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(v) YRR 7R, X° — XK — CHy — 0 — « — CH, — S — « — CH, — CH, — 5, — CH, — CF, — ; 5
(vi) Y22 —CH,— I, X° — X R — 0 — CH, — , R* \RZPA KR 43 By b 36 = S5 -+ 1 225
f+—0R . —0C(=0)R . —N,—NHR \ —NR R’ —NHC(=0)R" , HH1 R Qiitie X, R” %
7RC1—COkEIE 02— COMfi 3L . C2 — CORMRELHCE — COPRKEIE, W Fm AU S5 - B 1
B —CH— , WA 5k —CH= , R'FoR U 1 RGP —NH,, RPFoRE 5 R ik (vid)
~ () FRIEH s (vid) WORRUR I, ROFE R AT C1 — COb 3t R BECT — Co btk s St
C1—COTHE s (viii) WORSAUR I RO s (i) WORBRB I RO s 5 (O Wy —
CH—IN , RPFR R 1 B 1 R dE . —NH s C1 — Cokidt, 7' — 7° — Z° Al kw11 DA
N%EH: —CH,—CH,—CH,— —CH,—CH,—R” — —CH=CH—CH,— —CH=CX—CH,— —
CX=CH—CH,— ,—CX=CX—CH,— . —C (=0) —CH,—CH,— . —CH,—CH,—C (=0) — . —CH,—
CH (CH,) —CH,— & —CH,—CH,—CH(CH,) — &k F:UrP i E— MRS, B R Ros—
0— 5 —CH,—CH, — , XFRE £ 5 T

11



CN 118846110 A W OB P 6/357 T

[0068]

[0069]
[0070]
[0071]
[0072]
[0073]
[0074]
[0075]
[0076]

\ N
N /

el B S FoR SW G IRIREFOR 5 =C— BRI 455

(2D AR [1] AT e ik 25 ey  Fo W U5 -

(3T ARAE (2] AT Ao ik 25 ey , o WO U - RO U -

(4T AR [1] T ek 25 e o W h S i o

(51 AR [1] AT etk 25 ey  Fo W it 1o

(61 AR (1] AT [t 25 ey , Fo W'k — CH—

[7IARAE 6] AT (e 25 ey , Fodb W'l — CH— R %5 -

[8TARE (1] ~ [7] R E—TRATIR IR 2o B, Horp 20 2P DL R 2 B ok —

CH,— CH,—CH,— 5, — CH=CH—CH,— .

[0077]

[91ARE (1] ~ (7] R E— TR IR I ek 2t i, Horp 2! 2P DL R 2 ekl —

CH,—CH (CH,) —CH,— ik —CH,—CH,—CH (CH,) —.

[0078]

[10TARIE [1] ~ (7] E— AT R I btk 2 iy, Horp, 21 2 DL R 2 il ok

N —CH,—CH,—R” — (L1, R” F/r—0—k—CH,—CH,—) -

[0079]  [11]4RHE[1] ~ (101 HAE—T AR ik 2o Bibeds , Forp W2y —CH=

[00801  [12)ARHE[1] ~ [10] HE—T T R (O H T 250 ied , Horh , W2l Ui 1

[00811  [13VARHE (1] ~ [12] v E—Tir iR i He i 25 ies , b R\ R EUS 1

[0082]  [141ARHE (1] ~ [12] e E—Tir iR i He i 25 ies , Jorh R\ RS 1

(00831 [15]AR4RE (1] ~ [14] T —Tifr R FOHTIAZS I, b, LR BL R RY 43 31
LRV Ly SN e

[0084]  [16]HRHE[1] ~ [15] FFE—I5U iR (O H TR 25 BpE s , Forh Ll ak il R A g

AR EH -

12



CN 118846110 A

i EA

7/357 T

y N
el
L

[0085]

R NH,

Resd

N

R
Ly
R” R‘
N
x>
{0
ot
N N,"\qﬂ
i,
NH,
//N N
N | ! '
N N
L,

N

HReH

B R

[0086] f%RM&R%a“J?:i%i?%%i Wﬁ”ﬁﬁﬁi\mg—wc

(=0) CH,0H, — CH,NHC (=0) CH,0H

— CH,CH,NHC (=0) CH,0H £ 5£C1 — C3 i R ki 2 FEC1 —C3

%%%i,RllBLZiR“’/\”Uﬁﬁ_LﬂE%%ﬂ**xfgﬁi %&f*ﬂ‘ikﬂaii,:k%%RllkLZiRllé%é}%;EEEEErif

ke, 2 FoR —CH,— . —NH—

E S

[0087]  [17JHR4E[1] ~ [15] FPE—T5 iR (e 25 Bpe s , Forh Lok ak il R A g

AL EEA -

L
o]
XN N A
<N”| N/)\R‘ 3

[0088]

£
</N ]\N/\\/F‘u
I
N7
L

13



CN 118846110 A W OB P 8/357 T

(00891 7RIt RYDA MR 43 by b o S5 R Bk o —NH, , R R I L —NH,  —
CH,OH —NHC (=0) CH,0H , — CH,NHC (=0) CH,0Hsk — CH,CH,NHC (=0) CH,0H,, Z *41Ai i i 3
(00901 [1814RHE[1] ~ [15] FPAE—Ti TR AIFT A oM R , Horb, L' Aade 1 R s ik
LS -

H

AOH /N\R‘-" _M Y
N /L\ N J\.\\N N § N
~N =N S
¢ ¢TI a0y ST Y
rN'ﬂ\N/ ~g" = N R NN\ o NP Negrs
T . o ,_\L . -—\.\,(L .
N
HN’/\““-\/OH HN- " “R' R’ R
= J':::‘N » 'J“}N Ne Xy Ny
I . I ST e S0
N~ 7 g NTTSNETR N= S SN NN S SN R
L ;v - ! L " :
[0091]
[} 0 o]
| Iy i )]\ i H
/”' e M </Nh NN R <N--., NN Nux/l'ku/\/ﬂ“a‘s
a I 7 1 a
\'N" NJ)\RM Al N R :4-"‘\%" <N—-"~\¢“
168 R‘E-!-,_
R-,h\ |~|.|H2 - o}
x ~~ NH
T ¢ &\
» e
N 14 N—" 14
Nl T

(00921 ik, RM R AU F 5 —NH,, , R HR AU 15— C (=0) CH,0H, R Rt —
NH,» — CH,0H, — CH,CH,0H — CH,NH, 5k — CH,CH,NH, .

[0093]  [19]#R4k (1] ~ (18] YT — TR Bk oM iR imed , Horh L 5LEE A, Fom —
NH,  — CH,NH, 5k — CH,0H.

[0094]  [201 442 [1] ~ [18] AT TR IIH LG IR, ot LR 5185 6, oA
JR a1

[0095]  [21ARHE 1] ~ [20] FPAE—TiUT R BT 25 MBI, e rh, Q' DA QY 43 By b
FoRRE T .

[0096]  [22] 445 (1] ~ (211 AT —Ti AT R Fr ik 2o ibedn , Horbr, X DL ROC R 1
[0097]  [23]4R¥E (1] ~ [22] T —Ti T iR Aok 2 ibedn , Eorbr, Y DL RV SR AR 1
[0098]  [2414R4fE [1] ~ [23] FPvT—I5i A iRk (e ik 2 ey , o, XPPA R X 26k — CH, —
0—o

[0099]  [251AR4fE [1] ~ [24] AT —Ti TR FitA 258y, Horh , X° DL KX FoR —CH,—
0—o

[0100]  [261#R4fE [1] ~ [25] AT —Ti TR o FiA 258 ipety , Horh RV RPDL KR 4y il gh 57
b2y SRR 2 S SR e

[0101]  [27]4R¥E[1] ~ [26] A E— TR PR Z5 R , Forh , DERLA M2 254 =X
R — 25 UK

14



CN 118846110 A W OB P 9/357 T

P—
11
[l lz

[0103]1 7k, L'.Q Q" QP PAKQ itz S, R GRY CRSPASR'™ 45 By b 7 A
F B R R —NH,, WHRR —NH— VU5 B 5 — CH, — , W3R — CH = s R U
+o

[0104]  [2814R¥E [27] ATk PR 25 By, o, DA DL N g2 g5 4 o A E— 4544
R

N, N
o? 7N R o 7 N o
. U N ! | N N
o—P—— ey w " L - fe)
17 \ (o] [ - I 17 I\ 0] - J
o R . \( \r"N\)\’ o R . b SN, A~
[otos] /" ML Vol et
L o R L: o R®
O/\\. I s sl 0/\\\ | .
o P—a 0 p—a
& &

[0106] ¥k, L.Q"Q" \Q%.Q% R.R'T REDLKER" ik X
[0107]  [29]4R# [27] 5k [28] ik [tk 25 BIbe, Forh , DER DA T 8425 U AT
— AR

15



CN 118846110 A iﬂ' HH :I:; 10/357 7T

o o
, - |
0 P—Q o) P—Q
EI |l
N —N
ﬁz s o A
0‘~——F|’ o _ \I al—p o j
o] R \\(Oyﬁ - o R 2 N & -
R \ / L ™
f \ — ( \ pE——
1 & % 1 & % 18
L O/‘T ? OH G O/\j L‘IJ R
o p—a" o p—a"
I I
a o

[0108]

o} ”—m o} ”—a'
a” o
N N
o v N\—o o N N\ o
o‘—T o el P— o0 j
20 o] [~ ! 20 (o] 3l
0o R \\/ N o R N P~
] - \ \}". 7 & o %
j—\—-R / R RIB‘
L‘,..—\O )j T "OH L"Om\ T %
o ﬁ—a‘ g o ﬁ—a“
a* o

[0109]  ZEME,L'.QQ" \Q*PAKQ” Ak S, R R (RPPAKRY 45 Bl b 2 51
S T

(01101 [30]4R#E[27] ~ [29] i E— TR AR K HT A 2o E , Horh, D DL R 44454
KT — £ T

N N
o VAR o 7 N\ N

HS—Fl'

- o

(01121 Zeitk, L ik e X
(01131 [3TIARHE[27] ~ [30] Y T—TrR I PuiA 2o Iy, Horb, DER LA R 1144 454G
AR

16



CN 118846110 A i';ﬁ HH :F; 11/357 7T

i
o ﬁ--.SH o ”...SH
o 0
[0114]
—N
0 /7 i o v H
I N )N I N N
HS T \ —_ -IS-—F[’ Ci:' \)
fo) |
D’. :OH L D_ _‘QH \F,.N\/-\
4 Lu(;:r- f_ﬂ hu(;J
1 1
L D)\\ o OH L="g c|: OoH
o ﬁ..tm L o |°"SH
o] 0

[0115]  ZEph, L ik s S
[0116]  [3214R4E [27] ~ [30] HE—Ti AT R PR 25, Forh  DER DL N 4S54
AT R R

[0117]

01181 7rutk, L'k aE X
(01191 [33JARHE (1] ~ [26] AT Frak etk 25 s , Kb, D FAFOR

0 /_\ w

SR e

0 R N #

o1 L@'
Uj s

o

- —a”
o

(01211 FE, LYk s 3, Q°PARQ 53 BT dth Fon B B ik R DL BGR™ 43 3 gy
Hh AR, W R — NH— B i 1

(01221 [341AR4fs [33] Al iR (Ko pk oW Iy , For  DEH DA (242 3 (10T — 4 A%
AR

17



CN 118846110 A W OB P 12/357 i

||=_0" 0

i ok, lcl)

[0124] ik, L' QDL RQ™ Wi ik i X

[0125]  [35]4R4R[1] ~ [34] PAE—T5 iRk BT iR 2o Ee sy, Horh, L' DL N (944 454
AT R R

NH, NH, o} o}
N N N:\[)‘\\N NILLNH kaNH
/4 /4 /4 /4

[0126] <Nj(:; <N | N)\NH;; <” I N)\NHZ <" | N/)
ol L -, "

(01271 [36 AR (1] ~ [34] AT — TR AOFU AR 5P RN , Horp LY DU R 444
AHIE— AR

NH, ‘|'

[0128]

[0129] o, S B FR LA A
[0130]  [37) A [33] - [34] 5k (361 tRAT— TR HL A LM IRITEY , Horh DI BL T fgas
LA AT — S5 3

18



CN 118846110 A Wt

N—\
H\_H
\i
[0131]
N
S e
olp o ¢
é" \_OH L\/G\,‘N - ,“_/
. 43 ~,
h{: N—J\Oﬁ T‘ 1 E
\ 0 P—Q
03(—(,.4 "
N—7 o
HN [

[0132]  flt, B 53 5LEs G
[0133]

A S U T — 25 N -

N
i s
HSw P c‘a' _r’ \[
cl:’ OH LH/O\[‘N o
N‘%XN-'Q\"\ T‘:. F
o P—OH
O{JN 8
t§
[0134]
0 7\
1] N
HO—Pl 0 \:4 W
0"'. ;‘OH 0‘7”?{\‘/\\/
F{%\Nf*/\D\\ ri) F
N \ o E---SH
.NJ G
oS Y
\t
[0135]  friit, 5 RoR LA .
[0136]

R3S U T — 25 R -

19

13/357 T
V2
QLE -0 Né_ \>_FV\P\
cI:- OH ll"-..__ o j\/
L s ¢ =N
Nf\n-“{“\ o JfF
Voo O/ﬁl | .
o —q
o N 1l
N—?
2
\'
o 7N _w
H——
‘]3__ oH \\/Oyu \}

N g

O F
o
= :':: =|- a’
o= N 1l
N /4 o

/ o}r

2545 ,Q°.Q° LR Ui i i Y
[38] AR [33] [34] [36] 5k [37] v {E—Tipr R i bR 2By, o , DE DL N

—N
o \
Il

HS=P. o
| & =
SN #

D‘ _‘0 H
}—: . A
NP e o)\‘ o F
. ¥ 1
N

P—OH
o= |
N—? ©
o
\-
o /?_N H
| N \>"“
HO—T o
o OH \ 2

(391K (331 [34] . [36]mk [37] i {T— IR Ui 25 BIce , Horr , D A T



CN 118846110 A 1'% HH :I:!' 14/357 7T

N, N
ﬁ N/:_ \\”N\ 1l N// \\"”5
HO—P o / HO—P o
o OH \\/ =Nz o  OH - YN\’/)\
I - -
WﬁﬁW’J\O)“ﬁ . ~4“mw4\0/kn\ T- F
—_ \ —
oe\)_"\n O———on 0=8‘—,<N 9 —oH
N—? N—? o
$ )
o o
A \ ulz

[0137]

[0138]  frit, B SRR SLE
[0139]  [40] 4k [33] . [34] . [36] sk [37] LTl Ffrik OB TR 25 iIEc A , Ferpr , DAL

A S U T — 25 N -

o /_\ 0 NJ’_N\\ i
N O
o N w\)x/ o o NN
— [ et
ﬁ//\nfé )‘\\ g F “{ﬁ\N"'\D)\\ o F
Oﬁ ;‘---SH " _‘_\_N  — :L...EH
-_\'N_._ﬁ’ o ju._i’/ o
¢ (
) )
o o
\, %
[0140]
o N/fr’_N\ 4 o N//_N\>rﬁ
He. b ) - Hs-—% o -
Q OH \ o N o OH \ s J/
NZ N’(G/“-\ o F NF NN ) o F
Dﬁl\l o %-—SH D_\f_hN o |F|'-3H
—? ° N—? o
{
/
aly Q
A - \.

[0141]  fEitt, B SRR HLA

(01421 [4174RHE 1] ~ [40] AE—TT iR (I HUIAR 25 i Ibcy , Hodb i e LA —Lb—
La—Lp—Lc— * &R, N, S5 RoR 5 25MD4E 5, Lo e U4 I Hh AR DI I Hh 2 Bk
MR P IR IIE B [ AL, Ladona H L FIWAH RIS —>: —C (=0) — (CH,CH,)
n?—C(=0) —.—C(=0) — (CH,CH,) n’—CH,—C (=0) — . —C (=0) — (CH,CH,) n*—C (=0) —

20



CN 118846110 A W OB P 15/357 B1

NH— (CH,CH,) n° —C (=0) ——C (=0) — (CH,CH,) n*—~C (=0) —NH— (CH,CH,) n’—CH,—C (=
0) —+—C(=0) — (CH,CH) n*—C (=0) —NH— (CH,CH,0) n®—CH,—C (=0) —— (CH,) n"—0—
C(=0) —PAJ— (CH) n"—C(=0) — , 7t n*FoREEA ~ 3,0’ Fon B84 ~ 5, n' R~ IEEL0
~ 2,n"FRIIN2 ~ 7, Lo ¥ La 5 AbIF R E Bl T A O BE LS A 10 IRR  BlokLa S Ab I
BRI A 5 OTRIBE 1, LA M, Le &R —NH—CH, — . —NH— &3k — CH,—0 (C=0) — ik —
NH— 2% J5 5k — CH,— 0 (C=0) — A7 AT

[0143]  [42JARfE L4 1) kIO B 25 I, Hovh, Le AN

[0144]  [431ARE [41 ] Frak Pt 2o Iy, Hor, Le Jly —NH—CH,—

(01451 [44]#R¥E [41] ~ [43] HpE—TprR BT 25 IRy, Horp, Lporae F A T
) I AL AR B — S s —GGVA—  —VA— . —GGFG— . —FG— . —GGPT— , —PT — . —
GGVCit—\—VCit—\—GGVK——VK—\ —GGFCit—\—FCit—\—GGFM— . —FM—.—
GOLM— \ —LM— —GGICit— A& —TCit—.

[o146]  [45] AR [44] Bk Mohuik 2o IRy, Foh , Lp ) — GGVA— . —VA— —GGFG— . —
FG—\—GGVCit——VCit—\—GGFCit— i —FCit— I TEE—"

[0147]  [46] R4 [41] ~ [43] FPE—T Tk (i 25 e, o, Lp oy — GGFG— \ —
GGPT —\ —GGVA— \ —GGFM— , —GGVCit—\ —GGFCit—\—GGICit—\—GGPL— —GGAQ—
2k —GGPP— HEE—

[o148]  [A7T]HHE [46] Frak O IR 29 BIA) , Horh, LpJy — GGFG — B — GGPT —

(01491 [48]#R¥E [41] ~ [47] Hp{E—Tfr iR LA 25 IR, Horp, Ladkorae F A T
P AL R AT A : —C (=0) —CH,CH,—C (=0) — . —C (=0) —CH,CH,—C (=0) —NH—
(CH,CH,0) ,—CH,—C (=0) —,—C (=0) —CH,CH,—C (=0) —NH— (CH,CH,0) ,—CH,—C (=
0) — AR — (CH,) ,—C(=0) —.

(01501 [49]#R¥E [41] ~ [48] Hp{E—Iifrik i LA 25 IR, Horp Lb il N iR g Ay o
WAE—Eit AR

N/’N\N)&, f\N’N\\N
\ i \
[0151]
N”N“N/"\ Ny
= | | S = | | S
~ - - -

21



CN 118846110 A W OB P 16/357 B1

N/’N\N)*. r'LN/N\\N
[0152]
H H H H
oy, " v "
[0153] 1t FiRFrsILbI g iy U, B 5 R HLagh &, PR R R S Ak sl Ay
R RE LS & o

[0154]  [50] R [41] ~ [48] I {E— TR BTk 25 I, Horb, Lb ol — (BREARE L
g —3—F—N) — fEitt, — GBI — 33— —N) —LoRbL Mg

i)
[0155] (d;rﬂ *

o}
[0156]  fEit, B 5 3onSlagh &, IR AT R S HUIRI 1 It SR 2R S 10 M ek T Rl itk 10
i

(01571 [51THU (411 [46] ~ [49] R E—TFrR TR 2By, ok e LA —
Lb—La—Lp—Lc— % o, U, 53R 5 4MD45 5, Lpy —GGFG— .5k —GGPT — , Lak
7~ —C (=0) —CH,CH,—C (=0) — ,Lb#&ox Fal:

N/’N“N)g _F‘N/N\\N

N\ 17 N\

[0159] /& FaFrRILbI &5, B 53 n S lagh & IR R S Ab R birgE ok Fi 4t
[FIHBELS B, Le R —NH—CH, —

[0160]  [52]4RHE[1] ~ [51] E—IiHTIR PR GBI , b, o 25 I b 1
B FPURI 2S5 G 30D ~ 10 197EH

[0161]  [53]ARHE [52] ATk Pk 25 I, o, Stk 25 B I rh i — 20 - Dk
B2 EE G EHEL ~ 5 IITE

[0162]  [54]AR#E (1] ~ [53] AT —TIATR iR 25, b, Pk M S Huik
Asn297 55 R E (N29THIEE) 5LEE 5

[0163]  [5514R Y [54] ATk B TR 2B, Frh , N29 T B A e RO M B -

[0164]  [56]4R$5 [54] 2k [65] FriR Tk 2o By, Horp  N29 Tk JyN297 — (Fuc) MSG1
kN297 — (Fuc) SGo

[0165]  [57]AR#E[1] ~ [56] HATE—THTR I HUAR 2GR , o, BiRhHtHER2 P
PTHERSPLIAR HIDLL3F AR HIFAPHUAR  HiCDHI LHTA  HTCDHE FLiA  HTA33 TR \FiCanAg A
PICDLIPTIR HICD20F TR FTCD224 TR FTCD30F T H1CD33 A HiCD56 H144  HTCDTOH T
FICDIST LR HTITROP2HTA \FICEAT A HiCrip tofitf « HLEphA2HTIAR  HTG250H T4 HMUCT 4t
& FIGPNMBH IR  Pilntegrin &5 ) Hifk FPSMAFIK  fiTenascin—C (YIRS —O) i

22



CN 118846110 A W OB P 17/357 B1

R BHTSLC44A 45Tk «PiMesothelin (A ) /K HIENPP3F LA « HCDATH A  PTEGFRI T
PIGPR20FTAR B IDREF LA o

[0166]  [581ARE (571 ATk TR ZGW B, b, U HTHER2 T4

[0167]  [59]4RHE (681 Ak TR ZG I, Horb , JuiACh B8 T 715 LT IR R 2 5
FF eI R VL S 415 2 Bk R e ATE s S B Boik sl B 2 i 21 5 1T
IR A ER 7 YTE 258 DA S F e 215 3T R 2 IR e 7 Al TR B I ok
[0168]  [60]4RHH [68] ATk [R5 BIbe, Forh, Huidch &8 H iy 415 28 BTk 1) S 2
FR Fr ST B 2B LA K F 45 29 TR (R 2 3508 - YD s I BB IO LR sk 5 R 74115
28R )2 LR 7 A E A R R LA M R 415 B0 I (1) 2 B8 - S TE B B B (P
[0169]  [6114RHE (571 iR 25 BInc, Forh, el 68 i 415 31 ATk 1) 2 2
FR Fr ST B 25 LA e FH P45 32Tk [ 2 3588 - M i BB I B 6 5 F P 411533
FIT IR 11 24 R 7 41T il A e DA N H e A5 34 PITik  2a B5 R e 7 JE B B o Bk ke
B 17 A5 35 ATk [ S FE R - A1 T i 1 B 5 LA S R 4715 36 FIT ik IR S S5 TR 7 41 T Al )
BEIHTAR

[0170]  [62]—F 5\ (Ta) Frosib S e - 2580 i ez (1 #h .

R

i

; e

N P g ¢
A
X L X N\ - Zl/

[0171] ?R1 \(_\@{3 W (1)

L‘-”&‘;/“* 2 g

X\a X R
A p—a"

|

QZ

(0172 fFbk, L' Fos FT sk b ok 1 R 5 . —NH, 2 — 23k O R IL S L FF LD e 2 —
[ Q—FEELMEER) S 5] SRR NI A1 ~ 3R B A B R 1k i
JR L R -

X

23



CN 118846110 A W OB P 18/357 i

R HNT = 0 o
A b A =
| g RN N ey Ny X
R | | R—" R— R il R |
N A N ,l AL M ,! q A l R ok
N P NN &8 N6 N~y
ol _‘L ok, H oA H
RT
R ] HN R
8 HN Q\ ‘,' R o P ..-.I;
N J\,‘,J‘ N L\\ R | e R ) NP7 N
& | = R | s N 4 N
N F— b L R | N | |
o~ -~ - - = a, . A
N “a_l-/ 9 ‘\N'f_, ~* !“ N R N SN SRS N N R‘R
LL‘ él " -‘L £ "‘-{.
R’ " '
HN 0 o /7 /e
I \ \
Ny N » R - Vil . A~ ~N
N N |J\ L& | z‘l I L |
N 1_,-‘\_5.3 NNy A o8 N . ‘I’/N IN_ N.—;_. \N'-Li N \l;- o
- vl o -~ H . ELR
o
7
R it
\N,-Q. -
n ’_\_" r"—
=N i,
"‘"(\ A

R

[0174]  fEiit, RM&RG 5y Bk M F R AR T R TR —NH, C1 —Cobi 5t C2—
O EEERC2 — COREE , R'DL KR 43 By b g AU ?ic1—66l"”£€,wc1_<:6kmﬁﬁ&
Vb AL 9 H 225 DL SR A A A P 1 sk 2 ORI RO RR® 45 g~y
IR AR T RIR T, 28R — CH,— « —NH— 855 1, 2P FonRUR Tk —Cl=, L%
AT BRI —NH, #29@261—03%&&’%%(:1_(:3;%%,@ PLRQY 45 By o
PRIk R E (BH, —) L Q°PA Q% 45 By b R AU B 5, X LR X4 B
b F RS B Bk — CH, — Y AR Y o s — O, — X PLRX sk 1 R iR

(1i1) sk Gv) rPABERT s (G11) YOMSJRF, X — X' /R — CH, — 0—  — CH, — S — . — CH,—
CH,— Bf, — CH, — CF,— 5 5 (iv) Y' gy — CH, — I, X° — X' R —0—CH, — , XL B X°HoR e H
ik (v) Bk (vi) i gERT s (v) Y2 SR X — X3 R — CH,— 0 — . —CH, — S — . —CH, —
CH,— Bk — CH,—CF,— ; 8 (vi) Y* )y — CH,— i, X’ — X°F>r —0—CH,— ,R'\R lxj&lﬁ“”ﬂﬁi
M FoR AT X R —O0R —oc( 0)R +—N;s —NHR . —NR' R” 2k —NHC (=0)R" (%’
TR AR 1. C1—C6kedE.C2 —CGi%%\CZ—CMj%%E‘zCS — C6FREAE %01 — 6413 .C2—C6
ki C2 — COLIE ATAT e M 1 ~ 64 1] KB, R” R 7RC1 — 64 3L . C2 — 647 3L . C2—6
BRI R C3 — COIRKE L W Fom BUR 1S 1 BB Tk — CH— , W3R &UR 1k —ci= R’
FoRAE T R F T —NH, R R R ik (vid) ~ (0 FEEER s (vii) Wb RUR 11,
ROFTRAE 1 C1 — Bl RE JRIECT — 08 FEE S BEC1 —CokedE; (viii) WS 1, ROR
T s GO W BRI ROAEAE 3 3E (O W'l — CH—Tf, R%%%ﬁf? = RIE —

NH, 5k C1 —C6 kg, 7' —7° — Z° At R om ik 1 DA FA9FERA : — CH, —CH,—CH, — . —CH, —
CH,—R”” — —CH=CH—CH,— \ —CH=CX—CH,— . —CX=CH— CHZ— —CX=CX—CH,—+—C
(=0) —CH,—CH,— —CH,—CH,—C (=0) — , —CH,—CH (CH,) —CH,— 5k —CH,—CH,—CH

(OHy) — 5k F AP R, B R 67 — 0— s Ol — Ol — X 2
7.

24



CN 118846110 A W OB P 19/357 B1

[0175] /l ‘_>/
¥

[29
[0176]  fritt, B 53R GWEE S RS R 5 =C— O 1454 .
[01771  [63]MR¥ [62] Frk (b AWk HL 2588 |- T2 a2k, Horb WO %UR 1
[0178]  [64] M4 [63] Fruk (AL A Wik FL25B0 | Tz ik, Horp WO U - R7 N &R
+
[01791  [65)FR¥ [62] Fr ik (b Sk HL 2580 |- Tz a2k, Horp WSS 7
[0180]  [66]FRH [62] Fr ik (b Sk HL 2580 |- Iz i2h , Horb  WORRRIE 1
(01811  [67]R¥E [62] ik (b Sk HL 2580 |- 32 2k, Horp Wy —CH—,
[0182]  [68] R4k [67] kb A Wk HL 2538 T hesz o, Horh , Wol — CH— , R™ U5
+
[0183]  [6914R#E[62] ~ [68] T —IRATRAIML Ak HL 253 Tz fsh, Horh, 2!\ 77
DA K 7’ 33k hy — CH, — CH,— CH, — Bk, — CH=CH —CH,—
[0184]  [70JAR#E[62] ~ [68] T —IATRAIML Ak HL 25 Tz fsh, Horh, 2!\ 77
AR 7 Er oy — CH, —CH (CH,) —CH, — 5% —CH,—CH,—CH (CH,) —
[0185]  [7114R#E[62] ~ [68] T —IATR AL Ak 253 bl ez fsh, Horh, 2!\ 77
AR 2P Btk g — CH, — CH,—R” — (R”” FoRm —0— 5k —CH,—CH,—) .
[0186]  [72)4R¥E[62] ~ [71] T —T TR L A ek HL 2530 b 32 i, Horbr, W
H—CH=.
[0187]  [73)AR¥E[62] ~ [T1] AT T TR oMk & sk FL25BE |- T2k, o, wly
E i o
[0188]  [741AR¥E[62] ~ [73] AT — T T iR Ok A5 Wk BL 25 B |- ml ez figh , o R1SE
IRAH A
[0189]  [75)AR¥E[62] ~ [73] AT — T T ik Ok A5 Wik B 25 |- ez ik, o R1S6
RIS
[0190]  [764R#E[62] ~ [75] AT — T Tk Ok S sk FL 25 BE |- T2 g2k, o, L v
FIRDAJCR® 43 Bty by S5 o
[0191]  [77)AR¥E[62] ~ [76] AT — T ik oMk S sk FL 25 B0 |- T2, o, L'y
2EEH N R R AL LA

25



CN 118846110 A

20/357 i

R RB
e A an
o o~
fﬁ I N/)\Rg fz | WJ\/R‘u
o]

J_
[0192]
r'2 NH, R o
mkﬂg N'I Nﬁ‘\Rg
L : L
f?
N < N/><
" r!" /4 1
fL/J\ ¢
[0193]
(=0) CH,0H, — CH,NHC (=0) CH,0H

Ji sk RV DLMRY /\nﬂéﬁifﬂﬁﬂ“—k}—% ﬁkf?iEﬁ%,jZ%R“U\&R“

PikE, 21 FoR — CH, — . —NH— s U5

R‘D

1"

R

[0194]  [7814R#E[62] ~
g = REE ISR i3 S EE La Rl B L A i
R12
R
<}‘ N /NfN
N“l N&LRH <:q |N¢K/Rﬂ
oL L
o o
N N/‘\/R12 M N/\/Ru
7 | 7
¢ . <Nﬁ¢
L L, :
[0195]
R‘L}T:T\H, R'{‘ﬁ o
74 l =N MNH
}“" N/)\R‘: N N/)\R‘s
wl, ~L .
o o
R12 Rﬁ
N?N\iﬁj\/\\/ é‘f’LI/\/
NN R NN
L N

26

~N
J\ /><F‘"J

R

"
HN™ S
N 2N
v
<N ] N/)\R‘a
L
R13
N = RIZ
<:,| | = ¥
N R
L

93

D3

415\/&(

N R
¢
i N SR
NH,
/,N SN
N\ | I\/Rm

{ b
/0 N
e,

%’“Jkt R*DA KR %TWF? i%?f% Pk —NH, , R'FREESL  —NH,, —NHC
— CH,CH,NHC (=0) CH,0H £ 5£C1 — C3 i R ki 2 FEC1 —C3

gE G R IR

(761 HE—T AT AR HO L A sl 2B T2 i, o, Ll



CN 118846110 A W OB P 21/357 7

(01961 fEIt, RPA KR 43 Bty 8 Ui 1 Rk — NI, R™ RS — NI, —
CH,OH, —NHC (=0) CH,0H., — CH,NHC (=0) CH,0Hz, — CH,CH,NHC (=0) CH,OH , Z* 411 iij ik 1 3o
[0197]  [7914R4E [62] ~ [76] HfT—TiFT IR I & Wl L 25 b AT 4204k, Forp Ly
H 1 H T 2o A A A

H

OH /N\R‘f’ /M ;"
N TN N\)‘,\\N N N IN\‘/gN
N— & g NN SR NSNS N=SNE S R
iy B | . |
H
e NS NR rR" R"
No__ -2 N AN N~ N -
2GRS & WEG ot S s
N R N N/ R N N/ N/\‘/OH \N N/ N/\\/N“\R“
~L . L oL LA i " ,

[0198]

0 o o]
J'I\ OH NIU\ AN n 15 I H\ OH J_L ;.'
N . ~ N ~— R N - W N P L
/ '\r N i 7 N N e R
<'?"L\N/)\ fﬁ | N//l\ﬂ“ <NL'1' GL'L

R N
~L

16 16
R-\j NH, R o
\
- /A\ . /)\u
L

(01991 itk RM R AU 5 —NH,, , R HR AU 15— C (=0) CH,0H, R 2k —
NH, . — CH,0H, — CH,,CH,0H, — CH,NH, i — CH,CH,NH, .

[0200]  [801HRHE[62] ~ [79] P T — TR iR AL A5 Ml 268 E Tz i h, Forh L3
TRAH TR T\ — NI, —CH,OHEE, — CH,NI .

[0201]  [811HRHE[62] ~ [80] rh AT iR A 75 el 208 | W] ez ik, Horh QDA
RQ" GBIk 2 N S R

[0202]  [82] R4 [62] ~ [81] FpAT—THAT R AL A Myl 208 AT sz ik, Horh XTRA
BXFoRART

[0203]  [831HRHE[62] ~ [82] rpAT— T iR AL A5 Myl H 208 W] sz ik, Horh YDA
RV FoRART

[0204]  [841HRHE[62] ~ [83] rpAT— TR AL A5 Myl H 208 AT sz ik, Horh , XPRA
X' R —CH,—0—

[0205]  [851HRHE[62] ~ [84] rpAT—THAT AR AL A5 Myl H 208 AT ez ik, Horh , X°RA
X R —CH,—0—

[0206]  [86]4R 4 [62] ~ [85] rpAT—Ti ATk b Ak L 2588 F T ez sk, Horbr RY\R?
LR 53 BT 3 Ay U5 R s Ui

[0207]  [87]#R4k [62] ~ [86] HE—TIFrk I Ayl H 208 T ez gk , Horp, ik
Em L M2 X T — 25 AR .

27



CN 118846110 A W OB P 22/357 T

7
p—a’
Il

Q

o]
J
ﬁ—a (o]
Q

(02091 7Egt,L'\Q"Q" \Q*PAKQT ik sE SRR REPAKR' 43 Bk b R AUR
T RS R —NH, , W IR —NH— U A 8k — CH,— , W3R — CH =Bk U
+

[0210]  [881ARYE [8T] AT AN S Wuk L 258 F T gz ish , b Bk S5 DA R 2
ME TS5 R

N —N
¢ V2R o V2R
S o )
_— —
o R \r“'N\} o Rr" \"“‘W/DY'J\
[0211] o [_gt® ":,._.1“_.R’T [ _®
L"-'(O)\\ s w® oK L'f"\o/“-«.\HI c|>° R
0 P—a' 0 p—a"
Je 1l
Q Q

[02121 7k, L'.Q Q" +Q%.Q7 \RYLR' \REDLRY ik X
[0213]  [8914RHE [87] 1k [88] Arah it Syl H 253 |l a2 igh , Hor, Fridv 5904
RIS G X I E—E5 M R

28



CN 118846110 A IH' HH :F!' 23/357 T
5 N P N
] 3) i s
G—T o e Q '? c:\ —
o OH O N o  OH O N
L'-Qj o  OH L"'(oj\\ o R
o——---—Flimo' o F|'-—Q"
Iy Il
ﬁz NFN\ | ﬁz N//_N\ N
Q—Z o) } Q— 0 }

'-—
-
0 |
A
(8]
o
@D

o— r|=—o — ||=—Q"
(|}|2' gz-
[0214]
: 7N o 7\
0 O e ol N 5
Q—P o _ Q—Fp o) _
cl)” OH D\.,-'N y” é“ OH L_Omhi -
s -, o= \ ; R‘g,
LL"‘/\:)j o oH L"’Qj o R
0- -Fl-—o" o) ||=—c"
[l >
o a
' le N/?_N\ o ‘ {|2I2 N//_N\ o
Q ) _ a—p -0 _
T 6 i e
% RZD‘ / £ Fa RZO‘ - / R‘g'
LP(:L\ o ToH L'/Q-\\ S
o Fl’—a" 24 o ||=—o"
[l >
a a
[0215]  fEitE, L'Q'\Q" \QPAKQ” ik X R R ROAKR™ 45 By o A 1
BRI
[0216]  [90]#RHE[87] ~ [89] HUE—W Tk UL Sl 2521 |- v Fesz il , Horr frak

AL R A g Ui T — 25 Ao

N
0 J NN
HS—-TiO _

0“:
o] IL—SH
I
[0217]
: TN
HO— o —
‘l’-,_ i \\O‘" 7
L"'Q\\ c|f:- “on &
o P—SH
I
[0218]  ZEIt, L' Uik e X .

N
0 ¢ ONN
HS—P o
| —
o OH O N_
Ls S ou
= |
e} R—OH
e}
N
0 NN
HO—P o
|
o OH

29



CN 118846110 A i';ﬁ HH :F; 24/357 11

(02191 [91IARHE [87] ~ [90] T — TR ML S sl 20 BE | e el , Ko, irk
AL R A g Ui YT — 25 o

-
O—1o=0
(]
= o

i
\{O
Z_| z—:;'\“-..I
N
=X

= 3

w

!
O—1=0
Q
e o

r
[{"
- ﬁ
N ¢
=X
v

[0220]

/ 4 %
L'—’L o OH L=\ o oH
o o
' l
o P=SH o P=sH
o o

(02211 Zeitk, L ik e X
[0222]  [921AR# [87] ~ [90] T — TR ML S sl 20 BE | T2l , Ko, irk
AL T A g Ui T — 25 Ao

i ‘e i ‘S
HSI--T 0 \{ { HS—T ?'. \
le) 1\ s} I
o o NP e o oH N_ o
s 3 7 \‘/“‘ } \l,rr‘
'-""k o E’OH L O. .-'OH
0/)\\. I o |
o P—OH o P—OH
o o
[0223]
N N
0 /_\ylﬁ ) / \>’n
1l N 1l N
HU—ﬁI’ 0 N/ HO—T q‘ __ )
o oH LG,,J P o oH \,(i\__.u p
- s ) [f
! )\
1 a3 - 1
L—'Qj cIJ oH L-"'J\O/\\\\ c|> OH
o P SH f; ) B—SH
o o

[0224]  FEpt, LMk s S

[0225]  [931#R¥E[62] ~ [86] HAT—Ii TR ik APk HL 2578 | ez nEh , Hop frak
Em AR,

o] //_N\ -W5

3 |

[0227]  FEE, LSRR E S, QLA Q™ 43y h 3 B S sl i 3 R DA SR 93 Bk

30



CN 118846110 A W OB P 25/357 i

b 25 AL U T WS R — NH— s i -
[0228]  [94]HR4E (93] Ak L A5 Myl L2 R b b2 i)y, v, B S ph A R 12
AP — 2 R

—N
/|

N
; N s
o o DA @ e )=
0 OH = r{\/)\) c', m ~ N A
[0229] — T — T
{ o 1 =
N0 o OH L'J\o)\"1I T F
| | 3 o p—a”
© e o i

[0230]  FEpt, L'\ Q DL RQ™ W i i X
[0231]  [9514RIE[62] ~ [94] HT—Ti Tk [k ek L2500 b Al hesz i dh, B L ey
LU E—45 R,

[0232] jﬁ;:I:%gi <P:]:;%;i\ <’:]:?%:l\ <Ei]:;%;TH

[0233]  [96]HR#E[62] ~ WM$E~W%LW%A%iE%@LTEx% LUHIPL R
44%%f¢%&~*%ﬁ%ﬁ

[0234]

H
N
N\_)LN/\V/ OH

[0235]  [97]H4k [93] . [94] 5k [96] Tk Ot S yml HL 208 bl sz fh, Horp,
DHILA M YA A P E— S5 LR

31



CN 118846110 A W BA H

26/357 T
f_q\\d_w: ﬁ ﬁ_u\‘}__\-\'"
B Ile & N \] .3‘_T o - N
L S N A
\ g e\ ¢
N%F’&‘O/ﬁ‘\ cl OH "l\/ ;N’\O/h“\_ T F
= - = ) N S
HNj{_ \ o p—a o= X i
N—~< 3
N— Y
R )
HO
[0236]
N —N
. 0 o f N
a—FpP }_{ ) P o % F, M
e, o N~ & om \\‘/n\r.-hi ,,/)m)
A M Vo \/
"{%-’"’“‘o)““ g * N e /\"'\ ¢
}={ \ Lo = 7 |
.,< \ o- T o=( § =} p—a’
N—? ] =\ 4 1

ST
[0237] 751k, Q%.Q7 DA W ARk & X

[0238]  [981#K4k (93] [94] . [96] &k [97] PV T—IiATi ML Syl L 2B B T e s fh
Hrt DAL R A4 i Ui T — 25 o

N N
ﬁ Néf_ \\r-'n ﬁ Nér \>'~n
HS---!l’ ) \_( Hs-Fl- o \,— )
° oM \\é‘.ﬂ Yy o oH \'-._‘{o\__.n\)\
AN ,(\ M~ ~ ~
N&_‘N o/“-\ll o F "i y’&o)\-‘ T F
a:< "'{N o p—oH 02{’“& bt on
) 5 i o
)
HO HO
[0239]
N —N
ﬁ N”?_ BN o WA N
HO—T o }_ HO—T 0 \_/ j
o OH \.__h( \__.N P o OH \'\C\]‘N{\)\/
N\%xn-r&o P T * l\{ 4\}.‘ -"KO/L-\ s F
DZ(/_‘_’\N ié: pusH & "__‘_{\N L %-—SH
g 9 N—? o

) %

X
0_\/-._\

[0240]  [991#RHk [93] . [94] . [96] &k [97] FVT—IiATiR ML Syl L 20T B T ez fh
Hrt DAL R A3 U YT — 25 Ao

32



CN 118846110 A W OB P 27/357 i

i N
" \_-N c 3
HO—P C / 3y -10—-]-——— st {f
1 \ f A\ { \
| o ! o ! \ J
o oH N ‘_n.-_w_;)ax/ C oM '-...._f\/ \I"Y"“ﬁﬂ ~
/'\. ,,.( ) { N / ) :
> N -~ "‘ =
N N '""‘\ F \ N ) ¥
= | = \
/ o P—OH / o P—CH
fa} N | 02\ N
/ o
N— N—
( {
\.
) )
HO 4o x
ak
—N
/4 N
i NoY-s
ROl N/ 1
| \ =
0 !
o ._{')H ~ \?._.n\ P~
— /
P &
L \Q/L\ o =
e / '.
;A\ o] P OH
0= N
N—? °
Fs
{
hY
HO—, )
o o
H

[0242]  [100] A4k (93] [94] . [96] sk [97] AT — T Fraik (L S M sl L 2538 B T 3252 11
#h, Hor DEIDA R4S P I E— 2 s -

0 YA 0 VAR
s T' ° \J.— & Hs-T——-——--—---o e |
o OH I\_G,N\//\/ o oH L(}‘N P
N%N'F o F N%N"O\ o F
= ° | \:{ ° |
\ o P .uSH P .S
028; N I 0:( N ]
N—? o N—? o
Hc»S HO
[0243]
N
’ aw " aw
HSw P o N HS=—P o i
& om L@,N g 6 on L(i?'” 3
“{’\N""‘\U o F N%N’\O T F
:2‘__< o Fl--SH = o T
[} N © N |
N—? N—?/ o

HO HO

[0244]  [101]—FPSTINGHE BN, H Ak 5 b [1] ~ [6 1] Frik i i 25 M i LA &
[62] ~ [100] ffrik (b Er Pyl HL 23 | 32 ARG I A FR AT SR

[0245]  [102] —FhEs 2G4l 59, HE AL B i (1] ~ [61] Frid g5tk 25 i L & [62]
~ [100] Frk e Sl HL 253 b PRS2 (R b AL B (R 20 FR IR Al

[0246]  [103]—Fhsyufiira 7, Foo 2% F il (1] ~ [6 L] Fr i fivtk 25 i A b [62] ~
[100] AT AL Er e e 2538 | T A O 2 PR AL

(02471 [104] 445 [103] Fir ik OB IRE 771, Hovk, Joivfed D s « 5 P PR b R R
(IR S INE SR e iy by i1l 07NV N 537 S W SN SR ey N S N N

33



CN 118846110 A W OB P 28/357 T

L EE RS E A =AU T SR IR RSB IRR 2 TE M 2 R T BRI v
T SRS S IR DR  TRI B2 R 1B W [R) JBURR (GIST) e I e B b B AR 41
FOJEE IS AR IR R AN RE e e ke PR 5

[0248]  [105]—FiEal0iasy 7ok, A BHE 45 20 i (1] ~ [6 1] ik (BT 25 My -
[62] ~ [100] FlraR (oAb 5l L 2530 1 T2 3k L [101] FIraR (O STINGA Bh 51« [102] frak
B 25451 A K 11031 55 [104] FradR (R g A4 i ) 2 Fh (R4 e Rl

[02491  [106]4R%E (1051 ATkt )5 ik, Horb, S b ildes B g PRIE b R2dss K s i 41 R
it ZIEVE RN T BN RE - UF B BN  FLMR R 2R e e B e Bl
i E AR SEAUE B AU I AR BB 2 TP S T Bl g IR L Sk
Jet FDR B  TRI B8R T8 B 1) SURg (GIST) AR i RAE s B b B  BietR 4 it « (i
I~ R IPR EEL 9P SR A RS B R PR

[0250] & HAZGOR

[0251] A& WIRR (b R CONRT A= W o A A W 3 2R CDNYT AE W FL A SR U STING I B 771
i, LS R BT IS M . 5340, AR DA R It — MR 4 545 25, HLAr SRk B i
A PR SR T AL TR CONAT A= B o

B 1352 B

[0252]  [&|1 R IR AR B 25 i (D) 1993 ) 1« Y SGAUBH G s AGHU 1A
TR 2 I (B LIGARY (TT) 1993 ) LA K HIMS GARUAR: e A 470 A A5 2 10 2 W (1B
(BB (TD) 19931 » (a) R ZGWID, () Fonifd% 11, (¢) RoRPEGIERE [~ (L(PEG)) , (d)
FRN29TIESE (R, A IR TE 2 ~NeuAc (Sia) « A TS FTE S RMan . A A1 S fifE &
RGLeNAc M2 PR RGal LK F e Bl = M RFuc) « B R MIEA ok B e E:
LI 5ok H PEGIERE 1108 RSN I AR B =R BA . Yo TR oS fifAR Ab - PEGIE T
SRR SRS MR RIR A 26 R TR 22 e e i o REGRARF AN 12 8o o A
AR A E H

[0253] K22 LR E AR I 25 I O Rl FR R (Fucal , 6) G1eNAe — itk (15
21ARY (1) [13531) SCIURRE FE AR FL A (BA219BIY (IV) 11953 1) LA RMSGIR G FE A ik
(E2fchy (V) 53 ) AT I B B A FITA I R Yo B ST — AR Rtk Ab o £E 1A
2/, (o) FoRAEFuch LA 561 eNAC 6 oo 1 8 O BURIE BCHIN2O TR - 11211 B
LA CrH, () Fom S EITAFRIN29TRESE , (F) 9 A & RUIEIIPEGIER -, Tt R be
G TR LN A& R AT S AU MPECE R 1045 & 5 U5 B LI PEG A £ -4
I o

[0254] 39 M AE SV ANIE ™ A O He pAk il 12 SG AU Gk s AR FL Ak LA M MS G 5 s AG Hii A
L i i R - (TTD) DL (TV) HEI2[FHE, 73 3127 (Fucal , 6) G1eNAe — itk
VAR SGRUpH ik HAL TR BMS G AU Bk E A LAk (V) H 00 10 AL s dm i = AL bk, e
N29 TR HE A I 53T HTR 54 - RIBIIAZR SRS (V) I AN EIN29 THE S HIEndoS 2 2RI K figt
R AL i 1 73 231 (Fucal , 6) G1eNAe — fipdk (TTT) LR . F3IIB 0 Hifk (TT1) 1
N29THH5EG1 cNAC , {1 JTIEndoSD233Q/Q303L A A 2 2RI MHEL L AL Il SCAL IR S Ak oy 1
PEATHERERAS , NIl £ (TV) FOSGHRUREBE S AT IR TR - KI3RIC S S ABIRIAE: , A Ptk

34



CN 118846110 A W OB P 29/357 T

(T1D) FEMSGHURHEE BE A /I THEBE L AL T IAE (TV) FOMSGIUMHSE S A BT T - 711k
i PR SCRUBHBE (A 43~ LA S MSGRUM AR Sy 10 2% I AR I A MR R i R &
RUSEIIPEGHE F I8 Ui B , 76 HE A SCIUN29 TR B TR AL ST LA MMSGRIN29 T EiE EE A Pt
P, an2iIBRA M ORI, AR I A MR R (L A T 1 TRIRE & -

[0255] K455 Rl ZER AT (Trastuzumab) FIFEI R SIR T 5 (415 1) DL SR
IR T (FFA152) o

[0256] K53 Rilus HTHER2HUA IR BE I 2 LR 7 71 (Fr 4125 1) DA B 0 2 5 1R 1)
(JF4153) o

[0257] K655 (a) AZSSTINGHEF A=A Z IR 741 (b) AZESTING REFAZ /8 (R232H) (1
IR T VA (e) AZRSTING HAQAE F4A (R7T1H\G230AR293Q) 2 3EFR 741l o

[0258]  [&] 73 R EE T CONRT A1 JIRE P 45 25 O e g S0 R o 1A v g B P 3 s 1R
(vehicle) 41\ AU 5 263~ G W45 624y 2541 Bl = MR IR A g5 8b%5 2041
AR LR Fom A A Y45 9b4s 2520 - HNh Feom IR AR (mm®) |, Bth 3 IRg RO AR 0 K
A

[0259]  [KI8F/RIE T-HTHER2 1 — CONEIEEY (1) DA S HiLPSHT &k — CONMIE (1) [k
25 2510 HUMRE ORI 1 SR DU 5 2 N A, A = s 22 611 VR BOs B
HER2$T 14 15 S 518 b I A4 A K 1T B U P THER247 T 1 — CONMEIP-A (1) 45 2541, SR = fakak
S HR IR SGE BILPSHUAR IR 5 SR I8 b I X A I 1T B I BTLPSH ik —
CONHIPEH (1) 52520 - PR IR AR (o), Aith 26 IR RS AL RO R

[0260] 955 RIE T-HTHER2 11K — CONMERIA (2) LA K (3) HURRIKES 2T PR 380 -
(RS 5 e 3R R, DY 283 R PTHER2H Tk — CONMEYIECH) (2) 45 25401, [ = Zkaor
FUHER2HK — CONFEIPER) (3) 44 2540 o DN B IR (AR (om®) |, s 26 JivRg FEARL I £ K
A

[0261] 107/~ T-PTHER2P TR — CONPRIEEY (19) HUEFIIKES 2o B IRa 80 - B i 22
VU5 kR AL, B = A R BTHER2 P A — CONRIR) (19) 25 254 - HTHER2$1#A& — CDN
I (19) N Z5Wnediz 1 F A TR IBIE (cysteine conjugation) SHUAREE G PFhks
JEE AR (om®) |, A s R RS AL R

[0262] &1 REET-HTHER2H 1A — CONMRIGEH) (1) DA K (9) ~ (12) [k eG 25 1 Ioeg sk
S BT R SR 2R F R IR AL, B = ST 23R R PTHER2H TR — NS (9) 25 2541, 51 =
R FRPTHER2 DT/ — CONMEECH) (10) 25 254, 25 T4 3 BTHER2 P4 — CONMHIBER (11)
4y 2541 F I R PTHER2H TR — CONMERIEY (12) 45 2541« A PU 5 &38R PTHER2H 11K —
CDN{HIBEY (1) 25 2454 « FTHER 2P0 f& — CONIEHCH) (9) « (10) « (11) « (12) + (1) 43 AHA R RO 2%
PRI ST BISbI L A4 - PR IR AR (o), it 26 BRI AL O R

[0263] 1235 R T-HTHER2 14K 2 — CONMEIAY (1) HTHERZPLIAR 2L M A5 4 5 8bI1iE
ik 25T SR B Fh SR PO 5 2R SRR IO AL, 11— 4R F R PTHER 2 /4K 2 — CDNH X
P (1) 160pgs 2541, S8 = MR FRPTHER2P TR 211 59ue 4 2941, SEIATE 4 F R~ B4
58I . 2ugZ 254« THER2P TR 2L M Ak G Wi 5 8 bl 45 2t g A i T HER 247442 — CDNAH
M (1) B9 T 24 et N B IR AR (mm®) |, A IR R AL P R

[0264] 13 (a) FoRFET-PTHER2H 1142 — CONMHED) (2) DA K (3) HUFFIKES 25 HURE 24
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R 13 (b) Fon AL T HHER2P A2 — CONHIA) (4) « (5)  (7) DA M (8) I Ik 45 251 /g
R 13 (0) FornFE T-HiHER2H 1142 — CONEXA (6) Ik 25 251 Ra 38R I PR 1 2R
DU R LR AL, & AT 5 N Y & PTHER 20142 — CONREA) (2) ~ (8) £ 2541 .
YNERFE R AR (o) | At 2R IR R O R

[0265]  [E145% REET-HTHER2H 1442 — CONPHIDA (9) A K (10) (R Ik 4a 25 HUEg 3501 «
B RIY S 2R R R A, B — 2R pTHER2H TR 2 — CONEIBEY (9) 45 2540, AR 2%
FERPTHER2D T2 — CONEIA) (10) 45 2540 . HTHER2H 142 — CONERIEXA (9) « (10) i FH 254
YA A B 2 20 IMS G IR R AL AR IR BT A — CONABIBCH) « S Ih 2 1= g AR (m®) , 28
TR R ER .

[0266]  [E1558 REET-HIEphA2H AL M HTEphA29T 1k — CONTHIBEYD (1) 1k 25 251 4o i
TSR PR R DU 5 2R 3R R AL, 1 RTE 438 R PEphA2BTIR S 2541, 1 = k3ot
EphA247014& — CONTEI (1) 45 2540 - I\ Z R IR AR (o) | Al 26 IR REARLI O R
[0267]  [E1658 REET-HUCD33H A LA K HiCD33 404 — CONMEI (1) (R Ik 4 25 HUMvE
R ) SRDY 5 2R R B A, AP 2R P PICD33hiiRes 2541, I — £~ $iCD33
Fitk — CONMEIEH (1) 252540 - PR IR AR (o), ith 26 IR RS AL RO R0

[0268]  [&[17 R ZERH DT (Pertuzumab) [ERGEN S IR 751 (Fr81+528) DA K FEAE Y
IR (FF51529) o

[0269]  [E18F REuEHTHER2H TR I AR B 1 TR 7 41 (741 5:28) DA B 1) S LR 7
A (FF511°530)

[0270]  [E 19 RHICD33 PR REE TR 741 (741 5:31) DA R FE B 2 2 771 (7
H=32)

[0271]  E 208 REEphA2H TR I A ) 2 IR T A1) (411 5-33) LA K H i (1) S 35 1R 7 41
(FFH1%534) .

[0272]  [F21 3 ~HICDHEPT AR EE R 741 (F7 41 5:35) DA M BBk 2 12 771 (7
B1536) .

[0273]  [F223 RET-HTHER2H 1R 2 — CONMHIBE (11) DA K (12) (IR IIkER 25110 iRE 38R
B SR R R R A, A = AR R DTHER 20142 — CONMRIA) (11) 25 2540, AIRE
AR PTHER2H A2 — CONMEITY) (12) 45 2540 .

BRI R

[0274] AR BHTS K A STINGIE ST ME T L CONAT A=) S PR 25 I DL &
IR o A & AR R CONAT A ) L A STINGER ZHFITE M , 5 Y S B 4R 5 S5 T 2 4
MR F- 7226 o 534N A & B DT 2R CONAT AR Wi 1 12 S BT BT A T A A HUMRR S8R
HTUCDNAT AW W] LA B e n 25 2 o o R DORETE LI B ARl 2, a8 nl DL S e IR B I F 45
AN (N, R dn i ok o e 4ni) PR IR I g e 4G 2.

[0275]  STING (Stimulator of Interferon Genes) ‘&-FE{7 T~ PN BT I I 6 Mo 20 (1 i 42 A
o B JIZESTING R A7 AR S K271 (PLoS One<20130ct+21.8(10) .e77846) . FESTING
B MS , ORI, 5523200 2 50 MRS 2R (R) 42 il 41 =R () IR232HAE 7, 5571
RS EIR R) A2 A 2 (1) 252301 HER (6) A sl &R (A) ER293 0 RS 2R (R) A2
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SR R Q) IHAQAE 7 o LA S STINGIY) 25 A 1T of STINGI S) 71 R 4 75 X 41
RO R A P2 A S s N F A 25 (Genes and Tmmunity~2011.12.263—269) . [AH,
N T STINGIH DA A SFeE A B, dexs 2 STINGI R H A7 1

[0276]  FrACUiRHAIH, 9 e DA TR A ARIAIN &5 3.

[0277]  FEACRWIH, “GuReib s I 2 FELATEATIE A 5 [ SR AZ 4n i B g 4 R Stk
111 T4 i BT NK R ks 4 55 2 5 e vRE e 1 Je s 4u I TS 4, il 5 [ 4
I D1ES R RV WSS X AP e e N a SN AR L= e R Y STl S ep vl o a7 2o i e S TR B PN 7 (AN )
WG ST A RMBIRI ST RN KRR SR A I e il g i sk Dhag 1 0Ae
vo J4h, A S R A U5 S e e Be AR L, BN H5 i So R Ao b sk o5
E AN LA S IR -1 72 A 75 S e s i i sz M Utk o5

[0278]  FEA I, “BUMREROR” & fia i ot 25% B sk et s i Jrheg 4 i, phitb 5 &
JIREE R D SR 4 o A9 A0, A 2 L TR A g 105 5 IYRg 4 F 152 20 29 R
O BT EE So R ih A, 0505 2 TP A 1) 24 ) £ & MR TACS: 1 e 4 i ) L e
A PGS, 10 5 | R 0 B i D DL R AT 5, sl MR a4 , FR 2 BT RSOR -
[02791 AL WM, “4uffu gt 2 e DMEATE AR 4 5 R BRI AL, AURFE EHET
A7 , 45 5 [REDNAF UIWT sl AR 1) — R AR T A A (R DI 2t i oy 2486 5 R 464475 « 7%
TR PR BT AT IO 4R I 2540 Dhag i «

[0280] A&, “Aifite” th A S S MR N A, B Ami .

(02811  ZAUiHPrh, “p &1 2 FR - S R VR 1

[0282]  AUiH]p5H, “Cl—CoRidt” & Familil 1 E1 ~ 619 EL kS ak ik . “C1—C6kit
B MR SR I A BB L6, AT F A AT RN LT . “C1—COki ™ ol 4nm] PAZSH DA
ISR AR E Tk

[0283] \{Me \q/\“'Me | \¢ ~_Me ’ \/\(M ;Me. ﬁ;mh:e | \ /\‘v \ S W W W
[0284] R ZRFREURALIE

[0285] B, “C2—COMAAL” 2 FEm 122 ~ 610 P Bk SRt L o

[0286] AU rh, “C2— COMRIL” JFiR )i 1%k 2 ~ 611 Bk  SCRE AL o

[0287]  ZUiH] 5, “C3 — COPRLLIL” )& FRtk 1453 ~ 6 U MU ANEAIR IR 2L . “C3 — COER AL
B ORISR - BB L6, AT DARE 2 BRI o “C3 — COERGLIL” A an ml AZEHH DA T
(&5 B ARE T8t

/ = PN
[0288] AN \/A [~~ B (L/]
T e A o

(0289 PIERF RN
[0290] AU h, “FREEC1 — ColTHE” RARTERRIE T-401 ~ B EL§E 2 BERICAE IO 2%
HORLE |71 e MR . “HEC1 — ColraE” AR B T B 6, T DL7E
itk F TP “BIECT — O™ BITAT DA T FIO44  IEFRIRE Tbt
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NH
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[0294]
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[0295]  JIRZRFIREARA B
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a
N
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11 3 \s Y o /Zz
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[0299]  L'SG R IATe i v 19 gt . — NI, .2 — R L OB s L DA M2 — [ (2 — 3%
CWHE) ] CHEM AL ~ 3D FREHAEAT S A B IR 2% B el B A e 4
HEH .

; R
g HN R

o
7 . jl R'l'
N N -—.,/“\‘: N:\I/L_‘:.N N J\N/R Ny
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R | & l\ 7 \ /L
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[0300] R—¢ | | s 4T “I n‘—-\if ,__2:( N ) N
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02— CORHEkC2 — CORLEE , RTPA KR 45 Bk M Fm Ui -k C1 — Cokdk , %01 — Cokrdk
AT S b A5 1 P 25 T DA SO S A A 2 P 1/ sl 2 B BE R RO RRE 45 31
7 b FOR G sk R T, 23R —CH,—  —NH— s U5, 2° o &R F sk — CH=) .
[0302]  B4h, L Som AT el 6 1 P R 3 L — N, 2 — R IR O R RL S S KL DL J 2 —
[Q—FILOBED) 23] CHAM R ~ 3N FEPAEAT B A7 B IR 2k B R R Ak
R EE T
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o
N /lx Nee "N N x N /u\ R N /Jx R
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(0304 (A, REBLKLR® 43 By M 36 = 5 - 15 2 5 - R ik . —NH, . C1 — C6 45t 5k |
C2—C6M 3tk Cc2— %&%3u&ﬁ“%@¢ﬁ%rwf?im—%r%ymf%rﬁ
A e b2 1 0 22 D5 DA SO S A B P AL T 1A sk 2 R A REDA RS 45 3
ST R AU Bk R, 2R — CHy—  —NH— s S5, 2 R n B e —Cl=) .
[0305]  L'ftae yae I Pl R Mg 4 g i
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) 7
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[0307] (Jtilj R U\&R FoRAR T i%f F Ak — NHZ,RmiE/T%‘?Z%\ —NH, . —NHC

(=0) CH,0H, — CH,NHC (=0) CH,0H

— CH,CH,NHC (=0) CH,0H £ 5C1 — C3 e R ki 2 FEC1 —C3

Jidk RV DLMRY /\nﬂéﬁifﬂﬁﬂ“ﬂ}—% ﬁkf?jﬁﬁ%,jﬁ%‘R“U\&R“ E AR AR

Pkt , 2" —CH, — . —NH— 5 UR )
[0308]  SA4N, LUk ik 1l N sk oAb A

F!ﬂ R‘:! HN/\\/RW
«"r@ e
i N.//I\_RB N _N,//I\V/R‘? N 'N'//l\R‘]
[0309]

JLN/A\/R‘Z <{, J%n

TIAQ QIM 2O

[0310] (tﬂh RIM&R”’ S5 B M U5 P — NHQ,R”%%/T%‘?%\—NH

CH,OH, —NHC (=0) CH,0H., —
(03111 AN, L3 st 1 1l T 2R i A i S A
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03131 (stsf ,Rl“iE/%%LJE%E‘Z—NHzR”%E%’zﬁ)ﬁ%ﬁ—c (=0) CH,OH, R"*F R 58, —
NH,~ —CH,0H-, —CH,CH,0H — CH,NH, 5 — CH,CH,NH,)
[0314] LB {R o £ P T A AR S

g L P L N. JJ\/\/OH
" <’f) I J

N.

/4

N | N
L vl

oA
_J_‘ N

[0316] L 3k U 1~ 1 251 —NH, R HEC1 — C3fi ki s FC1 — Ca ket

[0317] Q M&Ql /\E"J?Eiﬂﬂ%%ﬂ“f(%\@m@%ﬁiﬁﬂﬂrﬁ (BH —) Qlijl_jjixﬁi@m@%ﬁ
Q' ijl_jﬁé%jZ@mﬁ%ﬁ QDA Q! E/JéﬂmXE,Q PLRQ' ﬁ@ru@%%,jﬁ() PLAQ' 7'75'éz
FE,

[0318]  Q*DA K Q% 45 Hgshnr b3 Ui T sl i T o D 26 Q7D Q7 B9k S i - 0
JFFo

[0319]  Q'DLKQIIZL A1 Rtk HQ* WU 1, sk & Q b mifs it HQ hiE 1
[0320] Q" DAJQ” AL kQ" it Q¥ A si 1, sk WA Q" WA T,
sk #Q" R HQT HE T

(03211 X'DARXH gy b 3mSR B 18— CH, — X e AU 1 XA 1 R
JE - o BN DL R XN S

[0322]  Y'DL R Y FoR A T B — CHy— o YV e e U 1 VAR R SRR - B ey LR Yy
AR

[0323]  X°PAMX'FToRIE ] Pk (1i1) 8 (iv) pgsEmdl s Gil) Yo, X — X o —
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CH,—0—  —CH,—S— \ —CH,—CH, — B{ — CH,— CF,— 5 8k, (iv) Y' Jy — CH, — I , X’ — X" 7R —
0—CH,— X° DL RX I ik (111) ) —CH,—0—.

(03241 X°PLRX Fonak R (v) 5 (vi) FRIGEERT: () YO Sl i, X0 — X% os — CH,—
0——CH,—S—\—CH,—CH,— 8§ — CH, —CF, — ; 5k (vi) Y*JJy — CH, — i} , X’ = X°F/Rr —0—
CH,— OXM&X%EJ‘_Liﬁ (v) ) —CH,—0—

[0325] R! RI/J\&Rg/\DMEiiHJiE/TW}—% X 2 —O0R v —0C(=0)R + —N, —
NHR' .\ —NR' R” i —NHC (=0)R (K, R K5 1. C1 — 647 L 02— COlidE . 02— Co ik
5k C3— COPRATEE , %C1 — COT AL . C2 — COM Ak C2 — CORREETT A1 ~ 6/ Z il 1 HUR R
FRCL—CBHEHE C2—COJi AL . C2— COMLILHC3 — COIRAEIL)

[0326]  RURHE LU T FEFE S G 1

(03271 RAPRBELUH TR FE S U 1o

(03281 RO T FRFE S G 1

(03291 W' REUE U5 B F s —CH—.

[0330]  R*Frife 4 Fik (vid) ~ (0 AI3ERT: (vid) WO RUSE I RRR U 1.1 —C6
Bt FREECT — COLE AL SAIECT —CJidt; (viii) WO T, ROATEAE s ()W MR T
I ROATEAE 3 5 (O W'k — CH— I, RPFER AR T Z 50 R R . —NH, 01 — ok LWy
BRI RO U5 W — CH— I RO U5 7

[0331] W AU [k — CH= Wk — CH=.

[0332]  R'FE/RER T KR Tk —NH, R e U 1

[0333] 7' —7° —7°fr sk R ons H L FR9EERA : —CH, —CH, —CH,— . —CH,—CH, —
R”” —.—CH=CH—CH,— . —CH=CX—CH,—  —CX=CH—CH,— . —CX=CX—CH,— . —C (=
0) —CH,—CH,— . —CH,—CH,—C (=0) — . —CH,—CH (CH,) —CH,— 5k, — CH,— CH,—CH (CH,) —
GUHLR™ Fon —0— Bl —CH, — CH,— , XZoR i 25 B P E— MR .

[0334] \/l }_>>
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[0335] (U, B SRR GW A5, RSN 5 = C— IR - 456%) 2" 2 DA K2
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[0336]  F35M, ZIU;ZEﬁE*,JafﬁfFUCDNm’éa%ﬁuﬁﬁﬁTtﬁﬁ/TEI*J 71"]

[0337] o " k{ 7’

[0338]  L'@IpfiRE Y.
[03391  Q°DL Q" 43 By Fe ok ak il ik R e QA I QP By i i
[03401  R*'DL K R*4y By 2 B B a5 - o RPYE eI R e 5 1
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[0341] W3 R —NH— 5k 1.
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[0343] <2 HUiR 25 EEA)>
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1 § 1 S
L,Q\\ & on L’QT -
r T
o P—a o ﬁ—ca
Q’ o’
N
o NN o N
al—p 0 al—p o

1 5 19
., L
F;_Q o ﬁ—ﬂ
Il
02 N Q?‘
2 o 3 /—N
il N N0 9 W N—o
Q’—T 0 o‘—Tio
o R o N_ 2 o R O __N P
20 % ol R w
R
1 - 1 £
L o OH . L ) B
o | B o |
T T
o E_Q o '
QZ' r
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03611 G, L1 Q L GPDA QY AT A SRR RDUBRY 43 BT 5t
TR .

(03621 341 AR HTAICONG sk A B I 25 ERIhed e G PR 25D o
AR AN R AR — S5 R

N N
o VAR E\ ° VAR
HS—P Q HS—P o]
| ‘II o }T'"_ | \ & }‘-.__
A ‘__0 H \Q" N, 2 O‘_ \‘O H LU‘N s
1 = & %

[0363]

(03641 (R, L' Qi fTig )
[0365] A4, AR BA T R CONAT AL B A A B OB A 25 WD i 8 FH ) 2D e
LA N4 A P — S U -

N N
o / i o V] H
Il N BN 0 W N)—N
HSw T o - H S-—T 0 L
a pH \\641%If - 0’ ‘OH L{?‘N -
1 5 £ g %

[0366]

(03671 (R, L' A fTid )
[0368] 341, AR BA TR CONAT AW E A A B OB A 25 M I b 8 ) 2D e
LA N4 A P — S U -
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[0369]

[0370] (A, L' Qi ik )
[0371] 554N, A& W T U CONAT AE W sl A R IR R oAk 25 vh i FH G 259D 158
TR

: Y
3 1] N
o—lp o _ b
o R21 O\“N’ P
[0372] \\(_/ s
L'/Q\ o R
4
-
5

[0373]  (&XH,L'.Q°Q7 R* \RZDLRW A <1 i RCDNAT AR FR TR E)
[03741 Y4, 2 s WH A 3 2R CONAYT A= Wk 2 o WH 7Tk 25 (B e b 458 0 258D rh, LY
e L N g5k b i — g5 X oK

NH, NH, o] o]
o SN - SN " NH g NH
[0375] ¢ f\ 4 f\ 7 rL (|
<N N/) <N N)\NHZ <N N%'\N Hy <N N/)
L L L o

(03761 SRAN, A WA HT L CONAT A= sl A WA (R B bk 25 W Ay ik T F) 25D, L
Pederh L R4S s i — 2 0o

NH, o | o |'
N XN . Ne e, it Nj:U\NNO
4 | /f\ v
<NfN:/|\N/\/NH <N | N) <M | N/)
L H ool -

0
H
N S o -
ROReS
e
L

[o378] (X, R 5FoRHLER)
(03791 341, AR B T R CONAT AL B A A B OB pA 25 I b i ) 20D e
LA YA g5 P E— S5 LR

[0377]
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N
N VR 5
i N W i N \),w
Q—T 0 3 Q_T 1 \:r'_>\—)
o J o OH — N 2
o  oOH s N P~ .
5 \I,.- P . ( ?,-' ~Z
- _J A~ ~.
N Sl )\ o oH N mgEy o F
\ 0" -
fL—_< \ i 5 )—’\ o p—qg°
HN =" = g ]
—\ 7 i Nt o
N H
N $
H\_| )
AY 0
\
[0380]
_,-'_N -
; J N\ _w 0 ¥ Nw
ol 0 N Qb o o N
| \ o s __/ | o =
o OH NN o OH NNz
. .-"j\ [\ {
N N""\O \ o F NAN"’Z\O/L‘& 0 F
>:J\ o Fl' Q == e
= N b o= \ o P—a
N—? o N—?
{ {
) o— )
HN 17 f N
" Of'fr' H

[0381] (A, B 5 IR SLAE,Q°\Q7 DLW 4R FaR <L 3 CDNRT AW th AT L)
[0382]  <2.1.1&e 14549

[0383] XA K HIOH TR 25 I R 250 S huiRas & e 8 14593 T i I AR T
PR 2SR i T 1 A BRI 5 2B e 1, AR
GUATHRARIIER 1 A R BIPRAE A E DA BB 25 W e il 8-, vl
PLAS 5l WProtein Cell.2018.9 (1) :33—46.Pharm Res.2015.32:3526—3540.5
Int.J.Mol.Sci. 2016.17.561H LIS T, (I AME Tt o B8 1 7 DU TS AR Y
WU 81-,  T DIORAETE R N AR DI 0 e 1, (R 0 A3 R Py i DI 112
Ee

[0384] (R AL IR BT 2o I rh i FHROZE 321, W DAASHR BT 4ok 259 S AR Fe
0 43 19 W i ol HE A 1 B B 5 S 10 O UL IH A5 FR A I FR D B BE R B (sugar chain
conjugation)”) BEEE 1 (FIAN, 1074 T-W02018/003983) i 25 S Hi RO E i 1 2 L R 7%
5 (N, bR A A sl TR Tk D) 25 SR 1 (B0, 103 TW02014/057687) ,{HIf
ANRE T A 2 S PRI AR R I SRR IR A 45 S 1 B 1, e P LAZS HH 55 AbITY
IR L (SHED) JE R ik i 45 5 1 Ol CRUEBH A i A I FROR “F I ERARER”) Bk
5 AR A TR I 2 5 (NHL ) T2 Bl I I 171 45 6 i R 400 AR B 15 R A I R i e B £
), s A Y D R ARG o

[0385] AL IHRI M dedE s FLUL B3R,

[0386] —Lb—La—Lp—Lc— *

[0387] (A, B 53R S 2MDIIL B T & B T s s e S )

[0388] ¥/, MLpdEA T

[0389]  LpZ& rd i P sl B A0 i Hh BB 8 DO (1) PR S35 IR e STE B E#2 (LA FEAS
BEIH AP OREFE) BEE AT AE

[0390]  LpfEfldnikie R SERERI/E T 3 UIWT . Lpsg 2 ~ 77 (B2 ~ 44) S LR
BRI o LpAE HENA i 5 f b O La A i PR P S T B e Bt , AEC R i S5 Le a5 (—NH—)
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TS o A 1 P SR 52 R L o) C AR S M PO S DT

(03911 A4 RRLpHY sl SR AT 5 BB AE , BUAROIL — BkD — 2RI , U1 WL — 2B R - )
IBR T a— 2R 2 SN, M 9B — N BAR ve — 2 R IR+ v — 2k T TR EE M I S FEIR , 0F
11, AT BTAAN — FERAL A 2 FRIR AR R AR ) S LR Lo B BL IR e B B R A1 O FRUE
TEAL BRI B LR , FT B4 H 2R (Gly56) JAisiR (Val; V) SN SR (AlasA) RPN ER
(Phe; F) \AYZIR (Glu;B) F5EaR (Tle; 1) V%R (ProsP) VIR (Cit) 3% IR (Leu;
L) VEEZUR Met;M) 2250118 (Ser;S) EAIR (Lys ;s K) AR R ER (Asp; D) 55 Horfr, lease 1
2R (G1y;6) VAR (Val; V) <N 2R (AlasA) RN SRR (Phe :F) JJIVEAR (Cit) o 1X2E5AAE
FRATLATE ST, BAT B S e B S SRR B S5 IRy S o 539, W LA i S FE IR ) A A 1
2o A

[0392] BN Lply ELR 1, T DL2 H 5 40 — GGVA —  —VA— . —GGFG—  —FG— \ —
GGPTI—.—PI—,—GGVCit—.—VCit—.—GGVK—.,—VK— . —GGFCit—.—FCit—.—
GGFM— \ —FM— . —GGLM—  —LM— \ —GGICit — . —ICit— . 3£ fLpfLii H —GCVA— | —
VA—, —GGFG—\—FG——GGVCit—\—VCit—\—GGFCit—\—FCit— EE FLpH {1k
N —GGVA—  —GGFG— \ —GGVCit— o 4N, EFZ F Lot — GGG — 1k —GGPT — .

[0393] DL PXILadtf Tt

[0394]  LaZe i 1PN F A BRI AL IR —4>: —C (=0) — (CH,CH)) n® —C(=0) — . —C (=
0) — (CH,CH,) n®—CH,—C (=0) — —C (=0) — (CH,CH,) n®—C (=0) —NH— (CH,CH,) n’ —C (=
0) —.—C(=0) — (CH,CH,) n®—C (=0) —NH— (CH,CH,) n®—CH,—C (=0) —,—C (=0) —
(CH,CH,) n*—C (=0) —NH— (CH,CH,0) n® —CH,—C (=0) —  — (CH,) n* —0—C (=0) — A} —
(CH) n"—C (=0) —.

(03951 (fEit, Urp o8 ~ 3 (e 1502)  n*Fon B4 ~ 5 (R BAK2 ~ 5. i ff ik
35i4) ' F B0 ~ 2 (Pik0sk 1) ,n" PR ~ 7 (R EA2 ~ 5. A2 . 35k5) )

[0396]  Laffeitderrie HIA MERAHIE—1: —C(=0) —CH,CH,—C(=0) —. —C(=
0) —CH,CH,—C (=0) —NH— (CH,CH,0) ,—CH,—C (=0) ——C (=0) —CH,CH,—C (=0) —NH—
(CH,CH,0) ,—CH,—C (=0) —.—C (=0) — (CH,CH,) ,—C (=0) —.—C(=0) —CH,CH,—C (=
0) —NH— (CH,CH,) ,—C (=0) ——C (=0) —CH,CH,—C (=0) —NH— (CH,CH,) ,—CH,—C (=
0) ——CH,—0C (=0) —.—0C (=0) =L} — (CH,) ;,—C (=0) —.

[0397]  LaBiffily—C (=0) —CH,CH,—C (=0) — . —C (=0) —CH,CH,

[0398] —C(=0) —NH— (CH,CH,0) ,—CH,—C (=0) — .5k — (CH,) ;—C (=0) —.

[0399]  LaWi{fti%ly—C (=0) —CH,CH,—C (=0) —,

[0400] SR XSLbRE T

(04011 LoZR S AR A 12 1 rh B R AT 1~ OB 5 rh e oy Bl (I ) e
THIIAIBE ) DR AR A FA IR 1~ CASE I 5 bRy “SF D s PR IR 4%
TR 1)

[0402]  <LbJy “BEEEMIBAIZERE TR 1 A1 Ol>

(04031 YELbJy “BEBEMBIPRAER T HIRIEE 17 B0 00 T, LbBATREA FIRAE , AT AZE 1
LU=V IRNIDI IR

=
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N Ny
P Fr™S
/ \I_'
Z = ~ ==
- | -\h\/lj¥ | (Lb-1)
- = = =
= N ~ . N -2
A 2 \
N N
N* \N"’l ,!“'“NI’ ]
\ g

(Lb-2)

[0404] O. J S w

‘o

F~n Mw
\__/ \_/
(Lb-3)
H N/ H i
® g

(04051 FRFERIN &SR, B (%) R SLalliZe i — (€=0) — 5k —CH, — 4
5, BB FR S AL, T AT 2
[0406]  ZELbBEFRLDb—1.Lb—28Lb— 3rh IR {E— &t , = MBRIshr LA S LA b , L
FEVANLD HR 2 2 O, s 5 SR TR 2 A S R OO 2 (IR T A
AT G105 THURGE G L5 THUR E 456 2NN , A7/ % b (I, 201
TR IRI<3 . 3 7 1> (OB : PR B OB R 25 IR B (Te)) o Lbie FILb— 1 .Lb—2
SRLb — 3 EFE—Fl A2 L5 FHUiRATAES N ZLOI (I, TR Ay 1 2RE) , 7E 4 AL
o, SRR AT T U S 454 , £ —ANLbrh A 2B S PRI T — i, 2 25 (0 A s
BE.
[0407) <Ly S IR OTE B2 T OIE £ HOfs >
[0408] Ly “Y RS IR O3 TR 1 T B , Lyt ke S0P AE , 7T DAt
Bl — (BRI NG — 3 — 3 —N) — AW, “— GRIABREIE —3— 3 —N) —" HA TR
RIS

O

[0409] \/iN— .
LY

O
[0410]1 PR RGN, B 5 RoR SLagh & IR 2 S HUARND 1 Db 2R Bk B 11 5
e Rt 45 5o

(04111 325, ML T
[0412]  LeZoR —NH—CH,— « —NH— 23k —CH, —0 (C=0) — Bk —NI— 235 % —CH,—0(C=
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0) —, BRE AT AL ST FEZREE (k1,4 — 2R3 D253k, (k2,5 — e L 3,6 —
MEREEE 2, 5 — e R a2, 6 —WEWy 3L Le fit —NH —CH, — B A7 AL

[0413] AR AR AR T LIS , U2 SRR AE 57 508 “FERE I I, 184
TLN—72" —C(=0) —CH,CH,—C (=0) —GGFG— . —2"' —C (=0) —CH,CH,—C (=0) —
GGVA— —Z"'—C (=0) —CH,CH,—C (=0) —GGVCit——2"' —C (=0) —CH,CH,—C (=0) —
GGFCit —\—Z"'—C (=0) —CH,CH,—C (=0) —GGICit——2"' —C(=0) —CH,CH,—C (=0) —
GGFM— \ —Z' —C (=0) —CH,CH,—C (=0) —GGPT — —Z"' —C (=0) —CH,CH,—C (=0) —
GGLM— . —Z"' —C (=0) —CH,CH,—C (=0) —FG—,—Z"'—C (=0) —CH,CH,—C (=0) —
VA— . —7"—C(=0) —CH,CH,—C (=0) —GGFG—NH—CH,— \ —Z"' —C (=0) —CH,CH,—C (=
0) —GGVA—NH—CH,—  —2"'—C (=0) —CH,CH,—C (=0) —GGVCit—NH—CH,—,—Z" —C (=
0) —CH,CH,—C (=0) —GGFCit—NH—CH,—\—Z"'—C (=0) —CH,CH,—C (=0) —NH—
(CH,CH,0) ,—CH,—C (=0) — v ik — 72" —C (=0) —CH,CH,—C (=0) —NH— (CH,CH,0) ,—CH,—C
(=0) —, 3, 2" 3R FRLbIIPL PRSI

N"N“N—’\ F ““'N/N\\N
! {_

[0414]

Y 5 N

[o415] w3y, 5 SHUAIIES 577 200 PR AR B I, i fe Ly — 2 — (CH,) ,—C
(=0) —GGFG——2"*— (CH,) ;—C (=0) —GGVA— —7"*— (CH,) ,—C (=0) —GGVCit——
7 — (CH,) ;—C (=0) —GGFCit—.—2"— (CH,) ,—C (=0) —GGICit—.—Z"— (CH,) ,—C (=
0) —GGFM— \ —Z"*— (CH,) ,—C (=0) —GGPT — —7"*— (CH,) ,—C (=0) —GCLM— —Z"*—
(CH,) ;—C (=0) —FG—,—2"*— (CH,) ,—C(=0) —VA——Z"*— (CH,) ,—C (=0) —GGCFG—
NH—CH, — —2"*— (CH,) ,—C (=0) —GGVA—NH—CH,— —7"*— (CH,) ,—C (=0) —GGVCit—
NH—CH, — —Z"*— (CH,) ,—C (=0) —GGFCit—NH—CH,——7"*— (CH,) ,—C (=0) —NH—
(CH,CH,0) , —CH,—C (=0) — 5 —7"*— (CH,) ;—C (=0) —NH— (CH,CH,0) ,—CH,—C (=0) —,
2, 23R FRLBIA R AT RINEAG TR0 — GRFABEE —3— 3 —N) —,

,:’f:
[0416] [ -

X
(0417 AR BEAR I P LA 2o S BRI S5 &5 75 20 W RIK” , Jy— 7 —C
(=0) —CH,CH,—C (=0) —GGFG—NH—CH,— & —Z"' —C (=0) —CH,CH,—C (=0) —GGPT —

NH—CH,— , 3, 2 Fr FIRLbAIA FRAEA .

w0 Q0 QG

(04191 iR [ “PRLEAOZERE FL” AR TR e L7 Fh A S5 2% (D) (L Ly
AT —NH sk BRI AE 2
[0420]  <2.2. fodk S RER >
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(04211  <2.2.19Ui4k>

[0422]  ZRyiBH A, “BEA7 S FRgad e 1 B R R IR IMAZ R Iy Y BT & A TR s A%
F& A1)l HC N, A, dmity s [ D S SR AZ R 1 1 i 2 A TOAZHF R e A e A
L AN A% TR A% T2  DNA mRNA  cDNA W RNAZE th 40 A 7F “BL IR 1104 X .

[0423]  RULHHH, “BEER”  “DAZHTR” ol DR A7 5 “RIR” M IR 25 3, 1
1, DNAVRNA IREF TAZ TR  2AZ R 51 S B S AE B ol R R 3 417 [ 2 X
W

[0424] A5 BH-Pvh, JEDX Bl “2 K IR AT .

[0425] RIS, “BUiRk i Shae e i B Wbsoh “Duk b s & 7 B e A St
JR 45 SIE R UR IS B, f9 5 Fab F (ab’ ) 2.Fv.scFv.diabody (BEEHIIAR) £ kDT
RV S iR i BOE 1 2 R MEDUARSE o AN, HF (ab’ ) 2708 B &5 F NI T AP e it
PRI AT A DR AN BeFab” A S e bR 856 B AR, B A SHuRE I
SEE R AE TaxX e 53 - o JIAN X B P E5 G B BN SR s A B K4y
- FHIE Y RO RS 1000, A0 Sl 28 SN TR MO & PR SE A I e 24 1 4 3=41
Jr A 5

[0426] AL HHIMDhaEIE F BO & R FES BIAE TgCEE A I F e DX R G M PR A7 NG 51
WHEEPT BB I R (Asn297) SR S5, H B 5P 4s & 68 /1 Dhng
MR B

[0427] AL BAMHUAR S BI I H E DTAOR FR e Bk E 1, & 50 S Rk 7
PEGE G PR E5 SN I 1 A E A A B Pk, 7T LASE TG IgE IgM\ 1gD IgAPA 2 IgY
FRRATE—25, I00ETeG o AN, E M2 (subelass) , ATLAE TGl T1gG2. 1263 TG4 TgA1 A &
TgA2H[PAT—F, {1k 1gG1 G2k 18G4 (75 TgGH Ak 1F ¢ X 3 Hh AT 52N ADCCPA S ADCP
IEVERAE S IHTA)

[0428]  {ii FHTgG1{E N &L BHIH AR (isotype) I, AT DLBHE A& IX A S L RR R AL 1
3 B TS ) (ef Fector) THAE (2 HW088/07089.W094,/28027 .W094,/29351) o /E
PTGl Sk, nl DIZE I 4T g6l LALAZR 5 (TgGl —L234A.1235A) o | 1RL234A L235A%
TEHYEEU index (Proceedings of the National Academy of Sciences of the United
States of America,Vol.63,No.1 (Mayl5,1969) ,pp.78—85) I E 123447 DA K 2350711
SEARRA N 2RI .

[04291  Hpkm] DAYR EAT—#, Poade il LA R A 28 R B /B DA B B - DU 3 A28
PLANFIRARES , A2t f A R BRI IR S A s AR « AR BRI SR AT LUE 22 v bk,
TN SR e i NI v e S 7 Nl e 7 NS e N T 1 % A N TR E 7 NN SR R A N2
IR ARSI R s BT RS BT AR BT A ZSHTR e TR DhaE I A Bl e ATl
A

[0430]  HpfA ik PAIHYR it ok S s 4n i S An i i Brode , (E2 AR E T DR BEAR
e AR A0 R DA

[04311 {5 FHLAAEE 40 ¥E AR BTN, RSB, Pt FL&s s g iR A1 s 4n i 1 R
PEBEE SR ANl st & ORI Bl A N IR A PN I A RO L DA A S R A
PERR R —FPPA_E ORI « SACR B P UARE o 2 B 145510 298 FL A STINGER B 1 A
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R 25910 T 2=l -3 (interferon regulatory factor—3(IRF3)) FIfF 575k
M7 TR NI, AL IR 2o mIne b i FH LIRS 4u 0 8 SRR TR, Podk
Z9WBIC IR N 25 2505 , D5k B IR L, 84 NI 4 PN e w6 A S5 D0 1 413510
I s P IS o NI B I 2o oy 18 1L STINGIES sl G A g G BTl A N & 18
FUMRE R -

[0432]  Ffac 5 ihea 4t i £ Pk AT DARE TR A SR B « Uik A s g ;N R A A\
AT AR 5 b Al s (D) S 7697 PUARSS 5 10 R Pk COChri) i 2t i
W B NS N BT P AL 945 #r (Cell Death and Differentiation (2008) 15,
751—761) , @) T SIRIT PRGN R Pk CICHPRR) ME S NG 2O R 147
#r (Molecular Biology of the Cell Vol.15,5268—5282,December 2004) , &k (3) f#i 5
IGIT PUAREE SRR R, M A NI NN, 25 2R RO T 40 161 41 g 3557 ftoMab — ZAP
M Bio Techniques 28:162—165, January 2000) .{F A Gl e 2, tn] DA AMER: &=
X S8 G EA S 58 5.

