oH HO™" o Y \6
0] (0]

[0149]  HUC5 (2mg) , TT (4mg) #& St foil 1 id FH & B 7 1EF & B C5-TTZ &4 (3. Omg) - AT
R - IRy (B2 5 245 5417, 2008, 27, 12: 15111 J535) M52 RS A V0 B & & 4wt % .
[0150] S f5i]5 - 3— 24 Jik P B-D— ] & B SR — (1 —4) —B-D—Hij &) B 2&— (1—3) -B-D-Hil &
WEIE IR - B-D—4 &) Bl FE R — (1—>4) —B-D-Hii & Bl JE— (1—3) —B-D-Hi & HE L E - (1—>4) —B-D—4i
EjHEFE- (1—3) -B-D-H & M e - (1—4) -B-D-H & HE-TTZ A4 D5-TT) [ A Bl

[0151] (1) 3-B AL N K2, 3- A - AW B -4, 68"~ X-B-D-H & fi - (1—4) -2,
3R W6 R A (123) -2~ IR B R -4, 65K X-B-D- R & B - (1
4) -2, 3- AR R -6 R AR - 1A -B-D- W AT BE (D) A Rk

13
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Ph/VO BnO Ph/v B
[0152] '&.\, \STol

oBzBzO OBz BZO

[0153]  DLBI (505mg,o.48mm01) 7'9*};*‘%1#%14%9 (378.8mg,0.4ommo1) TR FE 7 A e FR S
Jite 451 1 HpE A BT VEDREAT B SR I N A H AR e D1 (524 . Tmg , PR T0%) o

[0154]  (2) 3-BRIEN 2, 3- - FKHELHE-4,6-A-F X-B-D-H & M- (1-4) -2,3-
TR R -6 -4 - - B-D- R A M - (1—3) —2- K RS- 4, 6- %% X -B-D— 7] 4 A
B (1—4) -2, 3- R F B -6 R HE-B-D- I A B - (1-3) 2- K B -4, 65—
X -B-D-H & B K- (1—4) -2, 3- = —ZIKEEM%—G—%L—T%—B—D—% EipE - (1—3) —2-
A-RH B4, 6-F - X -B-D-F & M- (1-4) -2, 3- - FH - KW -6-A T RE-1-
f-B-D-Hi & & (D2) B & K

[0155] ’kﬁnoféh;: (&\,Bno W(&r\f&s, c%ﬁ;;&,owwa

OBz BZO

[0156]  HYD1 (180mg,0.097mmol) A pEFEAt {4, A13 (114.6mg,0.081mmol) bl FE 2 44 , $% 5L

Tt 52 ALOF) & i 7 VEEAT AR B S S, 15 H =402 (147mg , 77 265 %) o

[0157]  (3) 3-B & FEN 2, 3- R M I -B-D-H & bl 2L - (1—4) -2, 3- R H i 2 -6-

AR IE-B-DE AT I - (1-3) —2-FK R 3 -B-D- i) & B SE - (1—4) -2, 3— K ik 36—

AR EE-B-D-H AR (1-3) 24K @ﬁﬁ@—s—n—%ﬁ EFERE- (1-4) -2, 3-—-F K H
W6~ - B-D-H AR - (1-3) -2~ % 2K R 56 -B-D- A A L - (1-4) -2, 3- -
AR B AR -6 4 R - 1-T-B-D-TH &) b <D3) EI’J/\EAZ

[0158] ’%, ’&E\,B ’&Eﬂo %\, %k,o\/\,na

[0159]  HuD2 (147mg,0.042mmol) 7'9@*4,%‘ﬁ%ﬁ@ﬂzﬂmlwﬁé\ﬁiﬁ&i&ﬁ&ﬁj,f%» H 5
YID3 (125. 4mg, P73 95%) «

[0160]  (4) 3-BHEIENEEB-D-H A FEREIR - (1—4) 65T H-B-D-H & M- (1-3) -B-
DA & B R IR - (1—4) -6 -~ HE-B-D-F &I B 2L (1-3) -B-D-Hi & M FE R - (1—4) —6-%-
e -B-D-Hi & BE - (1—3) -B-D-Hi & Ml 2L R - (1—4) -6 —F A 1-Bi-B-D-Hi & H (D4)
iokEgnY

BnO o]
[0161] é&, e ﬁé» é»» R
Hgk&’ oH HO on_ HO O Ns

[0162]  HYD3 (125.4mg,0.04mmol) Jy J5 A}, 3% 5L jta 1 2 A1 611 & BT VEREAT N, 15 B A
FEYID4 (43 . 9mg, P2 E60%) .