[0433]  AGHHM, “EAMEAE ) BRI Tk 5 B A IR BT/ INR KRR TeGhiik
(IREGT SRR AN (A, i T THER2H AN, SHHER2 SR A1) 1 AE A7 23 (LAAHS DTN
A A 7720100 9% FIAHRT R FOR) L h70% LU, AL SH60% LA T

[0434] % BAIOHUAR 25 B 5 H DAIIEE 4R HE S IO BTN, Pl oA &y Bt
JIRE 3SR  ABAS SR LA o« A W BB A 25 I Fh i PO PR DC S B A 5675 2 s 4
NPT

[0435] 24V A R oAk 25 A D 10 A e T 1 A F5 0 Ibfeg 4 e 1) 4 i s 2 P it ke
R BRI ZE 45 o ] DA FH A FIIRSS (in vitro) kA& (in vivo) [RTEHT R Ze 2K mfiiA
PUMEE TS 14 o

[0436]  Z5WLA Kotk 25 I IR S i 3k AT M A 48 JIRE 40 B xS S i 4 i R Jk s2 1 T T
o ula o R AR ) e R AR RIS AL o R DA F S HIAARSN (in vitro) Bf&N (in vivo)
I ARGk afiA e BEm s 1

(04371 PENALZWIFRAE FHROH AR, AT LAZE I tHER 24044  HTHER3HTLAA \HIDLL3FL A4
PIFAPHUIKR HICDHLLBTA \HICDHE ST A3 3HTHA  FiCanAg ik  HiCD19FT{A  HCD20 T4 |
FICD22 44 F71CD30H T4  HiCD33HiAAK HTCD56HT 44 HiCDTOH A «FiCDISHT A T TROP2FT
PR PICEATAR HiCriptof iR HTEphA2HTAA . FTG2504 4k  HIMUCTHTAAR L fiGPNMBEHTLAA L 71
Integrinf ik HiPSMAPTIA FiTenascin —CHUAR - HTISLCA4A4PTAR FiMesothel inf ik Pt
ENPP3HTA  HLCDATHUA HTEGFRETA  HTIGPR20OFTIAR B HTDRO P , (HIHFAPEE T 1E A AR
RIARPUA, s htHER2A 044 (Bil4n, i Z BTk 2R 550 HiCDHEHTIA \HiCD33HTiAk sk
PLEphA2PTIA , LU HER2 P T4 o

(04381 A& WP H A AT LA o 8 AR skt o5 S ) 77 725 , A8 VRt 1) 22 O 2 )
PEATHPE , TR ARG TS AR N 7 A TR IR AT - DU SR IEAN PR - A28, 18 T DA ]
RTINS R EREE A PLINF S o St T e o X RS 00 &, AT DA e
FITERAT I S M AR 25 S IO Buik 9 A i 2 TR] 19 32 SO Sk Pk e BB A 12 T A\ R 1)
CIIN NS

(04391  HAN, th ] DIARYE A 57k (P40, Kohler and Milstein,Nature (1975) 256,
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p.495-497 .Kennett,R.ed. ,Monoclonal Antibodies,p.365-367,Plenum Press,N.Y.
(1980)) , 1 = A P PRI BT A A4 5 B B AN il 5 Sk 3T 24500, 3R 75

FRTE DA
[0440] T LABHT, AT LA FE DR R P EAE RS E AN AR gl & A B R R ER 540

(04411 A LI NI HoAR A] i FH N R 75 3 (B4, Proc .Nat1.Acad.Sci.U.S.A.,81,
6851 —6855, (1984) \Nature (1986) 321,p.522—525.W090/07861) K3k15 .

[0442] {40, HTHER2F (K (US5821337.W02004/008099%5) H71CD33%i /& (W02014/057687
25) VHLCDTOHTA (W02004/073656%%) «HiEphA25T4& (W02009/028639%) | HiCDH6FTLIA
(W02018/2121365) FIli A KI5 53K

[0443] A% BHRPTHER2H TR AT R IR E , e an A LA NIRRT

[0444] (1) —FPTHER2B LR, FURFAEAE T, AR DA RO : (a) SSHER2FF MRS e (b) H
Al SHER245 51 N AL FHER2 3 k4t o 1«

[0445]  (2) 4n ik (1) FrakffdueR, H S HER2IN AN NS A 5 5

[0446]  (3) Gn ik (1) 5% (2) Frdk PTiR , Fridk oAk FR pe A o

[0447]  (4) 4n Fak (1) ~ ) HAE—TiFTiR e, HHAHUARMOm R4 &% (ADCC) A1/
s R MAfR A R 214 (CDC) S

[0448]  (5) 4n Fak (1) ~ (@) FAE—TFTR T, H O/ N e AR & R e A
s N R R U

[04491  (6) W1 I3k (1) ~ () Frik ok, Horp, EAEE E X O AR TeGLINHHEHEEX , &
551 F2ADCCPA M ADCPYE VEBEAR AL o

[0450]  (7) 4p Fak (1) ~ (@) FAE—TiHTR i, HOA RS 405 2Bk I 2 L 1R 41
TR EE 5 DA S FH PP 415 LIk 508 - 1 I R 1\ AL B me B

[0451]  (8) 4 bk (5) Prak o, Horr, FEBETE 2 X A\ 2R TgG1 R HEEETE E X, K HHEU
INDEXFTZRIT 23440 DA 2 2354 15 S R A T 2 R A o

[0452]  (9) &1_Ii& (8) Ak fMdutdc, FHOM B2 Fi 5415 3RTIR [ B B IR 7 71T s 1) i DA
S A5 LT R S 55T Fr S TE R A S 1 A R v A B

[0453]  (10) 41 ik (1) ~ (@) Frikideda, HoOw a8 H 5405 29 il (M) 2 508y S 1)
FHEV S 781 5 28 BTk IR S TR - A1 B R B I A U B e B LA

[0454]  (11) 0 ik (1) ~ (@) Frikidedk, HoOw a8 H 5405 30RT iR (M) 2 508 1y M A 1)
FHEVL S 781 5 28 BTk IR B TR - A B R B I\ U B e B LA

[0455]  (12) 4n bk (1) ~ (11) FAE—Tprak (B, 78 BB AR B R i B A 14 il 24 2
iR o

[0456]  (13) —Fhpuiac, A& R T iz ok hilid 75 e 15 2 K5l o iy
R (1) ~ (12) AR — B ET R BRI 2 AZ R I s B AR B P A a1 A 2 40y Ty
AN HZ T A3 20 s 7 b R 5 B hrbu iR Ly .

(04571  <2.2. 29001t Ay >

[0458]  JTAFESK, diaE 1 il SN B A AN AN BT B EE , B A S N BT B BRI
Wik 57k (ACS Chem.Biol.2012,7,110-112,ACS Med.Chem.Lett.2016,7,1005) . [\ 455
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B I RO s A BOR, AL AR SN2, B B AJIADC (Biocon jugate
Chem.2015,26,2233-2242,Angew.Chem. Int.Ed.2016,55,2361 —2367,0S2016361436) -
(04591 Atk X EEAL) 1 Sl A FH /Il DR BT N 25 B T (Do) AR AN S ST B UYL
BN G eNAe, il 28 T T G1eNACi I A ER F BRSO (LA I ARy “S6 A7) o353, e
TS e AT ORI (A AR “BHAT) , (0P REE RO e 412 52 Atk b AT DA
B AT A A A S R 2R 1 5T

[0460] AL W, “BESE™ S F5A0 PR/ LA_F R SO A s B SR 15 O S5 BT FLAR A
Wik ZEA I T LA ST R R, B0 “GleNAc—7 L “SG—" o A 3P fifi ik e 5 fiiak
I, BRAR AU, 75 WA B R VAR 5 2 e 45 S i S S 1 B Ui 19
MO EALRR 4R S o

(04611 AW, BRAE ST BT, Do (2 I, AR PR DR O BEACFR T ) BB i
FEPRES A R A A SRR A5 B SRR (SO R TR S U ) BREs S )5
ThRIC U (UHERER TR o2 « SERE B SR PR AL S5 B R bR, A —E
18 FHZ A o

[0462] AL B, DLFTE (BIA1SGMSGG1eNACSE) T A BRI , I AR 5 Bl iE X, IR
AR ES S A AT S, (HUH BTN — sk0— R i INEROAN L B AR 12T S

[0463]  ARBARITUAR LS P AFoR.

(04641 Ab—{-L—D] _

[0465]  HifRAbE I DhREME F BEM L SRR AR AL (12, P IDE 2R i TR 55 [ M 1 4%
LG, sl MAbI R ok S B EE S LA & .

[0466] Ak HH R ADIFIRE N e RO B ok O B OB , D e NE B g

[0467]  NafE AU o NAH B S DR S BRI &5, O1E B A 1 L OB PRt
PURI TR S 5 o

[0468] A& HAMIAD Sy TgG, i h 16l 18625k 1G4

[0469] T FNTgGAE H B HEF c XIS 297 A7 K AT i 7 3k (DL M PR “Asn297 1k
N297”) v HAT v B PR SF IONZE BB B , A B TR 1 IiE ek 208555 (Eon-Duval ,A. et
al,Biotechnol .Prog.2012,28,608-622.Sanglier-Cianferani,S.,Anal.Chem.2013,85,
715-736) .

[0470] TgGIE EX I 2 R J7 4 & JE PR 5F , fEEdelman % A 1R &
(Proc.Natl.Acad.Sci.U.S.A.,63,78-85, (1969)) i1, &5 KLl EUSR S (EU INDEX) e .
4R, Fe X3k H B IINGE B R BE (1 Asn 29 TAH 21 T-EUG 5 29747, BAS i 1= 110 B
Bk X3 SEBRIP 2 SRR A A=A, AT L it PAEUS 5 3% 1T ME— b A 2 Ak
i

(04711 NEFRA K PR 2B N TAR S L D AR B AT AN29 TH BE S L4,
EIITHAL

[0472] Ab%(mwﬁi&)—k L—D ] -

(04731 FUABIHT, K BT 12 B RO RERE O DT R RO AL i
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[0474]  SGP (a2,6—SGP) AjSialylglycopeptide (HEFRERIHIK) (O TEIFA , SENZEREADRE K 1)
R AT DA MRS 1) a5 i FP AR SR (1 40W02011,/027868 1 T iR [ /5 145 B8 S I3 2ISGP . 4N,
SGPAIRE il ity R A A B MY PARAR WA 25T B 5 o AE A BH A H K SCPIF BT 0 PR
SG, W D> —ANSGIAIA S A B G LeNAC I BHEE IR 9SG (10) - SG (10) AT DA S REMg ) 125 A
445 (Biochim.Biophys.Acta 2010,1800,1203-1209) , 11 SGPIIRR /K B 25 - b,
SG (10) AT PAMZRFA AR T DA MR WA Z5 RN -

(04751 ZRUIHIATH  BHAALAESG (10) (B —Man Sk FR AR — 5k T AR S AR (1 M
TR BE S AR AMSG (9) , FHANAN AT 3B 1 — S H AT MR R [ B E PR IMSG L,
XA B 1 — 6 S AT PRR (1 B B MS G2 .

[0476] X% BHIK FE AL A N297 — (Fuc) SGWN297 — (Fuc) MSG1.N297 — (Fuc) MSG2. ik,
N297 — (Fuc)MSG15N297 — (Fuc) MSG2[HTR &5, ik IN297 — (Fuc) SG.N297 — (Fuc) MSG1
BEN297 — (Fuc) MSG2, BE{It1%E AN297 — (Fuc) SGEXN297 — (Fuc) MSG1 .

[0477]  N297— (Fuc) SGPA MR &5k /5741 L.

H
# —(CHy-CH,-0)n>CH,-CHy,-N

HO \
L oM \ o
HO Lr~07~0
~("Ho Ho| oH
] A0 i
HO L0 =20
LT
o—{ H,OE
g HO
HO OH
CH,-CH,~OIn2GH,~CH,-N Hm NGAN
#* — o -Ojn= - - .
AR DRl N
0 o HO”ﬁj \ _O—tvi-0
ey B < SQL"‘A—‘\ o “\‘K".QG\ ,3\
HO.. L o0 Hgo—hT,J NH O
N- ~Lrm) o]
[0478] s HCL . D i = o=
o A0 N
HO L 0-3-0 o
on Q.Lﬂ;\go
0=<
Fuees 1
- " " I
* - L{PEG)-NeLAcu 2- 6Galj3 1- 4GicNAch 1- 2Manc 1— 6 8

Manps 1- 4GleNAcl! 1- 4GIeNAG 1 -
* - LIPEG)-NeuAcu 2- 6Galp 1- 4GicNAcp 1- 2Mana 1— 3

[N297-{FuciSG)

[0479] bR, IR LR R SHUAIIASN29745 5, L (PEG) #675x — (CH,—CH,—0) n°—CH, —
CH, —NH— , F/R A0 1 2 25 SSN29 THHEE (1B — Man 2 B 191 — 3BEMI DA M 1 — 6BEMM &5 1k
W AR MR R (1 206 FRFLTE e et &, B S Fon SR L R 2 S8 L
(FILDIRL, 2,3 — =WBER F 17k 3R RUR 45, Forp, n® o2 ~ 10, 15l k2 ~
5,

[0480]  N297— (Fuc)MSGLUILA Mgty X uk 1 P
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HO _oH
HO 20 0 {?g
OH H%‘O
0=< HO
\ {
HO— -\ 10 HOOH
5 H HO | _ K“l'(') ~OH
% —(CHy~CH,-Ojn” CH, -CH,-N O— OH —_—
1T~ OO o0 So
Q- \ (i~
L__ \;’—O O’tiqﬂHc.L@f-'?o 0 "\
HOy - L7~07~0 HO—~— st NH
N-,M\/‘ "0\%‘0 0=( O=(
H“gH e HOL HO._HO \
=\ -0
[0481] HO-&-’s\.JO \10\ 3
o
Fucis1
|
Galji 1- 4GlcNAcp 1- 2hlanc 1— 6 6

Man[3 1-4GIcNAcH 1- 4GleNAC(H 1-4-
* - L(PEG)-NeuAcu 2- 6Gal 1- 4GIeNAc) 1- 2Manc 1 — 3
[N297-(Fuc)MSG1]

[0482] |3, JRIRER IR SHUAIIASN29745 4, L (PEG) 7 — (CH,—CH,—0) n° —CH,—
CH, —NH — , ZR73 47 i (1) e B I N29 THEHE I B — Man S 1 1 — S5 A1 I A i FROMIE R
2R R EIE B &, 2 5 FRon SRR L RIS B FLIYLbIYL, 2, 3 — =i
LR SR AUR 1454, Horh g d8dke ~ 10, (i dsshe ~ 5.

[0483]  N297— (Fuc)MSG24nLA I &5 a7 41l s

H
% —(CH,-CH,-O)n>CH,-CHy-N
kY

HO )
‘L,OH \_o
HOy-L~07~0
H
~(H Ho HOK OH
" HO '\L-‘..'O\ 0- S
- oH’HOX‘:“;“"O
fNHO
0= H
¢ HO
HO R 0\ {3:
HO 0N
B, W)
O OH OH =
0 Lo °
HO 5
O .
o "HO’HID 'S};‘EL 3\
[0484] i Sliny
HO 1) OE’\. o=t
HO OH o Ho- | n N\

0 |
" o "?03""?,&“0
o

Fueal
|
8

» -L{PEG)-NeuAsis 2-6Gal|! 1-4GicNAC) 1-2Mani 1 — 6 i
Manp 1- 4GIcNAcfi 1- dGIeNAc: 1

Gal} 1-4GicNAcR 1-2Manuy 1— 3
{N297-(FuciM3 G2}

(04851 F-5r, P TRARFE 1 HUbRUASN29 745 & , L (PEG) #75— (CH,—Cl, —0) n’—CH, —
CH, — NH— , F R A M5k N2 TABRE OB — Man 52 11T L — 65 TR A MR
2R ST PR T 2, B4 ST R e 3 T SR T-LAPILbI T, 2,3 — =
WEEE LRI 3 RrRUS T4, o, n” 2 ~ 10, (R4 H2 ~ 5.

(04861 A I Uk 2 (B e RTINSO T JN29T — (Fuc) SGIN, Btk — S,
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L, B 2SR g 5 1 AN T LA B AN 258D 53 1 (Eikn®=2) .

[0487] AL AP Z5 Y I PUARIIN29 TR 5 ON297 — (Fuc) MSG1 Bk #N297 —
(Fuc) MSG2uk A TR SO, JuiAch W, NI, HUAR 2SI R Eh & T2/ &8 1L
PLR 2N Z3DI045 - (Fakn®=1) (EIRED) .

[0488]  N29TH4E(LHEN297 — (Fuc) SGERN297 — (Fuc) MSG1EEN297 — (Fuc) MSG2, B {1
N297 — (Fuc) SG.

[0489] A K BHIHT IR 29I FR BT IEIN29 TR BE gN297 — (Fue) SGEN297 — (Fuc)
MSG1EE#EN297 — (Fuc) MSG2I , i3k 1515 M i ADC .

[0490]  <3.f#hE >

(04911 XACE B3 RUCDNAT A=) M i 25 BB ek & A1 IR0 il i T AR g AR 1
& 7 AT U - T RABEIE, DA O T 3R e 5, B 25 OB s s e S R 45
B, BN “I (D) (e &80 e (1) 7 55 A48, XL DN RS A At R R D 2
[0492]  "FRRAALE ~ BEE HARER ~ R\ L LAW W2 ~ 2705 R A RRE 2 X )
REER" R\ RPAMROFIR R IR 0 — SOERR M BE o 491 o FRSE R N S T LR T AR
S5 PROMF R — R P . (i, 4 — TS IE ORI 4 — FA L R L
PRO®\PRO”.PRO" . PRO® 7 — SR (A 4Pk o (1 M T 35k — FRE PR . = S I R b
LA L T R |2 — AL 4 — A L DU SR — 4 — BE%5  PROC IR IR T SR 47
HE AR BERUT JE RIS PRO \ PROP R I AR 4P  PROIE AR | LA BLR L .9 — 2 3L
FAE LR BRI 2,2, 2 — SO EE AL I L S PROV R — 2
I L 2 — (= R FAREGE D) O R - PROM TR Bl I (R AP 5 o I e A
TR T R R L R RS k2 — (= SR R IL) QA IEREL R TN R
BRIk BT RO QR R A B T, QR R R R AR Q7 DA Q" 43 B
ST RS DL I SR T (07) BRI 1 (ST) SR¥ DL KRS Bl K s 25 ik —0—
PRO®.n3& R EEK1 ~ 3.

[0493] AJE

[0494]  ACEHARY (1) FrosOCONAT AP T ARPE LA T ic Ak ki .

R4

RS

+ .f/ N J‘r‘u
Na ﬂ N I ,W\Za
“§—p o — T
rlg, oH \j/o N_ 2 Zvr
[0495] — D

]

(IJ OH
D—Fl"'_—O
S

(M
[0496] ARy i o T ih&E i 28 (D Frosite &0 75 ik e A& A A—1 1T F ~A—5
TJFalPL—4RE 0k (one pot synthesis) , FJ & MHGaf fneyd: \1U44s (Org.Lett.2010,12,
3269—3271) [ 5t -
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.
N ] N "
Y N R & VN
i W ! /Y !
s L 'Oas
PROo ) A1 - L A2 Ho N={ i
N e gl -0 = Iz a N }'“'Z‘
\'--( M2 "\(DVN W:X_,qf . ‘?’ o
!
0" “o_pre? M . o & —PRO
J\ o “o—FRo H
n-Frg R OH
0% “oH
/l\-
{1a) {2a) (3a)
PRO. HO
\._‘_, ?‘.L'_PHU ‘.._u\fovL—mu N
.
114
Y R>’~ - Pnc“o‘)_{ \_n R
A3 PROLE o Ny Ad d o Y. -
NG " / NG P
~"o o = 3 —— ~g" o \ —'ﬁ 2
\ . =y \
RO ..__‘,Uyu_\w( -.._‘, },. W
Ol —PRO* 4
/ i o a—PROY o ‘o—FRO®
Pro%o” '? J o% “aH 0% “OH
LT
[0497] g o -
{4a)
[ ;
R} = \\ N '?
N o > N g
? PR n \—'W HE— r :
A-5 } {l A6 \..H *L-—z
— \_?-N . T —_—
L-" . o o-PRO?
RO L'f\o)\\ —PRO o
i "
(o} |7 SH o
)
(7a) (8a)
R 5
R " M N R
R SN
o - N W' " i b \,F_ =z
W N TN A8 g R = -
e} 2 = a BEE
_f\_..?_, 0 oH - N =4 - .o \{j"n‘w‘ -
i ¢ N I o/
o /\-.\ j . the 7 oM
o o = [ O—P-5"
o 8l +
O_u_S T .,pru O Na
o r
{9a) {1

[0498] (A—1TJ%)

[0499] KT @il x5 (1a) AL S FA FIBE AU A0 ) i SR TR R
R 5 O Rl 2 (2a) LS T

[0500] b &W (1a) LEVA ] (LG WU SRR N, N — — S FR e e sk e AT T TR G0 7D
A — 10°C 2 e S P FH A I il s 2 IO T, I 7 15°C ~ 35 C O T T il
IRPAK IR (HEIE = OFRER 4, 5 — ULk L TH— DM &%) 4 T A 1) Sk A SN o A
ST AEY) (La) TEEIR, KA FH2BEIR ~ b B B, L (i FH2 BRI ~ T0BEJR, BRI 1 BE /K ~
o BRI, e il LB IR ~ SRR o SIS TR DR 13 Bl ~ 37N, Ay 553 B ~ 3043 B o 2
S AEZI IR IS IR BT 55 B AR O 5L A T & (1a) 1EE/R, I &
JEEIR  AEZe i FIB0BEIR ~ BOPEIR o [N 253 81 ~ 6 /N, A0 0E R 153 B ~ /NI o 45 1
TAERE T s A3 RS W) (2a) (1MW) o AL 590 (2a) [IIHLF=H AT DAAEAASHI B0 S B
PN TF—TLFF.

[0501]  (A—27TF%)

[0502] KT Fra itk (2a) LGP0 A KRB HU A 5 R 2 38 R AR 3P SR al i
X Ba) AN LT AL A TP SO AT, AR T B T OISRk ~ 32k, 5K (2a)
(R =TI

[0503]  PRO'JE4,4 — " FEEE= KRS I T, B B A (22) AE1AF] (S Tk
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S AT W AE—10°C ~ S H TR A R ik i 2 TR 1, e /E15°C ~
35°CHIME N, FIZKAR (AR =M OREE) A TAL I B B4, 4 — ISR =R
B AT Y (2a) 1EEIR A k18 R 2R VAR 1B 10 BE R ~ 20 BE R A7K 6 TR 1T =, Al FH
SN TR I B R R 221 % ~ 50% (v/v) 5% ~ 10% (v/v) , i M B AR
R EEIR LU TI5BE /R ~ 15BEIR o SN TR 143 B ~ 37N V26553 1 ~ 3053 1 £ [ v
VRO INPEERE BEA T SN A5 1= A3 o IR {5 TR AR FHIROTR 78 43 FR A &, DR deAEn TR L
PEIR i FH2BE /R ~ 10K B I NIRAE s NIk, 15 21 &9 (3a) A4 KL &
(3a) =P K C G SRR3R ~ IR A LI OSB3 2L 59 (3a) 11
0. 01M ~ IMI CIFEIE T - KT BN ORI BN F—T 7

[0504] (A—3T1J%)

[0505] ATy gl x 3 (3a) e Al A M AU 7 Lt T 5 da) 11
AP SN AT 2 FBIBAR IR A SO, il =X (5a) I S0 T

[0506]  AEJFUAA Ly B9 SN, i K OISR G (da) JLiE3IK ~ 5IR o ALt i3
TN CEER S B85 A (4a) 190 . 0IM ~ IMPY S B VAT o« AE 1 ZI T N T-HE55] Ok ARCHR
s PRI 53 1 BAER 50 - T54A) |, AR VAR 2 I AE ALkl Ut N IR AF

[0507]  JEIT AW (Ba) FIANGTAR T, 4E5°C ~ 35 CHIIRE ML &
Y (4a) (1) C IRV S ABIR SN o SN I RA 143 Bl ~ 24/ NI, PEade 57 1 ~ 6 /NI o 124
PRSI IS IR 5 (N, N— —FE—N — @B — it —3H—1,2,4— "M —5—3%)
FHIKV3H—1, 2— 2RI s — 3 — [ 5) SEhEii it SO o AR T 59 (3a) 1TEEZR i fH {8
JHLEEIR ~ BEEIR Lo (i FHLEE IR ~ 2R o NN [RI 53 B ~ 247N, AR 236 24 30438 ~ 67)N
N o B SN IR R k4E A3 B S (Ba) L1 . A3 B A &9 (5a) IR B Feadt
N F—TFr,

[0508] (A—4T1J¥%)

[0509] ATy x5\ (5a) b AWl A R A AL S5 R AR R g 4 2 il i X
(6a) LG T 7.

[05101  PRO'Jy4,4" — — FHA L= 2K FRELI , i BHb &9 (Ba) (AL A IAE A7) (5
Be A A KT H AE—10°C ~ SO A IR s 2 TR 1, Jedk15°C ~
35°CHIIE N, FZKAR (AR =M ORE:) A TALH B B4, 4 — ISR =R
SL AR T A (5a) 1EEZR , /KA F e e R, (et (s FH 10 ~ 20 B8 7R, K018 FH B w7 A )
HIFRBEEL% ~50% (v/v) LIERBEES % ~ 10% (v/v) , i 2B A ot 2 EE /R ik
{1 115 BE R ~ 15BEIR o SONIINF TRI A 138 ~ 37NN EE5 7381 ~ 3043 8 o 75 SN FR N IE I
AT SONASE AR S I il TR AR TR 78 0 FR AN &, D de AR TR LEE /R (i 10 BE
IR ~ 200 /R R R NIRAE IR B e, 13 26 A (6a) FOFL™1 . A3 2L 51 (6a) 1A
FEEEHN b — 1.

[0511]  (A—5T1J%)

[0512] AT Jr x5t (6a) Ik AWl A R A ALY S5 R St T MY SO AN AL
2 MRS (Ta) B S L

[0513] Kb & (6a) AR R MENE J , AU NIk, il 250 01M ~ O . SMIPJIEIE PR o 1 L
LEAZIEIE PR, AE5°C ~ 35 CHUIRE MK EE &7 2 — S —5,56— I —1,3,2
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A — TEMEAERCE (phosphinane) — 2 — Fi5) STREEME SR o /K45 A AR T4 A4
(6a) 1EEIR A FITEE R ~ 1o R, el FH3EE /K ~ BRI o NN TR 143 B ~ 67N, e
NE N ~ NI o B, 102N R IR DK AR A 7 (BH— 1, 2 — 2R gl — 3 — N,
N— RN — G- —3H—1,2,4— —mem — 5 ) FIKE) STiEi IV SR o« AET
T AW (6a) 1EE/R ik B BE 2R A0 B30 BE /R ~ 50EEIR 7K, i FH1EE/R ~ BEEJR AR
e LEE IR ~ 2BE SRR T o SO TR] A 555 Bl ~ 127N L e 303 Bl ~ 371NN o e S W
IINBRIR S8 M7 KIATR (0 1M ~ 1) H S 35 R 1595 ~ 24/ NI4T SO 452 11 AR 3 o R s R
HANUEA (CFROTR — CFERE 2R s B TR A TA) 22 HULIR ~ SIRZ I, Fr 2 B0
ifi FHJC/K 2k OC/KBRBR N E JO/KBRER B0 AT T B8 AT B e TR A U N k4 . 15 21
(5% B W A 24 [ S e/ S TR e/ R Ot/ LR R SR CL8RERAE 2
W LM/ S ] slax Be Al A A TSI, A2 DA B IR S A9 TR S Wk 2 AP A B4l
AR A AT TE AT 2 TS (Ta) AT e, 28005 O0 N AT 15 2 20 F o ot 744
R R IR R (1) DA K (4a) , B AT 20 3R A5 URhl 2 Fl st S A 4 o BR A5 211
&Y (Ta) W2 HENT A RITR G, ] A SRl N T — T 7.

[0514]  (A—61)7)

[0515] AT @it 2l (Ta) L S A T B HLL S5 B Tk O 3L DL M 43R ok
SRR R 2, #lidE 2 Ba) SN L « A T AR YE S5 20 = R e b B B
HHS it o

[0516]  PRO*J2K HHBEILIN , 1l Bk &4 (Ta) (AL S AE VAR (FRRE L O DU VG R
DXEEIATR A IR WAL C ~ SON HR A F PR A i i 2 TR T, FH28 % (v/v) kAL
BRI CERIZE AL SN T e 5 (Ta) 1EEZR A A B BE R Ak 5 300 BE /)R
~ 3000E7K o [ NI TA] 3043 Bl ~ 96/ NI AIE 562/ NI ~ 48/INH o AR T 2R S ke 4 , K
B RE W F ) 2 TUHPLC [ZR i/ S ~ 22 i/ FRE A5 ] L CL8RERCAE IEMT (R 1/ IS &
i/ S S5 ] X e 2 S IR TR A B S (Ba)  BIEAS 21 54 (8a) BT
FAIR A, BT DU TR R EN N — Lo BN, AT, th i DA TAS 1 B
PN =T

(05171  (A—71)%)

[0518] AT 2zl (8a) ML Al A MR B ML F 5 B 4B R b 5k A R 4
SRR Zok A& 9a) I S L

[05191  PRO’DA K PRO’ A T e — FIRE R LN, il 54k A9 (8a) £E5°C ~ 100°C 2 JF,
REAESSC ~60°CZ R E T, Bl = O =S R SR AL FRER 250 T 5 — R
B S O AR A T 5 (8a) 1EE/R A I R AR 0 i 11100 ~ 2008 /K [
RIS R 3043 Bl ~ 24/ N IS o 27N ~ 127N o K s v A1 28 SR, A SO —
RS HIENVKS T IM= R IR A B K TRN = O3 : 1~ 10: 1 (v/v) TR ARG T
J52 A% 11 A0 EE o 0, P AR T R SN IR N B VK R IM=. £ RERRIR A B KA =
IR TERA ALZIE N WG RN A 88 FH CIERK A T Ve« = el R DK S S
VEAZ SRR R e, DESe AT T = G = SR ER L EE K, (292 BE /R I = e o [ IR
AHUAFIR SRR R 2R Bk BE 17Ky i1 £ HPLC (28 i/ O < R i/
PRS2 ] L CLBREAE EAT (R MR/ LG ~ i/ MBS 5 ] sl B A S 0B RS 1L, DA — 11
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AR A AR ITE AT 2 A (9a) «

[0520] (A—8T %)

[0521] KT 2@tk 9a) Itk 596 A R AL EE AT 28 35 4, i =X (D)
LS T .

[0522]  CREPHE A2 4 fig (BT AG G R #br) 50W—X2hfig, 100—200 H , A4 &7 /e 4l
IR B T2 (column cartridge) HY o BHEFA2 i 5 6 LA SR R Lb T b &9
(9a) I 106% ~ 505 i o i S 2tk F AR I, B IMEEA B/ K VAR 2RI T SAE AR,
B 6RO AlK HARIR T BE A8 (9a) TAMR T 203 AR AR Sl Ko R T4 b 4k
GHMELLYA R TStk AT AU S5 /D s A A (L AR TR S - F 2RI B
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[0610] KT Jp gt =l (8¢™ ) M &l FH A R A AL A5 Tk [RIIN R 25 41 R

ek ZAPIERBIE R (9¢) L AW TR . PROY 2 — (=R FARER L) £ Sk Bt
N R 54 (8¢™ ) £E5°C ~ 100°CIIREE N, fLidefr35°C ~ 60 CIAEE I HPY | 25 e
VUK AR A TACEE,, FRIEBR 252 — (PRI LA EE AN T 59 (8¢7 ) 1
BEJR VU T FEai A Bl FH o i BE IR AR08 B FH 10 ~ 30BEZ)R o S NS [R] A 17N ~ 487N L e 18
A/ NI ~ 247 NI o 78 SO R DN S R RS I, AR T ZR A ALV A Bl o0 AR U B 7B
B B R 2 BUHPLC [ 28 M/ O ~ 28 Pl / FR RS ] L CLSEEIRA: IEMT (B i/
165~ 2 P/ F R A ] sl Ee R A G b A RS I A B S5 (9¢) -

[0611]  (C —81J¥)

[0612] KT Jp gt =t (9¢™) A &P A RIA U 7 ik 52 (de) b &4t
T4 RN, il = (37) ML SRy L Fr « AR#BIEB — 4 T el 8 75 13 2L 5 )
(3,

[0613]  Dyk Mgt FAG PR fLIE

[0614] gk S A FLAAR PTAR B 151 41W02018,/003983 % pirak (19 75 7 I I U 7= i 7 Sk Al

T o

¥V Fuc
@ Gicac
o o D1 D-2 [ Inl [ lnl. O Men
06151 (3 o — o G
nL 2| © sa
(] [t .

(1d) {2d) (3d)
(n1, n2} = (1, 0), (0,1), (L.1) FEE—1

[0616]  (D—1T1J%)

[0617] KTy @ % Hbrbo A 2RI SN, ) FHZK gt S5 Hipk i s 1Ry 41) 55 297
LI R A e e 45 5 [INE B U B (N297 25 G5 W) (1R B AR i 5e Wi 25 A9 1) G1eNAcB1 —
4G1cNAc 2 [RI IR B DM , Sk filids e UM broik iy T o

[0618] K HFrdifk (1d) (10mg/mL) 7EZ& MR (IR £h 28 iR EF) Hh, 7E0°C ~ 40 °C IR &
A5 TR AR A End o ST S5 /K fifp i ST i R 1) e Wi S5 AITGLeNACBL 554G 1eNAe 2 [R] 1
B BE I 7K AR T o SN R 2R 1043 8 ~ T2/INIF S 1/ ~ 6 /NI o A Tk (1d)
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100mg , B A MEndoSPE (i 110 . 1mg ~ 10mg L fii 110 1mg ~ 3mg o S N 25K =, ISR AEMT
(HiTrap rProtein A FF (5ml) (GE HEALTH CAREf))) Fll/sk B 5L ms K A #E (Bio—Scale
Mini CHT Type 1% (5ml) (BIO—RADf) ) #4745 452 (Fucal ,6) GleNAcHTIE (2d) -
[06191  (D—2T1J%)

[0620] /K T 5 20D —1 T JF 73381 (Fucal , 6) GLeNAcHTiA (2d) i T AN IR SR ,
HA 64 2 R LN PEGEE B2 11 SCIU BRMSG (MSG L \MSG2) FRUp 4 sk (DL R ikl “& ik
FHEE IR S5, FlhEsE Ak (3d) I Ty .

[0621] Ktk (2d) 7E28 Ml (SR £h 2% 1Pl &%) " AE0°C ~ 40 CHIIELE T, #EEndoS
(D233Q/Q303L) SFHESLALAEREATAE 1, 5 & RSN R B A S N S TR E R SN o SN
IR 109380 ~ 727N 08 1/INIF ~ 67N o AFD 51441 00mg , Endo ST (D233Q/Q303L) fifi
H1img ~ 10mg e H Img ~ 3mg , S RUSLMHEE M IRAACE FH2 24 1 ~ i it 2 1 fIo e i 4
Wi ~ 204 N EE R e, R MEMNT (HiTrap rProtein A FF (5ml) (GEHEALTH CARE
B DL IS I AkE (Bio—Scale Mini CHT Type 1745 (5ml) (BIO—RADH) ) HH1 TS5
FFEFHEE A TR (3d) .

[0622]  Yr | i frObHEE EEAD BRI 25, DA IR e R FEIUE DA M R i Ag e
AR R B B A ~ CHEA T

[0623] T PLWEHH , SCZUH) & UM B AR W02018 /00398 3T 1) 77 T34 T 5 ik
Y h—1il, [N,—PEG (3) J,—SG (10) —0x (W02018/003983Fr iR L A1 — 10) AI A R HE 4
PR,
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HQ_ oHo oH

HO, Lr~0~0

N
~H 4
" ho Hok ___oH
o O 3 o
HO- 0- o
oH RO
o={ HD
\\(
A
NS'AVO“\/“'O"“VO'M/\“NH;.
O, OH __oH
HD\ OHo, OH HE=R HO g0
HO e O H
HO =~ HG e 4 NH
N HO o o:&
‘M\{H HO -IO| Ho. HO-
Q A0 - |
HO A %0 \,0\ o
oH HO=="00 -
o
SG(10)
N~ O~g
[
HO  aH
w o] NH
HO,.. e
14 e] O
~(HHo HOK -
o _0 o
HO o0
0={ HO ol
Ny~ q O~ HO g' o e |:’N\>_c;
D CLi‘\ HO- \ RN
Q... OH \
[0624] y \ OH
HO HO—40 .0
OHO,_ _NH o L -
\““/' HO M—H%-OH
HO, .- . — .
N7 0 HO_ Lo o=
H‘,H(H HO —|l|3 Ho_ Ho—" |
= -0 ‘-L I
HO N 00
i HOA-O
o=(

\
[N,—PEG(3)],—8G{10)

hj\vmo,\\/o,\’/\_o

HO 1
OHO_ _NH
\L‘_ o

/

HO. fereq-a-
M o O

—H
fHHo HO _OH
< A0
HO .0
OHHOM"O
NH
o= HO
N P - HO-=1%,
A N T o 8 \
k‘} O-, ©oH OH
HC oHo_ NH Heo ﬁk’_Lol PO,
HO
Hob’ HO—— v Skr\o
NZ97 9 HO. o N{{
" Ho "0|\ Ho. HO— |
HON o, OO
THO A0
OH N
0=

A
[N,—PEG(3)],—8G(10)0Ox

[0625]  MSGZY 12 Sl LM M At AR HEW020 18 /00398 3T ik 1) /5 1k A 165 He o 1R Sy —
i, [N,—PEG (3) ] —MSG1 (9) —0x (W02018/003983 iR [k 51 — 11) (1075 i J i an X
7R
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L

B B

68/357 T

OH
HO
B2 oS0
- o]
HOXA - fo R 0

NH
0={ HO
N
HO 0
HO i

O OH

_OH
-2~Lt0 5
HOLTrOHO o ) HO? Ko \V\:‘H oH
Hoﬂ'f 0~0 HOQ-hT,gJ 0:{\
~¢H fio HO\ Ho_ HO- ‘
o} N0
HO&-:‘VB\H %Yﬁ:‘%ﬁ,.o
o=
Y
MSG1(9)
[0626] -
_OH _oH
HO__R 2 o= A0 "
OH S
J+ ci 0—(\H;0
fmﬂlaNﬁ—C' s gy 's%i 0‘1
N L
y ﬁ O-\\ OH 0
S ———— HO\ QHO H /u; ’Sﬁ./\
HO\ Lo HO—— i
N- HO -H..-;- N
—(H Ho HDI HO_ HO~ i
© o
HO o\rf*?c;s"'““\-_l’a
0={
[N —PEG(3)]—MSG1(9)0x
[0627]  Eik: Huik 5 250 Bk OFsEmIne D)
0 :u':-r. :
p u %
6 F NP s
N ‘] l‘k/‘._‘:; JLJ?; d ﬂ[_’ pE
k. 1:’).._.#--& Ll |I'I s E'1
-+ . 2 L I ——r
N, 3 mlr . N._l '3’“:"{‘""‘[’* A}J_:.,;...-\‘-“‘\HE
\_.
(3d} (2)
[0628]
g O
$ ) ;
l =
I
[0629]  Grh, HUiA LGB (Le) A2 5 (%) s Y 2 S RN 25k

PRy o)
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[0630]  CHilidh 2 fHDIED — 2 T 5 vh 3 B UM sk AL HifAk (3d) SBIEB—4 T frHhig 21y
IR (2) 1 SPAAC (N AR HF & S IRk strain—promoted azide—alkyne
cycloaddition:J.Am.Chem.Soc.2004,126,15046—15047) S N ngs &, g Hrik 2B Ek
Yy (Le) 157k

[06311  (E—1TJF)

[0632]  yi b KM Bk ARG UK (3d) MUZE IR T (RAETR $h 2% 1R (O TREE 1M AR 2% 1WA
55 SRR R (2) IR T 18 2 AT C SRR GN N — — FRREFA i N N— L 2
P N — FHIL LR B o P i sl X SR )T S 1) PR A5 2R TRTE 7, FHIE S TESPAAC
ISR o AN TARE FE AL T4 (3d) LEEZR  ARIBE R4 (2) i FH2BE /R ~ b Bt R /R (e ade i FHAEE /R
~ BOBE/R , LA AL AR AR T o IIZE A 1 % ~ 200% (v/v) o JRREI A0
C ~37°C e 15°C ~25°C, B I TA] Ay /NI ~ 150/ NI JE 286/ INI ~ 72/ N o SN %
IPHAIE 25 ~ 9 o K SR Ik i iR [ el 4 P ED FIr R 1R 5 TR A TR SIS B Uik 251
1w (Le) o

[0633]  E 7 HiR 5 250 e CF Dt 2 FRAHIBO

[0634]  HLAT B Sl RABIBE ) A A WA SR 25 W BID vl FHAR S 225 01 4601 25 1) H A
Pk 5B TEB—8 T Fr R 2 B S ok Bl e L FABIBE AT 44k (27) , 4k EiW02014/0576874%
FIrR i) 7 ik Tl -

[0635]  E” 7k Hpk 5 2o i Ofrst B c2)

[0636]  JE I AEEL A CEHBICHT K (2) A2 A C 0 —8 L Bl BT (37) £38] T
I RIPUAR LYY (1e7) .

[0637]

[0638] (A, Fik 25l (1e”) 2= S (x 1) Fon MR SHrR b 2501
FB57 o)

[06391  HuiA 25 BICH) AT i Je R Y R ED ~ GREA TR MR S e R ) DR IR BE Y
ME VAR AR — 0 FHUARIN 258 P S S 50IE , i THUAR 25 RIS 0E

[0640]  FLABHAEA : HTHATKIA RN e 4

(06411  {FAmicon GEMFGHR) UltraB O JEAR 25 (50000NMWL , Merck Millipore
Ltd.) I PO SR 25 W B i, 1l 8 FH 5201 (Allegra X—15R, Beckman
Coulter,Inc.) [UESMESE (FE2000G ~ 4000G N E.00553 81 ~ 20438 AL K Btk 254
IS R4 o

[0642]  FLABHEB : HraR UM BEN E

[0643]  {fi HUVIll%E#§ (Nanodrop 1000, Thermo Fisher Scientific,Inc.) ,fR¥afili&E R
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TUAE 17 T AR B o I, 42 R Al FH AR (1 280nmi e 2255 (1. 3mimg ™ em™" ~

1.8mlmg 'em™) .

[0644]  HERAEC : PRI LR IR AL H

[0645]  FEHTAR KR HR DN 28 . (TR £ 2% i AR B R 7K (pH6 . 0) | iR 6 2% P
(pH6. 0) Z5) , AR BB B EART R [ 5 VA T A Z 3R B TR UK 2 e AR PR s R A E BT
W 177 5 I E AR IR B o AEIZDUARSE M RO N AT 2 28 i (R R 3k 2% AR BB SRk
(pH6. 0) fRER 2% i (pHG . 0) 55) SR ifill 2 AR EE (91140, 2910mg/mL) [T IR A L -
[0646]  HmIRED : PR ZWEBIDAI RS ) (R S =T

[0647] ] BR2E P (10mM Acetate Buffer,5% LIBLbiRESorbitol , pH5.5; Ui frh
FroMABS) Bk 138 24 P28 Mk {iNAPAT: (NAP—5,NAP—10,NAP— 25 (GEHEALTH CAREf]))
ST o AEAZNAPAE H REE B TR 25 HIDED BN 140, o Tl i v AL S TR 2% iR LRI B
5y BT 53 o 24 53 FRRCRSEL BINAPAE Hh {5055 vl R v 28 O L ARG L 0 Bt
A3 2R E R AR EI 20K ~ 3R A BB & T ARG S I 51 BRI
P B IO BT 25 W RIDE) o AR B s i o Il R EA DL S CYR S HUiA 25 W (B I M s iR 1k

i
[o648]  JLIHERTEE : TR G IR OSSR — 0 - Puik ) 25 F 34085 550
W5E UVik)

[06491  Frpk 2G5BT 45 5 25k B ok (50 PO ol (UV/VIS Spectrometer
Lambda 25,PerkinElmer, Inc.) MEHiA 259 BB /KIA R 1 280nmPL M 260nm (5 iyt i
JH260nmPASNIIBAS) X2 A MIOCEE R, 3- T FARR TR o TN MY
RO B S IR TR AR AR B 2 BB MRS 22 PR YR 2 A0 (RO CBE R I |, ALt
FABE NPT IAR S Za BT = , BT L K 25 BE IR RO A B0 A 22 A, M4 2B
IR BT AAR B DA M 25 BEAn B ik e R A

(06501 Apgy =Ry 1507 Ay » 280 =Ep>250Cpt 0 2800 A (D)

(06511 Aggy =Ry 12607 Ay » 260 =Ep260C0tn» 2600 A (D

[0652]  3trkt, A, F280nm R AL MBI K A LR A, 2 75260nm F 940
2SI KA TR RE L A,y P 15280nm N BRI ICEE A, 5 o6, 2673 260nm [ 4T
PRIIEOCIE Ay s pgo 25 280nm N I RIPIHT AT GRS, A, o, 2 13260nm N FEIRPIHT AT
WCRE €, 5 pgo 215 280nm N BRI EEZRIBOE BRI, €, o5, 23 260nm N PTIARIY EE/RIBOE 2
£, ,,28047~280nm NIRRT BEIRIO R EL, €5 5502 15260nm N PRI T 1A
EIRIE O 238, C 2 n PR 29 I vh PR BE, C 3 R pu iR 25 M R 1) 25 ik
FE T, €44 050715 960~ Ep 2 280~ Ep > 060 H) ATE TR S HERS B (UTSRLHE E (B 5 SEME) - 49140,
€5 950 ") LA HPUAR I SR - A1 il © R 1557 (Protein Science,1995,vol . 4,
2411 —2423) HETE . &, o 8 LR HOUVI A AR BRSO L SO
SR, S HTHERZGTARIT EE RO R EUE e s 050 =2153800L Mg, oy =110117 . BUiti P
LPSTU ISR BB e, = 2273000 Ko, g = 110710, o P By o T DT
I R i el P PO A3 K2 T A AR S e e B R PR T R R RO B AR i B A B 2R e
(Lambert—Beerlaw) (WO =FEE/RIREE X EEIRIROE R EORIDICEEK) 138 o S a1 - 48,
SCH B AR ) B 2R MR ' AR B R UV E 753280 o I8 A 25 (B I 7R TR A g A B

76



CN 118846110 A W OB P 71/357 T

Ay » X E AN (1) DA K (T STy R, SRAFC, LA K C o BTl ik KC R PAC, AT
KR PURIN 2 555 558

[0653]  Haf#RAEF : Uik 25 i PR B LA S R — 03 1 IR I 29 - 250 85 5
(IINIAE (SCAH = A (i : RP—HPLC)

[0654]  HiiAR 25 BRI ARAR FE LA S B — 0 - HUR I 250 I 85 58005 T kit
TEREE 2 Ah i Pl AN R TR R s S0ohE e it 43 B oK 44

[0655]  [F—1.HPLC/ T AR M6 (iR 25 Bk i) ]

[0656] B4 A ZGW BRI (£ 1mg/mL60pL) 5 —fJopfE (DTT) /K (100mM. 15p
L) IR A R AWIESTC T R (incubate) 304381, B HUiA 25 LyE LA M A% 2 [R]
(1 I B VI o B2 SN IR TR 31 TP HPLC A3 A

[0657]  [F—2.HPLC4#f]

[0658]  FRFNERIIHTEAE A PHTIA .

[0659] HPLC&%i:Agilent 1290HPLC£%: (Agilent Technologies)

[0660]  Aillles : Z2/NRCREETH GUIZE 87 - 280nm)

[0661]  F¥:Acquity BEH Phenyl (2.1 X50mm.1.7um.Watersf])

[0662]  HRE.75C

[0663] i1 :0.8mL/min

[0664] i N\t : 10uL

[0665] IR BhAHA:0. 1% —FLFR (TFA) , 15% S5 NI /KA

[0666] 7 ZIAB:0.075%TFA, 15% SN 2 B TA T

[0667]  BEEEFRST (GREDAEB) :14% —36% (04> —15%%) ,36% —80% (15— 174Y) ,80% —
14% (1745 —17.14%) ,14% —14% (17. 143 —234))

[0668]  [F—3. % dafET]

[0669]  (F—3— 1) TREE G 2N PR ILEE (L0) DL HEE (H0) , &5 T 29k
(G5 T — N AWHEE HL S5 T 225tk : H2) 5 455 1 250 B0k bo 9 g 7K 4 34
I, AR BAR TR AR K- BRI, S0 1 43¢ FRLO W HO W H1 S H2 PRS0 B e i o 8 1 Fb 85 5 LODA K HOFR
BRI TR, PR A IR I 43 Bid L0 HO W HT H2[ P A — o

[0670]  (F—3—2) 24451 FLATUVIRIAL, IR b , AR B 253 11 10 45 5 e fit THBE DA M
W B RO C RO TARYE b A T R I

i Y R R O 7 3

[0671]  neEWHEBEEM(HPA;) = wemf X

0 R 76 3+ 44 25708 X S50 T 06 AR O 3R 2
[0672] Uy, SpUARRILAE LA A HEE A BE/RIBO'E 22 £ (280nm) 456 A i Lam B FEIC B 220
O TEST 5 TSR3 E 1 - AE BSOS DUHER2TTIR I TH UL T, LAY R /R IR A 2t 26213, 1
TR EE IR A B I8 1478 6 [RIAF: , AERSUEHTLPSHUARITE &L I, Lk EE /R A A5 H
27703, HEEABE/RIBO'E 2 250 FH85948 « ZWitidne 1 BE/RIROE A2 %8 (280nm) FESPAACKC . T
AOMBIBEAOTS DL, {8 FARIDR T AR R SUMEL, A2 D BRARIPRA IR DL T , (8 FHPRE 25 AERIDC A 5
ik CRE BN — RN e 2UR R , -5 R o MU e ik A 46 Dy B3R BEGE U Jee Bk 1) 16 5 P )
DRI

[0673]  (F—3—3)Rda N A THSADS T BB L A T S Skl ARLE (%) .
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[0674]  HEMEBIL (WHPA,) = HFA9+II:Iig§;+HPA-

[0675]  (F—3—4) R4 ok i obk — 2B THU kI 2 225 252
(DAR) -

x 100

[0676]  ZWFH44% (DAR) = O0x%HPA +1 Xi&é-igh 1+ 2 x%HPA, x 2

[0677]  (F—3—5)iR¥E It Bk — 29I P UARR E .
U259 (B O x FRERGE < Uik TR
PUARRIEE R R B + 250 0 58S 4 = 299 TR R RO R ¥
[06791  YEit, HiiR 25 BB I E (280nm) {5 FT A 25 BB /K AT 11 S M o
TR I E WO B R DT A 25 W I K RO R T LAS , 18 MR A RS « DU R 7RIl
JEAE (280nm) 5 ] FH B R EEIC ) R T3 TR B e A8 - 291 -3 8 & 5l
FH(F—3—4) A3 2 M - 29 e 1 IO BE /RO 22 2 (280nm) £ESPAACKI M. I I ABIDE A1
LN BRI B A SN, A e 2 BRI TS DL N, (0 & 29 e+ S O
BN — B ISR ST, 68 R eI e S s BT Jre e ok 1140 1o S5 i S
[0680]  F:JMHERIEG : HTiR Z5WBI M HUAIR BE VL KB — 0 PRI 258~V 35 45 55501
DTE GGt/ M A — m8aRoA a7 : HT —HPLC)
[0681]  HUR LGB IR B DL S B — o0 T HUR I 2980 3 25 G 80k 1 Fak3eam
PRYEEVL S 2 A i Ak i DA B0 5 R s A e il o Aok H
[0682]  [G—1.HPLCA AT ARSI 25 ]
[0683]  B{HiiAR 2o (£)1mg/mL 60uL) B2 {d - THPLCA
[0684]  [G—2.HPLC/#T]
[0685]  FRFMERIIHTEAEAN NIRRT
[0686]  HPLC% % : SHIMADZU CBM—20A (S3iEHHI1EA)
[0687]  Ailllgs : SN CREETH GIITE 7 : 280nm)
[0688]  }4:TSK—gel Butyl—NPR(4.6>X100mm,2.5um, TOSOH)
[0689] A &+ 25 °C BRFUT A7) i T
[0690]  JRzlAHA : 2571 . SMR R L (1) 25mM AR 6 2% 1M (pH=7.0)
[0691] IR ZUAHB : 25mMIHIR £h 2% il (pH="7.0) / NI A (3: 1)
[0692] 7 :0.8mL/min
[0693]  FfhhF N & : 15pL
[0694]  BEEFFET GREIAEB) :10% —15% (043 —54%) ,15% —65% (547 —204)
[0695] &k ,HPLC % : SHIMADZU CBM—20A (S3i3HHIER)
[0696] A illlzs : ZANRCREETH GIIZE 7 : 280nm)
[0697]  #E:PolyPROPYL A(4.6X 100mm, 3um,1500A ,PolyLCHl)
[0698] A 5 40 °CBRFUT A7) S T
[0699]  JAZlAHA : 2571 . SMR R L (1) 20mM AR 6 2% i (pH=7.4)
[0700] {7 ZHAHB : 20mMAZG £h 4% itk (pH="7.4)
[0701] 7% #E:0.8mL/min
[0702]  FfhhiF N & : 15pL

[0678] ki) (Cp) [mg/mL] =
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[0703]  BRJEREFT GrizhAEB) :40% —80% (043 —2057)
[0704]  [G— 3. % dafidtr]
[0705]  (G—3—1) GHUIRES & N 25 B L GG /R P BE I, O/ BA I TR 22, ATk, A
SPAACI N N AEIBEI SO0 B, Bt 4% BADAR=0 . DAR =2 . DAR = 41 it J- R e i o 188 F 2
EIDAR= O PR A I T, FTREAS I B8 4 i 9 DAR = 214 S DAR =4 HH [ — 3 o A7 I th H R T
PR 2GR M A0 HHDAR = 1 LA K DAR = 3FF) I U o A% 87 UEE YO DAR th A3 AHT —
HPLCYy 8 H B i, R ST KAt e 175 O o
[0706]  (G—3—2) 25t - FLATUVIOL, TALIHE AR 25 e die 11 4 S 23U PR A K
2R IR RO A B0 N b Tl B E R 2 1E .
PUA R BEZRWON R 3

PR RO R+ A5 O AR < 2% T EE SR O R 3
[0708]  SXHp, HUIRIIEE /RN E A2 5% (280nm) i FH i Ham B FE 1D 801 B R0 T3 5
(OHERE 16 » 2t 1 IO 2RO AR 28 (280nm) A MR BT 4R 1) SIHE o
[07091  (G—3—3)HU Nt EAR T AR S iU AR AR (%)

WPA,
WPA,FWPAFWP A, TWPA:TWP A,

(07111 (6—3—4)HRH P IStk — 2SI —Ir T DUARR 20 P 32h 54K.

0x%WPAg+1 x%WPA1+2x%WP A2+ 3 x%WP As+4 x%WPA,
100

[0713]  (G—3—5) Pk — WM PRk FE Fe I (F — 3 — 5) I R B s o 3o ShE i
PSS RUE FH (G—3—4) R R .

[0714] AU T R CONAT A=W« B 2 ol e A1 TP il ks Ho TR A It A a7 A
SARE K LA PRI I TG A A T LR S Aa 4k AR A R sl d ok AR BH A S5+
TR G AR, X8 AR DG A AR A Mo e TR S P B S e A L I

[0715] A LA PR I, 2580 5 — 03 T PR &5 G B0 s M A 300 o4
PERE IR - HUpR 25 I il ik 58 DA 250 55 280k o 8 e B30 5 s e B vy A
PR IEORE G PR ol i 55 s B S PR i AR SR - I S I N AN ], 1 2k
FARE H I S IR G 595 — 0 T HURIN S & B0 R E 0 - E B4 25
MIEEGE DAR) « MR ZAZHRATAE S huik sy I g5 S E T LA YRR — 0 T HuRr
2SS S BT 4561 ~ LOVE R ERR A IRAT A, Ik L ~ 84, Bk 1 ~ 54~
[0716] AL BAMHUARZS I, DTARAD W\ BT ARADIY EEAG B BE SLES S I, TR Z5%
I T OB — 45 1 BUAR 0 25 W 25 45 Hm® g BB 1 5 2 0 243200 i JgN29 TG , W4 Ny
N297 — (Fuc) SGIN ,m* 32, DAR Jg3 ~ 5I{I7EFE (0163 . 2 ~ 4. 813, Bl 1%3. 5~ 4. 21078
FBD) - N297 4k N297 — (Fuc) MSG1N297 — (Fuc) MSG2EKN297 — (Fuc) MSG1 5N297 — (Fuc)
MSG2ITR AN, m® 31, DARJy 1 ~ 37 (5610 ~ 2. 5HIYER B 1%1 . 2 ~ 2. 21978
M) o

[0717] T RAUEHH , AU AR 51T LAFE B o5 1 S Bl e ase v i 5 4k
29 G RN, AT RN P T IR AT AE M &5 & 30 b

[0718] T RAULHA , A% BV CONTIT AR HoiA 25 W e « 13X 8 (1 i) 155 Fh T A 1o J8 5 A
KA, b T ER S5 WBOK Sy AN BEE W MK e e oK &Y, X R SK b &

79

[0707]  fifkWemBUSIEM (WP A )= KEEH

x 100

[0710]  #UfkEEMEBILL (WP A ;) =

[0712] HYrE G R (DAR) =
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Y S e A L I

[07191 A& WIR CONAIT A=« oA 25 AR D) 1 28 1y ) 1 H ) 4 5 Sl B S 5
FRIE Y RT DA Bl = 25 b T2 [0 Eh AR XML, il DAZS I an R R Eh S 6 S5 20
FRER s AHIRER = SR SR IR Eh IR SR SFICHUER £ s TR h - — Sl IR Eh LR £ 5%
RSERARR Eh s ARG £ N HHORIIR Sh 555 B TR &8 s HHIR - LR S RTR i IR SR VIR A
FRER TR ER IO TREL VIR EL R AR SR s UK D SR 2 A =R £k R
FRER S 2 IR AL .

[0720] & WIIFJ CONTIT A= M sk Ak 25 IIBE M IR Dby £ 5 Al vh 2 Bl TR L AT/ kit A gk
FRAL, IR — MBI 5 P AN SR o 34N, AR X 2 il st v R] A FLAT 2 S SR I JE 1 A 400
N, S WA AR ER AR 2 I AT gk, T DAAS B A gL L aEL L PR
S e N T N v 2 1 o B Nt e 7 ) o 7| NNV P B S = R 7y i S
ih TR N— A A L R S O R RO R . IR KRR WL N —
RO L AR N —N— QRO edh Wk DU PR Eh =
G D) S SR S A MU R 5

[07211 % BHICONGT AR B 25 I B AT I il s TR oA s W e s <R 1Y
KRG E MK GG R A AR WIS, R BB 25 T a3 1) sk A Ry
AR E , BRI &, e 7K G QB ) 2 — R S5 o AN FEAS R B CONAT A
Y HUAR 29I e AT T Hiid Hr TR AR A A AR U I, AT AE BN — 26 , i O 71 5
PILA BN — S8 et B3 S AR A HITE RN o S8, A& BHIR CONAT A= DAk 25 I |
EATT 3 R AR AE B I, AT R AR, X 8 7R3 751 5 0 DA M OTE Rt (0 5 A A
KT o

[0722]  GAN, AR WA B4 7 & MBSO M sl A E SO P Tl 7 =R I S 1« 4 A & B
[FICDNATAEWD  Hei 29 B I i e i ik TR R B -1 — AN DA B v S I A 62 31
(IR IRIREE B AN SR 7 2%, T2 A 20 (2H) ot (3H) Al — 125 (125T1) ik — 14
(14C) &5 o AN, A B St nT ol dnt o (3H) Al — 125 (1251) el — 14 (14C0) 2 2RIV
SRR AT R RIC S AR IC B S E i T sl Bty 741 it (5 a4y
Bt DA R 2 Wil (B an ik N2 W A5 528 I « AL B SR 25 I pir A A
(7 222 AR TCIE B 5 IR, B AR A IHITE Y

[0723]  <4.p=2p>

[0724] A& W CDONAIT A=l o A4 25 IBE o e 40 S s HR ORg S e 1 sl At it =5
Ve, RIE AT PR 25, R B2 SR RE 767 A0/ sl U 741 sl o ig 741

[0725]  E AL I CONAIT A sl A 25 mIDe s e i M2t , Rl LAz H e (/)N
AU N AN liEa ) B R RIE B K i A IR 2R R i T R4 i
JE O S GRIZ L R I Rg « TR) ST P e R4 it I 5 T « LR B 60 2008 i
e B R Bl B AR S AU ORS D4V ARRS I 4niis) 8 S0 IR it
KRB 2 IE R BT RIS I IFIRE « Sk A0 e « DR e « TR BT 5 R 1A BORE
(Gastrointestinal Stromal Tumor,GIST) JH#&Se:  IHE e B F RS Bk 40 < 1 i
I~ A PEIREL IR R AN IR P BEJRE PR, (H LA 2 I e E TR T R A s 4
N A HUARZS Y B I BT BRI R B 18 E Uk I A, AR E T8k .
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[0726] A& B RICDNATAE Mk i 2o I 0e R 4G 25 T AL Ehi , BEARRZG 25T A
[07271  PENEA AL I CONAT A=Wk itk 25 Wit = 25 41 S il P Ioa , vl
FRImEA 2ot 45 253k B MRl Fhoe i il TR i SRR I S s M e BeadbA T

[0728] A& WHIICDONAIT APk o i 2o I e A G0 & — A b 25 AR A 1 il o (I =
AT 25 N ARGV, PR PR 258 S o LR DA 1 10 255238k (carrier)
an, KeERpR @aan, 87K LU Caid s Ak & e I i 3h (lan, A6 A= 7 ok
I I 2RISR ) ) ) oA E_ERBR 2G4 S WK Z5n0 S 00 1, K08 B B RERME
AR B BRI LA S A 0 (dextrose) ZKIATRIA K H /KA AR AT VR AR 2 4, 45 1)
A3 AR » G i (1) 25 D AR A R o Bk 41 S AR P T 20A T DL AL 25
T 7 38 0 7R sl FL AR R L B p HEE e 711 o 1 5 1 25 2 AR 9 - AFE . W . Martinfly
“Remington’ s Pharmaceutical Sciences” A 10# . 1ZAL T AN 1452575 2.

[0729] K BiMLE ARG R, AT A& B CONAIT A sl e (AR 2o B R 465 25 o 1 F
NFNTTIE, ATUAZS R N LN RIS A ik N S DA SR B i 728 B AR E Tt - 45 2511
Qrn] ok Ay ek s AL T E ST (bolus injection) J kAT  AERFE IR IS 5 2o, R
CONfIT A= sl AR 25 W R ) 25 2y it i b TR AR TR 45 202 e I 45 251 1
[0730] 7R RERNESTHE T X, B8 R Ui 2o I B 2520 S AR I AR 7 1
THE TR AR IRk 25108 250 S AL 7 « R D, T E ks 251 40 5k K
PR S5 7K IR P (R o AR, R s 2538 W DA 5 A BV 70 DA K] T2 RN B
PR I R R (904n, R 2R ol , R Bl oy B an A 7y M 790 ) e P ik 2
(Sachet) FF &8t B 1 £ T A R 10T 8R T 8 R e oKk g Ie s T4y, slofe
B R — IR A R4S AL PUE _E PR 254 S WpiBa FE s 25005 00 1, Al o o s
AT KB 25 R 7K sl b /K R NRLR 26 2 o il TR U 45 2k s 2510, 735 TR RIVK
sl R KL R VAT AT AR 45 25 2 B b B TR A 1 g2 it o FaRER 2540 S WA I DA
T AT .

[0731] R AW ES 2540 S a] A B A I (R CONATT AR P sl Ak 25 M B I B 2
HEW), W] h A CONTT A sl A 25 I A S 22 /D — Pz CONTIT A= sl Ak 2P
W PAANO I TG IS 2520 54 o A IR CONAIT AR W sk ik 25 I vl 55 1 e 1 e
BRI 48 25, e TSR P U SR - LAz H o & Hosa 1) °] 5 CONAT 2B Mk ik
29 BICIRING 3 T sl S 45 252 MR, AT R & F 045 251RI PR T45 25 A E b 28
EIRT AL, LR B & B 4 5 B 2R (abraxane) « K1 (carboplatin) Ji%A
(cisplatin) 7 PHfth (gemcitabine) 73 (CPT—11) (irinotecan) ¥
(paclitaxel) 55FEAHJE (pemetrexed) vZEHIRJE (sorafenib) K- EHALHK (vinblastin) Bf
FEIRR AT EEW02003/038043 5 /N1 HRC 21 25 ¥ MILH—RHISAUY) (e N Bk K5 T bR
) RS T VB S B (BB S R AR S A R 7] (ST A ph e S
M AR PG S AR | oA 7 R A BT (nivolumab) HHVEHLET (ipilimumab) ) 5.
HECE R A GUMETE R 2575, s A PR IE -

[0732]  SXAEIER 2540 S il 750 i T )90 sl B R A TR E D R A e B 1 21 B R P
Al R IR BRI RT o 224 150 700 T IR, mT LA B2 A el foft FH R 244 1R a1 00 DA 1) il
Tl AN, IR 791t v T AR 770 a0 75 ARyt Hh o FH 0 25 Rl 8 IR i s il 5170 o
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[0733] PR 254G ZH A DA MOk B AR R 26 257 1L Al , s A R A B 254 S &
AP S , AEDUAR 2GR O 13 AN , BN Tl i fd 295 2 (Kd
{ED J5 18, S ARk sy (KA(ERER) | B2 /D s 25 2 b iT DA A 25380 ERLIEE , AR E B
2RI 46 25 BN, PTARSE TR 25 I S B U s AN AR DU E 45 2 i AN A
HH (I CONTIT A= el AR 25 W, AR5 25N, il , 42400, 001 ~ 100mg/kg—K 252y, 5k
FVAL ~ 180 K—KINRIBFA 2 R 4 25 B AT

[0734] DL NI STEBISA A B T, (HAG B AR E Tkt

[0735]  SjitEddl

[0736] DL FIaZiEil, 2= 25 x15°C ~ 35°C o /K OB e 4 a8 B2 2 (0
7K) —Super — ok HACAE 25 TV B 19 O GRRITEK) o M il ] HH S AR b 22 B B T e e
(Ii7K) —Super — AL =414 FHBiotage SNAP Ultra (Biotageffil]) \Chromatorex Q—Pack
ST (& +-Silysiafil) BiPurif —Pack—Ex ST (H)(:Sciencefl) 1152 . DIOLAE AT E 4T (i FH
Chromatorex Q—pack DIOL (& -1-Silysiafhl]) if 22 . C18ENAE =M HBiotage SNAP
Ultra C18(Biotageffil) Ifi S5 Sl FAERAE IEHT{#/TIBiotage SNAP Isolute NH, (Biotage
) 1 S0 » 1l 85 UHPLC i HISHIMADZU SPD—M10A HPLCZAZe (SR ERT) 5510 S o il 25
i K inetex (5um, C18,100A ,250 X 30. Omm, Phenomenexffil) 8iKinetex (5um,C18,100A ,
250X 21 . 2mm, Phenomenex i)

[0737] & ot 630 K530 0 0 5 fik I DA R RO LRS o 'H — NMRYEHE 68 FHJEOL ECS —400
(400MHz) \Varian 400—MR (400MHz) &kVarian Unity Inova 500 (500MHz) 1 TI5E .*'P—
NMRY¢: 3455 FHH JEOL. ECS—400 (160MHz) JE4 TIE o BT FAgilent 6130Quadrupole LC/MS
Z%; (Agilent Technologies) JEATIE . LC/MSIUMIEAELL I IISSAE N 52 (4 : Develosil
Combi—RP, 5pm, 50 X 2. 0mm CEFAAE 221 L sl : 0. 1% R CIETAIR/0 . 1% HIFRIKIA IR
0. 1% FRRZIHIT : 2% —100% (04> —54 504> —1043) 1.

[0738]  SJEAI1 : CDNLIH) 5 %,

[0739]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— (6 — 5 Fk —9H—ME —9 —JL) —15,
16— " FkE—2, 10— W i) —14— (6,7,8,9— DU —20—2,3,5,6 —PUR LRI [cd]
B —2—%5) )\ —2H, 10H, 12H—5,8— HI#fF — 20, 10A° — ki I [3,2—17[1,3,6,9,11,2,
10] o528k A PO —2, 10— i

1 N’{ \>.-N\
HS-P o) -
O OH L\—iy,w e s
NTNA O OH
sp - i
[0740] O-P-SH
HoN—G N o
N—7

1
Ta ( JEXFERSFIAE 1)
1b ( JextEk Stk 2)
1e ( JExTHRSHfA 3)

[0741] [ iz ]
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NFN\ - N 9—NH, N B—NH, (
=N = =
HO = TH1 o r:jxu 72 O N <. O TH3

S T — T
~-$io" ‘o-TBS ~-Si0" o-Tes 2
HO OH ',f]‘\ I (

o

N H B ;

N Z
N \ N\ Nl,.;—\ N ’r

ll]' *
N )N N N
\ - s - O = .
[0742] @o OVD\) THT H Ny ) T8

L o 0-TBS g 0-TBS
//T-\PO/*VCN 0" OH
N>_ Bz
N SN
HO H NG N Bz
OyNN ~70  1es N )N
\ - §=P—2>—0
NC_~gPq - TH9 ol o TS
§ O __N_» N” N © O-
~'y Pahll
3 * O
th O-TBS Bz N
0" "OH
) ~N H N H
$ TBS N )N Nal Q@ N )N
- 0=P ) Y o s-p o -
LJ¥10 o o L(i?‘" 2 L1l 0 OH\ O N _J—
G s . 2 ;
N%N'(;}“"\ o O-TBS N*‘N'Q\I O OH
= 0-P-§ = 0-P-S
H,N—{ N 0 N N H,N N O Na
N rH\._/ rH\._/ N—

[0743] (T j¥1)

[0744]  7—{2—0— DRUT 2 (D) HRERERL] —3,5—0— (. — U T B FRERER) —
B—D— WAL} — 5 —fhE — TH— IR I [2, 3 — d g — 4 — Ji%

[0745]  {ESCHkEV 40 (Tetrahedron 2007,63,9850—9861) [1)5 — {2 4542 # 25 (1.0g) 119
N,N— ZHHEL R (10mL) {8, £50°C &2 M N — — B0 T 5 R S (5 HH iR
fig) (1.24mL) 2 5, AE[FAEROIHRE T HiPE3043 i AE0°C T IINBKM: (868mg) Ji7 , Tl 2 %=1
A FE305 Bl FE 2= N IS T 3 L GURELT , AR FIRFIOTEL . N e — T o A R N
HOIIN AT R S B /KRR, 452 1 I N 2 e F O TR CRE AR B A HUE TR & 2Kk T
VeI , G/ KImBRAEA T T8 o 8 2 TR I e e 40 o 1 2% B o A IR AT [ 2
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bt/ O CTR] A TR B A3 2 A8 59 (910mg) -

[0746] NS (ESI)m/z:647 (M+H) *.

[0747]  'H—NMR (CDC1,) §:8.25 (1H,s) ,7.03 (1H,s) ,6.10 (1H,s) ,5.63 (2H,brs) ,4.49—
4.44 (2H,m) ,4.26 (1H,dd,J=9.7,4.8Hz) ,4.17 (1H,m) ,4.00 (1H,t,J=9.7Hz) ,1.09 (9H,
s),1.04(9H,s) ,0.91(9H,s) ,0.13(3H,s) ,0.11(3H,s) .

[0748] (T %2

[0749]  7—{2—0— [RCT & (D) FIRERERE] — 3,56 —0— (. — 38U T BRI —
B—D— KM AL} —5— (3,3 — O HIEN — 1 — B —1—3) —TH— Mg (2,3 —d]1mE
W —4— %

[0750]  f/F iR T 7143 209454 (910mg) [N, N— —FHBLFAT i (3. OmL) — PUZA PR
(9. 0mL) AR R AR IO BRI — FHRR 4 (1.01mL) « — % (0.392mL) PO (=85
Ji%) 8 (0) (163mg) LA ML (1) (53.6mg) , £E40°C N5 18/ NI o £ KON IR FH NN T Ak
FRAFKIFRAN IR CTE , IR TR T2 B KA UE A& oKkt ek a1
IR NI AT T4 o 8 25T 8501, R 8 VR e 46 o K4 2 B W AR A 2 AT [/ LR &
] ARSI, A2 b8 5 (878mg) -

[0751]  MS(ESI)m/z:647 (M+H) *.

[0752]  'H—NMR(CDC1,) §:8.27 (1H,s) ,7.17 (1H,s) ,6.09 (1H,s) ,5.56 (2H,brs) ,5.50 (1H,
s),4.48(1H,dd,J=9.1,4.9Hz) ,4.42 (1H,d,J=4.9Hz) ,4.25(1H,dd,J=9.4,4.6Hz) ,4.17
(1H,m) ,4.00 (1H,t,J=9.7Hz) ,3.85—3.77 (2H,m) ,3.66 (2H,m) ,1.28 (6H, t,J=7.3Hz) ,
1.08(9H,s) ,1.04(9H,s) ,0.91(9H,s) ,0.13(3H,s) ,0.11(3H,s) .

(07531 (T J%3)

[0754]  2—{2—0— [RCT A (D) FIREREE] — 3,56 —0— (. — U T BRI —
B—D—MRI L} —6,7,8,9— P04 —2H—2,3,5,6 — PURZ AT [ed] B8

[0755] & Bk T 213 2L 59 (878mg) 1 LHE (8. 8mL) IRV IIAN10 % #2Hk (V) wet
(500mg) , 7 N AE =R MR/ NI o b BERR e, T SRt TTs e , 408
TR IR 4R o AE R B LR (8 . 8mL) AT IINT0 % ik (M) wet (500mg) , £E 250 I 40
C M2 R BEER A G, SR TIE e, REIE TR e 4 o R 72 B W T Je
HEENT [C4E/ SRR CTE/0. 1% — LM TR, 3 2P 8t 54 (603mg) «

[0756]  MS (ESI)m/z:561 (M+H) *.

[0757]  'H—NMR (CDC1,) 8:8.47 (1H,brs) ,8.07 (1H,s) ,6.70 (1H,s) ,6.14 (1H,s) ,4.47—
4.43 (2H,m) ,4.29(1H,dd,J=9.1,4.8Hz) ,4.15 (1H,m) ,3.99 (1H,t,J=9.7Hz) ,3.55 (2H,
m ,2.89(2H,t,J=5.4Hz) ,2.04 (2H,m) ,1.09 (9H,s) ,1.04 (9H,s) ,0.90 (9H,s) ,0.10 (3H,
s),0.10(3H,s) .

[0758] (T f¥4)

[0759] 6 —KHIME —2— {2—0— DT 3 (D) ki it ] —3,5—0— (- —fUT &
R —B—D— WMt} —6,7,8,9— DU, —2H—2,3,5,6 — PUAZ4 R [ed] BE
[0760]  f¢ Rk T332l & (2. 17g) I S H e (21. Tml) JA7RHT, 78 =1 M RN
ONIERE (1.56mL) N, N— — FRILEU LN mE (94 . 5mg) DL KK S (0.898mL) , 7F50°C Rt
157N o £ SN IR N AR AT S B /KA, (o SR A2 11 o FH = SR B2 B B A i L=

84



CN 118846110 A W OB P 79/357 T

T/ KIRBR AN T 118 o 358 25 TR0, RE B8RO e 20 o K5 2k BB W AR AT [ 5t/ LR
LBE/0.1% = L1 TR 1L 1S 2IhREUE & (1.91g)

[0761]  MS (ESI)m/z:665 (M+H) *.

[07621  'H—NMR (CDC1,) §:8.08 (1H,s) ,7.37—7.33 (3H,m) ,7.23 (2H,t,J=7.6Hz) ,6.97
(1H,s) ,6.21(1H,s) ,4.50—4.46 (2H,m) ,4.37—4.30 (2H,m) ,4.28—4.09 (2H,m) ,4.02 (1H,
t,J=10.0Hz) ,3.03(2H,t,J=6.3Hz) ,2.29—2.17 (2H,m) ,1.10(9H,s) ,1.05(9H,s) ,0.90
(9H,s) ,0.10(6H,s) .

[0763] (T J¥5)

[0764] 6 —KHIRFE —2 — {5 —0— W (4 — AL ORIE) OREL) L] —2—0— [#] 3
(D) ke ] —p—D— IRz bt} —6,7,8,9— 0% —2H—2,3,5,6 — PUA LI
[cd] B

[0765]  fr ik T4 259 (1.91g) I S HE (15mL) J7RHH , IIAAEO C AR
S —IHEmE (0. 30mL) S5uknE (1.88mL) TR G, £E0°C R FE2/ NI o 75 SN iR HE NI
FIIRER BN K A TR A S N A58 11 o 38 s B — U e 25U B B W UZ O /KR ER M A T
T BE TR B BERR R Ik 4 K R B A T (1mb) L PRI, 4 — IS
—ORHRG(1.17g) ,7E0°C P REFE L2/ o N TR PE30 0 B , IINAB AR R S B /KA
WA SN ASE 1 o B SO T — R A U KA UE T K B M2 AT T4 o i T
), R IERR M 4 - K 2% B W) T RE IR AR EAT [ b/ R OTR/0. 1% = L VRS, 15 20k
B A (1.98g) «

[0766]  MS(ESI)m/z:827 (M+H) *.

[0767]  'H—NMR (CDC1,) §:8.07 (1H,s) ,7.47 (2H,m) ,7.37—7.19 (13H,m) ,6.84 (4H,m) ,
6.37(1H,d,J=5.5Hz) ,4.75(1H,t,J=5.2Hz) ,4.38—4.20 (4H,m) ,3.80(6H,s) ,3.53 (1H,
dd,J=10.7,2.8Hz) ,3.40(1H,dd,J=11.0,3.1Hz) ,2.83(1H,d,J=3.7Hz) ,2.78 (2H,t,]=
6.4Hz) ,2.17 (2H,m) ,0.81(9H,s) , —0.03 (3H,s) , —0.21 (3H,s) .

(07681 (T J76)

[0769] 6 — KM —2— (6—0— DW (4 —HREILRIL) ORED) 3L —2—0— [HU] 3
() FaEf ] —3—0—{ 2—FIELHIE) [ (HN—2—5) 2] HR
(phosphanyl) } —B—D—WimEiZIEL) —6,7,8,9— DU —2H—2,3,5,6—PUE 2RI [cd]
B

[0770] & Bk T 538 &9 (1.98g) 19— HHE (23 9mL) VAR H AN, N— 57
F RN (1.02mL) A2 — 5 FE N N— 55 ARG pe i (1. 07ml) , 78 == P15/
N o 70 SR PR N AR AR IR S B 7K P (5 ST 452 1 o o S N i T — S R A< U R AL
J& IO KIm R A A T T8 B8 2 T80 RO e 4 o 4 2k B W TR IR 2 AT [ e/ &
FR R ARG, A3 2B - 1 AR A TR S AR A9 kL =7 3) JEUFR
B A (2.06g) o

[0771]  MS(ESI)m/z:1027 (M+H) *.

[0772]  'H—NMR(CDC1,) §:8.06(0.3H,s) ,8.04(0.7H,s) ,7.50—7.16 (15H,m) ,6.85—6.79
(4H,m) ,6.35(0.7H,d,J=6.7Hz) ,6.31(0.3H,d,J=6.1Hz) ,4.84(0.7H,dd,J=7.0,
4.6Hz) ,4.78(0.3H,t,J=5.8Hz) ,4.43—4.17 (4H,m) ,4.04—3.85(1.3H,m) ,3.80—3.76
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(6H,m) ,3.69—3.43 (3H,m) ,3.50(0.7H,dd,J=10.6,3.3Hz) ,3.33—3.26 (1H,m) ,2.87—
2.76 (2H,m) ,2.74—2.60 (1.4H,m) ,2.31(0.6H,t,J=6.7THz) ,2.23—2.11 (2H,m) ,1.21—
1.13(7.8H,m) ,1.04 (4.2H,d,J=6.7Hz) ,0.73(2.7H,s) ,0.72(6.3H,s) ,—0.03 (0.9H,
s),—0.06(2.1H,s) ,—0.24(3H,s) .

(07731 (17

[0774] 6 — R IE —2— {2—0— [FCT 5 () IR ] —3 —0— [ER3 (s
JE) — " — JBEEE] — B —D—IRMiARIEE) —6,7,8,9—PUs—2H—2,3,5,6— PUR(ZL T [ed]
i

[0775]  fF R 6321 &9 (1.37g) BN (6. 67mL) A H MK (48uL) FIT= 5
CIRMEE £k (335mg) , AR == M HEL55 Bl o AE SR NN T i (6. 67mL) , 7 %=1 M
FEL653 B o R SN IR R e 4 I, R o B WA s (BmL) Rk 22 o AE R B I — S HH Ao
(16. 7mL) AR IIANTK (0. 240mL) J5, JIN "SR (0.953mL) 1 — S HE (16 TmL) 1A,
R MRS Bl IINIERE (1. 82mL) i S N A5 115, 5 SN IR0 e 4 o K 72 B W T
KNG (10mL) FLh3 K, i Jm— R ER BE bmL A=A T O o KT 2R U L S0 OIS TR B
BT i

(07761 (1 J%8)

[0777] ¥4 (ChemGenes) [IN— KRR — 57 —0— [ (4 — FAA LR EL) COR3L) H
F]—3 —0— BT A CHE) R ] —2 —0— {Q—F{RLHEID [~ (W—2—3D) &
FEIAL) R (1.31g) KON (10mL) L3R, e — R FR BE SmL A T S , I F-
Ti3A, 1/16 (BIHLRINERD) o £F R T 76 BIER A INN R SIS, AR A5 B
L N PEE209 B AE RN NN, N— 3 — N — 3 —ifAE—3H—1,2,4— "¢
e —5—3L) FPK (300mg) , 7E ==t P HePE3053 Bl , 5 SN R Mk 4 - 70 5% B Wi —
Fe (19.0mL) FATR A IIAK (0. 240mL) Ji5, JIN 52 (1. 20mL) i —&CHEE (19.0mL) 1478,
TE =0 NI L5458 A SN IR NI E (13 2mL) i S R 45 1 i, YA TR R 405 o« 453
(AR LR T8 Dok RON H

(07781  (1J39)

[0779] N—{9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 14— (6— K It —6,7,8,9—
DU —2H—2,3,5,6— PURZR I [ed] BE—2—55) — 15,16 — B { LR T 3% (CHEL) FIREk:
IR 10— Q—FROHRD) —2—EKE —2 A — 10— WA/ —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — ki 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7—3E] —9H— IS — 6 — &) ORI

[0780] ¥ b3k T R8BIk =Ml (39. 6mL) A& 4E 2 26mLm 45 5, N2 — 56—
5,5— XL —1,3,20° — " SREZSERC S — 2 — T (908mg) , £ 2= IR N B L3045 B o £ S
WHINANIK (0. 84mL) FI3H—1, 2 — K fiifis — 3— il (336mg) , /£ == M il 1557 - K
PR NFRFR U (5. 25g) F/KIA M (180mL) Hi , £ &0 N RE30 815 , O FR C ek T
AH AU TR T T, I8 2 T, R B8k e ik 4 o K e B W T RE IR
HENT [C 4L/ CIROTR/ MR 1 TR 6, 13 2088 - _E AR S AR TR A P U bt
v (507mg) .

[0781]  MS(ESI)m/z:1219 (M+H) *.
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[0782] (T F¥10)

[0783] X (N,N— -/ H %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7 — (6 — 5 3L —
OH—MES —9— L) — 15,16 — A { ] & (CHED) AR A A —2,10— —Ha e —
14— (6,7,8,9—PUA —2H—2,3,5,6 — PURZ AT [ed] B —2—E) J\ & —2H, 10H, 12H—5,
8— MIHF— 210, 10X — kg7 [3,2—1711,3,6,9,11,2,10] L5823 AP0 —2, 10 — W
(FihzEh)

[0784]  fF Bk T Fr9f3 81 &4 (507mg) 1 FHEE (5mL) F 3 FH IHN28 % %7K (5mL) |, /1%
ML N ERE LA/ NI ¥ SRR S i, B AR B ) CL8REIRAE IZAT [L10mM IR = L FL 6 /KR /
OGRS, A3 2B - _E R A AT S AU 54 (301mg) -

[0785]  MS (ESI)m/z:958 (M+H) *.

[0786] (T 11

(07871 4/ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 2k —9H— W — 9 Jb) —
15,16 — &3 —2 10— i —14— (6,7,8,9—PU% —2H—2,3,5,6 — PUR LK If
[ed] B —2—J5) )\ —2H, 10H, 12H—5,8 — FIFF—22°, 100" — Wk £ (3,2—1][1,3,6,9,
11,2, 10] FLAEA —BEA VOB —2, 10 — 3 (Bl £h)

[0788] 7 Bk TP 1073 21L& (301mg) NN = Ol — S R £k (3.84mL) |, £:45°C
RSN AR F T N, AR SN F IS T IR IR S8 — L AR BOKIATR (20mL) FT= %
(AmL) FRITR 5T o 60 S N IR e 4 ey, FHC 18T A EAT [10mM IR = L FEHKIE IR/ L]
i & UHPLC [10mM O R = L3 BKIE IR/ M ~ i : 0% — 25 % (093 —4053) T4 TSI,
O3B ARSI A A RS 2 G (Z SR DA R I TR EL
[0789]  [HE4 lEh]

[0790] BT AG GEMIRGHR) 50W—X2 Resin(biotechnology grade,100—200mesh,
hydrogen form) (500mg) & ¥ T-4li/Kr, Sise 2 S Al BRI Ai /K FARA N, R
FIAR I IME B BRI (5mL) FlizfizK (10mL) o F iR A3 81tk S ¥ia i T-4li7K (5mL) i
TR TR R FARIR IR B4R R , i — 30 T4tk (1oml) A TR T « 5T
B AR A 53 AT G TS 2R UL S A E R A 41 (83 . 4mg) AEXTIIL
Ffk2 (44 . 8mg) DL R AR A 443 (13 1mg) (HPLCIY)f BA IS R] s R b 4 1>2, 3) &
[0791]  JEXTIR AL AL

[0792]  MS(ESI)m/z:730 (M+H) *.

[0793]1  'H—NMR(CD,0D) 3:8.74 (1H,s) ,8.17 (1H,s) ,8.02(1H,s) ,7.10(1H,s) ,6.34 (1H,d,
J=8.5Hz) ,6.30(1H,d,J=4.8Hz) ,5.41—5.34 (1H,m) ,5.19—5.13 (1H,m) ,4.85(1H,d,J=
3.6Hz) ,4.79(1H,t,J=4.5Hz) ,4.52—4.41 (2H,m) ,4.40—4.31 (2H,m) ,4.07—3.97 (2H,
m) ,3.52—3.47 (2H,m) ,2.90—2.76 (2H,m) ,2.05—1.95(2H,m) .

[0794]  *'P—NMR(CD,0D) 8:57.9(s) ,54.5(s) .

[0795]  JEXHIR A4 A2

[0796]  MS(ESI)m/z:730 (M+H) *.

[0797]  'H—NMR(CD,0D) 3:8.82 (1H,s) ,8.17 (1H,s) ,8.02 (1H,s) ,7.13 (1H,s) ,6.35 (1H,d,
J=2.4Hz) ,6.33(1H,s) ,5.50—5.43 (2H,m) ,4.80 (1H,dd,J=6.7,4.2Hz) ,4.52—4.28 (5H,
m) ,4.02(1H,d,J=12.1Hz) ,3.93—3.86 (1H,m) ,3.54—3.47 (2H,m) ,2.95—2.88 (2H,m) ,
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2.05—1.97 (2H,m) .

[0798]  *'P—NMR(CD,0D) 8:63.0(s) ,60.2(s) .

[0799]  EXIIR A 43

[0800]  MS (ESI)m/z:730 (M+H) *.

[0801]  'H—NMR(CD,0D) :9.16(1H,s) ,8.17 (1H,s) ,8.02(1H,s) ,7.12(1H,s) ,6.35 (1H,d,
J=8.5Hz) ,6.29(1H,d,J=6.7Hz) ,5.63—5.56 (1H,m) ,5.54—5.46 (1H,m) ,4.79 (1H,dd,J
=6.7,4.8Hz) ,4.53—4.43 (2H,m) ,4.36—4.28 (2H,m) ,4.26—4.19 (1H,m) ,4.16—4.09
(1H,m) ,3.93—3.86 (1H,m) ,3.52—3.47 (2H,m) ,2.92—2.87 (2H,m) ,2.04—1.95 (2H,m) .
[0802]  °'P—NMR(CD,0D) §:62.8(s) ,58.7(s) .

[0803]  SJEAI2 : CDN2[H) 5 %,

[0804]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7 — (6 —%d 3k —9H—MEKS — 9 FL) —15,
16— —FH—2,10— W &) —14— (6,7,8,9—PUA —20H—2,3,5,6 —PUR 2K T  [cd]
B —2—3L) )\ —2H, 10H, 12H—5,8— FF#F— 21", 10A° — kg9 [3,2—1]1[1,3,6,9,11,2,
10] A A2 AT U —2, 10— — i

[0805]  (SLHfAI LI 2 MM S LI A R e AL {7k 4)

N H
o) N N

N
I
HS-P 0] -
‘ - |
o, o N/

[0806] NiN’(;)\\ O; "OH

2a (1 A9FEXIBRFHK 4)
[0807) [ kiki2]
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Y
)
e
ff Bz
0./~ \\/;’ FN\ N
/s \ / N >_ N
T8 oy
o 8 Bt aadd
4(} N Bz 0 o-TBS
i Bz U - )\ P CN
o- W ' NN N ___(, H N O
’ ~o SR 5 M o
o. J X : N, I 2
N ™ —— T
./ .
I B S T8S-0' 0
TBS-0) 0O Hop
ApPo~ N 0 "OH
/’i\‘\
N Bz
RN
[0808] ") Bz
HO = | .-',‘F'-N :
OvaN. 7 9  1BS NN
HS-P——0 Y= /
S N Bz . o \)H
0 O,TBSN,;—\ N 53 o o O N P4
NC P H =
~Togo )“Z: S N%“’Lo)\ o 0-TBS _—
LU—“\/, H 2,— 0-P-0
. N—{, N s \_\
T8S-0" 0 Bz N7 N
0" “oH
N H —N H
9 1Bs N S Na® O N
Rl " e = ] - “s-p o . .;
0 o W\ O N J1o 0 oH O N )
e {7 L ]
X - \ —
ol M~ e M~
NN~ O o-TBs NN O OM
= 0-P-8~ ~ - o 0-P-8
HzN N o . . H,N N 2 Na'
2 _(\NJ (ﬁ‘“/ I/”\/ 2 —\\N_ll‘? o}

[08091 (T Frl)

[0810]  N— KHAPIE —3 —0— DRUT 2k (T HEL) FRERISE] — 27 —0— D3t (D) —
A — L AT

[0811] i I Tii 45 (ChemGenes) FIN— KA — 5 —0— D (4 — AR SE) OR3D)
FI—3 —0— BT R C ) k] —2 —0— {@Q—58UL2 83D [T (H—2—3D) &
SEVBEEL R (962mg) |, A ST TR TIRIFEI 5 A T IRON , 15 BIRRRBUL S OIS
W B2 OISR AT T T4 N ORI

(08121 (172

[0813] i ] il T/ LT3 21 b S AN S ie il 1T 6 FrfS 210 &4 (1.00g) , DL 52
511 T8I T b T SN o 45 2 FEPRE W B T8 BRI SO

[0814] (I)%B)

[0815] N— {9—[(5R,7R,8R,12aR, 14R, 15R, 15aR,16R) — 14— (6— KL —6,7,8,9—
DU —2H—2,3,5,6— PURZR I [ed] BE—2—55) — 15,16 — B { LR T 3% (CHEL) FIREk:
FHE —2— QB AR — 10—t — 10— —2— I ai L /\ & —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — ki 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7—3E] —9H—WES — 6 — FL} Rl

(o816l i fj] Il T /523 21 1, DA S St L T 9RO, 749281 gk
- AR A AR A e RS 59 (36Tmg) .
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[0817]  MS(ESI)m/z:1219 (M+H) *.

[0818] (T F¢4)

[0819] X (N,N— /K %%) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7 — (6 — 5 3L —
OH— MW —9 —35) — 15,16 — A { (AT 58 (T D) ke 3t} —2,10— a3 —
14— (6,7,8,9—PU%A —2H—2,3,5,6 — PURZ AT [ed] B —2—5E) /\ % —2H, 10H, 12H—5,
8— MIHfF— 20, 10X — kg7 [3,2—1111,3,6,9,11,2,10] L4823 AP0 —2, 10 — W
(FihzEh)

[0820]  ffiff] 3R T 33 28Itk &9 (367mg) , LA S SEMIL T 5 10[RIRE 5 k4T
N, AR EIPR B S PRI A R 1 (115mg : 25 2450 A4 R4 (101mg : 25 A 44
J5) -

(08211 XS AafA 1 (fERA 1)

[0822]  MS(ESI)m/z:958 (M+H) .

[0823] XIS AS A4 (Ritlett)

[0824]  MS(EST)m/z:958 (M+H) .

[0825] (T J¥5)

[0826] 4/ (5R,7R,8R,12aR, 14R,15R, 15aS,16R) —7— (6 —2dFk —9H— W — 9 Jb) —
15,16 — ¥ —2 10— —#EiL—14— (6,7,8,9—PU% —2H—2,3,5,6— PUE 2Tt
[cd] B —2—3%) J\%A —2H,10H, 12H—5,8— FFI#fF — 21", 10A° — Pk 9 [3,2—17(1,3,6,9,
11,2, 10] FLAEA — BEA VOB —2, 10 — W (Bl £h)

[0827]  (fLAWILIIIARR AL Rk 4)

[0828]  fifiJf] ik T Jr4prf3 2t &4 AR A 44) (101mg: A 24480 , LA S E
L TR LR A T OV, 3 FRDLT 1 DRS ) 26 2R 1 3E A TR ), 1538 = O b JE b
BULEW) .

[0829]  [i5thl&E ] CL8HE KT EMT [10mM TR = CFEHKIAR/ ] il & FHPLC [ 10mM
IR = CEEKIEI LI~ I 5% —25% (04 —4043) 1 LA K il 26 ZUHPLC [ 10mM PR =
CIEEIKIM/ EE - : 5% —100% (047 —4043) s

[0830] K152 = b LA S 90611 T 5 LU i e o b Eh ] R i b Tk #4
e, S EIRREE 5 (28 . 5mg) -

[0831]  MS(ESI)m/z:730 (M+H) .

[0832]  'H—NMR(CD,0D)3:9.11(1H,s),8.19(1H,s) ,8.02(1H,s) ,7.08 (1H,s) ,6.35 (1H,d,
J=8.5Hz) ,6.27 (1H,d,J=4.8Hz) ,5.43—5.36 (1H,m) ,5.29—5.21 (1H,m) ,4.95—4.88
(1H,m) ,4.80(1H,dd,J=4.5,2.3Hz) ,4.50—4.43(1H,m) ,4.42—4.33(2H,m) ,4.30—4.22
(1H,m) ,4.20—4.03 (2H,m) ,3.52—3.46 (2H,m) ,2.85—2.66 (2H,m) ,2.05—1.90 (2H,m) .
[0833]  *'P—NMR(CD,0D) §:58.1(s) ,54.1(s) .

[0834]  SJE{5I3 : CDN3[HI 5 %,

[0835]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— (6 — L —9H—MEK —9_JL) — 2,
10,15,16 —PUsrt—14— (6,7,8,9—PUSA —2H—2,3,5,6 — DU Ze A I [ed] B —2—3E) J\
A —2H,10H, 12H—5,8— HIifF — 20", 100" — Wk - [3,2—11[1,3,6,9,11,2,10] 482 ¥
FAPOHe—2,10— i
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[0836] Nfﬁwfg

HaN—
N

[0837]  [HhkiKiE]
H
Na* O N 9N Na* @ NN
p

8- - —
0 OH\ O N TF1 0 OH\ O N
[0838] _[ ' L<_7. g \ \\(—7‘ g
NN c:)‘\

H,N N
2N N—?

[0839] (T J¥1)
[0840] 4/ (5R,7R,8R,12aR,14R,15R, 15aS,16R) —7— (6 — 2k —9H— W — 9 Jb) —
15,16 — &3 —2, 10— M —14— (6,7,8,9—PU% —2H—2,3,5,6 — PUR LK If
[ed] B —2—J5) )\ —2H, 10H, 12H—5,8 — FIFF—20°, 100" — Wk 9 (3,2—1][1,3,6,9,
11,2,10] 582 B PAT-PUBE —2,10 — A (L)

[0841] -5 fFI1 T 1 LT 21 b &1 AR A41) (30. Omg) PSR (0. 5mL) — 7K
(0. 2mL) I NN =K (0. 27mL) AT (60uL) | 35 PH: 1K o 35 S MU s e 46 e,
FGUHPLC [10mM TR = L FEEIRIRI G~ O : 0% —20 % (043 —40%3) T THRS - #4515
B E VLS S I T LLAT R ) RO SR T R 7 - T SR 30 15 2P R

¥ (21.2mg) -

[0842]  MS(ESI)m/z:698 (M+H) *.

[0843]  'H—NMR (CD,0D) §:8.55 (1H,s) ,8.18 (1H,s) ,8.01 (1H,s) ,7.32(1H,s) ,6.26 (1H,
s),6.13(1H,s) ,5.00—4.85 (2H,m) ,4.68—4.64 (1H,m) ,4.48—4.23 (5H,m) ,4.15—4.04
(2H,m) ,3.49—3.39(2H,m) ,2.90—2.66 (2H,m) ,1.98—1.83 (2H,m) .

[0844]  *'P—NMR(CD,0D) §: —0.22(s) .

[0845]  SiJitE{514 : CDNA[Y) 5 %,

[0846]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— (2 —%d 3k —6— eIt —1,6— A —
OH—MmS —9—FL) —15,16— —FH—2,10— W FHidh) —14— (6,7,8,9—PUA —20H—2,3,
5,6—PU% 24Kt [cd] B —2—3L) J\A —2H, 10H, 12H—5, 8 — FI#F — 21", 100" — Pk £ (3,
2—1][1,3,6,9,11,2,10] 5824 BEEAT-PUBR —2, 10— [l

=
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H
9 N W-N
HS—P

/\Nf )\\

[0847] F’ SH
0 /N 3

N
H NH,

4
4a (deximRSHE 1)
4b (FEXMFME 2)

[0848] [ plikiz]

D
m .
HN o
a
N =0
0 HO =(
N
. /L~ o - :
! J & L
N BN e T88-0° ‘o N":'_N\ Nz
HO — ;
O _N_z IﬁT NCR/“O'E*Q =
~r QN y
o] O-TBS ] r
O  O-TBS
0%\ "OH H.L
0* "OH
N Bz N
NC f _ H
[0849] ~“™0 s B TR & ms R
§=P —0 N Y= | 0=P —0 ° . j
a o \‘U‘“J c o L‘j“ 7
T2 \ TIR3 —
- = Nﬁ"\ o O-TBS N%N—q)\\ o oO-TBS
= 0—-P-SH — O-P-§
o] .-"N o 0:.( (N o 'q/ !/
N4 o N (H rHv
NH

. o
=={ 0—P-§~
O= N A Na
N—4 ¢
H A
NH,

[0850] (T Frl)

[0851]  SCJE {1 T )7 7R N4 MDA N B A T 200 (0kE: 1. 01g) o (TS 21L&
OISR & (Wuhu Nuowei Chemistry) [95 —0— [ (4— FIAE 3R EL) CGr3t) H
H1—3 —0— BT R ) k] —2 —0— {@Q—58UL 283 [T (H—2—3h) &K
S —N— Q— R ABEED 2 (954mg) , VA5 SThE11 1L 8AH R 75 1001 T SO o 15
IR B EAL T T4 R ORI

[0852] (1%2)

[0853] N— {9—[(5R,7R,8R,12aR, 14R,15R, 15aR,16R) — 14— (6— KL —6,7,8,9—
DU —2H—2,3,5,6 — VUL AT [ed] B —2—30) —15, 16 — X { DRCT A (L) FRES
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] —10— Q—FR L) — 22—t —2—HAE — 10— A dL /A —2H, 10H,
12H—5,8— FI#fF— 21", 10A° — kI 9E[3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7—3E] —6— sk —6,9— A — IH—FE —2 5L} — 2 FASLP L

[0854] i [j] I3l T /5 LATA3- 21 A1, DA S St L T 9IRIAE g i A T SO, 74928 gk
- AR A AR A e bS5 ) (35Tmg) .

[0855]  MS(ESI)m/z:1201 (M+H) *.

[0856] (T J¥3)

[0857] X (N,N— — /K %%) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (2 — Gt —6—
MR —1,6— A —9H—IEM —9—3L) — 15,16 — A LA T 3 () kit A
By —2,10— R —14—(6,7,8,9—PUA —20—2,3,5,6 — PUEZe R I [ed] B —2—
) J\& —2H,10H, 12H—5,8 — M —20°, 100" — kg Ff: [3,2—1]1[1,3,6,9,11,2,10] i1
Z IR PUS — 2, 10— A (ifiED)

[0858]1 i [f] iR T FE3fr g BIAutk &4 (357me) , LA 5 52w foll T L0[RIRER J7 30 T
I, 15 EBIBE I AR A AR S e RS 51 (241mg) .

[0859]  MS(ESI)m/z:974 (M+H) ".

[0860] (T F¢4)

[0861] 4/ (5R,7R,8R,12aR, 14R, 15R,15aS,16R) —7T— Q— 2 —6—E It —1,6—
A —9H—ME —9— %) —15,16— —FHE—2,10— —HyEiE—14— (6,7,8,9— VU —2H—
2,3,5,6— PRI [ed] B —2—35) J\ % —2H,10H, 12H—5,8— HIHF — 21, 100" — W f
[3,2—111[1,3,6,9,11,2,10] FLoE 28 AT PUB—2, 10— (ks Eh)

[0862] i iR T3 3 RInfb &9 (241mg) , A5 S5 61 TR LLRRE 5 04T &
IS N TR ekl s o N 70 0 G el A E [ DS A 2 o v NI il S 179+ 09 2 Y
UL AP 2R X A A .

[0863] [ S f] CLSEENAEEMT [10mM iR = & R4 /KR I/ LT DA K il £ ZUHPLC
[10mMFR = £ IS O~ C I 2 5% —20% (043 —4047) ] .

[0864] KT EIM) = Wb DA SCHEFIL T LLAT R R R ] R 5 ik b4 T2k s
P, AF BRSSPI AERTIRL A 1A (56 . Tmg) AIFEX I FA44A2 (25 9mg) (HPLCH PR B4 I
[B] : RN A AR 12) .

[0865] XML AR fA 1 (A1)

[0866]  MS(ESI)m/z:746 (M+H) ".

[0867]  'H—NMR (CD,0D) §:8.03 (1H,s) ,8.00(1H,s) ,7.11 (1H,s) ,6.27 (1H,d,J=3.0Hz) ,
5.99 (1H,d,J=8.5Hz) ,5.67—5.61 (1H,m) ,5.27—5.21 (1H,m) ,4.85 (1H,d,J=3.6Hz) ,
4.73(1H,dd,J=3.9,2.0Hz) ,4.48—4.39 (2H,m) ,4.38—4.30(2H,m) ,4.18—4.08 (2H,m) ,
3.51—3.45(2H,m) ,2.80—2.71 (1H,m) ,2.63—2.53 (1H,m) ,2.02—1.84 (2H,m) .

[0868]  *'P—NMR(CD,0D) 8:57.6(s) ,53.5(s) .

[0869] XIS AS A2 (Rt t)

[0870]  MS(ESI)m/z:746 (M+H) ".

[0871]  'H—NMR (CD,0D) §:8.20 (1H,s) ,8.01 (1H,s) ,7.19(1H,s) ,6.32(1H,d,J=6.0Hz) ,
6.05(1H,d,J=8.5Hz) ,5.67—5.53 (1H,m) ,5.47—5.40 (1H,m) ,4.77—4.71 (1H,m) ,4.51 —
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4.46 (1H,m) ,4.45—4.30 (3H,m) ,4.28—4.25 (1H,m) ,4.19—4.08 (1H,m) ,3.96—3.89 (1H,
m ,3.53—3.46 (2H,m) ,2.92—2.79 (2H,m) ,2.05—1.93 (2H,m) .

[0872]  *'P—NMR (CD,0D) 3:61.7(s) ,59.5(s) .

[0873]  SJitE{5I5 : CDNSIHI 5 %,

[0874]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7—[1— Q—ZIELE) —6— % dE—1,
6— " —9H—FE —9—F] —15,16— —FH—2 10— M FHizh) —14— (6,7,8,9—1
A —2H—2,3,5,6—PUEZATf [cd] B —2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A" — kI [3,2—1]111,3,6,9,11,2,10] Fi 5828 —JBEFRT-PUB —2, 10— [

N H
0 N NN
HS-P O _—
. \ o
% o™
" /\ ~
N7 N"Nq O OH
== O—P-SH
[0875] O N -
N—7 ©
H,N
5

5a (JEMRFMAIET)
5b (FEXNRFAE 2)

[0876] [ plcikiz]
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TF3
/O C N‘i__zzo
o] =

8S-0, O
T8S-0 OH )\N’P‘O/\/CN
Bz
[0877] g & 4o .
Z
HO = ~— o NC__~ N
““\_SI_ o} N

IFRS T8S-0° O e W IF6 = O0—P-SH
> NC P N o P 0o
"0 3 0 — N— \ 7
O, Q_H Si—
\ —
L O o-TBS 0)7—0
P
0* “OH
- U N
- N/ NN 8 75N
! Na 1] N
o=p o s-P o

IF7 N&\N—Q\‘ o o-tes IF8-2 Nﬁwi(_)\\ o on
f( ouﬁds- ’
o

&H Si—
Z}—O/_/ HzmS
[0878]1 (T J¥1)
[0879] 2,3 ,5F ——=—0—C Wit —1—[2— ({[2— (CHHHFREID 283 53 4K
5B CEINE
[0880] {¥2’ ,3 ,5 ——=—0—LMIENLE (5.00g) (VU MR (90mL) & IF R N2 —

(CHE G RD) OB 2 — AR D) SRR (3. 12g) A=K (3.99g) 2 Jm, A
TWkE—2—3 ) — ZHUA—1,2— " HIERRER (3. 05mL) [JPY KR (10mL) AR, £E =i
P15/ NI o 6 SR IR S e e I, Ko B W AR IRATE 24T [t/ CFR C R / W ] 34 TR
#5259 (3.018)

[0881]  MS(ESI)m/z:582 (M+H) *.
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[0882]  'H—NMR(CDC1,)8:7.96(1H,s) ,7.93 (1H,s) ,6.10 (1H,d,J=4.8Hz) ,5.86 (1H,t,]
=5.4Hz) ,5.58 (1H,t,J=5.1Hz) ,4.96 (1H,t,J=7.3Hz) ,4.47—4.40 (2H,m) ,4.36 (1H,dd,
J=13.0,5.1Hz) ,4.24 (2H,t,J=5.4Hz) ,4.15 (2H,t,J=8.8Hz) ,3.55 (2H,q,]J=6.0Hz) ,
2.15(3H,s),2.13(3H,s) ,2.10(3H,s) ,0.97 (2H,t,J=8.8Hz) ,0.03 (9H,s) .

[0883] (T f¥2)

[0884] 5 —0— D (4—HVAAIEASD) O IR ] —1—[2— ({[2— (CHEFREED &
AL 5 D) CHEINLE

[0885] 7 bk T F 1Rl fb &4 (3.01g) [HPU MR (15mL) — FHAEZ (15mL) 57
NBREBR (100mg) , 75 %05 N HEHE2/ NN o 5 SN IR R IIN IR (83uL) , BEA TR e 4 , #4-5%
B W PN I 0547 39 o R AEEEIE (30mL) HR R , 7E0°C R4, 47 — —HIsE R =R FH 3L
H(2.10g) , HiPE300 Bl , VKRR —M o A5 SRR A TN S (ImL) |, FEFE3043 8, 1F
TR MR i - B 5k B W R IR AT IEAT [ e/ TR IR/ HE /0. 1% = L W 1 ARG i), 75 2]
Fral it 59 (3.618)

[0886]  MS(ESI)m/z:758 (M+H) *.

[0887]  'H—NMR (CDC1,) §:7.92(1H,s),7.76 (1H,s) ,7.37 (2H,d,J=7.3Hz) ,7.29—7.14
(7TH,m) ,6.78 (4H,d,J=8.5Hz) ,5.94(1H,d,J=5.4Hz) ,5.63 (1H,brs) ,4.81—4.74(1H,m) ,
4.46—4.41 (1H,m) ,4.36—4.31 (1H,m) ,4.19—4.05(4H,m) ,3.76 (6H,s) ,3.52—3.44 (2H,
m) ,3.44—3.31(2H,m) ,0.99—0.91 (2H,m) ,0.02 (9H, s) . ((ANICZK T AT XL A R 0e)

[08s88] (T J3)

[0889] 5 —0— [ (4—FHAA A IREL) ORD) FHEE] —3" —0— [ T 2 (L) HRERE
] —1—[2— ({[2— CHERREE D) LR A 230 CHEINIHAE Bk T 23 2
S (3.61g) [N S H 4t (18mL) JA R HH I NBRE (81 1mg) AIAL | 2 () — FH LAkt
(861mg) , 7E == M HEFELT/INIS o A1 SN H DN B AR R S BN /K, T — U e b A7 2%
KA NUE OB A T T8, 8 25T 850, B B8R s e 4 o K % B8 ) IR Je A
JERT[C0E/ SRR CTR/0.1% = L1 TRS L, 43 AT 2Ihndl e 59 (1. 61g) Mbndt 54
MR B SRS —0— DI (4 — HAIEOR D) GRAD) HI3E] — 27 —0— DRUT 26 (3 iR
bidt] —1—[2— ({[2— CGHREPEERRY) CHAIE AL 2000 ORI (1.31g) »

[0890]  MS(ESI)m/z:872 (M+H) *.

[0891]  'H—NMR (CDC1,) §:7.98 (1H,s),7.85 (1H,s) ,7.39 (2H,d,J=7.9Hz) ,7.32—7.15
(7TH,m) ,6.78 (4H,d,J=9.1Hz) ,5.93 (1H,d,J=4.8Hz) ,5.22—5.11 (1H,m) ,4.60 (1H,q,]J=
5.6Hz) ,4.47(1H,t,J=4.2Hz) ,4.28—4.08(5H,m) ,3.77 (6H,s) ,3.59—3.49 (2H,m) ,3.45
(1H,dd,J=10.3,3.0Hz) ,3.26 (1H,dd,J=10.3,3.9Hz) ,3.15—3.08 (1H,m) ,0.95 (2H, t,]J
=8.5Hz) ,0.88(9H,s) ,0.07 (3H,s) ,0.02(9H,s) ,0.00(3H,s) .

[0892] {75 SFAEfA (27 —0—TBSHA)

[0893]  MS(ESI)m/z:872 (M+H) ".

[0894]  'H—NMR(CDCL,)8:7.99(1H,s) ,7.82(1H,s),7.46—7.41 (2H,m) ,7.35—7.19 (H,
m ,6.84—6.78(4H,m) ,5.98 (1H,d,J=5.4Hz) ,5.06—4.96 (1H,m) ,4.84 (1H,t,J=5.4Hz) ,
4.34—4.08 (6H,m) ,3.78 (6H,s) ,3.54 (2H,q,J=5.8Hz) ,3.48 (1H,dd,J=10.6,2.7Hz) ,
3.39(1H,dd,J=10.6,3.9Hz) ,2.71 (1H,d,J=4.2Hz) ,0.99—0.91 (2H,m) ,0.85 (9H, s) ,
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0.03(9H,s) ,0.02(3H,s) ,—0.12(3H,s) .

[0895] (T J¥4)

[0896] 5 —0— [ (4—FHAA A IRIL) ORED) FHEE] —3" —0— OB T 2 (L) HRERE
-2 —0—{Q—FIHOHED [ (A—2—3) FEIE) —1—[2— ({[2— (=HEH
Tl O AR R &30 CHE I

[0897] {1 ik T 33 2l k5% (1.61g) (1) (M (18. 5mL) i IIAN4, 5 — 7
BBk (240mg) Fl12 — FIL LN, NN N — DU BB iz (0.703mL) , £ 210 FHEE
157NN o A7 SR I H I N VTR S B /KA TR BSOS 45 1 E o 8 SN T — S e 2 B,
AVUE T KRR AN AT T B8 T, RO e 4 o 7% B W FTID LOLAE AT = AT
[CUE/ QR TR ATRS B, A5 20 - RN I A AR S JEN U Ay kLl =61 .
39) JIEAIIFREE & (1.95g) -

[0898]  MS(ESI)m/z:1072 (M+H) *.

[0899]  'H—NMR (CDC1,) §:8.04(0.39H,s) ,7.99(0.61H,s) ,7.83(0.39H,s) ,7.82(0.61H,
s),7.42(2H,d,J=7.3Hz) ,7.35—7.15(7H,m) ,6.85—6.77 (4H,m) ,6.15(0.61H,d,J=
6.0Hz) ,6.09(0.39H,d,J=4.8Hz) ,5.34—5.24(0.61H,m) ,5.12—5.03(0.39H,m) ,4.86 —
4.76 (0.39H,m) ,4.72—4.62(0.61H,m) ,4.47—4.42(0.39H,m) ,4.42—4.36 (0.69H,m) ,
4.31—4.05(6H,m) ,3.78(6H,s) ,3.78—3.65(1H,m) ,3.61—3.39(7H,m) ,3.35(0.61H,dd, J
=10.6,3.9Hz) ,3.28(0.39H,dd,J=10.9,4.2Hz) ,2.49(0.78H,t,J=6.0Hz) ,2.29 (1.22H,
t,J=5.7Hz) ,1.30—0.94 (12H,m) ,0.85(5.49H,s) ,0.84(3.51H,s) ,0.09(1.17H,s) ,0.08
(1.83H,s),0.03(9H,s) ,0.02(1.83H,s),0.00(1.17H,s) .

[0900] (T F¥5)

[0901] MDA N AL S S5 St T3 TARIAI M SR (50K} : 910mg) o ff AR 2 &
W C RS HORN IR T AR S 2810 549 (950me) |, DAS 5wl T SIRI R 7T 3k T
N7 o A5 E PR LA T T4 N ORI

[0902] (T F%6)

[0903] 2 — (=HIBEMIRELEIE) &5 (2—{9—[ (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —
14— (6— KL —6,7,8,9—PU%A —2H—2,3,5,6— PUAZe AT [cd] B —2— ) —15,
16— B { TR T 38 (AL IRk R |3t — 10— Q—FEECHEE) —2— St —2—%3
B 10— PR AL )\ —2H, 10H, 12H—5,8 — FIF — 2A°, 100" — kg ) [3,2—11[1,3,6,9,
11,2,10] A2 AP — 7 — 3] — 6 — At —6,9— A — IH—IE —1 -3} &
) A A RS

[0904] {5 ] [ 3R T 55 Fr3- 21 1, DA S St L T 9IRAE o i A T SO, 749281 gk
- AR A AR A e RS 59 (602mg) -

[0905]  MS(ESI)m/z:1303 (M+H) *.

[0906] (T J%7)

[0907] W (N,N— 2% 2%%) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4 ]
B (T FRESE A3 —2,10— At —7— {6 — et —1— [2— ({[2— (=H3
FARERE D) ORI 3] —1,6— 5% —9H—MEms —9 %) — 14— (6,7,8,9—
DU —2H—2,3,5,6—PUEZe I [ed] B —2—3L) J\4 —2H, 10H, 12H—5,8 — FfI#fF — 21",
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100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 828 A T-PUH —2, 10— W (ki 4h)
[0908]  fifiJ[f] IR T F6 32l ik &9 (602mg) , LA 5 S5l T 5 LOIRIARE Iy AT
N, A3 BRSPS LT A R 1 (205mg : 25 24 50) AU A A2 (244mg « 25 A 44
J5) -

[0909] XS AR pA L (A1)

[0910]  MS(ESI)m/z:1146 (M+H) ".

[0911] XM A A2 (Ritlett)

[0912]  MS(ESI)m/z:1146 (M+H) ".

[0913] (T J#8—1)

[0914] %) (5R,7R,8R,12aR, 14R,15R,15aS,16R) —7—[1— (2— 44 L3 —6— 1A
F—1,6— A —9H—ME —9—H] —15,16— —FHE—2,10— HEE—14— 6,7,8,
9—PYA —20—2,3,5,6 —PURZe A I [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A%, 100> — kg [3,2—1111,3,6,9,11,2,10] 582 B FAT-PObe —2, 10— W (B £h)
[0915] (XA AR D)

[0916]  {& ik TSP 7R3 2NN G AR A k1) (145mg: 2250 A =i
AR ER (1.31ml) , £145°C MHEPE3/ NN AR P AE R SR AR B IMIRIR A — &
FLR (10mL) A= % (2mL) [T AR o K5 SN IR S e 446 fr , FHCL8REIReAE AT [10mM
O = O EOKIEI/ O G 2HATRE 6 o AEA3 B S g PO S (4mL) A9 NG AL
PO T BB DY A PRI A (29I, 2mL) |, £E =00 N e PE39/ NI o A1 M IR BN 10mM & iR —
CFEHORVAI (4mL) PR T HE R4 - ¥4 7% B P FHC 1 8RERAE IEMT [10mM PR — L BRI/
IS PA KA 25 UHPLC [10mM TR — L3RR KIATR/ S~ M :5% —50 % (043 —4047) 13k
TG AT RN G (O EEh) AT ER AN, B TR a i S i A S e i
1 — 5l T O — HE — 2loK (L: 12 1) TR A ASN , DA ShE 911 17 1L pirak ) DR 4
ENER ] RIRE g b AT R et A5 BIFRBUL S (72 . Bmg) -

[0917]  MS(EST)m/z:774 (M+H) ".

[0918]  'H—NMR (CD,0D) 3:8.60 (1H,s) ,8.15(1H,s) ,8.02(1H,s) ,7.11(1H,s) ,6.26 (1H,d,
J=4.8Hz) ,6.24 (1H,t,J=5.1Hz) ,5.47 (1H,dt,J=8.2,4.2Hz) ,5.23—5.17 (1H,m) ,
4.77—4.73(2H,m) ,4.52—4.44 (2H,m) ,4.36—4.19 (3H,m) ,4.14—4.02 (3H,m) , 3.48 (2H,
t,J=4.8Hz) ,3.31—3.26 (2H,m) ,2.90—2.74 (2H,m) ,2.01—1.93 (2H,m) .

[0919]  *'P—NMR(CD,0D) 8:57.7(s) ,54.7(s) .

[0920] (T J¥8—2)

[0921] %) (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7—[1— (2— 4 L3 —6— A
F—1,6— A —9H—mE —9 K] —15,16— —FHE—2,10— HEE—14— (6,7,8,
9—PYA —20—2,3,5,6 —PURZ A [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A%, 100> — kg [3,2—1111,3,6,9,11,2,10] 1582 B FAT-PObe —2, 10— W (B £h)
[0922]  (IEXIHLA fA2)

[0923] (] IR T 7R3 2 &9 AN A 7R2) (133mg: 572450 , LA S PR T
J78 — LIFIREI T 1A T IS A S S et , 15 BIFREBUL 5% (55 . 4mg) -

[0924]  MS(EST)m/z:774 (M+H) ".
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[0925]  'H—NMR(CD,0D) 3:8.72(1H,s) ,8.25(1H,s) ,8.02(1H,s) ,7.11(1H,s) ,6.31 (1H,d,
J=6.7Hz) ,6.28 (1H,d,J=8.5Hz) ,5.47—5.38 (2H,m) ,4.77 (1H,dd,J=6.7,4.2Hz) ,4.48
(1H,d,J=4.2Hz) ,4.46—4.37(2H,m) ,4.37—4.29 (3H,m) ,4.27—4.18 (1H,m) ,4.08—4.02
(1H,m) ,3.92—3.85(1H,m) ,3.53—3.46 (2H,m) ,3.28—3.23 (2H,m) ,2.93—2.86 (2H,m) ,
2.04—1.96 (2H,m) .

[0926]  *'P—NMR(CD,0D) §:62.6(s) ,60.0(s) .

[0927]  5ZJE{516 : CDN6[T) 5 %,

[0928]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— —&FH —7—[1— Q—KEL
) —6—MEiE—1,6— A —9H—E 93] —2 10— W &) —14— (6,7,8,9—P0
A —2H—2,3,5,6— UK ZATf [cd] BE—2—F5) J\ S —2H, 10H, 12H—5,8— I —21", 10
A — I [3,2—11101,3,6,9,11,2,10] Fi 484 AT POM —2, 10— —fii

N H
0 N, NN

[0929] o©

6a (IEXERFHIE 1)
6b (ExfmrFZAaE 2)

[0930] [ pliksz]
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0-TBS
H “o 0-TBS
,-‘;l_N
o LN & O)
"L o ;N T ). N 7C 12 o 7N
N\? (o] o — —_— = # O N o]
NN (o) —
o o< / ‘\(ierN
L 2% o o O
o} h— HO OH
o
TF3
N Bz
N )N

[0931] HO =

s o) - o) N
LUN Vs NJ o
n9 O-TBS S
o oH TBS-0O

N7 N O O-TBs TF/8-2 N/,\N,(gl\\ o OH

= 0-P-§ = &
_ ¢ o-P-s |
o {]—’VN (0] rH:/ rt'rx/ 0 NJN o Na
TBS-0 HDg
[0932] (TJ¥1)
[0933] 2,3 .5 —=_—0—CFi—1— @— {[B] 3 (C D) FRE L A5t 230 1L
E
[0934]  7F1i7E: (Ark Pharm) 12,3 5 — = —0— WL (10.0g) (1) DY 2 kR

(100mL) E 7R, IIN2— (D3] 3 C2HISE) IR ] S O — 1 —F (5.37g) FI=2K
Fek (7.69g) Jm , N b —2—2E (B) — —%UH —1,2— —HIERAR (6. 10mL) , ===
P FE6 /NI o K S S IR S e 46 i, B 2R B W AL AT [ e/ SRR O/ — e 1 b T
K, 73 8) 5 =R A A IR G (10 6g) JEA RS L 510

[0935]  MS(ESI)m/z:553 (M+H) *.

[0936]  'H—NMR (CDC1,) §:8.05 (1H,s) ,7.92 (1H,s) ,6.12 (1H,d,J=5.4Hz) ,5.86 (1H,t,]
=5.4Hz) ,5.59 (1H,dd, J=5.4,4.2Hz) ,4.47—4.41 (2H,m) ,4.38—4.31 (1H,m) ,4.22—
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4.17(2H,m) ,3.89(2H,t,J=4.8Hz) ,2.15(3H,s) ,2.14(3H,s) ,2.08 (3H,s) ,0.83 (9H,s) , —
0.06(3H,s) ,—0.06(3H,s) .

[0937]1 (T2

[0938] 5 —0— DA (4—FHA R L) ORdh) HH3E] —1— @ — {[80 ] 2 (3L HRERE
R OB WL

[0939]  {iff] FaR T 1 2k &% (10.6g) , DL S5 52)im 5 T 2lal FE 75 R TR
N 158 5 =R A A IR G5 (7. 210) JEA P REE 510

[0940]  MS(ESI)m/z:729 (M+H) *.

[0941]  'H—NMR (CDCL,) §:8.01 (1H,s) ,7.97 (1H,s) ,7.35—7.30 (2H,m) ,7.25—7.17 (H,
m) ,6.81—6.76(4H,m) ,5.95(1H,d,J=5.4Hz) ,5.13 (1H,brs) ,4.68—4.61 (1H,m) ,4.43—
4.36 (2H,m) ,4.31—4.23(1H,m) ,4.15—4.08 (1H,m) ,3.89 (2H,t,J=4.5Hz) ,3.77 (6H,s) ,
3.42(1H,dd,J=10.3,3.6Hz) ,3.34 (1H,dd,J=10.3,3.6Hz) ,3.10 (1H,brs) ,0.83 (9H,
s),—0.06(3H,s) ,—0.07(3H,s) .

[0942] (T J%3)

[0943] 5 —0— W (4—FAA A IRIL) ORED) FHEE] —37 —0— B T 2 (D) HRERE
] —1— Q— (BT & CHI) Fakbe R H A 5 NI

[0944] (i ] R T 23 2l fk &% (7. 21g) , DL 52w l5 T 3Rl FE 75 R TR
R AFRBREE E Y (2. 17g) MARSUL SPIRIA B  Ag 1A —0— DI (4— HAEORAL) OF
F) ] —20 —0— [T & CEHED) Wb ] —1— @— { DR T 2 (D) FRRELTIE ] 44
£} D) I (2.55g) .

[0945]  MS (ESI)m/z:843 (M+H) *.

[0946]  'H—NMR (CDC1,)§:7.99 (1H,s) ,7.97 (1H,s) ,7.43—7.39 (2H,m) ,7.33—7.19 (7H,
m) ,6.83—6.77 (4H,m) ,5.96 (1H,d,J=4.2Hz) ,4.56—4.50 (2H,m) ,4.33—4.25 (1H,m) ,
4.19—4.02 (2H,m) ,3.89 (2H,t,J=4.8Hz) ,3.78 (6H,s) ,3.45(1H,dd,J=10.9,4.2Hz) ,
3.27(1H,dd,J=10.9,4.2Hz) ,3.03 (1H,d,J=6.0Hz) ,0.88(9H,s) ,0.82(9H,s) ,0.07 (3H,
s),—0.01(3H,s),—0.07(3H,s) ,—0.07 (3H,s) .

[0947]  {v & A A (20 —0—TBSIA)

[0948]  MS (ESI)m/z:843 (M+H) *.

[0949]  'H—NMR(CDCL,) 8:7.98(1H,s) ,7.94 (1H,s) ,7.46—7.42 (2H,m) ,7.35—7.20 (H,
m ,6.85—6.79 (4H,m) ,5.99 (1H,d,J=5.4Hz) ,4.83 (1H,t,J=5.1Hz) ,4.33—4.29 (1H,m) ,
4.27—4.24(1H,m) ,4.24—4.12(2H,m) ,3.90(2H,t,J=4.5Hz) ,3.79(3H,s) ,3.78 (3H,s) ,
3.48(1H,dd,J=10.3,3.0Hz) ,3.40(1H,dd,J=10.3,3.0Hz) ,2.71 (1H,d,J=3.6Hz) ,0.86
(9H,s) ,0.83(91,s) ,0.01(3H,s) ,—0.07 (3H,s) ,—0.07(3H,s) ,—0.11(3H,s) .

[0950] (T J5%4)

[0951] 5 —0— W (4 —FA AR ORIE) OR3D) FHEE] — 37 —0— B T 2 (D) HRERE
] —1— Q—{[HCT & CHEIE) kb J A 5D -2 —0—{ Q—FERLHD) [
(N —2—30) el LB L

[0952]  {di ] ok T 3 2l ik &% (2.17g) , DL S 525 T e 4lal FE 75 R TR
7,15 EBIBE I AR A AR S e b8 59 (2.65g) -
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[0953]  MS(ESI)m/z:1043 (M+H) *.

[09541  'H—NMR (CDC1,) §:8.03(0.53H,s) ,8.01 (0.47H,s) ,7.97(0.53H,s) ,7.93(0.47H,
s),7.45—7.41(2H,m) ,7.35—7.19(7H,m) ,6.83—6.78 (4H,m) ,6.17(0.53H,d,J=4.2Hz) ,
6.05(0.47H,d,J=4.2Hz) ,4.87—4.80(0.47H,m) ,4.64—4.58(0.53H,m) ,4.46—4.40 (1H,
m) ,4.30—4.05(3H,m) ,3.92—3.87 (2H,m) ,3.78(6H,s) ,3.86—3.40 (5H,m) ,3.33—3.24
(1H,m) ,2.54(0.94H,t,J=6.0Hz) ,2.43(1.06H,t,J=6.7Hz) ,1.16—1.09 (9H,m) ,1.01 —
0.97 (3H,m) ,0.83 (4.23H,s) ,0.83 (4.77H,s) ,0.82(9H,s) ,0.07 (1.41H,s) ,0.04 (1.59H,
s),—0.02(3H,s) ,—0.07(1.41H,s) ,—0.08(1.59H,s) , —0.08(3H,s) .

[0955] (T F¥5)

[0956]  HHADL N ORI S it 5 S w91 T TARIRI A S . (5 - 935me) o fili S 2ROk &
W C RSSO IR T AR S 2810 549 (950me) |, DAS 5wl T SIRI R 7T 3k T
N7 o RS B R B A T T4 SRR

(09571  (TJ%6)

[0958] 3— ({(5R,7R,8R,12aR,14R,15R,15aR,16R) —14— (6— K F@LE —6,7,8,9—P4
A —2H—2,3,5,6— V0% H [ed] B —2—35) —15, 16— A { BT & (T HED) HnkkiE]
AL —T—[1— @— {[B T 3 (D) IR 2t O D) —6—ddE—1,6— A —
OH—IGEI — 9 — L] — 2 —HfF4e ik — 2— S 3L — 10— &R 3L/ \ S — 2H, 10H, 12H—5, 8 — I —
20, 100" — kg g [3,2—1111,3,6,9,11,2,10] FL 5828 AT PO b — 10— 55} 54030 NI
[09591 i ] b3l T35 Fr3 21 1, DA S St L T 9RO, 74928 gk
- AR A AR A e bS5 ) (494mg) .

[0960]  MS(ESI)m/z:1274 (M+H) *.

(09611 (T 57)

[0962] W (N,N— %2 %%) (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 15,16 — W {4 ]
S (CHED HREREE A —7—[1— @— (ST 5 (CHED R A AL 230 —6—
MradE—1,6— "% —9H—MEm 93] —2 10— —#Hadt—14— (6,7,8,9—PU% —2H—
2,3,5,6— PRI [ed] B —2—35) J\ % —2H,10H, 12H—5,8— HIHF — 21", 100" — Wk I f
[3,2—1][1,3,6,9,11,2,10] A58 A TPUME—2, 10— (i Eh)

[0963] i [f] 3R T 6715 24 (494mg) |, DL 5 S2hEfol1 T 10[RIRER 75 05T
N, A3 BRSPS AG 1R 1 (88 . 5mg : &5 2451 AHERIR A 4A2 (70. Tmg : &5H
250

[0964] XIS AL AL (AR M)

[0965]  MS(ESI)m/z:1003 (M—C.H, Si+2H)".

[0966] XS SFAG A2 (Ritlett)

[0967]  MS(ESI)m/z:1003 (M—C.H, Si+2H) "

[0968] (T J+8—1)

[0969] %4 (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— 3L —7—[1— Q—&H
R —6—MEIL—1,6— A —9H—MEs 93] 2 10— At —14— (6,7,8,9—
DU —2H—2,3,5,6—PUEZe K I [ed] B —2— L) J\4 —2H, 10H, 12H—5,8 — FFI#fF — 22",
100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 82 B FAT-PUH —2, 10— W (ki £h)
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[0970]  (HEXHL AL AL

[09711 (] iR T 7R3 2l &4 AR A4 1) (88. 5mg: 420 , LA S 300
B TR LLERER 5 b T OB, # MR DA B DRSS 1 - TR ), 152 = O B U0
PR .

[0972]  [ASHI S F] C18REIRAEJENT [10mM R = £ L EK IR/ L] DL K il 25 FUHPLC
[10mMTR = £ L5 KIS/ G O :5% —30% (03 —40747) 1.

[0973] K ASEIH = OReEh LA S 90611 T 5 LLAT i e o sl Eh ] R ik b Tk #4
e, S EIRREE 5 (25. Tmg) -

[0974]1  MS(EST)m/z:775 (M+H) ".

[0975]  'H—NMR (CD,0D) 3:8.63 (1H,s) ,8.22(1H,s) ,8.02(1H,s) ,7.11 (1H,s) ,6.30—6.24
(2H,m) ,5.46—5.37 (1H,m) ,5.23—5.15 (1H,m) ,4.83—4.79 (1H,m) ,4.78—4.74 (1H,m) ,
4.53—4.42 (2H,m) ,4.35—4.16 (3H,m) ,4.16—3.97 (3H,m) ,3.83—3.78 (2H,m) ,3.52—
3.47(2H,m) ,2.88—2.81 (2H,m) ,2.03—1.95 (2H,m) .

[0976]  *'P—NMR(CD,0D) §:57.8(s) ,54.4(s) .

[0977] (T J¥8—2)

[0978] /4 (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— 3L —7—[1— Q—& %
R —6—MEIL—1,6— A —9H—MEs 93] —2 10— At —14— (6,7,8,9—
DU —2H—2,3,5,6—PUEZe I [ed] B —2—3L) J\4 —2H, 10H, 12H—5,8 — FFI#F — 21",
100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 82 B FAT-PUH —2, 10— W (ki £h)
[0979]  (HEXSHLSFAG 1A 2)

[0980] i f{] IR T 7 7Arf3 2l &4 AN A9 42) (70. Tmg: HAA 2250 |, LA 500
L TR LLRIRER 5 b T OB, # MR DA 1 DRSS 1 - TR ), 152 = e B U
LS.

(09811 [i5thl&E ] CL8IE AT IEMT [10mM TR = C FREKIAR/ ] il 26 FHPLC [ 10mM
IR = CFERKIEI LI~ I 5% —25% (04 —4043) 1 DA K il 26 ZUHPLC [ 10mM PR =
IR/ FE S . 15% —70% (04 —4047) 1.

[0982] K152 = L Reh LA S 90611 T 5 LAk i e o el Eh ] R ik b Tk #4
e, S EIRREE S (17 . 8mg) -

[0983]  MS(ESI)m/z:775(M+H) ".

[0984]  'H—NMR (CD,0D) §:8.72(1H,s),8.23 (1H,s) ,8.02(1H,s) ,7.11 (1H,s) ,6.30 (2H,
dd,J=13.6,7.6Hz) ,5.48—5.39 (2H,m) ,4.78 (1H,dd,J=6.7,4.2Hz) ,4.51 —4.28 (5H,m) ,
4.26—4.13(2H,m) ,4.06—4.00 (1H,m) ,3.93—3.86 (1H,m) ,3.85—3.80 (2H,m) ,3.52—
3.47(2H,m) ,2.94—2.88 (2H,m) ,2.05—1.97 (2H,m) .

[0985]  *'P—NMR (CD,0D) 3:62.9(s) ,60.0(s) .

[0986]  SJEAI7 : CDNTIH) 5 %,

[0987] N— (2— {9— [ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16— ¥ —2,10— —
ML —2,10— W GRh) —14— (6,7,8,9—PU% —2H—2,3,5,6 — UG Ze AT [cd] BE—
2—3) J\&(—2H,10H, 12H—5, 8 — FFIHF— 21", 10A° — W 9f [3,2—11(1,3,6,9,11,2,10] F.
FI A OB — T — B — 6 — MR —6,9— A — IH—E 1 ) —2— %
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FL O

i W

0 NOBN
HS-P o) ==
. SO
I\. -

O/“‘-aO

N ]
:2-—-{ O-P-SH
[0988] s °

7a ( ExfRRFAE 1)
7b (dExiBRZ A 2)

(09891 [ piikfz]

Na* o N H— Na® O N BH—N
“s-p o S j “s-P o] o J=
= LUN 7 IF1-1 9 \(J“N 7
N’;\N'O\\ o OH TH1-2 N%N'& o OH
[0990] wat - s rm— ) B ,_g-
ﬁ 0-P-8~ 0-P-8
O= N - Ma 0 N 1l Na*
W, o W o}
S HO S
H, _>—H

o]
[0991]  (TfF1—1)
[0992]  — %) (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16 — Bk —7—{1—[2— (2—
IR OWENR) 3] —6—adE—1,6— A —9H—IEK —9—JL} —2 10— 5t —
14— (6,7,8,9— VU —2H—2,3,5,6 —PURZ AT [ed] B —2—FL) J\ % —2H,10H, 12H—5,
8— MIHfF— 20, 10X — kg7 [3,2—1711,3,6,9,11,2,10] L5823 AP0 —2, 10 — W
(FihzEh)
[0993]  (HEXSHLSFAG AL
[0994]  /E500wf15 1 78 — LT 21k 54 (10. Omg) FIN, N— —HHEL FHEI (0. 5mL) 787/
A= (8uL) A1 — [ CREE LD AR I ekt — 2, 5— i (5. 3mg) , 7E =500 P #idd:
2/ NI o 4 SR T L OmM R — B KA R A TR RS, FHCL8RERAE AT [10mMA R — £ 5
BRI/ CIETVA MR 25 BIHPLC [10mM PR = L FEHKIE IR/ I, I 0% —30% (043 —
4053) THATRS B AR RN & (OISR VLS S8 T LA (1) D0 e R 1 1]
FE T A TER A A3 2L 54 (10 . 5mg) «
[0995]  MS(ESI)m/z:832 (M+H) *.
[0996]  'H—NMR(CD,0D) 8:8.57 (1H,s) ,8.04 (1H,s) ,8.03 (1H,s) ,7.13 (1H,s) ,6.26 (1H,d,
J=4.2Hz) ,6.24—6.19 (1H,m) ,5.57—5.49 (1H,m) ,5.26—5.18 (1H,m) ,4.80 (1H,d,J=
3.6Hz) ,4.76 (1H,t,J=4.5Hz) ,4.51—4.41 (2H,m) ,4.35—4.17 (3H,m) ,4.11—3.95 (3H,
m ,3.91 (2H,s) ,3.62—3.55 (2H,m) ,3.52—3.45 (2H,m) ,2.89—2.65 (2H,m) ,2.02—1.91
(2H,m) .
[09971  *'P—NMR(CD,0D) §:57.6(s) ,54.3(s) .
[0998]1 (T F1—2)
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[0999]  —%#4 (5R,7R,8R,12aR, 14R,15R,15aS,16R) —15,16— — & —7—{1—[2— 2—
I OB O] —6—rEiE—1,6— " —9H—IE —9— ) —2 10— st —
14— (6,7,8,9—PUA —2H—2,3,5,6 — PURZ AT [ed] BE—2—E) J\ % —2H, 10H, 12H—5,
8— I —20°, 100" — W3- [3,2—1]1[1,3,6,9,11,2,10] Fi 582 AT PO4 —2, 10— 3
(FihzEh)

[1000]  (HEXSHLSFAG1A2)

[1001] i FSCit55 T 78 — 23 2l 1L &4 (30. 0mg) , A5 ik T 71 — 1 RIFE 5 7
TR e, A NI DRSS 1 b A TRS ), 15 2 = LS A nbsdb 549 .

[1002]  [k5HIS6 2] CLSRERCAEJEMT [10mM R = & 5K/ 51 DA K il £ UHPLC
[10mMOPR — CFEEIKIAW M, LG 5% —30% (093 —4077) 1o

[1003] KT 21 = O ReEh LS e FIL T LLAT R R R ] R 5 ikt T2k e
e, 13 2PRE LA (23.6mg) o

[1004]  MS(ESI)m/z:832 (M+H) *.

[1005]  'H—NMR(CD,0D) :8.69 (1H,s) ,8.14 (1H,s) ,8.02(1H,s) ,7.11 (1H,s) ,6.31 (1H,d,
J=6.7Hz) ,6.26 (1H,d,J=7.9Hz) ,5.49—5.40 (2H,m) ,4.77 (1H,dd,J=6.7,4.8Hz) ,4.48
(1H,d,J=4.2Hz) ,4.46—4.28 (4H,m) ,4.22 (2H,t,J=5.4Hz) ,4.06—4.00 (1H,m) ,3.94
(2H,s),3.92—3.86 (1H,m) ,3.70—3.55 (2H,m) ,3.52—3.47 (2H,m) ,2.92—2.86 (2H,m) ,
2.04—1.96 (2H,m) .

[1006]  *'P—NMR (CD,0D) 3:62.7(s) ,59.9(s) .

[1007]  5J#E518 : CDNS[HI 5 %,

[1008]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6— %t —2— [ Q— L) &
BT —OH—IEM 93} —15,16— " FEE—2,10— W Gk —14— (6,7,8,9— P04 —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\&—2H, 10H, 12H—5, 8— HI#fF — 21°, 100" — Itk
I (3,2—1101,3,6,9,11,2,10] F A4 A +HPUM —2,10— —

[1009]  H,N—{ N o

8a ( ExMFME 1)
8b ( AEXERF MK 2)

[1010] [ plcksz]
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- /& cl
'}j N @ N N\—NH }
, N\_Q‘Nﬂz TR Nt * IR {/‘\ \—2-
N
k‘_r ’% \\\, ?.N #/5 '-..UNV
o ‘o-Tes o o-TeS
HO OH TBS TBS
\D 0
A« Ly @
J - N\ N )=0
0=\ %/y N>'_N\ N\:o IF4 O« ] N>'_ BN TFS
IF3_ 7 o H = 1\9 o =M
" O N % N__N
';' h XVNV i ) ~F
O~ O Xr
HO OH TBS-O OH
N Bz
[1011] N 3N
HO ={
o] o N\/\J
T N Bz
- NC
= ol M~ L | N %N
oS N Mo 9 Oms s-p— 20 .
AL \j: 0" "OH o o L{O\F_.N\/}\
§) Oy s ot b o
! L N7 N"Sg o o-TBS
= el H o= 0-P-5 -
850 0 N—{ N 2 e
/\N’P‘O%CN gz.(\ N—4 e~
1 cl I
N H ~N H
w3 . Ry
B - S-P o} -
TFR7-1 60 W\ OuN ) IAE & PO N
/
s TE8-
LFF7-2 N NS4~ O o-TBS ki NT NS o OH
a O-P-SH ] 0-P-§~
Hah N—‘ZN o P s HaMN ! {){N o Na
NK /N“-/ (,N - N
H —NH, | | H ‘NH

[10121 (T F71)

[1013] 5 —0— [ (4—HIEFORIL) ORI HIEL] — 27,3 — W —0— [T 3 (D) H

flbedt] —2 — SR

[1014] {EjiﬁﬁEﬂ%ﬂ(J Med.Chem.1989,32,1135—1140) [{J5 —0— [ (4— IR
CRED) L] —2 —GUIR T (29. 1) PN, N—  FHELFHPBE I (145mL) JA 7R H MK (16 42)

AT 3 Eﬁ%%&ﬁi)ﬁﬁ: (18.2g) , 72 MHEFEL8/INIF o 78 SN I DN KA Sy A5 1 i

MR CTERE A NUE AN & SRS T8k m . HJCKIR IR A T T o 8 2 T
T, RIS IR M 4 o K 7% B M TR AE 24T [ be/ CER iR /0. 1% — L 1 A TR il 13

FIFREUL G (34.98) o

[1015]  MS(ESI)m/z:832 (M+H) .

[1016]  'H—NMR(CDC1,) §:8.02 (1H,s) ,7.47—7.42 (2H,m) ,7.36—7.32 (4H,m) ,7.31 —

7.18(3H,m) ,6.84—6.79 (4H,m) ,5.90 (1H,d,J=4.8Hz) ,5.72 (2H,brs) ,4.74 (1H,dd, J=

4.5,2.3Hz) ,4.25 (1H,dd,J=4.2,2.3Hz) ,4.21 (1H,q,J=4.2Hz) ,3.78 (6H,s) ,3.58 (1H,

dd,J=10.9,4.2Hz) ,3.33(1H,dd,J=10.9,4.2Hz) ,0.84 (9H,s) ,0.82 (9H,s) ,0.04 (3H,

106



CN 118846110 A W OB P 101/357 7

s),—0.01(3H,s) ,—0.02(3H,s) ,—0.17(3H,s) .

[10171  (TF72)

[1018] N— @R —5 —0— DI (4— A AL Of3h) AR —27 37 — W —0— [ T
Fe (D) HRkbe ] —2— SR

[1019] 7 Bl T 13RI b 59 (34. 9g) FMERE (210mL) 7R H I CFRET (140mL)
4 — I ELSAIENERE (515mg) , AEAUU =i P Ae P2 LN o 8 e B i — U B
(100mL) FoRE I , DO HORIRRFR S BN /KPR, T = Sl BE AT 26 B K A A UE S /KR £
AT TR B8 TR0 KB TR R e 4 o A2 7R BE o DN — U FF 5 (210mL) AT gk
(7.30mL) , 7E %= N HEFE LN o A1 S S FR INAB AN S B KB, T S e A<
NUEHTC KRR N T, B8 T80 R i 4 o 4 2k B W R IR A AT [ e/ &
FRTR/0.1% = L1 TS AR 28U G (45 4g: S 2450 K3 RIIN e G At
AT PRSI B A B TR SO FRAE

[1020]  'H—NMR (CDC1,)8:8.95 (1H,brs) ,8.22 (1H,s) ,7.45—7.42 (2H,m) ,7.34—7.20
(7TH,m) ,6.82(4H,dq,J=9.4,2.7Hz) ,5.96 (1H,d,J=4.8Hz) ,4.72—4.69 (1H,m) ,4.23 (2H,
brs) ,3.79(6H,s) ,3.59(1H,dd,J=10.9,3.6Hz) ,3.35(1H,dd,J=10.3,3.6Hz) ,2.73 (3H,
s),0.83(9H,s),0.82(91,s),0.04 (3H,s) ,0.00(3H,s) ,—0.03(3H,s) , —0.18 (3H,s) .
(10211 (T J%3)

[1022] N—Pdt—5 —0— DI (4— P AERE) ORD) FHEE] —2— Gl

[1023]  /F Bl TJr 2P B &5 (45 . 4g: S 2450 HIPUZRKIR (200mL) AR H I
SR IU T BB DU W VAR (£91 . 0M, 100mL) , 7EAUS5 B 2500 N BeRE3 /N o 5 5 S ik
FR N A BRI, = S 26 B A HLE /KB BR e T8, 8 25 A1l
KEBEIIR A 4e o K576 B W AR BT [ S e/ ST/ 0. 1% = IR 1A RS ), 13 20
BUE A (23.0g) -

[10241  'H—NMR(CDC1,) §:8.71 (1H,brs) ,8.16 (1H,s) ,7.28—7.16 (9H,m) ,6.78—6.73
(4H,m) ,5.99(1H,d,J=5.4Hz) ,4.86 (1H,t,J=5.1Hz) ,4.49(1H,dd,J=5.1,2.7Hz) ,4.39
(1H,q,J=3.2Hz) ,3.78(3H,s) ,3.77(3H,s) ,3.42(1H,dd,J=10.9,3.6Hz) ,3.35(1H,dd, J
=10.6,3.3Hz) ,2.66 (3H,s) .

[1025]1 (T J54)

[1026] N—ZBR—5 —0— DI (4— AR ORFD) AR —3 —0— [T 2 (2
) RG] — 2 — G

[1027]  fF Bl Tp 3 BIb &4 (23.0g) [N, N— — FHEC Tl (178mL) AR H I
K (5. 94g) AR T 3 — L GERT (6.449) AR D=l MEFEL8/IN o /5 SN H
BRN O FIRIR S BN 7K, S22 B B A A UZE SRR AT, R AT
FEBEIIR T W2 o 5% B AR AT [ e/ AR TR /0. 1% = LI 1 A RS ), 13 20k
BUL G (9.01g) .

[1028]  'H—NMR(CDC1,) §:8.42 (1H,brs) ,8.14 (1H,s) ,7.38—7.35 (2H,m) ,7.29—7.18
(TH,m) ,6.80—6.76 (4H,m) ,5.99 (1H,d,J=4.2Hz) ,4.71—4.66 (2H,m) ,4.17—4.14 (11,
m) ,3.78(6H,s) ,3.49(1H,dd,J=10.6,3.3Hz) ,3.29 (11,dd,J=10.9,4.2Hz) ,3.02(1H,d.J
=5.4Hz) ,2.67(3H,s) ,0.89(9H,s) ,0.11(3H,s) ,0.02(3H,s) .
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(10291 (T J%5)

[1030] N—Z@R—5 —0— D (4— AR ORFD) AR —3 —0— [T 2 (2
) Habi ] —2— 3 —2 —0—{ QLD [ (W—2—50) 2 21 PE PRt

[10311 i ik T 432 &9 (9.01g) , DL S 52 fil Tr6ken ks T
7, 73 2B 1 AT A9 PR IR S AR A4 kbt = 652 35) JTE PR EE &)
(10.6g) -

[1032]  'H—NMR(CDC1,) :8.40 (1H,brs) ,8.31(0.35H,s) ,8.25(0.65H,s) ,7.38 (2H,d,J=
7.3Hz) ,7.29—7.19(7H,m) ,6.80 (4H,dd,J=9.1,2.4Hz) ,6.27(0.35H,d,J=3.0Hz) ,6.13
(0.65H,d,J=3.6Hz) ,4.88—4.83(0.65H,m) ,4.69—4.65(0.35H,m) ,4.56 (1H,t,J=
4.8Hz) ,4.23—4.17 (1H,m) ,3.93—3.78 (1H,m) ,3.78 (6H,s) ,3.64—3.54 (4H,m) ,3.33—
3.28(1H,m) ,2.67(3H,s) ,2.56(1.3H,t,J=6.3Hz) ,2.52(0.7H,t,J=6.3Hz) ,1.16(2.1H,
d,J=7.3Hz) ,1.14(3.9H,d,J=6.0Hz) ,1.12(3.9H,d,J=6.0Hz) ,1.02(2.1H,d,J=
6.7Hz) ,0.83(5.9H,s) ,0.82(3.1H,s) ,0.10(1.9H,s) ,0.07(1.1H,s) ,0.01H(3H,s) .

[1033] (T J¥6)

[1034] N, N— /X% (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6 — LWt —2—
H—9H 1 —9 —FL) — 14— (6—KHIfERE —6,7,8,9— DU —20—2,3,5,6 — VUS4
Flcdl B —2—%) —15,16 — B { [T 3 (PR Pk i) —10— C—FI %
B —2 WA — 10— W&k /\ 5% —2H, 101, 12H—5, 8 — FIfF — 2., 10A° — kg 91 (3,2 —
1701,3,6,9,11,2,10] 1 AAZ PR PR — 22—tz &k

[1035]  FZMRPL NI S 5 92 il TR TARIA RN 50k 2. 06g) o fif R 2L &
W CREES TR R T s 3 8 notk &4 (1.98g) , LLS Sl T 8PA M Sl 1 9
[T A T O, 15 2R RS S P RIS A R 1 (180mg) AIAEXTIR AL 74K 2 (16 Tmg -
AR -

[1036] XS SFA AL (AR )

[1037]  MS(ESI)m/z:1191 (M+H) *.

[1038]  'H—NMR (CD,0D) 8:9.10(1H,s) ,8.00(1H,s) ,7.40—7.36 (2H,m) ,7.30—7.23 (4H,
m) ,6.38(1H,d,J=8.5Hz) ,6.35(1H,d,J=3.0Hz) ,5.67—5.60 (1H,m) ,5.09—5.04 (1H,m) ,
4.72(1H,d,J=3.6Hz) ,4.50—4.29 (8H,m) ,4.07 (1H,dd,J=12.4,4.5Hz) ,3.91—3.83 (1H,
m) ,3.54—3.45(1H,m) ,3.17 (6H,q,J="7.3Hz) ,3.08 (2H,t,J=6.0Hz) ,2.45—2.42 (2H,m) ,
2.42 (3H,s) ,2.28—2.23 (2H,m) ,1.29 (9H,t,J=7.3Hz) ,1.01 (9H,s) ,0.90 (9H,s) ,0.29
(3H,s) ,0.28(3H,s) ,0.25(3H,s) ,0.10(3H,s) .

[1039] XIS A A2 (Rl tt)

[1040]  MS(ESI)m/z:1191 (M+H) *.

[10411  (TF7—1)

[1042]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— {6— %t —2— [ Q— &) &
Fe] —9H—MEM —9—F} — 15,16 — X { [0 ] 3 (CCHED) FRER L] H L) —2,10— A (B
) —14—6,7,8,9— P4 —20—2,3,5,6 — PUEZu A [ed] BE — 2 —HE) /\ & —2H, 10H,
12H—5,8— F#fF—2A°, 10A° — kg 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10— ZFAE Bk T 6 R 21 A &4 ARSI A 7R 1) (49. 6mg) (1 HIEE (1. 28ml) 47K
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HIMNC % (256pL) , 7E60°C N g2/ NIy , 58 FHAROR SN 288 B A 120°C R s 27N ]
il 25 UHPLC [ 10mM AR — LB KA/ G, OG5 :40% —T70% (04> —3047) J b1 THG il , 13
FIFREUL G (37 2mg)

[1043]  MS(ESI)m/z:1016 (M+H) *.

[1044]  'H—NMR (CD,0D) 8:8.27 (1H,s) ,7.99 (1H,s) ,7.16 (11,s) ,6.25(1H,d,J=4.2Hz) ,
6.09(1H,d,J=8.5Hz) ,5.41—5.35(1H,m) ,5.12—5.08 (1H,m) ,4.86—4.80 (2H,m) ,4.69
(1H,t,J=4.5Hz) ,4.51—4.45(1H,m) ,4.29—4.23(2H,m) ,4.11—4.03(2H,m) ,3.51—3.44
(4H,m) ,3.13—3.04 (2H,m) ,2.80—2.76 (2H,m) ,2.02—1.92 (2H,m) ,0.99 (9H, s) ,0.84 (9H,
s),0.32(3H,s) ,0.29(3H,s) ,0.24(3H,s) ,0.07 (3H,s) .

[1045] (T F7—2)

[1046] W (N,N— 232 %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— {6— 4t —2—
[Q—F I3 S ] —OH— Iy —9—HE} — 15,16 — B { LA 3 (CHEL) Fakki L] 4
R} —2,10— — et —14—(6,7,8,9—PUSA —20H—2,3,5,6 —PUR 2ok [cd] B —2—
B J\&—2H, 101, 12H—5, 8 — FIFF — 20, 10" — Wk 9 [3,2—11[1,3,6,9,11,2,10] H A
Z TR DU B — 2,10 — B (il D)

[1047]  # bk TP 6 s 2l & GEXNIR /1A 2) (50.0mg : & 24 50 1 H
(1.29mL) IR IINC " J (25.8ul) , 7560°C R HiHk2/IN i, Ao Pl S 2 ¥ 41 120°C
NN 2/N o S UHPLC [ 10mM AR = £ R Bk / O, O 2 30% —50% (043 — 30
43) 1A TRS L A3 2IFREUL S (23 . Tmg) -

[1048]  MS(ESI)m/z:1016 (M+H) *.

[10491  'H—NMR (CD,0D) §:8.16 (1H,s) ,8.00 (1H,s) ,7.08 (1H,s) ,6.33 (1H,d,J=7.3Hz) ,
6.13 (1H,d,J=8.5Hz) ,5.51—5.48 (1H,m) ,5.30 (1H,t,J=4.8Hz) ,5.13—5.06 (1H,m) ,
4.95(1H,d,J=4.2Hz) ,4.66—4.55(2H,m) ,4.24 (1H,s) ,4.08 (1H,dd,J=12.4,4.5Hz) ,
3.89—3.83(1H,m) ,3.69—3.61 (1H,m) ,3.50—3.33 (4H,m) ,3.12—3.01 (14H,m) ,2.89 (2H,
t,J=5.4Hz) ,2.03—1.96 (2H,m) ,1.25(18H,t,J=7.3Hz) ,0.99 (9H,s) ,0.74(9H,s) ,0.27
(6H,s) ,0.18 (3H,s) , —0.08 (3H,s) .

[1050] (T J#8—1)

(10511  — 44 (5R,7R,8R,12aR, 14R, 15R,15aS,16R) —7— {6 — 2k —2— [ Q—2d L L HD)
GASE] —9H MR —9—FL) —15,16— I —2,10— —HFEIE—14— (6,7,8,9—PUA —
2H—2,3,5,6—PURZH I [ed] BE—2—5E) J\&—2H,10H, 12H—5, 8— HI#fF —2A°, 100" — Itk
I 3,2—1101,3,6,9,11,2,10] A2 MR TPUME—2, 10— W (R Eh)

[1052] (XA A D)

[1053] ] iR T 7 — LR8I &9 (37. 2mg) , DA SR BIL Ty LL[RIAER 7 720t
TR, A2 HPLC [ 10mM 2R = B KIR I/ O Ol 2% —20% (043 —3047) ]
TS, 138 = O IbsEUE S59 .

[1054] RS2 = b DL S SBT3 LLArR 1) Dot h ] R T ik b Tk e
P, A3 EIFREUE S (16 5mg) «

[1055]  MS(ESI)m/z:788 (M+H) *.

[1056]  'H—NMR (CD,0D) 8:8.21 (1H,brs) ,8.01 (1H,s) ,7.07 (1H,s) ,6.27 (1H,d,]=
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3.6Hz) ,6.10 (1H,d,J=8.5Hz) ,5.51—5.41 (1H,m) ,5.16—5.11 (1H,m) ,4.83 (1H,d,J=
3.6Hz) ,4.73 (1H,t,J=4.2Hz) ,4.50—4.45 (2H,m) ,4.35—4.29 (2H,m) ,4.16—4.04 (2H,
m) ,3.50—3.42 (4H,m) ,3.17—3.05(2H,m) ,2.82—2.66 (2H,m) ,2.04—1.92 (2H,m) .

[10571  *'P—NMR(CD,0D) §:57.9(s) ,54.2(s) .

[1058] (T J¥8—2)

[10591  — 44 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6 —2dFE—2— [ 2 —24 L L HD)
GASE] — 9K —9—FL) —15,16— R —2,10— " HFEIE—14— (6,7,8,9—P0H —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\&—2H,10H, 12H—5, 8— HI#fF —21°, 100" — Itk
HIF3,2—1][1,3,6,9,11,2,10] F AL PR FPUM —2, 10— B (Brfizh)

[1060]  (HEXSHL AL 1A2)

[1061] ] iR T 7 — 2R3 28Ik &9 (23. Tmg) , A SR T 1R 7 720t
TN a2 HPLC [ 10mM R = O BES KR I O C 22 % — 20 % (043 —3047) ]
TS, 138 = O NIbsEUE S51 .

[1062] RS2 = b DL S SBT3 LLArR 1) et ot h 1 R ik b Tk e
e, 3 2FRE LAY (14, 9mg) »

[1063]1  MS(ESI)m/z:788 (M+H) *.

(10641  'H—NMR (CD,0D) 5:8.27 (1H,brs) ,8.02 (1H,s) ,7.15(1H,s) ,6.31 (1H,d,J=
6.0Hz) ,6.12(1H,d,J=8.5Hz) ,5.45—5.33(2H,m) ,4.75(1H,dd,J=5.7,4.5Hz) ,4.50 (1H,
d,J=4.2Hz) ,4.47—4.30 (4H,m) ,4.17—4.13 (1H,brm) ,3.94—3.89 (1H,m) ,3.69—3.59
(1H,brm) ,3.51—3.44 (3H,m) ,3.21—3.07 (2H,m) ,2.88—2.85(2H,m) ,2.03—1.97 (2H,m) .
[1065]1  *'P—NMR(CD,0D) §:62.2(s) ,59.8(s) .

[1066]  SZJEA9 : CONIIHI 5 %,

[1067]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6 — 4t —2— [ Q— BRI 23D &
B —OH—IEM 9 3L} —15,16— " FEE—2,10— W Gk —14— (6,7,8,9— P04 —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A—2H, 10H, 12H—5, 8— HI#fF —21°, 100" — Itk
g 3,2—1101,3,6,9,11,2,10] 58— AT PUM —2, 10— il

~N H
0 N' BN
HS-P

; o) Ye={(

0 OH\W ON
—\ \ ]

N’ N"\O)\_ O O©OH

0—P-SH
[1068]  pN—{ N S

=

b

N
H \_oH

9
9a (FEXTRRFH{E1)
9b (FEXFERFAI{E2)

[1069] [ piciz]
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NC_~o —_— N NN SH 1as N, SN
$=b——Q BE—aR &5 -
e e
M‘N-‘(Q\\ o0 ©o-TBS TH1-2 N&\N’Q\\ O ©O-TBS
==( -P-§” == O-P-SH
H 0-P-$ P
N—{ N 6 HN—( N o
o= N—4 rH\/ N4 o
cl 4 N~ N
H OH r f ~
[1070]
N H
Na® ©Q Nr\ N
"s-P o) -
TR2-1 ) PH\\CJ,N P
IR2-2 ~ —
_— Lo o OH
Ve 0-P-s~ ,
H,N— N o Na
2 N4

1 g .
(10711 (TFF1—1)
[1072]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— {6 — it —2— [ (2— B H 23 4K
Fe] —9H—MEM —9—FL} — 15,16 — W { [ ] 3 (CCHED) FRER L] H ) —2,10— A (B
) —14—6,7,8,9— P4 —20—2,3,5,6 — PUAZu A [ed] BE —2 —HE) /\ & —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10— i
[1073] {50518 T )76 Frfs 2N & CEXNTI A9441) (50. Img) 1) IR (1. 29mL) VAR
HIIN2 — 2 3 T (258pL) , 7560°C M2/ NI e, T S R 2 B AE120°C N SO 2708
B o il FH ) 25 BUHPLC [10mM PR = L LA O, NG :20% —60% (043 —3043) 13E4 T8RS
i, A2 54k B CRERE I S PIR S IE U PREUL &4 (39 . 4mg) -
[1074]  MS(ESI)m/z:1017 (M+H) *.
[1075]  'H—NMR (CD,0D) §:8.32 (1H,s) ,8.01 (1H,s) ,7.16 (1H,s) ,6.28 (1H,d,J=5.4Hz) ,
6.13(1H,d,J=9.1Hz) ,5.44—5.38 (1H,m) ,5.19—5.14 (1H,m) ,4.98—4.83 (2H,m) ,4.78—
4.75(1H,m) ,4.45—4.39 (1H,m) ,4.28—4.22 (1H,m) ,4.18 (1H,s) ,4.13—4.07 (1H,m) ,
4.04—3.99 (1H,m) ,3.67 (2H,t,J=5.4Hz) ,3.51—3.42 (4H,m) ,2.86 (2H,t,J=5.4Hz) ,
2.04—1.98(2H,m) ,0.98(9H,s) ,0.82(9H,s) ,0.31 (3H,s) ,0.27 (3H,s) ,0.22(3H,s) ,0.05
(3H,s) .
[1076] (T #1—2)
[1077] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— {6— 4t —2—
[Q—FROH) 5] — 9N —9— L) — 15,16 — A{ BT 3 (T 3L Flke ] 51
£y —2,10— —MHEIE—14—(6,7,8,9— 0% —20—2,3,5,6 — UG K [cd] B —2—
3 J\ & —2H, 100, 12H—5,8 — HIiF —21°, 100" — kit [3,2—11[1,3,6,9,11,2, 10] 144,
Z IR PUSR — 2, 10— A (ifiEh)
[1078] {150 f518 Ty 6 Frfs 2l b & AEXNTIL A4 7R 2) (49. 3mg: &5 A 2450 (1 HEE
(1. 27ml) S IIN2 — S B CBF (254pL) , £560°C R k27NN I, 58 TR 5 07 28 B
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120°C T 2B 37N o A FH ) 25 BUHPLC [ 10mM O iR = LR/ O C I :20% —60 % (0
4y —3047) T RS, AR 2 RdU L 54 (26 . 1mg)

[1079]1  MS(ESI)m/z:1017 (M+H) *.

[1080]  'H—NMR (CD,0D) §:8.25(1H,s) ,8.01 (1H,s) ,7.10(1H,s) ,6.36 (1H,d,J=7.3Hz) ,
6.17 (1H,d,J=7.9Hz) ,5.59—5.53 (1H,m) ,5.41 (1H,t,J=4.5Hz) ,5.21—5.14 (1H,m) ,
5.02—4.95(2H,m) ,4.70—4.61 (2H,m) ,4.18 (1H,s) ,4.03(1H,dd,J=12.1,4.8Hz) ,3.91—
3.86 (1H,m) ,3.75—3.69 (2H,m) ,3.52—3.43 (4H,m) ,3.14(12H,q,J=7.3Hz) ,2.93—2.91
(2H,m) ,2.04—1.99 (2H,m) ,1.28 (18H,t,J="7.6Hz) ,0.99 (9H,s) ,0.75 (9H,s) ,0.27 (6H,
s),0.21(3H,s) ,—0.05(3H,s) .

[10811  (Tf/F2—1)

(10821 44 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6 — 2 —2— [ Q— K FH L)
GASE] — 9Ky —9—FL) —15,16— —FF—2,10— " HFEIE—14— (6,7,8,9—P0H —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A —2H,10H, 12H—5, 8— HI#fF —21°, 100" — Itk
IF3,2—1][1,3,6,9,11,2,10] F AL BEPRFPUM —2, 10— B (Brfizh)

[1083]  (HEXSHLSFAGIAL)

[1084] (i [{] iR T 71— 1Ar 3 28I TR & (39. 4mg) , LS5 SSHEBIL T )7 1 LIRAEI T i3k
IR e, $2 A NI DRSS AR 1 2EA RS ), A5 8 = LS E st 549 .

[1085]  [Hf St ] il 25 BUHPLC [ 10mM 2R = L R KIEIR/ O, Ol 2% —20% (043 —
3099) J.

[1086]  KeAS 2 = L ch DA S SBT3 LLArR 1) ettt eh 1 R ik b Tk e
e, 1328 LA (16 8mg) «

[1087]1  MS(ESI)m/z:789 (M+H) *.

[1088]  'H—NMR (CD,0D) 8:8.25(1H,s) ,8.02(1H,s),7.10(1H,s) ,6.30 (1H,d,J=3.6Hz)
6.15(1H,d,J=8.5Hz) ,5.49—5.42 (1H,m) ,5.21 —5.16 (1H,m) ,4.87—4.85 (1H,m) ,4.77
(IH,t,J=4.2Hz) ,4.50—4.35(3H,m) ,4.31 (1H,s) ,4.12—4.10 (2H,m) ,3.64 (2H,t,]=
5.4Hz) ,3.51—3.38(4H,m) ,2.85—2.70 (2H,m) ,2.02—1.94 (2H,m) .

(10891  *'P—NMR(CD,0D) §:57.8(s) ,53.9(s) .

[1090] (TJ52—2)

(10911  —4%4 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6 — 24k —2— [ Q— K FH L HD)
GASE] —9H—MER —9—FL) —15,16— I —2,10— —HFEIE—14— (6,7,8,9—PUA —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A—2H,10H, 12H—5, 8— HI#fF —21°, 100" — Itk
IF3,2—1][1,3,6,9,11,2,10] F AR BEPRFPUM —2, 10— B (Bfizh)

[1092]  (HEXSHLSFAG1A2)

[1093] ] FiR T 1 — 2R3 8k &4 (26. Img) , PA S SR BIL Ty LRI 7 720t
IR e, #2 A N DRSS AR 1 2EA RS ), A5 8 = LS E A bsdib 549 .

[1094] DRSS ] i) 25 BUHPLC [ 10mM 2R = LR KIEIR/ O, Ol 2% —20% (043 —
3099) J.

[1095]  ReAS 210 = b DA S 5Bl T3 LLArR 1) et ot eh 1 R ik b Tk e
e, 13 2RSS (18.6mg) «

112



CN 118846110 A W OB P 107/357

[1096]  MS(ESI)m/z:789 (M+H) ".

[10971  'H—NMR (CD,0D) §:8.35(1H,s) ,8.03 (1H,s) ,7.17 (1H,s) ,6.33 (1H,d,J=6.0Hz) ,
6.16 (1H,d,J=8.5Hz) ,5.49—5.41 (2H,m) ,4.80 (1H,t,J=5.4Hz) ,4.51—4.26 (5H,m) ,
4.07(1H,d,J=12.7Hz) ,3.94—3.89 (1H,m) ,3.67 (2H,5,]=5.7Hz) ,3.53—3.39 (4H,m) ,
2.89(2H,t,J=5.4Hz) ,2.03—1.99 (2H,m) .

[1098]  *'P—NMR (CD,0D) 3:62.8(s) ,60.3(s) .

[1099]  SCJitEf5110: CONLOMY 5 %,

[1100]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6 —4it —2— [ (Q— 4t —2— It
L) 2] —9H—Es —9 L) —15,16— —F2FL—2,10— W GRFL) —14— (6,7,8,9—1
A —2H—2,3,5,6—PUEZATf [cd] B —2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A’ — WM [3,2—1101,3,6,9,11,2,10] AL JEAHPUM—2, 10— —fif

[1101] HZNA(:}N O—E—SH

10
10a (FExIERF A1)
[1102]  [Hpcliz]

Bz N H
NC 7N - 7
S " NN S TB8S N \>_,N
Y TBS N » T
§=P——-0Q —% =R 5 ™
=N v
N%N'ZEB'\_ o o-TBS A I Né_\“’(;\”“"\ o o-Tes
H = O-P-8~ O-f-S
NJ_;N o] N( HaN N_J(N 6 &t
(o] N— el ~ ~
v oo N, (T
H}“”z
[1103]
N H
Na® @ Nr\dN
“s-P o} =
0 O OvN
w2 wowdodS o ok
= 0-P-s~
HoN /N o Na

[11041 (T 1)

[1105] W (N,N— —Z 32 %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— {6— 4t —2—
[(Q—44 K —2— PPN HL) S L] —OH W — 9 — 5t} — 15,16 — B { [BUT 5 (T3 IR
P AL —2,10— AL —14— (6,7,8,9— U —2H—2,3,5,6— PO 24K I [cd]
Bi—2— %5 J\&(—2H, 10H, 12H—5,8— FIFF — 20, 10A° — k£ (3,2—11(1,3,6,9,11,2,
10] FsA 2 BRI —2, 10 — B (IR Eh)
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[1106] {50518 T 76 Frfs 21 & CIEXNT A9 41) (41 . O0mg) 1) HEE (1. 10mL) AR
FIIINT, 2 — 50 — 2 — UL P B2 (210pL) , £560°C R Hd k27N iy, 45 FH Al S 2 5 71
120°C T S B 6 /N o A FH ) 25 BUHPLC [ 10mM O iR = LR/ O O :20% —60 % (0
4y —3047) 1HEA T SRS A 2RSS (16 3mg : S 24 ) BRI S AL T T
ARSI LA T T4 SR RN
[1107]  MS(ESI)m/z:1044 (M+H) *.
[1108]  (TJ52)
(11091  — 44 (5R,7R,8R,12aR, 14R,15R,15aS,16R) —7— {6 — 2t —2—[(2— st —2—
FROLPN D) 0] —oH—MEmy —9 3L} —15,16— & —2,10— —#i%ddt—14— (6,7,8,
9—PYsA —20—2,3,5,6 —PURZ A I [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A7, 100" —WkmgFf[3,2—1101,3,6,9,11,2,10] AL A TPUM—2, 10— W (LD
[1110] ] FiR T 1A 200k &% (16 . 3mg : Sy 245 , DL S S ol T LLIRIRE)
T T RO F2 FRUA T DR S5 2R 1 2E RS ) 1598 = O e B b e 54
D111 DRSS ] )25 BUHPLC [ 10mM 2R = LR KIETIR/ O, G 5% —25% (04 —
3059) J.
(11121 CRAS 2 = b DL S SBT3 LLArR ) Lt ot h ] R T ik b T h e
P, FFEIPREUE S5 (6. 4mg) -
[1113]  MS(ESD)m/z:816 (M+H) .
[1114]  'H—NMR (CD,0D) §:8.28 (1H,brs) ,8.01 (1H,s) ,7.05 (1H,s) ,6.27 (1H,d,]=
4.2Hz) ,6.15(1H,d,J=7.9Hz) ,5.41—5.27 (1H,m) ,5.13—5.08 (1H,m) ,4.84 (1H,d,J=
3.6Hz) ,4.73 (1H,t,J=4.5Hz) ,4.50—4.44 (2H,m) ,4.36—4.31 (2H,m) ,4.16—4.00 (2H,
m) ,3.49(2H,dd,J=6.3,3.3Hz) ,3.31—3.25(2H,m) ,2.84—2.70 (2H,m) ,2.03—1.91 (2H,
m) ,1.34(3H,s),1.30(3H,s) .
[1115]1  *'P—NMR(CD,0D) §:57.9(s) ,54.5(s) .
[1116]  STJEHI11: CONLIYA A,
[1117]1  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7 — [6 — %k —2 — (G L H1IE) —9H—IE
K —9—JL] —15,16— £k —2, 10— Gidd) —14— (6,7,8,9—PU%H —20—2,3,5,6—
PURZ T [ed] B —2—30) J\& —2H, 10H, 12H—5, 8 — I — 22", 100" — kI I [3,2—1]
[1,3,6,9,11,2,10] fi 58— JBEEAHPUM—2,10— i

W ¢

o) N N
1] e
HS-P O o f
O’ pH \(}-N L
N%N'QB\ (IJ‘- ‘OH
111 = O-P-SH
[1118] HEN%‘ \ ;
24
NH,
11

11a (EMRFAE 1)
11b (ExImRFAE 2)

(11191 [ ik ]
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NC ,,' NC>_
N o™=\ ) &
N H-NH ; N OYNH,
"R @ )=r ’ i C o J 392
K(_F‘N\p“ o> ‘XJ"K?N
6 = Ho' OH

CN 118846110 A

HO OH
o
-
Si- % o/ "\
' o—/_{ o H
o
o u ARG )
I¢3 \/ 0 —{ H

=R (o]
o g %—N Bz 0 o-18S
b O N SN B
fo] % b H OHOH
TS NN TFF6
TBS-0, O
112 :
[1120] i,;:u,o,\vcw
Bz
NC__~ 5N
(o] N BN _ N H
sep— 109 5 o—g T8Y N 9N
@ R K(J" 7 TRF7-1 6 o L&.N_/
N N-AgA~ O  O-TBS IFf7-2 Al ,ﬂ\(
H # O-P-S I/ N__N o (o] O-TBS
N N & ’ . Nﬁ)_{u 0-p-§” <
Bz N H e AR o N
i 4 N Y R
0
o 0
\_\Si— o \_\ -
£X /S{_
N H
S' ;_\\-—N ~N H
Nat © N 9N
TF9-1 5P
T/8-1 . 0"'\\(_7'“ 7 s% S o
j TH9-2 0 0”\( N
TFF8-2 N-—‘L o’ © OH s .-& 1 —7‘
= O- p g~ ( N7 "N=q- O OH
HN— O N_ N J={N o0-p-s” .
N HoN—( a
—Q_n [H~ [H 2 e 0
NH,

(11211 (TJF1)
[1122] 5 —0— [ (4—HEIEOREL) OR3D) 3] — 2 —FUA

[1123]  ZESCHREVSN (J. Am. Chem. Soc. 1989, 111, 8502 —8504) 12 — S IL R T (440mg) 1ot
WE (8.00mL) IR N4, 4 — ZHISE AL =R LG (642mg) , 7F R0 B & FHiHE4/)N
I o 75 SN IR N PR (10mL) il 52 7 F?t):j_ T IR 46 R B M TR AE =4 [

Yt/ (IR TR/ FEE/0.1% =L TR, 73 2R 8UY 59 (528mg) -
[1124] 1H—NMR(CDC13)8;8.21(lH,s),7.31—7.17(9H,m),6.79—6.70(4H,m),5.99(1H,
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d,J=5.4Hz) ,5.86 (2H,brs) ,4.86 (1H,q,J=4.6Hz) ,4.65 (1H,t,J=3.6Hz) ,4.48—4.45
(1H,m) ,4.41 (1H,q,J=3.0Hz) ,3.79(6H,s) ,3.46 (1H,dd,J=10.9,3.6Hz) ,3.34 (1H,dd,J
=10.6,3.3Hz) ,2.93(1H,d,J=2.4Hz) .