[0163]  (5) 3~ A S B-D— ] ) M ZE R - (1—4) —B-D- I & i 5k - (1—3) -B-D—H] 4 p £
fi— (1—4) -B-D-Hij &) B B— (1—3) —B-D-Hii &) fli FE iR — (1—4) —B-D—Hi & B 2&- (1—3) -B-D-
HE R R - (1-4) —Hﬁ—ﬁ—D—%ﬁ ik (DB) 1) 1k

HO
[0164] é,b Qo2 é& év

14
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[0165]  HYD4 (20mg, 11nmmol) % St 5] 1 7 388 & B 77 VEE AL AL 753 B A% 7= 4D5 (14mg
FEH87%) o« 'H NMR (600MHz , D20) , JL 3 W 5t K4, 64.68 (s, 3H) ,4.36 (ddd, J=10.7,7.9,
2.2Hz,5H) ,3.92-3.87 (m,1H) ,3.82(d,J=11.7Hz,4H) ,3.69-3.57 (m, 12H) ,3.57-3.39 (m,
17H) ,3.38-3.33 (m, 3H) ,3.26-3.13 (m,5H) ,3.00 (t,J=6.9Hz,2H) ,1.85 (td,J=11.7,
6.9Hz,2H) . Jji i : MALDI-TOF MS (m/z) : 71548 : C51Hs1NO4sNa [M+Na] ™, 1450 .40, SE A -
1450.68.

[0166]  (6) D5-TTHEZ: & W& Ak

0 0 o 0
HO HO HO HO HO HO
[0167]  HOA_ oo\ HOAQ oHOYR o o HOY=0 o 9 H H
s ? o ? o HO 8 on HO OWN\n/\/\n/
OH HO™™on OH HO™™ o OH OH 1 T @

H

[0168]  HWD5 (2mg) , TT (4mg) % St 451 1 4 188 FH & pR 7 15EF & BD5-TTZE &4 (3. 5mg) o« LAA
BRI (B EE 2 5],2008,27,12: 151 11 575 I SRR A VIRIFES B4 . 2wt % .
[0169]  SJaf56 : BEWEER A MIALT-TT B5—TT.C5-TTD5—TTIK) G 25 5 1 Hi A i o il 52
[0170]  SEjE 2. 3.4 5H il % 1) SERE SR S WAL T-TTB5-TT.C5-TT.D5-TTAE /IR (C57/BL,
TRIR, 546 R) AR N AT S i 56 o R R SRS i 77 =X, LS 2115, 3ug/ R/ R/
o ITEERT 14,21 28 R AT St

(01711 43 A S B 1T 1R AR IR S 988 2K i B I , 6] 46 e M 35 17T 570 G 9 388 i 1 P A . 3
WERITTSR & AE 9l 5 B, DABGER Shs 5 (ELTSA) A6 22 W4 S Ik i A2 1K) 5 B2, 468 SR 4 )
5 F6HT 7R

[0172] 23 G Jo , /ISR IR HP B oA i i B Y2 38 vy, S 63 B AL 7-TT \B5-TT . C5-TT. D5~
TT = A 1 TgMATT AR I A 48 [R] ¥ B2 4K B 51 BHA L 7-TT \B5-TT . C5-TT.D5-TT/ £ i TgGHL A
WS A ANE, P ALT-TT B5-TT/= A 1 TeGHUAR R FE B , 72 S BT o5 A Bk EL 41, 1t 1
A PIALT-TT B5-TT5 T 7 A 1 G g2 M B 3 B TgGRY, 1 TgG U HLAA /B T T Z 51 4
P8 N, " RE B A 1 2 AR H P AR S A, AR PR B, 1X — S5 SR UL AL S AL T-TT B5—
TT&— PR A 5T 5 il 28 2 7

15
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