[1125]1 (T2

[1126] 5 —0— A (4—HAERED) R A —2— [ ({[2— (= HERFRELED) O
SR AL) S 5D WA IR

(11271 A LR T P18l e 59 (14 3g) RPN (500mL) i3 R I Z AR 1
DU SR VAR (£92.5M,29.0mL) , ZEZUSU B 40°C N FE 12/ NI o 8 SRRk ¥, DN A
BRIR SN/ (450mL) B R 100805, TN — ({[2— (EHI3ERIREG D) R Bt
FL) Mg — 2,5 — il (25.0g) , FEZE I IRV 18/ o SN AN 2 4 /R £k (Rochelle
salt) IR, B2 . 5/ NI e, T S FRGE/ FRBE TR S AR B KA AT L TS KA R B2
AT TS B8 T B R s i 4 o K 5k B W N EE AR IE AT [/ LR iR /0. 1% =
O AT, AR 2P R854 (10.8g) «

[1128] 'H—NMR(CDCL,) §:8.01 (1H,s) ,7.26—7.15(9H,m) ,6.75—6.71 (4H,m) ,6.37 (1H,
brs),5.93 (1H,d,J=6.0Hz) ,5.67 (2H,brs) ,5.59 (1H,brs) ,4.77—4.74 (1H,m) ,4.46—
4.37 (4H,m) ,4.21 (2H,t,J=8.5Hz) ,3.76 (3H,s) ,3.76 (3H,s) ,3.42 (1H,dd,J=10.6,
3.3Hz) ,3.25(1H,dd,J=10.6,3.3Hz) ,3.16 (1H,brs) ,1.03 (2H,t,J=8.5Hz) ,0.05 (9H,s) .
(11291  (T%3)

[1130]  N— KHEdE —5 —0— [ (4— PSR dt) CRAED) 3] —2— [ ({[2— (=H%
PRSI SRR R 3 AL IR

(11311 A& Bk T2 20 54 (10 8g) IAMLIE (70 OmL) J R H NN Sl = FH L RENE
(15.0mL) , FEZU U BVl FREHE2/NS o A8 OB I FR N FE e S (8 . 44mL) PRI FE2 /N
I R SOV IR ENZE0°C , IIANIK (21 0mL) $iEHE 1038, DIAN28 % 27K (31 4mL) |, 7 [Filit
2057 Bl TR 2P B3NN R N TR e A R AR B BT
TCRROTFE, 1 BEBR F R RO M 4 o 5% B AR A 2T [t/ LR L/
HHEE /0. 1% = O] A TR 6L A 28U 59 (9.47g) .

[1132]  MS(ESI)m/z:847 (M+H) ".

(11331 'H—NMR (CDC1,) §:9.54 (1H,brs) ,8.17 (2H,d, J=6.7Hz) ,7.91 (1H,brs) ,7.66—
7.52 (3H,m) ,7.35—7.10 (9H,m) ,6.75 (4H,d,J=8.5Hz) ,6.45 (1H,brs) ,6.23 (1H, brs) ,
6.03 (1H,d,J=6.7Hz) ,4.70—4.65 (2H,m) ,4.45—4.19(5H,m) ,3.73 (6H,s) ,3.38—3.32
(2H,

[1134] mw),2.65(1H,brs) ,1.05(2H,t,J=8.8Hz) ,0.00 (9H,s) .

[1135] (T Fr4)

[1136]  N—KHIfIE —5 —0— D (4— SR 3) R L] —3 —0— U T & (2
FED) it ] —2— [({[2— G R PRERRD ORI} 230

(11371  FHEL]IRETT

[1138]  f{di ] Bk TR 3mSRl (9.47g) , DA 92564518 T )74 FRER 75 1153 B bRt
v &5 (3.13g) »

[1139]  MS(EST)m/z:961 (M+H) *.
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[1140]  'H—NMR (CDC1,) §:8.87 (1H,brs) ,8.24 (1H,brs) ,8.02 (2H,d,J=7.3Hz) ,7.64—
7.51(3H,m) ,7.40—7.18 (9H,m) ,6.81—6.77 (4H,m) ,6.08 (1H,d,J=4.8Hz) ,5.85 (1H,
brs) ,4.70—4.52 (4H,m) ,4.23—4.17 (3H,m) ,3.77 (6H,s) ,3.50 (1H,dd,J=10.9,3.0Hz) ,
3.29(1H,dd.J=10.9,4.2Hz) ,3.21 (1H,d,J=6.0Hz) ,1.06—1.02 (2H,m) ,0.89 (91, s) ,
0.09(3H,s),0.05(9H,s) ,0.01 (3H,s) .

(11411 (T J%5)

[1142]  N—JRHIfE —5 —0— DI (4— IR CORRD) L] —3 —0— [T & (2
F3E) Hfkbidt] —2 —0— { Q—FECHEID [— (B —2—30) HAFL] L) —2— [ ({[2—
(SR R O AR AL} 30 L] R

[1143] {4 FR T 43 28I 59 (1.49g) (1) UMb (15 5mL) 9 AN, N— 5%
NN (1.58mL) A2 — FUAE G HN, N— S NGO BERL I (1.04mL) , LRSS P V=
T N P2/ INI o B SR IR M A B TR B W TR IR A AT [ e/ LR TR /0. 1% =&
JZ VA S CI18REAE EAT LG : 100 % 13-4 TR 1, 743 21 B I 1B AR A TR 50 (A
WA AL =6 . 4) JEOPREUL S (1.39) «

[11441  'H—NMR (CDC1,) 88.84 (1H,s) ,8.33(0.6H,s) ,8.28(0.4H,s) ,8.02—7.99 (2H,m) ,
7.64—7.59 (1H,m) ,7.55—7.51 (2H,m) ,7.42—7.20 (9H,m) ,6.82—6.79 (4H,m) ,6.30
(0.4H,d,J=4.2Hz) ,6.25(0.6H,d,J=4.2Hz) ,5.95—5.88 (1H,m) ,4.89—4.77 (1H,m) ,
4.60—4.58(2H,m) ,4.51—4.45(1H,m) ,4.25—4 .18 (3H,m) ,3.86—3.46 (5H,m) , 3.78 (6H,
s),3.35—3.29(1H,m) ,2.53 (1.2H,t,J=6.3Hz) ,2.38 (0.8H,t,J=6.3Hz) ,1.16—0.98
(14H,m) ,0.85(3.6H,s) ,0.84(5.4H,s) ,0.10(1.8H,s) ,0.08(1.2H,s),0.05(9H,s) ,0.01
(1.2H,s) .—0.01(1.8H,s) .

[1145] (T J56)

[1146] N,N— /37 %% (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 7 — {6 — K FHlc — 2 —
[({[2— CHREREERED) ORI 25D W] —9H e —9 —H} —14— (6—2KH
ikt —6,7,8,9— 0% —2H—2,3,5,6 — UK [cd] B —2—F) —15,16 — A [H ] 3
(L) FRERE L] L) — 10— C—F{UIECHRD) — 2 — it — 10— &3/ \ & — 2H,
10H, 12H—5,8— FIHF—20°, 100" — Wk I [3,2—11[1,3,6,9,11,2,10] 5824 BRIy
B — 2 — i ik

[1147]  FRMBPL NS S2hE S5 2l T 7RO N (50k: 1.94g) R RIS
Wi IR 3R T e S 81k &4 (2. 19¢) , LA S5 5ol T 8L M Sl 179
AR 7 TR AT SR, 43 B hR 8UY & P 0 AR e 5 44 44 1 (138mg) ANA{E X e = 42 44 2
(82.8mg) »

[1148] XM SFAG AL (AR

(11491 'H—NMR (CD,0D) §:9.08 (1H,s) ,8.11 (2H,d,J=7.3Hz) ,7.98 (1H,s) ,7.67 (1H,t,]
=7.6Hz) ,7.57(2H,t,J=7.9Hz) ,7.37(2H,d,J=7.9Hz) ,7.28—7.22 (4H,m) ,6.54 (1H,d, ]
=8.5Hz) ,6.36 (1H,d,J=1.8Hz) ,5.66—5.59 (1H,m) ,5.07—5.02 (1H,m) ,4.85—4.83 (1H,
m ,4.72(1H,d,J=3.6Hz) ,4.58—4.08 (12H,m) ,3.88—3.78 (1H,m) ,3.49—3.38 (1H,m) ,
3.21(6H,q,J=7.3Hz) ,3.05—3.00(2H,m) ,2.49—2.40 (1H,m) ,2.34—2.26 (1H,m) ,2.09—
2.03(2H,m) ,1.31 (9H,t,J=7.6Hz) ,1.21—1.09 (2H,m) ,1.02 (9H,s) ,0.91 (9H,s) ,0.30
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(3H,s) ,0.29(3H,s) ,0.26(3H,s) ,0.12(3H,s) ,0.05(9H,s) .

[1150] XIS Ag A2 (Ritlett)

[1151]  MS(ESI)m/z:1392 (M+H) *.

[11521  'H—NMR (CD,0D) §:8.91 (1H,s) ,8.10—8.07 (2H,m) ,7.94 (1H,s) ,7.67—7.63 (1H,
m) ,7.59—7.54(2H,m) ,7.41—7.20(6H,m) ,6.54 (1H,d,J=8.5Hz) ,6.22 (1H,d,J=5.4Hz) ,
5.36—5.30 (1H,m) ,3.20(6H,q,J=7.3Hz) ,3.04—3.00 (2H,m) ,2.85—2.75 (2H,m) ,2.23—
2.13(2H,m) ,1.30(9H,t,J=7.3Hz) ,1.03(9H,s) ,0.79(9H,s) ,0.05(9H,s) . X{Lic % T B
XTI I T R EE)

[1153]1 (T F7—1)

[1154] (N, N— — /% %%) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— {6— Lt —2—
[({[2— R HRERT D) S5 A 2 3) AR ] —9H—WE —9— 3L} — 15,16 — M
(BT 5 (R Pk R A ) —2, 10— — Mgt —14— (6,7,8,9— 0% —20—2,3,
5,6—PU%(Ze 2RI [ed] B —2—3L) J\Z—2H, 10H, 12H—5, 8— FHI#F—21°, 100" — kI I [3,
2—11[1,3,6,9,11,2,10] Fi A4 — BEAHPUH —2, 10 — B (Bl Eh)

[1155] ] iR T 6 3 20 &9 AERIL AR D) (42.3mg) , LA SEHEIL T /710
[FIREI T 30T SN, A5 BIFRBUL & (25 9mg) -

[1156]  MS(EST)m/z:1131 (M+H) ".

[11571  'H—NMR (CD,0D) §:8.72 (1H,s) ,8.00(1H,s) ,7.26 (1H,s) ,6.35(1H,d,J=9.1Hz) ,
6.26 (1H,d,J=4.8Hz) ,5.42—5.36 (1H,m) ,5.20—5.15(1H,m) ,4.91—4.87 (2H,m) ,4.80—
4.78 (1H,m) ,4.43(1H,t,J=11.2Hz) ,4.36—4.28 (3H,m) ,4.20—4.15(3H,m) ,4.09—3.99
(2H,m) ,3.51 (2H,d,J=6.7Hz) ,3.13 (12H,q,J=7.3Hz) ,2.85 (2H,brs) ,2.01—1.97 (2H,
m) ,1.25(18H,t,J=7.3Hz) ,1.07—1.00 (2H,m) ,1.00 (9H,s) ,0.82 (9H,s) ,0.32 (3H,s) ,
0.28(3H,s),0.25(3H,s) ,0.07 (12H,s) .

[1158] (T F7—2)

[1159] W (N,N— —Z 328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— {6— 4t —2—
[({[2— R HRERE D) SR A 2 3) AR ] —9H—WE —9— 3L} — 15,16 — M
(BT 5 (R Pk R A ) —2, 10— — Mgt —14— (6,7,8,9— 0% —20—2,3,
5,6—PUS(Ze 2RI [ed] B —2—3L) J\Z—2H, 10H, 12H—5, 8— FH#F—21°, 100" — Ik [3,
2—11[1,3,6,9,11,2,10] Fi A4 — BEAHPUH —2, 10 — B (Bl Eh)

[1160] ] iR T Fr 6 S 210 &9 AERIL A9 1A2) (82.8mg) , LA 5L/l 1T /710
AL 30T SN A5 BIFRBUL 5 (45 . 2mg) -

[1161]1  'H—NMR (CD,0D) §:8.61 (1H,s) ,8.01 (1H,s) ,7.08 (1H,s) ,6.34 (2H,t,J=7.9Hz) ,
5.49(1H,dd,J=10.6,4.5Hz) ,5.42 (1H,t,J=5.1Hz) ,5.24—5.17 (1H,m) ,5.00—4.95 (2H,
m ,4.69—4.57(2H,m) ,4.36 (2H,t,J=17.8Hz) ,4.22—4.15(3H,m) ,4.05(1H,dd,J=12.4,
5.1Hz) ,3.90—3.85(1H,m) ,3.51 (2H,d,J=9.1Hz) ,3.17(12H,q,J=7.3Hz) ,2.92 (2H,t,]
=5.4Hz) ,2.04—1.99 (2H,m) ,1.29 (18H,t,J=7.3Hz) ,1.07—0.98 (2H,m) ,1.00 (9H, s) ,
0.74(9H,s) ,0.28(3H,s) ,0.28(3H,s) ,0.21(3H,s) ,0.07 (9H,s) ,—0.06 (3H,s) .

[1162] (T F8—1)

[1163] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— {6— 4t —2—
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[({[2— EHERFRELRD) CFEIE] AL 530 FAR] —9H— TR —9— ) —15,16— %
FH_2,10— —MEIE—14—6,7,8,9—PUA—20—2,3,5,6 — PUE LK I [ed] BE —2—3E)
J\A —2H,10H, 12H—5,8— HI#fF — 20, 100" — ki 1 [3,2—17[1,3,6,9,11,2,10] 42—
JEEATPOBe—2, 10— W (fFfEh)

[1164]  7F R T 7 — 1SRN0 &4 (25.9mg) H I\ = =Sk Eh (700uL) |, 7£
55C It HE2/ NN o FE ST, ZE NI INIKIS B IMBR R — £ R B /K IAR (3. 5mL) 5=
(1. 10mL) [T 57, 40 )£ HPLC [ 10mM i — & 38K Ak / O , i 1 10% —
40% (053 —30%7) 1A RS, 15 BIFRBUL &% (19. Img) -

[1165]1  MS(ESI)m/z:903 (M+H) *.

[1166]1  'H—NMR (CD,0D) §:8.71 (1H,s) ,8.03 (1H,s) ,7.10(1H,s) ,6.37 (1H,d,J=7.9Hz) ,
6.28 (1H,d,J=4.2Hz) ,5.38—5.33 (1H,m) ,5.18—5.13 (1H,m) ,4.84—4.80 (2H,m) ,4.50—
4.40 (2H,m) ,4.35—4.40 (4H,m) ,4.21—4.16 (2H,m) ,4.07—4.00 (2H,m) ,3.51—3.49 (2H,
m) ,3.07 (12H,q,J=7.3Hz) ,2.85(2H,t,J=5.4Hz) ,2.02—1.97 (2H,m) ,1.23 (18H, t,]=
7.3Hz) ,1.04(2H,t,J=8.2Hz) ,0.07 (9H,s) .

[1167] (T F8—2)

[1168] W (N,N— —Z 32 %) (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— {6— 4t —2—
[({[2— EHERFRELRD) CFEIE] AL 530 FR] —9H— TR —9— ) —15,16— %
FH_2,10— _MEIE—14—6,7,8,9—PUA—20—2,3,5,6 — UK LK I [ed] BE —2—3E)
J\A,—2H,10H, 12H—5,8— HI#fF — 20, 100° — ki - [3,2—17[1,3,6,9,11,2,10] 42—
JEEATPOBe—2, 10— W (fFfEh)

[1169] ] Bk TFe7 — 2R3 2105 (45.2mg) , LS Bk T8 — LRIAER T 100 T
[N, A3 2RSS (37 1mg) o

[1170]1  MS(ESI)m/z:903 (M+H) *.

[11711  'H—NMR (CD,0D) §:8.75 (1H,s) ,8.02 (1H,s) ,7.13(1H,s) ,6.36 (1H,d,J=9.1Hz) ,
6.33(1H,d,J=6.7Hz) ,5.51—5.42 (2H,m) ,4.81 (1H,dd,J=6.7,4.8Hz) ,4.51—4.28(7H,
m ,4.18(2H,dt,J=8.3,2.6Hz) ,4.02(1H,d,J=12.7Hz) ,3.92—3.87 (1H,m) ,3.51—3.47
(2H,m) ,3.13(12H,q,J=7.3Hz) ,2.93—2.90 (2H,m) ,2.04—1.98 (2H,m) ,1.27 (18H,t,J=
7.3Hz) ,1.06—0.99 (2H,m) ,0.06 (9H,s) .

[1172]  (TF9—1)

(11731  — 44 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— [6—4ddt —2 — (G{JEH ) —
OH— MMy —9_J£] —15,16— it —2, 10— Mt —14— (6,7,8,9— U —20H—2, 3,
5,6—PU%(Ze 2RI [ed] B —2—3L) J\ A —2H, 10H, 12H—5, 8— FH#F—21°, 100" — Ik I [3,
2—11[1,3,6,9,11,2,10] fi 584 BEAT- PO —2, 10— A (ifiEh)

[1174]  (EXAS1ARL)

[1175]  4F FR T r8— 1S 2tk & (19 1mg) B PU Ve (576uL) 3 I\ s ALY
T REIPY AR AR (2D 1M, 288pl) AR RV B AR S M3 e, DL N Y
RS 2R d- RS ), 158 = O e b n@ e &4

[1176] DRSS ] i) 25 BUHPLC [ 10mM 2R = LR KIEIR/ O, Ol 0% —30% (043 —
4043) 1PA S Sep—Pak (M ihr) C18 K/ L] .
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(1771 AR = O b DAL e FI1 T LLAT R ) R e ] R g ikt T2k e
e, 3 2FREE A (8. 4mg) .

[1178]1  MS(ESI)m/z:759 (M+H) ".

[11791  'H—NMR (CD,0D) §:8.48 (1H,s) ,8.03 (1H,s) ,7.04 (1H,s) ,6.27 (1H,d,J=3.6Hz) ,
6.24 (1H,d,J=8.5Hz) ,5.98—5.93 (1H,m) ,5.04—4.99 (1H,m) ,4.81—4.79 (2H,m) ,4.45—
4.39(2H,m) ,4.31—4.27(2H,m) ,4.12—3.99 (4H,m) ,3.54—3.44 (2H,m) ,2.88—2.85 (2H,
m ,2.02—1.97 (2H,m) .

[1180]  *'P—NMR(CD,0D) 8:57.6,55.5.

[11811 (T )59—2)

[1182]  — 44 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7—[6—4ddt —2 — (G{JEHE) —
OH—MES —9—FL] 15,16 — L —2 10— —HiaiE—14— (6,7,8,9— P44 —20H—2,3,
5,6—PU%A 24Kt [ed] B —2—3E) J\A —2H, 10H, 12H—5, 8 — F#F —21°, 100" — Pk (3,
2—11[1,3,6,9,11,2,10] FL 584 BEEAHPUME—2, 10— B (R ER)

[1183]  (EXSHLSFAG1A2)

[1184]  f#i[] Bk T8 —2Fr {32k &4 (37. Img) ,LAS Fik T P9 — 1A 0 T
[N, 13 2RSS (12 8mg) o

[1185]  MS(ESI)m/z:759 (M+H) ".

[1186]1  'H—NMR (CD,0D) §:8.61 (1H,s) ,8.02(1H,s) ,7.13(1H,s) ,6.31 (1H,d,J=6.0Hz) ,
6.28 (1H,d,J=8.5Hz) ,5.61—5.55 (1H,m) ,5.38—5.35 (1H,m) ,4.80 (1H,t,J=5.1Hz) ,
4.54 (1H,d,J=4.2Hz) ,4.48—4.28 (4H,m) ,4.13 (2H,s) ,4.08—4.04 (1H,m) ,3.94—3.90
(1H,m) ,3.52—3.49 (2H,m) ,2.90—2.88 (2H,m) ,2.03—1.98 (2H,m) .

[1187]  *'P—NMR(CD,0D) 8:62.2(s) ,60.0(s) .

[1188] 5412 : CON12/H 55 A,

[1189]1  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— [6— &t —2— (ELHIIL) —9H— N
K —9—JL] —15,16— £k —2, 10— Gidd) —14— (6,7,8,9—PU%H —20—2,3,5,6—
PUA LI [ed] B —2— K5 J\ % —2H, 10H, 12H—5, 8 — FIifF — 21, 10A° — kg9 [3,2—1]
[1,3,6,9,11,2,10] Fi5A 4 — BEPAHPUB —2,10 — il

[1190] _2:( O—P-SH
HN—G ,N 0

12
12a (JEXIBRFAIME 1)
12b (FEXTARFZHIEK 2)

[1191] [ iR]
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HO OH o o-TBS o o-TBS
res TBS
0-Bz
N
5 N; W—ClI
IF3 HO -
ol o NN IF4
HO  ‘OH

\ .
(o]
[1192] O k‘—Z‘NVN

TBS-O OH
N Bz
N )N
HO =
o
N._ .z N Bz
NC 7
\\(—7‘ ~70  1gs N DN
O ‘o-TBS §=P—0 =
H

N H ~N H
O TBS N )N Na® © N )N
§-P——0 = p———0a
0 o \\G‘N p TH9-1 o OH\\(}N 2
/ —~ TIR9-2 —

[1193]  (TJ%1)

[1194]  6—S(—2—HFt—9—(2,3,5—=—0— RT3k ("R FRkkedt] —p—D—Ik
IR AR ) — OH — IS

[1195]  {E7i#E (Amadis Chemical) [1J6 — 5 — 2 — st — 9 — B— D — MR AZM 3L — 9H —
%(9.65¢) 1) 7 HIELEE (120mL) 75U R, /E0°C N IIAN N— 5 NS AL (40 7mL)
AT 35 P L AR B = 5 TGS (26.9mL) , 7F R0 R THE B 500, BEEEL9/ N
SRR HIZE0C, 70 SN R DN TR R S B/ v ol S 7 5 1 B e FH = Sl FRE 25 Y 5
AHUE ORI TR B2 TR0, KB iR i 4 - 1 5% BA W B S 24T [ )t/
LR ORI TR 6, A3 2R 57 (13.78)

[1196]  '"H—NMR (CDC1,) 5:8.48 (1H,s) ,6.02 (1H,d,J=4.2Mz) ,4.54 (1H,t,J=4.5Mz)
4.29(1H,t,J=4.5Hz) ,4.18—4.15(1H,m) ,4.04 (1H,dd,J=11.5,4.2Hz) ,3.80 (1H,dd,J=
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11.5,2.4Hz) ,0.96 (9H,s) ,0.93 (9H,s) ,0.84 (9H,s) ,0.17 (3H,s) ,0.16 (3H,s) ,0.10 (3H,
s),0.09(3H,s),0.01(3H,s) ,—0.16 (3H,s) .

[1197]1  (TJ52)

[1198] 2 [ CEHIWEIEEID) ] —6—5%—9—1{2,3,5— = —0— [HU ] & (CHHE) HigE
Bidk] —B—D— KM AZ AL} — 9H—ERS

(11991 /& Bk TIF 1A 2 e & (13 7g) DU 2 (121ml) 9, AR50 R
ANPY (Z2REERR) 40 (0) (2.10g) FIARE TR 1 7 72 il £ 10~ 28 S 2k FH AR b B (290 9M,
30.2mL) , /== FHERE20/ NI o AE S SRR N TR U B/ KPR R A s 7 452 1 B e FH — S
BEAHL KA NLE O KBR RSN T8, B8 2T 50, S B8R M 4 o K % B8 W) T e Je A
2R (6 / SRR CFR] A TR I, A 28U 59 (7. 29g) .

[1200] [ RLSE FHARMIMEBE )25 ]

[1201]  AR50A50 N, TP AL T8 K (5.99g) HOPUZMI (17 1mL) B F , 7510
~15°C N IIAZK RIS (12. 0g) FOPU SRR (21 . 3mL) AR, A RIAF IR M REHEL . 5/
N, P32 B AU FR R B 1 DY SRR A R (2490 9M, 38 . 4mL) &

[1202]  MS(EST)m/z:763 (M+H) .

[1203]  'H—NMR (CDC1,) §:8.58 (1H,s) ,8.13 (1H,dd,J=8.5,1.2Hz) ,7.60—7.56 (1H,m) ,
7.47—7.43(2H,m) ,6.09 (1H,d,J=4.8Hz) ,5.60 (1H,d,J=13.9Hz,) ,5.56 (1H,d,J=
13.9Hz) ,4.48 (1H,t,J=4.5Hz) ,4.27(1H,t,J=4.2Hz) ,4.15—4.11 (1H,m) ,4.03 (1H,dd,J
=11.5,3.0Hz) ,3.80(1H,dd,J=11.5,2.4Hz)0.96 (9H,s) ,0.90 (9H,s) ,0.76 (9H,s) ,0.16
(3H,s) ,0.15(3H,s) ,0.08 (3H,s) ,0.06 (3H,s) ,—0.07 (3H,s) , —0.27 (3H,s) .

[1204] (T J%3)

[1205] 2 — [ CEAIB LA ED FI3E] —6 — 50— 9—Pp—D—IWKIRg A2 b3t — OH — IR

[1206]  ¥F Bk TRr2fr iR Btk 54 (7.29¢) HOPU MR (47 . 7mL) P8I, 7F &5 0°C
TINSEALPY T R n P AR IR 7AR (29I, 38mL) |, 75 [FIREFRIREE R HibE2 . 5/NI o 75 &
VRN SE AL B KV A s S 458 1 e, FH = SRR 26 B R A UE TS KIR R N T8
e TR, R SRR M i o R 5% B W R 2T [ e/ R ORI A TR 1, 15 2
BULE) (3.69g) -

[1207]  'H—NMR (CDC1,) §:8.23 (1H,s) ,8.15(2H,dd,J=8.5,1.2Hz) ,7.63—7.59 (1H,m) ,
7.48 (2H,t,J=7.9Hz) ,5.89 (1H,d,J=6.0Hz) ,5.61 (1H,d,J=13.9Hz) ,5.56 (1H,d,J=
14.5Hz) ,4.90(1H,q,J=5.6Hz) ,4.46—4.43(1H,m) ,4.28 (1H,q,J=2.2Hz) ,4.02(1H,dd, ]
=10.0,2.7Hz) ,3.84—3.79 (1H,m) ,3.71—3.65(1H,m) ,3.56—3.53 (1H,m) ,2.70 (1H,d,J
=2.4Hz) .

[1208] (T J¥4)

[1209]  2— [ CRHIBEILAEIED) ] —9— {(5—0— D (4 — AR T CRBD) HEL] —B—
D — WRIRAZ I ) — 6 — Sl — 9H —FEIs:

[1210] /& Bl TJp3prfs 2L &4 (2. 36g) IMLIE (56mL) A H AN, 4 — IS AL
—ORHIE (2.30g) , AEAUSL NS FFELT/INN o A2 SOSRH INN CF (20mL) |, dE—35
PEHEL0 B A AT T, A TR M i o K % BE W AR IR AE =T [ bt/ TR TR 1 A TR 1, 15
FIREE A (1.41g)
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[1211]1  MS(ESI)m/z:745 (M+Na) *.

[1212]  'H—NMR(CDC1,) §:8.32 (1H,s) ,8.14—8.11 (2H,m) ,7.64—7.59 (1H,m) ,7.49—
7.44 (2H,m) ,7.23—7.12(9H,m) ,6.72(4H,d,J=7.9Hz) ,5.94 (1H,d, J=5.4Hz) ,5.64 (1H,
d,J=15.1Hz) ,5.59 (1H,d,J=14.5Hz) ,4.83—4.77 (2H,m) ,4.37—4.33 (2H,m) ,3.77 (6H,
s),3.35(1H,dd,J=10.6,3.3Hz) ,3.28 (1H,dd,J=10.9,3.6Hz) ,2.64 (1H,s) .

[1213] (T F%5)

[1214]  2— [ CRHBEILEED) ] —9— {(5—0— [ (4 — AR T CRBD) HEE] —3—
0— DRUCT 5 (L) FgEke 2t ] —B—D— PRI AZ L) — 6 — Sl — 9H—UERS

[1215]  fF Bk TIP4Rr 3 2 & (2.61g) N C g — H3ERE (72. 0mL) 3 H AN,
N— "SRR (1.89mL) AL T 2 — PR PR 5 = 5l IR i (1. 24mL) , 7ERU0
IVER FEEREL . 5/INIF o A8 SRS IR HR DN TR R S BN /K T i o B B A e, T S
B KA HUE FITCKRER BN T e, B 2 TR0 R TR s e 4 o K 7R B W IR 2
Pt/ CFROTE/0. 1% = L1 3 RS, A BIFR UL 59 (1.10g) »

[1216] 'H—NMR(CDC1,) §:8.35 (1H,s) ,8.12—8.10 (2H,m) ,7.60—7.56 (1H,m) ,7.46—
7.42(2H,m) ,7.37—7.35(2H,m) ,7.28—7.20 (7H,m) ,6.81—6.75 (4H,m) ,6.00 (1H,d,J=
4.8Hz) ,5.50 (2H,s) ,4.69(1H,q,J=5.6Hz) ,4.39(1H,dd,J=5.1,3.9Hz) ,4.16 (1H,q,J=
3.8Hz) ,3.77 (6H,s) ,3.45(1H,dd,J=10.6,3.3Hz) ,3.31 (1H,dd,J=10.9,4.2Hz) ,3.06
(1H,d,J=6.7Hz) ,0.86 (9H,s) ,0.04 (3H,s) , —0.02(3H,s) .

(12171 (1 J56)

[1218]  2— [ CRHIBEILAEIED) ] —9— (5—0— [ (4 — AR EY) CRBD) HEE] —3—
0— (AT 5 (D) ke dt] —2—0— { Q=IO E D) [ (H—2—30) s L) —
B—D— MR AZ ML) —6— S — 9H—EERS

(12191 i FiA TR 8t &9 (511mg) , DA S S2a61 T 6 R AL 5 EH T
N7, 15 2085 I ARSI AR U A AR S B AU Y S (569mg) (IEXTIL A4 fkLt =
6:4) .

[1220]  'H—NMR(CDC1,) 3:8.43(0.6H,s),8.39(0.4H,s) ,8.10(2H,d,J=7.9Hz) ,7.58 (1H,
t,J=7.6Hz) ,7.47—7.38(4H,m) ,7.31—7.18(7H,m) ,6.82—6.78 (4H,m) ,6.25(0.4H,d,J
=4.8Hz) ,6.21(0.6H,d,J=4.8Hz) ,5.49 (1H,d,J=13.9Hz) ,5.45(1H,d,13.9Hz) ,4.98—
4.93(0.6H,m) ,4.83—4.78(0.4H,m) ,4.45(0.6H,t,J=4.2Hz) ,4.36(0.4H,t,J=4.2Hz) ,
4.21—4.17(1H,m) ,3.78 (6H,s) ,3.76—3.32(6H,m) ,2.46 (1.2H,t,J=6.3Hz) ,2.30(0.8H,
t,]=6.3Hz) ,1.28—0.86 (12H,m) ,0.825 (5.4H,s) ,0.815(3.6H,s) ,0.08(1.8H,s) ,0.04
(1.2H,s) ,—0.01(1.8H,s),—0.02(1.2H,s) .

(12211 (T FF7)

[1222] N,N— — /% % (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7 — {2— [ K FIFEILA
5 L] —6— S —9H—E —9 —Jt} — 14— (6— KR —6,7,8,9— P —2H—2,3,
5,6—PUAZe R [ed] B —2—38) — 15,16 — W { DT 3 (L) FRERE L] 4t — 10—
Q— ) —2— AR — 10— T#R L/ \ S —2H, 10H, 12H—5,8— HI#F — 21, 100" —
Mo [3,2—1101,3,6,9,11,2,10] fi 82 BEEAT-PUSk — 2 — fifiEih

[1223]  #DL P AOBUB S-S ST B L r TARIRI SOS (ikE: 2. 72g) o IS 21 &
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B AR R T F6Frig 2l &9 (3.03g) , LS STl T 78 A K Siie il T 5 9[]
FER T A T SO, A3 B S E RIS AL A1 (35 1mg) A EXTIR A5 {42 (351mg) -
[1224] RIS A9 (AR

[1225]  MS(ESI)m/z:1268 (M+H) *.

[12261  'H—NMR (CD,0D) §:9.30 (1H,s) ,8.14 (2H,d,J="7.3Hz) ,7.99 (1H,s) ,7.64 (1H,t,]
=7.3Hz) ,7.52(2H,t,J="7.9Hz) ,7.40—7.36 (2H,m) ,7.30—7.23 (4H,m) ,6.43 (1H,d,J=
8.5Hz) ,6.37(1H,d,J=3.0Hz) ,5.62—5.56 (1H,m) ,5.62(2H,s) ,5.06—5.01 (1H,m) ,4.83
(1H,dd,J=4.5,2.7Hz) ,4.69 (1H,d,J=4.2Hz) ,4.49—4 .28 (7TH,m) ,4.08 (1H,dd,J=12.1,
4.8Hz) ,3.81—3.70 (1H,m) ,3.46—3.38 (1H,m) ,3.17—3.10 (8H,m) ,2.29—2.23 (4H,m) ,
1.28(9H,t,J="7.3Hz) ,0.91 (9H,s) ,0.90 (9H,s) ,0.29 (3H,s) ,0.20 (3H,s) ,0.16 (3H,s) ,
0.11(3H,s) .

[1227] RIS A9AR2 (Rtlett)

[1228]  MS(ESI)m/z:1268 (M+H) *.

[1229]  'H—NMR (CD,0D) §:8.97 (1H,s) ,8.14 (2H,d, J=8.5Hz) ,7.94 (1H,s) ,7.68—7.63
(1H,m) ,7.55—7.50 (2H,m) ,7.39—7.36 (2H,m) ,7.26—7.21 (4H,m) ,6.41 (1H,d,J=
7.9Hz) ,6.21 (1H,d,J=5.4Hz) ,5.64 (1H,d,J=15.1Hz) ,5.57 (1H,d,J=15.1Hz) ,5.25—
5.18(2H,m) ,5.13—5.10 (1H,m) ,5.04—5.01 (1H,m) ,4.94—4.78 (3H,m) ,4.51 (1H,t,J=
10.9Hz) ,4.33—4.06 (6H,m) ,3.15(6H,q,J=7.3Hz) ,3.08—2.96 (2H,m) ,2.84—2.71 (2H,
m ,2.25—2.19(2H,m) ,1.28(9H,t,J=7.3Hz) ,0.91(9H,s) ,0.79(9H,s) ,0.19 (6H,s) ,0.14
(3H,s) —0.07 (3H,s) .

[1230] (T F8—1)

[1231] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— [6— 4t —2—
GRFEFEL) —9H e —9— L] —15, 16 — B { [T FE (T HIED) IR L S AL} —2,10—
AL —14— (6,7,8,9—PUA —20—2,3,5,6—PUAZIR I [cd] B —2—3E) J\ 4 —2H,
10H, 12H—5,8— FI#F—21°, 100" — Wk £ [3,2—11[1,3,6,9,11,2,10] 5824 BRIy
He—2,10— B (fifiEsh)

[1232]  YE B T R7HMS 2 G QERNBR SR A L) (37. 3mg) [HES (0.500mL) AR
TIN28 % S /KA (0.500mL) , 75 25 3145 H160°C Nt e 3/ NI o 147 5 R i B 322 T 2% R HPLC
[10mMZJE = KRR 2, C ) : 35% —55 % (045 —3043) 13-4 ks, 15 2IhRU L &
Py (22.0mg : S AEZ4J5) »

[1233]  MS(ESI)m/z:988 (M+H) *.

[1234] (T )¥8—2)

[1235] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— [6— 4t —2—
GREEFEL) —9H e —9—JL] —15, 16 — B { [T FE (T HIED) IR L AL —2,10—
AL —14— (6,7,8,9—PUA —20—2,3,5,6—PUAZIR I [cd] B —2—3E) J\4 —2H,
10H, 12H—5, 8 — FIHF—20°, 100" — Wk 7 [3,2—11[1,3,6,9,11,2,10] 5824 BRIy
He—2,10— M HifizEh)

[1236]  YE Bk TSR G 9 GERIR SR AK2) (37. Tmg) 1IPU SN (0.500mL) %
T INN28 % S /K (0.500mL) , AE & 47 H160°C ML HE3 /N o 18 1128 % 2 /KA T’
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(0.500mL) FE— 245 P 37N o 18 11128 % S /K VAR (0. 500mL) FEREHE— 147 o K S i 4 il
FMHPLC [10mMA TR — L 3B KIEI/ G, OG5 :20% —50% (04 —3047) J b4 TG i, 732
Pt 5 (19. 3mg) o

[1237]1  MS(ESI)m/z:988 (M+H) *.

[1238]  'H—NMR (CD,0D) §:8.64 (1H,s) ,8.02(1H,s) ,7.09 (1H,s) ,6.35(2H,d,J=7.9Hz) ,
5.48—5.41 (2H,m) ,5.26—5.19 (1H,m) ,5.00—4.95 (2H,m) ,4.70—4.53 (4H,m) ,4.22 (1H,
s),4.06(1H,dd,J=12.1,4.8Hz) ,3.91—3.86 (1H,m) ,3.53—3.48 (2H,m) ,3.18 (12H,q,J=
7.3Hz) ,2.92(2H,t,]=5.4Hz) ,2.04—1.99 (2H,m) ,1.29 (18H,t,J=7.3Hz) ,1.00(9H,s) ,
0.74(9H,s) ,0.28 (6H,s) ,0.21 (3H,s) ,—0.06 (3H,s) .

[1239]  (TF9—1)

(12401 — 44 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7—[6—4ddt —2— (BRIELHE) —
OH— MMy 9 J£] —15,16— A —2, 10— "Mt —14— (6,7,8,9— U —20H—2, 3,
5,6—PUS(Ze 2RI [cd] B —2—3L) J\ A —2H, 10H, 12H—5, 8 — FH#F—21°, 100" — Ik I [3,
2—1]1[1,3,6,9,11,2,10] L5824 — BEEATPUM —2, 10— A (Fifizh)

[1241] i B T8 — 1SR &9 (22. 0mg: S8 2450 , LA S S BI1 T R 11 Ff
M AT IR I, # MDA T 1 DRS i S8 41 A TR i, 13- 8) = SRR PR L 590 -
[1242] DRSS ] )25 BUHPLC [10mM 2R = LR KIEIR/ O, Ol 2% —30% (043 —
3099) J.

[1243] K20 = O b LS SCEFIL T LLAT R R R ] R g ikt A T2k e
e, 13 2FREE A (8. Omg) .

[1244]  MS(EST)m/z:760 (M+H) .

[1245]  'H—NMR (CD,0D) §:8.70 (1H,s) ,8.03 (1H,s) ,7.14 (1H,s) ,6.39 (1H,d,J=8.5MHz) ,
6.29(1H,d,J=3.6Hz) ,5.40—5.35 (1H,m) ,5.15 (1H,dt,J=9.1,3.8Hz) ,4.84 (1H,d,J=
3.6Hz) ,4.80 (1H,t,J=4.5Hz) ,4.57 (2H,s) ,4.51—4.43 (2H,m) ,4.38—4.31 (2H,m) ,
4.09—4.00(2H,m) ,3.52—3.48(2H,m) ,2.89—2.76 (2H,m) ,2.01—1.97 (2H,m) .

[1246]  *'P—NMR(CD,0D) 8:58.1(s) ,54.4(s) .

[1247] (T %9—2)

[1248] 44 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7—[6—4ddt —2— (BRILHE) —
OH— MMy 9 J£] —15,16— A —2, 10— "Mt —14— (6,7,8,9— U —20H—2, 3,
5,6 —PU%(Ze 2RI [ed] B —2—3L) J\Z—2H, 10H, 12H—5, 8— FFI#F—21°, 100" — kI [3,
2—11[1,3,6,9,11,2,10] fi 584 BEA PO —2, 10— A (ifiEh)

(12491 ] iR T 8 — 23 28Ik &4 (19.3mg) , A SR B Ty 11 [R5 720t
AT e, $2 A NI DRSS AR 1 e RS ), A5 8 = LS E X Ibsdb 549 .

[1250]  [RS St ] )25 BUHPLC [ 10mM 2R = L R KR/ O, Cl 2% —30% (043 —
3099) J.

[1251] RS20 = O ReEh A S e FI1 T LLAT R LR e ] R g ikt A T2k e
e, 13RS A (6. 5mg) .

[1252]1  MS(ESI)m/z:760 (M+H) *.

[12531  'H—NMR (CD,0D) §:8.76 (1H,s) ,8.05(1H,s) ,7.18 (1H,s) ,6.38 (1H,d,J=8.5MHz) ,
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6.33 (1H,d,J=6.7Hz) ,5.49—5.43 (2H,m) ,4.81 (1H,dd,J=6.3,4.5Hz) ,4.58 (2H,s) ,

4.51—4.29(5H,m) ,4.04(1H,d,J=12.1Hz) ,3.93—3.88 (1H,m) ,3.54—3.52(2H,m) ,2.92
(2H,t,J=5.4Hz) ,2.05—2.00 (2H,m) .

[1254]  *'P—NMR(CD,0D) 8:63.0(s) ,60.3(s) .

[1255] 57518113 : CDN13FH &5 A%

[1256]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6 — [ (2— %L H) 2 JE] —9H— N
K —9—JL} —15,16— —Fk—2, 10— Gidd) —14— (6,7,8,9—PU%H—20—2,3,5,6—
PURZ T [ed] B —2—30) J\& —2H, 10H, 12H—5,8— I — 22", 100" — kI I [3,2—1]
[1,3,6,9,11,2,10] Fi5A 4 — BEPAHPUM —2,10 — il

N, NN
HS-P 0 - |
O". .“OH VN\'///
. o ©oH

[1257] H /™~ O-p-8H

N— N 0

§

H,N
¢ 13

13a ( JEXIBRFAI4K 1)
13b (JExfERFZHE 2)

[1258] [ plciz]
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[1259]

o
N H N H
$" 78S N )N Na* O N, )N
OR—R o = T.FF6-1 §SE—0 o, =
0 o N_/ R 0 OH N_/
43 TFr6-2 :
— —_—_— o
Lo~ o o-mes v~ o om
H = 0-P-§~ Hjmi 0-p-s” .
N N + + N—, N . a
\N_’?' o ./Hx/ H\/ o = -
§ r §
H,N H,N

[12601 (T J¥1)
[1261]  9— {5—0— [ (4—HSE KT CRED) L] —3—0— DR T B (D) FRREERT
H] —B—D— MMz —6 — S — 9H—ES

[1262]  fifi [ Scik %0 (J . Org . Chem. 2000, 65,5104 —5113) 19— {5—0— [ A (4 — FI4 &k
REL) OREL) HEL] —B—D— PR AZMR L) — 6 — Sl — 9H— WIS (15.3g) , L5 S35 T /53
FRER T A T IOV, 15 BIR R 5 (8. 44g) FIAREUL S PRI B F AR — {5 —0— DI
(4— SRR ORED) A] —2—0— [RUT 28 () WVRERE L] — B — D — RRIHAZ R
B} —6— 5 —9H—IE (5.77¢9) .

[1263]1  MS(ESI)m/z:703 (M+H) ".

[1264] 'H—NMR(CDCL,)8:8.71 (1H,s) ,8.37(1H,s) ,7.40—7.37 (2H,m) ,7.31—7.19 (7H,
m ,6.82—6.78 (4H,m) ,6.06 (1H,d,J=4.9Hz) ,4.79—4.74 (1H,m) ,4.59 (1H,dd,J=4.9,
3.9Hz) ,4.20 (1H,dd,J=3.9,1.9Hz) ,3.79(3H,s) ,3.78(3H,s) ,3.52 (1H,dd,J=10.7,
3.4Hz) ,3.29(1H,dd,J=10.7,3.9Hz) ,3.08 (1H,d, J=6.8Hz) ,0.90 (9H,s) ,0.10 (3H,s) ,

127



CN 118846110 A W OB P 122/357 1

0.03(3H,s) .

[1265]  fv & S Ag 1Ak (20 —0—TBS/A)

[1266] NS (ESI)m/z:703 (M+H) *.

[12671  'H—NMR (CDC1,) §:8.67 (1H,s) ,8.36 (1H,s) ,7.46—7.42 (2H,m) ,7.36—7.20 (7H,
m) ,6.84—6.80 (4H,m) ,6.11 (1H,d,J=5.4Hz) ,5.00—4.97 (1H,m) ,4.40—4.35 (1H,m) ,
4.31—4.28(1H,m) ,3.79(3H,s) ,3.79(3H,s) ,3.52(1H,dd,J=10.7,2.9Hz) ,3.42(1H,dd, J
=10.7,3.9Hz) ,2.68 (1H,d,J=3.9Hz) ,0.84 (9H,s) ,0.00 (3H,s) , —0.16 (3H,s) .

[1268] (T f72)

[1269]  9— (5—0— [ (4— S IEIRIL) CRED) HIEE] —3—0— [T B (L) FRRERT
] 20— { Q- ECHID [— (H—2—3) LI BEE) —p—D— Ik ki) —6—
H—IH—IES

[1270] (i [f] FaR TR 1SR &9 (5.39g) , DL 5 92 fils T F ARy kT &
N, 73 28 I E g IR e AR TR G AEXN IR AR EE =1 1) JE ARSI &
(5.78g) »

[12711  MS(ESI)m/z:903 (M+H) *.

[12721  'H—NMR (CDC1,) §:8.69(0.5H,s) ,8.67 (0.5H,s) ,8.43(0.5H,s) ,8.41 (0.5H,s) ,
7.43—7.37(2H,m) ,7.32—7.19(7H,m) ,6.83—6.78 (4H,m) ,6.30(0.5H,d,J=4.4Hz) ,6.21
(0.5H,d,J=4.9Hz) ,5.06—5.00(0.5H,m) ,4.86—4.80(0.5H,m) ,4.56—4.50 (1H,m) ,
4.27—4.20(1H,m) ,3.79(6H,s) ,3.75—3.62 (1H,m) ,3.57—3.46 (4H,m) ,3.30 (1H,dt,J=
10.7,3.9Hz) ,2.50 (1H,t,J=6.3Hz) ,2.37 (1H,t,J=6.6Hz) ,1.13—1.06 (9H,m) ,0.90
(1.5H,s),0.89(1.5H,s),0.86 (4.5H,s) ,0.85(4.5H,s),0.12(1.5H,s),0.08(1.5H,s),
0.02(1.5H,s),0.02(1.5H,s) .

[1273] (T F3)

[1274]  FMRPL RIS S 5 92 il TR 7R R RN (50k: 1. 84g) o fl R RIL &
W C RSO R T 23 8tk &9 (1.62¢) , LS 92611 T 8IRRER T 3k T
N7 o A5 E PR LA T T4 N ORI

[1275]1 (T F¢4)

[1276] 3— {[(5R,7R,8R,12aR,14R,15R, 15aR, 16R) — 14— (6— K Wit —6,7,8,9— 11
A —2H—2,3,5,6— V0% H [ed] B —2—35) — 15,16 — A { BT & (T HED) HakkiE]
IR —T— (6—H —9H—EW —9—FE) —2 It —2 — SR — 10— W Fi /A —2H,
10H,12H—5,8— HIF—21°, 100" — Ik 3 [3,2—11[1,3,6,9,11,2,10] H 4824 —JBsER 1Y
R —10—FE] 5L A

(12771 F 3R T 3R A3 21 R LA 55 S 9L 1T 7 9l RER J5 iEEA T IOV, #5328 gk
- AR A AR A e NS 5 1) (626mg) .

[1278]  MS(ESI)m/z:1134 (M+H) *.

[12791 (T F5)

[1280] W (N,N— 2} %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— {6— [ (2— 4 3L
CFE) GaFE] —OH— MRS —9—FE} — 15,16 — A {[HU ] FE (CHED) kb iL] AL —2,10—
AL —14— (6,7,8,9—PUA —20—2,3,5,6—PUAZIR I [cd] B —2—3E) J\4 —2H,
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10H, 12H—5,8— FI#F—21°, 100" — Wk £ [3,2—11[1,3,6,9,11,2,10] 5824 BRIy
He—2,10— M HifizEh)

(12811 & Fak T 4R 32l G (299mg : A EXIR A ARTE S4) 1 CBF (10mL) ¥4
IINC ) (0.352mL) A=) (0.735mL) , £E60°C N RHELS/ NI o K SN I Hs e i e,
FR B FC1 STEIAE IEAT [10mM R = £ FLs KR/ O 1 -4 TRS 1, A3 B bRk S i
WAL (122mg = 54 2450 FEERITAG A2 (11 Img : SA 2450 -

[1282]  JEXMC A9 AL (AR

[1283]1  MS(ESI)m/z:1001 (VM+H) "

[1284] RN A9 A2 (Rtlett)

[1285]1  MS(ESI)m/z:1001 (VM+H) "

[1286] (T J6—1)

[1287]  — %} (5R,7R,8R,12aR, 14R,15R,15aS,16R) —7— {6 — [ Q— LK) &3] —
OH —MERS —9 —FL} —15,16— — AR —2,10— My tE— 14— (6,7,8,9— U —2H—2, 3,
5,6—PUS(Ze 2RI [cd] B —2—3L) J\Z—2H, 10H, 12H—5, 8 — FH#F—21°, 100" — Ik [3,
2—11[1,3,6,9,11,2,10] fi 584 AU —2, 10— A (ifiEh)

[1288]  (EXSHLSFAGIAL)

(12891 i Jf] Fak T )53 2t &4 ARSI TR (122mg: A 24480 , LAS SE
LT LRI 5 A T OB, 3 BRUA N 1 RSl 2541 A TRS ), 1538 = L B X bs
BULEW)

[1290]1  [k5HIS61E] CLSRERCAEJEMT [10mM iR = £ 35K/ £ 51 DA K il £ BUHPLC
[10mMTR = £ 35 KIRI/ G O :5% —30% (03 —40747) 1.

[12911 KBS EI = CReEh DA S 906611 T 5 LUk i e o el Eh ] R i b Tk #4
e, 13 2RE LA (29.6mg) o

[1292]1  MS(EST)m/z:773 (M+H) ".

[1293]  'H—NMR(CD,0D) 3:8.77 (1H,s) ,8.27 (1H,s) ,8.03 (1H,s) ,7.10(1H,s) ,6.35 (1H,d,
J=8.5Hz) ,6.27(1H,d,J=4.8Hz) ,5.41 (1H,ddd,J=7.9,4.2,2.1Hz) ,5.21—5.14 (1H,m) ,
4.84—4.77 (2H,m) ,4.49—4.38 (2H,m) ,4.35—4.26 (2H,m) ,4.09—3.99 (2H,m) ,3.92—
3.80 (2H,m) ,3.51—3.45 (2H,m) ,3.22 (2H,t,J=6.0Hz) ,2.89—2.81 (2H,m) ,2.02—1.94
(2H,m) .

[1294]  *'P—NMR(CD,0D) 8:57.8(s) ,55.0(s) .

[1295] (T J¥6—2)

[1296]  — %} (5R,7R,8R,12aR, 14R,15R,15aS,16R) —7— {6 — [ Q— L LK) & IE] —
OH— NS 9 JL} 15,16 — L2, 10— —HiaE—14— (6,7,8,9— U4 —2H—2,3,
5,6—PU%(Ze 2RI [ed] B —2—3%) J\ A —2H, 10H, 12H—5, 8— FF#F—21°, 100" — Ik [3,
2—11[1,3,6,9,11,2,10] fi 584 AU —2, 10— A (ifih)

(12971 (dlxdfi SpAaf42)

[1298] i ff] Fak T3 2t &4 ARSI A 42) (119mg: S5A 24480 , LAS e
LT LRI 5 A T OB, 3 BRUA B 1 RSl 2541 A TRS ), 1538 = S B X hs
BULEW) .
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[12991  DR5HI S 2F] CLSEEIAE EMT [10mM iR = & R4 /K IR I/ L1 DA K il £ BUHPLC
[10mMOPR — LR E KA/ L, O :5% —25% (073 —4057) 1.
[1300]  ReAS 21 = L ch DA S 5Bl T3 LLArR 1) et ot sh 1 R ik b Tk e
e, 13 2RSS (15.6mg) o
[1301]  MS(ESI)m/z:773 (M+H) *.
[13021  'H—NMR(CD,0D) 3:8.83 (1H,s) ,8.27 (1H,s) ,8.02 (1H,s) ,7.10(1H,s) ,6.35 (1H,d,
J=7.9Hz) ,6.32(1H,d,J=6.7Hz) ,5.55—5.43 (2H,m) ,4.81 (1H,dd,J=7.0,4.5Hz) ,
4.52—4.29(5H,m) ,4.06—4.00(1H,m) ,3.93—3.80 (3H,m) ,3.52—3.47 (2H,m) ,3.21 (2H,
t,J=5.7Hz) ,2.94—2.88 (2H,m) ,2.05—1.96 (2H,m) .
[1303]  *'P—NMR(CD,0D) §:63.1(s) ,60.1(s) .
[1304] 575114 : CON14 5 A%
[1305]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— — &I 77— {6—[ CQ—KFEHL
) A ] —9H—IEMS —9— L} —2,10— W G k) —14— (6,7,8,9— YA —2H—2,3,5,6—
PURZ T [ed] B —2—30) J\& —2H, 10H, 12H—5,8— I — 22", 100" — kI I [3,2—1]
[1,3,6,9,11,2,10] F 582 —BEPAHPUB—2, 10— — i

7 i

g N o
HS-P 0 _
O OH L(}N P

el o
N_N o (? OH

O—-P-SH

[1306] H N
(W
HO
14
14a (fexfmisitikl )
14b (Hexfmrsitatke )

[1307] (5 plciz]

0-TBS
— O-P-SH H "
o4 N - N
N—Y 0 g N—7 /H\/ rN\/
; H
I
HO

[1308]

[13091 (T /J¥1)
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[1310] M (N,N— "2} %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15,16 — A { [ ]
B WREGRT AR —T— 6— [ Q=83 ] —oH— 1My —9— %t} — 2,
10— Mt —14— (6,7,8,9— U —20H—2,3,5,6 —PURZe A I [ed] B8 —2—30) J\ & —
2H,10H, 12H—5,8— HI#fF —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 4828 —JBEA 1
PUBe—2,10 — W (TRfzEh)

(13111 w13 T 743 81t &4 (313me) LR (10mL) 7R R INN2 — 2d 3L £
(0.330mL) A= 1% (0.769mL) , ££60°C N HiHE 15/ NI o B 5 N IR i 4 i, Bk B ) 1T
C18IERAFEMT [10mM PR = I HKIE R/ CNE 1 A TRS ), 13 2R EUL S EXT L A
K1 (111mg : S A7 24 J50) ANEXTH A 42 (102mg : 547 2450 -

[1312] RIS AL ()

[1313]  MS(ESI)m/z:1002 (M+H) ".

[1314] WA A2 (Rt

[1315]  MS(ESI)m/z:1002 (M+H) ".

[1316]  (TfF2—1)

[13171  —4} (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) — 15,16 — — ¥ —7— {6— [ (2—F 3L
O G —9H—IE —9 3} 2 10— AL —14— (6,7,8,9— U4 —20—2,3,5,
6 — PU%R KT [ed] B —2—30) J\&A—2H, 10H, 12H—5,8 — FIffF — 2., 10A° — g 3 (3, 2—
1]01,3,6,9,11,2,10] A 582 PR PUH —2, 10 — B (fhzEh)

[1318]  (HEXSHL AL

(13191 ] Bk TP I3 2 &9 ARSI TR (111ng: SA 24480 , LAS S5
LT LR A T OB, 3 BRUA N 1 RSl 2541 A TRS ), 19 8] = S B hs
UL EYD.

[1320]  [R5HI 2] CLSEEICAEEMT [10mM iR = & R /KM / LT DA K il £ ZUHPLC
[10mMTR = £ 35 KIRI/ G O :5% —30% (03 —40747) 1.

[1321] K2 = O ReEh DA e FI1 L LLAT R i) R e ] R g ikt A T2k e
e, 3 2FRE A (47 1mg) »

[1322]1  MS(ESI)m/z:774 (M+H) ".

[1323]  'H—NMR(CD,0D) 3:8.70(1H,s) ,8.22(1H,s) ,8.03 (1H,s) ,7.10(1H,s) ,6.34 (1H,d,
J=8.5Hz) ,6.29(1H,d,J=4.8Hz) ,5.41—5.34 (1H,m) ,5.19—5.13 (1H,m) ,4.84 (1H,d,J=
4.2Hz) ,4.79(1H,dd,J=4.8,2.4Hz) ,4.52—4.41 (2H,m) ,4.39—4.31 (2H,m) ,4.07—3.96
(2H,m) ,3.81—3.66 (4H,m) ,3.52—3.47 (2H,m) ,2.90—2.77 (2H,m) ,2.03—1.95(2H,m) .
[1324]  *'P—NMR(CD,0D) 8:57.9(s) ,54.4(s) .

[1325] (T %2—2)

[1326] 4/ (5R,7R,8R,12aR, 14R,15R,15aS,16R) —15,16— 37— {6— [ (2—FH
O G —9H—IE — 93} 2 10— AL —14— (6,7,8,9— U4 —20—2,3,5,
6 —PUR AT [ed] B —2—30) J\Z—2H, 10H, 12H—5,8 — FIfF — 2, 10A° — g3 (3, 2—
1]01,3,6,9,11,2,10] A58 2 PR PUH —2, 10 — B (fhzEh)

[1327]  (IEXIHLRA fA2)

[1328] i Jf] Bk TP I3 20 &9 ARSI 42) (102mg: A 24480 , LA S E
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LT LRI 5 A T OB, 3 BRUA N 1 RSl 2541 A TRS ), 198 = S B X hs
BUEYD.

[13291  [ASHI S F] C18REIRFEJENT [10mM AR = £ L BRI/ ] DL K il 25 BUHPLC
[10mMFR = £ 3B KIEI I 5% —25% (043 —4047) ] .

[1330] RS2 = b DA S 5Bl T3 LLArR ) et ot h ] R ik b T Eh e
e, S EIRREE S (27 . Img) «

[1331]1  MS(ESI)m/z:774 (M+H) *.

[1332]  'H—NMR(CD,0D) 3:8.78 (1H,s) ,8.22(1H,s) ,8.02(1H,s) ,7.12(1H,s) ,6.34 (1H,d,
J=1.8Hz),6.32(1H,s) ,5.52—5.42(2H,m) ,4.80 (1H,dd,J=6.7,4.8Hz) ,4.50—4.28 (5H,
m) ,4.05—3.98(1H,m) ,3.93—3.86 (1H,m) ,3.81—3.68 (4H,m) ,3.53—3.47 (2H,m) ,2.95—
2.88(2H,m) ,2.05—1.98 (2H,m) .

[1333]  *'P—NMR(CD,0D) §:63.0(s) ,60.2(s) .

[1334]  SJitf5115: CON15[YF %,

[1335] N—[2— ({9—[(5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— ¥k —2 10—
TEEE—2, 10— W (i) — 14— (6,7,8,9— DU —2H—2,3,5,6— PR LRI [ed] B —
2—35) )\ —2H,10H, 12H—5,8— FIFF —20°, 10A° — W3 [3,2—1]1[1,3,6,9,11,2,10] fi
SEIR T BRI — 7 — B ] — OH— S — 6 —FL) A ED) L FL] —2 BRI O

N H
(o] N/;_ WW—N
1]
HS-P o) -
0’ pH \Ti?‘N £
N%N'Q\‘ O OH

= —P-SH

0 L1
N 0

[1336]

15
15a (JEXfm 4141 )

(13371 [5plcsz]

~N H ~N H

Naj o N BN Na_+ o N’ \‘)_.N\
5-P 0 }.—.\ S-P 0 Y= |
O OH \-.\\/O\r.l\i\¢ o OH L{OVN\/}E/
' — T [}- ] . ’i— v/
ZIN T “ )ﬁ "
[1338] N”'N—g-~ O OH _— N""N"o Q@ O©OH
H /= 0-pP-8~ H_< u 0-P-S o
N N 5 N N—, 3
% N—7 0 " < Nt 0 Na
HO )
H,N )N
o H

[1339] (T F71)

[1340]  —4%/ (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— 3 —7— (6— {[2— 2 —
BRELOE) L] S RE) —H—EES —9—FL) —2 10— —#FE At —14— (6,7,8,9—PU& —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A —2H,10H, 12H—5, 8— HI#fF —21°, 100" — Itk
I 3,2—1101,3,6,9,11,2,10] A2 MR TPUME—2, 10— W (Rl Eh)

(13411 (I S0tB13 1T 76 — 2R3 2k 549 (10. 0mg) , LA S 5L 4517 T 5 1 — LIFIAET
T T ROV, #HR DA 1 DR R 24 e A RS ) 13- 8 = O a8 e 549 -
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[1342] [R5 &AE] Cl8ﬁﬂ§:$‘£)§$ﬁ [10mMA TR — O BoKIAI/ ] < il 5 ZHPLC [ 10mM
OB = IR N, N 5% —35% (093 —4047) ]

[1343] RS2 =L “U\'ﬁ%ﬁﬁz@lllr VIR ) A e ] R T b T 4%
e, 13 2FREE A (6. 6mg) -

[1344]  MS(ESI)m/z:831 (M+H) *.

[1345]  'H—NMR(CD,0D) 3:8.78 (1H,s) ,8.24 (1H,s) ,8.02 (1H,s) ,7.12(1H,s) ,6.33 (2H,d,
J=6.7Hz) ,5.52—5.42 (2H,m) ,4.80 (1H,dd,J=6.7,4.2Hz) ,4.50—4.27 (5H,m) ,4.04—
3.98 (1H,m) ,3.95 (2H,s) ,3.93—3.86 (1H,m) ,3.83—3.73 (2H,m) ,3.58—3.46 (4H,m) ,
2.95—2.88(2H,m) ,2.05—1.98 (2H,m) .

[1346]  *'P—NMR(CD,0D) §:63.1(s) ,60.4(s) .

[1347]  SJitEf5116 : CON16 Y75 %,

[1348]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {2— 5 —6—[ 2— I L) &
H]—9H—mEM 9 Ft} —15,16— —FE—2 10— W FRL) —14— (6,7,8,9— U4 —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A—2H, 10H, 12H—5, 8— HI#fF —21°, 100" — Itk
mgIf3,2—1101,3,6,9,11,2,10] [ 54 A+ PUML —2, 10— i

N

H
HSS )&N)
ﬁ;zﬂ:“k‘fw
ﬁ OPSH

_<

16
16a ( EXTERFHAEL )
16b (1rx}w}l Hitkz )

[1350] [ picikiz]

[1349]

H
{J
o)

H
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o
H H 0-TBS
HoN YN 0-TBS N g
),{__N o] )—*N — 0/~ o >.|"_N
N 9Cl }\ N 9N Pt N SN g
NG —/ H L2 \ —/ H ]
HO o J= 0”0 - o] = .
ngvN \KJNVN N \\(—vaN
HO OH o o< HO  OH
) - 0
o

[1351]
' 8z
N O-T8S Noe~o  1gs N )N
o N,N\ 4 sp—-0 )=
e 9o N7
HO o " 76 — \(_7‘ LT
TBS-O 0O NFN\%NBZ N N O_E_SH
Ncwo.g,o o S NJ(N—(
LU"“ / T8S-0 H o
4O o-TBS
P
o7 -oH
N H
_Sg B, - NN Na_’s_g 5 N YN
o o k{rn‘\}\) LI¥8-1 0 _,OH\\{?,N 7
— ) T.Ff8-2
N/’\N'(}\ Q o-TBS Ni{"'lgkﬁo SS_OH
o N s :IN 5 Nat
y/ o o * N—’(
L ]’H“/ 1’&‘/ NH
p NH, o 2
[1352] (TFD
[1353] 2—WiffE—2 ,3 ,5 —=—0— Wik —N— @— {[HU] 5 D) Bk At
AAL D) R

[1354] /e Rt Lolk) 196 — 5 — 9 — B —D — PR AZ B 2 — 9H — WS — 2 — Jiz
(5.00g) FIAHEE (30mL) AP N2 — {DRCT & (B kb S0t Okt — 1 — %
(3.49g) MIN,N— N LB % (4.33mL) , £E80°C M HE65/ NI o K SN U HE M4 e, 78
Fe R IONIENE (15mL) AN AFRET (15mL) , 7E70°C 1 it FEA/ NI o 5 5 S s i 4,
NIRRT CBR CRR A< H A HUE IO/ KR ER N T, B8 T,
TR R 45 B TR B W FRE IR AL JEAT [ e/ SR C TR ] JEAT RS I, 13 BIFR UL & 1
(8.91g) .

[1355]  MS(ESI)m/z:609 (M+H) *.

[1356] 'H—NMR(CDC1,)8:7.84 (1H,s) ,7.77 (1H,s) ,6.14 (1H,brs) ,6.03 (1H,d,]=
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4.8Hz) ,5.92(1H,t,J=5.1Hz) ,5.72(1H,t,J=5.1Hz) ,4.50—4.40 (2H,m) ,4.35 (1H,dd, J
=11.8,4.5Hz) ,3.83(2H,t,J=5.1Hz) ,3.76—3.63(2H,m) ,2.54 (3H,s) ,2.14(3H,s) ,2.10
(6H,s) ,0.91(9H,s) ,0.07 (6H,s) .

[13571  (TJ52)

[1358] 2— Wil —5 —0— D (4— A EEASL) CRED) FHAEL] —N— @— (U] 2 (C2H
5o b L 1A 3L O 50 IR

[1359] & bk T 132 LS9 (4.00g) 19— S FHEE (40mL) FA7R I\ FREE A FA
BEIA R (1.0M,6.64mL) , 750°C MHEHEL/INI o A5 SN IR TN TR (0. 413mL) FIIERE (0. 5mL)
o SN S LB S, SR TR M 4 o AE R B R NI iy, AR B 4 — 3557, il 28k
IE (Z)20mL) YA - (2RI AE0°C FIIAN4, 4 — WIS = 2R LS (4. 68g) , £E R
HEFE305 B AR A CORAE— AL SRR N S (2mL) |, 5 PE3000 Bl G , A TRk
% KR B IR AT [ e/ SRR OB/ MEZ /0. 1% = L1 A TRS ), A3 BIh Rl &
Yy(4.41g) .

[1360]1  MS (ESI)m/z:785 (M+H) *.

[1361] 'H—NMR(CDCL,)8:7.97(1H,s) ,7.90(1H,s) ,7.21—7.08 (9H,m) ,6.73—6.67 (41,
m) ,6.14 (1H,s) ,5.88 (1H,d,J=6.7Hz) ,4.91—4.85 (1H,m) ,4.46 (1H,t,J=3.0Hz) ,4.32
(1H,d,J=5.4Hz) ,3.86—3.80 (2H,m) ,3.76 (3H,s) ,3.76 (3H,s) ,3.70—3.66 (1H,m) ,
3.42—3.34(2H,m) ,3.13(1H,dd,J=10.6,2.7Hz) ,2.24(3H,s) ,0.90 (9H,s) ,0.07 (3H,s) ,
0.07 (3H,s) . (AT 2L T HENEI 2 ¥ )

[1362] (T J%3)

[1363]  2— Wi —5 —0— DB (4— WIS RED) ORED) ] -3 —0— [ ] 2 (2 H
) RG] —N— @ — {[RUT 3 (C D) FRELEEL 13 430 IR

(13641 {fi ] Lok T p2fir B 28I &9 (4. 41g) , DL S92k B5 15 3[Ry 3T
N A BIFREUL S (1. 75g) A RFREUL SN B A k2 — e —5 —0— DR (4—H
FAHIERL) CGRED) FIARL) —20 —0— [T 4 (D) Hgkbe ] —N— @— ([T 3 (.
o) R AL A ) 430 IR (1.31g) »

[1365]1  MS(ESI)m/z:899 (M+H) *.

[1366] 'H—NMR(CDC1,) §:7.89 (1H,s) ,7.69 (1H,brs) ,7.39—7.34 (2H,m) ,7.29—7.18
(7TH,m) ,6.80—6.75 (4H,m) ,6.11 (1H,brs) ,5.89 (1H,d,J=5.4Hz) ,4.65 (1H,dd,J=5.4,
2.7Hz) ,4.43 (1H,dd,J=5.1,3.3Hz) ,4.19—4.15(1H,m) ,3.83 (2H,dd,J=5.4,2.7Hz) ,
3.77(6H,s) ,3.74—3.63(2H,m) ,3.40 (1H,dd,J=10.9,3.6Hz) ,3.22 (1H,dd,J=10.9,
3.9Hz) ,2.43(3H,s) ,0.90(9H,s) ,0.88(9H,s) ,0.10(3H,s),0.06 (6H,s) ,0.03 (3H,s) . ({¥
(BRI EE 2 (1 IEE)

[1367]  fv & S Ag Ak (20 —0—TBS/A)

[1368]  MS(ESI)m/z:899 (M+H) *.

(13691  'H—NMR(CDC1,) §:7.84 (1H,s) ,7.52 (1H,brs) ,7.48—7.44 (2H,m) ,7.37—7.32
(4H,m) ,7.29—7.18 (3H,m) ,6.83—6.78 (4H,m) ,6.12 (1H,brs) ,5.89 (1H,d,J=6.0Hz) ,
4.96—4.89(1H,m) ,4.32—4.27(1H,m) ,4.24(1H,dd,J=3.2,1.6Hz) ,3.84 (2H,dd,J=5.4,
2.7Hz) ,3.78(6H,s) ,3.75—3.65 (2H,m) ,3.48 (1H,dd,J=10.6,2.7Hz) ,3.35 (1H,dd, J=
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10.6,3.6Hz) ,2.72 (1H,d,J=3.0Hz) ,2.37 (3H,s) ,0.91 (9H,s) ,0.84 (9H,s) ,0.07 (6H,
s),—0.01(3H,s) ,—0.17(3H,s) .

[1370] (T Fr4)

[1371] 22— WEfiE—5 —0— DB (4 — SR ORRD) ] —3 —0— [ ] 2 (2H
) RG] —N— 2 — {[C ] 28 (D) R 3 23 — 27 —0— { Q-3
AL [ (R —2—50) S L) IR

(13721  {fi ] bk T 3irig 2 &9 (1.75g) , DA S 92 fils T r ARy i3t &
N, 73 2 8 - E g IR S A AR TR A AEXN IR AR EE = 6 : 4) JTE PRSI &9
(2.08g) .

[1373]  MS(ESI)m/z:1099 (M+H) *.

[1374]  'H—NMR (CDC1,) 8:7.90(0.6H,s) ,7.88(0.4H,s) ,7.61 (1H,d,J=7.3Hz) ,7.45—
7.18 (9H,m) ,6.81 (4H,m) ,6.10(0.6H,d,J=5.4Hz) ,6.09 (1H,brs) ,6.06 (0.4H,d,J=
4.8Hz) ,4.95—4.85(0.6H,m) ,4.76—4.69(0.4H,s) ,4.45—4.41(0.6H,m) ,4.40—4.36
(0.4H,m) ,4.19—4.13(1H,m) ,3.86—3.80 (2H,m) ,3.78 (6H,s) ,3.75—3.41 (8H,m) ,3.32—
3.22(1H,m) ,2.55—2.45(3H,m) ,2.36—2.30 (1H,m) ,1.30—1.10(9H,m) ,0.92(1.2H,d,J=
6.7Hz) ,0.90 (9H,s) ,0.85(9H,s) ,0.76(1.8H,d,J=6.7Hz) ,0.10(1.8H,s) ,0.07(1.2H,s) ,
0.06(6H,s) ,0.00(3H,s) .

(13751 (1 J%5)

[1376]  ¥&PL RIS 5 STl L T TARIAIR SO (0k: 981mg) o (3 1S 21 &4
(ISR IR T 453 21 e &4 (1.05g) |, LA S S2hafol 1l T 8IRIREI 5 tE3k T
N7 o A5 EI PR LA T T4 N ORI

(13771 (1 J36)

[13781 N—{9—[(5R,7R,8R,12aR, 14R, 15R, 15aR,16R) — 14— (6— KL —6,7,8,9—
DU —2H—2,3,5,6— PURZR I [ed] BE—2—55) — 15,16 — B { LR T 3% (CHEL) FIREL:
RIRA —10— Q—FECH R —2— i —2—HAE — 10— WA/ \ % —2H, 10H,
12H—5,8— FIfE—22°, 10A° —Wem - [3,2—17[1,3,6,9,11,2,10] FL82%  JEERT-PU b —
T—H]—6—[Q—{[R ] 3 (CHER) FRESTE ] A} 430 ] —9H—TE —2— 5L} £
Wi

(13791 (] 1R T s R 21 1, DA S St L T 9IRAE g i A T SO, 74928 gk
- AR A AR A e ARSI 51 (413mg) .

[1380]  MS(ESI)m/z:1330 (M+H) ".

(13811 (T FF7)

[1382] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— {2— 5t —6—
[CQ—{DRUT 5 (D) R R A OFD) 2] —9H— I —9 — Bt} —15,16 — X
{DRUT 3L (CHED) ke R ) —2,10— M e — 14— (6,7,8,9—PU%(—20—2, 3,
5,6 —PU%(Ze 2RI [ed] B —2—3L) J\ A —2H, 10H, 12H—5, 8— FH#F—21°, 100" — Ik I [3,
2—11[1,3,6,9,11,2,10] fi 584 AU —2, 10— A (rifiEh)

(13831 fifi |3k T /6T 211954 (413mg) IA AT HPE (5ml) A28 % /K (5ul) Hi, 712
Tk N HEHE63 /NI o R BN I R HE i 4 iy L R g B W FHC L8 RE AT = AT [10mM iR — £ 36K
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VIR N 1A T 18 GRS ), AR A (A ) TR S A LRI S AR PR R N IR S A Ak 253 15 o
SANAENTIE A R PR AR T F S (5mL) 1128 % 587K (5mL) Hi, £E100°C R Rt k2 K B4 s B
TR IR 5, 5% B I C 1S IR A 2T [ LOmM 88 = & FE oK il / s 1 334 T RS il L 75
IR A PR A AL (70 4mg : 25 2250 AN A 142 (65 1mg : A7 24J50)
[1384] XIS A AL (AR

[1385]  MS(ESI)m/z:1131 (M+H) ".

[1386] XML SFAG A2 (Ritett)

[1387]  MS(ESI)m/z:1131 (M+H) ".

[1388] ([ )J¥8—1)

[1389] 4/ (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {2— 243 —6— [ (2—&IHELH)
GASE] —9H—MEER —9—FL) —15,16— —FF—2,10— " HFEIE—14— (6,7,8,9—P0A —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\&—2H, 10H, 12H—5, 8— HI#fF —21°, 100" — Itk
IFI3,2—1101,3,6,9,11,2,10] A 5AZ —BEPAFPUMR—2, 10— B (R h)

[1390]  (HEXSHL AL

[13911 (] iR T 7R3 2l &9 ARSI A1) (70. 4mg: ZA 2250 , LA S 3006
B TR LLERER g - T OB, # MR DA B DRSS 1 - TR ), 152 = e IE U0
PR .

[1392]  [ASHI &6 0F] C18REIRAEJENT [10mM R = £ IL BRI/ N1 DL K il 25 FUHPLC
[10mMTR = £ 35 KIsm/ G, G :5% —30% (043 —4047) 1.

[1393]1 RS2 = OReEh LA S 906611 T 5 LA i e o el Eh ] R ik b Tk #4
e, S EIRREE 5 (20 8mg) -

[1394]  MS(ESI)m/z:789 (M+H) .

[1395]  'H—NMR (CD,0D) &:8.24 (1H,s) ,8.02 (1H,s) ,7.09 (1H,s) ,6.29 (1H,d,J=4.2Hz) ,
6.12(1H,d,J=8.5Hz) ,5.46—5.39 (1H,m) ,5.22—5.15 (1H,m) ,4.84 (1H,d,J=3.6Hz) ,
4.80 (1H,t,J=4.5Hz) ,4.50—4.32(3H,m) ,4.32—4.28 (1H,m) ,4.12—3.98 (2H,m) ,3.74
(2H,t,J=5.4Hz) ,3.68—3.60 (2H,m) ,3.48 (2H,t,J=5.4Hz) ,2.87—2.70(2H,m) ,2.01—
1.93(2H,m) .

[1396]  *'P—NMR(CD,0D) 8:57.8(s) ,54.1(s) .

[1397] (T ¥8—2)

[1398] 4/ (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {2— 243 —6— [ (2— &I H)
GASE] —9H—MEER —9—FL) —15,16— —FF—2,10— —HFEIE—14— (6,7,8,9—P0A —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A—2H, 10H, 12H—5, 8— HI#fF —21°, 100" — Itk
I 3,2—1101,3,6,9,11,2,10] A2 MR TPUME—2, 10— W (Rl Eh)

[1399]  (HEXSHL A 1A2)

[1400] (] iR T 7Ar 3 2l &9 ARSI A9 42) (65. Img: 2250 , LA S 300
L TR LLFRER 5 0T OB, # MR DA B DRSS 1 - TR ), 152 = O B U0
LS.

[1401]  DRSHISE] CLSIE AT IEMT [10mM TR = C B EKIAR/ ] il & FUHPLC [ 10mM
IR = CEEORKIEI LI - CIE 5% —30% (047 —4043) 1. DA K il 26 ZUHPLC [ 10mM PR =

=
N
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C IO/ R EZ . 0% —60% (043 —4047) 1.

[1402] RS2 = b DL S SBT3 LLArR 1) Dt ot h ] R ik b Tk e
e, 32 FREE A (7. 9mg) .

[1403]  MS(ESI)m/z:789 (M+H) *.

[14041  'H—NMR (CD,0D) §:8.39 (1H,s) ,8.02(1H,s) ,7.13(1H,s) ,6.33 (1H,d,J=6.7Hz) ,
6.13(1H,d,J=8.5Hz) ,5.51—5.40 (2H,m) ,4.83—4.78 (1H,m) ,4.51—4.29 (4H,m) ,4.28—
4.23 (1H,m) ,4.07—4.00 (1H,m) ,3.94—3.87 (1H,m) ,3.75 (2H,t,J=5.7Hz) ,3.69—3.62
(2H,m) ,3.53—3.47 (2H,m) ,2.91 (2H,t,J=5.7Hz) ,2.05—1.97 (2H,m) .

[1405]  *'P—NMR(CD,0D) §:62.9(s) ,60.3(s) .

[1406]  SZjEHBI17 : CON1 T Y

[1407]1  (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— " F3—7—[6— (GRIELHIEL) —
OH— M —9—FL] —2, 10— M GRitk) —14— (6,7,8,9—PU% —2H—2,3,5,6—PUR LI
[ed] B —2—J5) )\ —2H, 10H, 12H—5,8 — FIFF—22°, 100" — Wk 7 (3,2—1][1,3,6,9,
11,2,10] A A2 JEEA+ Pk —2, 10 — —fifi

N H
0 N NN
HS-P 0 -
O OH LLOTN P
[1408] /_2:( L ey
. N 0

17
17a (EriBsifikn )
17b  (dEdmeipfaike )

(14091 [ £ kiki2]

=
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,’,"_N . J.:,-N 0-Bz o @ ‘.:,—N\ _,JO_BZ
]

) w»
8BS N O-C T TBS.o N\_X_/ L2 7 o o
o J= e R e o
\\V N kUNVN N LL NN
o 'o-TBS o ‘o-TBS HO OH
TBS 8S
Ay

N Bz
[1410] N DN
HO o &)
N_z
LU‘ N 0Bz - N Bz
. 7
o 0o-TBS - N ‘?g TBS N}_\}’N
P O, i =F =
0" "OH - NN o 6 o O _N_,
[ FE5 ~ N Bz LJF6 L] s
— Tee0 9 NOYN N”‘N'(_B\ o o-TBS
o . =
NC“/“O'E'O 5 L = O-P-SH
L(_?..N 7 . N o
Yt Bz-0 N-Y
H_g 0-TBS
o* "OH
N H N
‘sg TBS NN Na' © N )N
e = “s-P o —
[T W \\&N 7 TH8-1 0 oH\ ON
o o ——[_l‘\ G L/¥8-2 2 M\ {
—_— NN 0 ©O-TBS NT N o OH
= O-P-8~ == 0-P-8~
4 KN fo) f rf . N o Na
HO N7 N_- N_ HO N7
rH rH

[1411]1 (T 71

[1412]  6— [ GRS ] —9—{2,3,5— = —0— [RUT 3 (D) Fakk ] —
B—D—WRIFgAZ Wi EL ) — OH— iR

[1413] (iR %0 (J.Org. Chem. 1997,62, 6833 —6841) [6 —5{—9— {2,3,56— — —
0— [RUT 3 (L) RERTEE] —B—D—RAMRIAZRHAL T — 9H— RS (10.7g) , DA S5 30 A 12
T2 T R T SOV, 3 2P R84 (10 4g) «

[1414]  MS(ESD)m/z:729 (M+H) *.

[1415]1  'H—NMR (CDC1,) §:8.94 (1H,s) ,8.50 (1H,s) ,8.18—8.13 (2H,m) ,7.60—7.54 (1H,
m) ,7.48—7.41 (2H,m) ,6.13(1H,d,J=4.2Hz) ,5.88(2H,s) ,4.63 (1H,dd,J=4.5,2.1Hz) ,
4.34(1H,dd,J=4.2,2.1Hz) ,4.17—4.14 (1H,m) ,4.04 (1H,dd,J=11.5,3.6Hz) ,3.80 (1H,
dd,J=11.5,2.4Hz) ,0.94 (9H,s) ,0.93 (9H,s) ,0.80(9H,s) ,0.14 (3H,s) ,0.13 (3H,s) ,0.11
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(3H,s) ,0.10(3H,s) ,—0.02(3H,s) ,—0.20 (3H,s) .

[1416] (T F72)

[1417] 6 — [ CRHIBEIL AL L] —9— {(5—0— D (4 — HEE AR T CRBD) HEE] —B—
D— BRI AZ ML — 9H— ITERS

[1418] & Bk TP IFrR 21 &4 (10. 3g) I PU S RKAR (50mL) fA7R FH NN S E Py T 2
BEIPIVY S PR VATR (£91M,49 . 4mL) , /E0°C M tHfE4/ NI o £ SO IIN TR (2.83mL) 2 Jm
AT IR M 2 o 4 5% B8 W R e A 2 AT [ — S PP e/ F S T 34 T RELRS ) o AR ™ R i e
(50mL) FRHY, AE0°C P IIANA, 47 — S =R AL (10 1g) , £H4°C P — ALK
RN RS (2mL) |, FE 4 LN o 78 SR IR DN AB AR ER S BN /K, FH S e %
H B A HUE IO/ KRR N T 5, 8 25 TR0, K BV s e 4 o R 2 B W P REJRe A = AT
[CE/ LR OTE/0. 1% = L1 A TR 6 A BIFR UL 5 (4.62¢) »

[1419]1  MS(ESI)m/z:689 (M+H) *.

[1420]  'H—NMR (CDC1,) §:8.91 (1H,s) ,8.33(1H,s) ,8.15—8.11 (2H,m) ,7.60—7.54 (1H,
m) ,7.46—7.40 (2H,m) ,7.27—7.12(9H,m) ,6.75—6.70 (4H,m) ,6.04 (1H,d,J=6.0Hz) ,
5.88(2H,s) ,5.43 (1H,brs) ,4.90—4.84 (1H,m) ,4.48—4.41 (2H,m) ,3.76 (6H,s) ,3.44 (1H,
dd,J=10.6,3.3Hz) ,3.30(1H,dd,J=10.6,3.3Hz) ,3.09 (1H, brs) .

(14211 (T J%3)

[1422] 6 — [ CRHIEBEIEAEIE) ] —9— (5—0— [ (4— FIA LR EL) CR3E) HFE] —3—
0— DRCT 5 (L) W] — B —D— PRI AZ ML ) — 9H —IEEns:

[1423] i ] Bk T p2rig 2l a4 (4.53g) , LS S2iels T 3RFE i3k T
R, AR RIR UG (2.098) DL RBREUY S YIRS A k6 — [ O FHIBE AL S 3) AL ] —
9— {5—0— D (4— A RED) O R ] —2—0— DR T 2 (CRHED) FREGERE ] —B—
D — IR AZ B L) — 9H— NS (1.81g) o

[1424]  MS(EST)m/z:803 (M+H) *.

[1425]  'H—NMR (CDC1,) §:8.92(1H,s) ,8.32(1H,s) ,8.16—8.12(2H,m) ,7.60—7.54 (1H,
m) ,7.47—7.36 (4H,m) ,7.31—7.17 (7H,m) ,6.81—6.76 (4H,m) ,6.07 (1H,d,J=4.8Hz) ,
5.87(2H,s) ,4.81—4.74(1H,m) ,4.62—4.57 (1H,m) ,4.22—4.17 (1H,m) ,3.77 (6H,s) ,3.52
(1H,dd,J=10.9,3.6Hz) ,3.26 (1H,dd,J=10.9,3.6Hz) ,3.12(1H,d,J=6.7Hz) ,0.89 (9H,
s),0.09(3H,s),0.02(3H,s) .

[1426]  fv & Ak (20 —0—TBS/A)

[1427]1 NS (ESI)m/z:803 (M+H) *.

[1428] 'H—NMR(CDCL,) §:8.87(1H,s) ,8.31 (1H,s) ,8.17—8.13(2H,m) ,7.60—7.55 (1H,
m) ,7.48—7.42(4H,m) ,7.35—7.31 (4H,m) ,7.28—7.17 (3H,m) ,6.83—6.78 (4H,m) ,6.12
(1H,d,J=5.4Hz) ,5.88(2H,s) ,4.99(1H,dd,J=5.1,2.6Hz) ,4.40—4.34 (1H,m) ,4.28 (1H,
dd,J=3.6,2.0Hz) ,3.77 (6H,s) ,3.53 (1H,dd,J=10.9,3.0Hz) ,3.40 (1H,dd,J=10.9,
3.9Hz) ,2.68 (1H,d,J=4.8Hz) ,0.84(9H,s) ,0.00(3H,s) ,—0.14(3H,s) .

[14291 (T F4)

[1430] 6 — [ CRHIBEIESEIE) ] —9— (5—0— [ (4— LR EL) CR3E) HEE] —3—
0— [T 3 (CHED) R —2—0— {Q—FIECHERD) [ (H—2—30) AL BEAL) —
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B—D— MK AZ i) —9H—ERS

[14311 (i Fak TRe3Ara 2 &9 (2.04g) , DL S 52w Bs T rARFER 7 B3 T
R, 73 2B 1 AR A9 PRI S AEXTI A kb =56 : 44) TENPREE &)
(2.37g) »

[1432]  MS(ESI)m/z:1003 (M+H) *.

[1433]  'H—NMR (CDC1,) §:8.88(0.44H,s) ,8.87(0.56H,s) ,8.37(0.44H,s) ,8.35(0.56H,
s),8.16—8.11(2H,m) ,7.60—7.54 (1H,m) ,7.47—7.38 (4H,m) ,7.33—7.16 (7H,m) ,6.83—
6.76 (4H,m) ,6.31 (0.44H,d,J=4.8Hz) ,6.21 (0.56H,d,J=4.8Hz) ,5.87 (0.88H,s) ,5.86
(1.12H,s) ,5.08—5.01(0.56H,m) ,4.86—4.80(0.44H,m) ,4.56—4.50 (1H,m) ,4.27—4.20
(1H,m) ,3.85—3.54 (2H,m) ,3.78 (6H,s) ,3.54—3.44 (3H,m) ,3.34—3.25 (1H,m) ,2.51
(1.12H,t,J=6.3Hz) ,2.34(0.88H,t,J=6.3Hz) ,1.14—1.05(9H,m) ,0.90 (3H,d,J=
6.7Hz) ,0.85(5.04H,s) ,0.85(3.96H,s) ,0.11(1.68H,s) ,0.08(1.32H,s) ,0.01 (3H,s) .
[1434] (T J%5)

(14351 3cDL RIS S ST ol L T TARIAIR SO (B0k: 783mg) o (i FHAS 21 &4
IR F R T A5 811k &4 (765me) |, LA5 9211 TR 8IRI R 7 i 3E T
N7 o A5 E PR LA T T4 N ORI

[1436] (T J36)

[14371  {9—[(5R,7R,8R,12aR,14R,15R, 15aR, 16R) — 14— (6 — K WLt —6,7,8,9— 1
A —20—2,3,5,6—PURZR I [cd] B —2—F) — 15,16 — B { [H0] 5 (L) Ffbe L]
I —10— Q—FHEOHR) —2— Wt —2—FE — 10— &t/ \ A — 21, 100, 12H—
5,8 — FIRE—20°, 100" —memt £ [3,2—11[1,3,6,9,11,2,10] LA JEERH DU —7—
H] — 9H— NS — 6 — 3t} FH LK G

[1438] (] bR T s R 21 1, DA S St Bl L 1T ORI g i A T SO, 749281 gk
- AR A AR A e bS5 1) (345mg) .

[1439]1  MS(ESI)m/z:1234 (M+H) *.

[1440] (T J%7)

[1441] W (N,N— 252 %5%) (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4]
Fe (CHED) RG] S —7— [6— CRAEFHIE) —9H— S —9—FL] —2,10— —#Hr
H—14—(6,7,8,9—P0% —2H—2,3,5,6—PUS( 24K I [cd] B —2—FE) J\ A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 0 (i £h)

[1442] (i ] FIR T 6T ig 2100tk &% (345me) |, LU S SZie il T L0[RIRER 77 30 T
N, A3 2AREUE SRR A AL (10 1mg : 58 2250 AL A K2 (89 . Img : 55 4
5O -

[1443] WAL (AR

[1444]  MS(EST)m/z:973 (M+H) *.

[1445] RIS A9 1AL (Rtlett)

[1446]  MS(EST)m/z:973 (M+H) *.

[1447] (T F8—1)
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[1448] %4 (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— K —7—[6— (A
F) —9H—EW —9— 3] —2 10— M IE—14— (6,7,8,9—PUA —2H—2,3,5,6— PO%
Ze 2k Ft [ed] B —2—3L) J\A—2H, 10H, 12H—5, 8 — FIMF—2A°, 100" — kI [3,2—1] [1,3,
6,9,11,2,10] Fi5A 28 —BEEAT-PUH —2, 10— (ifiEsh)

[1449]  (IEXSHL AL

[1450]  fli ] Bk T 7R S 210 &%) QERI AR D) (101mg: &G 2450 , PA S 9565
LT LRI 5 A T RN, 3 BRUA N 1 RSl 2541 A TRS ), 198 = L B hs
BULE W) o

(14511  DRSHISAF] CL8REIRAEEHT [10mM AR = LB KRR/ L] )25 HPLC [10mM
CFR = CRBOKIRI/ LI, O 5% —30% (093 —4077) 1o

[1452] RS20 = b DL S SBT3 LLArR 1) Dt ot h 1 R T ik b Tk e
P, 3RS S (59. 2mg) «

[1453]1  MS(ESI)m/z:745 (M+H) *.

[1454]1  'H—NMR (CD,0D) 8:9.07 (1H,s) ,8.88 (1H,s) ,8.03 (1H,s) ,7.10(1H,s) ,6.48 (1H,d,
J=8.5Hz) ,6.29(1H,d,J=4.8Hz) ,5.46 (1H,dt,]=7.9,4.2Hz) ,5.21—5.15(1H,m) ,5.10
(2H,s) ,4.84—4.80 (1H,m) ,4.79(1H,t,J=4.5Hz) ,4.51—4.42(2H,m) ,4.37—4.34 (1H,
m ,4.33—4.24(1H,m) ,4.09—3.97 (2H,m) ,3.52—3.47 (2H,m) ,2.89—2.82 (2H,m) ,2.03 —
1.95(2H,m) .

[1455]  *'P—NMR(CD,0D) 8:57.9(s) ,54.8(s) .

[1456] (T J¥8—2)

[14571 %} (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16 — K —7—[6— (A
F) —9H—EW — 93] —2 10— M IE—14— (6,7,8,9—PU%A —2H—2,3,5,6— PO%
Ze 2k Ft [ed] B —2—3L) J\&—2H, 10H, 12H—5, 8 — FIMF— 21", 100" — kI [3,2—1] (1,3,
6,9,11,2,10] Fi5A 28 —BEIA PO —2, 10— (ifiEeh)

[1458]  (IEXSHLSFAG1A2)

[1459] (] R TR 7Rr S 21k 5% AERTIU A4 42) (88.5mg: & A 24450) , LAS S
UL TP LLFRER T3 30T SN e # MR DA B 1 DRSS AR 1 3 RS il 15 2 = S B U
a5 .

[1460] DRSS 2F] CLRERAEEHT [10mM TR = 3L EIKIRIR/ L] )25 HHPLC [10mM
IR = FEKIEI LI - CIE 5% —30% (04 —4043) 1. DA K il 26 ZUHPLC [ 10mM PR =
IR/ HE HRZ : 10% —70% (043 —4057) 1.

[1461]  RAS 2N = b DL S SBT3 LLArR ) Dt ot h 1 R T ik b Tk e
P, A3 RPN S (27. Tmg) »

[1462]1  MS(ESI)m/z:745 (M+H) *.

[1463]  'H—NMR(CD,0D)8:9.16(1H,s) ,8.87 (1H,s) ,8.03 (1H,s) ,7.11(1H,s) ,6.51 (1H,d,
J=8.5Hz) ,6.33 (1H,d,J=6.7Hz) ,5.58—5.45 (2H,m) ,5.12—5.09 (2H,m) ,4.81—4.76
(1H,m) ,4.53—4.49(1H,m) ,4.48—4.36 (2H,m) ,4.34 (2H,s) ,4.09—4.02 (1H,m) ,3.92—
3.85(1H,m) ,3.53—3.47(2H,m) ,2.94—2.87 (2H,m) ,2.05—1.97 (2H,m) .

[1464]1  *'P—NMR(CD,0D) §:63.1(s) ,60.1(s) .
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[1465]  SJitEf5118 : CON1SIYF A,

[1466]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— [4— %t —5— 3— %L —TH—
Mg I [2, 3 —d]meng —7—%k] —15,16 — 5 —2 10— M FHidk) —14— (6,7,8,9—11
A —2H—2,3,5,6—PUEZATf [cd] B —2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A" — kI3 [3,2—1][1,3,6,9,11,2,10] Fi A28 —JBEER U —2, 10— i

N H
o] N/"'_\ N
1l
HS—FI’ @] =
N e 0
" Nfg% O; -‘OH
]
[1467] = O-P-SH
H,N \N—’yN o

18
18a (dErtBLiHkl )
18b (jexfmeipfyfhe )

[1468] [ plctz]
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CN 118846110 A

7N - phot N ; =

. N Y-l 1Ll B N “—Ng T2 B N SNy

E-0 = - -0 Yz 2-0 Y= O
\\&N 2~ \\(27.11 | \\&N & :-hﬂi\lH

0_‘ o Q\ s i
Bz Bz

!_N l.-:,—N
N -NHp | s NN \
s-’ L4  Bzg —{ Bz Yy
L-./O N,z
TH3 \‘(_7‘ —_— . /

‘"‘;f Bz i
o o
by
0
L)
F N\ Bz /o /= N Y N;;N\ NBz
W m—_
LIF5  w NeTR T/76 7T Y= H_ LT
y 0 S' QA (o] N_ .z Si
— NN C L, —
¥ ¢ HO OH o
HO OH N‘,(O H“ﬁ
H Y [s)
(o]
N Bz
N N
b HO —
o] o o
[1469] . LUN .
Bz o N/ ~N Bz O ‘0-TBS
4 L8 7 O N SN s
H oy, 0 = H 0’ OH [ Fr9
=5i j N k{]“" P -»SL\ Mo
w - \/
HH\N\.\{ TBS-O0, © HNTO
o] N’p‘O/"“‘vCN
S
N 'Bz FN H

L NN 0 9 78S N, )N
B H Sk e - W HS-P——0 .
o N\L 0 0 g{ru P LA 10-1 o’ NH 0 o L(ifﬂ P
" i Lf#10-2
Y ﬁ*'@x oy SNEE, H\ﬁ,xx i

D N Na‘o FN n
LA11-1 g Y - D T 12-1
TH11-2 N ] ‘\UN P [fE12-2  HaN o___ OHL(—/VN P
—
ﬂ\ o y ,ioj,
O- P 57 = 0- P S
H,N—, N N N H.N— N .
N rH“‘/ rH“‘/ N N—t o Na

(14701 (T 51

[1471]  4— B 55— —7— (2,3,56— = —0— KB —p—D— WKL) —
TH—IHI& I (2,3 —d]msig

[1472]  ZESCHREL%0 (Synth. Commun. 2012,42, 358 —374) {4 — S — 5 — Lt —7— (2,3,
5— = —0— KB —B—D—RRIAZMIEL) — TH—IERE I (2, 3 —d]mEmE (17.96g) [N, N—
AR (90mL) IR NN & RULIT T 35542 (10. 1) , £E80°C Rt HE3003 8o 4 S B ik
WA B =, A SN IINAB R Z KA RN LR g , TG TR CREA<EL KA AL
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MR & SR TR, FHJC/KBRBRENEA T T8 R 2 TR0, R e TR R s e 40 o K 7k B
Yy EIRAE AT [ e/ SRR CTa 1 3t A RS I, A5 BIPR UL 59 (17.66g)

(14731  'H—NMR(CDC1,) §:9.18 (1H,s) ,8.13—8.09 (2H,m) ,8.03—7.99 (2H,m) ,7.95—
7.90(2H,m) ,7.64—7.34(10H,m) ,6.71 (1H,d,J=5.1Hz) ,6.20 (1H,t,J=5.5Hz) ,6.11 (1H,
t,J=5.3Hz) ,4.96 (1H,dd,J=12.2,3.2Hz) ,4.88—4.84 (1H,m) ,4.70 (1H,dd,J=12.2,
3.2Hz) .

[1474] (T F72)

[1475] 4 — BRI —7—(2,3,56—=—0— KR —B—D—BRIFAZHERL) —5—[3—
({[2— CEHREFREELRD) AR DRI 25D W —1— P —1— 5] —TH— &I (2,3 —d]
MEIE

[1476] {5 iR TR 1SR &9 (9. 64g) N, N — — FF 3L FRE I (30mL) — PU 4 kI
(100mL) AW AR IOMAN2 — (CHEEHEERTRY) RN —2— e — 1 — BRSO RS
(6.58g) « = (4.5TmL) U (2RI 4 (0) (763mg) DA AV AR (1) (251mg) , £F Z=iH
PFE— 3 oA SR INNOK, R CFE B A LUE A & skt Tk a1
JC7KIRFR ENEA T T8 o B8 25 T30 R IR IR R s e i o K1 72k B W R IRAT AT [ b/ TR &
] A TRE RIS 2L &9 (7. 209)

(14771 'H—NMR (CDC1,) §:9.16 (1H,s) ,8.14—8.08 (2H,m) ,8.03—7.99 (2H,m) ,7.94—
7.90 (2H,m) ,7.66 (1H,s) ,7.65—7.35(9H,m) ,6.66 (1H,d,J=5.1Hz) ,6.22 (1H,t,J=
5.5Hz) ,6.10(1H,t,J=5.3Hz) ,5.07 (1H,brs) ,4.95(1H,dd,J=12.3,2.9Hz) ,4.88—4.84
(1H,m) ,4.70(1H,dd,J=12.3,3.7Hz) ,4.29(2H,d,J=5.5Hz) ,4.21 (2H,t,J=8.6Hz) ,1.02
(2H,t,J=8.6Hz) ,0.05(9H,s) .

[1478] (T J%3)

[1479]  7—(2,3,5— = —0— K ML — B—D— PR AZ ML) —5— [3— ({[2— (=F3EH
b ) QR R REL) D) AL ] — TH— g - [2, 3 —d I WEIE —4—Ji%

[1480] YE [k TR2frf3 BIe &9 (7. 20g) RS (T0mL) — PO (T0mL) RS IA R
FIIIN20 % S SR (28) , AR N =it P BERE2/INN R BBk 25 0, R8I
TR o K % B A AT L b/ CRR O] A TR A3 2 AU 59 (5. 45g)
(14811 'H—NMR(CDC1,) §:8.26 (1H,s) ,8.19—8.15 (2H,m) ,8.02—7.97 (2H,m) ,7.96—
7.92(2H,m) ,7.65—7.48 (5H,m) ,7.43—7.32(4H,m) ,6.82 (1H,s) ,6.73(1H,d,J=6.3Hz) ,
6.17 (1H,t,J=5.9Hz) ,6.11 (1H,dd,J=5.9,3.9Hz) ,5.23 (2H,s) ,4.90 (1H,dd,J=12.2,
3.4Hz) ,4.77—4.70(2H,m) ,4.63 (1H,dd,J=12.2,3.4Hz) ,4.15(2H,t,J=8.6Hz) ,3.20—
3.10(2H,m) ,2.62(2H,t,J=7.6Hz) ,1.72—1.62(2H,m) ,1.01—0.94 (2H,m) ,0.04 (9H,s) .
[1482] (T J¥4)

[1483] N, N— —ZKHIfE —7— (2,3,5— = —0— K L — B—D— kg Az 3E) —5—
[3— ({[2— CHRPRERRY) ORI 250 W] —TH—ERg I (2,3 —d] Mg —4 —
%

[1484] 7 R T 3friR 2 54 (5. 45g) [ AT (60mL) I3 HAE0°C MR
MEEmE (1.69mL) A1 FHPE SR (2.01mL) , 7E0°C M PEs 0 BhE , AN =K (2.91mL) |, /£ %k
I BERE2 /N o AE SN I A AR R S BN KRR — e, ) S R e A B B AL
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J2 HJC /KB T , R 250, e v Rl s ik 4 o K e B W TR TR A EATT [ 4/ TR
CFRIHATRSH, FEH CFR CFB AN i R AL « i AT 2N R A, 15 28 L 59 (6. 16g) -
[1485] 'H—NMR(CDC1,) §:8.54 (1H,s) ,8.20—8.16 (2H,m) ,8.02—7.98 (2H,m) ,7.96—
7.92(2H,m) ,7.82—7.76 (4H,m) ,7.65—7.32 (15H,m) ,7.18 (1H,brs) ,6.82 (1H,d,J=
5.9Hz) ,6.17 (1H,t,J=6.1Hz) ,6.13 (1H,dd,J=5.9,3.5Hz) ,4.94 (1H,dd,J=12.2,
3.2Hz) ,4.79—4.75(1H,m) ,4.65(1H,dd,J=12.2,3.2Hz) ,4.41 (1H,brs) ,4.08 (2H,t,J=
8.6Hz) ,2.95—2.87 (2H,m) ,2.58—2.50 (2H,m) ,1.54—1.52(2H,m) ,0.97—0.91 (2H,m) ,
0.02(9H,s) .

[1486] (T J%5)

[1487] N RKHHEEEE —7 —B—D—WRMIAZ ML —5— [3— ({[2— (= EHFRER D O
FLIPRIL) 25D PEL] — TH—M RS- [2, 3 —d] Wi — 4 — i

[1488]  #F Fak T4 R8I &9 (6. 16g) [P0 &UWCIR (250mL) IR FP A0 °C 1 1 A F
B AN B A (1. 0M, 12.0mL) , AE 3 N3 HE L/NI o 720 °C M AR RS I NN & TR
(1.07mL) Jo A TRk 4 - B 5% B W) - RE IR IEAT L BR C g/ W ) dEA RS ), it —2P &
FR BRI M AR - S JEAF R B, 13 28 L A (3. 358) -

(14891  'H—NMR (CD,0D) :8.62 (1H,s) ,8.04 (2H,d,J=7.0Hz) ,7.69—7.62 (1H,m) ,7.60—
7.54(3H,m) ,6.26 (1H,d,J=6.3Hz) ,4.59 (1H,t,J=5.7Hz) ,4.31 (1H,dd,J=5.1,3.5Hz) ,
4.12—4.01 (3H,m) ,3.86(1H,dd,J=12.3,2.9Hz) ,3.76 (1H,dd,J=12.1,3.5Hz) ,3.01 (2H,
t,J=6.7Hz) ,2.76 (2H,t,J=7.4Hz) ,1.86—1.76 (2H,m) ,0.93 (2H,t,J=8.2Hz) ,0.03 (9H,
s) .

[1490] (T J%6)

[1491]  N—RHIfE —7— {5—0— [ (4 — WS EOR L) CORAL) FHIE] —B—D— WK AZ M
H—5—[3— ({[2— CCHIEEHRELERED) QA Ak} &30 NAE] — TH—E % (2,3 —d]
Mg —4 — JI

[1492]  FumERs Fk TR S 21 &9 (3. 35g) 3Lk, ZEAR B W Jo/K g (50mL) 4
WHAE0C FIIAN4, 4 — “HISEE =R ARG (2.38g) AR 500 M —JE 4 o AE SN
TN T (5mL) {5 s S 458 11 e A TR i 4 - K A B W R IR AT [t/ CRR O TR 1 A T
K EIPREU LGP (4. 34g) »

(14931 'H—NMR (CDC1,) §:8.51 (1H,brs) ,8.30 (1H,brs) ,8.05—7.90 (1H,m) ,7.56—7.42
(3H,m) ,7.39—7.31(2H,m) ,7.29—7.16 (10H,m) ,6.81—6.75 (4H,m) ,6.22 (1H,d,J=
5.9Hz) ,4.91 (1H,brs) ,4.76—4.67 (2H,m) ,4.45—4 .41 (1H,m) ,4.38—4.29 (1H,m) ,4.05—
3.95(2H,m) ,3.77 (6H,s) ,3.50 (1H,dd,J=10.6,3.1Hz) ,3.37—3.27 (1H,m) ,3.19—2.94
(4H,m) ,2.66 (1H,brs) ,1.82 (1H,brs) ,0.93—0.76 (2H,m) , —0.01 (9H,s) .

(14941 (T %7

[1495] N— KRR —7— {5—0— D (4 — AR AL O 3] —3—0— [ ] 2
(CHI3E) b RE] — B —D— WM AL —5— [3— ({[2— (. HEFIRELIE) JH AL Bk
B} D) L] — TH— I (2, 3 —dJ Mg — 4 —Ji% (37 —0—TBSHA)

[1496]  {#i ] FR T P63 210 &9 (4. 34g) , VLS SIS T 4R AL 5 3047 I
N, 43 DS 2RSS (1. 51g) UL SN B A RN — R FHE L — 7— {5—0— [X
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(4— AR ORI L] —2—0— [T 38 (R WREERL] — B —D— RRME Az 0
H—5—[3— ({[2— (CCHEHRELERED) OS8R Ak} &3 WAE] —TH—E % (2,3 —d]
WEE —4— % (27 —0—TBS{R) (2.01g) »

[1497] (3 —OTBSIA) (Etiid)

[1498]  'H—NMR(CDC1,) §:8.38—8.26 (2H,m) ,8.10—8.03 (1H,m) ,7.58—7.40 (5H,m) ,
7.36—7.20 (10H,m) ,6.86—6.77 (4H,m) ,6.30—6.22 (1H,m) ,5.02—4.89 (1H,m) ,4.63—
4.45(2H,m) ,4.17—4.10(1H,m) ,4.04—3.92 (2H,m) ,3.79 (3H,s) ,3.79(3H,s) ,3.59—3.52
(1H,m) ,3.32—3.23 (1H,m) ,3.17—2.80 (4H,m) ,1.86—1.64 (2H,m) ,0.89 (9H,s) ,0.86—
0.72(2H,m) ,0.09 (3H,s) ,0.01 (3H,s) ,—0.01(9H,s) .

[1499]1 (20 —OTBS{A) (fEARIE)

[1500]  'H—NMR (CDC1,) §:8.39—8.25 (2H,m) ,8.04 (1H,s) ,7.57—7.42 (5H,m) ,7.37—
7.18(10H,m) ,6.87—6.80 (4H,m) ,6.33 (1H,d,J=5.1Hz) ,5.01 (1H,brs) ,4.78 (1H,t,J=
5.7Hz) ,4.40—4.33(1H,m) ,4.29—4.25(1H,m) ,4.05—3.92(2H,m) ,3.80(3H,s) ,3.79 (3H,
s),3.59—3.51 (1H,m) ,3.44—3.37(1H,m) ,3.16—3.03 (1H,m) ,2.99—2.81 (3H,m) ,1.74—
1.61(2H,m) ,0.83(9H,s),0.80—0.70 (2H,m) ,0.00——0.03 (12H,m) , —0.20(3H,s) .

(15011 (T J%8)

[1502]  N—KFIpEEE —7 — (5—0— [ (4— FAR RO L) CfR3h) FIEE] —3—0— [T 3
(D) k] —2—0— { Q—FHOHAD) [ (W—2—F) s3] L —B—D— kg
bzt —5—[3— ({[2— (ARSI QL] L) 8030 NEL] — TH—IE s If: (2,
3—d]MELE —4— %

[1503] i ok T 7R RIS (30 —O0TBSHK) (1.51g) , LA S Sl T 7 6[RFE
T AT RO, 43 B4 B E R i - i IR S A AR P PR L P I A B S A A 1
(0.77g) FHEXML 42 (0.48g) -

[1504] XIS AL AL (AR )

[1505]  'H—NMR (CDC1,) §:8.36—8.27 (2H,m) ,8.02 (1H,brs) ,7.57—7.40 (5H,m) ,7.37—
7.21 (10H,m) ,6.87—6.77 (4H,m) ,6.39 (1H,d,J=5.1Hz) ,4.98 (1H,brs) ,4.85—4.73 (1H,
m ,4.56—4.47 (1H,m) ,4.20—4.15(1H,m) ,4.05—3.92 (2H,m) ,3.88—3.67 (8H,m) ,3.63—
3.47(3H,m) ,3.33—3.23(1H,m) ,3.15—2.82(3H,m) ,2.60—2.45(2H,m) ,1.83—1.64 (2H,
m) ,1.10(6H,d,J=6.7Hz) ,0.92(6H,d,J=6.7Hz) ,0.87 (9H,s) ,0.81—0.71 (2H,m) ,0.12
(3H,s) ,0.03 (3H,s) ,—0.01(9H,s) .

[1506] RN A 1AL (Ritlett)

[15071  'H—NMR (CDC1,) §:8.36—8.28 (2H,m) ,8.05 (1H,brs) ,7.57—7.38 (5H,m) ,7.36—
7.19(10H,m) ,6.84—6.79 (4H,m) ,6.48—6.40 (1H,m) ,5.02 (1H,brs) ,4.65—4.42 (2H,m) ,
4.19—4.15(1H,m) ,4.06—3.90 (2H,m) ,3.80—3.48 (11H,m) ,3.32—3.24 (1H,m) ,3.17—
3.03(2H,m) ,2.99—2.86 (1H,m) ,2.51—2.40 (2H,m) ,1.86—1.69 (2H,m) ,1.18—1.02 (12H,
m) ,0.85(9H,s) ,0.81—0.71(2H,m) ,0.08 (3H,s) ,0.02(3H,s) , —0.01 (9H,s) .

[1508] (T 59)

[1509] 22— (= FELHFREGR) O3 (3— (4— KWk —7— [ (5R, 7R, 8R, 12aR, 14R, 15R,
15aR, 16R) —14— (6 — 7K It —6,7,8,9—PUA —2H—2,3,5,6 — PUSKZe A I [ed] BE—
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2—35) —15,16 =8 { [T 5 (L) akbe AR S At — 10— @ —THERE AR —2—Hd
H 2 AL 10— WL\ & —2H, 10H, 12H—5,8 — HFIFF — 20, 100" — W (3,2 — 1]
[1,3,6,9,11,2,10] fi a2 PR HPUR —7 — 3] — TH—IEREIF[2, 3 —dImeng —5— 35} A
) A A RS

[1510]  #%PL T MM St 5 S 1 TR 7IRIFR N, (5RE: 1. 08g) o TS B &4
B RE AR ik T R8T R Bk 59 (1. 25g : AERNCT A ARIR S 9) |, LS 92l T
8UA M STt T 9lIAE IR Ty P A T OS5 2 - I e A AR S B s
UL S R £ HHPLC [10mM PR = KL KR/ O, 2 10% —50% (043 —3547) ]
K IR A R B, 15 2RSS A RIS AG AR L (0. 19g) A EX LAY
42 (0.043g) .

(15111 RIS AL ()

[1512]  MS(ESI)m/z:1419 (M+H) *.

[1513] RIS A9 AR 2 (Rtlett)

[1514]  MS(ESI)m/z:1419 (M+H) *.

(15151 (T F#10—1)

[1516]  2— (=L L) 23 3— {(4—4533L—7— [ (5R, 7R, 8R, 12aR, 14R, 15R, 15aR,
16R) — 15,16 — B { [FC T 3 (L) Flbe ] 3 —2, 10— et —2, 10— G
) —14—(6,7,8,9—VUA —2H—2,3,5,6 — USRI [cd] BE — 2 —FL) J\S—2H, 10H,
12H—5,8— F#fF—2A°, 10A° — ki 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7—F] —TH—NE T [2, 3 —dImgng —5—JE) P 3E) S 5 IR iR

[1517] ] FR TR 2t &9 ARk (0.19¢) ,LAS S hERI12 T 8 —
VRVRER 77 54T BT o 1) ) 25 HPLC [ 10mM R — £ 3 KR/ OB , s + 40 % —
70% (043 —3547) JUEATRS I, A3 2 brdlb 54 (58mg)

[1518]  MS(EST)m/z:1158 (M+H) .

[15191 (T F10—2)

[1520] 22— (= HILHIREE D) 23 3— {(4—4533L—7— [ (5R, 7R, 8R, 12aR, 14R, 15R, 15aR,
16R) — 15,16 — B { [FC T 3 (I Flbe ] 3 —2, 10— et —2, 10— G
i) —14—(6,7,8,9—PUA —20—2,3,5,6 — PUEZ IR [ed] BE —2—FE) J\ % —2H, 10H,
12H—5,8— FI#fF —2A°, 10A° — kg 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7—5] —TH—NE T [2, 3 —dImgng —5—JE) P 3E) S 5 IR iR

[1521]1 ] R TR9frfE 2t & AR K2) (43mg) , LS S5EHI12 T 8 —1
VR 5 36 T o A1 5 UHPLC [ 10mM iR = & BRS0 K/ s » 5 130 % —60 %
(043 —3547) JEATRS I, A 2 bRl 54 (15mg)

[1522]  MS(EST)m/z:1158 (M+H) ".

[1523] (T fF11—1)

[1524] W (N,N— 232 %) (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— [4— 4t —5—
(B—2AFENIL) —TH—MEI& I [2,3 —dImsng —7—FL] — 15,16 — 5 —2 10— 5
H—14—(6,7,8,9—P0% —2H—2,3,5,6—PUS( 24K I [cd] B8 —2—FE) J\ A —2H, 10H,
12H—5,8— F#fF— 21", 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
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2,10 — 0 (R Eh)

[1525]  7F Bk TR 10— 12RO &%) (58mg) [HIPY e (ImL) 383, IINGAL P T
SRR DY AR (29I, BmL) |, 7 2506 PR3 o T ROV IR AT 455K, AL e FEAE40
C NPERES /NG o 35 S R IR e 4 I, FH il 26 FHPLC [ 10mM 2R = L BL KR/ s, &
15:10% —40% (043 —3547) JEATHE 6 o FE HSep—Pak GEMF i A5) C18[0.1% = LK
W/ O, O :0% —309% J A TRS ), 15 2FrE 54 (25mg)

[1526]  MS(ESI)m/z:786 (M+H) .

[15271 (T fF11—2)

[1528] W (N,N— —Z 328 (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— [4— 4t —5—
(B— SN E) —TH—MEMg I [2,3—d]msng —7—3] — 15,16 — —_FFH —2,10— —H%
H—14—(6,7,8,9—PU% —2H—2,3,5,6—PUS( 24K I [cd] B —2—FE) J\ A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 0 (R Eh)

[1529] i ff] Bk T Jp10— 2R 2tk 549 (16mg) , LAY Bl T 11— LAAER 5 100 T
[N, 3RS A (7. 2mg) .

[1530]  MS(ESI)m/z:786 (M+H) .

[1531]  (Lfr12—1)

[15321 4%/ (5R,7R,8R,12aR, 14R,15R,15aS,16R) —7—[4— %4t —5— 3—2{ ) —
TH—IEE I (2,3 —d] Mg —7— 5] —15,16— ¥ —2 10— st —14— (6,7,8,9—
DU, —2H—2,3,5,6— PUA(Zek I [ed] B8 —2— L) J\A —2H, 10H, 12H—5, 8 — FIfF —2°,
100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 582 B FAT-PUH —2, 10— W (ki £h)
[1533] (XA {kl)

[1534] ] MR T 11— LA 2100 &9 (25mg) |, LAS ST BIL 1y LIRTR i) [0
ER R T R A TR A AR 2R S (1Tmg)

[1535]  MS(ESI)m/z:786 (M+H) .

[1536]  'H—NMR(CD,0D) 8:8.028 (1H,s) ,8.025(1H,s) ,7.71 (1H,s) ,7.09 (1H,s) ,6.51 (1H,
d,J=8.2Hz) ,6.26 (1H,d,J=5.1Hz) ,5.38—5.29 (1H,m) ,5.17—5.10(1H,m) ,4.85—4.80
(1H,m) ,4.75(1H,d,J=3.9Hz) ,4.44—4.37 (1H,m) ,4.33—4.23 (3H,m) ,4.09—3.97 (2H,

m ,3.52—3.46 (2H,m) ,3.00—2.72(6H,m) ,2.13—2.02 (2H,m) ,2.02—1.93 (2H,m) .

[1537]  *'P—NMR(CD,0D) 8:56.65(s) ,55.31(s) .

[1538] (T fF12—2)

[1539]  —4/ (5R,7R,8R,12aR, 14R,15R,15aS,16R) —7—[4— %4t —5— 3—2{ ) —
TH—M g H-[2,3 —dImang —7 —FL] —15,16— K —2,10— —HrEbt—14— (6,7,8,9—
DU, —2H—2,3,5,6— PUA(ZeoK I [ed] B8 —2— L) J\A —2H, 10H, 12H—5,8— FIfF —2°,
100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 5828 B FAT-PUH —2, 10— W (ki £h)

[1540]  (HEXSHLSFAG1A2)

(15411 ] Bl T 11— 2R 2tk 59 (7. 2mg) , DA SChEHI1 1Ty LT R LR h

ENER T FIREI T R TR A A 2B 5 (6. Omg) -

[1542]  MS(EST)m/z:786 (M+H) .
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[1543]  'H—NMR(CD,0D) 3:8.02 (1H,s) ,8.01 (1H,s) ,7.75(1H,s) ,7.07 (1H,s) ,6.52 (1H,d,

J=8.6Hz) ,6.29 (1H,d,J=7.4Hz) ,5.61—5.55 (1H,m) ,5.47—5.37 (1H,m) ,4.86—4.83
(1H,m) ,4.56—4.43 (2H,m) ,4.31—4.21 (3H,m) ,4.06—3.99 (1H,m) ,3.91—3.84 (1H,m) ,

3.54—3.46 (3H,m) ,3.00—2.87 (5H,m) ,2.29—2.07 (2H,m) ,2.06—1.95 (2H,m) .

[1544]  *'P—NMR (CD,0D) §:63.08 (s) ,58.68(s) .

[1545] 5715119 : CON19FH &5

[1546]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— (6 — & —9H— MK — 9 3L) 15,
— TR 2 10— W GRED) —14— (6,7,8,9— VU —20—1,2,3,5,6 — HAZ AT [ed]

Bi—2— %5 J\&(—2H, 10H, 12H—5,8— FIFF — 20, 10A° — k£ (3,2—11(1,3,6,9,11,2,

10] 152k A -PUk—2, 10— i

=

HS- P )_i:)
b ﬁ
N7 N 0 OH
[1547] ﬁ ‘ p
N
\N——/ O

19
19a ( JEXTBRSHIEL )
19b (dexfpifuise )

[1548] [ piciz]
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(o] Ac
roNy oy
| N YN
Br Cl Br HN o 0Bz Bz.g - )=§5H
N “)N N3 N \)N [Jye Bz ‘\L]-N‘N’ Br
N = — N = ~
NN N o o-Bz
Bz
H
N, NJ N H-N
BZ‘O N H e BZ‘O -
- o) — LFr4 O __N Z
L3 \(_7‘"" e N
————— \ f \ < kS
o o0-Bz O'B -8z
Bz =
~N H
YA e
- e HO — A (o] N = —
LF¥5 Liru‘“» . TJF6 OIAU.N,N TFRET
o' om —}:Tio‘ ‘0-TBS
o
N H N Bz
— — (o] N N
o o N 2 . ' O N
[1549] O,\(JN_NJ TJ¥8 Ov N .19 o o -
Sig" 4 —_— sio” o- T No?
0 o-TBS O-TBS \__/
/f\ /}\ HO  ‘o-TBS
o
N Bz
0 O [ N
~ < O o N—-— H
P O __N_N
O~ "
Bz —
o O thi N 78s-0; © 9 1BS N )N
; O ] \,-D NN . HB-E—T9 o =
i O LCTN‘NI LH11 W \\U‘NN
)\ 0o ‘o-TBS Né_\""'gkﬁo S:S;O'TBS
NP0~ N np—d N g
N—
N H
o N Na® Q N )N
. “s-P o LIF13-1 =) o o J=
Hfij_i ] L(_r“ LF¥13-2 ° ..Q”L(_r”‘w’
rl2- Y [ ——————, g %
_— Nﬁ‘N - NiN—Q\O (g S_OH
P N N _p-
H~ N " +
HoN NJN (H HoN N—’VN O Na
[1550] (T f1)
[1551]  3—JR—N— (N—2—Jfi—1—3) —IH—MEMEI[3,4—dImeng —4 —Ji%
[1552] K1 1li#5 (Bepharm) [1)3 — 5 —4 — G — IH— MY M [3,4 — dJWELE (8.508) B iFT

MJE (140mL) 7, AE =00 NN, N, —

PO RS T 150 P T O/ N o7 SO M IRR Hs HeA , Re A B I — Sl TR GE N IR T )
FRIE R (ERLD CREERUREEHed I , B8 2K FIRE R R AR

J& , o A
3o Bt Ja B BE TR FREIR A [ b/ O TR iR
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[/ R CTE VA TG IS B[RS o« A I [ R4 RIS 445 , 13 28 S (4.48g) « AT
[ia] R 2 R[] (A 345 21 75 2 B AL L 59 (3. 784) -

[1553]1  MS (ESI)m/z:254 (M+H) *.

[15541  'H—NMR (DMSO—d,) §:13.82 (1H,s) ,8.26 (1H,s) ,7.23 (1H,t,J=5.9Hz) ,5.96 (1H,
m) ,5.18 (1H,dd,J=17.1,1.5Hz) ,5.10(1H,dd,J=10.3,1.5Hz) ,4.19 (2H,m) .

[1555] (T J52)

[1556] 3 —J —N— (H—2—Mi—1—3) —1—(2,3,5—=—0— K —p—D—NIKNH
THHED) — IH—NE eI [3, 4 —d Mg —4 — Ji

(16571 ¥ Bk T R1Ar3 2 &4 (1.00g) FltiE: (Ark Pharm) 91 —0— A —2, 3,
5—— —0— K e EE — p—D— PRI (2. 58g) L7 T-AZEH KL (50mL) J& , IV L iA A .
FEIFAEIR N, IO\ =38 — S Rk 25 5 (0. 63mL) |, AEAR IR IRLEE B 4 L/INI o 18 0
1—0— Wit —2,3,56— = —0— KB — B—D— RNz (0.40g) A= 35 (M — £ Lk
255 (0. 10mL) FEPEFES/ NI o 3 SN IRk R e 4 I, BB B RE RS AT [ e/ R &
] A TRE RIS 2IhREUE A (1.80g)

[1558]  MS(ESI)m/z:698 (M+H) .

[15591  'H—NMR(CDC1,) 8:8.40(1H,s) ,8.13 (2H,m) ,7.96 (4H,m) ,7.59—7.32(9H,m) ,6.79
(1H,d,J=3.4Hz) ,6.39 (1H,dd,J=5.1,3.7Hz) ,6.25 (1H,t,J=5.6Hz) ,6.17 (1H,t,]=
5.6Hz) ,6.00 (1H,m) ,5.31 (1H,dd,J=17.1,1.0Hz) ,5.24 (1H,dd,J=10.5,1.2Hz) ,4.81
(1H,m) ,4.75(1H,dd,J=12.0,3.7Hz) ,4.63(1H,dd,J=12.2,4.4Hz) ,4.30 (2H,m) .

[1560] (T J3)

[1561] 33— MEE—N— (H—2—Hi—1—3L) —1—(2,3,5—=—0—FKHIf I —p—D—
WRIAZHHEL) — IH— eI [3, 4 — d Mg —4 — Ji

[1562]  ¥F Bk Tr2frfS 2t A (11.65¢) PR (120mL) H, £EIROEE N A IR AL EE A
WM AR RSN AR N =T EE LA (12 8mL) FIPY (Z 2R3 4 (0)
(2.73g) , AN 2N o R S S PO e 46 s, R e B ) A e ik AT [ S W be / R &
] UEA RS, AR 2 rEU L 54 (10.07g)

[1563]  MS(ESI)m/z:646 (M+H) .

[15641  'H—NMR(CDC1,) :8.42(1H,s) ,8.09 (2H,m) ,7.99 (2H,m) ,7.95 (2H,m) ,7.59—7.50
(3H,m) ,7.42—7.33(6H,m) ,6.90—6.84 (2H,m) ,6.43 (1H,dd, J=5.4,3.4Hz) ,6.32(1H,t,]
=5.9Hz) ,6.00 (1H,m) ,5.94 (1H,dd,J=17.6,1.0Hz) ,5.67 (1H,dd,J=11.2,1.0Hz) ,5.56
(1H,t,J=5.6Hz) ,5.27(1H,dd,J=17.1,1.0Hz) ,5.22 (1H,dd,J=10.3,1.0Hz) ,4.82 (1H,
m ,4.77(1H,dd,J=12.2,3.9Hz) ,4.62(1H,dd,J=11.7,4.9Hz) ,4.29 (2H,m) .

[1565] (T Fr4)

[1566]  2—(2,3,5—=—0—KMIHEE—B—D—IRMFREMIL) —6,7— "% —2H—1,2,3,
5,6— T A AT [cd] BE

[1567] ¥ ik T 33 2Rt &4 (9. 0g) FZR L2k - AE 2R B Wity — S e 1A TR
(480mL) H1 AN (+) — 10 — RN AR (4. 2g) FANEF3E[1,3— M (2,4, 6— = FHILIIL) bRk
bt —2— M) "5 (IR0 — D 47 (5 R GrubbsfE{EH]) (360mg) , HIHAH]
T3/ N o 18 IS A Grubbs L 71 (360mg) , FFIIAANIET AT LN o 36 SN I 122 =08, IRIR
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PR ATBRIR 8 KA R AN & Sk ek, G/ KRR T8 o 8 2 T80 R
T4 % B TRERHE =4 L e/ TR G 1 A TS ), A3 2P R 8U L 54 (6. 398) «
[1568]  MS(ESI)m/z:618 (M+H) *.

[1569]  'H—NMR(CDC1,) §:8.39 (1H,s) ,8.11(2H,m) ,7.99 (2H,m) ,7.96 (2H,m) ,7.57—7.52
(3H,m) ,7.42—7.35(6H,m) ,6.83 (1H,d,J=2.9Hz) ,6.76 (1H,d,J=10.7Hz) ,6.43 (1H,dd,J
=5.1,3.2Hz) ,6.33(1H,t,J=5.9Hz) ,6.12 (1H,m) ,5.61 (1H,brs) ,4.83 (1H,m) ,4.78 (1H,
dd,J=12.2,3.9Hz) ,4.63(1H,dd,J=12.0,4.6Hz) ,4.16 (2H,m) .

(15701 (T J%5)

[1571]  2—B—D—WEmikzhit—6,7— — A —20—1,2,3,5,6— A ALK I [cd] B
(15721 £ R T4 RS 2 549 (620mg) (1) HHFE (10mL) — PUZMAE (5. 0mL) T 57
o AR SR N IIN TS A PRI (1. OM, 0. 10mL) , £F [FIFEAOTELEE R Btk 18/ NI o 11 [ B
WO INERFRF NS , BEA TR M 4 o 4 52k B W) AR AR IR AT [ S H e/ HH R 1 b A TRS il L 43
FIFREUL G (279mg) o

[1573]1  MS(ESI)m/z:306 (M+H) *.

[1574]  'H—NMR (CD,0D) 8:8.23 (1H,s) ,6.79 (1H,m) ,6.22—6.17 (2H,m) ,4.74 (11, t,]=
5.1Hz) ,4.42(1H,t,J=4.6Hz) ,4.14(2H,dd,J=5.9,1.5Hz) ,4.11 (1H,q,J=4.1Hz) ,3.81
(1H,dd,J=12.4,3.2Hz) ,3.68 (1H,dd,J=12.4,4.6Hz) .

(15751 (1 J36)

[1576]  2—{2—0— [RCT A (D) IR L] — 3,56 —0— (. — 38U T BRI D) —
B—D—EmAZRIL) —6,7— "4 —20—1,2,3,5,6— fi &K [cd] BE

[1577] i ok T s 2l &t (2.81g) , LS ST B LI T LRIRER T B3 T
N3RS A (4.72g) .

[1578]  'H—NMR(CDC1,) 3:8.38(1H,s),6.85(1H,dt,J=11.0,1.4Hz) ,6.28 (1H,s) ,6.16—
6.08(1H,m) ,5.78 (1H,brs) ,4.71—4.63 (2H,m) ,4.39(1H,dd,J=9.0,5.1Hz) ,4.22—4.10
(3H,m) ,3.96 (1H,dd,J=10.6,9.0Hz) ,1.11(9H,s) ,1.05(9H,s) ,0.90(9H,s) ,0.11 (3H,s) ,
0.09(3H,s) .

(15791  (T.FF7)

[1580] 2— {2—0— [T F& (D) FIRERERE] — 3,56 —0— (. — 38U T BRI —
B—D— KM AZ RIS} —6,7,8,9—PU%—2H—1,2,3,5,6 — LA I [ed] B

[15811  fF R T 6 s B i &9 (2. 12g) (P SR (20mL) J7RH I TR (BB
EE3TH) 10% 50k (AD) wet (0.82g) , fEA U M =il M3/ NI R L Al R 2 0m
PV AR A TIE VG R M 4 o 2% B W R AE IE AT [/ SR Ol ) A TR A1
RIS (2.09g)

[1582]  'H—NMR (CDC1,) 8:8.29 (1H,s) ,6.33 (1H,brs) ,6.27 (1H,s) ,4.70 (1H,d,J=
4.7Hz) ,4.62 (1H,dd,J=9.6,4.9Hz) ,4.39 (1H,dd,]J=9.0,5.1Hz) ,4.21—4.08 (1H,m) ,
3.95(1H,dd,J=10.4,9.2Hz) ,3.65—3.58 (2H,m) ,3.15—2.99 (2H,m) ,2.22—2.10 (2H,m) ,
1.11(9H,s),1.05(9H,s) ,0.90(9H,s) ,0.10(3H,s) ,0.09 (3H,s) .

[1583] (T J8)

[1584] 6 — KMWmL —2— {2—0— DT 2 (D) ki it ] —3,5—0— (C—fUT &
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K REREHE) —B—D— KA ML) —6,7,8,9— U4 —20—1,2,3,5,6— FL AR [ed]
B

[1585] i [f] ok TR 7Ar R 21 &9 (2.09g) , DA S 92ie il T F ARy b1 &
N, AR S S (2.23g) .

[1586]1 'H—NMR(CDC1,)&:8.19 (1H,s) ,7.47—7.40 (3H,m) ,7.33—7.28 (2H,m) ,6.34 (1H,
s),4.72(1H,d,J=4.7Hz) ,4.66 (1H,dd,J=9.4,4.7Hz) ,4.49 (1H,dd,J=14.7,8.0Hz) ,
4.40 (1H,dd,J=9.0,5.1Hz) ,4.24—4.09 (2H,m) ,3.96 (1H,dd,J=10.6,9.0Hz) ,3.26—
3.11(2H,m) ,2.45—2.23 (2H,m) ,1.12(9H,s) ,1.05(9H,s) ,0.90 (9H,s) ,0.12(3H,s) ,0.10
(3H,s) .

(15871  (1J39)

[1588] 6 —KHIRFE —2 — {5—0— W (4 — IS LRI OREL) L] —2—0— [H] 3
(L) IRk e ] —p—D— ki iz} —6,7,8,9—PU%A —20—1,2,3,5,6 — LLAZK
H-led] B

(15891 i [f] I3k T F8Arig 2 & (2.23g) , A5 92l T 55k b1
N3RS A (2.69g) -

[15901  'H—NMR (CDC1,) §:8.22 (1H,s) ,7.55—7.51 (2H,m) ,7.46—7.36 (7TH,m) ,7.32—
7.26(2H,m) ,7.26—7.16 (3H,m) ,6.80—6.73 (4H,m) ,6.43 (1H,d,J=5.5Hz) ,5.32 (1H,t,]
=5.5Hz) ,4.43(1H,dd,J=14.3,8.0Hz) ,4.34—4.29 (1H,m) ,4.25—4.13 (2H,m) ,3.78 (3H,
s),3.77(3H,s) ,3.46 (1H,dd,J=10.4,3.3Hz) ,3.17—3.05(3H,m) ,2.79 (1H,d,J=3.5Hz) ,
2.40—2.19(2H,m) ,0.82(9H,s) ,0.03 (3H,s) , —0.13(3H,s) .

[15911 (T F¥10)

[1592] 6 —AHfIE —2— (6—0— D (4—HAERED) ORR) 3] —2—0— [T 24
(D) ARG ] —3—0— {CQ—F{UROHRD) [ (W —2—50) UL 2L} —B—D— Pk
ki) —6,7,8,9—PU%S —2H—1,2,3,5,6— A ALK [cd] B

[1593]  {di[f] Bk TJF9RT S 20L& (2.69g) , DA S2iE oI5 T AR e etk T
N7, 73 2 8 - E g IR e AR TR A AEXN IR AR EE =6 : 4) JTE PRSI E & ¥
(2.939) .

[1594]  'H—NMR (CDCL,) §:8.22(0.4H,s) ,8.21 (0.6H,s) ,7.56—7.50 (2H,m) ,7.44—7.37
(7TH,m) ,7.28—7.18 (5H,m) ,6.81—6.73 (4H,m) ,6.44 (0.6H,d,J=6.3Hz) ,6.40(0.4H,d,J
=6.3Hz) ,5.34—5.28 (1H,m) ,4.47—4.35(2.4H,m) ,4.32—4.26 (0.6H,m) ,4.25—4.16
(1H,m) ,4.03—3.84 (1H,m) ,3.80—3.73 (6H,m) ,3.69—3.44 (4H,m) ,3.18—3.00 (3H,m) ,
2.73—2.59(1H,m) ,2.40—2.19(3H,m) ,1.22—1.14 (8.4H,m) ,1.01 (3.6H,d,J=6.7Hz) ,
0.76 (3.6H,s) ,0.74(5.4H,s) ,0.02(1.2H,s) ,0.01 (1.8H,s) ,—0.12(1.8H,s) ,—0.15
(1.2H,s) .

[15951 (T Frll)

[1596]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7 — (6 —%d 3k —9H—MEKS —9—FL) —15,
16— RT3 (L) ke 3L 3E) —2,10— W Gdd) —14— (6,7,8,9— 04 —
2H—1,2,3,5,6— H B [ed] BL—2—J%) J\ % —2H, 10H, 12H—5,8— FIi7F—21°, 100" —
W [3,2—1101,3,6,9,11,2,10] fi58 28— BEEA-T- D0k — 2,10 — —fifi
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[1597]1 i iR T L0F S 21L& %) (1. 04g) , DL S Sl TR 71 RE 5 04 TS
N, 1356 — ZK T E —2 — {2—0— [RUT 36 (T HEL) IR L] —3—0— (T REEREE) —
B—D—IkmiEAZmL) —6,7,8,9— U —20—1,2,3,5,6 — HAZKEI [cd] B LA -
2 NS TERANTTE (Cool Pharm) N — 2K AL — 5 —0— DI (4 — PSR EY) OF
F) ] —3 —0— [T & CEHED) b ] — 20 —0— {Q—H AL [~ (H—2—
FL) SR L) IR (1.20g) , LA S SEjE 01 L8 S il 9. S il T L0[AI AR
PRI TIRON, A3 2B B AR S A AT A T s S - F )28 ZHPLC [ 10mM
R = ORI G, I 25% —50% (045 — 3545) TR 1~ F i ExHie Ay gk
T8 A3 2 bR UL AP A e A 41 (15meg) FIAEHI AL 42 (55mg) (HPLCIR) f: B4 It
[B] : RN A R 12) .

[1598] XSS Aa A1 (AR )

[15991  MS(ESI)m/z:959 (M+H) *.

[1600] XS SA A2 (Ritlett)

[16011  MS(ESI)m/z:959 (M+H) *.

[1602] (T fr12—1)

[1603] X (N,N— /K7 %) (5R,7R,8R,12aR, 14R, 15R, 15aS, 16R) —7 — (6 — 5 3L —
OH— MMy 9 J) —15,16— FH—2, 10— "Mt —14— (6,7,8,9— U —20H—1,2,
3,5,6— FLA 2RI [ed] B —2—3%) J\& —2H, 10H, 12H—5, 8 — HI#fF — 21", 10A” — kAR -
[3,2—111[1,3,6,9,11,2,10] FL5E 28 AT PUBE—2, 10— (ks Eh)

[1604]  fF Bk T/ F LT IR S W) QENISEAAR D (20mg) MM = 4 = AR £k
(ImL) , 7F45°C RHERE2/INIE o 28 S I FR TN VKES IO IMBR IR S, — B 52Kk (3mL) FlT=.2,
Jii (ImL) FROVR A PATRUE SR 45 1 « FSep —Pak (M RTAR) C18[0. 1% =LK/ i, S -
0% —17% I A TRS I, 73 2FR8UE 5% (15mg) -

[1605]  MS(ESI)m/z:731 (M+H) .

[1606] (T fr12—2)

[1607] X (N,N— /52 %) (5R,7R,8R, 12aR, 14R, 15R, 15aS, 16R) —7 — (6 — 5 3L —
OH— MMy 9 J) —15,16— " FH—2, 10— "Mt —14— (6,7,8,9— U —20H—1,2,
3,5,6— FLA 2RI [ed] B —2—3%) J\&—2H, 10H, 12H—5, 8 — HI#fF — 21", 10A” — kAR -
[3,2—111[1,3,6,9,11,2,10] FLoE 28 AT PUH—2, 10— (ks Eh)

[1608] i f{] 3R T /7 LIATS 21 &4 AR A9 1k2) (43mg) LAY FiR T Fr12—11H]
FE T R T IO A3 2 bl 59 (34mg)

[1609]  MS(ESI)m/z:731 (M+H) ".

[1610] (T FF13—1)

(16111  —44 (5R,7R,8R,12aR, 14R, 15R, 15aS, 16R) —7— (6 — 24k —9H— W — 9 Jb) —
15,16 — ¥k —2 10— Mt —14— (6,7,8,9—PUA —20H—1,2,3,5,6 — A A k)T
[ed] B —2—J5) )\ —2H, 10H, 12H—5,8 — FIFF—22°, 100" — Wk 9 (3,2—1][1,3,6,9,
11,2,10] FAAZ R HPUM —2, 10— W (k)

[1612]  (HEXSHL AL

[1613] ] FiR T r12— 1IR3 29 &9 (16mg) |, LAS ST BIL 1y LIRTR i [0

155



CN 118846110 A W OB P 150/357 7

ER T FIRE T R TR A AR 2B S AR U A AR TR S (12mg)
[1614]  MS(ESI)m/z:731 (M+H) *.
[1615]  'H—NMR(CD,0D) §:8.79 (1H,s) ,8.18 (1H,s) ,8.14 (1H,s) ,6.37—6.34 (2H,m) ,5.50
(1H,dd,J=10.8,5.3Hz) ,5.40—5.33 (1H,m) ,5.06 (1H,dd,J=4.5,2.9Hz) ,4.94 (1H,d, J=
3.5Hz) ,4.67—4.30 (4H,m) ,4.03 (1H,ddd,J=12.5,6.1,2.2Hz) ,3.93 (1H,dt,J=18.1,
6.1Hz) ,3.58 (2H,d,J=7.4Hz) ,3.02 (2H,t,J=5.9Hz) ,2.18—2.04 (2H,m) .
[1616]  *'P—NMR(CD,0D) 8:56.5(s) ,54.2(s) .
(16171 (T F713—2)
(16181 %4 (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 24k —9H— W — 9 Jb) —
15,16 — ¥k —2 10— Mt —14— (6,7,8,9—PUA —20H—1,2,3,5,6 — A A k)T
[cd] B —2—3%) J\%A —2H, 10H, 12H—5,8— FFI#fF —21°, 10A° — k9 [3,2—17(1,3,6,9,
11,2, 10] FLAEA —BEA VOB —2, 10 — W (Bl £h)
[1619]  (EXSHL A 1A2)
[1620] (] iR T 12— 2R3 2N & (34mg) |, DA STt il Ty 1L ATk (1) LRG3y
ERER TR T AT SR A A3 BIFR UL S P AN I A A TR 54 (28mg < AR 4
ﬁitb:‘l:l)o
[1621]  MS(EST)m/z:731 (M+H) *.
[1622]  'H—NMR (CD,0D) §:9.16 (0.2H,s) ,8.85(0.8H,s) ,8.19(0.2H,s) ,8.17(0.8H,s),
8.14(0.8H,s) ,8.13(0.2H,s) ,6.38—6.30(2H,m) ,5.67—5.61(0.8H,m) ,5.57—5.36
(1.2H,m) ,5.22(0.8H,dd,J=5.9,4.3Hz) ,5.10(0.2H,t,J=4.5Hz) ,4.64—4.26 (4.8H,m) ,
4.16—4.10(0.2H,m) ,4.05—3.98 (1H,m) ,3.86—3.79 (1H,m) ,3.62—3.54 (2H,m) ,3.07
(1.6H,t,J=5.7Hz) ,2.98(0.4H,t,J=5.9Hz) ,2.17—2.04 (2H,m) .
[1623]  *'P—NMR(CD,0D) 3:63.5(s) ,63.4(s) ,60.0(s) ,59.9(s) .
[1624] 5775120 : CDN20MH) 5 %,
[1625]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7 — (6 — 24 L —9H—MEMS —9—FL) — 14—
(8,9— —H —6—"df—2,3,6— =% AIf[cd] BL—2 (TH) — %) —15,16— _F2H—2,
10— (%L J\ % —2H, 10H, 12H—5, 8 — FIffF —2)°, 100" —WmgFf[3,2—11[1,3,6,9, 11,
2,10] A A B PA T PA P —2, 10— i

7N\

0 N )0
HS-P o] —

[1626] = O—P-SH
HN—{ N o

20
20a ( dexntpedafkr )
20b ( dextmrFagtke )

[1627] [ plckiz]
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N -rr_N\ Bn
N \)—m ‘ N - . N -0
L1 \3\ LFF2 o N_/Ll
ol TB, P L oS
£ X—fS*o ‘0-TBS -—\—'S"O'. ‘0-TBS
HO OH 7 7
% )
B N
N ‘}—0 N =0
T3 ,..H, ?, \}\:x L4 HOVN"'/
o \J \
\r 9|=I0 ‘0-TBS OH S-Sio” ‘o-tBS )
/ AN £ . OH
| -1
o
N =
N %0 L N
= ) o=\ ¥ T
LFF5 J L6 s, \ N / Yy L7
—— 0,--./ \?._N\/‘--J y OL{ \rf}‘/l .
g ¥ - N__.#
N-sioo.1es ® T
/l\ HO  'O-TBS
[1628]
Y
o
o, & f N Bz
A~V NN
o WO\_‘(O ’3: \ "
— 2 S N
- Q0 e B L o
i N TBS-O; O == = )
,0“/‘*“\\/ Nr}—D J\ P ~_CN 0 o ‘\(0 N~
/o = ) b e — 1
ok L(iVN P [J58 NN~ O o-TBS
Rl / H = 0-P-SH
/J\ o ‘o-TBS BN 4 JN o
n-Pro~CN z N
N N W0
. 9 1ms N B0 . Na®' O N )"
LFF9-1 “§-P—+0 LH-10-1 S-P
. - o > - O OH
[J79-2 0 0 NOyN LFr10-2 k" ? =i
a@is S »
N&“‘glq—-Ko o] D-TBSK o N"\ /“‘-\ 0 OH
= 0-P-s~ N N ’ N—2 = 0-P- o
H,N ; H o]
L W - (R [ )

[16291 (T F¢1)

[1630]  7—{2—0— DRUT 3 (CH3D) HRERERE] —3,5—0— (. — U T 3R PR L) —
B—D—MRMAZ AL —4 — A — b5 — ML — TH— Mg I [2, 3—d ] meing

[16311 i ISk A1 (J . Med . Chem. 2008 ,51, 3934 —3945) [F)4 — S — 5 — ik —7—p—
D— PR AZ L — TH— IS [2, 3 —d 1WEIE (3.15¢) , LS S T e LIRRER 5 g4 T
[N, FFBR RS A (2.979) .

[1632] 'H—NMR(CDC1,) §:8.62(1H,s) ,7.38(1H,s) ,6.18 (1H,s) ,4.53—4.47 (1H,m) ,4.44
(1H,d,J=3.9Hz) ,4.24—4.18 (2H,m) ,4.06—3.98 (1H,m) ,1.09 (9H,s) ,1.05(9H,s) ,0.92
(9H,s) ,0.13(3H,s) ,0.12(3H,s) .

[1633] (T2

[1634]  4— (FHEID) —7— {2—0— [B ] 28 (CHED) HAdbe ] —3,6—0— (C—4 T
FERPRERERY) —B—D— BRI Az — b5 — AlLRE — TH— M (2, 3 — d I

[1635] YE PR T RIS EICEY) (4.97g) FIHEIERS (1.0mL) FIPYZRIH (50mL) AR
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W AEVRES N IMNE AN AT 37 % W W) (426mg) , FHiR & =il S HE— 3% Ak b
[ SN IR TN AT U 3 KA TR AT SN A 1 o K SR T TR IR 2 U , K oA &
ARG BANUZ , IIOKIRER BN T T8 38 5T 1), R F ik 4 o 4 5% B8 W T RE IR
FEENT [ LS/ SRR ORI A TR AR 2P R UL 59 (3. 38¢)

[1636] 'H—NMR (CDC13)8:8.43(1H,s) ,7.62—7.57 (2H,m) ,7.43—7.37 (2H,m) ,7.36—
7.30 (1H,m) ,7.13 (1H,s) ,6.15(1H,s) ,5.65 (1H,d,J=13.7Hz) ,5.62(1H,d,J=13.7Hz) ,
4.50—4.43(2H,m) ,4.27(1H,dd,J=9.2,4.9Hz) ,4.21—4.12(1H,m) ,4.01 (1H,dd,J=
10.4,9.2Hz) ,1.09(9H,s) ,1.04(9H,s) ,0.91 (9H,s) ,0.12(3H,s) ,0.11 (3H,s) .

(16371  (TJ%3)

[1638]  4— (ILAED) —7—{2—0— [T B (D) RS IE] —3,5—0— (. —AUT
SR RS —B—D— PRIz L) — 56— B — RN —1 — P —1— ) —TH—MEngIf[2,
3 —d]mEng

[16391  fii [ Fik T FE2fr S 2L & (3.38g) 2 — B — 1 —JE (1.35mL) , 5 S Wik
W E, LA S T 2[R - T IO, AR BIR R S (2. 22¢)

[1640] 'H—NMR (CDC13)6;8.46(1H,s) ,7.59—7.55(2H,m) ,7.43—7.33(3H,m) ,7.22 (1H,
s),6.16(1H,s) ,5.60(1H,d,J=12.7Hz) ,5.57(1H,d,J=12.7Hz) ,4.51—4.41 (4H,m) ,4.27
(1H,dd,J=9.5,5.0Hz) ,4.19(1H,dt,J=9.9,5.0Hz) ,4.01 (1H,dd,J=9.9,9.5Hz) ,1.52
(1H,t,J=6.3Hz) ,1.08(9H,s) ,1.04(9H,s) ,0.91 (9H,s) ,0.13(3H,s) ,0.11 (3H,s) .

[1641] (T 4)

[1642]  7—{2—0— [ECT & (CCHEL) FIREGTE] —3,56—0— (. —aU T B Rl D) —
B—D—MRMR L) —5— 3 —FEENIL) —3,7— A —4H— &I [2, 3 —d] msiE —4 — il
[1643] i Bk TFE3prfR 20 A (3.38g) , B SN IA 54 R FHEE (20mL) — POk
(20mL) PITE SR, LA S 19 T e TIRIRE R 5 T3 bA T O, 3 BIFRAE 59 (0. 92¢)
[1644] 'H—NMR (CDCl3)8:11.36(1H,brs) ,7.86(1H,s) ,6.69 (1H,s) ,6.10(1H,s) ,4.48
(1H,dd,J=9.2,4.9Hz) ,4.37(1H,d,J=5.1Hz) ,4.23(1H,dd,J=9.3,4.8Hz) ,4.16 (1H,dt,
J=9.8,4.8Hz) ,4.02(1H,dd,J=9.8,9.3Hz) ,3.84 (1H,t,J=6.3Hz) ,3.58 (2H,dd,J=
11.9,6.1Hz) ,3.03—2.90(2H,m) ,1.86(2H,s) ,1.09(9H,s) ,1.04 (9H,s) ,0.90(9H,s) ,0.10
(6H,s) .

[1645] (T J%5)

[1646]  2—{2—0— [RCT F (L) FIREERGTE] —3,56—0— (2 —aU T B Ak D) —
B—D— KM AZMIL) —2,7,8,9— DU —6—"Afk—2,3,5— =& ZhH [cd] B

[1647] {5 R TJPART3 2l &9 (0. 92g) [P PR (32mL) IS AR /K ¥ R IIAN=
FEEEE (0.62g) FIMEAL R0 — SRR (0.47mL) , FH 28 220 ek 1/ NI B3 OB IRk FE Ik
Ui la , Bk B TR 24T [ e/ R OB 1 A RS A 2 A8 59 (0. 77g) -

[1648] 'H—NMR (CD613)6;8.44(1H,5) ,6.85(1H,s) ,6.19 (1H,s) ,4.56—4.51 (2H,m) ,
4.50—4.44 (2H,m) ,4.35(1H,dd,J=9.5,5.0Hz) ,4.17(1H,dt,J=10.0,5.0Hz) ,4.00 (1H,
dd,J=10.0,9.5Hz) ,2.98—2.92 (2H,m) ,2.28—2.20 (2H,m) ,1.10 (9H,s) ,1.05(9H,s) ,
0.91(9H,s) ,0.12(3H,s) ,0.11(3H,s) .

(16491 (T J36)
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[1650]  2— {5—0— [ (4— S IIRIL) CRED) L] —2—0— DT B (2R FRREERT
F] —B—D—WRMgAZEL} —2,7,8,9— DU —6 — K —2,3,5— = &4k FH [cd] B
[16511  {di [ ik T s 2k &9 (0.95g) , DL S 52w Bil T sk ik T
N AR S S (1.13g) .

[1652]  'H—NMR(CDCL,) §:8.42(1H,s) ,7.48—7.43 (2H,m) ,7.37—7.21 (7H,m) ,7.19 (1H,
s),6.85—6.79 (4H,m) ,6.35(1H,d,J=5.4Hz) ,4.71 (1H,t,J=5.4Hz) ,4.55—4.48 (2H,m) ,
4.35(1H,dd,J=8.2,4.3Hz) ,4.22(1H,q,J=3.0Hz) ,3.79(3H,s) ,3.79(3H,s) ,3.53 (1H,
dd,J=10.6,3.1Hz) ,3.37(1H,dd,J=10.6,3.1Hz) ,2.80(1H,d,J=4.3Hz) ,2.71 (2H,t,]=
5.5Hz) ,2.23—2.15(2H,m) ,0.83(9H,s) ,—0.04 (3H,s) ,—0.16 (3H,s) .

[1653] (T 1)

[1654]  2— (5—0— [ (4— S IEIRIL) CRED) L] —2—0— DR T B (2D FRREERT
] —3—0—{Q—FELHID [— (N—2—30) s L) —B—D—WemikzpiEL) —2,7,
8,9— A —6—"A—2,3,5— =% ZAIf [cd] BE

[1655]  {ifi [T iR T F6Rrig R nb & (1. 13g)  AS H FRE AL EZ0T (O CFR O BR/
0.1% =1 BRI AN, PLS S35 L AR R 5 153 T SO, 753 B0 - g EXT ik
ARG QERL A AL =6 4) FERIPRE L &4 (1.00g) -

[1656]  'H—NMR (CDC1,) §:8.41(0.4H,s) ,8.39(0.6H,s) ,7.51—7.43 (2H,m) ,7.39—7.17
(8H,m) ,6.85—6.79 (4H,m) ,6.34 (0.6H,d,J=6.7Hz) ,6.30(0.4H,d,J=5.9Hz) ,4.82
(0.6H,dd,J=6.7,4.THz) ,4.76(0.4H,dd,J=5.9,4.7Hz) ,4.55—4.47 (2H,m) ,4.43—4.35
(1.2H,m) ,4.30—4.25(0.8H,m) ,4.05—3.85(1H,m) ,3.81—3.76 (6H,m) ,3.70—3.47 (4H,
m) ,3.32—3.24 (1H,m) ,2.79—2.64 (3.2H,m) ,2.31(0.8H,t,J=6.5Hz) ,2.23—2.14 (2H,
m ,1.20—1.15(8.4H,m) ,1.03(3.6H,d,J=7.0Hz) ,0.75(3.6H,s) ,0.73(5.4H,s) ,—0.03
(1.2H,s),—0.08(1.8H,s) ,—0.20(1.2H,s) ,—0.22(1.8H,s) .

[1657] (T F%8)

[1658] N— {9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15, 16— X { [F ] 3L (L) H
b AL H I —10— @ —FIEC AR — 14— (8,9— — A —6—"Af—2,3,5— =%F A If
[cd] B —2 (TH) —3) —2 —Mraa it — 2 — ik — 10— W& e/ \ & —2H, 10H, 12H—5,8 — I
B —20°, 100> — Wk [3,2—11[1,3,6,9,11,2,10] Fi 582 R DU —7 — FE] —9H—
MRS — 6 — 3L} oK e fi

[16591 il Fak TR 7321 &4 (1.00g) , LS 52l T FE 7 RFE 330 T
R, A3 82— {2—0— DRUT 2 (3R IR L] —3—0— (AL —B—D—RRIAZ i
£} —2,7,8,9—PU% —6—A K —2,3,5— =FAIKH [ed) B A i TZ AR
514 (Cool Pharm) [AN—FKFIEILE —5 —0— DI (4— FIAE3E R EL) (GREL) I3E] —3 —
0— [RUT 3 (T H3D) k] — 2 —0— { @ —FUIE 5D [ (B —2—30) 2L ] AL
JRH (1.28g) , LA S 9ZhEHI1 T 8 Sk B 1T oM AR 75 - T B, 43 BT B &5
P S X A R L TR S R S A X S A AR 2T S o

[1660] XSS ALfAL (AR )

[1661]  MS(ESI)m/z:1116 (M+H) *.

[1662] RN A9 1AL (Rl tt)
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[1663]  MS(ESI)m/z:1116 (M+H) *.

[1664] (T F9—1)

[1665] X (N,N— /K7 %) (5R,TR,8R, 12aR, 14R, 15R, 15aR, 16R) —7 — (6 — 5 3L —
OH—WEM —9— L) — 15,16 — A { [ T 5 (D) FRE e ] 33t — 14— (8,9 — & —
6— 1K —2,3,56— =% H [cd] BE—2 (TH) — L) —2,10— —#E 5L/ VA —2H, 10H,
12H—5,8— FI#fF— 20", 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 0 (i £h)

[1666] (]S EM PR TIF8Hr S 2 & (AR AR LIRS ) |, LA S
LT LORIAE T A T OB, 3 BRUA N 1 RSl 2541 A TRS i, 738 = S B X hs
AU G (73mg) .

[1667] [R5 SR JHPLC [10mM TR = & 5L B /KW O, OG5 :30% —60% (043 — 35
3]

[1668]  MS(ESI)m/z:959 (M+H) .

[1669] (T J59—2)

[1670] X (N,N— /5 %) (5R,TR,8R, 12aR, 14R, 15R, 15aR, 16R) —7 — (6 — 5 3L —
OH—WEM —9— L) — 15,16 — A { [ T 5 (D) FRE e ] 33t — 14— (8,9 — & —
6— 1k —2,3,56— =% FH [cd] BE—2 (TH) — L) —2,10— 5L/ VA —2H, 10H,
12H—5,8— FIffF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 8 (i £h)

(16711 (LSRN _FaR TIF8HrS 2 & (AR R k2R E) |, LA S
LT LORIAE T A T RN, 3 B UL N 1 RSl 2541 A TRS ), 138 = S B X hs
BUL G (58mg) .

[1672] DRSS JHPLC[10mM TR = & BB /KIS O I :25% —50% (043 — 35
3]

[1673]  MS(ESI)m/z:959 (M+H) *.

(16741 (T F10—1)

(16751 4%/ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 24k —9H— W — 9 Jb) —
14— 8,9— " &H—6—"AMK—2,3,56— =% 4K H [cd] BL—2 (TH) — L) — 15,16 — —F£FE—
2,10— "L\ —2H, 10H, 12H— 5,8 — FIF — 2A°, 100" —kmg ) [3,2—11[1,3,6,9,
11,2, 10] FLAEA —BEIA-PObe—2, 10 — W (Bl £h)

[1676]  (EXHFAGARL)

(16771 ] FIA T 99— LA R &) (68mg) , LS S 19 T 712 — LRER 5 2
AT OV, A S ST 01 T L LTl ) Dtttk ] R  ih b A T3 it , 13 2nL L
“W (42mg) o

[1678]1  MS(EST)m/z:731 (M+H) ".

[1679]  'H—NMR(CD,0D) §:8.73 (1H,s) ,8.31 (1H,s) ,8.17(1H,s) ,7.36 (1H,s) ,6.38 (1H,d,
J=4.7THz) ,6.34 (1H,d,J=8.2Hz) ,5.42—5.34 (1H,m) ,5.24—5.16 (1H,m) ,4.86—4.81
(2H,m) ,4.64—4.29 (6H,m) ,4.12—4.01 (2H,m) ,2.98—2.81 (2H,m) ,2.28—2.13 (2H,m) .
[1680]  *'P—NMR(CD,0D) 8:58.2(s) ,54.4(s) .
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[1681] (T F10—2)

[1682] 4/ (5R,7R,8R,12aR, 14R,15R, 15aS,16R) —7— (6 — 2k —9H— W —9 L) —
14— 8,9— " H—6—"AMK—2,3,56— =% 4K H [cd] BL—2 (TH) — L) — 15,16 — —FrFE—
2,10— AL\ —2H, 10H, 12H—5, 8 — I —2A°, 100" — kg - [3,2—1111,3,6,9,
11,2,10] FHAAZ R FPUM —2, 10— W (s Eh)

[1683]  (IEXSHLSFAG1A2)

[1684]  f#i ] iR T FF9—2Fr 3B &%) (58mg) , LA S St 19 T 12 — LIRER) 5 2
AT OV S, A S ST 01 T L LTl ) Dtttk ] R ik b A T3 it , 13 2 s L
Wy (35mg) -

[1685]  MS(ESI)m/z:731 (M+H) .

[1686]  'H—NMR(CD,0D) 8:8.81(1H,s),8.31(1H,s) ,8.17(1H,s) ,7.38(1H,s) ,6.41 (1H,d,
J=6.7Hz) ,6.34 (1H,d,J=8.6Hz) ,5.56—5.41 (2H,m) ,4.87 (1H,m) ,4.64—4.27 (7TH,m) ,
4.06—3.99 (1H,m) ,3.92—3.88 (1H,m) ,2.99 (2H,t,J=5.5Hz) ,2.28—2.19 (2H,m) .*'P—
NMR (CD,0D) §:63.1(s) ,60.5(s) .

[1687]  SCjiEf21 : 29 e - 1IN &k

[1688]  [HhliiEiE]

: H
) i - A 5
HO : \___N\_]T " N.goc HO -~y ] N _MNH3 clp .
o H j o H o H ) g H 07~
Cr [ Fr
; |
) o {{ b,
[N e
(NN
o 4
o \__-_‘:/ =
) 0 0 u o { 7
W T
Ig 2 i HO"I/‘\ N \r N“\f"—“N \__N‘Y .\__,_.-.\H) \ Iﬁ 2
o H o H o L)
Nl
= &
~N H
Na* @ N 9N
s-P 0 < )
0 oH\ O N S ~N H
— L 0 NTYN
N“"N=“g-~ © OH £ 2 o )
== 0-p-s~ o OH'-..,_II, N,
o={ N O Na - \ /
— NTN"g4~ O OH ;
f \ \ { - - - f
od e A \ =4 0-P-s . +
0= =0 AR } d N~ N__-
N s} { ] o= N N N
O 9w S RS el T S el
N ».]/ YMN. " .\1’\.._, N \I L VN
H H Il o o o ¢ N
o HJ o o () > H o o K/
C - BN i A N a Il N R P
. LN Y ONTY Y NV TY TN
Y o H J o H o Ji
Y -
)

mwEEz

(16901 (T F1)

[1691]  N— (83 (azaniumyl) O30 H2AMEEE — L — RN 24 H 448 — i O R Eh
[1692] {1785 (BACHEM) [FIN— (R ] S L) H Wit H e dt — L — R B N e H
SR (3.00g) 1) S (30mL) AR, A2 %0 M IIAN =3 AR (15mL) |, £E R #ids
NI 5 BN IR e A e T R R PR A T IR e 4 o it — 2P HE A2 20K 2R R A
KRR — K (100mL) IR EHR G , I8 2IFREUL S (3. 27g) [FAH 4.

[1693]  MS(ESI)m/z:337 (M+H) ".

[1694]  'H—NMR (DMSO—d,) 5:12.60 (1H,brs) ,8.48 (1H, t,J=5.6Hz) ,8.44 (1H,t,]=
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5.9Hz) ,8.31 (1H,d,J=8.8Hz) ,7.97 (3H,brs) ,7.28—7.16 (5H,m) ,4.58 (1H,m) ,3.87 (1H,
dd,J=16.8,5.6Hz) ,3.78 (2H,d,J=5.9Hz) ,3.67 (1H,dd,J=17.1,5.4Hz) ,3.56 (2H,brd, J
=4.4Hz) ,3.05(1H,dd,J=13.7,3.9Hz) ,2.74(1H,dd, J=13.7,10.3Hz) .

[1695]1 (T %2

[1696] N—[4— (11,12— KA 2RI [b, F1EAIFFEPUM —5 (6H) — L) —4— ik |
P ] U H Ut — L — R N e i H = R

[16971 4 AR TR 1R 254 (2.09g) [N, N—  FHEL FREZ (46 . 4mL) 75 FR I
=R (0.804mL) Il — {[4— (11,12— — K&~ 2KFF [b, F1RA AU —5 (6H) —3L) —
4— AL T WL ] S L RS e —2,5— T (1.87g) , FE =i FHEFEE2 1/ INI o 6 S it s
el K B A EAT [ SR b/ BRE 1 3E A RS 6 AE A3 B A S0 — S P B iA T
HOIMN - C AR B AR, T BT 2 b8 59 (2. 10g) -

[1698]  MS(ESI)m/z:624 (M+H) *.

(16991 'H—NMR (DMSO—d,) §:8.20—7.91 (4H,m) ,7.68—7.13 (13H,m) ,4.98 (1H,dd,J=
13.9,3.2Hz) ,4.51—4.46 (1H,m) ,3.73—3.47 (7TH,m) ,3.00 (1H,dd,J=13.9,4.1Hz) ,2.73
(IH,t,J=11.7Hz) ,2.67—2.57 (1H,m) ,2.29—2.22 (1H,m) ,2.06—2.01 (1H,m) ,1.80—
1.73 (1H,m) . (e Ak 1 BRX0 ) oz 15)

[1700] (T F3)

[1701] 2,5 — “ P ML ot — 1 —FEN— [4— (11,12 — — KA K [b, f1 A4 AT
Mr—5(6H) — 58 —4— ik Tt ] H 2t H 2l dt — L — AR N U H RS
[1702] £ R T 2R3 2154 (2. 10g) [N, N— Z FHELFRPERZ (33 7mL) A FR I
N— B LB AR e (426mg) A1 — £ 3 —3— (3— LGN 5L — B 0 e h e 2h
(710mg) , 7RG P& MR L6/NN o BSOS i T — S Be e a , TIAROKBERR3 ¢, 1]
JC7KIRFR ENEA T T8 o B8 25 T30 R R TR R s e i o AE IR PR B B b NN R LT il 1]
PRATH RHR IR 2 tilR 25, e 21 R AR I\ — C3EBE SR RHR S |, L 815 2
Prdlt 5 (2.18g) -

[1703]  'H—NMR (DMSO—d,) §:8.74—8.69 (1H,m) ,8.16—8.08 (2H,m) ,8.00—7.93 (1H,m) ,
7.71—7.15(13H,m) ,5.00 (1H,dd,J=13.9,3.0Hz) ,4.55—4.49 (1H,m) ,4.27 (2H, t,J=
6.0Hz) ,3.77—3.68 (1H,m) ,3.64—3.50 (4H,m) ,3.02 (1H,dd,J=13.9,4.2Hz) ,2.82—2.73
(5H,m) ,2.69—2.58 (1H,m) ,2.33—2.24 (1H,m) ,2.10—2.02 (1H,m) ,1.83—1.75(1H,m) .
[1704]1 (T J74)

[1705] W (N, N——ZHLEIN—[4— (11,12— — KA KFf[b, F 1R A E UM —5
(6H) — &) —4— Wl i T e ] e R H e e i — L — R R N =i —N— (2— {9—
[ (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— — ¥ —2 10— “Hi%EIL—2,10— —f%
fik—14— (6,7,8,9—PU% —2H—2,3,5,6— DU LRI [cd] BL —2—3) /\ & —2H, 10H,
12H—5,8— FFE—22°, 100> —Wem - [3,2—17[1,3,6,9,11,2,10] FL82%  JEER+-PU b —
73] —6—Hradk—6,9— "4 — IH—WEW — 1 —FL} 4350 Haalkiz

[1706]  (ZG¥mERe 11

[1707]  /E50Ef15 1 78 — 2R 2tk 54 (10. Omg) FIN,N— L FHEE I (1mL) PR H
IINZ= % BuL) 1Lk T e 3prfF 2t & (17.6mg) , 7225 N A PE2/ NS o 78 SR
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IONFRIENZ (BuL) , AE 2500 M IEHE L/ NN o 78 SOV TN 10mM IR — & R/ K s oM FR
FHCI8RERA: AT [10mMA R — £ 3B/ KiAm/ LG AN £ U HPLC [10mM R = AR KR
W/ O, O 5% —50% (043 —4057) T ARSI, 15 BIFREU L 54 (10.9mg) -

[1708]  MS(ESI)m/z:1379 (M+H) *.

[17091  'H—NMR (CD,0D) §:8.72 (1H,d,J=10.0Hz) ,8.15(1H,d, J=10.0Hz) ,8.02 (1H,s) ,
7.63—7.50 (2H,m) ,7.42—7.37 (3H,m) ,7.32—7.13 (8H,m) ,7.12(1H,s) ,6.31 (1H,d,J=
6.7Hz) ,6.25(1H,d,J=8.5Hz) ,5.51—5.40 (2H,m) ,5.09—4.99 (1H,m) ,4.85—4.77 (1H,
m ,4.53—4.42 (2H,m) ,4.42—4.15(5H,m) ,4.04—3.96 (1H,m) ,3.92—3.46 (12H,m) ,3.18
(12H,q,J=7.3Hz) ,

[1710]  3.16—2.73 (5H,m) ,2.40—2.23 (2H,m) ,2.06—1.94 (4H,m) ,1.29 (18H,t,J=
7.3Hz) .

(7111 SCjEf22 . 25 12N &k

[1712]  [EAkgis]
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o 0-Bz ‘o 0-Bz
I { ]
H i a \f Ir(::\:) g
W S=0 oS\ YV W S0 o=\ ¥ N =0
HO — IR L o »—)t TH2 s
L O NN — N, N OyN N = Yy SOy N
) J b
HO OH HO OH TB5-0 OH
Bz
N
N }—"\1
HO =t 0-Bz
L P
P o - N
= 0 0-TBS N =0
N 7N 0°"OH e e
& N
! N =0 H \“\’ N
TIF3 g T4 T N B2 IS
e N WO NN T85-00 © N N S
(‘_.,- ) NC__~5P0
_TBS-O! [+] O _N_ A"
ApPg N J
Py n©Q o-Tes
F-"DH
n Bz N H ~N H
Memsg TBS N NN _ 9 1Bs N )N _ 9 1Bs N N
§:P——0 H‘J s-P—-0 . = s-P—-0 = ]
o o \.‘,,D?.N\/)— 0 o\ OunN -/ TIFT7-1 0 0 W ?-N-\j“ﬂ/
— - —
' ! [ % i
NN~ o omes L6 nTN-toN o o-Tes IF7-2 N_*N-'{O)\, o o-TBS
—{ 2 S O-P-§~ =\ o-P-87 - -
O-P-SH e i P / -8 - 3
.y N & o=( N o . o o= N ° ¥ n
[1713] -t N N N -t A B
{ I 1 \
) —0 H
Bz-CP HO —N
}_\
O NHy
~N H
~N H _ 9 N 9N
o N 9N s-P o Y=( j
s-P o o = 0 OHW ON S
O  OHw. N~ G i\ v/
TFF8-1 — gt TF9-1 w0 o . p
NZN=A o OH p) =i O-P-5~
LF8-2 = © bops IF-?Q = o= N o el |’H‘“/
o= N s i ] N—Y [
" 6 i Fal
{.N I’H“/('H“‘/ | ™~ H [= I o o { 7
, A, [ O N~ AN~y A\,_.N\h_%JLNh’
N | o H o H 0 Ji
1 =
. | if =
Q NH | = P
' \\__ ¥
" 7 :
. G &8 EMEREF2a
"0 TNy N ; <
J WU ) mmEmE
= \_.-
LN
=y \\ f’

o'-i}ﬂ o &% IF?H]
o\“,\)\*}: i

[17141  (TJ51)

[1715]  1—[2— CKHEGLAID 23] —5 —0— [ (4—HAERRD) CGRID) L LE
[1716]  ZEWLEF (10.0g) [IMLRE (50mL) FIN,N— —HIEL Z ki (50mL) VAR HAE0°C R HIAA,
4 — TSI =R HSLS (16 29) 7, 7E4°C R HEFE64/ NI o 7E SN DN HREE (2mL) |, 43¢
PELO 8 , e 22 50mL A=A o AEFR B INN 2 — IR C R HIFR S (7.02mL) F112,3,4,6,7,
8,9,10— /\&AMEnEIf[1,2—al & 44 (azepine) (13.9mL) , 7E 2500 FHeHEL R AR N ik b
TN ATRRIR B/ KRR, CR CBR A B HLUE A & s K T i , FC
IR BRI T M5 I 25 TR0, B e TR R e e 40 o 4 FR B W R IRAE AT [C e/ TR &
fig/FfE /0. 1% = LI A TR IS 2hnEU L &9 (15. 29) .
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[17171  MS(ESI)m/z:719 (M+H) *.

[1718]  'H—NMR(CDC1,) :8.00(1H,s),7.98 (1H,s) ,7.98—7.94 (2H,m) ,7.62—7.15 (12H,
m) ,6.80—6.75(4H,m) ,5.95 (1H,d, J=5.4Hz) ,4.82—4.79 (1H,m) ,4.72—4.64 (3H,m) ,
4.55—4.34 (5H,m) ,3.77 (6H,s) ,3.43 (1H,dd,J=10.6,3.9Hz) ,3.34 (1H,dd,J=10.6,
3.6Hz) .

(17191 (T2

[1720] 1 —[2— CEHIBERLSEIE) 3] —5 —0— [ (4 — ISR EE) CREL) HIE] —
3 —0—[DBUCT B CHED ke B DLE

(17211 i FR T RIS R &Y (3.01g) , LSS he 65 T 3IR Lm0 ik 176
B AF 2RSS (1. 20g) SAREUL SYIRIAT B A Akl — [2 — CRHIBR AL AL O] —
5 —0— W (4—HEIERIL) OB HEL] —27 —0— [RUT 38 (T3 RS ALE
(1.22g) »

[1722]1  MS(ESI)m/z:833 (M+H) *.

[1723]  'H—NMR (CDC1,) §:8.03 (1H,s) ,7.98—7.96 (1H,m) ,7.96 (1H,s) ,7.96—7.94 (1H,
m) ,7.59—7.52(1H,m) ,7.44—7.38 (4H,m) ,7.32—7.15(7H,m) ,6.83—6.77 (4H,m) ,5.94
(1H,d,J=4.8Hz) ,4.69—4.63 (2H,m) ,4.59—4.35 (4H,m) ,4.16 (1H,dd,J=3.8,1.9Hz) ,
3.77(6H,d,J=1.8Hz) ,3.47(1H,dd,J=10.9,3.0Hz) ,3.27 (1H,dd,J=10.9,4.2Hz) ,3.00
(1H,d,J=6.7Hz) ,0.87(9H,s) ,0.06 (3H,s) ,

[1724]  —0.01(3H,s) .

[17251 (22 —0—TBSfk)

[1726]  MS(EST)m/z:833 (M+H) *.

[17271  'H—NMR(CDCL,) §:8.01 (1H,s) ,7.97—7.93 (2H,m) ,7.91 (1H,s) ,7.59—7.53 (1H,
m) ,7.45—7.38 (4H,m) ,7.35—7.17 (7H,m) ,6.83—6.77 (4H,m) ,5.97 (1H,d,J=6.0Hz) ,
4.84(1H,t,J=5.4Hz) ,4.71—4.60 (2H,m) ,4.52—4.37 (2H,m) ,4.33—4.28 (1H,m) ,4.28—
4.24 (1H,m) ,3.78(3H,s) ,3.77 (3H,s) ,3.47 (1H,dd,J=10.9,3.0Hz) ,3.38 (1H,dd,J=
10.9,3.6Hz) ,2.71 (1H,d,J=3.0Hz) ,0.80 (9H,s) ,

(17281 —0.03(3H,s),—0.19(3H,s) .

[1729]1 (T F%3)

[1730]1 1 —[2— CEHIBERLSEIE) 3] —5 —0— [ (4— IS LR EE) CREL) HIE] —
3 —0—[HUT 3 (CHE) ki) —2 —0— {Q—F{EOH D [ (H—2—30) %315
WL

(17311 i Bk T p 2 g 2l &4 (1.20g) , LA S S2e il T 4R R En ik i 7
i, A3 B BE I AR A AR S AEXTIL A kL =0.55: 0. 45) JEARIPRE L &
Yy (1.41g) .

[1732]1  MS(ESI)m/z:1033 (M+H) *.

[1733]  'H—NMR (CDC1,) §:8.05(0.45H,s) ,8.04 (0.55H,s) ,7.99—7.95 (2H,m) ,7.95
(0.55H,s) ,7.92(0.45H,s) ,7.59—7.53 (1H,m) ,7.45—7.39 (4H,m) ,7.35—7.10 (7H,m) ,
6.83—6.78 (4H,m) ,6.15(0.55H,d, J=5.4Hz) ,6.08(0.45H,d,J=6.0Hz) ,4.86—4.49 (3H,
m) ,4.49—4.35(3H,m) ,4.25—4.10 (1H,m) ,3.78(6H,s) ,3.72—3.41 (5H,m) ,3.35—3.25
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(1H,m) ,2.47 (1H,t,J=6.7Hz) ,2.32 (1H,t,J=6.3Hz) ,1.33—1.24 (6H,m) ,1.13—1.03
(6H,m) ,0.84 (4.05H,s) ,0.84 (4.95H,s) ,0.08 (1.35H,s) ,0.05(1.65H,s),0.00 (1.35H,
s),—0.01(1.65H,s) .

[1734] (T J54)

(17351 3&PA RIS 5 Sl L T TARIAI SO (0kE: 1. 40g) o TS 21 &4
OB R T e33R 28l &9 (1. 41g) , DL S2iefal L T 8RR iE 30T &
N7 o A5 E PR LA T T4 N ORI

[1736] (T J%5)

[17371  2— {9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 14— (6— KL —6,7,8,9—
PO —2H—2,3,5,6—PUgZ R [ed] B —2—55) — 15, 16— B { [T 5 (CHED) Fifge
]I —10— Q—F L) — 22—t —2—HAE — 10— AL/ \ A —2H, 10H,
12H—5,8— FIfF—2A°, 10A° — kI 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—F] —6—MrakE—6,9— A — IH—EW — 1 — 5L} 2R

[1738] (] ol T 4R 21 1, DA S S Bi L T IR i A T SO, 74921 gk
- AR A AR A e ARSI 59 (T78mg) .

[1739]1  MS(ESI)m/z:1264 (M+H) *.

[1740] (T %6)

[1741] W (N,N— 252 %5) (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4]
S (D) b L ) —7—[1— Q-3 —6— A —1,6— A —9H—IE
M—9—F]—2,10— "Mk —14— (6,7,8,9—PUA —2H—2,3,5,6 — PUE( 7 I  [cd]
B —2—3) )\ — 20, 10H,12H—5,8— Il — 2%, 10A° — e - [3,2—11[1,3,6,9,11,2,
10] Fo 52 AT PO — 2, 10— X (R £h)

[1742] (i | 3R T s 2Rt &4 (178me) |, LA S 52 heil1 T R 10IRIRER 75 51004 T
N, 73 BIFREE S PR IRSEAL 1 (255mg) ANFEXTIRSEAGR2 (B 2450 o X A2
k2 HHI 8 TUHPLC /K /0. 2% & = O O, 0. 2% S5 = O HEI i : 5% —50 % (0
47 —4047) 1H— KA TRS T, 15 258U E S P AERTHU A9 42 (94 . 6mg) -

[1743]1 RIS A9 (AR

[1744]  MS(EST)m/z:1003 (M+H) *.

[1745]  'H—NMR(CD,0D) 8:8.66 (1H,s) ,8.21 (1H,s) ,8.04 (1H,s) ,7.33 (1H,s) ,6.27 (1H,d,
J=5.1Hz) ,6.25(1H,d,J=3.6Hz) ,5.39—5.29 (1H,m) ,5.18—5.11 (1H,m) ,4.85—4.81
(1H,m) ,4.79—4.74 (1H,m) ,4.71—4.66 (1H,m) ,4.50—4.42 (1H,m) ,4.36—4.21 (2H,m) ,
4.09—3.98(2H,m) ,3.85—3.78 (2H,m) ,3.78—3.69 (2H,m) ,3.55—3.46 (2H,m) ,3.17 (12H,
q,J=7.3Hz) ,2.98—2.75(2H,m) ,2.05—1.88 (2H,m) ,1.28 (18H,t,J=7.3Hz) ,0.98 (9H,
s),0.85(9H,s) ,0.31(3H,s) ,0.27(3H,s) ,0.25(3H,s) ,0.09(3H,s) .

[1746] XM SFAG A2 (Rl tt)

[1747]  MS(EST)m/z:1003 (M+H) ".

[1748]  'H—NMR (CD,0D) 8:8.50 (1H,s) ,8.22(1H,s) ,8.07 (1H,s) ,7.20 (1H,s) ,6.33 (1H,d,
J=7.3Hz) ,6.26 (1H,d,J=9.1Hz) ,5.59—5.44 (1H,m) ,5.38—5.32 (1H,m) ,5.21—5.11
(1H,m) ,4.99—4.89 (2H,m) ,4.68—4.54 (2H,m) ,4.25—4.12 (3H,m) ,4.09—4.03 (1H,m) ,
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3.90—3.80(3H,m) ,3.59—3.51 (2H,m) ,3.20 (12H,q,J=7.3Hz) ,2.96—2.89 (2H,m) ,
2.07—1.98(2H,m) ,1.30 (18H,t,J=7.3Hz) ,0.99(9H,s) ,0.74 (9H,s) ,0.27 (3H,s) ,0.27
(3H,s) ,0.20(3H,s) ,—0.05(3H,s) .

[17491 (T F7—1)

[1750] W (N,N— 2% 2%%) (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4 ]
B (T HID) RG] H L) —7— (1 — {(2— [ (HE B &30 FAEFE] 38 — 6 — it —
1,6— A —9H—E 9 FL) —2 10— ekt —14— (6,7,8,9—PU% —2H—2,3,5,
6— VUL [ed] B —2— 30\ —2H, 10H, 12H—5, 8 — FIifF —21°, 10" — kIR (3,2 —
1]01,3,6,9,11,2,10] A 582 PR PUH —2, 10 — B (fhzEh)

[1751] (XA A1)

[17521  7F Bk T 6 S 2l &9 RN A 7k 1) (30mg) [ PY SR (0. 5mL) A7
IINTON—{[(9H—2Zj —9—F) ISR At H 2 ih) S ] AL AT (91. Tmg) FIDGS HY
RIAR LK G (11 . 8mg) , AEE MR N FE6 /NN o 78 SR I H IHAN , N — = HH 356 R e e
(0.5mL) 11,8 — " RZATA[5.4.0] —7— 145 (56uL) , FE == M3/ NN o 75 S N i
BIN10mM TR = & BB KIS, THCISHERAE ZEAT [10mMA TR — & 3B /KA O NG 1 3E TR
i, A2 S A E A RS L 54 (25 6mg)

[1753]1  MS(ESI)m/z:1089 (M+H) *.

[1754] (T F7—2)

[1755] W (N,N— 25 2%) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4 ]
(T HID) FRERIE ] HEE) —7— (1— {(2— [ (HE B &30 FAEIE] 38 — 6 — i dt —
1,6— A —9H—E 9 FL) —2 10— —#ie it —14— (6,7,8,9—PU% —2H—2,3,5,
6 —PU%R KT [ed] B —2—30) J\&A—2H, 10H, 12H—5,8 — FIfF — 2, 10A° — g3 (3, 2—
1]01,3,6,9,11,2,10] A58 2 PR PUH —2, 10 — B (fRhzEh)

[1756] (XA 142)

[1757]1 ] R TRPerfE 20t &9 AR A {k2) (84.6mg) , LIS Fik T H7—1[H]
FE T R T IO, A3 28 S AV E A RS 54 (70 . 9mg)

[1758]  MS(ESI)m/z:1089 (M+H) ".

[1759]1 (T ¥8—1)

[1760] W (N,N— — 252 %%) (5R,7R,8R, 12aR, 14R, 15R, 15aS,16R) —7— (1— {2— [ (}I
BRI ML) R —6— et —1,6— & —9H—IEM —9—Jb) —15,16— %
FH—2,10— —MEIE—14—6,7,8,9—PUA—20—2,3,5,6 — PUE LK I [ed] BE —2—3E)
J\A,—2H,10H, 12H—5,8— HI#fF — 20, 100" — ki - [3,2—17[1,3,6,9,11,2,10] 48—
R TUHE—2, 10— W ()

[1761] BN AL

[17621  #F FiR T T — 12000 &4 (25 6mg) HH I\ = =SR2k (2mL) |, £F45
C MFE/NI AR T, 78 SCNSIRH IIAKIS T IMBR IR S — £ 3R (10mL) A= Ji
(2mL) PRI B« 6 S SRR e 4 e FHCISEE A EAT (10mM IR = L RE KA L)
ARG, S 2R8G9 (16..6mg : 52K H Ly 7 — 1N EURHIZ D -

[1763]1  MS(ESI)m/z:861 (M+H) *.
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[1764] (T F8—2)

[1765] W (N,N— 2 F %) (5R,7R,8R,12aR, 14R,15R, 15aS,16R) —7— (1— {2— [ (}
SR L) IR O3 —6— i — 1,6 — A — 99— —9—J) — 15,16 — %
FH2,10— —MEIE—14—6,7,8,9—PUA—20—2,3,5,6 — VU LK I [ed] B —2 —3E)
J\A,—2H,10H, 12H—5,8— HI#fF — 20, 100" — ki 1 [3,2—17[1,3,6,9,11,2,10] 42—
JEEEAT-PUS —2, 10— A (IifiEh)

[1766]  (EXSHL A 1A2)

[1767] ] Bk TFe7 — 2R3 21054 (70.9mg) , LS Bk T8 — LRIAER 5 100 T
SR AT EIAREUE A (51 . Tmg : B3 5K H T 7 — 20 0RHIZRED) o

[1768]  MS(ESI)m/z:861 (M+H) *.

[17691 (T F9—1)

[1770] W NN——ZHLEIN—[4— (11,12— — KA KIf[b, f 1R A E UM —5
(6H) —3%) —4— W2t T ] H el B B — L — RN e —N—[ 2 — {9—
[ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) — 15,16 — Kk —2,10— —Ha i —2,10— —f
fik—14— (6,7,8,9—PUA —20H—2,3,5,6 —PUg I [cd] B8 —2 —FE) J\ & —2H, 10H,
12H—5,8— FIFE—22°, 100> —Wemt - [3,2—17[1,3,6,9,11,2,10] FL 825 JEER+-PU b —
7T—3] —6— Mt —6,9— " A —1H-IE —1— 5} Z58 50 L] H 2l

(17711 GoPnEde 1-2a: AU A R 1)

(17721 4F F R T8 — 1T 2k &4 (16 .. 6mg) 1IN, N— — FAELFIFEIZ (0. 5mL) 157
IIN=J (6ul) MfE R i L p LTS 21 &4 (15.5mg) , 7E =i P HEPE3/ NI o 712 M
WP IR R (BuL) |, A =0 MEFE LN o TN 1OmM PR — LR BOK A O ., HIC18
TERAEENT [10mM TR = LA BOKIE R/ LI 1 AN UHPLC [ 10mM AR — & A BKIE IR/ &
i, Ol :10% —45% (043 —3043) JUE A ARSI, 13 BIF R L 54 (5. 1mg) o

[1773]  MS(ESI)m/z:1409 (M+H) *.

[1774]1  'H—NMR (CD,0D) 8:8.66—8.60 (1H,m) ,8.17 (1H,s) ,8.02 (1H,s) ,7.65—7.48 (2H,
m) ,7.43—7.36 (3H,m) ,7.31—7.13 (8H,m) ,7.11 (1H,s) ,6.30—6.21 (2H,m) ,5.46—5.37
(1H,m) ,5.23—5.16 (1H,m) ,5.08—4.99 (1H,m) ,4.86—4.81 (1H,m) ,4.80—4.75 (1H,m) ,
4.70—4.40 (7H,m) ,4.40—4.20 (3H,m) ,4.10—3.97 (3H,m) ,3.86—3.58 (8H,m) ,3.51 —
3.43(3H,m) ,3.18(12H,q,J=7.3Hz) ,3.01—2.93(1H,m) ,2.85—2.72(3H,m) ,2.37—2.15
(2H,m) ,2.01—1.93(2H,m) ,1.29 (18H,t,J="7.3Hz) . (A3 T BEMLI 2] IRz 1)

[1775]1 (T F9—2)

[1776] W NN—_ZHLEIN—[4— (11,12— — KA KIf [b, f 1R AL E UM —5
(6H) —3%) —4— a2t T R ] H el BB — L — RN e —N— [ 2 — {9—
[ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) — 15,16 — Kk —2,10— it —2,10— —f
fik—14— (6,7,8,9—PU% —2H—2,3,5,6—PUS( 24K I [cd] B8 —2—F) J\ A —2H, 10H,
12H—5,8— F#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—3] —6— Mk —6,9— A —1H-E —1— 5} £ 5850 L] H 2l

(17771 (5P 1-2b: AR A 7R 2)

[1778]  {iF Fd T8 —2frfS 2Rt &4 (51.Tmg) ,LLS ik T 9 — 1R T L T

168



CN 118846110 A W OB P 163/357 7L

SN I, $ R DA 1 DR il 2841 2 TR ) A3 2 e 54 (33 Tmg)

(17791 DRGSR ] CL8REIRAEJEHT [10mM AR = 3L EKIRIR/ L] )25 HHPLC [10mM
CFR = CEBOKIRI/ O, O :10% —50% (043 —3047) 1.

[1780]1  MS (ESI)m/z:1409 (M+H) *.

[17811  'H—NMR (CD,0D) §:8.73 (1H,d,J=6.7Hz) ,8.19 (1H,d,J=3.0Hz) ,8.02 (1H,s) ,
7.66—7.50(2H,m) ,7.43—7.37(3H,m) ,7.33—7.13(8H,m) ,7.11 (1H,s) ,6.33—6.23 (2H,
m) ,5.51—5.38(2H,m) ,5.04 (1H,t,J=13.6Hz) ,4.83—4.77 (1H,m) ,4.64—4 .55 (2H,m) ,
4.52—4.26 (6H,m) ,4.25—3.97 (2H,m) ,3.93—3.45(13H,m) ,3.19(12H,q,J=7.3Hz) ,
3.17—3.11 (1H,m) ,3.02—2.92 (1H,m) ,2.91—2.73 (3H,m) ,2.40—2.24 (2H,m) ,2.07—
1.95(3H,m) ,1.30(18H,t,J=7.3Hz) .

[17821 (T J¥10)

[1783] N—[4— (11,12— — A 2% [b, F1 &R PUFG —5 (6H) —38) —4— 3L T
P ] H 2t H et — L — R PN iR

[1784]  f£ 115 (BACHEM) 11 (2S) —2—[[2— [ (2— %L WD) 2438 ] OS] 2] —3—
EEENTR (2.86g) [N, N— — HHILHIEE i (51. 2mL) IR INN = (2. 56mL) M
(Click Chemistry Tools) g1 — {[4— (11,12— — K4 Kt [b, Fl1A IR E UM —5
(6H) —25) —4— Motk | AL ] S B Mt — 2,6 — i (3.69g) , AL ==t M HE24/ NI o
FER NI IINATIRTR — /K59 (24 0g) FI7K (500mL) {37, H LR LR # B - A HLZE H
JC/KIREREA T8 , B8 2T 1550, K B8RRIk 4 - K AR B ia i T (R O FR/ OISR G A
WP e, T = SRR EAT Y AR 2R a5 (4. 309) .

[1785]1  'H—NMR (DMSO—d,) §:12.8 (1H,brs) ,8.15—7.95 (3H,m) ,7.68—7.17 (13H,m) ,
5.01(1H,d,J=14.2Hz) ,4.41—4.37 (1H,m) ,3.74—3.57 (5H,m) ,3.05—3.01 (1H,m) ,2.87
(I1H,dd,J=14.2,9.3Hz) ,2.68—2.59 (1H,m) ,2.32—2.25 (1H,m) ,2.09—2.03 (1H,m) ,
1.82—1.76 (1H,m) .

[1786] (T J¥11)

[1787]  2,5— "My B s e —1 —3EN— [4— (11, 12— — K 289 [b, f1 A4 A Y
Mr—5(6H) —3) —4 — W52t | At ] H Ui H a2t — L — AL N 2 R i

[1788] /& Lk TF 10 R RIM0b & (2. 10g) [N, N— — FHEE W (75 9mL) 5704 0
AN — R PE AL % (961mg) FlIl — £ 38 — 3 — (3 — RGN L) ik I i Eh R &k
(1.60g) , fEAUAGL M =il M2 1/ o B SR I T — S e A TGRS, VORI e 3k
J& s FHTC/KRER M T T4 o R 25T ), SEBE TR A 4 o« AR R B I R, PR 34T
TR s o K ER R Wi il T S, HCI8RERAF IEHT [N : 100 % 1A TRS il K5 H R
WA 53 I e 26 i, A2 5% B WP NN 53 P9 6 Bk 1) e OB RUR o 45 2 R [ Rt 815 2
UL (2.59g) «

(17891  'H—NMR (DMSO—d,) §:8.58—8.51 (1H,m) ,8.17—8.00 (2H,m) ,7.66—7.20 (13H,
m) ,5.02—4.98(1H,m) ,4.90—4.85(1H,m) ,3.78—3.57 (5H,m) ,3.24—3.19(1H,m) ,3.06—
3.00 (1H,m) ,2.82 (4H,brs) ,2.67—2.58 (1H,m) ,2.32—2.23 (1H,m) ,2.09—2.02 (1H,m) ,
1.82—1.75(1H,m) .

[1790]  SCjifh23 : 29 e 135k
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(17911 (5]

-<\ . o W N
O =0 o o 5-P o A,
0~ AN~ AN 0 oH\ O N
~N H o H I (]; W 0 I % —
Net O N N Nt NP N=hg’~ O OH
s-B o et ] e ” ') = 0-P-5° [ I
} o J™ ) 8 Y ™% 4 + +
0 oH M\ O N A N, ) N N
- \ I 4 Nﬁ' .’ H™ rH™
[1792] L LHFI |
NN~ O OH L —
Ye={ b-p.5" 3 < o u o {
4, N - ' o B L =
H,N ». & MNa H‘i_\r, L NS L LN \‘I
H Snn, [ =
A & 2
HYMEET3

[17931 (T J¥1)

[1794] W NN—_ZHLEIN—[4— (11,12— — KA KFf[b, F 1R A E UM —5
(6H) —3%) —4—Mroal e T LA ] H el Wit H e it — L — R R N & —N— [2— ({6—=(
F—9—_[(5R,7R,8R,12aR, 14R, 15R,15aS,16R) —15,16 — ¥ —2 10— " IE—2,
10— —fifik—14— (6,7,8,9—PU% —2H—2,3,5,6— PUA(ZeoR I [ed] B —2—3L) )\ —
2H,10H, 12H—5,8— HI#%F —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 482 —JBEEA 1
PO —7 — 5] —OH— S — 2 — L) 5450 S HE] H S

[1795]1 (25 1-3)

[1796]  (E5CE18 1y 8 — 2Fr S 2k 54 (4. 8mg) [N ,N— — FHELFAEEE (0. 29mL) 57/
AN =% (1. 9uL) A2l Ty 3pr3 254 (5. 2mg) , fEA0U 50 B &0 M HE
L. 5/NIF o DN 2R i (3. 2ul) i s i 45 1B iy, Tl ZMHPLC [10mM R — AR BRI L/ &
i, O :20% —40% (093 —3047) JHEA TS, 15 2Fr@ 54 (8. Omg) -

[1797]1  MS(ESI)m/z:1393 (M+H) *.

[1798]1  'H—NMR(CD,0D) :8.35 (1H,brs) ,8.02 (1H,s) ,7.61—7.15(14H,m) ,6.33 (1H,dd,J
=6.0,3.0Hz) ,6.15—6.09 (1H,m) ,5.49—5.37 (2H,m) ,5.05 (1H,dd,J=13.9,12.1Hz) ,
4.85—4.79(1H,m) ,4.53—4.21 (6H,m) ,4.06—3.61 (8H,m) ,3.51—3.13(6H,m) ,3.16 (12H,
q,J=7.3Hz) ,3.06—2.65(7TH,m) ,2.35—1.94 (4H,m) ,1.28 (18H,t,J=7.6Hz) .

(17991 SCjiEfh24 : 254 14N &k

[1800]  [Haliikiz]
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N H
S 1BS N )N
S 1Bs NFN‘YH o e =
' )
0 o N /
5w s \(_7‘ THE1 N7 NN o o-TeBS
%ND\\ ‘o-TBS _— — e n
- = o—g s‘o v fN © hluf r»’:
HaN—{, (N o N( ( N—<N i/H\/ rH\/
N—{ A Mo |,
H_\_OH N
—
0 NH,
o
o
. " ' &
- B |
s N NN qo N\H/\N)J\/NNN
O=P o] — 0 fo) H o} ”
0 OH LG,.N/ 3
- S W,
IR2 N7 NN o oH I3
C ] == O-P-8~ _
1801 HN— N 6 I -
N—f< (H\/[HN\.‘_/
N
H_\_O H I
N
r—
0 NH,
N
) N NN

L
N? N—(}\\
HoN—( N

n<
NH

I\ H 0y j\/H o
0N~ AN~ NNN
1%‘5 Ty

HYERT4

[1802]1 (T F¢l)

[1803] X (N,N— — /%) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— [6— Gt —2—
({2— [ (Had B i e 5D AR 38 23 —oH—IEms —9— L] — 15,16 — W { [ ] & (T
FH3E) FREGEE ) St —2,10— it —14— (6,7,8,9—PU% —2H—2,3,5,6 — PU%&( A
K led] B —2—Fk) J\&—2H,10H, 12H—5,8— HIF —2°, 10X’ — Wk - [3,2—1111,3,6,
9,11,2,10] F A —BEAT-PUH —2, 10 — 3 (Bl sh)

(18041 i FISCHtaf9 T )71 — 23 2| b &4 (17. 6mg) , LA S S 5122 T 57— LIFIAET
JrE AT ROV, R 2RSS (8. 3mg) .

[1805]  MS(ESI)m/z:1103 (M+H) ".

[1806] (T F¢2)

[1807] W (N,N— —Z 3 2% (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— [6— 4t —2—
({2— [ (HEBER R HEE] R SR — 99— —9— L] —15,16— 3k —2,
10— Mt —14— 6,7,8,9— DU —2H—2,3,5,6— PUAZe I [ed] B —2— 28 )\ —
2H,10H, 12H—5,8— HI#%F —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H A2 —JBEA 1
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PUBe—2, 10— (ffEEh)

[18081  {di[f] iR T FF1ATS8IA0Mk &% (10. Tmg) , DL 5 S2hiEfil22 T 78 — LIFER 5 itk
TN, 3 ZBIRRUL 59 (7. 6mg) «

[18091  MS(ESI)m/z:875 (M+H) *.

(18101 (T J%3)

[1811] W NN—"ZHLEIN—[4— (11,12— — KA FKIf[b, 1R A E UM —5
(6H) —F%) — 44—l TR ] H 2 Wit H a2t — L — AR N 2 e it —N— {[2— ({6 — 2
F—9—[(5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16 — —FH—2 10— " IE—2,
10— —ffik—14— (6,7,8,9— P04 —2H—2,3,5,6 —PUAZR I [ed] B —2— 3L) J\ A —
2H,10H, 12H—5,8— FIffF—21°, 100" —WkmigFf:[3,2—111(1,3,6,9,11,2, 10] fi 5828 A1
VOB —7 — 3] —9H—WES — 2 — Jt} 5430 L8] L) Hr e

[1812]1  (ZH¥nERe 14

[18131  {di[f] Bk T2 S BNk &W (7. 6mg) , DA S 52iwf5122 T 79 — 1A 75 300 T
ST o 4 HEDAT 1 DRSIAS AR ] A RS ), 1598 = S b T b8 54 (7 . 6mg) «

[1814] DRSS AF] #ill & UHPLC [10mM O TR = L FL KRR/ G , O :20% —40 % (0
45—3040) 1.

[1815]  MS(ESI)m/z:1423 (\M+H) *.

[1816]  'H—NMR (CD,0D) §:8.37 (1H,brs) ,8.01 (1H,d,J=2.4Hz) ,7.63—7.11 (14H,m) ,
6.33(1H,d,J=6.7Hz) ,6.17 (1H,d,J=7.3Hz) ,5.51—5.36 (2H,m) ,5.09—5.03 (1H,m) ,
4.84—4.80(1H,m) ,4.63—4.25(8H,m) ,4.07—3.58 (9H,m) ,3.50—3.41 (4H,m) ,3.28—
2.72(8H,m) ,3.18(12H,q,J="7.3Hz) ,2.45—1.96 (4H,m) ,1.29 (18H,t,J=7.3Hz) .

(18171  SCJE525  BirekE AP IRLIM & Ak

[1818]  HudHiHER2HTHR — [SG— (N, 1,175 A

[1819]  [&hli%is]

[1820] [g] [g] IH1 |

ot FTHER2 404 (Fucal ,6)GleNAe- i HER2 i (% elETHER24 (4-[SGAN 1) 2]
[18211 (T 1)
[1822]  (Fucal,6) GlcNAc — Mt HTHER2 U il 2%
[1823]  {EAR¥EZ 25 B 125 s DTHER 2 PR V) B IR £h 2% i AF P & SR /Ky i (20mL
12.6mg/mL, pH6. 0) HH IR A= R End oS IR #h 2% M A= PR £h/Kis i# (0. 147mL, 7. 70mg/
mL,pH6.0) , E37°C NiE7%2/N 15538 . HExperionHLJk T /E55 (BIO—RADH) A 1Y
PR NS IE  MIR UL T 5 T A T 3T S A=A RS AN 2 T B I A AT 1)
Kl o
[1824] (1) B MIENTIRS 6
[1825]  ¥GfHREH : AKTA avant 25(GE HEALTH CAREf))
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[1826]  }F:HiTrap rProtein A FF(5mL) (GE HEALTH CAREf)

(18271 i3k : 5mL/min CREEIN M1 . 25mL/min)

[1828]  Ri AT RN SN o PRI TR il o 75 A E5 S R S S RO R R 8 &
2% s [ 20mMB TR £ 28 i (pH6.0) 1PA1 . 25mL/min, 2CVIFN , FEPASML/min, 5CVIR N « HiH]
VeI B 15 A T [ 20mMA iR Eh 2% 1 (pHT7.0) , 0. SMEL AR ] PA1GCVIR N o« ZEBEIDEIN
BB 22 i (TmmunoPure TgG Elution buffer PIERCEM]) PA6CVIR N -5l 7 B
IMTris 2% (pHI. 0) HAT o AR B el R ECHTIR 1 5 K2 H AR i 53 24T 5 SmM i
FRERZEIRIRL, 50mM 2 — bk 2 1R (MES) 577 (pH6 . 8) IR IR A8 H o AR S LB IR EBPIT A 1)
J7 R E AT R AR DA BE  SRATHDRS T ARSI A A ) (26 . 57mg/mL, 9. 0mL) .
(18291  (2) LT HILmE A TR

[1830] K555 . AKTA avant 25(GE HEALTH CAREfH))

[1831]  f¥:Bio—Scale Mini CHT Type I%§ (5mL) (BIO—RADf)

(1832] i3k : 5mL/min CREEIN 1. 25mL/min)

[1833] Rt bk (1) HRAFITA RIS TN R, AT [OmMIERR Eh2% iR, 50mM MESTAVR (pH
6.8) JLA1.25mL/min, 2CVIHN , FFPABmL /min, 3CVIREN « SR , 1 FHATRUFIBIR [SmMAg R 28 h
7, 50mM MESTAVR (pH 6.8) MG EMTA TR ] B4 TV « e A5 A AR : Bifii=100:0%0: 100
(5CV) o LA, A R [500mMIRIR Eh 25 i (pH 6.5) JPABCVIREN o AR P I/ ECHR BTk
M5 K5 BRI e o3 A T 15 20mMIB IR SR 22 il (pH 6. 0) IIZR MR A4 o AR B
B EBHIC A T TR SR AN 28 AR I DU S, SRAF PR AR (17 . 29mg/mL , £
13mL) »

[1834]1 (T %2

[1835]  HudifiHER2iK — [SG— (N,) 1, %S

[1836]  YE Rk T 1 AT/ B BT 20mMBE IR £5 2% WA (17.29mg/mL, 13mL, pH6 . 0) Hy
JIN [N, —PEG (3) ],—SG (10) 0x (W02018,/003983[1J1¥. &1 —10) (52mg) [KI20mMRREh 2% I
VAT (pH6. 0) (3. 0mL+7i41 . 0mL) LA K EndoS (D233Q/Q303L) (R RAER %R 2% v A1 FE Ak /K VA TR
(0.698mL,5.8mg/mL,pH6.0) , fF30°C R %4/ N o 3 SN AE —80°C R AR+515/ NI, £E
30°C MU TR , 181 [N,—PEG (3) 1,—SG (10) 0x (7. 4mg) P K EndoS (D233Q/Q303L) [{IAAHR
Shag b A PR ER K (0. 155mL, 5. 8mg/mL, pH6. 0) , 7E30°C N iK% 2/Mh o FHExperionH ik
T AEuk (BIO—RADHI) BN N B B« N S50, A S Bk T e LRI s b T 1o
FENTHIARG RS TR0 ACa ERT RS B S8 BRI (G 74) 23 BT T 4473
G343, 3 AR R ECAT R (1 5 TE A T S B TR Sh 2% ip AR PR #6 K (pH6 . 0) [ 2%
TR Y o A R B AR EB TR 1 5 26 I B A5 B 2% A TR U AR B 43 AT 2 bl A
V(T 4473 < 14.99mg/mL , 10mL) AFREH AR (51343 :10.97mg/mL, 6. 2mL) o

[1837]  SCJEA5126 ek S A HT IR 211 & Ak

[1838]  HudhilPSHifhk—[SG— (N 11w

[1839]  [{5pkiis]
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[1840] [3] [3] —_— —_——

LS (Fucal 6)GleNAc- F 4 TLPSHi 14 BUBILPSDUI-{SG-(N1)2)

[18411 (T F¢1)

[1842]  (Fucal,6)GleNAc — B HiLPSHUA I HI S

(18431 i FI M2 2519 2 1 B8 IO PG HUL P SHUMAR PO R 56 2% P A= FH 2 3R /K v 7 (8 . Bl
10.96mg/mL, pH6. 0) , FE1 75 5125 17 LFAERERAE , 15 2 FRE TR ) 20mM R £h 22
TA (11.70mg/mL, 7. 5mL, pH6.0) -

[1844] (T F72)

(18451  HudilPSHifhk—[SG— (N 11 e5

[1846] ] ik T AT A3 2T 20mMIRER Eh 2% iR i (11.70mg/mL, 7 . 5mL, pHE . 0)
FTIN,—PEG (3) 1,—SG (10) 0x (20. 3mg) , ¥F1T 5 5045125 T 7 2[RI IUERAE 15 ZIFRAT AT
sFR L 25 h A FRA Eh /K% (10 55mg/mL, 7. 5mL, pH6. 0) «

(18471 SCEAI27 - TR 29 B L& Bk GTHER230 /K — CONME I L1 5 1)

[1848] Kl dEALPTIAR L OB IR Eh 25 M A= R £ R 7K (pH6 . 0) 1Ak (10.97mg/mL, 0. 500mL)
FHPN 5 (0. 250mL) FEATARRE o AR 2R W N 25 W 45 1~ 3 119 - H R U (10mM
0.0907mL , AHA 147 F ik 24 4 &) 5 ZfE (0. 159mL) TR SR, (0 FH U e e we
(MTR—103,AS ONE#RZ:4) 7R Z00 I SN 2K o AR FH i 8 ED R 1R 75 VA SN A T
A5 A2 H AR AR 259 B ABS (10mM Acetate Buffer,5% Sorbitol,pH5.5) IATR
(3.5mL) .

(18491 (R FE AR/ EELA MGHTIR I 5 - T 0 BT A3 8] P iR 25 5

[1850]  HufAR¥k)E:0.97mg/mL

[1851]  Fufkr~&:3.41mg (62%)

[1852] 25 FIy4t&%k.3.6

[1853]  SJiEf528 : Uik 29 B2 & ik (THER2H0 /&K — CONME I 211 5 1)

[1854] Kol AL PTIAR L OB IR Eh 2% A= R R 7K (pH6 . 0) 1Ak (10.97mg/mL, 0. 500mL)
JHPN 5 (0. 250mL) FEATARRE o AR 2R W NN 2o W 45 1~ 40 - H R ORGSR (10mM
0.0907mL , AHXF 114> FHuik 24 &) FIAN (0. 159mL) FTRG IR, 10 FHUE e i e
(MTR—103,AS ONERRI2:3) 7E 2 N SN 2K o AR R il BV EDFT R 18 1 T BT i34 T

Kl 15 2] EFRHUA 2B ABS AR (3. 5ml) «

[1855] &k FEHE AR/ EEDA M GHTIR ) 5 - T BT A3 8 PR 25 5

[1856]  HUfAk/E :1.08mg/mL

[1857]  FifA,=t:3.78mg (69 %)

[1858] 2y V-¥sh&%5.3.2

(18591  SJiEf529 : BTk 29I 3110 & ik (ITHER2H0 /4 — CONME A 3110 5 k)
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[18601 Kl dEALPTIAR L FOIR Eh 2% A= PR £ R 7K (pH6 . 0) 1Ak (10.97mg/mL, 0. 500mL)
FHPN ZBF (0. 250mL) EATHRE o £E 23SV I\ 2522 - 2a ) — HH LR 7/ (10mM,
0.0907mL , FA T 147 F- Bk o244 ) FIPN 7 (0. 159mL) TR G IR, BF HRE Tefl i
(MTR—103,AS ONERRAZx4E) E==00 I RN 47 /NI o 4 B m 43 P ED BT 11 5 T S itk
ITRSH 15 2 HPREUAR 2B I ABS AR (3. 5ml) o

[1861] (R ME AR/ EEPA MGHTIR I 5 - T I A3 8] PR 25 5

[1862]  BifA¥kSE:0.91mg/mL

[1863]  Fufkr~&:3.17mg (58 %)

[1864] W HsE4%0.3.6

(18651  SZJHEA30 - HTAR 25 B4 & Bl ILPSHUAR — CONMEIBYI LI A Bk

[1866]  Kpfirik AU UA ISR ER 22 hp AE R 2R 7K (pH6 . 0) 757k (10.55mg/mL, 1.00mL) H
N B% (0.500mL) FEATRRE « A 1208 W NN 2525 B2 1 31 — FH R AR R (10mM,
0. 174mL, AT 10 FPufk 244 &) FIpY 5 (0.326mL) (TR A, B T e s
(MTR—103,AS ONE#RIZ:4E) R Z00 I SOV 2K o AR FEH il B ED R 1R 75 VA SN 24 T
Kl 15 2 EFRDUAR 25 B I ABS AR (6 . 5ml) «

[1867] (R ME AR/ EEPA MGHTIR I 5 - T I A3 8] PR 25 5

[1868]  HUfAIk/E :1.11mg/mL

[1869]  FifA/=H:7.23mg (69%)

[1870] 25 VY4t &%k.3.9

(18711  SZjfH31 : CON2 L[ 45 ik

[1872]1  (5R,7R,8R,12aR,14R,15R,15aS, 16R) —7— (6 — %kt —9H— M= —9— %) —15,
16— ¥R —2,10— W Gtk —14— (7,8,9,10—PU&{—2H—6— %Atk —2,3,5— =% ZIF
hE[1,2,3—cd] Bi—2—3L) A\ —2H, 10H, 12H—5, 8 — FI#F—2A°, 100" — kI Ff:[3,2—1]
[1,3,6,9,11,2,10] Fi5A 4 — BEPAHPUH —2,10 — il

N
(o] NF\ (o]
HS-P o
O OH L(D‘N 7
4.\\ < -
N N"Q\\ O OH
[1873] ﬁ O—P-SH
HN—(, o]

N
N—
21
21a ( dEntmiis )
21b ( f:xmStise )

[1874] [ plikiz]
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H
NoB N B ~M
N o =0 N o
o, e ) 2 o T3
o~ LI o= L2 e L3 |
Sko” ‘o-TeS 80" ‘o-tBS o "L 0 ‘o-TBS -
o
—N a. (o] = y

DM o JH0s —_—
o ] = -
+—Sio"  ‘o-Tes L
o O-Tes
"o
O et
’
! Na" o M o
0 es 90l CRET-1 o N 30y
HS-P. 0 Yt ] s “s-p 0 =t }
6 o W OuN LHT7-2 0 oHW O N
. NN\ A~ @ o-TBs NTN=“ A= O OH
L6 b= O-P-5H = o-p
HN—{, N o HN—, N O Na*
w w, Na

[18761 (T J%1)
[1877]  4— (FHLHID) —7— {2—0— [B ] 2 (D) gk t] —3,6—0— (C—4 T
SR FRERE L) —B—D—RRMRAZAIE) —5— (4— L | — 11— —1—30) — TH—R (2,
3 —d]mEng

[1878]  {fi FIShf5120 1 2R BIL &4 (3.37g) M3 — T bt —1 —[FF (1.72mL) 4 B
T BEE N =i, LU S Ty 2[RRI 5 A T IO, A3 2 mEU i 51 (2. T4g) -

(18791  'H—NMR (CDC1,) §:8.44 (1H,s) ,7.58—7.53 (2H,m) ,7.42—7.31 (3H,m) ,7.16 (1H,
s),6.16(1H,s) ,5.61(2H,dd,J=14.9,12.5Hz) ,4.47 (1H,dd,J=9.2,4.9Hz) ,4.42 (1H,d,]J
=4.7THz) ,4.26 (1H,dd,J=9.4,4.7Hz) ,4.17 (1H,td,J=9.9,4.8Hz) ,4.01 (1H,t,J=
9.6Hz) ,3.71—3.64 (2H,m) ,2.65 (2H,t,J=6.1Hz) ,1.87 (1H,t,J=6.5Hz) ,1.08 (9H,s) ,
1.04(9H,s) ,0.91(9H,s) ,0.11(3H,s) ,0.10(3H,s) .

[1880] (T 72

[1881]1  7— {2—0— [T & (CHED) HRkRESE] —3,5—0— (T — 3T 3Lk kLD —
B—D—WmiAZ L) —5— U—FRIE T I —3,7— A —4H— kR I [2, 3— Mg —4 — [
[1882]  {if] 'R TR IR0 &1 (2. T4g) B SN A A1 FRTE (30mL) — DU SV
(30mL) R A AT, LA S SS9 T e 7RI 5 30 T SON 1S BRI & (2. 21g)
[1883]1 'H—NMR(CDC1,) §:11.55 (1H,brs) ,7.90 (1H,s) ,6.63 (1H,s) ,6.09 (1H,s) ,4.47
(1H,dd,J=9.0,5.1Hz) ,4.38 (1H,d,J=4.7Hz) ,4.24 (1H,dd,J=9.4,4.7Hz) ,4.19—4.11
(1H,m) ,4.01 (1H,t,J=9.8Hz) ,3.82—3.74 (2H,m) ,2.88 (1H,brs) ,2.83—2.74 (2H,m) ,
1.85—1.75(2H,m) ,1.71—1.62(2H,m) ,1.09 (9H,s) ,1.04(9H,s) ,0.90(9H,s) ,0.102 (3H,
s),0.099 (3H,s) .

[1884] (1 J3)

[1885] 2 — {2—0— [T & (CHED) HRkELESE] —3,5—0— (T — 3T 3ER kR SD) —
B—D— LM ML) —7,8,9,10—PU% —2H—6— %t —2,3,5— =AW ZIrEkill,2,3—
cd]En
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[1886]  fifiJf] iR T F2fr 32l &# (1.89g) , P 5 Sptf20 T 7 sIR R Iy i T
N3 2RSS (1.40g) .

[1887]1 'H—NMR(CDC1,)3:8.41(1H,s) ,6.84(1H,s),6.21(1H,s) ,4.54—4.43 (4H,m) ,4.31
(1H,dd,J=9.6,4.9Hz) ,4.17 (1H,td,J=10.0,5.1Hz) ,4.00 (1H,dd,J=10.4,9.2Hz) ,
2.87—2.73(2H,m) ,2.05—1.87 (4H,m) ,1.10 (9H,s) ,1.05 (9H,s) ,0.91 (9H,s) ,0.12 (3H,
s),0.10(3H,s) .

[1888] (T S¥4)

[1889] 2— {5—0— [ (4— S IIKIL) CRED) HEE] —2—0— [T B (2D FRREERE
] —B—D—RKMAZMIIE} —7,8,9,10—PUS —2H—6—AfR—2,3, 56— =AUk, 2,
3—cdlEn

[1890]1 i Fak T3 Rt (1.61g) , LS SR T 5 5RAtm et T
N, 13 2RSS (1.95g) -

(18911  'H—NMR (CDC1,) §:8.40 (1H,s) ,7.49—7.43 (2H,m) ,7.38—7.20 (8H,m) ,6.86—
6.78 (4H,m) ,6.38 (1H,d,J=5.5Hz) ,4.70 (1H,t,J=5.3Hz) ,4.54—4.45 (2H,m) ,4.38—
4.31(1H,m) ,4.26—4.18 (1H,m) ,3.79(3H,s) ,3.79(3H,s) ,3.53 (1H,dd,J=10.6,2.3Hz) ,
3.37(1H,dd,J=10.6,3.1Hz) ,2.81 (1H,d,J=3.9Hz) ,2.56—2.45 (2H,m) ,2.00—1.91 (2H,
m) ,1.86—1.76(2H,m) ,0.82(9H,s) ,—0.04 (3H,s) ,—0.17 (3H,s) .

[1892] (T J%5)

[1893] 2— (5—0— [ (4—HSEIIRIL) CRED) L] —2—0— DT B (2D FRREERE
] 30— {QC—FHELHED [ (H—2—5) L1 BEE) —p—D—IkmEihidt) —7,8,
9,10— DU —2H—6—"Af0—2,3,5— =% 4 BfEki1,2,3—cd] Hi

[1894]1  fifiJf] iR T F4Rr 381k &¥ (1.959) , $E4T 5 92915 T 4 REn e, 53]
I AR R A AR A AN A R EE =6 : 4) TEIAREUE &1 (2. 209)
[1895]  'H—NMR (CDC1,) §:8.39(0.4H,s) ,8.37(0.6H,s) ,7.51—7.45(2H,m) ,7.40—7.20
(8H,m) ,6.86—6.78 (4H,m) ,6.37 (0.6H,d,J=6.7Hz) ,6.32(0.4H,d,J=6.3Hz) ,4.83—
4.78(0.6H,m) ,4.77—4.70(0.4H,m) ,4.56—4.44 (2H,m) ,4.42—4.33 (1.4H,m) ,4.29—
4.24(0.6H,m) ,4.07—3.86 (1H,m) ,3.82—3.75 (6H,m) ,3.70—3.46 (4H,m) ,3.32—3.24
(1H,m) ,2.76—2.65 (1H,m) ,2.63—2.49 (2H,m) ,2.32 (1H,t,J=6.7Hz) ,2.01—1.90 (2H,
m ,1.87—1.74(2H,m) ,1.23—1.12(8.4H,m) ,1.03(3.6H,d,J=6.7Hz) ,0.74 (3.6H,s) ,
0.72(5.4H,s) ,—0.04(1.2H,s) ,—0.08(1.8H,s) ,—0.21(1.2H,s) ,—0.23(1.8H,s) .
[1896] (T J36)

(18971  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7 — (6 —&d 3k —9H—MEKS —9—FL) —15,
16— B { AT 35 (CHEL) ke i) |3t —2, 10— B Gt —14— (7,8,9,10— U5 —
H—6—"A—2,3,5— =54 R Ebi[1,2,3—cd] Bi—2—3L) J\&{—2H, 10H, 12H—5,8—
B — 20, 10A° — W9t [3,2—1]1[1,3,6,9,11,2,10] FL 82— ER T POB—2, 10 — —Jif
[1898]  fifi [l ik T JFsRr3 2l fv &4 (1.18g) , LA 5 52l T 5 7[R RE T b T
R, 15802 — {2—0— [HU T 3% (D) HIEbidk] —3—0— [BRE: (I — 0 — k) —
B—D— KM ML) —7,8,9,10—PU% —2H—6— %t —2,3,56— =AW ZIrEkil1,2,3—
cd) B O RS RIR  FZ OB AR T & (Cool Pharm) N — 2K IR —5 —0— [ (4—
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FHAASRSD) ORFD) 3] —3 —0— [T 5 (CHED) HREREE] — 20 —0— { Q- A OH
5O [ (N —2—50) GBS IR (1.49g) , LS S BI1 T 78 L9 LA K Ty 10[A] A
(T AT OB, A3 2 BE I 1~ A ERTIR A AT S T SR EU L & - Rz iR Al
FHHPLC[10mMFR — LI/ KIEI O , O :25% —60% (093 — 3543) 1A TS, 73 205
B AR A A1 (50mg) FHE R A 442 (34mg) o

(18991 XM SAg A1 (AR )

[1900]1  MS(ESI)m/z:973 (M+H) *.

[19011 RS Ag A2 (Rlett)

[1902]  MS(ESI)m/z:973 (M+H) *.

[1903] (T JF7—1)

[1904]  —%/ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 2k —9H— MW — 9 Jb) —
15,16 — i —2, 10— Wit —14— (7,8,9,10—PU% —2H—6— A1t —2,3,5— =4
ZeIRSERE (1,2, 3—cd] Bl —2—35) J\Z—2H,10H, 12H—5, 8 — I — 2A°, 100" — WL I [3,
2—11[1,3,6,9,11,2,10] FL 54 BEEAHPUME—2, 10— B (BT ER)

[1905] (X Ag{A1)

[1906]  fi ] 3R T 6 TS 2 ik 5% ERIL A A1) (50mg) , VA5 9661 T 5 11[H
PR A TN , Sep—Pak G RiAR) C18[0. 1% = L 3EEI/KIER/ LG =5: 1137
K, AR R S = O L .

[1907] RS20 = O b DA S SCHEFI1 T LLAT R R R ] RIAER 5 ikt T2k e
i, A3 EIFREUE S (33mg) o

[1908]  MS (ESI)m/z:745 (M+H) *.

[19091  'H—NMR(CD,0D) 3:8.73 (1H,s) ,8.30(1H,s) ,8.17 (1H,s) ,7.40(1H,s) ,6.39 (1H,d,
J=4.3Hz) ,6.34 (1H,d,J=8.6Hz) ,5.40—5.36 (1H,m) ,5.22—5.17 (1H,m) ,4.87—4.84
(1H,m) ,4.80 (1H,t,J=4.5Hz) ,4.64—4.31 (6H,m) ,4.11—4.03 (2H,m) ,2.82(1H,dd,J=
16.4,8.6Hz) ,2.68 (1H,dd,J=16.2,8.8Hz) ,2.06—1.71 (4H,m) .

[1910]  *'P—NMR(CD,0D) §:58.1(s) ,54.2(s) .

(19111 (LJF7—2)

(19121  —4%4 (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 2k —9H— W — 9 Jb) —
15,16 — k2 10— Mt —14— (7,8,9,10— U —2H—6— 0 —2,3,5— =%
ZeIRSERE (1,2, 3—cd] Bli—2—35) J\Z—2H,10H, 12H—5, 8 — I — 2A°, 100" — WK I [3,
2—11[1,3,6,9,11,2,10] FL 54 EEAHPUME—2, 10— B (R ED)

[1913]  (HEXSHL A 1A2)

[1914] ] R T 6 RS 2Rk &% ERTIU A 742) (34mg) , VA5 9661 T 5 11[A
MR A TN , Sep—Pak G RAR) C18[0. 1% = L 3EE/KIER/ LG =5: 1137
K, AR S = O L .

[1915] RS20 = O b A S e FI1 T LLATaR ) R R ] R g ikt T2k e
P, A3 EIPREE & (21mg) o

[1916]  MS(ESI)m/z:745 (M+H) *.

[1917]  'H—NMR(CD,0D) 3:8.81 (1H,s) ,8.30(1H,s) ,8.17 (1H,s) ,7.40 (1H,s) ,6.43 (1H,d,
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J=6.7Hz) ,6.34 (1H,d,J=8.6Hz) ,5.55—5.42 (2H,m) ,4.87—4.84 (1H,m) ,4.59—4.28
(TH,m) ,4.06—3.99 (1H,m) ,3.94—3.86 (1H,m) ,2.96—2.81 (2H,m) ,2.07—1.94 (2H,m) ,
1.93—1.80(2H,m) .

[1918]  *'P—NMR(CD,0D) §:63.1(s) ,60.5(s) .

(19191 Stfh32 : CON221 5 B

[19201  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— (6— &k —9H— M 9 %) —15,
16— —F2k—14—[(7S) —7T— 1 —8,9— "4 —6—"A—2,3,5— =% ZH T [cd] BL—
2(TH) — 3] —2, 10— W GFidk) /\ A —2H, 10H, 12H—5,8 — FiF— 20, 100" — k- [3, 2 —
1101,3,6,9,11,2,10] FL 58— JBEEA+PUM—2,10— i

i
N
0 N
11}
HS-P 0 -
O OH \\,CTN p
N7 NN o OH
[1921] ﬁ O—P-SH
N "
H,N \N-—’y o}

22
22a (drimitfigl )
22b (lEtfsRiike )

[1922]  [Gpiciz]

H
~N B N Bn -N
N Yo N B0 N =0
Y=( S Y=( ik =y
= 52 o % e
Oxha_l"u‘_}-"-\f-7""l ._I'.r L - O:"“v’.l_'J"_r’N-.\:’)'":“-;::_ OH LFr2 - D,..__,o yuN_ - —..E 3
N - i-o" ‘0-TBS S-8i0" oot |
Yo
—N _f_-‘\
N & N
N\\r__.{._r \ - 0/ \ N0
O_N_j—r Lfrd L5 Ny =
o \ al T X I\"‘1’ N A~
N % 7=y A
—r%-0" ‘o-TBS &
[1923] I A ‘l o ‘o-Tes
AN ?.0,--»\”_.0!‘4
N
o
== § b N B
o \/ \’ N YN
1o
0SSOt
=/ >
“Te8-9) © M Na* R
1 0 L - & o
o TBs N %0 ) N %0
g HS-P o —( T IF71-1 s-P o T
- 0 0 e o NP’ [ FE7-2 0 OH \-.._,I,D\_?_N e
\ - ‘o -
— NTN"L A~ 0 o-TBS NTNEL A~ 0 oM
L6 y={ 0-P-SH _{'_-f_ 0-P-§~
HN—f N 5 HN—{ N T
Nt o N A, O Na

[19241 (T F1)

[1925]  4— (FHRFER) —T—{2—0— [HUT H CHED) FRER L] —3,56—0— (. — T
SR RS —B—D— WAz ML} —5— [ (BR) —3— T —1— e —1—FL] —7TH—Nt
%3 [2,3—d]msng

[1926] (i JISCTE G120 T /7 213 Bl & ¥ (2.54) FT(R) — (+) —3— [ R —2—F
(1.36mL) , K SNl B e e b =i, LA S SEie L 1T 2R 1 it T SO, A3 B by &
¥y (1.85g) .
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(19271 'H—NMR (CDC1,) §:8.46 (1H,s) ,7.57 (2H,d,J=7.0Hz) ,7.44—7.32(3H,m) ,7.20
(1H,s) ,6.16 (1H,s) ,5.58 (1H,d,J=12.9Hz) ,5.55 (1H,d,J=13.7Hz) ,4.71—4.63 (1H,m) ,
4.48(1H,dd,J=9.2,4.9Hz) ,4.42(1H,d,J=4.7Hz) ,4.26 (1H,dd,]=9.4,4.7Hz) ,4.23—
4.14 (1H,m) ,4.01 (1H,t,J=9.6Hz) ,1.70 (1H,d,J=5.5Hz) ,1.42(3H,d,J=6.7Hz) ,1.09
(9H,s) ,1.04 (9H,s) ,0.91(9H,s) ,0.12(3H,s) ,0.11 (3H,s) .

[1928] (T2

[1929]  7—{2—0— i T & (D) HREREE] —3,5—0— (L —3 T 2R ke L) —
B—D—PRMIAZMER) —5— [ (BR) —3— AL T ] —3,7— & —4H— Mg (2,3 —d]
WE —4— i

[1930]  {ifi [T Bk TR LAFS 200 &7 (1. 85g) , B S M 1A 7134 A FHEE (15mL) — PU &Mk
(16mL) FR AR, LA S S 19 T e 7RI T3 304 T SON 15 BIRRAUE & (1. 34g)
[1931]1  'H—NMR(CDCL,)8:11.81 (1H,s) ,7.89(1H,s) ,6.68(1H,s) ,6.12(1H,s) ,4.49 (1H,
dd,J=9.2,4.5Hz) ,4.34 (1H,d,J=4.3Hz) ,4.27—4.14 (3H,m) ,4.03 (1H,t,J=9.6Hz) ,
3.77—3.65(1H,m) ,3.17—3.06 (1H,m) ,2.85—2.74 (1H,m) ,1.84—1.73 (1H,m) ,1.71—
1.61(1H,m) ,1.15(3H,d,J=6.3Hz) ,1.09(9H,s) ,1.04(9H,s) ,0.90(9H,s) ,0.10(6H,s) .
[1932] (1 %3)

[1933]  (7S) —2—{2—0— [T A (CCHED) FIRERTIE] —3,56—0— (. — U | 2R AT
B —B—D— LWL —7— 3 —2.7,8,9—PUA —6— " —2,3,56— = ARt
[cd]BE

[1934]  fli ] 3R T2t 2Inte &4 (1. 34g) , DL S 525120 T F5IRFER0 5 3 T
N, 13 2RSS (0.70g) .

[1935]  'H—NMR(CDC1,) 3:8.43 (1H,s) ,6.82(1H,s) ,6.19 (1H,s) ,4.58—4.43 (3H,m) ,4.33
(1H,dd,J=9.6,5.0Hz) ,4.17 (1H,td,J=10.0,5.0Hz) ,4.00 (1H,dd,J=10.4,9.2Hz) ,
3.06—2.97 (1H,m) ,2.89—2.79(1H,m) ,2.23—2.08 (2H,m) ,1.60 (3H,d,J=6.3Hz) ,1.10
(9H,s) ,1.05(9H,s) ,0.91(9H,s) ,0.12(3H,s) ,0.11 (3H,s) .

[1936] (T Fr4)

[1937]  (7S) —2— {5—0— D (4 — AR RD) GRAL) L] —2—0— OB T 38 (D)
HREGEEL] —B—D— WA — 7 — L —2,7,8,9— P05 — 6 — A8 —2,3,56 — = %4
FFf[ed] B

[1938]  {ifi [T 3R T e 3Arig Bt & (0. 70g) , DA S S2iiE ol L1k T 5 5IR e 100 T &
N, PRI UL S (0.82¢) -

[1939]  'H—NMR(CDCL,) §:8.41 (1H,s) ,7.49—7.43 (2H,m) ,7.37—7.20 (7H,m) ,7.16 (1H,
s),6.85—6.78 (4H,m) ,6.35(1H,d,J=5.5Hz) ,4.72(1H,t,J=5.3Hz) ,4.57—4.47 (1H,m) ,
4.36 (1H,dd,J=9.0,3.9Hz) ,4.22 (1H,q,J=3.1Hz) ,3.79(3H,s) ,3.79(3H,s) ,3.52 (1H,
dd,J=10.6,2.7Hz) ,3.37 (1H,dd,J=10.6,3.1Hz) ,2.81 (1H,d,J=3.9Hz) ,2.78—2.58
(2H,m) ,2.16—2.07 (2H,m) ,1.59 (3H,d,J=6.7Hz) ,0.83 (9H,s) , —0.03 (3H,s) , —0.15
(3H,s) .

[1940] (T J%5)

[1941]  (7S) —2— (5—0— D (4 — SRR ED) ORI FHEL] —2—0— OB T 38 (D)
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RG] -3 —0— { Q—FROHD [ = (W —2—5) 2L 3L} —B—D— WL Az bk
B —7T—HHE—2,7,8,9—UH—6—"Af—2,3,6— = HHFHK I [cd] B0

[1942] (i ] FiR T FR4fr s 200k &4 (0.82g) , dH T 552t fils ) T Fr4m b lE, 1551
Wb AR A AT S AR AGPREE =6 : 4) JEARIPREUEL 59 (0.85g) «
[1943]  'H—NMR (CDC1,) §:8.40(0.4H,s) ,8.38(0.6H,s) ,7.50—7.43 (2H,m) ,7.39—7.16
(8H,m) ,6.86—6.78 (4H,m) ,6.34 (0.6H,d,J=6.7Hz) ,6.30(0.4H,d,J=5.9Hz) ,4.86 —
4.80(0.6H,m) ,4.79—4.74(0.4H,m) ,4.55—4.46 (1H,m) ,4.44—4.35(1.4H,m) ,4.29—
4.24(0.6H,m) ,4.05—3.85 (1H,m) ,3.82—3.75 (6H,m) ,3.69—3.47 (4H,m) ,3.31—3.24
(1H,m) ,2.82—2.61 (3H,m) ,2.31 (1H,t,J=6.7Hz) ,2.17—2.07 (2H,m) ,1.58—1.55 (3H,
m ,1.22—1.13(8.4H,m) ,1.03(3.6H,d,J=6.7Hz) ,0.75(3.6H,s) ,0.74(5.4H,s) ,—0.03
(1.2H,s) ,—0.07(1.8H,s) ,—0.19(1.2H,s) ,—0.21(1.8H,s) .

(19441 (T J36)

[1945]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— (6 —ZdFk —9H—ME —9 —JL) —15,
16 — A DRUT 3 (3D HRkEbe ] /At — 14— [ (7S) —7T—HI3E—8,9— — 4% —6—"4
K—2,3,5— =% 4K FH [ed] B —2 (TH) —FL] —2, 10— FidL) /\ & —2H, 10H, 12H—5,
8— MIHfF — 20, 10K — kg9 (3,2—1111,3,6,9,11,2,10] AL A TP —2, 10— —
fifl

(19461  {fi [ I3k T F5r 8 2 &9 (0.85g) , DA 5 92ie il T 5 7Ry kT &
R, 158 (7S) —2— {2—0— [HU T 5= (T HI3E) ke iE] —3—0— DR () — 2 — Ik
F] —B—D—REmEAZ L) — 7 — R —2,7,8,9— U —6— 5 —2,3,5 — =R KT
[cd] BEI) SIS TAR - 8 FZ O ISTATRANTTTEE (Cool Pharm) [N — 2K HIfEEL —5 —0— [AL
(4—HE AR ED) OR3D) HEE] —3 —0— DR ] 2 (CH3E) sk k] — 27 —0— {(2— 513t
CAEID) [ (N —2—30) &L L) R (1.120) , LA S5 92l T 8. TJF9 . AN T 710
FIRER 5 AT SO, 13- 2 BE I 1 AR A (TR S s U S - Bz TR &
P HIHPLC [10mM R — L3 KIA I/ NG, O :25% —60 % (043 —3547) JibA THG i, 132
FREUE SR A R T (95mg) ANEXS I A 4R 2 (44mg) (HPLCH PR BA IS [H] « XS i S
FE1>2) o

(19471 RIS A9 AL (AR

[1948]  MS(ESI)m/z:973 (M+H) *.

[19491 XM SAG A2 (Rtlett)

[1950]1  MS (ESI)m/z:973 (M+H) *.

[19511  (LF7—1)

[1952]  — 4%/ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 24k —9H— W — 9 Jb) —
15,16 — —FF 14— [(7S) —7—HH—8,9— — 4 —6—%ft—2,3,5— = %&(Z4 R I  [cd]
BE—2(TH) — %] —2,10— a5/ \ s —2H, 10H, 12H—5,8— HIffF — 21.”, 100" — ki I [ 3,
2—11[1,3,6,9,11,2,10] FL 54 EEAHPUME—2, 10— B (R ED)

[1953] (X A{A1)

[1954] i ] R T 6 Frf3 21 &9 AERIL AR D) (95mg) , LA S S5 BI1 1 7 11[H]
PR A TN , Sep—Pak G RiAR) C18[0. 1% = L 3EE/KIEHR/ LG =5: 1137
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K, AR S = O L .

[1955]  ReAS 210 = b DA S SBT3 LLArR 1) ettt sh 1 R T ik b Tk e
P, A3 EIFREUE & (5Tmg) o

[1956]  MS (ESI)m/z:745 (M+H) *.

[1957]  'H—NMR(CD,0D) 8:8.72(1H,s) ,8.30(1H,s) ,8.17 (1H,s) ,7.35(1H,s) ,6.37 (1H,d,
J=4.3Hz) ,6.34 (1H,d,J=8.2Hz) ,5.40—5.35 (1H,m) ,5.22—5.17 (1H,m) ,4.85—4.81
(2H,m) ,4.66—4.58 (1H,m) ,4.53—4.40 (2H,m) ,4.39—4.30 (2H,m) ,4.12—4.01 (2H,m) ,
3.02—2.93(1H,m) ,2.80—2.68 (1H,m) ,2.23—2.14 (1H,m) ,2.12—2.00 (1H,m) ,1.57 (3H,
d,J=6.3Hz) .

[1958]  *'P—NMR(CD,0D) 8:58.1(s) ,54.3(s) .

[1959] (T F7—2)

[1960]  —4%/ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 24k —9H— W — 9 Jb) —
15,16 — —FF—14—[(7S) —7—HH—8,9— — 4 —6—%ft—2,3,5— = %&(Zh I [cd]
B —2(TH) — %] —2,10— — a5/ \ s —2H, 10H, 12H—5,8— HIffF — 21.”, 100" — I I [ 3,
2—11[1,3,6,9,11,2,10] 7L 584 AU —2, 10— (FfizEh)

[1961]  (EXSHL A 1A2)

[1962] i ] iR T 63 21 &9 AERIL A 1R2) (44mg) , DA S S5 6I1 T 7 11[H]
PR A TN , Sep—Pak G RiAR) C18[0. 1% = L3 /Kigii/ LG =5: 11387
K, AR SN = O L .

[1963] RS2 = b DL S 5B T3 LLArR 1) et ot sh 1 R T ik b Tk e
i, A3 EIFREUE S (30mg) o

[1964]1 NS (ESI)m/z:745 (M+H) *.

[19651  'H—NMR(CD,0D) 3:8.81 (1H,s) ,8.30(1H,s) ,8.17(1H,s) ,7.36 (1H,s) ,6.41 (1H,d,
J=6.7Hz) ,6.34 (1H,d,J=8.6Hz) ,5.55—5.42 (2H,m) ,4.87—4.84 (1H,m) ,4.65—4.57
(1H,m) ,4.55—4.28 (5H,m) ,4.06—3.99 (1H,m) ,3.93—3.86 (1H,m) ,3.11—3.01 (1H,m) ,
2.95—2.83(1H,m) ,2.29—2.19(1H,m) ,2.16—2.03 (1H,m) ,1.57 (3H,d,J=6.3Hz) .

[1966]1  *'P—NMR(CD,0D) §:63.7(s) ,61.2(s) .

(19671  SJEf533 : CON23[I 5 1,

[1968]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7 — (6 — 24k —9H—MEM> — 9 —FL) — 14—
(8,9— —H—6—Mmifh—2,3,6— =% A I [ed] BL—2 (TH) — %) —15,16— —F2H—2,
10— M (Fidk) /N4 —2H, 10H, 12H—5,8 — FIffr —20°, 100> — W34 [3,2—11[1,3,6,9, 11,
2,10] A A2 B PA T PIP—2, 10— — i
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/\ - -

N7 N’Q\\ O OH

[1969] ﬁ O—P-SH
HoN— ),N o}

N—/

23
23a ( JextmeFHl )
23b (" Afexfmei ke )

[1970] [ pcikie]

N B
W
N B =)
N0 L i -
= Ll e LFr2
oY s e -51.0°  ‘p-TBS -
380" o_TEs aH A e
k.
]
N H
N =S ! N
\ N =S N S
T3 o N-\"‘L T.FF4 Y=( TF¥5 = )
\0/"-1..—;‘,- v K . )__‘_o?__.‘, P D'__*o\_‘,‘,\,}
-Si ==
L oL _#3 N-8io" o-tBs OH NS0 o-Tes
T~ I 4 J /l\
Yy, =0 i b |
Yy
\."""'
0\ \p
.
o
i = "
S | e Y
= J -N LT 0™ T "8,
R ey e ’ OL D
e 8 ﬁ N, SO~ -
‘\ L., N\) L L8
- " 9 0-TBS
Mo ‘o-TBS A P ON
A
NC 7N Na* s
~T0 s NS TRg-] o 18s s [ F10-1 9 N, \—s
ssb—-0 oy ‘J\ e H§-P——0 p-— ] -1 “§-P——0 5 =
G e T e LF9-2 o o “*-1 \-‘" A~ TIF10-2 ° 0“‘\*-* »-N P~
NN oA~ 6 o-Tes v ~nh *--. 0 o 88 N u-'\of-‘. o “om
H J:-,ﬂf\ 0-P-SH ={ 0 P SH /‘—'—'\ [+] F-E_
N—y N o H:"—< l,.“ 0 HN—, N O Na’
Bz N7 i A

[19721 (T J%1)
[1973]  4— (FHRAERD) —5— (3— D (4—FEIEIEED) R AN —1——1—
Fe} —7—{2—0— Ui T & (CCHED) gk dt] —3,56—0— (L — B0 T R RS D) —B—
D— WRIRAZ R ) — TH— Mg I (2, 3 —d ]

[1974]  { FH52615120 T FE3frig Bln0ib i (. 17g> Hiw AN T (40mL) —
MHEmE (40mL) A vA, DA SEREBIL L Ly LR i T S 13 2h e 5 (5. 70g) -
[1975] H—NMR(CDC13)6:8.44(1H,S),7.53—7.47(4H,m),7.41—7.35(4H,m),7.33—
7.11(7H,m) ,6.86—6.79 (4H,m) ,6.17 (1H,s) ,5.61 (1H,d,J=13.7Hz) ,5.58 (1H,d,J=
13.7Hz) ,4.49 (1H,dd,J=9.0,5.0Hz) ,4.44 (1H,d,J=4.8Hz) ,4.29 (1H,dd,]J=9.6,
5.0Hz) ,4.23—4.15(1H,m) ,4.04 (1H,t,J=9.8Hz) ,3.98 (2H,s) ,3.78 (6H,s) ,1.10(%H,s) ,
1.05(9H,s) ,0.91(9H,s) ,0.12(3H,s) ,0.11(3H,s) .
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[19761 (T F72)

[1977]  5— {3— DA (4 — FHA R RL) O AL) AR R N2 —7— (2—0— iU T2 (5
5 FRERER] —3,56—0— (T — BT 3R P AL —B—D— IRz st} —3,7— & —
AH—THEIE I (2,3 —d ] Mg — 4 — i

[19781  F AR TR 1 ArS 259 (5. 70g) [ HIfE (100mL) — PYZHEAR (50mL) 7 5 7
HOIN FHTR % (3. 71g) F1110% 8 (AD) we't (2g) , 7F 25k I HHE 3/ NI o Kb A 77 ok 8 -0
TR R4 o F 5% BE W IR IR EAT [ b/ R AR A TRS i), 13 2L & (4. 56g) -
(19791 'H—NMR (CDC1,) §:11.61 (1H,brs) ,7.75 (1H,s) ,7.48—7.44 (2H,m) ,7.37—7.14
(TH,m) ,6.84—6.79(4H,m) ,6.57 (1H,s) ,6.05 (1H,s) ,4.45 (1H,dd,J=9.2,4.9Hz) ,4.35
(IH,d,J=5.1Hz) ,4.23 (1H,dd,J=9.6,4.9Hz) ,4.16—4.10 (1H,m) ,3.97 (1H,t,J=
9.8Hz) ,3.78(6H,s),3.19—3.08 (2H,m) ,2.90(2H,t,J=7.8Hz) ,2.07—1.98 (2H,m) ,1.09
(9H,s) ,1.04 (9H,s) ,0.89(9H,s) ,0.09 (3H,s) ,0.08 (3H,s) .

[1980] (T F%3)

[1981]  5— {3— D (4—FHAE R L) ORAD) AR N2 —7— (2—0— iU T2 (2
5 FRERERL] —3,5—0— (T — BT 3R PR RL) —B—D— IRz} —3,7— & —
AH—TEI% I [2, 3 —d ] WEIE — 4 —Fr il

[1982] 4 F R TR 2fr 3 8 ntk &4 (1.01g) 19 —SUH ¢ (10mL) i 7 P I g
(0.461mL) , 7EVKE NN =56 FHREEG AT (0.385mL) , Hit #3025 50 AEAH I RTa B N A SN i
HIN— i /K &4 (2. 54g) [N, N— HIBL FHP i (26mL) B 77 iR, 78 =0 M ichE2
B o A5 SRR INAABAIRER A BN /KA RN IR i , e 3 e, R CFEAEHY
AU TR ST, JCK BN T T 38 2 T, S B8 s i 4
KRR RERHE EAT [ e/ SR BRI A TS AT 2 A8 59 (0.519) -

[1983]1  'H—NMR(CDC1,)3:10.83(1H,s),7.83(1H,s) ,7.50—7.44 (2H,m) ,7.39—7.14 (7H,
m) ,6.87—6.79 (4H,m) ,6.72 (1H,s) ,6.07 (1H,s) ,4.48—4.42 (1H,m) ,4.31 (1H,d,J=
4.3Hz) ,4.21—4.09 (2H,m) ,3.99—3.92 (1H,m) ,3.79(6H,s) ,3.19—3.09 (4H,m) ,2.09—
1.98(2H,m) ,1.08(9H,s) ,1.04(9H,s) ,0.90(9H,s) ,0.09(3H,s) ,0.09 (3H,s) .

[1984] (T Fr4)

[1985]  7— {2—0— [0 ] 3% (D) FgkedE] —3,5—0— (C— BT FRR R RD) —
B—D—MRMAZRIEL) —5— (3— KNI —3,7— A —AH— M8 (2, 3 — d]WEnE — 4 — i
Fild

[1986] 7 |3k T F3frig Bl &9 (2.79g) 19 =S ki (80mL) & i Hh N Z= 487K
(4mL) , 7EVKHS PN SRR (1.28ml) , HiEHE3053 Bl AEARIFIRIRE I A8 SN N
WE (2.50mL) i , A TIRHE I 4R o 2% B W TRE AR IE AT [ e/ SR SRR 1 3EA T RS AT 2 Anist
&% (0.96g) -

[1987]  'H—NMR(CDC1,)8:11.16 (1H,s),7.89 (1H,s) ,6.83 (1H,s) ,6.11 (1H,s) ,4.51—
4.45(1H,m) ,4.36—4.29 (1H,m) ,4.22—4.13 (2H,m) ,4.06—3.97 (1H,m) ,3.68 (2H,t,J=
6.1Hz) ,3.27—3.09 (2H,m) ,2.25—2.13 (1H,brm) ,2.00—1.93 (2H,m) ,1.08 (9H,s) ,1.04
(9H,s) ,0.90 (9H,s) ,0.10(6H,s) .

(19881 (T J%5)
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[1989] 2— {2—0— [T A (D) FIRERERE] — 3,56 —0— (. — U T BRI D) —
B—D—MRIFAZ ML} —2,7,8,9—PUA —6— itk —2,3,5— =% A I [ed] BE

[1990]1 i ] iR T F 4T3 28I &9 (0.359) , DL 5 S25I20 T 5 5IR R Iy i T
N, 13 2RSS (0. 25g) -

[19911  'H—NMR(CDC1,) 8:8.53 (1H,s) ,6.92(1H,s) ,6.21 (1H,s) ,4.50—4.44 (2H,m) ,4.30
(1H,dd,J=9.6,4.9Hz) ,4.17 (1H,td,J=10.0,5.0Hz) ,4.00 (1H,dd,J=10.4,9.2Hz) ,
3.18—3.12(2H,m) ,3.06—3.00 (2H,m) ,2.39—2.30 (2H,m) ,1.09 (9H,s) ,1.05(9H,s) ,0.91
(9H,s) ,0.12(3H,s) ,0.11(3H,s) .

[1992] (T J56)

[1993]  2— {5—0— [ (4—HEIIKIL) ORI ] —2—0— [RCT A (CCHER) FIRERE
] —B—D—WmgAZ R —2,7,8,9— DU —6—Fitk —2,3,5— =& AT [ed] 36
[1994] i ] L3k TR s 2 iv &4 (0.41g) , DL S S2IL T 5[ RE T 200 T &
N, 13 2RSS (0. 46g) -

[19951  'H—NMR (CDC1,) §:8.52 (1H,s) ,7.48—7.42 (2H,m) ,7.37—7.20 (8H,m) ,6.85—
6.78 (4H,m) ,6.36 (1H,d,J=5.1Hz) ,4.70 (1H,t,J=5.1Hz) ,4.37 (1H,dd,]J=8.8,4.1Hz) ,
4.23—4.19(1H,m) ,3.79(3H,s) ,3.79(3H,s) ,3.53 (1H,dd,J=10.6,2.7Hz) ,3.38 (1H,dd, ]
=10.6,3.1Hz) ,3.16—3.09 (2H,m) ,2.78 (1H,d,J=4.1Hz) ,2.76—2.70 (2H,m) ,2.30—
2.22(2H,m) ,0.83(9H,s) ,—0.03(3H,s) ,—0.14 (3H,s) .

(19961 (T J5%7)

[1997]  2— (5—0— [ (4—HIEIIKEL) ORI ] —2—0— [RCT A (CHERD) FHRERE
] 30— {Q—FHELHED [ (H—2—5) L1 BEE) —p—D—IRmEodt) —2,7,
8,9— A —6—Tmtt—2,3,5— =% 2RI [cd] 3L

[1998]  fiH iR T RR6 A RInib 59 (0.46g) , 597564515 T Fr AR B E , 15 215 H 1
AR A AT S CENTI A (kL =6 4) JEXIARE L 59 (0.48g) -

[19991  'H—NMR (CDC1,) §:8.51 (0.4H,s) ,8.49(0.6H,s) ,7.50—7.43 (2H,m) ,7.38—7.23
(8H,m) ,6.86—6.78 (4H,m) ,6.36 (0.6H,d,J=6.7Hz) ,6.32(0.4H,d,J=5.5Hz) ,4.83—
4.78(0.6H,m) ,4.76—4.71(0.4H,m) ,4.45—4.35(1.4H,m) ,4.29—4.24(0.6H,m) ,4.04—
3.84(1H,m) ,3.82—3.75(6H,m) ,3.70—3.48 (4H,m) ,3.32—3.25(1H,m) ,3.16—3.09 (2H,
m ,2.84—2.73(2H,m) ,2.73—2.61 (1H,m) ,2.36—2.20 (3H,m) ,1.22—1.13(8.4H,m) ,1.03
(3.6H,d,J=7.0Hz) ,0.76(3.6H,s) ,0.75(5.4H,s) ,—0.03(1.2H,s) ,—0.07(1.8H,s) , —
0.18(1.2H,s) ,—0.20(1.8H,s) .

[2000] (T J%8)

[2001] N—{9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15, 16— X { [F ] 3L (L) H
ke E ) —10— Q—FECHIL) —14— 8,9— — A —6—Hifk —2,3,5 — =% Ik H
[cd] B —2 (TH) —3) —2 — et — 2 — ik — 10— & e/ \ & —2H, 10H, 12H—5,8 — Hf
Mr—2n”, 100" —kmgFf[3,2—171[1,3,6,9,11,2,10] L4824 B FA UM —7 — 3] —9H—
IS — 6 — FL} 2K LI

[2002] i bk TR 7R 21 v &4 (0.48g) , DL S SZifill T 5 7[R REI T 26 T
R, 15502 — (2—0— [HU T 3% (D) HEbidk] —3—0— DBRE: (I — 0 — k) —
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B—D—PRMAZME AL —2,7,8,9— U —6— Mtk —2,3, 56— =R ZKIf [ed B LIHA W
2 NS TERANTTE (Cool Pharm) N — 2K AL — 5 —0— D (4 — PSR EY) OF
FOWE] =3 —0— DT A () FIRERE] — 2 —0—{@Q—FROHD [ (H—2—
) SR BERS) IR (0.61g) , LS SR M1 T8 LFOmIRERg i d- T B, 45 2 B i 1
AR A AR A T SRR S - FHZ TR A Y FHHPLC [ 10mM R — £ R BOKIE
W/ CMG M :40% —90% (073 —3547) THEATHRS I, 73 IS BIFREUL S I AL A 1
(40mg) AIAEXH A 72 (18mg) «

[2003] XSS AR pA L (AR )

[2004]  MS(EST)m/z:1132 (M+H) ".

[2005] XSS A 1A 2 (Rl tt)

[2006]  MS(ESI)m/z:1132 (M+H) *.

[2007] (T F9—1)

[2008]  (5R,7R,8R,12aR,14R,15R, 15aR, 16R) —7— (6 — & —9H— MK — 9 3L) 15,
16— B {DRCT 5 (L) Fpkbe R 5 ) — 14— (8,9— A —6—hift—2,3,5 — =&
FIf [cd] B —2 (TH) —35) —2,10— M GREL) /\ % —2H, 10H, 12H—5,8— HIffF — 21, 100" —
Wmg ) 13,2—1101,3,6,9,11,2,10] A2 BEEAHPUBE—2, 10 — —fifd

[2009] i ]f] 3R T 8Frf3 2 19 &9 AEXRIL AR D) (40mg) , LA 5561 17 10[H]
FERI TR T RN I , T & UHPLC [10mM 2R = L FR B KIsmy/ M , i :30% —60% (0
4y —3547) T TRE I, AR 2 bRl b 54 (35mg)

[2010]  MS(ESI)m/z:975 (M+H) ".

[2011] (T )59—2)

[2012]  (5R,7R,8R,12aR,14R,15R, 15aR, 16R) —7— (6 — & —9H— MK — 9 3L) 15,
16— B {DRCT 5 (L) Fipkbe R 5 ) — 14— (8,9 — A —6—hift—2,3,5 — =&
FIf [cd] B —2 (TH) —35) —2,10— M GREL) /\ % —2H, 10H, 12H—5,8— HIffF — 21, 100" —
Wmg)13,2—1101,3,6,9,11,2,10] A2 BEEAHPUBE—2, 10 — —fifi

[2013] i ] 3R T 8Fr 3 21 &9 AEXRIL A9 1R2) (18mg) , LA S5 H4I1 17 10[H]
FERI T IERAT RN I , T & BUHPLC [ 10mM 2R = L FE B KIsmy M , O - 25% —50% (0
4y —3547) T TRE I, AR 2 bRl &) (15mg)

[2014]  MS(ESI)m/z:975 (M+H) ".

[2015] (T FF10—1)

[2016] 4%/ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 24k —9H— W — 9 Jb) —
14— (8,9— “&H —6—ifk—2,3,5— =% AT [ed] L —2(TH) — L) — 15,16 — —Fdk—
2,10— "L\ —2H, 10H, 12H— 5,8 — FIF —2A°, 100" —kmg ) [3,2—11[1,3,6,9,
11,2, 10] FLAEA —BEA VOB —2, 10 — 3 (Bl £h)

[2017] (XA A1)

[2018] i FiR T H9— 1AM IR0tk A9 (35mg) , DAS SR L7 1 LIRIEE ik T
[N J , FISep—Pak GEMEIAR) C18[0. 1% = L IE/KIEMR/ =5 : 11 TRS I, 15 2 bR
BUL S =tk

[2019] S BIM = e LS 95E I T R LLAT R CRE o M ] RIRER 5 il T 3R 4
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e, S ERSEE S (18mg) o
[2020]1  MS(ESI)m/z:747 (M+H) *.
[2021]1  'H—NMR(CD,0D) 3:8.73 (1H,s) ,8.41 (1H,s) ,8.17(1H,s) ,7.48 (1H,s) ,6.40 (1H,d,
J=4.3Hz) ,6.34 (1H,d,J=8.6Hz) ,5.40—5.35 (1H,m) ,5.23—5.17 (1H,m) ,4.86—4.79
(2H,m) ,4.54—4.41 (2H,m) ,4.39—4.31 (2H,m) ,4.12—4.01 (2H,m) ,3.23—3.16 (2H,m) ,
3.05—2.86 (2H,m) ,2.36—2.20 (2H,m) .
[2022]  *'P—NMR(CD,0D) §:58.1(s) ,54.2(s) .
[2023] (T %10—2)
[2024]  —%/4 (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6 — 2k —9H— W — 9 Jb) —
14— (8,9— “&H —6—fk—2,3,5— =% AT [ed] L —2(TH) —FL) — 15,16 — —Fdk—
2,10— "L\ —2H, 10H, 12H— 5,8 — FIF —2A°, 100" —kmg ) [3,2—11[1,3,6,9,
11,2,10] FAAZ R HPUM —2, 10— W (il Eh)
[2025]  (HEXSHLSFAG1A2)
[2026] ] iR T RF9— 23 81ROtk &9 (15mg) , DAS SEREHI L7 1 LRIEE g T
[N J , FISep—Pak (M EIFR) C18[0. 1% = L IE/Kism/ =5 : 11 TRS I, 15 2 bR
BUL S =k
[2027]  RAS 2N = b DL S S B T3 LLArR ) Dt ot sh 1 R ik b Tk e
e, S ERREE S (8. 1mg)
[2028]  MS(ESI)m/z:747 (M+H) *.
[20291  'H—NMR(CD,0D) 3:8.81 (1H,s) ,8.41(1H,s) ,8.17(1H,s) ,7.49 (1H,s) ,6.43 (1H,d,
J=6.7Hz) ,6.34 (1H,d,J=8.2Hz) ,5.55—5.41 (2H,m) ,4.87—4.82 (1H,m) ,4.57—4.27
(5H,m) ,4.07—3.99 (1H,m) ,3.94—3.86 (1H,m) ,3.24—3.16 (2H,m) ,3.12—3.03 (2H,m) ,
2.39—2.25(2H,m) .
[2030]  *'P—NMR(CD,0D) §:63.0(s) ,60.5(s) .
[2031] 571534 : CON24F) 55
[2032] 1—[(5R,7R,8R,12aR, 14R, 15R,15aS,16R) —15,16 — I —2 10— —HiAadE—
2,10— M GFidL) —14— (6,7,8,9— U —2H—2,3,5,6— DU ZeA I [cd] B —2—FE) J\
A —2H,10H, 12H—5,8— HIifF — 20", 100" — Wk - [3,2—11[1,3,6,9,11,2,10] 482 ¥
PRA-PUe—7— B g —2,4 (10, 3H) — i

7N

H
e N N
HS-P 0 -
o kahiiYAN,/

[2033] OQ’[;\\ o oH

N O—P-SH
H ©O o)
24
24a ( {ExtsrsHim )
24b ( {pximeittke )

[2034] [ plcikfz]
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I~ =0
a'/\ Lﬁ’\i?“N\;:J'
/TBS'iL ©
P ~_CN —N
Bz )N\ ° 9 s N )N
,g-—N\ N : HS-P——0 = 3
- Nﬁjj TF1 o o I\i\"-“\%\)
i “\/\\ ST —
Y N 0 0-TBS
[2035] oA L @ bopsu
O 0-TBS = o 3

P
0% "0H
H

+ H
. e,
2 "§-Po——0 o
LH2-2 o OH \\Kovn'\/)\)
L )
f P !
TN 0-P-§~

o]
H O Na*

[2036] (T F¢l1)

[2037] 1—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15, 16— { [ ] 3L (— FI3L) Lk
R AE —2,10— TR —2, 10— G kh) —14— (6,7,8,9—PUS —2H—2,3,5,6— 14
BT [ed] B —2—30) J\ & —2H, 10H, 12H—5,8 — FIFF —20°, 10A° —Wmgg gt [3,2—1] [1,
3,6,9,11,2,10] 1582 A PUHe— 7 — FLTmsnE — 2,4 (1H, 3H) — i

[2038]  J2cHELL N AU SE S oL T 7 SO (5RE: 1. 01g) TS B S £
SRS (ANGENE) (195" —0— [ (4 — HIEE AR R OFR D) AL] —3 —0— [T 2 (2
FR3E) b ] — 2 —0— { Q-3 O [ (R —2—35) s3] ) /R (1.03g) , DA
5B T 78 TJ79 LA K T 10[RIFE T3 A T SO, 45 21 It 11 AR I A
KIE S YIE R FREUL &Y B8 &) FIHPLC [10mM IR = & 3B KIs i / O , O
25% —60% (047 —3543) 13EA RS, 13 2 AU S PRI EXRTIR A 41 (50mg) FTEEXHHIL
K42 (23mg) -

[2039] XS S AapA L (IR )

[2040]  MS(EST)m/z:935 (M+H) *.

[2041] RIS A9 A2 (Ritlett)

[2042]  MS(ESI)m/z:935 (M+H) ".

[2043] (T fr2—1)

[2044]  — 4%} (5R,7R,8R,12aR,14R, 15R, 15aS,16R) —7— (2,4 — Myt —3,4— S W
ME—1(2H) —3) —15,16— I —2 10— e tt—14— (6,7,8,9—PU%s —2H—2,3,5,
6— VU226 [ed] B —2—3L) J\A —2H, 10H, 12H—5, 8 — FIFF — 2%, 100° — kI (3,2 —
1]01,3,6,9,11,2,10] A58 2 PR PUH —2, 10 — B (fRhzEh)

[2045] (XA A1)

[2046] i ] R T LATR 20 &9 AEXRIL AR L) (50mg) , LA S5 6I1 17 11[H]
FEITTIERAT IR N I , FHISep—Pak GEMHEAR) C18[0. 1% = LKA/ =5 11T
K, AR S = O L .
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[2047] RS2 = b DA S SBT3 LLArR ) et ot sh ] R ik b T h e
e, 13 2RSS (30mg)

[2048]  MS(ESI)m/z:707 (M+H) *.

[20491  'H—NMR (CD,0D) §:8.09 (1H,d, J=8.2Hz) ,8.03 (1H,s) ,7.16 (1H,s) ,6.32 (1H,d,J
=8.6Hz) ,6.28 (1H,d,J=4.3Hz) ,5.82(1H,d,J=8.2Hz) ,5.08—5.01 (1H,m) ,4.93—4.84
(1H,m) ,4.73 (1H,t,J=4.5Hz) ,4.68 (1H,d,J=3.9Hz) ,4.48—4.38 (2H,m) ,4.33—4.24
(1H,m) ,4.23 (1H,d,J=2.3Hz) ,4.09—3.99 (2H,m) ,3.56—3.46 (2H,m) ,2.96—2.83 (2H,
m ,2.07—1.95(2H,m) .

[2050]  *'P—NMR(CD,0D) §:58.3(s) ,54.6(s) .

[2051] (T f#2—2)

[2052] 4%} (5R,7R,8R,12aR,14R, 15R, 15aS,16R) —7— (2,4 — Myt —3,4— S W
ME—1(2H) —35) —15,16— A —2 10— —HE K —14— (6,7,8,9—PUS —20H—2,3,5,
6 — PU%R AT [ed] B —2—30) J\&A—2H, 10H, 12H—5,8 — FIfF — 21, 10A° — g 3 (3, 2—
1]01,3,6,9,11,2,10] A58 2 PR PUH —2, 10 — B (fhzEh)

[2053]  (HEXSHLSFAG1A2)

[2054] i [} iR T AT 28 A &9 ARSI A9 42) (23mg) |, DA 5071 T 5 111H]
FERD A T ION I, HSep—Pak GEAfFFIFR) C18[0. 1% — LIE/KIAR/ LIG=5: 11T
K, AR S = O L .

[2055]  CReAS 201 = L b DA S 5Bl T3 LLArR 1) ettt sh ] R ik b Tk e
e, 3 2FREE A (1ing)

[2056]  MS(ESI)m/z:707 (M+H) *.

[20571  'H—NMR (CD,0D) §:8.08 (1H,d, J=7.8Hz) ,8.01 (1H,s) ,7.16 (1H,s) ,6.35 (1H,d,J
=8.6Hz) ,6.31 (1H,d,J=6.7Hz) ,5.85(1H,d,J="7.8Hz) ,5.38—5.33 (1H,m) ,5.04—4.96
(1H,m) ,4.75(1H,dd,J=6.5,4.5Hz) ,4.50—4.34 (3H,m) ,4.33—4.26 (1H,m) ,4.22—4.17
(1H,m) ,4.04—3.97 (1H,m) ,3.91—3.84 (1H,m) ,3.53—3.46 (2H,m) ,2.97—2.87 (2H,m) ,
2.05—1.95(2H,m) .

[2058]  *'P—NMR(CD,0D) §:63.2(s) ,60.2(s) .

[2059]  SCJtEf5135 : CDN25 175 ¥,

[2060]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— 3 —7— (6—HiEIE—1,6—
T —OH S 9 KL) —2, 10— MW FHiFL) —14— (6,7,8,9— DU —2H—2,3,5,6— VU4
Ze 2k Ft [ed] B —2—3%) J\&{—2H, 10H, 12H—5, 8 — FI#F—2A°, 100" — kI I [3,2—1] [1,3,
6,9,11,2,10] Fi 58 A+ PUML—2,10— i

=

[2061] = O—P-SH
O= N
N—7 -
H
25
25a ( d:xsRHik )
25b ( frateeRiike )
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(20621 [ kiki2]

NC_ ~N B2 O rgs o W Ha* © \,’"\\F}
~0 e )N s Ny .. sb—o NI
g —2 o = ) 6 o6 W Oou N LF2-] 6 OHWLOuN_ S
0 0 NN~ THI =Y [J§2-2 — ]
= ol ATy il " M AT i
[2063] Bt 1} NTN-NoA~ O D-TBS NTIN"Np~ O OH
N""N"g-~ O ©O-TBS ={ O-P-§~ = O-P-§~
= O—P-SH o= N 5 - P o= N g Na'
o= N o Nt r s ‘Wt
N H NL - N H

[2064] (T Fr1)

[2065] W (N,N— — 252 %) (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4]
B (CHE) W R A —2, 10— Ak —7— 6— e —1,6— — A —9H—E
W —9—J) — 14— (6,7,8,9—PU% —2H—2,3,5,6 — PUA G2 T [cd] B —2 —35) )\ —
2H,10H, 12H—5,8— FIffF—21°, 100" —WkmigFf:[3,2—11[1,3,6,9,11,2, 10] Fi 582 A1
PUB—2,10 — W (TRfzEh)

[2066]  YESZREAI13 T F4ARTS 2 &9 (313mg) HOPU SR (5. 0mL) 7 AN —
[(E) — (bmE —2—3%) R SE] 2580 (337mg) FIN,N, N N — PUFISEK (0. 346mL) , 7+ Z= ik
FEEREL R AL SR AN I (5. 0mL) 128 % 447K (5.0mL) , £E50°C R HtHES /NS o 1 5 JS7
TR IR 45 5, 5% B W I C L8R IR AE 2T [10mM ik = & 3L B Kisi / O s 1 364 RS 1L 15
IR AP AR A AL (106mg : 2547 24 J50) ANAEXTI A 42 (105mg : 2547 24J50) -
[2067] RN AL AL (AR )

[2068]  MS (ESI)m/z:959 (M+H) *.

[2069] XS SAG A2 (Rl tt)

[2070]1  MS (ESI)m/z:959 (M+H) *.

[2071] (T F2—1)

[2072]  —4%}(5R,7R,8R,12aR, 14R, 15R, 15aS,16R) — 15,16 — 3 —2, 10— —#is i —
7T— 6—M i —1,6— A —9H—E—9 ) —14— (6,7,8,9— V0% —2H—2,3,5,6—
PURZ T [ed] B —2—30) J\ & —2H, 10H, 12H—5,8— I — 22", 100" — kI I [3,2—1]
[1,3,6,9,11,2,10] A AAZ PR HPUR—2, 10— B (R h)

[2073] (XA A1)

[2074] i ] Bk TP L AR 210 &8 ARSI TR ARL) (106mg: 524450 |, LAS S E1
LT LR 5 A T OB, 3 BRUA B 1 RSl 2541 A TRS ), 198 = S B X hs
UL EYD.

[2075]  [RGHIS 111 C18AEIRAEENT [10mM TR = & B K IR/ C A5 DA N il 26 U HPLC
[10mMFR = £ 3B KIRIL/ O — W (1 1), O — B AR (1:1) : 7% —50% (0
4y —4057) ]

[2076] K42 = O Wb DA SCHEHI1 T LLAT R R e Eh ] RIAER 5 ikt A T2k e
e, 3 2RE A (43 . 4mg) o

[2077]1  MS(ESI)m/z:731 (M+H) *.

[2078]  'H—NMR (CD,0D) §:8.66 (1H,s) ,8.02(2H,s) ,7.09 (1H,s) ,6.30 (1H,d,J=6.8Hz) ,
6.28 (1H,d,J=4.8Hz) ,5.45—5.38 (1H,m) ,5.20—5.13 (1H,m) ,4.82 (1H,d,J=4.2Hz) ,
4.77(1H,t,J=4.5Hz) ,4.52—4.41 (2H,m) ,4.36—4.27 (2H,m) ,4.08—3.97 (2H,m) ,3.53—
3.46 (2H,m) ,2.88—2.80 (2H,m) ,2.04—1.95 (2H,m) .
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[2079]  *'P—NMR(CD,0D) 8:57.7(s) ,54.6(s) .

[2080] (T fr2—2)

[2081]  —4%/ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16— 3 —2,10— At —
7T— 6—M i —1,6— A —9H—E—9— %) —14— (6,7,8,9— V0% —2H—2,3,5,6—
PUA( L [ed] B —2—H5) J\ % —2H, 10H, 12H—5, 8 — FI#fF — 21", 10A° — kg g [3,2—1]
[1,3,6,9,11,2,10] A AAZ PR HPUR—2, 10— B (FRifizh)

[2082]  (HEXSHLSFAG1A2)

[2083]  fififf] Bk TP I3 20 b &9 AR LTS 42) (105mg: S5A 24480 , LA S E
LT LRI A T RN, 3 BRUA N 1 RS 2541 A TRS ), 138 = S B hs
UL EYD.

[2084]  [RGHISF] CL8AEIRAEJEMT [10mMO TR = L FLEKIA IR/ L1 VA M il 2 BUHPLC
[10mMFR = & 3B KISIL/ I — W (1 1), O — A (1:1) 2 7% —45% (0
4y —4057) 7.

[2085] KT 2 = Wb A S SCHEHIL T LLATaR ) A e ER ] RIAER 5 ikt A T2k e
P, 3 EIPREUE 5 (21 . 5mg) «

[2086]  MS(ESI)m/z:731 (M+H) ".

[2087]  'H—NMR(CD,0D) 3:8.72(1H,s) ,8.03 (1H,s) ,8.02(1H,s) ,7.11(1H,s) ,6.32(1H,d,
J=6.0Hz) ,6.30(1H,d,J=8.0Hz) ,5.49—5.40 (2H,m) ,4.77 (1H,dd,J=6.7,4.2Hz) ,4.49
(1H,d,J=4.5Hz) ,4.47—4.29 (4H,m) ,4.07—4.01 (1H,m) ,3.93—3.86 (1H,m) ,3.52—3.47
(2H,m) ,2.90(2H,t,J=5.4Hz) ,2.05—1.97 (2H,m) .

[2088]  *'P—NMR(CD,0D) §:62.9(s) ,60.0(s) .

[2089]  SLJjtf5136 : CDN26[1 75 ¥,

[2090]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— —FFF —7—[1— B—KKENH
) —6—MEiE—1,6— A —9H—E 93] —2 10— W &hitk) —14— (6,7,8,9—P0
A—20—2,3,5,6—PURZHK I [cd] BE—2—JL) J\S —2H, 10H, 12H—5,8— FIFF— 21", 10
AWMt [3,2—1101,3,6,9,11,2,10] HAAZe A HPUMe—2, 10— —fi

(o]
HS-P

0 N}__
O}*{QH \h(ij,mx&g;u:

ATt A

N H
7NN

[2091] ol Ha
N— ©
o
HO—
26

26a ( fExterF4iE 1)
26b (JexierRtafEk 2)

[2092] [ R]
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Bz2-0
o ° /
4, = ) . T3
\ L1 o= N A LI¥2 o
— AN O e e
s N SO
Q\.. = .
= et o HO oM
N = Bz-O
Tl e )
HO Y= ] {
“ Bz o\ O N P~ i,
J { et N =0
~ o ‘o-TBS HO _{
o~ I N, o -oH . O N N
P N =0 H L4 \ T ]
[2093] "Jr___.\"CLYO ) —\’N T®S-00 © N":'-h%—"
0 = o N P L/
O~ Wb o ) )
TS O'L o O N A~
P CcN Yt
<N 40 o-TBS
A o
P ™ O"P'OH
) —~N Bz = N H N H
NC\J.»._O = N BN 57 1gs N \:_,,_N\ Na® O N.f-_ %N
§=P— 0O oy j 0=P——0 = ] §Pn v/ j
= v oo L 7 . Ye==(
0 0 MNTNaN g — o __0 = M, P LHT7-1 O OH O N, e
— - JF6 — i — o,
NN~ o o-TBs NN A~ 0 o-TES CH7-2 NENA I O OH
) 0-P-8H = O-b-8" - - Y= 0-P-§
o={ N 5 O={ N LI T o= N o Na
N L [(H~ rH™ M=
£, \ | {
/ )
{ {
0-Bz OH oH

[2094] (T F¢1)

[2095] 11— [3— CRHIREEEIL WNFL] —5 —0— [ (4— RS CRD) FHE L
[2096] 73— BPNKE—1—RF (1. 14mL) (1 PU PR (25mL) I FH I\ = % (1. 83mL) A1l
IR (1. 43mL) , 7E 200 M IEHE6 /NI o K SO YA 3, FHPY S0k e 0B T R
FE 45 « FEFR BV IN KN, N— — FH3E 2 ki (25mL) AR P NN TS (Aamdis Chemical) [
5 —0— DB (4— PSR CGRID) AL (5.0g) AL, 8— —RZ8IA[5.4.0] —7—+
— M5 (2.75mL) ,FE M FHE3R AE RN IINK ,, IR B2 B AU AT &
SKIATE RS KRB AN A T T M S8 25T, S B8R s ik 4 o R e B W B IR
HEENT [C58/ SRR TR/ HEE] A TR 6L A3 28U 59 (4. 419) -

[2097]  MS(EST)m/z:733 (M+H) *.

[2098]  'H—NMR (CDCL,) §:8.00—7.98 (1H,m) ,7.98—7.96 (1H,m) ,7.97 (1H,s) ,7.96 (1H,
s),7.58—7.52(1H,m) ,7.46—7.39(2H,m) ,7.35—7.30(2H,m) ,7.26—7.16 (7H,m) ,6.81 —
6.75(4H,m) ,5.87 (1H,d,J=6.0Hz) ,4.85(1H,d,J=3.6Hz) ,4.67—4.62 (1H,m) ,4.43—
4.34 (3H,m) ,4.30—4.16 (2H,m) ,3.78—3.75 (1H,m) ,3.77 (6H,s) ,3.42(1H,dd,J=10.3,
3.6Hz) ,3.33(1H,dd,J=10.3,3.6Hz) ,3.02 (1H,d,J=2.4Hz) ,2.32(2H,dd,J=11.8,
5.7Hz) .

[20991 (T2

[2100] 11— [3— CKHEILEIL) W] -5 —0— DI (4 — SRS ORFL) L] —
3 —0— [T HE C D) Bk S ILE

[2101] ] Pk TR LT 2Ie &9 (4. 41g) , DL S S5 T % 3[R T R0 T
R, A3 BIBREUE S (1. 60g) FIAREUL S B AR 1 — [3— CRFFIBEIE D) ] —
5 —0— [ (4—PEILIFER) GRRL) FIRE] —2° —0— [T 3 (D) 3L L
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(1.70g) »

[2102]1  MS(ESI)m/z:847 (M+H) *.

[2103]  'H—NMR (CDC1,) §:8.01 (1H,d,J=1.2Hz) ,8.00 (1H,s) ,7.99 (1H,d,J=1.2Hz) ,
7.93(1H,s) ,7.60—7.52(1H,m) ,7.46—7.38 (4H,m) ,7.33—7.16(7H,m) ,6.83—6.77 (41,
m) ,5.90(1H,d,J=4.8Hz) ,4.58—4.52 (1H,m) ,4.50—4.46 (1H,m) ,4.39 (2H,t,J=6.0Hz) ,
4.28—4.12(3H,m) ,3.78(3H,s) ,3.77(3H,s) ,3.46 (1H,dd,J=10.6,3.9Hz) ,3.26 (1H,dd, J
=10.6,3.9Hz) ,2.99(1H,d,J=6.7Hz) ,2.30 (2H,dd,J=13.3,6.0Hz) ,0.88(9H,s) ,0.07
(3H,s) ,0.00(3H,s) .

[2104]  {v ¥ S AG 1A (20 —0—TBSIA)

[2105]  MS(ESI)m/z:847 (M+H) *.

[2106]  'H—NMR (CDC1,) §:8.01 (1H,d,J=1.8Hz) ,7.99 (1H,d,J=1.8Hz) ,7.98 (1H,s) ,
7.87(1H,s) ,7.59—7.54 (1H,m) ,7.47—7.40 (4H,m) ,7.36—7.17 (TH,m) ,6.84—6.78 (4H,
m) ,5.94 (1H,d,J=5.4Hz) ,4.84 (1H,t,J=5.4Hz) ,4.41—4.35(2H,m) ,4.33—4.28 (1H,m) ,
4.28—4.19(3H,m) ,3.78(3H,s) ,3.78 (3H,s) ,3.48 (1H,dd,J=10.9,3.0Hz) ,3.37 (1H,dd, J
=10.9,3.0Hz) ,2.68(1H,d,J=3.6Hz) ,2.34—2.26 (2H,m) ,0.84 (9H,s) ,0.01 (3H,s) , —
0.13(3H,s) .

(21071 (T J%3)

[2108] 1 —[3— CRHIBERLSEIL) N3E] —5 —0— [ (4 —HISEEREL) CORED) HISE] —
3 —0— [T 3 (D) IRk dE] — 2 —0—{QQ—FUL D) [ (H—2— 30 L1 B
F} WL

[21091 i bk T 28 21 &9 (1.60g) , DA 592 Bs T F ARy kT &
W7, 73 2B 1 AR A9 PR TR S AR Ak kb =672 33) JTE PR E L &)
(1.91g) »

[2110]  MS(ESI)m/z:1047 (M+H) *.

[2111]  '"H—NMR (CDC13) §:8.04—8.00(0.33H,m) ,8.03 (1H,s) ,8.02(1H,s) ,7.91 (0.67H,
d,J=14.5Hz) ,7.60—7.53 (1H,m) ,7.49—7.40 (4H,m) ,7.35—7.17 (TH,m) ,6.84—6.78
(4H,m) ,6.14(0.67H,d,J=5.1Hz) ,6.06 (0.33H,d,J=6.0Hz) ,4.86—4.78 (0.33H,m) ,
4.68—4.61(0.67H,m) ,4.44—4.35(2H,m) ,4.29—4.09 (4H,m) ,3.78 (6H,s) ,3.65—3.42
(6.33H,m) ,3.34—3.24(0.67H,m) ,2.76(1.34H,t,J=6.6Hz) ,2.50(0.66H,t,]=6.6Hz) ,
2.38(1.34H,t,J=6.6Hz) ,2.30(0.66H,t,J=6.6Hz) ,1.30—1.24 (6H,m) ,1.15—1.07
(4.02H,m) ,0.95(1.98H,d,J=6.6Hz) ,0.84(9H,s) ,0.09(0.99H,s) ,0.05(2.01H,s) ,0.00
(3H,s) .

[2112] (T Fr4)

(21131 3%PL RIS 5 STl L T TARIAIR SO (0k: 981mg) o (3 AT 211 &4
BN IR T3 819 (1.03g) , DL Sl T e 8ERE) ik T
7, RS BRI B A T T4 ORI

(21141 (T J%5)

[2115]  3—{9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 14— (6— KL —6,7,8,9—
DU —2H—2,3,5,6— PURZR I [ed] BE—2—55) — 15,16 — B { LR T 3% (CHEL) FIREk:
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] —10— Q—FR L) — 22—t —2—HAE — 10— A dL /A —2H, 10H,
12H—5,8— FI#fF— 21", 10A° — kI 9E[3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—F] —6—MrakE—6,9— A — IH—EW — 1 — 5L NI PR

[2116] (] Pl T 4R 21 0, DA S S B L T 9RO, 14921 gk
- AR A AR A e ARSI 59 (T74mg) .

[2117]  MS(EST)m/z:1278 (M+H) ".

[2118] (T F76)

[2119] W (N,N— 252 %%) (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4]
S (D) B L] ) —7—[1— G—FEENED) —6— At —1,6— A —9H—IE
M—9— 3] —2,10— Mk —14— (6,7,8,9—PUS(—20—2,3,5,6—PUE( 2K [cd]
B —2—3) )\ — 20, 10H,12H—5,8— Il — 2%, 10A° — e - [3,2—11[1,3,6,9,11,2,
10] A5 AP B —2, 10— B (R h)

[2120]  fdi ] 3R T 5T ia 2 0i & (174mg) |, PL5 S2Efol1 T 10[RIRERS 75 05T &
N7, FHCI8TERAEIEMT (0. 2% = L F KR/ LG 1 BEA RS, 13 BIPR U S P X i
T (10 1mg : 5 250 FIAERH 9442 (90 . 8mg : 25 24 5) «

(21211 RIS ()

[2122]  MS(EST)m/z:1017 (M+H) ".

[2123] WA A2 (Rlett)

[2124]  MS(EST)m/z:1017 (M+H) ".

[2125] (T F7—1)

[2126]  —/} (5R,7R,8R,12aR, 14R,15R,15aS,16R) —15,16— 3L —7—[1— 3— %t
) —6— A —1,6— A —9H— 9] 2 10— —MiE it —14—(6,7,8,9—
DU —2H—2,3,5,6—PUEZe I [ed] B —2—3L) J\4 —2H, 10H, 12H—5,8 — FFI#fF — 22",
100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 828 B FAT-PUB —2, 10— W (ki £h)
[2127] (XA A1)

[2128]  ffiJf] Bk TJpeprf3 2t &4 ARSI TR (101mg: SA 24480 , LAS S
LT P VLR iR A T SOV i, 3% DA 1 DRSS R 1 3E A RS i), 13- 8] = b I b
wEv.

[2129] DRSS ] CLBRERAE IE AT [10mM R — L R B KyA I/ L]

[2130] KT R = b LS e FI1 T LLAT R R R ] R g ik b4 T2k e
e, 13 2FRE LA (48 8mg) o

[2131]  MS(ESI)m/z:789 (M+H) .

[2132]  'H—NMR (CD,0D) §:8.65 (1H,s) ,8.28 (1H,s) ,8.03 (1H,s) ,7.09 (1H,s) ,6.28 (1H,
s),6.27 (1H,d,J=4.8Hz) ,5.46—5.38 (1H,m) ,5.21—5.13 (1H,m) ,4.83—4.80 (1H,m) ,
4.79—4.75(1H,m) ,4.52—4.39 (2H,m) ,4.36—4.28 (2H,m) ,4.26—4.17 (1H,m) ,4.17—
4.08 (1H,m) ,4.08—3.97 (2H,m) ,3.59 (2H,t,J=5.7Hz) ,3.49 (2H,t,J=4.8Hz) ,2.91—
2.74(2H,m) ,2.02—1.92 (4H,m) .

[2133]  *'P—NMR(CD,0D) 8:57.6(s) ,54.6(s) .

[2134] ([ )J57—2)
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[2135] %4} (5R,7R,8R,12aR, 14R, 15R,15aS,16R) —15,16— sk —7—[1— (3— A&t
) —6— A —1,6— A —9H— 93] 2 10— Mia it —14— (6,7,8,9—
DU, —2H—2,3,5,6— PUA(Zek I [ed] B8 —2— L) J\A —2H, 10H, 12H—5, 8 — FIfF —2°,
100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 5828 B FAT-PUB —2, 10— W (ki 4h)
[2136]  (IERHR A 1A2)

[2137] i A T 6T R 2 &9 GENMLU A 1A2) (90.8mg: &H 245 , LA 5306
I L LRI T A T IRON i, #% DA T 1 DR S5 2R 1 b A RS ), 158 = OS2 U bR
BULEW) .

[2138] k546 1E] CLSRERCAEJEMT [10mM R = & 5K/ £ 51 DA K il £ BUHPLC
[10mMTR = £ 3B KIRI/ G Ol : 3% —20% (047 —40747) 1.

[2139] KT 2 = b A S e HI1 T LLAT R R e ] R 5 ik b4 T2k e
e, 3 2RE LA (22, 3mg) «

[2140]1  MS(ESI)m/z:789 (M+H) *.

[2141]1  'H—NMR(CD,0D) 3:8.71 (1H,s) ,8.29 (1H,s) ,8.02 (1H,s) ,7.11 (1H,s) ,6.32 (1H,d,
J=6.7THz) ,6.28 (1H,d,J=8.5Hz) ,5.48—5.38 (2H,m) ,4.80—4.74 (1H,m) ,4.51—4.47
(1H,m) ,4.47—4.28 (4H,m) ,4.27—4.14 (2H,m) ,4.07—4.01 (1H,m) ,3.92—3.86 (1H,m) ,
3.60(2H,t,J=6.0Hz) ,3.53—3.47 (2H,m) ,2.93—2.87 (2H,m) ,2.06—1.94 (4H,m) .

[2142]  *'P—NMR(CD,0D) §:62.8(s) ,59.9(s) .

[2143]  SCEH37 : CON27 5 ¥,

[2144]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— [2— Gt —1— Q- LE) —6—
MaE—1,6— A —9H—IEM —9—JL] —15,16— " K —2,10— M G —14— 6,7,
8,9—PUsA —20—2,3,5,6—PUR(ZeK I [cd] BE —2—3E) J\ % —2H, 10H, 12H—5,8 — FI{ff —
o0, 100" — W3t (3,2—111[1,3,6,9,11,2,10] FL o2 —EA - POH —2, 10— — i

—N H
N

o N N
HS-P o} e

[2145] = O—P-SH
o N o
N4
g NH,
HO
27
27a ( dexfmrsiiiEl )

27b ( dexfmriaihe )
[2146]  [LrHKi2]
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3 3 0-Bz2
oy 0-Bz _Jo N {
—N =N { ™ )
=N T |—‘1;1 ) ‘\."‘ s "‘._ \’ ks 0./~ \\_,-':" N
~N -FJ o= 3 M N L2 i 7 =0 T3
\ { g J L 'S ST
N f?= o] —— ] P~ N S e ~ -0 - Y={ e
o \ = Y= Yy, SO N N
= / Y AN
KON N Ny O N "r\.- A
bl y % : - /
I N =~ o ©oH
HO  OH HO OH TBS
~N Bz
] N . i
N \5 N W ,ro Bz
HO =) i X
DU P N . B
o] \f
| =N { S N =0
SN o  o-Tes Wo =(
o~ & Y N_\_ o'-z'ou TN N 15
LA ~o L LHr4 ~ N Bz
[2147] I }’—\N ™5-00 © NN
B It e NC. m B \_{
/ | §1 0O o A
TES-0, © ‘-—«L Yl
—,
AnPor~N L0 o-es
B
o~ 0" "OH
= Bz N H
NC,_ -~ N - A3 ~N H
~0  1pg NN P s NN Nt @ NN
§=P—0 Y={ ] 0=—2 o = s-P ) pa—y j
o o M-WDVN..)--~" 0 O NN~ TFT 6 oHON
Al I O‘—fo TBS L6 NF N :--.' o o-Tes LFF7-2 Focdl )
= bb SH = ={ % obs ——— o il e T
Ye={ P - Ym={ —P-5
o={ N o o= o fe [l o={ N 5 N
‘N—{ N— (H~ FH~ N—
{ N=, {  NH; { NH
b} N— / \
Bz-0 / HO HO

[2148]  (TJ¥1)

[2149] 1—[2— CEHIFEAR) 2] —5 —0— [ (4— AR D) CGRaD) ] —N—
[ (RS ] B

[2150]  7ESZHREVHT (Journal of Organic Chemistry,1994,59,7243—7248) [fIN—[ (—
FHAL ) 3] B4 (10 0g) [N, N— HHEL 2 el (50mL) — NHEiE (50mL) 7R A AR, /8
0°C M4, 4 — “HIEEFE =R LG (10.5g) , fE4°C M HEFEL6/INS o A5 SN HT IR
fi2 — BTG (6. 54mL) Fi11,8— —HZOMIR[5.4.0] —7—+—JF (11.0mL) , 7F %76 FHihE2
R o AE SN H I PR IR 2 BN/ KIS TR, FHCBR B2 B KA UZE AN & b /K gk
ITe, MO KRB T T8 o 8 25 T80 R s ik 4 o K 2% B W R E IR AR AT [
bt/ CIR TR/ L1 TR ), A3 80 5 =R A TR &9 (16 7e) JTEA PR EUE &
.

[2151]  MS(ESI)m/z:789 (M+H) *.

[2152]  'H—NMR(CDCL,) 8:8.17(1H,s) ,7.93—7.89 (2H,m) ,7.55(1H,s) ,7.54—7.48 (1H,
m ,7.42—7.36 (4H,m) ,7.31—7.26 (4H,m) ,7.25—7.19(2H,m) ,7.16—7.11(1H,m) ,6.82—
6.76 (4H,m) ,5.96 (1H,d,J=6.7Hz) ,4.79—4.70 (1H,m) ,4.70—4.61 (2H,m) ,4.60—4.52
(1H,m) ,4.52—4.45(1H,m) ,4.41—4.38 (1H,m) ,4.34—4.30(1H,m) ,3.75(3H,s) ,3.75 (3H,
s),3.39—3.36(2H,m) ,2.89 (3H,s) ,2.80(3H,s) .

[2153] (172

[2154] 1—[2— CEHIERLEID O8] —5 —0— D (4— LR G 3] —
3 —0— [HUTHE (C D) Rk st] —N— [ (S S B2

[2155] (i [f] Lok TR 1 AF R R8I &9 (15.7g) , DA S 925 15 3[R FE kT &
N, A3 BIBREUE S (4. 82g) FIRREUL SN B AR 1 — [2— CRFFIBEIE D) O] —
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5 —0— [ (4—HAEFLIREL) ORI L] — 27 —0— [T 36 (T HE) Fakidt] —N—
[ (CCH3ESAE) I ] 557 (6.01g)

[2156]  MS (ESI)m/z:903 (M+H) *.

[2157]  'H—NMR (CDCL,) §:8.24 (1H,s) ,7.99—7.95(2H,m) ,7.85(1H,s) ,7.56—7.50 (1H,
m) ,7.44—7.38(4H,m) ,7.34—7.27 (6H,m) ,7.24—7.18(1H,m) ,6.84—6.79 (4H,m) ,5.98
(1H,d,J=4.2Hz) ,4.87—4.77(2H,m) ,4.72—4.61 (2H,m) ,4.41—4.36 (2H,m) ,4.16—4.09
(1H,m) ,3.78 (3H,s) ,3.78 (3H,s) ,3.45(1H,dd,J=10.6,3.9Hz) ,3.25 (1H,dd,J=10.6,
3.9Hz) ,3.05(1H,d,J=5.4Hz) ,2.91 (3H,s) ,2.78(3H,s) ,0.86 (9H,s) ,0.05(3H,s) , —0.04
(3H,s) .

[2158]  {v ¥ S Aq Ak (20 —0—TBS/A)

[2159]1  MS (ESI)m/z:903 (M+H) *.

[2160]  1H—NMR(CDC13)&:8.23(1H,s) ,7.97—7.91(2H,m) ,7.82(1H,s) ,7.56—7.50 (1H,
m) ,7.45—7.36 (4H,m) ,7.35—7.26 (6H,m) ,7.25—7.19 (1H,m) ,6.85—6.79 (4H,m) ,5.98
(1H,d,J=5.4Hz) ,4.88—4.77 (2H,m) ,4.73—4.62 (3H,m) ,4.32—4.27 (1H,m) ,4.23—4.19
(1H,m) ,3.79 (3H,s) ,3.79 (3H,s) ,3.47 (1H,dd,J=10.9,3.6Hz) ,3.37 (1H,dd,J=10.9,
3.6Hz) ,2.90(3H,s) ,2.76 (1H,d,J=2.5Hz) ,2.75 (3H,s) ,0.84 (9H,s) ,0.02(3H,s) , —0.15
(3H,s) .

(21611  (TJ%3)

[2162] 1—[2— CEPEISEIL) OR] —5 —0— D (4— iR 3t ORRD) IHEL] —
3 —0— (AT 3 (CHE) ki) —2 —0— {Q—FEOHED [ (H—2—30) s 315
A} —N— [ (RS R B

[2163]  fi ] ik T FE2frft 2 &4 (4.81g) , LS5 hu M5 T 4R FE 7y 520 T
N, 73 2 8 - E g IR S AR TR A AEXN IR AR EE =7 3) JE ARSI & ¥
(5.41g) »

[2164]  MS(ESI)m/z:1103 (M+H) *.

[2165]  'H—NMR (CDC1,) §:8.33(0.7H,s) ,8.31(0.3H,s) ,7.98—7.94 (2H,m) ,7.87(0.3H,
s),7.80(0.7H,s) ,7.56—7.50 (1H,m) ,7.46—7.37 (4H,m) ,7.35—7.27(6H,m) ,7.24—7.18
(1H,m) ,6.85—6.80 (4H,m) ,6.14 (0.7H,d,J=6.0Hz) ,6.13(0.3H,d,J=5.4Hz) ,4.92—
4.59 (4H,m) ,4.55—4.48(0.7H,m) ,4.33—4.29(0.3H,m) ,4.25—4.21 (0.6H,m) ,4.17—
4.13(1.4H,m) ,3.79 (3H,s) ,3.79 (3H,s) ,3.60—3.38 (5H,m) ,3.33—3.23 (1H,m) ,2.93
(2.1H,s) ,2.92(0.9H,s) ,2.82(2.1H,s) ,2.81(0.9H,s) ,2.47—2.42(0.6H,m) ,2.34—2.27
(1.4H,m) ,1.09(4.2H,d,J=6.7Hz) ,1.07 (1.8H,d,J=7.3Hz) ,1.05 (4.2H,d,J=6.THz) ,
0.91(1.8H,d,J=7.3Hz) ,0.84(9H,s) ,0.07(0.9H,s) ,0.04(2.1H,s) , —0.02(3H,s) .

[2166] (T Fr4)

[2167]  §2PA RIS S STl T TARIAIR SO, (0kE: 1. 68g) o FHTS 21 &4
1 CIE RN IR TR 3RS 2k &% (1.81g) , LA S 5ol T e 8IRFE ik 3k T
7, RS BRI B A T T4 ORI

[2168] (T J%5)

[2169]1 2— (9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 14— (6— K HIEIL—6,7,8,9—
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P —20—2,3,5,6— PHE SR Ff [cd] BE—2—H) — 15,16 — B { R T & (CHEL) IRkl
] —10— Q—FROHEL) — 22—t —2—HAE — 10— AL/ \ A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
T—R]—2—{(E) — [ CCHREED) KPR ] A —6 — 3t —6,9— "% — 1IH—EK —
1—3) LER R

[2170] (] bl T 4R 21 1, DA S S Bi L T IR i A T SO, 74921 gk
- AR A AR A e bR 59 (1. 15g) .

[2171]  MS(EST)m/z:1334 (M+H) ".

[21721 (T J¥6)

[2173] W (N,N— 23 2% (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— [2— 4t —1—
QI —6— Motk —1,6— " —9H—MEK —9—JL] — 15,16 — B { LA T 2k (I
B Rk AL A —2, 10— R — 14— (6,7,8,9—PU%—2H—2,3,5,6— DU 2k
I led] B —2—Jk) J\&—2H,10H, 12H—5,8— HIFF —21°, 10A° — ki [3,2—11(1,3,6,9,
11,2, 10] FLAEA — BEA VOB —2, 10 — 3 (Bl £h)

(21741 {di ] 3R T 5T a 20k a (1. 15g) |, DL S2hEfill T 10[RIRER 75 05T
N, A3 EIFREE S PRI A R 1 (134mg : 25 2450 AU A A2 (127mg : 25 A 44
50

[2175] XIS (AR )

[2176]  MS(EST)m/z:1018 (M+H) ".

(21771 WA A2 (Rtlett)

[2178]  MS(ESI)m/z:1018 (M+H) ".

[2179]1  (TF7—1)

[2180] 4%/ (5R,7R,8R,12aR,14R,15R,15aS,16R) —7T—[2— %4t —1— Q—BRELH) —
6—Mrddk—1,6— "% —9H—HE¥ —9—FL] —15,16— —FH—2,10— Mt —14—
6,7,8,9—PUA —20—2,3,5,6— VUK I [cd] B —2—3E) J\ & —2H,10H,12H—5,8—
FAME—20°, 100" — kMg g [3,2—1111,3,6,9,11,2,10] FL 5828 —BEEAT-POM —2,10— X (i
B ER)

[2181]  (HEXSHL AL

[2182]  fififf] Fak T Jp6prf3 2t &9 ARSI TR (134mg: SA 24480 , LAS 56
LT P VLR iR A T SON i 3% DA 1 DRSS R Db RS i), 13- 8] = b I U b
wEv.

[2183] [R5t S& 111 C18AEIRAEJENT [10mM TR = & B KA/ C A5 DA N il 26 U HPLC
[10mMTR = £ 35 KIRI/ G, O :5% —25% (07 —40747) 1.

[2184] KT 2 = Wb DA S SCHEFIL T LLAT R R e ] RIAER 5 ik b4 T2k e
e, 13 2RSS (36 Omg) o

[2185]  MS(ESI)m/z:790 (M+H) .

[2186]1  'H—NMR (CD,0D) §:8.01 (1H,s) ,7.99 (1H,s) ,7.17 (1H,s) ,6.23 (1H,d,J=2.4Hz) ,
5.96 (1H,d,J=8.5Hz) ,5.67—5.58 (1H,m) ,5.29—5.22 (1H,m) ,4.95—4.85(1H,m) ,4.83—
4.79(1H,m) ,4.48—4.40 (2H,m) ,4.39—4.31 (2H,m) ,4.22—4.09 (3H,m) ,3.73—3.66 (2H,
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m) ,3.56—3.50 (1H,m) ,3.50—3.44 (2H,m) ,2.80—2.68 (1H,m) ,2.48—2.35(1H,m) ,2.00—
1.88(1H,m) ,1.87—1.77 (1H,m) .

[2187]  *'P—NMR(CD,0D) 8:57.6(s) ,53.1(s) .

[2188] ([ )J57—2)

[2189]  —4/ (5R,7R,8R,12aR,14R,15R,15aS,16R) —7—[2— %4t —1— Q—BRELH) —
6—MrddE—1,6— "% —9H—HE¥ —9—FL] —15,16— —FH—2,10— Mt —14—
6,7,8,9—PUA —20—2,3,5,6— VUK I [cd] B —2—3E) J\& —2H,10H,12H—5,8—
FAME—20°, 100" — Mg [3,2—1101,3,6,9,11,2,10] FL 5828 BEEAT-POM —2,10— X (7
B ER)

[2190]  (HEXSHLSFAG1A2)

[2191] ] Bk TeeRriS 20t &%) QERI A 1R2) (127mg: SA 2450 , PA S 9564
LT P VLR iR A T SOV i, 3% DA 1 DRSS R 1 3E A RS i), 13 8] = b I b
wEv.

[2192]  DR5HI 2] CLSEEICAE EMT [10mM iR = & R4 /K IR/ LI 1 DA K il £ ZUHPLC
[10mMAPR — L IEE KA L, O :3% —20% (073 —4057) ] .

[2193]  RAS 2N = b DL S SBT3 LLArR 1) Dot h ] R ik b Tk e
P, FFEIPREUE S5 (20. Img) «

[2194]  MS(EST)m/z:790 (M+H) *.

[2195]1  'H—NMR (CD,0D) §:8.20 (1H,s) ,8.02 (1H,s) ,7.19(1H,s) ,6.31 (1H,d,J=6.0Hz) ,
6.05(1H,d,J=8.5Hz) ,5.62—5.52 (1H,m) ,5.47—5.40 (1H,m) ,4.80—4.75(1H,m) ,4.51 —
4.47(1H,m) ,4.47—4.21 (5H,m) ,4.16—4.09(1H,m) ,3.99—3.89(2H,m) ,3.84—3.78 (2H,
m) ,3.52—3.46 (2H,m) ,2.93—2.83 (1H,m) ,2.82—2.72(1H,m) ,2.03—1.92 (2H,m) .

[2196]  *'P—NMR (CD,0D) 3:61.6(s) ,59.6(s) .

[2197]  SJitEf5138 : CON28 5 ¥,

[2198] N—[2— ({6—%43Et—9—[ (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— %
H_2,10— "I —2, 10— W G dL) —14— (6,7,8,9—PU% —2H—2,3,5,6— PUA 4K
I led] B —2—Jk) J\&—2H,10H, 12H—5,8— HIFF —21°, 10A° — ki 3 [3,2—17(1,3,6,9,
11,2, 10] A A2 A DU P — 7 — 3L ] —OH— MG — 2 — BL} 50 08) L8] —2— L Ot

N H
N

% N “
HS-P 0 —
o) ori\hwii7.ﬂ P

P
Lo

‘OH

7
2199] O—P-SH
2199 HN—{ N o)
N—{
N
H \_N
9] OH
28
28a ( dfextmRigik )

[2200] [ plciz]
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N H
,.-"_N H Na (o] Nr\ N
Na* © NN S-P o - ‘H/j
s-P 0 Y= 0 oH ‘\&,N 7
6 ow O N 23 L )
—O\ L1 “%“’{?\ O OH
[2201] N7N o”™~ © OH _ >:( oO—p-s~
= 0-P-8~ H,N—{ N O Na*
HN— N o Na N_“z
N—{ N\ H
N HO\R
H_\_NHz }_\
o OH

[2202] (T Fr1)

[2203]  —4} (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6— it —2— {[2— C—BH
i) & L] S0 —OH— Mg —9 3Ly —15,16— A2, 10— ik —14— (6,7,8,
9—PYsA —20—2,3,5,6 —PUSRZ A [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A", 100> — kg [3,2—1111,3,6,9,11,2,10] i 582 B FRT-PObe —2, 10— W (ks £h)
[2204] i FSC0t8 T )78 — 2 A3 2| b & (6. 6mg) , A5 STt T 71 — LRI Ty
AT RN I #RVA N I DRSS R 13- RS ), 15 28] = B bndl b 54 .

[2205]  [RG S ] il 25 BUHPLC [ 10mM 2R = L R KR/ O, Ol 2% —30% (043 —
3099) J.

[2206] KT 21 = Wb DA S SCHEHIL T LLAT R R R ] R 5 ikt A T2k e
e, 3 2FREE A (2. 9mg) -

[2207]  MS(ESI)m/z:846 (M+H) *.

[2208]  'H—NMR (CD,0D) §:8.33 (1H,s) ,8.02(1H,s) ,7.16 (1H,s) ,6.33 (1H,d,J=6.0Hz) ,
6.18 (1H,d,J=8.5Hz) ,5.53—5.45 (2H,m) ,4.79 (1H,t,J=5.1Hz) ,4.50—4.25 (5H,m) ,
4.10(1H,d,J=11.5Hz) ,3.97(2H,s) ,3.94—3.89 (1H,m) ,3.53—3.39 (6H,m) ,2.88 (2H,t,J
=5.7Hz) ,2.04—1.98 (2H,m) .

[2209]  *'P—NMR (CD,0D) 3:62.6,60.1.

[2210] 5715139 : CON29FH 75

[2211]  N— ({6—%3L—9—[ (5R,7R,8R,12aR, 14R, 15R, 15aS, 16R) — 15,16 — 3L —2,
10— S —2,10— W GRIh) —14— (6,7,8,9— DU —20—2,3,5,6— PUA(Zek I [ed]
B —2—F5) )\ —2H, 100, 12H—5,8 — I — 21", 10> — kg 7f [3,2—1][1,3,6,9,11,2,
10] FLoA 2 PR T PO — 7 — FL] —9H — WS — 2 — B} FHRD) — 2 — ¥ i 2 e

N H
o NF_\ N
1
HS-P o -
O OH \\(}N P

(2212] ﬁ

\ N o]
/
N
v
0] OH
29
29a ( A-dBERHIE )

[2213]  [5plciz]
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; - NZTN
[2214] N\/’\N o’ © oH ):{ o \ he-
= O—P-§ HN—, N o Na
H,N—{ N O Na N—Q_H
N N
NH; —
o OH

[2215] (T F71)

[2216] 44 (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— {6 — a3t —2— [ Q— R FE LW
Ji) L] —9H— Mg —9 — ) —15,16 — R —2,10— M it —14—(6,7,8,9—14
A —2H—2,3,5,6— UK ZATf [cd] BE—2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A — g [3,2—11(1,3,6,9,11,2,10) FLAAZ — EERHDUHE—2, 10— (k)

(22171 {H I SEBIL T P9 — 2R 2l b &9 (4. 6mg) , LA S 5L B7 T )71 — LIFIRE TS
AT OB, A 25 BUHPLC [ 10mM O R — AR B KR/ W, O 2% —30% (09 —
3043) JIHATRS ], 1538 = O W T bR &9 -

[2218] RS2 = b DL S 5B T3 LLArR ) Dt ot sh 1 R T ik b Tk e
e, 3 2FREE A (4. Omg) .

[2219]1  MS(ESI)m/z:817 (M+H) *.

[2220]  'H—NMR (CD,0D) §:8.75(1H,s) ,8.02 (1H,s) ,7.12(1H,s) ,6.36 (1H,d,J=8.5MHz) ,
6.33(1H,d,J=6.7Hz) ,5.49—5.41 (2H,m) ,4.80 (1H,dd,J=6.7,4.8Hz) ,4.50—4.29 (7H,
m ,4.07 (2H,s) ,4.05—4.01 (1H,m) ,3.92—3.87 (1H,m) ,3.51—3.49 (2H,m) ,2.93—2.90
(2H,m) ,2.03—1.99(2H,m) .

[2221]  *'P—NMR(CD,0D) 3:63.2,60.3.

[2222] 515140 : CDN3OMY 75 %,

[2223]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7 — (6 —%ddk —2— {[ (1 —ZJEIAPN D) HH
B —OH— MR —9—3) —15,16— 3k —2, 10— W %) — 14— (6,7,8,9— 1
A —2H—2,3,5,6— UK ZATf [cd] B —2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A" — kI3 [3,2—1]1[1,3,6,9,11,2,10] Fi o828 —JBEER UM —2, 10— i

N H
o NF W—N
1]
HS-P 0 -
O OH LG,N o

[2224] H,N— N o

30b (4 i-."id'.'s:v':}-";'it-.;-f
[2225]  [5pkisis]

201



CN 118846110 A W OB P 196/357

- —n Bz u B
~0 TBS NJJ “_‘_—-N. 0. 88 = \}_ N\ -
st—=2 o = ] Tm T Ihadsd T8
Oy~ : o o N_J g
L e [J1-2 P [ Fro-2
- kd FF1-2 — O
N 'ﬁ'—\o.)\l 0O O-TBs N7 :,4.-(\0),___‘ o o-TBS
=4 0—-P-§ - g,
H Y p “ r
) N
e e} ,L/- I HaN—{, p o BB
- =1 rH\’ N H™> rH™~
cl » |
7 B .
BT%% " ‘}—N\ Nat O NT BN
"3 B = ~5-F e f
o ¢ o} \} 5-P o - |
0 WO N _Jr P ; o 7 J
.'—\ X ’T‘ LIF3-1 0 OH \-‘1 VN\)__&/
<k J i f .
ol o T NSNS~ O OH
={ o-P-8" s [ il L e
HaN—{, ;N o] 'E; ,34 Hz"l—é - 5 Na
[2226] N_<\1 s |‘ H~" N—{
N
H " -
éf” . b <]--N-4;
“Ea_n o
LFr3-2 I —
—N H
N H s Na‘f-_ YN
— :
s N BN o=p o \_ ]
0=P ST o oH L.\(O\F_.N\/L,/
CJ.__ OH '--,( \,“N\/L‘w T Fi4 % .-ij Lo
— I N’ N-hoA~ o oH
NPNAo AN 0 o - L5 P
=\ 0-P-8~ r HN— N I (
HaN—4, ,;,'“-' o I\l.{ - N— N y N
— N N -
i’ il il P |
H NH, N
" .

[2227] (T fF1—1)

[2228] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6— 4t —2—
H— I —9— ) — 15,16 — A { [T A (CHI3E) HRELE AR ] St} —2, 10— 5
H—14—(6,7,8,9—P0% —2H—2,3,5,6—PUS( 24K I [cd] B —2—FL) J\ A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10— 0 (i £h)

[2229] i 1 S2BE I8 L /6 T A3 2 Ak G RN B4 1) (590mg) , LA S STl 1y
LO[FIRE 3 304 T SOV S BIRRAEUE & (420mg)

[2230]1  MS(ESI)m/z:992 (M+H) *.

[22311  'H—NMR (CD,0D) §:8.76 (1H,s) ,7.97 (1H,s) ,7.30(1H,s) ,6.23 (1H,d,J=4.8Hz) ,
6.22(1H,d,J=7.9Hz) ,5.43—5.37 (1H,m) ,5.19—5.15(1H,m) ,4.85—4.77 (3H,m) ,4.44—
4.31 (2H,m) ,4.22 (1H,brs) ,4.08—4.00 (2H,m) ,3.52—3.48 (2H,m) ,3.14 (12H,q,J=
7.3Hz) ,2.84—2.81(2H,m) ,2.02—1.92(2H,m) ,1.26 (18H,t,J=7.3Hz) ,1.00(9H,s) ,0.85
(9H,s) ,0.33(3H,s) ,0.28(3H,s) ,0.27(3H,s) ,0.10 (3H,s) .

[2232] (T fr1—2)

[2233] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6— 4t —2—
H—9H S —9 —FL) — 15, 16 — W { U] 5t (T HEL) FRELEEL ] 13 —2, 10— — A
H—14—(6,7,8,9—P0% —2H—2,3,5,6— U 24K I [cd] B8 —2—FE) J\ A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 3E[3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 0 (i £h)

[2234] i 1 S0 I8 L6 T3 2 Mk G IR I A9 4R 2) (7T10mg) , LA S ST Bil 1y
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LO[RIREI g 304 T SOV, A5 BIRRABUY &) (452mg)

[2235]  MS(ESI)m/z:992 (M+H) *.

[2236]  'H—NMR (CD,0D) §:8.55 (1H,s) ,8.01 (1H,s) ,7.07 (1H,s) ,6.34 (1H,d,J=7.3Hz) ,
6.20(1H,d,J=8.5Hz) ,5.52—5.44 (1H,m) ,5.38—5.36 (1H,m) ,5.17—5.10 (1H,m) ,4.98—
4.95(2H,m) ,4.67—4.57 (2H,m) ,4.25 (1H,brs) ,4.11—4.07 (1H,m) ,3.89—3.84 (1H,m) ,
3.52—3.49 (2H,m) ,3.18 (12H,q,7.3Hz) ,2.93—2.91 (2H,m) ,2.03—1.99 (2H,m) ,1.30
(18H,t,J=7.3Hz) ,1.00(9H,s) ,0.74(9H,s) ,0.27 (6H,s) ,0.20 (3H,s) ,—0.28 (3H,s) .
[2237] (T fF2—1)

[2238] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6— 4t —2—
{0 =% AN ED) L) 5 ) —9H—IENG —9—J0) — 15,16 — B { [0 T 5 (AL gk
PR A —2,10— MR —14— (6,7,8,9— Y%A —20—2,3,5,6 —PU%A(Ze K [cd]
B —2—3) )\ — 20, 10H,12H—5,8— Il — 2%, 10A° — e - [3,2—11[1,3,6,9,11,2,
10] FLoA 2 PR TP —2, 10— B (IR Eh)

[2239]  FF1— (GAZEHIL) BRI b — 1 — % « 2HC1 (309mg) 11 % (40mL) 7253 2 I AMP —
Carbonateftfflg (5.45g) , fE ==l MHEL/INN o L JEER AN , BFIETRIR T A4 o K 7 B T
FHE (0. 837mL) YAVRUINN ks T 71 — 1T 26 59 (30 Omg) Hv, i AR e B 36 v, A
120°C N SN A/ NI o 4 SN IR M 45 T, 45 B8 W T 1l 5 ZRUHPLC [ 10mM R — L BB K IR
W/ MG MG :30% —60% (073 —3047) JTHEATRS I, 14321 & A ARUL SYITR A1) - K152
TR G PB4 MR Ty

[2240]  MS(ESI)m/z:1042 (M+H) *.

[22411 (T FF2—2)

[2242] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6— 4t —2—
{[(1 =GR EL) FHEL] 5L —9H— WS — 9 — FL) — 15,16 — B { R T & (T HEL) Rt
PR A —2,10— R —14— (6,7,8,9— Y%A —20—2,3,5,6 —PU%A(Ze kI [cd]
Bi— 2 Fb) J\&{—2H, 100, 12H—5,8— F#F —21°, 100" —Wemsg 3£ [3,2—11[1,3,6,9,11,2,
10] FL A2 PR —2, 10 — B (IR Eh)

[2243] ] b TPl — 2R3 2000 &5 (58.6mg) , LA Fak T 72— LRIEER 5 1545 5
APRNEULEYITE G W) RS B TR A E A T T8 MRS H

[2244] NS (EST)m/z:1042 (M+H) *.

[2245] (T J3—1)

[2246]  —4/ (5R,7R,8R,12aR,14R,15R,15aS,16R) —7 — (6—2ddt—2— {[ 1 —ZA LN
B L] S0 —9H— s —9—J) —15,16— FH—2,10— BRI —14— (6,7,8,
9—PYsA —20—2,3,5,6 —PURZe A I [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A7, 100" —Wemg g [3,2—1101,3,6,9,11,2,10] HAAZ SR TPUM—2, 10— W (LD
[2247] (XA AL

[2248] ([ ok T /72— 1ArR 2N G9, PA S SEBIL T3 LLRIRE 5 A3 T RO )
FH#il £ UHPLC [10mM R — LB KIS/ O, CIE 2% —20% (093 —3043) 1A RS,
138 = O bR 5.

[2249] KA 2N = O b DA S SCHEFIL T LLAT R R R ] RIAER 5 ikt T2k e
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e, 3RS A (2. Omg) -

[2250]  MS(ESI)m/z:812 (M—2Na+1H) ~.

[22511  'H—NMR (CD,0D) §:8.25 (1H,s) ,8.01 (1H,s) ,7.04 (1H,s) ,6.28 (1H,d,J=4.2Hz) ,
6.12(1H,d,J=7.9Hz) ,5.43—5.35 (1H,m) ,5.15—5.11 (1H,m) ,4.75 (1H,t,J=4.2Hz) ,
4.65—4.56 (1H,m) ,4.49—4.43 (2H,m) ,4.37—4.31 (2H,m) ,4.15—4.01 (2H,m) ,3.73—
3.59 (1H,m) ,3.50—3.47 (2H,m) ,3.22—3.15(1H,m) ,2.85—2.68 (2H,m) ,2.00—1.93 (2H,
m) ,0.87—0.80(4H,m) .

[2252]  *'P—NMR(CD,0D) §:57.7(s) ,54.3(s) .

[2253] (T f¥3—2)

[2254] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6— 4t —2—
{[ Q-2 FIFREL) L] L) —OH— I —9— L) —15,16— 5 —2,10— A
F—14—(6,7,8,9—PUA —20—2,3,5,6— PUE LI [cd] B —2 — 55) /A —2H, 10H,
12H—5,8— FIffF—2A°, 10A° — ki 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2, 10— B (FifizEh)

[2255]1 i [} 3R T 72— 2Fri BT S, LA S S80I 1T 5 LLRIREI T RS 205 A s
BUL AR S AT 2 TR S B EAE T T8 MR RN H

[2256] (T F¥4)

[2257] W (N,N— 2328 (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— [6— 4t —2—
({[1— ({[2— EHREFREERD) ORI AL 250 TR ] FHEE) 2008) —9H—PE —9—
H)1—15,16— — B2 10— B —14— (6,7,8,9— U4 —20H—2,3,5,6— DU Zuk
I led] B —2—Jk) J\&—2H,10H, 12H—5,8— HIFF —21°, 10A° — ki 3 [3,2—11(1,3,6,9,
11,2,10] FAAZ R HPUM —2, 10— W (il Eh)

[2258] ¢ AR T )73 — 2 S BINTER SN, N— L (1. omL) iR P IIAN =&
Jfie (40.8uL) F12,5 — AR MR e — 1 — 3L (2 — (=R REGE L) 230 BRIR R
(39.5mg) , /£ = MCFE LN o A SR FR I KB I, I ZMHPLC [10mMA R — &
FHOKIRW O O :10% —50% (093 —3043) J2EA RS, A 2 An8 L 54 (11 Omg) «
[2259]1 NS (ESI)m/z:958 (M+H) *.

[22601  'H—NMR (CD,0D) §:8.40 (1H,s) ,8.03 (1H,s) ,7.12(1H,s) ,6.32(1H,d,J=6.7Hz) ,
6.18 (1H,d,J=8.5Hz) ,5.53—5.49 (1H,m) ,5.46—5.39 (1H,m) ,4.83 (1H,dd,J=6.3,
4.5Hz) ,4.53—4.30 (4H,m) ,4.26—4.24 (1H,m) ,4.13—4.08(2H,m) ,4.04—4.00 (1H,m) ,
3.93—3.88(1H,m) ,3.60(1H,d,J=13.9Hz) ,3.52—3.49 (2H,m) ,3.40 (1H,d,J=13.9Hz) ,
3.04(12H,q,7.3Hz) ,2.93—2.90 (2H,m) ,2.04—1.99 (2H,m) ,1.23 (18H,t,J=7.3Hz) ,
0.96—0.92 (2H,m) ,0.84—0.80(2H,m) ,0.76—0.73 (2H,m) ,0.02 (9H,s) .

[2261] (T F%5)

[2262] %4 (5R,7R,8R,12aR,14R, 15R,15aS,16R) —7— (6 — %24t —2— {[ (1 — A
B PRS0 —9H— s —9—J) —15,16— —FE—2,10— R —14— (6,7,8,
9—PYA—20—2,3,5,6 —PURZ A [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A7, 100> — kg I [3,2—1111,3,6,9,11,2,10] 1582 B FRT-PObe —2, 10— W (B £h)
[2263]  (HEXSHLSFAG1A2)
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[2264]  fF Bk TJF4RFS R0 S (11 . 0mg) (R PY S (474pl) 35 i\ ss kPl T
SEER M VY R AR (291, 237pL) , AE R0 [ 40°C NP3 /NI o 78 SO IR H I N 10mM
OB = HOKE RIS G, T2 RHPLC [ 10mM 2R = 2 38K w/ O, I -
2% —30% (04> —3043) 1PA K Sep—Pak GEM bR C18 UK/ LM /0.1% = L1 AT RS,
138 = O bR 5.

[2265]  ReAS 21 = L ch DA S SBT3 LLArR 1) gt ot sh 1 R ik b Tk e
e, 3 RFREE A 4. 1mg) .

[2266]  MS(ESI)m/z:812 (M—2Na+1H) ~.

[22671  'H—NMR (CD,0D) §:8.34 (1H,s) ,8.01 (1H,s) ,7.14 (1H,s) ,6.32(1H,d,J=6.0Hz) ,
6.16 (1H,d,J=8.5Hz) ,5.43—5.37 (2H,m) ,4.78 (1H,t,J=5.4Hz) ,4.50—4.28 (5H,m) ,
4.12—4.08(1H,m) ,3.95—3.89 (1H,m) ,3.69—3.64 (1H,m) ,3.51—3.48 (2H,m) ,3.26 (1H,
d,J=14.5),2.89—2.86 (2H,m) ,2.03—1.98 (2H,m) ,0.83—0.79 (4H,m) .

[2268]  *'P—NMR (CD,0D) 3:62.3(s) ,60.0(s) .

[2269]  SJitEf541 : CON31[YF %,

[2270]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —15,16— —Fdt—7—[2— (BRI —
6— (FALZAAL) — 99— —9 — K] —2 10— W k) —14— (6,7,8,9—PUS —2H—2,3,
5,6—PU% 22Tt [cd] B —2—3L) J\A —2H, 10H, 12H—5, 8 — FI#F —21°, 100" — Pk (3,
2—1][1,3,6,9,11,2,10] 5824 BEEA DU —2, 10— —Fili

N H
/.-"_\

0 N o
HS-P 0 -
o) orthiiy,N P

el
[2271] N" Mo

=

‘OH

2
H O—P-SH
N—, N o]
e
OH
31
31a ( fexfsii )
P 7
[2272]  [HHERIE]
) J’_N ‘njz _.-F"N\ H
Yo s N ONG 9 1BS N YN
S=P— "0 _.f | Hg..P. — C? Y= j
o o \-...{O\_.NJ P~ . o o ‘-....,(-O\r.N /L-_, o
— \_/ L1 — \_/ [r2
N-/’\s-"@\\ o o-TBs NN~ © O-Tes
={ O-P-§~ - O-F-SH
ci— N o NS 'N-_<\N .-f.rN o
N— _/ £ —
\—O | & \\_.QH
Bz
[2273]
N
Na* o N”?_ \3,.“
“s-P o] S
0 OH\ O N
- (7
N7NA O OH
A\ I |
H /N 0-P-8
’"N_(\N P O Na
“\on

[2274]1 (T J¥1)
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[2275]  (5R,7R,8R,12aR,14R,15R, 15aR, 16R) — 15,16 — A { LR T F (- HIHE) kb L]
A —T—[2— CREHE) —6— (HEEE) —9H—E —9— L] —2, 10— G AL —
14— (6,7,8,9—PUA —2H—2,3,5,6 — PURZ AT [ed] B —2— L) J\ & —2H, 10H, 12H—5,
8— MIHfF— 20, 10K’ — kg9 (3,2—1111,3,6,9,11,2,10] AL A TP —2, 10— —
FRAE S BI L2 17 7ArA3 2] P A XTI S A 12 (Eitlete) (56 5mg) 1y FHEE (1. 00mL) 43 H i
N40 9% H L JE K (1. 00mL) | 2B T HIAE60°C NP3 /NI o 4 SN I s e 4 L 12815
AV SIS AT RIS BB T8 PRI .«

[2276]  MS(EST)m/z:1002 (M+H) ".

[22771 (T 72)

[2278] 4} (5R,7R,8R,12aR,14R,15R, 15aS,16R) —15,16— it —7—[2— (FEHLH
B —6— (FIRGEL) —9H—E —9— 3] —2, 10— 3t —14— (6,7,8,9—H4A —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\&—2H, 10H, 12H—5, 8— HI#fF —21°, 100" — Itk
I 3,2—1101,3,6,9,11,2,10] A2 MR TPUME—2, 10— W (Rl Eh)

(22791 (] R TR 1 RT3 2 RS, DA S S8e Il T LRI 5 AT SO e, T
Hl 2 AIHPLC [ 10mM TR = R BOKIATR O O 2% —20% (043 —3073) 1 3-A TG, 743
B = B AR S

[2280] K152 = O Reh LA S 90611 T 5 LAk i L o el Eh ] R ik b Tk #4
e, 13 2RE LA (16 Omg) «

[22811  MS(ESI)m/z:774 (M+H) ".

[2282]  'H—NMR (CD,0D) §:8.70 (1H,s) ,8.02(1H,s) ,7.13(1H,s) ,6.38 (1H,d,J=9.1Hz) ,
6.33 (1H,d,J=7.3Hz) ,5.49—5.42 (2H,m) ,4.80 (1H,dd,J=6.7,4.2Hz) ,4.60 (2H,s) ,
4.50—4.28 (5H,m) ,4.05—4.00(1H,m) ,3.92—3.87 (1H,m) ,3.52—3.49 (2H,m) , 3. 14 (3H,
brs),2.91(2H,t,J=5.4Hz) ,2.04—1.99 (2H,m) .

[2283]  *'P—NMR(CD,0D) 8:63.1(s) ,60.3(s) .

[2284]  S7JEA542 : CDN32[H) 5 %,

[2285]  (5R,7R,8R,12aR,14R,15aS,16R) —16 — &t —7—[1— Q—FIL I —6—HA
H—1,6— S —9H—FEK —9—H] 2, 10— W FHith) —14— (6,7,8,9—PUA —20—2,3,
5,6—PU%(Ze 2RI [cd] B —2—3L) J\Z—2H, 10H, 12H—5, 8— FF#F—21°, 100" — Ik [3,
2—1][1,3,6,9,11,2,10] Az A HPULR—2, 10— i

N H
o N/"'_ W—N
HS-P 0 -
' o
0 OH Lij,.N 7

[2286] o N S

32
32a ( dExtmiigi )
32b (dexiprkike )

[2287] [ plcfz]
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T = — . B2
o LI W L2 . NH, LIF3 ( o LF4 'y
&+ I Ty == W N, —_— 1 1" e ,IN —_— AN
J el Va I
N o A 1 J
/ ¢ " Mgy ?
H (N]T pl N—p H N H N
B H
\
AR
i 2
>
% o
w00 .
._." " ~
r 2
% ,'// ) _n Bz N Bz 0
i = JR N a J J « ot ey =,
Fes O\ L 6 NN - L Bz
1.5 e/ o W ] LF6 e \ LT o~ & 'f'_Nx\hi
O O N Sp — L O N S —= X "
N O N ,/L--II_L__O o =
o wo' oSO
i N e
"o O-Bz
.-"f"\h )
o= W 4 5N
2288 N N
o Nl 0-Bz
-, I {
. \, N L_{.O\?_N\WN §
o S )
_.\ a Tas-ol o N’_N\J—.D
) B2 -
~ & N Ao WO -
LIT8 OJ}\o " J:}'NW LIF9 A D LH10
&~ = 5 - X
7 J~0 ) ) A o Bz
- . A ' O‘VN»./)"" TBS-O o] N-"F N\-\___N "
of NG, ~-P. !
=/ oge o ).—-(} J
1 \ N_ gt
NG~ P A —
N0 T/‘ [
HE
0" "OH
Bz N H N H
NG N - N
~ 9 s N 9N 9 1BS N " NN
8=P——0 e j Beb—e=D o Y j [ E12-1 L Q = |
A ) =y p e y -
0 0 WO S FRLL 0 0 WO N I FE12-2 O OH NN -
— _‘,' . I' ' \ JdTle— 4 r— ‘.I _—
Faged, ) Fph, A
N '."'AO'L"" 0 N__N 0’\"‘-. o N\ N=g -~ O
= O-P-SH = 0-P-§ Ye={ 0-P-8§
o= N o o= o -~ o= M )
& — [
¢ ¢ N N ¢
; 3 | r Y
B2-0 Ho HO

[22891 (T /J¥1)

[2290]  5— (3,3— " H AN —1—Jh—1—35) —TH—MEIgIF[2,3—d] Mg —4— %
[2291]  {¥ 77 (PharmaBlock) [1)5 —fillidk — TH— IR I [2, 3 —d ] msiE — 4 — i (22g) [HIN,
N— — FREE FER i (70mL) PRI P IR A (1. 61g) W (2R EEE 28— S04k (5. 94g) LA
N = O (35mL) o 4B 2/NI NP IS — & 344518 (22mL) |, £F =00 NPt —1& o AE SN iR
DI (350mL) , FHIZKBEHR 2 KA HUE IR B T e, B8 T B R s i 4
TEFR B Wb NN B2 LB (350mL) |, 458 — B o K4 HH 1 [k o 38 45 20 hs 8L &9
(9.60g) -

[2292]1  MS(ESI)m/z:261 (M+H) *.

[2293]  'H—NMR (DMSO—d,) §:12.04 (1H,brs) ,8.11 (1H,brs) ,7.57 (1H,s) ,6.56 (2H,brs) ,
5.59(1H,s) ,3.68(2H,m) ,3.57(2H,m) ,1.17(6H,t,J=7.3Hz) .

[2294] (T F72)

[2295]  5— (3,3— " LAKEAID) —TH—MEIEIF[2,3 —d]malE —4— i

[2296] & L3R T E 1S 2 & (17.9g) BP0 (160mL) — £ (80mL) TR &R
FIIINT0 % 5805 (M) wet (25.0g) , FEZL U B &L N RE— 20 B 70 ke +
Erde, BB ik 4 , 13 2P REUL S (17 0g) [RAR ).

[2297]1  MS(ESI)m/z:265 (M+H) *.

[2298] (1 J%3)

[2299] 6,7,8,9—PU% —2H—2,3,5,6—PURZAK I [cd] B

N
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[2300] ¥ iR T r2frig 2tk 59 (50. 218) %l T-90 % LR /KR (344nL) , £F50°C N
PP — B0 A B RN IS AR SN N #E A (M) we't (60g) , 72050 F40°C M
PE—30% o R AR A P = e BEBR 2, BF BRI e 40 » 725 BE Wi I\ AR AR R S B K
VAU (350mL) , U/ HEE (9: 1) ZENTIR KA NUZ Ik 46 e, 7% B P T RE A =4
(S5 B A TR, A 2 b 5 (18.47g)

[2301]  MS(ESI)m/z:175(M+H) ".

[2302]  'H—NMR (DMSO—d,) §:11.26 (1H,brs) ,7.97 (1H,s) ,7.37 (1H,brs) ,6.86 (1H,brs) ,
3.35(2H,m) ,2.80 (2H,t,J=5.4Hz) ,1.88 (2H,m) .

[2303] (T J¢4)

[2304] K% (2,7,8,9—PU%A —6H—2,3,5,6— PUR AT [ed] B —6—5E) HIfi

[2305] 71 bk T332l b 59 (8. 47g) ) e (120mL) S 77 RN IL/K
MEIE (39.2mL) N, N— " FIREGLRLEIE (2. 38g) LA MR B (22. 6mL) , 72 %00 M HcFEL/N
I o 60 SN PR S i 46 I, AR B R ION U5 (150mL) « FHEE (60mL) DA M = £ % (50mL) ,
LR P RCFES/ NI R S S iR NG oK =, AT 2B KA AL 125w/
v % DR A BRI 15 20K, TG KRB A T T 08 o B8 25 TR0, KRB TR R S I 4 o 70 5%
BRI NN TR LT (50mL) AN 5% (125mL) Il RRIR T, B PE1/INS o 33 AT HH 1 [
ARSI A (9.89g) -

[2306] MS(ESI)m/z:279 (M+H) *.

[2307]  'H—NMR (CDCL,) §:10.07 (1H,brs) ,8.11 (1H,s) ,7.39—7.21 (5H,m) ,7.12(1H,s)
4.32(2H,m) ,3.06 (2H,m) ,2.26 (2H,m) .

[2308] (T F¥5)

[2309] 6 —KHIELAE —2— [2— i —3,5— W —0— (4— I RKHELEL) —B—D—7R
I — IR o] —6,7,8,9—PU% —2H—2,3,5,6 — U2 R [ed] BE

[2310] £ R T r4RrS B 59 (7.10g) (I L (80mL) 7 HT , A AU MK
ARIVEFE (2.9g) = [2— @—HHEALHSL CHINE (0.41nl) , /£ 500 PHiPE155
B AEVKE N IINCERE A (Synlett 2004 (2) :335—337) (2 — A —3,5— W —0—
(4— FHELR FBE L) — o —D— 7R — PR AR OBRERE Sl ) (10 12g) AN (60mL) , T % %
YL, TR — AR o FE ST AR INON O RS2 A B /K P A S 7 455 11 o 3t R8T R R T 4k, FH 7K
BAFRIFREUL S (9.708) o

[2311]  MS(EST)m/z:631 (M+H) *.

[23121  'H—NMR (CDC1,) §:8.10(1H,s) ,8.00—7.96 (4H,m) ,7.37—7.22(9H,m) ,7.10 (1H,
s),6.88(1H,dd,J=8.5,5.4Hz) ,5.76 (1H,m) ,4.77 (1H,dd,J=11.8,3.9Hz) ,4.65—4.57
(2H,m) ,4.32(1H,m) ,4.20 (1H,m) ,2.90—2.78 (3H,m) ,2.73 (1H,ddd,J=2.1,5.7,8.5Hz) ,
2.44(6H,s) ,2.19(2H,m) .

(23131 (T J¥6)

[2314] 6 —RHIdE —2— (2 — Sk —B—D— 7R — BRI ORI D) —6,7,8,9— DU —
2H—2,3,5,6— PR A K H [cd] BE

[2315] {1 [k T3 2k &9 (8.69g) 1) HHEE (45mL) — DU (135mL) TR S 7A TR
WL E—10°C M E2053 BN N S N/ KYA TR (27 . 6mL) o AEAHRI RS N HEFE2/ N
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NINERFR (58mL) i 5 S A58 1 o 45 S NS I 406 i, K4 92 B W PR IR AT L5 / R
PATRE T, A3 2IPREUL S (4.098) .

[2316]  MS(ESI)m/z:395 (M+H) *.

[2317]  'H—NMR (CDC1,) §:8.04 (1H,s) ,7.39—7.23 (5H,m) ,7.05(1H,s) ,6.27 (1H,dd,J=
9.7,5.4Hz) ,6.00 (1H,d,J=10.9Hz) ,4.77 (1H,d,J=4.8Hz) ,4.41 (1H,dd,J=14.5,
7.9Hz) ,4.19(1H,s) ,4.15(1H,dd,J=14.5,7.9Hz) ,3.94(1H,d,J=12.7Hz) ,3.74 (1H,m) ,
3.16—2.95(3H,m) ,2.30—2.14 (3H,m) ,1.96 (1H,s) .

[2318]  (TF¢7)

[2319] 6 —KHIMEE —2— {5—0— D (4 — HIAEORIE) OFRRD) L] —2 — i3 —B—
D— 7RI — IR R —6,7,8,9— DU —2H—2,3,5,6— USRI KT [ed] B4

[2320] i [f] Lok T p6rg 2 & (4.55g) DL S 92l T 5 LRy kT
N, 13 2RSS (6. 38g) -

[2321]1  MS(ESI)m/z:697 (M+H) *.

[23221 'H—NMR (CDC1,) §:8.08 (1H,s) ,7.43 (2H,d,J=7.9Hz) ,7.36—7.19 (13H,m) ,
6.84—6.76 (5H,m) ,4.66 (1H,brs) ,4.31 (1H,m) ,4.21 (1H,m) ,4.07 (1H,m) ,3.79 (6H,s) ,
3.44(1H,dd,J=10.0,3.9Hz) ,3.38 (1H,dd,J=10.3,4.8Hz) ,2.85(2H, t,J=6.3Hz) ,2.66
(1H,m) ,2.47 (1H,ddd,J=4.1,6.5,13.9Hz) ,2.18 (2H,m) . (VAL 2L T BENLIZ] (118
[2323] (T F%8)

[2324] 66— KHIREE —2— (5—0— [ (4 —HAEFERED) ORFD) HIFL] —3—0— {(2— Tt
D) [ (N —2—50) 2L B — 2 — il — p—D— 7R 23 — R MRg o) —6,7, 8,
9—PU%,—20—2,3,5,6—PUE 2RI [cd] BE

[2325]  fifiJf] [k TR 7R3 20000 &8 (6. 37g) DL S SZiiEfill T F6[mREm )y etk i s N
RN A AR G AN AR =1 D) e N8 &4 (6. 059)

[2326]  'H—NMR(CDCL,) 8:8.09(0.5H,s) ,8.08(0.5H,s) ,7.46—7.41 (2H,m) ,7.35—7.19
(13H,m) ,6.84—6.75(5H,m) ,4.82—4.76 (1H,m) ,4.35—4.19(3H,m) ,3.89—3.54 (4H,m) ,
3.79(1.5H,s),3.79(1.5H,s) ,3.78(1.5H,s) ,3.78(1.5H,s) ,3.42(1H,td,J=9.8,3.8Hz) ,
3.38—3.30 (1H,m) ,2.81 (2H,t,J=6.3Hz) ,2.74—2.66 (1H,m) ,2.63—2.49 (1H,m) ,2.62
(1H,t,J=6.0Hz) ,2.45 (1H,t,J=6.3Hz) ,2.21—2.14 (2H,m) ,1.20—1.17 (9H,m) ,1.11
(3H,d,J=6.7THz) .

(23271 (T F79)

[2328]  fii i |3k T8RRIk &4 (868mg) , L5 St il T 7[RI FEK T 5T
7, 15586 — ZE AL — 2 — {2 — i3t — 3 —0— [ E (WD) —A° — ] —p—D—
e opEL ) —6,7,8,9— DU —2H—2,3,5,6 — PUSZe 2RI [ed) BE[H LIRS AT - T
%NS BONS e 5122 1y 3R A3 B A 54 (1. 00g) , LA ST 6L L e 8RIAE 7y it T
ST RS I R LA T T4 ORI

[2329]1 (T F¢10)

[2330] 2— {9— [ (5R,7R,8R,12aR,14R,15aS,16R) —14— (6— K HH —6,7,8,9—P4
A—20—2,3,5,6 — PRI [ed] B —2—3) —16— { [0 ] 5 (CHE) FHEERT L] 5
A} —10— CQ—H{UIEE AR — 22—t —2—HidE — 10— Wi/ \ A —2H, 10H, 12H—5,
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8— My — 21, 10X’ — kg 91 [3,2—1111,3,6,9,11,2,10] LAAZ R HPUM —7 — FE] —
6 — At —6,9— S — IH—IE — 1 — 1} CHOR IR

(23311 (i F] 3R T 9B 13 2 R LA 55 S 9L 1T 7 9l 75 i A T IOV, #5328 gk
- AR A AR A e A RS 59 (T02mg) .

[2332]  MS(ESI)m/z:1134 (M+H) ".

[2333] (T 711

[2334] W (N,N— /3 %) (BR,TR,8R,12aR, 14R, 15aS,16R) — 16— { [F ] & (—H3D)
R R ) —T—[1— Q—RFELH) —6—EIE—1,6— S — 99— —9—
] —2,10— — M3t —14—(6,7,8,9— U5 —2H—2,3,5,6 —PURL K I [cd] B —2—
55 J\&—2H, 101, 12H—5, 8 — FFF —20°, 10" — k9 [3,2—11[1,3,6,9,11,2,10] H A
Z TR OB — 2,10 — B (D)

[2335]  fdif] 3R T FF10AF 3 20 &9 (702mg) LS S il T LORIRER 75 30 T
N, AR BRSPS I A R T (119mg : 25 2450 ARG A2 (113mg : 25 A 44
5O -

[2336] XIS A AL (AR

[2337]  MS(ESI)m/z:873 (M+H) .

[2338]  EXIMC A2 (Rtlett)

[2339]1  MS(ESI)m/z:873 (M+H) *.

[2340] (T fr12—1)

[2341]  —4} (5R,7R,8R,12aR, 14R, 15aS,16R) —16 — 5 —7—[1— Q—FIL3) —6—
Mgt —1,6— — A —9H—mEs —9—FE] —2 10— — et —14— (6,7,8,9—PUSA —2H—
2,3,5,6— PRI [ed] B —2—35) J\ % —2H,10H, 12H—5,8— HIHF — 21, 100" — W f
[3,2—111[1,3,6,9,11,2,10] FLoE 28 A T-PUB—2, 10— (ks Eh)

[2342]  (HEXSHL AR

[2343] i ] iR T LIPS 2 &4 AR A1) (119mg: & F 2450 , PA S 500
B T VLRI T i T IRON i 4% FRUL I DRI A R A TR i, 13- 8] = O e B U
Frdl &) .

[2344]  [DR5HI S 2E] CLSEEICAEEMT [10mM iR = & R4 KIRI/ LT DA K i) £ ZUHPLC
[10mMTR = £ 35 KIRI/ G O :5% —30% (097 —40747) 1.

[2345]  RAS 21 = b DA S SBT3 LLArR 1) et ot h ] R T ik b Tk e
P, FFEIPREUE S (51 . 8mg) «

[2346]  MS(EST)m/z:759 (M+H) *.

[2347]  'H—NMR(CD,0D) 8:8.69 (1H,s) ,8.24 (1H,s) ,8.02(1H,s) ,7.09 (1H,s) ,6.68 (1H, t,
J=7.0Hz) ,6.29 (1H,d,J=8.5Hz) ,5.36—5.27 (2H,m) ,4.75—4.71 (1H,m) ,4.41—4.30
(3H,m) ,4.28—4.12 (3H,m) ,4.06—4.00 (1H,m) ,3.94—3.84 (1H,m) ,3.82 (2H,t,J=
4.8Hz) ,3.52—3.47(2H,m) ,2.91—2.69 (4H,m) ,2.04—1.96 (2H,m) .

[2348]  *'P—NMR(CD,0D) 8:57.3(s) ,54.9(s) .

[2349] (T fr12—2)

[2350]  —4} (5R,7R,8R,12aR, 14R, 15aS,16R) —16 — 5 —7—[1— Q—FIL 3 —6—
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MradE—1,6— "% —oH—ME —9—3L] 2 10— —#HadE—14— (6,7,8,9—PU% —2H—
2,3,5,6— PRI [ed] B —2—35) J\ S —2H,10H, 12H—5,8— FIHF — 21, 100" — W 7 f
[3,2—1]1[1,3,6,9,11,2,10] FLoE 28 A T-PUBE—2, 10— (ks Eh)

[2351]  (HEXSHL S AE 14 2)

[2352] i ] R T LLATS 20054 CENI A9 1k2) (113mg: 25 A 250 LA S S
LT P VLR IR A T SON i, 3% DA 1 DRSS R Db RS ), 13- 8] = b B U b
wEv.

[2353] [R5 S 2F] CLSEENCAE EMT [10mM iR = & R4 /KR I/ LI T DA K il £ ZUHPLC
[10mMFR = £ FER KIS I I 5% —25% (043 —4047) .

[2354] KA 2N = O b DA S SCHEHIL T LLAT R LR e ER ] RIAER 5 ikt T2k e
e, 13 2RSS (65. 4mg) o

[2355]  MS(ESI)m/z:759 (M+H) ".

[2356]  'H—NMR (CD,0D) §:8.78 (1H,s) ,8.24 (1H,s) ,8.02 (1H,s) ,7.08 (1H,s) ,6.73 (1H,
dd,J=9.1,5.4Hz) ,6.29 (1H,d,J=8.5Hz) ,5.59—5.52 (1H,m) ,5.45—5.37 (1H,m) ,4.45
(1H,d,J=4.2Hz) ,4.40—4.16 (6H,m) ,4.01 (1H,d,J=12.7Hz) ,3.87—3.75(3H,m) ,3.53—
3.46 (2H,m) ,2.93—2.88(2H,m) ,2.87—2.65 (2H,m) ,2.06—1.96 (2H,m) .

[2357]  *'P—NMR(CD,0D) 8:63.1(s) ,57.3(s) .

[2358]  SLJjtf5143 : CON33[UF %,

[2359]  (5R,7R,8R,12aR,14R,15S,15aR,16R) —15— i —16—FIE—7—[1— Q—&H L
) —6—MEiE—1,6— A — 9= 93] —2 10— W &hik) —14— (6,7,8,9—P0
A—20—2,3,5,6—PURZHK I [cd] BE—2—JL) J\S —2H, 10H, 12H—5,8— FIFF— 21, 10
A’ — WM [3,2—1101,3,6,9,11,2,10] HAAZe A HPUM—2, 10— —fi

[2360] o N S

33
33a ( dExfmrsHg )
33b ( kxfeRiyiE2 )

[2361] [ plciz]
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[2363]1 (T %1
[2364] 1—(2,7,8,9—PU%,—6H—2,3,5,6—PURZK I [cd] B —6—FL) £ b6i— 1 —Jif
[2365] ¥t sijwfia2 1 73T 2101 &4 (6. 88g) IAMER T L FRET (48mL) FH, 7E90°C | 4
PE SOOI e 4 , B ik B s AT 505 (100mL) — FEE (50mL) — = Z k% (30mL) (7R &
W AR E N N ECE/INS R R R S RN E A SR 2, S T2 B KA LE
PR B T T , e 2 TR, B BE IR s i 4 - AR B Wb In N O/ CFR T (1:2)
FIRCEEMR S , I EARR 2P REU L &9 (7.18g) «

[2366]  MS(ESI)m/z:217 (M+H) *.

[23671  'H—NMR (CD,0D) §:8.47 (1H,s) ,7.21 (1H,s) ,4.11 (2H,d,J=8.5Hz) ,2.97 (2H,t,]
=6.3Hz) ,2.46 (3H,s) ,2.06 (2H,m) .

[2368] (T 72

[2369]  6— LMkt —2— (3,5— " —0—FRMIBEEL — 2 — i Ik — 2 — i — B —D— W hr ik
ML) —6,7,8,9—PUs —2H—2,3,5,6— PR 24K I [cd] BE

[2370]  fifi [T Bk T 7 143 BI04 &% (6.00g) A s (CARBOSYNTH) [/ [ (2R, 3R, 4S,
BR) —3 — IR FHpEBE S A — 5 — Il — 4 — Bl — DU S — 2 — BE ] LR FHR R (14 19) L DA
SEA42 T s RIFE 7 kA T ION , AR 2 bRl b 54 (11.45g)

[2371]1  MS(ESI)m/z:559 (M+H) *.
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[23721  'H—NMR (CDC1,) §:8.58 (1H,s) ,8.12 (4H,t,J=7.3Hz) ,7.69—7.44 (6H,m) ,7.28
(1H,d,J=2.4Hz) ,6.92 (1H,dd,J=23.3,2.7Hz) ,5.77(1H,dd,J=17.5,3.0Hz) ,5.34 (11,
dd,J=50.2,3.0Hz) ,4.83 (2H,dd,J=11.8,4.5Hz) ,4.76 (2H,dd,J=11.8,5.1Hz) ,4.56
(1H,m) ,4.14 (2H,m) ,2.90 (2H,t,J=6.7Hz) ,2.07 (3H,s) .

[2373] (1 J%3)

[2374]1  6— Mt —2— (2— i —2— 5 —B—D— P hr -k ki it) —6,7,8,9— 14
A —2H—2,3,5,6— DUk H: [cd] B

[2375]  {F Rk T 2R3 2001k 59 (8. 70g) 1) FHEF (58mL) — PUZUMRIR (117mL) TR A VAT
HIAE—20°C ME127 PR NN A BAZKIA TR (32mL) o AEARRIIOTELEE D33/ NI, N
INERPR (66mL) {57 5 W 457 11 o K5 S S PR e 4 i , R o B ) TR ek AT LU0/ FR R 1 b A T
K, S EbrEL 5 (3.27g) o

[2376] NS (ESI)m/z:351 (M+H) *.

[23771  'H—NMR (CDC1,) §:8.54 (1H,s) ,7.20 (1H,d,J=1.8Hz) ,6.68 (1H,dd,J=17.5,
4.2Hz) ,5.16 (1H,ddd,J=52.0,2.4,1.2Hz) ,4.75(1H,ddd,J=19.2,2.6,1.3Hz) ,4.16 (1H,
m) ,4.08(2H,m) ,3.99(1H,dd,J=12.1,3.6Hz) ,3.92(1H,dd,J=12.1,4.2Hz) ,2.93 (2H,m) ,
2.52(3H,s) ,2.07 (2H,m) . (NI4T REXI 1) R UE)

[2378] (T F¢4)

[2379]  6— MR —2— {5—0— DR (4—HAEILIREL) ORED) 3] —2— et —2—
T —P—D— P AL L —6,7,8,9—PUA —2H—2,3,5,6 — PUR AR I [ed] BE
[2380] fifi i ik T FE3frf 2l &4 (3.95¢) LSSl T 1 RIFE 7 30 T
N, P EIFREUE S (5.66g) -

[2381]1  MS(ESI)m/z:653 (M+H) *.

[2382]  'H—NMR(CDC1,) 3:8.56 (1H,s) ,7.50—7.20 (10H,m) ,6.85—6.78 (5H,m) ,5.07 (1H,
dt,J=51.8,3.2Hz) ,4.59 (1H,brd,J=18.1Hz) ,4.21—4.02 (3H,m) ,3.80 (3H,s) ,3.79 (3H,
s),3.50(1H,dd,J=10.3,5.4Hz) ,3.44(1H,dd,J=10.0,5.1Hz) ,2.88 (2H,m) ,2.54 (3H,s) ,
2.42(1H,brs) ,2.07 (2H,m) .

(23831 (T J%5)

[2384] 6— OB —2— (5—0— [ (4— S EERED) O FEL] — —{Q—HEL
A [ (N—2—3) S BB —2— i —2— o — B—D—Wﬂlélﬂjiﬂﬁﬁ*}%%—fs,?,
8,9—PU%—2H—2,3,5,6— PUR AT  [ed] BE

[2385]1  fiif{] FaR T F4PF 32100 &4 (5.68g) DL S S2he il T Fp6 ki kgt TN ,
R EIEN I A TR S ARSI kbt =1 D) JEUbnE b &4 (5.08g) -
[2386]  MS(ESI)m/z:853 (M+H) ".

[2387]  'H—NMR(CDC1,) 3:8.58(0.5H,s),8.57(0.5H,s) ,7.51—7.20 (10H,m) ,6.85—6.76
(5H,m) ,5.24—5.02(1H,m) ,4.76—4.60 (1H,m) ,4.21—4.05 (3H,m) ,3.91—3.74 (1H,m) ,
3.80(1.5H,s),3.79(1.5H,s),3.79(1.5H,s) ,3.79(1.5H,s) ,3.69—3.55(3H,m) ,3.49—
3.37(2H,m) ,2.95—2.80 (2H,m) ,2.61 (1H,t,J=6.3Hz) ,2.54 (3H,s) ,2.43 (1H,t,J=
6.7Hz) ,2.11—2.03(2H,m) ,1.21—1.17(9H,m) ,1.11(3H,d,J=7.3Hz) .

[2388] (T f¥6)
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[2389]1 i [f] [k TR 210059 (1.00g) DA S S5 T 7R 5 b TR
BR16— LWk —2— (2— i —2— 5 —3—0— [ ) — NV — L] —p—D—[y
FrAfmkmRE L) —6,7,8,9—PUs —2H—2,3,5,6 — PUAZeR I [ed] B9 &SI o 1 1T1%
OGRS 22 T 3R is 2l &4 (1. 21g) , LA S Sl T 8RR e d- T
7, RS BRI B A T T4 ORI

[2390]1 (T J77)

[2391] 2—{9—[(5R,7R,8R,12aR,14R,15S,15aR,16R) —14— (6— L [#IE—6,7,8,9—PY
A —2H—2,3,5,6 —PUG eI led] B —2—3) — 16— (BT & (D) Rk L]
H—10— @—FEOHE — 15— —2— Wt —2—#iE — 10— M3 dd /S —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
73] —6—MraHk—6,9— A — IH—IEE — 1 — 3L} CFOK R

[2392] i [ 3R T 76 RT3 21 R LA 5 S 9L 1T 7 9[RIRE I 5 P A T IOV, #5328 gk
- AR A AR A e ARSI 59 (75Tmg) .

[2393]  MS(ESI)m/z:1090 (M+H) ".

[2394]1 (T J¥8)

[2395] W (N,N— — 2328 (BR,7R,8R,12aR, 14R, 155, 15aR, 16R) —16— {[FU ] &t (—
PR FRERE L S ) — 15— —T—[1— Q=R LI —6— a3t —1,6— — 4 —9H—
W —9— 3] —2,10— It —14— (6,7,8,9— P04 —20—2,3,5,6— UG T [ed]
B —2—%5) )\ —2H, 10H, 12H—5,8— HI#fF — 20, 10A° — kg 1 (3,2—17[1,3,6,9,11,2,
10] F oA 2 BRI —2, 10 — W (IR Eh)

[23961 i [f] bk T 7 Ar S 2 b &9 (757mg) DL S 52l T L0[RIFER 5 i3 T
N, AR EIPR B S PRI A R T (113mg - 25 2450 AU A2 (108mg : 25 A 44
50 -

[2397] XIS A AL (A1)

[2398]  MS(ESI)m/z:891 (M+H) ".

[2399] XIS Ag A2 (Rtlett)

[2400]  MS(ESI)m/z:891 (M+H) ".

[2401] (:[%9_1)

[2402]  —4%/ (5R,7R,8R,12aR, 14R,15S,15aR,16R) —15— i —16—FFH —7—[1— C—%
BOF) —6 Wt —1,6— A —9H—ME —9—FL] —2,10— — it —14— (6,7,8,
9—PYsA—20—2,3,5,6 —PURZ A [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A 10N — W [3,2—1101,3,6,9,11,2,10] 1482 BEEA-FPUS —2, 10— B (B Eh)
[2403]  (HEXSHL AL

[2404] i ] Fak T8 2t &4 AR TR (113mg: SA 24480 , LAS 561
LT P VLR iR A T SON i, 3% DA 1 DRSS R 1 3E A RS ), 13- 8] = b I b
wEv.

[2405] [R5 S 111 C18AEIRAEJENT [10mM TR = & B 8 KA/ C A5 DA N il 26 U HPLC
[10mMOPR — LI E KA/ LI, O :5% —30% (073 —3047) ]

[2406] BB = O etk DL 9801 T e 1L praR i DG e el ] RIAEr o b A T8k 4

214



CN 118846110 A W OB P 209/357 T

e, 13 2FRE LA (28 8mg) o

[2407]1  MS(ESI)m/z:777 (M+H) *.

[2408]  'H—NMR (CD,0D) §:8.67 (1H,s) ,8.24 (1H,s) ,8.04 (1H,s) ,7.05 (1H,s) ,6.73 (1H,
dd,J=23.9,2.7Hz) ,6.28 (1H,d,J=8.5Hz) ,5.43—5.24 (3H,m) ,4.77—4.72 (1H,m) ,
4.51—4.32(4H,m) ,4.26—4.12(2H,m) ,4.06—3.91 (2H,m) ,3.82(2H, t,J=5.1Hz) ,3.50
(2H,t,J=5.1Hz) ,2.92—2.85(2H,m) ,2.06—1.97 (2H,m) .

[2409]  *'P—NMR(CD,0D) 8:57.8(s) ,54.7(s) .

[2410]  (T79—2)

[2411]  —4% (5R,7R,8R,12aR, 14R,15S,15aR,16R) —15— i — 16 —FFH —7—[1— C—%
FROH) —6—Mai—1,6— A —9H—IEK —9—K] -2, 10— M —14— (6,7,8,
9—PUA —20—2,3,5,6 —PURZ A [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A, 10K — Ik [3,2—1101,3,6,9,11,2,10] 1482 BEEA-FPUS —2, 10— B (B Eh)
[2412]  (HEXSHL A 1A2)

[2413] i ] Fab T8RRIt &4 AR MU A 42) (108mg: &4 2450 , LA 535061
LT P VLR iR A T SOV i, 3% DA 1 DRSS R 1 3E A RS ), 13- 8] = b I b
wEv.

[2414]  DRSHI 2] CLSEEICAE EMT [10mM iR = & RE3K I/ LT DA K il £ BUHPLC
[10mM PR — LR BOKIF I/ L, S :5% —20% (093 —3047) .

[2415] RS2 = b DL S SBT3 LLArR 1) Dt ot eh 1 R ik b Tk e
e, 3 2FREE A (3. 2mg) .

[2416]  MS(ESI)m/z:777 (M+H) *.

[2417]  'H—NMR (CD,0D) §:8.76 (1H,s) ,8.23 (1H,s) ,8.04 (1H,s) ,7.06 (1H,s) ,6.73 (1H,
dd,J=24.5,2.1Hz) ,6.28 (1H,d,J=8.5Hz) ,5.53—5.45 (1H,m) ,5.43—5.27 (2H,m) ,
4.62—4.49 (1H,m) ,4.45—4.41 (1H,m) ,4.40—4.27 (2H,m) ,4.27—4.15(3H,m) ,4.03—
3.92(2H,m) ,3.87—3.78 (2H,m) ,3.51 (2H,t,J=5.6Hz) ,2.90 (2H,t,J=5.6Hz) ,2.08—
1.96 (2H,m) .

[2418]  *'P—NMR(CD,0D) §:63.0(s) ,57.8(s) .

[2419]  Sjiafhl44 . CON34[H & A%,

[2420]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —15— i — 16— —7—[1— Q— &L
) —6—MEdE—1,6— A — 9= 93] —2 10— W &Rtk) —14— (6,7,8,9—P1
A —2H—2,3,5,6—PUEZATf [cd] BE—2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A’ — WMt [3,2—1101,3,6,9,11,2,10] HAAZe A HPUM—2, 10— —fi
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[2421] O—P-SH
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HO
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34a (iR )
34b  (detmR ik )

[2422] [ pcitiz]
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N F N Bz
Nf_'\ N x \ N N’f’_-\ N I'WB
" ¥ TH1 THP-o }i) -
Y S — i g

o ‘o-TBS
‘0-T8S THP
N Bz
N Bz N
N Bz ' : N
N"':'_F W N THP N _\ N T I?"-) THP,_O — I ]?b
THP_ o T4 ] 5 O__N_
O .N_z \“qN 4 E—— A R
o e
M~ o g
o oH o 4R THP
THP
N \0
o
8z
1'5"'\ | i BZ Z
" N, N [T o Nr“\ N T.J¥8
Lo~ — i)
N._#
HO F \h(—r
OMCN
A
o 0-Bz
[2423] / g
o) O N
Y
0 - O-Bz
o
o ¢
O k‘t—?‘ - N NC\/“Q i 'Bz
TB 1

4 Bz e —O\ i
™8S-0' O ™ A N o QT
NC P L = 0—f-sH
~ o0 w0 — O={ N o
= L.(—cb,oN P 7
ng F Bz-0
0* “OH
i~ NEY
9 s N )N Nal 9 NN
§-P——0 — “S-P o]
O’

0 Oy TA12-1 ° PHKC\/-NT’
TH11 Nﬁ“NfQ\ g% TFr12-2 N%N'Q\ Rt
:2-,—,{ 0-P-§~ f 0-P-5~
o N o o N S Na'
N

I,
+ + N—7

§

H

[2424] (T J%1)
[2425] 6 —KHAPERE —2— {2—0— [T 3 (T L) FIREGERL] —B—D— BRIRiAZ AR L) —
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6,7,8,9— DU —20—2,3,5,6—PUAZer I [cd] Ba

[2426]  {ESIEI1 T FFARTS 2104 &9 (35.80g) (19— S k% (322mL) —MHEiE (35mL) J &
R, AE VRS N AES T BN G 2 — I IE (6. 33g) 1Y U HHE (36mL) FAR, AEAH IR
N HCFE3 /NI o 7 SRR FRAR OB AR R S BN /K (268mL) ATE AT Eh /K (143mL)
il S N A 1, FIORR CRE 2B KA UE TG /KRR BN T8, R 2 T390, R Jre R il P e
9 AL TR YT IO/ LR g (1:1) (108mL) # B ERRIR G , £E50°C N HeHE3045-47, 18
Inc gt (161mL) dE—2E 4 PE2/ NN BT i ke 38, e/ IR (4:1) (143mL) 4T
ek, AR 5 (26.81g) -

[2427]  MS(ESI)m/z:525 (M+H) *.

[2428]  'H—NMR (DMSO—d,) §:7.98 (1H,s) ,7.65(1H,s) ,7.39 (1H,m) ,7.26—7.20 (4H,m) ,
6.19 (1H,d,J=6.5Hz) ,5.15 (11, t,J=5.6Hz) ,5.00 (1H,d,J=4.8Hz) 4.48 (1H,t,J=
5.6Hz) ,4.27 (1H,m) ,4.11—4.02 (2H,m) ,3.97 (1H,m) ,3.67—3.57 (2H,m) ,2.99 (2H,m) ,
2.23—2.07(2H,m) ,0.68(9H,s) ,—0.11(3H,s) ,—0.26 (3H,s) .

[2429]1 (172

[2430] 6 —KHAMIE —2— (2—0— [RUT 3 (T H3E) HIREREEE] —3,5— W —0— (P&t
i (Oxane) —2—%5) —B—D—MWRmgAZHEEL) —6,7,8,9—PUA —2H—2,3,5,6— PUE 247
[cd] B

[2431]  fF Bk T LTS 2k 54 (19.93g) 13,4 — 2 — 2H— kg (35mL) [N, N—
FHEL PR (200mL) PR 7RHE , 77KV N I ORI — KG9 (7. 25g) 7R =0 i3/
B o AEVKES N, AE SN R B AIBRIR SN /K AR s A58 11, FH R C R A B B A A1
JERIR KA A& ShoK A T v, FHJC/KIR R BN A T T8 o B8 25 T30, K TR0
%5 K ER B IR EAT [C b/ ZFR CRR] A TRS AT 2IARBULE 54 (24.73g) -

[2432]  'H—NMR(CDC1,) §:8.10—8.07 (1H,m) ,7.59—7.35 (1H,m) ,7.35—7.27 (3H,m) ,
7.25—7.17 (2H,m) ,6.44—6.36 (1H,m) ,4.90—3.36 (13H,m) ,3.06—2.96 (2H,m) ,2.31—
2.15(2H,m) ,2.01—1.43(12H,m) ,0.84—0.73(9H,m) ,0.04— (—0.35) (6H,m) .

[2433] (T J%3)

[2434] 6 — K HIEEEE —2—[3,5— W —0— (PUEEME —2 — 5 —B—D—PKMiiZMESt] —6,
7,8,9—PU%—2H—2,3,5,6—PUR G [cd] B

[2435] & PR T 2SRl ntb &4 (24.73g) MR (3. 1mL) [1PY Wk R (250mL) 748 7
W AEVRES I IMNGR AP T BBV DY SRR AR (29 1M, 55mL) |, AR ==t M — 3% K
W IR AR , AL B NN CRR B8 , Rk /KA AN & b /K A T R LU= TG
TR T T8, B8 25 T 957) R IR R R s e i o K1 72 B W TR IRAT AT [ b/ TR &
] A TR IS 2IPRBUL & (18.748) -

[2436]  'H—NMR (CDC1,) §:8.12—8.09 (1H,m) ,7.49—7.30 (4H,m) ,7.28—7.20 (2H,m) ,
6.41—6.30 (1H,m) ,4.83—4.18 (7H,m) ,4.12—3.50 (7H,m) ,3.06—2.97 (2H,m) ,2.31—
2.17(2H,m) ,1.96—1.47 (12H,m) .

[2437] (T Fr4)

[2438] 6 — KISt —2—[3,5— M —0— (PHEUMEIE —2—5E) —B—D— B hrfrk i
#1-6,7,8,9— V0% —2H—2,3,5,6— PUA(ZeK I [cd] B
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[2439]  7F FR TE3Ar3 28I b & (18.74g) FIERE (13 1mL) [ — S04 (300mL) 147
W R VK R TN =0 FRRR AT (11mL) , B RE 10438 o 8 SR I I NI £ 6 K il g v 45
1b, =S A T2, B A UE O KR A T 08 o 8 T80 R He ik 4
FETR B fide T VY KR (300mL) FH, AR 9Ky MR AHRRIY | Rz (28. 34g) 1) PU SRk
(150mL) JA9R, 7 25 N B4t 308 o 5 BRI W 4 , AR B R NN R TR , R H
IR E KA T R A UZE K BRI T T8 5, I8 2 T80, R ek
45 o IR B W) FIREIRAE ZAT [/ R OB 1 3 TRS A3 B bR 54 (10.46¢)

[2440]  'H—NMR (CDC1,) §:8.13—8.06 (1H,m) ,7.63—7.30 (4H,m) ,7.29—7.18 (2H,m) ,
6.79—6.55 (1H,m) ,4.93—3.45 (14H,m) ,3.11—2.95 (2H,m) ,2.32—2.14 (2H,m) ,1.98—
1.44 (12H,m) .

(24411 (T J%5)

[2442]  6—KFIEEEE —2— [2— B —2— 9 —3,5— N —0— (DU —2— 5 —p—
D—RkmAZHERE] —6,7,8,9— DU —20H—2,3,5,6—PUAZe ) [cd] B4

[2443]  {F iR T FARFERIA Y (10.46) FIMEEE (7. 3mL) 19— 50T 5% (200mL) 157
W AEVRES DR =30 R IT (6. 1mL) |, H50HE 1075 Bl o 78 KON IR H TN AR AT SRk S
51k, =S T 20, B A A UE TR BRI T T4 R 25 T30, R TR ek e Ik
45 o F B B DA T VO W (200mL) FR, ZEVKYS R IONGEALPT T BR5211) PO S W iR T (2
IM, 150mL) , AEARRI L B HEHES /NI o 78 KON FR N MO SE BB K IR, TH R TR 2%
B AU AN & KA T %, K BRI A T T, I 2 T, S B8
Wi AT B R AT ()5t / CFR OB 1 A TR RIS 2 b8 L 59 (7. 65¢) .

[2444]  'H—NMR (CDC1,) §:8.13—8.08 (1H,m) ,7.53—7.31 (4H,m) ,7.26—7.22 (2H,m) ,
6.68—6.53 (1H,m) ,5.42—5.08 (1H,m) ,4.93—4.18 (6H,m) ,4.10—3.76 (3H,m) ,3.71—
3.47(3H,m) ,3.06—2.96 (2H,m) ,2.29—2.18 (2H,m) ,1.96—1.47 (12H,m) .

[2445] (T J36)

[2446] 6 — R HIMAE —2— Q%A —2— 5 —B—D—PEMIAZMIE) —6,7,8,9— A —
2H—2,3,5,6— PR A 2K H [cd] BE

[2447]  f¢ PR TR 2l b &9 (7.65g) (1 LR (150mL) JA 7R H BN FHOR T ERILEIE
£ (6.62g) , 7E50°C N HEFE3 /NI B SRR IR S , AEFR BRI IMN CFR i, Uk F Y
FIBRIR /K IA TRA A AN & SR KB E A T % KA W UE /K BRI T, 8 25 T8,
TE TR e 4 o B AR B W EE IR AR AT [ 18/ TR O 1R 1 J-AT RS A4S B bR UL & 9
(3.55g) »

[2448]  'H—NMR (CDC1,) §:8.05 (1H,s) ,7.41—7.35(3H,m) ,7.30—7.24 (2H,m) ,7.06 (1H,
s),6.07—6.00(2H,m) ,5.85(1H,ddd, J=52.8,6.7,4.7Hz) ,4.66 (1H,d,J=3.9Hz) ,4.42—
4.31(2H,m) ,4.20 (1H,m) ,3.93 (1H,dd,J=12.9,1.6Hz) ,3.74 (1H,td,J=12.3,1.6Hz) ,
3.12—2.96 (2H,m) ,2.51 (1H,s) ,2.33—2.15(2H,m) .

(24491 (T %7)

[2450] 6 — KHAMIE —2— (5—0— D (4 — HS ORI OFRFL) FISE] —2 — i3 —2—
SR —B—D— WAz R —6,7,8,9—PUA —20—2,3,5,6—PUAL I [cd] Ba

[2451] ([ Bk T P63 2k & (3.55¢) LS S2hEl 11 T 1 FkEn 7 30 TR
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N3RS A (5.77g) .

[2452]  'H—NMR (CDC1,) §:8.09 (1H,s) ,7.45—7.41 (2H,m) ,7.36—7.17 (13H,m) ,6.85—
6.79 (4H,m) ,6.53 (1H,dd,J=17.2,2.3Hz) ,5.40 (1H,ddd,J=53.2,4.8,2.3Hz) ,4.83—
4.72(1H,m) ,4.32—4.21 (2H,m) ,4.19—4.14 (1H,m) ,3.79(3H,s) ,3.79(3H,s) ,3.59 (1H,
dd,J=11.0,2.7Hz) ,3.45 (1H,dd,J=11.0,3.5Hz) ,2.79 (2H,t,J=6.3Hz) ,2.45 (1H,s) ,
2.24—2.11(2H,m) .

[2453] (T J%8)

[2454] 6 —KHREE —2— (5—0— [ (4 —HAEFEREL) ORFD) HFL] —3—0— {(2— Tt
AR [ (W —2—50) A A A —2— i — 2 — S — p— D— PRIz i L) —6,7,8,
9—PU% —2H—2,3,5,6—PUEZK I [cd] B

[2455]  fifif] iR TR 7T 28Ik a9 (5. 77) LA S5 S fFl L T r 6l g i T
N, 73 28 - E g IR e AR TR G AEXN IR AR EE =1 1) JE PRSI &9
(5.95g) »

[2456]  'H—NMR(CDC1,) 8:8.10(0.5H,s) ,8.09(0.5H,s) ,7.45—7.12(15H,m) ,6.84—6.75
(4H,m) ,6.57—6.46 (1H,m) ,5.61—5.33 (1H,m) ,5.07—4.83 (1H,m) ,4.34—4.18(3H,m) ,
3.93—3.72(7TH,m) ,3.69—3.49 (4H,m) ,3.38—3.27 (1H,m) ,2.87—2.68 (2H,m) ,2.61 (1H,
td,J=6.3,1.6Hz) ,2.40 (1H,td,J=6.4,2.1Hz) ,2.21—2.12(2H,m) ,1.21—1.13(9H,m) ,
1.03(3H,d,J=6.7Hz) .

(24571  (1J39)

[2458]  fifi[f] Fok TSP R0 & (1.02g) DL 92l T 7R a3 T SR
BEl6— KL —2— (2 JpiAAdE —2— M —3—0— [ L (M) — 0 — W] —p—D—
WAz —6,7,8,9—PUS —2H—2,3,5,6 — DU AT Led] B SRS - (50 15 21
1 CIETARN e 122 17 3P 2 b &4 (1. 15g) , LA S SThBI1 1y 8IRIAE I 75 1284 T
ST RS 2 R LA T T4 N ORI

[2459]1 (T F£10)

[2460] 2—{9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 14— (6— K HEIL—6,7,8,9—
DU —2H—2,3,5,6—PUSRZ R [ed] B —2— 55 — 16— { (BT 38 (CFIEL) FIRELe 3] 4
H—10— @—HEHOHE — 15— —2— Mt —2—#idE — 10— M3 dd /S —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—FH] —6—MrakE—6,9— A — 1M — 1 — 5L} 2R

[2461] (] R T 9RTA3 21 1, DA S St L T 9RO, 749281 gk
- FIAENTI A AR S B ARSI 54 (818mg : B A 225D -

[2462]  MS(EST)m/z:1152 (M+H) *.

[2463]  (TF711)

[2464] W (N,N— 2328 (BR,7R,8R,12aR, 14R, 15R, 15aR, 16R) —16— { [FU ] &t (—
PR FRERE L S ) — 15— —T—[1— Q=R LI —6—F a3t —1,6— — 4 —9H—
9 HE] 2, 10— AL —14— (6,7,8,9— U4 —2H—2,3,5,6— DU [ed]
B —2—3L) )\ —2H, 10H, 12H—5,8— FI#fF— 21", 10A° — k£ [3,2—1]1[1,3,6,9,11,2,
10] A5 AP B —2, 10— B (R h)
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[2465] i [ |- 3R T FF 101521104k &4 (818me) L5 5ol T /e 10[RIRER 75 51004 T /%
N, A3 EIFR B S PRI A R 1 (107mg : 25 2450 ARG A2 (10 1mg : 25 A 44
50

[2466] XM SFAG AL (AR )

[2467]1 NS (ESI)m/z:891 (M+H) *.

[2468] XML SFAG A2 (Rl tt)

[24691 NS (ESI)m/z:891 (M+H) *.

[2470] (T fr12—1)

[2471]1  —4/ (5R,7R,8R,12aR, 14R,15R, 15aR,16R) —15— i —16—FFH —7—[1— C—%
BOF) —6 Wt —1,6— A —9H—ME —9—FL] —2,10— —#Hrad it —14— (6,7,8,
9—PUA —2H0—2,3,5,6— PO 208 [ed] 8L —2—3E) J\&(—2H, 100, 12H—5,8 — FIffF —2
A%, 100> — kg [3,2—1111,3,6,9,11,2,10] i 582 B FAT-PObe —2, 10— W (B £h)
[2472]  (JEXAGARL)

[2473] ] R T LIPS 2 &4 ARG (107mg: &5 2450 , PA S 500
B T LRI T A T IRON i, #% DA T 1 DR 5 2R 1 3E A RS ), 18- 8 = 2 U b
UL EYD.

[2474]  [DRSHIZH-] CLSHERAE EMT [10mM TR = & FE KA IR/ MG 1 DA M £ U HPLC
[10mMAPR — L IEE KA/ L, O :5% —30% (073 —3047) ] .

[2475] RS20 = O b DA S SCHEFIL T LLATaR ) R e R ] RIAER 5 ikt A T2k e
P, FFEIPREE 5 (29. Img) «

[2476] NS (ESI)m/z:777 (M+H) *.

[24771  'H—NMR (CD,0D) :8.58 (1H,m) ,8.11 (1H,m) ,8.03 (1H,s) ,7.11(1H,s) ,6.47 (1H,d,
J=17.5Hz) ,6.26 (1H,d,J=8.5Hz) ,5.53—5.36 (2H,m) ,5.29—5.17 (1H,m) ,4.77(1H,d,J
=4.2Hz) ,4.54—4.46 (1H,m) ,4.44—4.38 (1H,m) ,4.35—4.32 (1H,m) ,4.30—4.25(2H,m) ,
4.25—4.16 (1H,m) ,4.06—3.99 (1H,m) ,3.96—3.85 (1H,m) ,3.82—3.71 (2H,m) ,3.54—
3.42(2H,m) ,2.77—2.68 (1H,m) ,2.66—2.55 (1H,m) ,2.02—1.81 (2H,m) .

[2478]  *'P—NMR(CD,0D) §:57.5(s) ,53.0(s) .

[24791  (Tf712—2)

[2480] 4%/ (5R,7R,8R,12aR,14R,15R,15aR,16R) —15—ji —16—FFH —7—[1— C—%
BOF) —6 Wt —1,6— A —9H—ME —9—FL] —2,10— — it —14— (6,7,8,
9—PYsA —20—2,3,5,6 —PURZ A [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FfIfff —2
A%, 100> — kg [3,2—1111,3,6,9,11,2,10] 1582 B FAT-PObe —2, 10 — W (B £h)
[2481]  (HEXSHLSFAG1A2)

[2482] i ] iR T r LIPS 26 &4 AR FAS42) (101mg: & F 2450 , PA S 500
I T LRI 5 i A T IRON i #% DA 1 DR S5 R 1 3E A RS ), 13- 8) = 2 U b
UL EYD.

[2483] RS ZH-1 C18HERAEEMT [10mM TR = & FR KA IR/ MG T DA M 28 B HPLC
[10mM IR — LR BOKIF I/ L, S :5% —20% (093 —3047) .

[2484]  KAF 2 = Wb DA SCHEHIL T LLAT R R e ER ] RIAER 5 ikt A T2k e
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P, 3RS & (11 . 2mg) »

[2485]  MS(ESI)m/z:777 (M+H) *.

[2486]  'H—NMR (CD,0D) §:8.61 (1H,m) ,8.16 (1H,m) ,8.02 (1H,m) ,7.36 (1H,s) ,6.49 (1H,
dd,J=16.0,2.1Hz) ,6.28 (1H,d,J=8.5Hz) ,5.56—5.33 (3H,m) ,4.58—4.49 (2H,m) ,
4.45—4.37(2H,m) ,4.31—4.27(1H,m) ,4.25—4.16 (1H,m) ,4.10—3.98 (3H,m) ,3.80 (2H,
t,J=5.1Hz) ,3.48(2H,dd,]=6.7,3.6Hz) ,2.90—2.72 (2H,m) ,2.00—1.90 (2H,m) .
[2487]  *'P—NMR(CD,0D) 8:59.5(s) ,57.7(s) .

[2488]  SLJjtf545 : CDN35 [ %,

[2489]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7—[1— Q—ZIELHE) —6— % dE—1,
6— " —9H—MES —9— L] — 15— — 16 — 5L —2, 10— A GRHL) —14— (6,7,8,9—11
A —2H—2,3,5,6—PUEZATf [cd] BE—2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A" — kI3 [3,2—1]1[1,3,6,9,11,2,10] Fi 5828 —JBEER UM —2, 10— i

N H
(0] N’:’_\N

HS-P o _
: (o]
i G

[2490] a o5
O N 1"
N—/ ©
»
35

35a (FEMEBHE )
35b (#ximRtaik2 )

[2491] [ plcfz]
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IFS
~N H
) - 2 T8S U ™ Ir‘%?-"
J ¥ - - i 1
- i 1 .o ol
NN"g '~ 0 F IF6 0, 9 “NyN~ TR7-2
=, 0-P-5H — \J
o= N o NN A~ 0 F
N e/ LA -
= 0-P-§ r
= N ] . .
D'\.‘*-"". OS"N ¥4 ¢ M r”“‘f'
J D=0 =
i ] HyN
L
—~MN
Na® o N
“s-b——0 = )
0 OH 'n..,,o\_,_n“__;)u._,/
st
NT NS~ 0 F
\ [ 1 1 -
= 0-P-§
o={ N y  Na
_\N—':" o
—

H,M

[2493]1 (T J¥1)

[2494] 5 —0— [ (4—HIEARERY) ORF) AR —1—[2— (1,3— e —1,3——
A—2H— i —2—30) ZRIIH

[2495]  7ETj74E (Aamdis Chemical) 95 —0— [ A (4— P LR IL) CGREL) LT
(13.0g) [N, N— " H 2 iz (60mL) By i FH AN — (2 — 7R £ 3E) AR — H eIl %
(7.02g) FI1,8— " HZBIA[5.4.0] —7—+—Jf (4. 1mL) , AE =3 FHCHE—384% 18 IIN—
(2— R ED) AR2K BT I (1.75g) AL, 8 — — A ZeWIA[5.4.0] — 77—+ (1. 1nL) ,
PR LR AE SR R N KAE SR 452 1, FH = U B2 B R UE KRR N T8
e TR, R SRR M i o K 5% B W R IRAE 2T [ R TR/ B 1 A T RS 1, 15 20
UL &) (12.4g) »

[2496]  'H—NMR (CDC1,) §:7.83 (1H,s) ,7.76—7.67 (4H,m) ,7.64 (1H,s) ,7.35—7.33 (2H,
m ,7.25—7.11(7H,m) ,6.74—6.70 (4H,m) ,5.93 (1H,d,J=5.1Hz) ,5.68 (1H,d, J=3.9Hz) ,
4.71(1H,q,J=4.8Hz) ,4.43(1H,m) ,4.37—4.18(3H,m) ,4.10—4.06 (2H,m) ,3.730(3H, s) ,
3.728(3H,s) ,3.51 (1H,m) ,3.36 (1H,dd,J=10.6,3.9Hz) ,3.32(1H,dd,J=11.0,5.5Hz) .
[24971 (T 72

[2498] 5 —0— [ (4—MEAFKEL) ORF) FAR] -3 —0— DRUCT 2 (A HRERE
Hl—1—[2— A,3— "M EE—1,3— — A —20— M —2— 30 ZHET

[2499]1 i [f] FoR T IR RIS (12. 4g) DL 92 fils T 5 3IarEn etk T s R,
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PR A (4.18g) MBS E A RS —0— DI (4 — SRR OR3D)
AT -2 —0— [T 23 () et ] —1—[2— (1,3 — e —1,3— —4H —
2H— 5 —2—38) AL (6.31g) «

[2500]  'H—NMR (CDCL,) 8:8.00(1H,s) ,7.82—7.77 (2H,m) ,7.74 (1H,s) ,7.72—7.67 (2H,
m) ,7.41—7.39(2H,m) ,7.32—7.19 (7TH,m) ,6.83—6.78 (4H,m) ,5.90 (1H,d,J=5.1Hz) ,
4.53—4.41(3H,m) ,4.32—4.25(1H,m) ,4.19—4.11 (3H,m) ,3.79(3H,s) ,3.78(3H,s) ,3.46
(1H,dd,J=10.6,3.1Hz) ,3.24(1H,dd,J=10.8,4.1Hz) ,2.98 (1H,d,J=6.7Hz) ,0.85 (9H,
s),0.04(3H,s) ,—0.03(3H,s) .

[2501] {3 & S Ag Ak (20 —0—TBS/A)

[2502]  'H—NMR(CDCL,)8:7.97(1H,s) ,7.82—7.78 (2H,m) ,7.73—7.69 (2H,m) ,7.66 (1H,
s),7.44—7.41(2H,m) ,7.33—7.18(7H,m) ,6.81 (4H,d,J=7.8Hz) ,5.91 (1H,d,J=5.9Hz) ,
4.82(1H,t,J=5.5Hz) ,4.43 (1H,m) ,4.34—4.23 (3H,m) ,4.18—4.08 (2H,m) ,3.79 (6H, s) ,
3.46 (1H,dd,J=10.6,2.7Hz) ,3.36 (1H,dd,J=10.6,3.5Hz) ,2.70 (1H,d,J=3.1Hz) ,0.83
(9H,s) ,—0.04(3H,s) ,—0.19(3H,s) .

[2503] (T J%3)

[2504] 5 —0— W (4—FAA ORI ORD) FHEE] —37 —0— B T 2 (D) HRERE
H] -2 —0—{QC—H{ELHAD [ (H—2—50) 2 —1—[2— (1,3— il —
1,3— — 4 —2H— 3|t —2—38) 2 FLIALEF

[2505] i Ff] ok T 2SRl &9 (8.89g) DA S Sl T Fr6lnl ey thdb i TR v
PR EIEN A TR S ARSI kbt =1 D) JE U nE b & (9. 45¢) -
[2506]  'H—NMR (CDC1,) §:8.01(0.5H,s) ,8.00(0.5H,s) ,7.82—7.77 (2H,m) ,7.74(0.5H,
s),7.72—7.67(2.5H,m) ,7.42(2H,d,J=7.8Hz) ,7.33—7.18 (7H,m) ,6.81 (4H,d,J=
8.6Hz) ,6.10(0.5H,d,J=5.5Hz) ,6.04(0.5H,d,J=5.1Hz) ,4.75(0.5H,m) ,4.60(0.5H,m) ,
4.49—4.41 (1H,m) ,4.38—4.23 (2H,m) ,4.22—4.05(3H,m) ,3.79 (6H,s) ,3.78—3.65 (1H,
m ,3.62—3.39 (4H,m) ,3.33—3.23 (1H,m) ,2.49 (1H,t,J=6.3Hz) ,2.34 (1H,t,]=6.7Hz) ,
1.12—1.08(9H,m) ,0.91 (3H,d,J=7.0Hz) ,0.82(9H,s) ,0.06(1.5H,s) ,0.03(1.5H,s) , —
0.03(3H,s) .

[2507] (T J54)

[2508]  {i F{jsCitff44 T 78T 2L & (1.30g) DA S Sl T TIRIE R 5 k24T
R, 15506 — IR — 2 — (2— AR —2— S —3—0— [BAE (B —V — Bk ] —
B—D—IENiihitt} —6,7,8,9—PUA —2H—2,3,5,6 — PUBZeATT [ed] B[ RS - i
S 20 OISR R T 3R 2t 54 (1.50g) , A5 Sl 1 Ty 8RIFE 7y ikt
TN, AT 2R W B T T8 BRI SO

(25091 (T J%5)

[2510] 3— {[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —14— (6— K F@LE —6,7,8,9—PY
A—20—2,3,5,6—PUR A [ed] B —2—F) — 16— {[FL ] 5 (AL Hk e i1 %
Ay —1—{1—[2— (1, 3— WA —1,3— A —20— Mgl —2—35) L] —6 —H
F—1,6— " —9H—MEM —9—JL} — 15— — 2 — e B — 2 — SR Ak — 10— I AL/ \ S —
2H,10H, 12H—5,8— HI#%F — 20", 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 482 —JBER 1
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VOB —10— L] 5385 G

(25111 (] ol T 4R 21 1, DA S S B L T 9RO, 74921 gk
- AR A AR A e RS 51 (828mg) -

[2512]  MS(EST)m/z:1177 (M+H) ".

[2513] (1 J¥6)

[2514] W (N,N— /32 %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7—[1— (2— & &
CF) —6—aFE—1,6— % — UM —9—FL] — 16— {[HU] & (T HED) Fakkist]
AL 15— —2,10— B —14— (6,7,8,9— U —20—2,3,5,6 — PUA( 2K )T
[cd]BE—2—3%) )\ —2H, 10H, 12H—5,8— FFI#fF —21°, 10A° — k9 [3,2—17(1,3,6,9,
11,2, 10] FLAEA —BEIA VOB —2, 10 — W (Bifiz £h)

[2515]  fF Bk TJr5Pr i 2l e 54 (828mg) (1 LBE (5. 0mL) — PUZARKIR (5. 0mL) R G
WA E—7KE9 (0. 342mL) , 7E50°C N 45 H:6 /NI o 15 S N IR0 4 iy L K55 B3 4 1]
C18IERAFEHT [10mM IR = A KA/ CIE 1 A TRS ), 13 2R AU S EXT L A
A1(90. 9mg : A A0 ANAER I G142 (91 . Img : A A

[2516] RN A AL (AR

[2517]  MS(ESI)m/z:890 (M+H) .

[2518] XM A A2 (Ritlett)

[2519]  MS(ESI)m/z:890 (M+H) .

[2520] (T FF7—1)

[2521]1 % (5R,7R,8R,12aR, 14R, 15R, 15aR,16R) —7—[1— (2— 4 L3 —6— A
H—1,6— A —9H—EK 93] 15— JH— 16— —2,10— —HEIt—14— (6,7,
8,9—PUA —20H—2,3,5,6—UEZF I [ed] BE —2—3E) )\ A —2H, 10H, 12H—5, 8 — FI#f —
20,100 — Wk [3,2—1101,3,6,9,11,2,10] F 482 BEEA-FPUS —2, 10— B (i Eh)
[2522]  (HEXSHL AL AR

[2523]1 (i [} IR T 6 ri3 2l 1 &4 ARSI A1) (90.9mg: 2250 |, LA S 500
B T LRI T i T IRON i #% FRUL I DRI A R A TR i, 13- 8] = e B U
PRt &

[2524] [R5 S 2E] CLSEEICAEJEMT [10mM iR = & R 4/K IR/ LT DA K i) £ BUHPLC
[10mM R = LI KIE IR/ O — W (L2 1), O — R (1:1) :10% —50% (0
4y —4047) 7.

[2525] K210 = b DA S SCEFI1 T LLAT R R ek ] RIAER g ikt A T2k e
e, 3 2FRE LA (20. 2mg) o

[2526]  MS(EST)m/z:776 (M+H) .

[2527]  'H—NMR(CD,0D) 8:8.54 (1H,s) ,8.03 (1H,s) ,7.99 (1H,s) ,7.13 (1H,s) ,6.44 (1H,d,
J=18.1Hz) ,6.22(1H,d,J=7.9Hz) ,5.56—5.38 (2H,m) ,5.33—5.21 (1H,m) ,4.72(1H,d, ]
=4.2Hz) ,4.58—4.49 (1H,m) ,4.41—4.24 (4H,m) ,4.24—4.17(1H,m) ,4.05—3.98 (1H,m) ,
3.86—3.76 (1H,m) ,3.50—3.42 (2H,m) ,3.27—3.16 (2H,m) ,2.78—2.68 (1H,m) ,2.59—
2.49(1H,m) ,1.98—1.80 (2H,m) .

[2528]  *'P—NMR(CD,0D) 8:57.5(s) ,53.1(s) .
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[2529]1 (T F7—2)

[2530] 4 (5R,7R,8R,12aR,14R,15R,15aR,16R) —7—[1— Q2 — 5t H) —6 — %A
H1,6— A —9H—ME 9 —FL] —15—JR—16—FF—2,10— —MiEai—14— (6,7,
8,9—PUA —20—2,3,5,6—UEZoF I [ed] BE —2—3E) J\ A —2H, 10H, 12H—5, 8 — FI#f —
20, 100" — LRI [3,2—111[1,3,6,9,11,2,10] 1582 B FRAT-POB—2, 10— W (A £h)
[2531]  (HEXSHLSFAE1A2)

[2532]  fl ] R T 6 Aris 2Rtk 5 ERIU A 4R2) (91. Img: S-A 24450 , LA S 50
I T LRI T i A T IRON i, #% DA 1 DRl 5 2R 1 b A RS ), 158 = 2 U bR
UL EYD.

[2533] [R5 S&2F] CLSEENCAEEMT [10mM iR = & R4 /KIRI/ LT DA K i) £ ZUHPLC
[10mM R = LI KIE IR/ O — W (L2 1), O — PRI (1:1) :10% —45% (0
4y —4050) 7.

[2534] RS2 = b DA S SBT3 LLArR 1) et ot sh 1 R ik b Tk e
e, 13 2RE LA (26 3mg) o

[2535]  MS(ESI)m/z:776 (M+H) *.

[2536]  'H—NMR(CD,0D) 8:8.56 (1H,s) ,8.08 (1H,s) ,8.02(1H,s) ,7.37 (1H,s) ,6.48 (1H,d,
J=16.2Hz) ,6.23 (1H,d,J=7.9Hz) ,5.58—5.32 (3H,m) ,4.65—4.27 (6H,m) ,4.07—3.96
(3H,m) ,3.48—3.42(2H,m) ,3.38—3.23 (2H,m) ,2.85—2.75 (1H,m) ,2.69—2.59 (1H,m) ,
1.99—1.81(2H,m) .

[25371  *'P—NMR(CD,0D) §:59.0(s) ,57.6(s) .

[2538]  SLJjtif5146 : CDN36[1 75 %,

[25391 N— (2— {9— [ (5R,7R,8R,12aR,14R,15R,15aR,16R) — 15— — 16— 5t —2,
10— S —2,10— W GRIh) —14— (6,7,8,9— DU —20—2,3,5,6 — PUA(Zek I [ed]
Bi—2—%5) J\&(—2H, 10H, 12H—5,8— FIFF — 20, 10A° — Wk (3,2—11(1,3,6,9,11,2,
10] A2 A TP — 7 — 3] —6 — i ik —6,9— % — IH—TE — 1 — L} £3) —
2— IOl

[2540] o

N

N—7
HO S
‘>7N
o H

36

36a (FErmziE )
36b ( Exmzigk )

[2541] (45 it 2]
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N H N H
Na (o] N":r_ W—N Na (0] N’:'_\ N
s-p e 4 “s-P o f\_/x\)
O OH N_ O OH N_
Oy 1 '~y
o '& ¥ E R AN 5%
[2542] N_N o \ (? _F TIF1-2 N_N o I!ID _F
0-P-5 0-P-5
o] N A Na o N " Na
N—7 © N—7 ©
S HO—, S
H,N >N
o H

[2543] (T f¢1—1)

[2544] 4} (5R,7R,8S,12aR, 14R, 15R, 15aS,16R) —16— i — 15— FFFH—7—{1—[2—
Q—RHEOMN) F] —6— Ak —1,6— A —9H—ME —9—JL} —2, 10—
F—14—(6,7,8,9—PUA —20—2,3,5,6 — PUE LI [cd] B —2 — 55) /A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 8 (i Eh)

[2545] (XA A1)

[2546] i FHSC0tf45 177 — LATS 210 59 (15. 0mg) , LA S 587517 T 5 1 — LIFAE
T ET ROV ¥ FRUL T DR il S5 R 13- RS ) 198 = O e B sUb e 54
(25471 [RSHIEH-1 CL8HERAE EMT [10mM iR = & FR KA IR/ MG 1 DA M 28 U HPLC
[10mM R = LIRS/ O — W (12 1), O — BRI (1:1) :10% —45% (0
4y —4047) 7.

[2548] K321 = Wb DA S SCHEFI1 T LLATaR ) R e R ] RIAER 5 ikt T2k e
P, A3 EIPREUE S (10 3mg) »

[25491  MS(ESI)m/z:834 (M+H) *.

[2550]  'H—NMR (CD,0D) &:8.46 (1H,brm) ,8.04 (1H,s) ,7.82 (1H,brm) ,7.15 (1H,brm) ,6.43
(1H,d,J=16.9Hz) ,6.17 (1H,dd,J=9.1,4.5Hz) ,5.70—5.24 (3H,m) ,4.81—4.75(1H,m) ,
4.52—4.44 (1H,m) ,4.43—4.26 (4H,m) ,4.24—3.94 (2H,m) ,3.89—3.84 (2H,m) ,3.72—
3.37(5H,m) ,2.75—2.65(1H,m) ,2.48—2.32 (1H,m) ,1.98—1.76 (2H,m) .

[25511  *'P—NMR(CD,0D) §:57.0(s) ,53.0(s) .

[2552] (T f¢1—2)

[2553] 44 (5R,7R,8S,12aR,14R,15R,15aS,16R) —16— i —15—FH —7—{1—[2—
Q—RIEOMN) H] —6—1aik—1,6— " —9H—ME —9—JL} —2 10—
H—14—(6,7,8,9—P0% —2H—2,3,5,6—PUS( 24K I [cd] B —2—FE) J\ A —2H, 10H,
12H—5,8— FIffF—2A°, 10A° — kg 9E[3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10— 0 (i £h)

[2554] (XA {42)

(25551  {i FHl S itfhi45 T /77 — 2R3 2k 59 (15. 0mg) , LA S 5L 517 T 5 1 — LIAIAET
JrEATRON e #%A MR DRSS b RS ), 13- 8 = Qe A bsib 549 .

[2556]  [HGHIZH-1 C18HERAEEMT [10mM iR = & FR KA IR/ MG 1 DA M il £ B HPLC
[10mM R = LI KIE IR/ O — W (12 1), O — PRI (1:1) :10% —45% (0
4y —4047) 7.
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[2557]  ReAS 21 = b DL S 5Bl T3 LLArR 1) et ot h 1 R T ik b Tk e
e, S EIRREE 5 (10 6mg) -

[2558]  MS(ESI)m/z:834 (M+H) *.

[25591  'H—NMR (CD,0D) 8:8.54 (1H,brs) ,8.03 (1H,s) ,7.97 (1H,brs) ,7.35 (1H,brs) ,6.48
(1H,d,J=15.7Hz) ,6.23(1H,d,J=8.5Hz) ,5.65—5.39 (3H,m) ,4.57—4.47 (2H,m) ,4.46—
4.36(2H,m) ,4.31—4.19(2H,m) ,4.07—3.96 (2H,m) ,3.95—3.78 (3H,m) ,3.67—3.43 (4H,
m ,2.85—2.75(1H,m) ,2.71—2.59 (1H,m) ,2.00—1.84 (2H,m) .

[2560]  *'P—NMR(CD,0D) 8:59.1(s) ,57.5(s) .

[2561]  SJitEf547 : CON3T Y %,

[2562]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— {6— 43t —2— [ @ — 433D 44
FL] —9H—RES —9 —FL) 15— G — 16— R —2,10— W Fidh) —14— (6,7,8,9—PUA —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\&—2H,10H, 12H—5, 8— HI#fF —21°, 100" — Itk
m3f[3,2—1101,3,6,9,11,2,10] A —BEEA DU —2,10— [

N H
F\N

o N
HS-P o} —
O OH k@,m P

[2563]

37
37a ( FMERRHE )
37b ( Mk )

[2564] [ plcikiz]
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N— N W —\o. o]
H N & \--N_} - A
o . TF1 N hNH IF2 A " T3
HO Yl HO y={ N-.’- -
W O N L L HO ’
v e
- NN
HO oH HO oH ‘—/ .__.v-
HO oMW
—5i —Si— —Si
— o H @ L I
o-4 N—{ N—{
Y o ] o a8
" N _. —
LIS IF4 IFS £y ™
N oy ey =Ny
N BN O~ 4] o.{ NN
e = Bz Bz 410 =
WO N N Py O N N
HO' ow T85-0  OH
- Bz
U si
4 — 1 — o
[2565] B et
w o/ O N, i
5 N
o F N Bz
. N BN
©°,,"OH \_/ H
IE6 TE7 HO - TF8
e OnaN, N
. 8
ms-0 © i W
LN Y N b
s O._N -
— e
n_g
o* "OH
— 3 —N H
NC Ny
~0  1ms N %N . g TBSO N - N
S=P Y | . 2000000 B i | . Y
. = : \ J Ma' © L
6 o W O N TH9-1 o o " ON S~ TF10-1 58 5 N T
— | i —/ : (L
s d X gk s 0 o O N
Wl o F THE9-2 NN o F T/F10-2 . D
Ye={ O-P-5H B = 0-P-5 i \ :
N o HN N & NT Ny g F
Bz N-{ N—{ et W O-P-57 .
H N W NC N o
H ‘g L {H™ H N—{
0 0 = -
8 s o —N|
Si- Si—

[2566] (T J%1)
[2567] 2 [ (2—8 B OHD) s L IR — Sk

[2568]  YESCHRE AN (W02012/159072) 192 — ({2— [ (BT 8L HREL) 5a 3] L) 2450 IR
(28.7g) IR (240mL) FEIRHH N S S —RBE AR (Z94M, 240mL) |, 7E %0 T B PE— %
R o o SN s e 4 2 50mL A A iy, AT R O[T ] — O AR b A T2 07, b AT Bl bn b

&1 (28.8g) o

[2569] 1H—NMR(CDBOD)S:S.32(lH,s) ,5.98(1H,d,J=6.0Hz) ,4.51 (1H,t,J=5.4Hz) ,
4.30(1H,dd,J=5.1,3.3Hz) ,4.14—4.11 (1H,m) ,3.86—3.72 (4H,m) ,3.23 (2H,t,J=

6.0Hz) .
[2570] (T J372)

[2571]  2—{[2— ({[2— C=HIEEHIRELEED) LAk et} 250 AL el i) It

[2572] ¢ R T LS 2 54 (28 . 8g) FIPU SN (330mL) — 7K (70mL) 76 A5 0
A= (3TmL) F11— ({[2— (G REREED) Q] e} 5138 e bt — 2, 5 — i
(18.4g) , 7EZE L N LS /NI o 34 I MR R e 4, TR R T L b o W B B i BT T K
rh kB B ) ) [ A Al SR AT F S b A TR e A - AR R B I\
SRR BT R R AR T U S BRI e ik 4 B R B A R T — R RS, 2T

PR e o AT H PR B AR T S ey, i B R B 5 (22 5g)

[2573]  'H—NMR (CD,0D) 6:7.92 (1H,s) ,5.83 (1H,d,J=6.0Hz) ,4.77 (1H,t,J=5.4Hz) ,
4.33(1H,dd,J=4.8,3.0Hz) ,4.14—4.10(3H,m) ,3.87 (1H,dd,J=12.4,2.7Hz) ,3.73 (1H,
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dd,J=12.1,3.0Hz) ,3.50—3.42(2H,m) ,3.32—3.29(2H,m) ,0.98—0.86 (2H,m) ,0.03 (91,
s) .

(25741 (T J%3)

[2575] N—RHIEA —2— {[2— ({[2— (=R RS ORI 2030 O]
B} PR

[2576] (i f{] bR T F2r g it & (24 . 7g) LS 92efil 11 T 5 3mkER i3k TR
RS EIRREE A (22.19)

[2577] 'H—NMR (CD,0D) 8:8.19 (1H,s) ,8.05 (2H,d,J=7.9Hz) ,7.63 (1H,t,J=7.6Hz) ,
7.54(2H,t,J=7.6Hz) ,5.95 (1H,d,J=5.4Hz) ,4.75 (11,t,J=5.4Hz) ,4.36 (1H,t,J=
4.5Hz) ,4.11—4.07(3H,m) ,3.86(1H,dd,J=12.4,3.3Hz) ,3.75(1H,dd,J=12.1,3.6Hz) ,
3.59—3.47(2H,m) ,3.36—3.33(2H,m) ,0.92(2H,t,J=8.2Hz) ,0.00 (9H,s) .

[2578] (T J74)

[2579]  N—RKHIFFE—5 —0— D (4— i) G k] —2— {[2— ({[2— (=
HREL DY) O R D) AR ) I

[2580]  {ifi FH| |3k T 33 8 notk & (22.1g) LLS 96111 TR RIRER 5 3k T
NS IR A (29.59)

[2581] 'H—NMR (DMSO—d6) 6:10.7(1H,s) ,8.09(1H,s) ,8.01—7.99(2H,m) ,7.64—7.60
(1H,m) ,7.52(2H,t,J=7.6Hz) ,7.36—7.34 (2H,m) ,7.26—7.17 (7TH,m) ,7.05—7.02 (1H,
m) ,6.95—6.92(1H,m) ,6.85—6.80(4H,m) ,5.88 (1H,d,J=4.8Hz) ,5.53 (1H,d,J=5.4Hz) ,
5.20(1H,d,J=5.4Hz) ,4.72—4.63 (1H,m) ,4.34—4.26 (1H,m) ,4.05—3.99 (3H,m) ,3.72—
3.71(6H,m) ,3.31—3.10(6H,m) ,0.89(2H, t,J=8.5Hz) ,0.00(9H,s) .

[2582] (T F%5)

[2583] N—RKHIFEL—5 —0— [ (4— e diogdh) Gedb) ] —3 —0— [T 2 (2
HED) FRREE ] —2— {[2— ({[2— (G HIBEEHRELTID) SRR k) ) SRR &) P
[2584] i IR T 4R 2109 &1 (29..5g) DL S2fhls T 5 3IAFE g -4 T SN
RFEFRE Y (6.852) .

[2585] 'H—NMR (DMSO—d6,90°C)6;10.3(1H,brs) ,8.02(1H,s) ,7.99(2H,d,J="7.3Hz) ,
7.60(1H,t,J=7.3Hz) ,7.51 (2H,t,J=7.6Hz) ,7.37(21,d,J=7.3Hz) ,7.28—7.20(7H,m) ,
6.85—6.82(4H,m) ,6.69—6.53(2H,m) ,5.86 (1H,d,J=5.4Hz) ,5.07—5.04 (1H,m) ,4.80—
4.74(1H,m) ,4.36—4.33(1H,m) ,4.08—3.99 (3H,m) ,3.74(6H,s) ,3.37—3.15(6H,m) ,0.89
(2H,t,J=7.9Hz) ,0.86 (9H,s) ,0.09 (3H,s) ,0.04 (3H,s) ,0.01 (9H,s) .

[2586] (T J¥6)

[2587] N—KHIFEL—5 —0— [ (4— A diogdh) Gedb) ] —3 —0— [T 2 (2
FED) R E] — 27 —0— { Q- AR [ (W —2—F) AR A) —2—{[2—
({[2— (AR RD) ORI} S 5D AR ) I

[2588] i [ -3k T/ FsRr 3809t & (6. 22g) DL ST T 6 al ke 5 3k 4T N
PRI E ARSI A AR TRE S QRN A L =1 1) JEPREUL &4 (6. 18g) «
[2589] 1H—NMR(CD3C1)8;8.82(1H,s) ,8.00—7.97(2H,m) ,7.88(0.5H,s) ,7.85(0.5H,s) ,
7.59(1H,t,J=7.0Hz) ,7.51 (2H,t,J=7.6Hz) ,7.43 (2H,d,J=7.3Hz) ,7.33—7.20 (7TH,m) ,
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6.81(4H,d,J=8.5Hz) ,6.08—6.01 (1H,m) ,5.19—4.88 (2H,m) ,4.51 —4.42 (1H,m) ,4.20—
4.08(3H,m) ,3.82—3.24(11H,m) ,3.78 (6H,s) ,2.52 (1H,5,J=6.3Hz) ,2.38—2.34 (1H,m) ,
1.14—1.09(9H,m) ,0.90—0.85(2H,m) ,0.87 (9H,s) ,0.12(1.5H,s) ,0.09(1.5H,s),0.03
(3H,s) ,—0.01(9H,s) .

[2590] (T J%7)

(25911 i ] Shtf44 1L 8Frf3 2l ik &9 (1. 03g) LAS ST 15 7 R 5 kb4 T
[, {5516 — KA — 2 — {2 — i —2— i —3—0— [ (a2 — A — L] —
B—D— Ikt —6,7,8,9—PUA —2H—2,3,5,6 — PUBZeHIT [ed] BE[H LIRS - i
32N CHEERAN R T e prf3 2] 1L &4 (999mg) |, LA ShE9I1 1y IR AE R 75 140k
TN, AT 2R W B T T8 T ORI SO

[2592] (T J¥8)

[2593] 2— (=HIEERIREREE) O3 [2— ({6— KWt —9—[ (5R, 7R, 8R, 12aR, 14R, 15R,
15aR, 16R) —14— (6— K3t —6,7,8,9— 0% —20H—2,3,5,6 — PUK K I [cd] BL —
2—35) —16— ([0 ] 2 (D) RS ] d 3 — 10— @ — A LA — 16— —2—
WAL — 2 — gt — 10— AR 3L/ \ & —2H, 10H, 12H—5, 8 — FFfF —20°, 100" — kI [3, 2 —
1101,3,6,9,11,2,10] fr 5824 AT PUBE —7— L] —9H—WERS — 2 — 3L} 5450 £ L] 245
PR S

[2594] (i F]_aR T 7R3 B TR S P LA 5 S B T p omRR T ikt T ROV, 73 25
UL AP A9 AL (370mg : 3547 24 J57) ANEXT A9 42 (201mg : 547 2450

[25951 XIS AapA L (IR )

[2596]  MS(ESI)m/z:1307 (M—H) .

[25971 RN A AR 2 (Ritlett)

[2598]  MS(EST)m/z:1307 (M—H) ~.

[2599]1 (T F9—1)

[2600] W (N,N— —Z 3L 2% (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6— 4t —2—
{[2— ({[2— (= EPRERHED O] IRIE &30 ORISR —9H - —9—5L) —
16— { DR T 3 (L) RS RE] SR — 16— —2, 10— st — 14— (6,7,8,9— 11
A —20—2,3,5,6— DU ATT [ed] B —2—3L) /U —2H, 101, 12H—5,8 — I —21°, 10
A — I [3,2—1701,3,6,9,11,2,10]1 F4AZ BEEAHIUH—2, 10— X (s h)

[2601] i ] Bk T Fe8ArfR 20t & AR K1) (370mg: & 4950 LA S 501
TP 10[FRE T A T IO , A3 2IAmEUE 54 (134mg : B 250 -

[2602]  MS(ESI)m/z:1048 (M+H) *.

[2603] (T J¥9—2)

[2604] W (N,N— 232 %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6— 4t —2—
{[2— ({[2— (= EPREHED) O] IRIE &30 ORISR —9H - —9—5L) —
16— { DT 3 (L) IR RE] SR — 16— —2, 10— s it — 14— (6,7,8,9— 11
A —20—2,3,5,6— DU ATF [ed] B —2—3L) /U —2H, 101, 12H—5,8 — I —21°, 10
A — I [3,2—1701,3,6,9,11,2,10] F4AZ —BEEAHIUH—2, 10— X (s h)

[2605]  {i fi] ik T F-8FTA 210 A4 AL A R2) (201mg: 545 2450 , LA 55 951
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LT P 10[FFE T A T IRON A3 2IAEUE 51 (49 . Img : A 4450) «

[2606]  MS(EST)m/z:1048 (M+H) ".

[2607] (T FF10—1)

[2608] 4%/ (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— {6 — 2 —2— [ 2 —2d L HD)
GaE] —9H—EMS —9— 3L} — 15— G — 16—} —2,10— it —14—(6,7,8,9—11
A —20—2,3,5,6— DU ATF [ed] B —2—3L) /U —2H, 10H, 12H—5,8 — I —21°, 10
A — kI [3,2—1701,3,6,9,11,2,10] F A2 BEFR DU —2, 10— W (ffEED)

[2609]  (HEXSHL A 1AL

[2610] i FIA T F9— 1Rk &9 (134mg) LA St 5140 T 5 [RFE 5 AT
[N Jr , FHCI8HERA: EHT [10mMA TR — £ 3R B/ NG 1 A TR 13 B = e g X
IFREE & o

[2611] KT 20 = O b DA SCHEFIL T LLAT R R e ] R g ikt T2k e
e, 3 2SN A (22mg)

[2612]  MS(EST)m/z:790 (M+H) .

[2613]  'H—NMR (CD,0D) §:8.04 (1H,brs) ,8.01 (1H,s) ,7.06 (1H,s) ,6.43 (1H,d,J=
16.9Hz) ,6.00(1H,d,J=7.3Hz) ,5.78—5.55(1H,m) ,5.39 (1H,dd,J=51.7,3.9Hz) ,5.31—
5.18(1H,m) ,4.80 (1H,d,J=3.6Hz) ,4.50—4.44 (1H,m) ,4.40—4.32 (4H,m) ,4.14—4.10
(1H,m) ,3.52—3.40 (2H,m) ,3.35—3.23 (2H,m) ,3.06—2.90 (2H,m) ,2.63—2.53 (1H,m) ,
2.40—2.20 (1H,m) ,1.99—1.76 (2H,m) .

[2614]  *'P—NMR(CD,0D) 8:57.2(s) ,52.6(s) .

[2615] (T FF10—2)

[2616] 4%/ (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— {6 — 2 —2— [ 2 —2d L H)
GaE] —9H—ES —9— 3L} — 15— G — 16— 33 —2,10— it —14—(6,7,8,9—11
A —20—2,3,5,6— DU ATF [ed] B —2—3L) /U —2H, 101, 12H—5,8 — I —21°, 10
A — kI [3,2—1701,3,6,9,11,2,10] F A2 BEFRA DU —2, 10— W (FfEED)

[2617]  (HEXSHL A 1A2)

[2618] ] iR T 79— 2R3 2k 59 (49. 1mg : S 450 DA 9065140 1 f75[FlA+
W77 AT S, FACISHEIAE ZHT [ 10mM R = £ BR s/ KIs i/ LI 1 A TG L 58] =
LA RIFREUL S -

[2619]  KAF 2 = O b DA S SCHEFIL T LLAT R R e R ] R g ikt A T2k e
e, 3 2R A 2lmg)

[2620]  MS(EST)m/z:790 (M+H) ".

[26211  'H—NMR (CD,0D) §:8.02 (1H,brs) ,8.01 (1H,s) ,7.40 (1H,s) ,6.48 (1H,d,J=
16.3Hz) ,6.01 (1H,d,J=7.9Hz) ,5.80—5.63 (1H,m) ,5.45—5.28 (2H,m) ,4.54—4.48 (2H,
m ,4.41—4.36 (2H,m) ,4.28—4.20 (2H,m) ,4.08—4.03 (1H,m) ,3.54—3.41 (2H,m) ,3.40—
2.52(6H,m) ,2.03—1.84 (2H,m) .

[2622]  *'P—NMR(CD,0D) §:57.8(s) .

[2623]  SJ5tf5148 : CON38[Y 5 ¥,

[2624]  (5S,7R,8R,12aR, 14R,15R,15aS) — 15— —7—[1— Q—FIL I —6—HA
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CN 118846110 A .IH' HH :F;
H_

226/357 71
5,6— ORI [ed] B —2—FE) J\ % —2H, 10H, 12H—5,8— FIRf —21°, 100" — I - [3,

=

N H
o 7N

1] N N
HS-P (0] —
°_ SO

ﬁN—Q\ o OH

N—/
(o]
38

38a (dximzimt )
38b (FExmms2 )

[2626] [ piciie]

=

[2625] o

z

H

0O-Bz

¢

0-Bz

Y
o
\P Q o O-Bz
2
= S 0./ 7 = g
- e N - b
0/~ \} N LAl ’ Q o ‘;=2: L2 0/= ;:“f 5N
N o] —_— \;\(O N —ipe /s \ N =0
Ok 5 NS OX 0
o - = 5 o -
55 NN o ©o-TBS (\ I‘VJN\%”
= =, -5 = /
HO O-TBS (N}_ ‘o-TBS
|
v
N Bz
N’r‘ N
HO Y=
“o 0-82 L ON A~
ki 0-Bz = { L—r
) J 0" ‘o-TBS
2 : - /o@\f\ s oF-om )
T3 o/~ N s 4 7 ~t~o - TFF5
& -ILHOI L - {'\ %\‘.N\,’N
N \\,0?.»: N = o
- s /J\N'F"~o’\/c"
A
[2627]
/_/O—Bz
N Bz
N . "c\/‘»cl, N"r‘)~“
HO N §=F 2 o )j_)
\M(O\AN:?N o 0._ L(JN & TH7-1
/ TF6 i Nt
i B P LA7-2
I e I o I
NC P
~"0" 0 — j o:.g_KN o
s g&,u P {,_;;
HE 0-TBS -
0* "OH
-N H
o NN Na* o 7 -4
HS-P o - s-P o Yo )
o_ 5 o )
o k(JN # CFr8-1 e \\L?‘N\f\“
B’ 4 T §
Ni‘N"{O/\\O g SHO—TBS TFr8-2 Ni:’l'(}\\o g . OH
o N—’F’N o o= N O Na

[2628] (T J¥1)

[2629] 1—[2— CRFIERARSARD) £3E] —5 —0— [ (4— A IEIREL) CRED) 3] —

2 —0— [T CCHIED) kS ] — 37 —0— (IH—IRme — 1 — B AR FRIBEER) LT
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[2630]  ZF52jiefhl22 T FF 2 s 2l i & (27 —0—TBSHAK) (1.45g) [N, N— — FHEL I iz
(8. 7mL) AU H , AE =0 BN, N—  FHEE — 4 — S LI nE (213mg) A1 (IH—IRME —1—
5 FHIRER (1.558) , BiPE20/ N o R S N H SRR C R RARE , 4 vk FH ORI R S B/ KA R
MR E SRR TI % R B U TTC /KRR BN T8, R 2 TR0, R e TR P e 24 o K 7%
Y FIREIRAE EAT [C b/ R CRR] A TRS A 2 AU 54 (1.58g)

[2631]1  MS(ESI)m/z:943 (M+H) *.

[26321  'H—NMR (CDC1,) §:8.38 (1H,s) ,8.05 (1H,s) ,8.02—7.94 (3H,m) ,7.93 (1H,s) ,
7.66—7.65(1H,m) ,7.60—7.52(1H,m) ,7.46—7.18 (10H,m) ,7.08(1H,s) ,6.83—6.80 (4H,
m) ,6.07 (1H,dd,J=5.4,3.0Hz) ,6.02 (1H,d,J=6.0Hz) ,5.20 (1H,dd,J=6.7,5.4Hz) ,
4.72—4.63(2H,m) ,4.55—4.38 (3H,m) ,3.78(3H,s) ,3.77(3H,s) ,3.57—3.56 (2H,m) ,0.65
(9H,s) ,—0.11(3H,s) ,—0.26 (3H,s) .

[2633] (T2

[2634] 1 —[2— (EHIBERLSEIE) 3] —5 —0— [ (4— IS LRI CREL) HIE] —
2 —0— [T B CCHED) HiRkbe ] — 3 — i S L H

[2635] {1 [k TR 1Ar3 8k &9 (1.69g) (12K (10mL) {5 HH , E == M DN =T
F (1. 42m) 12,27 —BEON G T ) (29.4mg) , £E80°C N4/ INIF o 5 5 W I ik Hs 14
%, B ER B A ENT [ 48/ CTR CRR] B TR AT BRI 59 (1. 12¢) »

[2636]  MS(ESI)m/z:817 (M+H) *.

[2637]  'H—NMR (CDC1,) §:7.99—7.96 (4H,m) ,7.60—7.55 (1H,m) ,7.46—7.19 (11H,m) ,
6.83—6.81 (4H,m) ,5.94 (1H,d,J=1.2Hz) ,4.68—4.60 (4H,m) ,4.52—4.39 (2H,m) ,3.79
(6H,s) ,3.42—3.34(2H,m) ,2.15—2.08 (1H,m) ,1.94—1.89 (1H,m) ,0.86 (9H, s) ,0.06 (3H,
s),0.04(3H,s) .

[2638] (T J+3)

[2639]1 1 —[2— (EHIBEELSEIE) 3] —5 —0— [ (4 — ISR EL) CREL) HIE] —
3 — AL

[2640]  f/F Bk TJ7 2 20 & (1. 75¢) I PU M (11mL) i3, /E0°C IR AL
DY SRR ) VY S PRI AR (291, 2. 6mL) |, £E == R PR3/ NI o R S S R0 s e 44, 45k BE
Y EEIRAE AT [/ LR O TR 3 RS IR 2 b A (1. 29g) -

[2641]1 NS (ESI)m/z:703 (M+H) *.

[2642]  'H—NMR (CDC1,) §:7.99—7.95 (4H,m) ,7.60—7.55 (1H,m) ,7.45—7.37 (4H,m) ,
7.29—7.17(7H,m) ,6.81—6.78 (4H,m) ,5.88 (1H,d,J=3.0Hz) ,4.76—4.63 (4H,m) ,4.52—
4.40 (2H,m) ,3.78 (6H,s) ,3.36 (1H,dd,J=10.3,3.0Hz) ,3.29 (1H,dd,J=10.3,4.8Hz) ,
2.30—2.23(1H,m) ,2.18—2.12 (1H,m) . XA EL 1 BEWLIIE] (1R 1Ee)

[2643]1 (T J74)

[2644] 1 —[2— (EHIBEELSEIE) 3] —5 —0— [ (4— IS LR EL) CREL) HIE] —
2 —0—{ Q-5 LHEID [ (H—2—3) ZUEI R —3 — A AN

[2645]  {fi [ |k T E3rig 2Imib &9 (1.28g) , DA 5925 T r ARy i3k &
N, 75 BB AR A AR TR S AR IRk b =1 D) JERbs 8L &5 %)
(1.47g) »
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[2646]  MS(ESI)m/z:820 (M—C.H N+OH+H) "

[2647]  'H—NMR (CDC1,) 8:7.99—7.94 (4H,m) ,7.59—7.56 (1H,m) ,7.46—7.42 (4H,m) ,
7.33—7.18(7H,m) ,6.81 (4H,d,J=8.5Hz) ,6.13(0.5H,brs) ,6.07(0.5H,brs) ,4.84—4.39
(6H,m) ,3.84—3.52(10H,m) ,3.42—3.34 (2H,m) ,2.59 (1H, t,J=6.3Hz) ,2.52 (1H,t,]=
6.3Hz) ,2.30—2.07 (2H,m) ,1.18—1.07 (12H,m) .

[2648] (T J%5)

(26491 $DL OB S5 ST ML Ly TARIAIM SN (50RE: 836mg) o IS 2L S
IR F R T A5 811 v &4 (735me) |, LA5 92511 T/ 8[RIFEIK 7 iE3E T
7, RS BRI B A T T4 ORI RN

[2650] (T J36)

[2651]1 2—{9—[(5S,7R,8R,12aR, 14R,15R, 15aR) — 14— (6— KL —6,7,8,9— 1
A —2H—2,3,5,6 —PUR eI led] B —2—3) — 15— (BT & (D) Rk AR |
F}—10— Q—H{UROHR) —2— et —2—FE — 10— 35l /S —2H, 100, 12H—5,
8— My — 20, 10X’ — kg 91 [3,2—1111,3,6,9,11,2,10] HLAAZ R TP —7 — FE] —
6 — oAk —6,9— S — IH—IE — 1 — 1} CHOR IR

[2652] i [} |38 T 75 Fr A3 B AFH ) LA 5 S L T 7 9l RE R T ik A T OS5 2
UL SR AERT A 4R L (67 . 6mg) AL A 142 (91 . 6mg) (HPLCPR B[R] : FEX T
SRIRL2)

[2653] XSS AL AL (AR )

[2654]1  MS(EST)m/z:1134 (M+H) *.

[2655] RIS AS A2 (Rl tt)

[2656]  MS(ESI)m/z:1134 (M+H) *.

[2657] (T JF7—1)

[2658]  (5S,7R,8R,12aR,14R,15R,15aR) — 15— { [ ] & (L) Hekk L 0 —7—
[1— Q—RRELE) —6 M —1,6— A —9H—IEE —9—F]—2,10— W Fi) —
14— (6,7,8,9—PYA —2H—2,3,5,6 — PURZ AT [ed] B —2— L) /\ & —2H, 10H, 12H—5,
8— I —20°, 100" — W3- [3,2—1]1[1,3,6,9,11,2,10] FL 482 —EA P04 —2,10— —
Fifl

(26591 i ] 3R T Fr 6 Frf3 210 &9 AENIL AR D) (67.6mg) , LA SKHEfI1 1T /710
[FRER 5 04T SN, F R 25 BUHPLC [10mM PR = C3EETRKIE/ O O :0% —50% (0
4y —3047) T RS, AR 2 RdU L 54 (34 9mg)

[2660]  MS(ESI)m/z:873 (M+H) *.

[2661] (T J57—2)

[2662]1  (5S,7R,8R,12aR,14R,15R, 15aR) — 15— { [ ] & (L) ek L 0 —7—
[1— Q—RRELE) —6 M —1,6— "H—9H—IE —9—F] —2,10— W Fi) —
14— (6,7,8,9—PY%A —2H—2,3,5,6 — PR Z AT [ed] B —2— L) J\ & —2H, 10H, 12H—5,
8— My — 20, 10K — kg9 (3,2—1111,3,6,9,11,2,10] AL A TP —2, 10— —
Fifl

[2663] i ] 3R T Fr 6 Frf3 210 &9 AERIL A9 1A2) (91.6mg) , LA SEHEfI1 1T /710
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FIRER T 04T SO, i) 26 BUHPLC [10mM TR = £ 3L s Kimm/ G, M : 0% —50% (0
45 —304%) 1A TRS ), A RIARU L S (44 2mg) JMS (ST m/z: 873 (M+H) *.

[2664] (T J¥8—1)

[2665] 44 (5S,7R,8R,12aR, 14R, 15R, 15aS) —15—F —7—[1— Q—FILLIL) —6—
Mra it —1,6— A —9H—Ei —9 3] —2 10— 53t —14— (6,7,8,9— P& —2H—
2,3,5,6—PUR K [ed] B —2— 35 J\ % —2H,10H, 12H—5,8— FIHF — 21, 100" — Wi I f
[3,2—1][1,3,6,9,11,2,10] A 5828 A TPUME—2, 10— (R Eh)

[2666]  (EXSHLSFAGIARL)

[2667] ] Bk TFe7— 1R 210 A (34. 9mg) VA S Sl L7 1L RAER T 100 T
[N, FSep—Pak GEAFFIFR) C18[0. 1% — LIEHIKIAM/ L1 A TR, 58] = Ok
eI 5

[2668]  KeAS 21 = L ch DA S 5Bl T3 LLArR 1) Ceds ot eh 1 R ik b Tk e
e, 3 2RSS (21 . 9mg) «

[26691  MS (ESI)m/z:759 (M+H) *.

[26701  'H—NMR (CD,0D) §:8.34 (1H,brs) ,8.23 (1H,s) ,8.02 (1H,s) ,7.24 (1H,brs) ,6.28
(1H,d,J=3.6Hz) ,6.15(1H,d,J=3.0Hz) ,5.37—5.32 (1H,m) ,4.99—4.93 (1H,m) ,4.74—
4.58(3H,m) ,4.36—4.29 (2H,m) ,4.24—4.13 (3H,m) ,4.00—3.91 (1H,m) ,3.82(2H, t,J=
4.8Hz) ,3.51—3.49(2H,m) ,3.00—2.90 (3H,m) ,2.57—2.51 (1H,m) ,2.02—1.97 (2H,m) .
[2671]  *'P—NMR(CD,0D) 8:59.7(s) ,56.2(s) .

[2672] (T J¥8—2)

[2673]  —4}4(5S,7R,8R,12aR, 14R, 15R, 15aS) —15—#F —7—[1— Q—FKILLIL) —6—
MradE—1,6— "% —oH—MEms 9 3L —2 10— —#Hadt—14— (6,7,8,9—PU% —2H—
2,3,5,6— PRI [ed] B —2—35) J\ % —2H,10H, 12H—5, 8 — FIHF — 21, 100" — Wi f
[3,2—1][1,3,6,9,11,2,10] A 528 —BEFATPUME—2, 10— (R Eh)

[2674]  (HEXHL A 1A2)

[2675] i Bk T Fe7 — 2R3 21005 (44 2mg) VA S Sl L7 1 L RAER 75 100 T
[N S, i FSep—Pak GEMRTHR) C18[0. 1% — B oKIE R/ S A TRS 1, 158 = i
I PREE ) -

[2676]  RAS 2N = b DL S 5B T3 LLArR 1) Dt ot sh 1 R T ik b Tk e
e, 13 2RSS (26 5mg) o

[2677]1 NS (ESI)m/z:759 (M+H) *.

[2678]  'H—NMR (CD,0D) §:8.48—8.46 (1H,brm) ,8.24 (1H,s) ,8.03 (1H,s) ,7.41—7.38
(1H,brm) ,6.32(1H,d,J=4.8Hz) ,6.15(1H,d,J=4.2Hz) ,5.46—5.41 (1H,m) ,5.21—5.17
(1H,m) ,4.68—4.65 (1H,m) ,4.59—4.54 (2H,m) ,4.50—4.44 (1H,m) ,4.35—4.32 (1H,m) ,
4.21—4.18 (2H,m) ,4.02—3.92 (2H,m) ,3.84—3.81 (2H,m) ,3.52—3.50 (2H,m) ,2.96 —
2.83(3H,m) ,2.54—2.48 (1H,m) ,2.03—1.98 (2H,m) .

[2679]  *'P—NMR(CD,0D) 8:60.3(s) ,59.1(s) .

[2680]  SIJjtEf5149 : CDN39MI 5 ¥,

[26811  (5R,7R,8S,12aR,14R,15R,15aS,16R) —16— i — 15— fH—7—[1— Q—FH
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) —6—WERE—1,6— S —9H—E —9—J] 2, 10— M i) —14— 6,7,8,9—0
A°— KA [3,2—11[1,3,6,9,11,2,10] i 5828 B FATPUH—2, 10—

N H
0 /NN
1} N
HS-P o —
o F \\G,N P

[2682] O—P-SH
0 N "
N—7 ©
HO
39
30a ( MEEHE )
30b (EnBmBHH2 )

[2683] [ picfiz]

TIF2 IF3
o [ k. I
i
-
o
IS5 IFF6
o..
[2684] N e
NN 0-Bz
HO = ) {
0 o "o $
~ 0-Bz A" | =
i \ o ‘o-Tes i N _{,\’_“
il J P T 0 -
D-/h"-'\ \'-‘j N{'_.N' s} Iﬁ # . IF?_,B ~ \'F‘N\“N IEEQ
} - M Bz
s ~o ) 3‘ oo N"FN‘%-—N'
.'-’_\\ PN N NC_~gh et
] \ 8% o N e’
= r . L
F OH ..\ II.
L ”_g 0-TBS
0" oM
N Bz —N N
NC~o N 4N 0 W -}_.ﬂj N @ W j
S=P =] =i §-P——0 Y, TFE11-1 5-P. o
o F 'g.(c‘}. e /j o_ F \-.,Ovuj - F o F u..,,, yu )
I X gt v
NF N—‘-o/--, u 0-TBS IFF‘ID N¥ N—‘\o/‘-- o 0 TBS IJ?'_-I‘I 2 N N—’to/‘-ﬁ o oH
Y={ 0-P-SH = o0-P-5 )= 0-p-5
0= N o 0= _{ fN o - P o_.\ N o Na’
N w,
{\ { H\/ I, \
82-0 HO HO

[2685]1 (T J¥1)

[2686] 1—[2— CEFIEFLAEED 23] —2",5 — W —0— [ (4— P dEaedt) G I
FIH

[2687] {74 (Amadis Chemical) [5 —0— [ (4— HIAR IR RL) (GE3E) AL LY
(20.0g) [MEIE (50mL) —N ,N— —FHELZ % (70 1mL) ISR TR, 4 — A=
RIS (12.5g) 2 — LR RS (6.60mL) LA M1, 8— A ZeWIR[5.4.0] —7—F—
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M (13 1mL) , 72500 N HEPE20/ NI o 78 SN A N AR RIS BN/ KVARORT K A6 s 7 452 1
J&, IR CRE 2B ¥ A UE AN & /Kb Tk, IO KImER s A T T4 o B8 25 T
), R HERR M 4 - K 7% B W) T RE IR A E AT [ bt/ TR O TR/0 . 1% = L 1 3E A TR il , 75
BIbMEUL AW (24 g ST -

[2688]  MS(ESI)m/z:1121 (M+H) *.

[2689]1 (T2

[2690] 1 —[2— CEHIBERAEED) 5] -2 ,5 — W —0— [ (4— I EEREL) (R EL) H
F] -3 —0— om0 ALH

[26911  7F F R TR IS0 & (24. 1) 19 S B8 (120mL) ¥4 7% I I g
(19.0mL) 7, E0°C N 127 N =58 FHRRERIT (5. 96mL) , ZEARIAI IR T FEFEL/INS o 7 SN
TR N O AT IR S KIS VRO il SO 452 1B e, T = SR b T 26 B, R HL= oK
DR T T B 25T 150 R RO e 405 o K4 2R B W TSR AT [t/ LR O/
0.1% =R ARG A28 59 (19. Tg: AR -

[2692]1  MS(ESI)m/z:1153 (M+H) *.

(26931 (T J%3)

[2694]  9—{2,5— W —0— D (4— HSEEREL) ORED) HEL] —B—D—WRmf AR —1—
Q—RRLH) —1,9— "% — 61K —6 —[i

[2695]  fr Pk T 23 8l e &9 (19. 7g) PN, N— HIBEE T (85 . 4mL) IR HH N
IR (8.20g) , 7250 M FEL6/ NI o 71 S R H I R (85 . 4mL) FIRKER B (4.72¢) , 1
S N AEPE2/IN o AE SN IR SR 1551 E e, T R CRR AR HX A ATLE A&
ERKPE, IO/ KRR N T T8 o 8 25T, K BT R e 40 o e B B8 W TR e A = AT
[Ch/ LR TR/ HEE/0. 1% = LI 13 RS L 1S 2IFRBUE & (12. 2g: S 2450 -

[2696] NS (ESI)m/z:917 (M+H) *.

[26971 (T J54)

[2698] 1—[2— CKHIFEESEED) 4H] —9—{2,5— W —0— W (4—HIHEIRED) CGRRD)
FHEL] —B—D—RRm AR —1,9— % —6H— WA — 6 —fild

[26991 7 Fik T w3 2tk &4 (12. 2g) 1) SUH 5% (48 . 8mL) ¥ 7 P I\ L e
(1.61mL) FIKHERET (3.16g) , fE == M 64/ NI o 75 SN IR FH N TR R S M /KA T
FZK A SN A58 1 Jm T SRR CFE 2 B KA U= A & Sh/ K T ik a , TG/ KB et
AT T8 P8 T B0 K R TR T Mk 4 o K 2% B W AR IR A E AT [/ SR R/ HRE /
0.1% =R TRS B, A3 RIhnEU L 59 (7. 368 : 240 -

[2700]  MS(ESI)m/z:1021 (M+H) *.

[2701] (T F%5)

[2702] 1 —[2— CEHIEERSAEED) 5] -2 ,5 — W —0— [ (4—HIEEEREL) (R EL) H
] -3 AR -3 — L

[2703] ¥ PR T r4Rris 2tk 54 (7.36g) S T (37. OmL) I 7P IIA2 6 — —H
WHEIE (3. 34ml) Ji7 , 7F — 78°C R AN =8 AUN, N— — LB S0 % (1.420) , frA S50 N8}
Wi 2 ==, PR JE A o A1 S R FR 2R 13 DN T AT R S B /I o S A5 1 J IO
MR CTERE A NUE AN & S KA T8k m . HJCKIR IR A T T o B8 2 T
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U, BRI e 4 - R % B W IR AT [ e/ SR TR0 . 1 % = LI 1 A TR il 13- 2
Frifb &4 (6.89g: -G 24J5) o

[2704]  MS(ESI)m/z:1023 (V+H) *.

[2705] (T J36)

[2706] 1—[2— CGEHIERILEID O8] —5 —0— D (4— IR D) G 3] —
3 —hiAIE—3 —FILH

[2707] /4 iR TE5r A 259 (6.89g) 9 — S &t (25. 0mL) I i H In A 7K
(0.303mL) A (L2 (1.39mL) , AE == R HEFE63/INS o 78 SO IR IINPEERE (2. 0mL) #E4T
TR ARG o F 5% B W) IR RAE AT [ bt/ SRR TR/ W ] DL DTOLEE A EAT [/ TR
R TR S AE S R O SO RE (25. 0mL) IR AE0°C N4, 4 — — A=
IR (1.83g) , ££4°C MHE2L/INNF o 75 SN IR N FHEE (1. 0mL) , £54°C M iidE 1/ N
JE AT IR M 4 o K % BE W FRE A EAT [ 5t/ CFR G R/ WHEE/ 0. 1% = LI 1 A T RS 1
R S (1.33)

[2708]  MS(ESI)m/z:721 (M+H) *.

[27091  'H—NMR (CDC1,) §:7.99 (1H,s) ,7.95(1H,d,J=1.2Hz) ,7.93 (1H,s) ,7.93 (1H,d,]
=1.5Hz) ,7.58—7.51 (1H,m) ,7.43—7.37 (2H,m) ,7.35—7.30 (2H,m) ,7.26—7.13 (7H,m) ,
6.82—6.75(4H,m) ,5.98 (1H,d,J=7.3Hz) ,5.13 (1H,dd,J=54.7,4.1Hz) ,5.05—4.92 (1H,
m ,4.63(2H,t,J=5.1Hz) ,4.56—4.25(4H,m) ,3.76 (3H,s) ,3.76 (3H,s) ,3.45 (1H,dd,J=
10.9,3.6Hz) ,3.34(1H,dd,J=10.9,3.6Hz) .

[2710] (T JF7)

[2711]  1—[2— CKHEGELEIL) OR] —5 —0— DI (4 — HA SRS ORFL) L] —
2 —0—{Q2—FFHLHID [~ (N—2—30) &L A} —3 — A -3 —mlILE

[2712]  {di ] Bk TF6RE 210059 (1. 33g) DA S S25i5 T AR L 5 b TR 8
R EIE I A TR S ARSI kbt =1 D) JEUbnE b & (1.49g) -
[2713]  MS(ESI)m/z:921 (M+H) *.

[2714]  'H—NMR (CDC1,) §:7.99(0.5H,s) ,7.98—7.93 (3H,m) ,7.88(0.5H,s) ,7.58—7.52
(1H,m) ,7.45—7.37 (4H,m) ,7.33—7.18 (7TH,m) ,6.85—6.77 (4H,m) ,6.14 (0.5H,d,J=
7.3Hz) ,6.10(0.5H,d,J=7.9Hz) ,5.27—5.01 (2H,m) ,4.70—4.61 (2H,m) ,4.57—4.30 (3H,
m) ,3.78(3H,s),3.77 (3H,s) ,3.62—3.33 (6H,m) ,2.56 (1H,t,J=6.3Hz) ,2.32(1H,t,J=
6.3Hz) ,1.12(6H,d,J=6.3Hz) ,1.04 (3H,d,J=6.3Hz) ,0.76 (3H,d, J=6.3Hz) .

(27151 (T J%8)

[2716]  #DA N OB S ST ML L7 TARIRI SN (50RE: 948mg) o S 2L &
IR R T RTS8 v &4 (850me) , LA5 92wl 1 TR 8IRI R 7 i 3E T
7, RS BRI BB T T4 ORI

27171  (TF79)

[2718] 2—{9—[(5R,7R,8S,12aR,14R,15R, 15aR, 16R) —14— (6— K it —6,7,8,9—
DU —2H—2,3,5,6— PURZR I [ed] B —2—55) — 15— {[FU ] 3% (CHED) Ikl ie] A
H—10— Q—FEOHE) — 16— —2— Mt —2—#idE — 10— Mg dd /S —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
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7] —6—MraFE—6,9— A — IH—E —1— 3} IR R

(27191 (S F 3R T 813 I FFH ) LA 55 S 9 L 1T 7 9[RIREIR 5 i A T IONT , #5328 gk
- AR A AR A e A RE Y 59 (T09mg) -

[2720]  MS(ESI)m/z:1152 (M+H) *.

[2721]1 (T F£10)

[2722] W (N,N— 25 2%%) (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) — 15— {[#U ] & (—
PR FRERE L S0 — 16— —T— [1— Q=R LI —6— a3t —1,6— — 4 —9H—
s —9—FH]—2,10— e —14— (6,7,8,9— V0% —20H—2,3,5,6—PUR LK I  [cd]
B —2—3L) J\4—2H, 10H, 12H—5,8 — F#fF—21°, 1OA" — kg F:[3,2—11[1,3,6,9,11,2,
10] A AP B —2, 10— B (R h)

[2723]  ffi ] bk T RO 21 &% (709mg) LA S S he i1 T 7 10[RFE 7 35 T
N, PR EIPR L S PRI A R 1 (108mg : 5 24 50) AU AG A2 (102mg : 25 A 44
5D o

[2724] RIS A9 PR (AR

[2725]1  MS(ESI)m/z:891 (M+H) ".

[2726] XM SFAG A2 (Rtlett)

[2727]1  MS(ESI)m/z:891 (M+H) ".

[2728] (T fF11—1)

[27291  —4} (5R,7R,8S,12aR, 14R, 15R,15aS,16R) — 16— —15—FH—7—[1— C—%
BOF) —6 Wt —1,6— A —9H—MES —9—FL] —2,10— —#Hra it —14— (6,7,8,
9— U —2H—2,3,5,6 —PUA(GTF [od] B —2—50) /\ "8 — 2H, 10H, 12H—5 , 8 — FFiff —2
A 10N — I [3,2—1101,3,6,9,11,2,10] 1482 BEEA-FPUS —2, 10— B (B Eh)
[2730] (X A{AL)

(27311 ] R T LORT S 2L 54 AR FAG A1) (108mg: & F 2450 , PA LS 500
BT VLRI T i T IRON i 4% FRUL I 1 DRI AR A TR i, 138 = e B U
Frdl &) .

[2732]  [RSHISA4] CL8RERAEIENT [10mM TR = £ FEEIKIA IR/ LM 1 A M il €5 UHPLC
[10mMTR = £ 35 KIRI/ G OG- 3% —30% (043 —40747) 1.

[2733] K2 = b DA e HI1 T LLAT R LR e ] R g ikt A T2k e
P, FFEIPREUE S (40. Img) »

[2734]1  MS(EST)m/z:777 (M+H) ".

[2735]  'H—NMR (CD,0D) §:8.66 (1H,m) ,8.26 (1H,s) ,8.02(1H,s) ,7.09 (1H,s) ,6.29—6.24
(2H,m) ,5.68—5.45 (2H,m) ,5.26—5.18 (1H,m) ,4.78—4.73 (1H,m) ,4.62—4.42 (3H,m) ,
4.26—3.98(5H,m) ,3.85—3.78 (2H,m) ,3.53—3.47 (2H,m) ,2.91—2.84 (2H,m) ,2.04—
1.96 (2H,m) .

[2736]  *'P—NMR(CD,0D) 8:58.0(s) ,56.9(s) .

[2737] (T fF11—2)

[2738] 4 (5R,7R,8S,12aR,14R, 15R,15aS,16R) — 16— —15—FH —-7—[1— C—F
BOF) —6 Wt —1,6— A —9H—ME —9—FL] —2,10— — it —14— (6,7,8,
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9—PYsA —20—2,3,5,6 —PURZ A [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A7, 100> — kg [3,2—1111,3,6,9,11,2,10] i 582 B FR POk —2, 10— W (B £h)
[2739]  (HEXSHLSFAG1A2)

[2740] (i [{] IR T 103 21N G RN A 7R 2) (102mg: 2250 |, LA S 3006
UL T LLFRER 5 30T SN e 4 MR DA B 1 DRSS AR 3 TR il 15 2 = S e B U
PRt S

[2741]  DRSHI 2] CLSEEICAE JEMT [10mM AR = & R 4/K IR/ LT DA K il £ ZUHPLC
[10mMTR = £ 35 KIRI/ G, OG- 3% —25% (07 —40747) 1.

[2742] A2 = O b DA S e FI1 T LLAT R R e ER ] R g ikt T2k e
e, 13 2RSS (26 Tmg) o

[2743]  MS(EST)m/z:777 (M+H) ".

[2744]  'H—NMR(CD,0D) §:8.73 (1H,m) ,8.25(1H,s) ,8.02(1H,s) ,7.10 (11, brs) ,6.33 (1H,
d,J=6.7Hz) ,6.28 (1H,d,J=9.1Hz) ,5.65—5.50 (1H,m) ,5.49—5.43 (1H,m) ,5.31 (1H,dd,
J=54.4,3.6Hz) ,4.79 (1H,dd,J=6.3,4.5Hz) ,4.62—4.34 (4H,m) ,4.27—4.14 (2H,m) ,
4.08—4.01 (1H,m) ,3.93—3.87 (1H,m) ,3.86—3.80 (2H,m) ,3.53—3.47 (2H,m) ,2.95—
2.89(2H,m) ,2.06—1.97 (2H,m) .

[2745]1  *'P—NMR(CD,0D) §:63.1(s) ,59.7(s) .

[2746]  SJitf5150 : CDNAOY 75 ¥,

[2747]  (5R,7R,8S,12aR,14R,15R,15aS,16R) —7—[1— Q—ZIELE) —6— % FE—1,
6— " —9H—MES —9— L] — 16— — 15— FL—2, 10— GRHL) —14— (6,7,8,9—11
A—20—2,3,5,6—PURZHK I [cd] BE—2—JL) J\S —2H, 10H, 12H—5,8— FIFF— 21, 10
A’ — WM If[3,2—1101,3,6,9,11,2,10] HAAZ A HPUM—2, 10— —fif

N H
F\

0 N N
HS—E’ O —

[2748] 0=

40
40a ( FHmEHE )
40b ( FEwmBiE )

[2749] [ piciz]
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A~
o
N H 0= :\
W N—%
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e O N
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W9  o-TES
A
[2750] Fian
Bz
N T
"‘3\../\9 WY ~N H
5o Q ! ) o NN
o _F NN S o) I8
— S IJ___F? O F TN
TH6 NWorN ¢ o-es el S o TF8-2
= 0-P-SH NN~ O O-TBS
o= N 0 = O-P-§
N o=( N o - r
J N f [
] { N~ N~
N ( A N
I =0 ) |
sy HaN
..._.'.J
~N H
Na* o NN
-8 0 Y=
¢ F I""w":}‘\.-"“.'w.-""'-w"'
Noy o om
0-P-5”
o= N g N
N
§
HN

[27511 (T 1)

[2752] 3 —WisEHAE—3 —mLE

[2753] {17745 (Angene) [13" — i 2t — 3" — P (2. 38g) AR (120mL) FA7RH— 4
— FHB N RS EREN (6. 10g) [I7K AR (48mL) , 78 2515 T Wi bE43/ N o34 5 7 vA R R HE e
2%, FHFPOR LR 22K o R % B W A lecA: =T [ S e/ PR D A RS il , 753 2R &
(3.76g) »

[2754]1 MS(ESD)m/z:271 (M+H) *.

[2755]  1H—NMR (CD,0D) 3:8.30 (1H,s) ,8.05(1H,s) ,6.03 (1H,d,J=7.8Hz) ,5.08 (1H,dd,
J=54.4,4.1Hz) ,4.89—4.85(1H,m) ,4.38 (1H,dt,]=26.8,3.2Hz) ,3.82—3.73 (2H,m) .
[2756] (T F2)

[2757] 3 — A —1—[2— (1,3— "5 3E—1,3— & —2H— Mk —2—3%) &
-3 —FmH

[2758] £ R TP 1T R 21054 (3. 76g) [N, N— — FHEL i (37 6mL) A FH I
2— Q—RE) —1H—FM5[W—1,3 (2H) — i (6.60mL) Fl11,8 — — & ZPIL[5.4.0] —
T—— (3.12mL) , B =i MPESR RSN R I 4 , 5% B W R AE =T [ 4t/
LR TR/ W1 A TR, R 28U &% (3.51g: S A 4450 «

[2759]  MS(ESI)m/z:444 (M+H) .

[27601  'H—NMR(CDC1,) §:7.87 (1H,s) ,7.84 (1H,s) ,7.81 (2H,dd,J=5.4,3.0Hz) ,7.73
(2H,dd,J=5.4,3.0Hz) ,5.83 (1H,d,J=7.9Hz) ,5.28 (1H,dd,J=11.5,2.4Hz) ,5.18 (1H,
dd,J=55.0,4.2Hz) ,5.01—4.87 (1H,m) ,4.49 (1H,d,J=28.4Hz) ,4.43—4.28 (2H,m) ,
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4.19—4.08 (2H,m) ,3.95(1H,d,J=8.2Hz) ,3.91—3.84 (1H,m) ,3.76 (1H,d, J=13.3Hz) .
(27611 (T J%3)

[2762] 5 —0— W (@— KRR OB IR -3 — i —1—[2— (1,3—
H—1,3— A 20—l —2—3) L F] -3 — I

[27631  {di ] ik T2 g 2 &9 (3.51g) DL Sl T LIRFE B3 T
N3RS A (4.05g) .

[2764]1 NS (ESI)m/z:746 (M+H) *.

[27651  'H—NMR(CDC1,) §:7.95 (1H,s) ,7.79 (2H,dd,J=5.4,3.0Hz) ,7.73 (1H,s) ,7.70
(2H,dd,J=5.4,3.0Hz) ,7.34—7.29(2H,m) ,7.25—7.18(7H,m) ,6.81—6.76 (4H,m) ,5.92
(1H,d,J=7.3Hz) ,5.12(1H,dd,J=54.4,4.2Hz) ,4.97—4.85(1H,m) ,4.55—4.40 (2H,m) ,
4.30—4.22(1H,m) ,4.21—4.01(2H,m) ,3.77 (6H,s) ,3.73(1H,d,J=10.3Hz) ,3.43 (1H,dd,
J=10.9,3.6Hz) ,3.32(1H,dd,J=10.9,3.6Hz) .

[2766] (T J54)

[2767] 5 —0— W (@—HEIERED) OB IR -2 —0— { QR OHD [~ (W—
2—30) SRR —3 — A —1—[2— (1,3— Mgt —1,3 — — & — 20— =i e —
2—30) ORI -3 —FH

[2768]  {di [f] [k T3 R 211059 (4. 05g) DA S S5 T AR L 5 b TR 8
R EIRN A TR S ARSI kbt =1 D) JEUbnE b &4 (4. 35g) -
[27691 NS (ESI)m/z:946 (M+H) *.

[2770]  'H—NMR (CDC1,) §:7.95(0.5H,s) ,7.94(0.5H,s) ,7.84—7.78 (2H,m) ,7.73—7.68
(2H,m) ,7.65(1H,s) ,7.43—7.41 (2H,m) ,7.32—7.15(7H,m) ,6.84—6.77 (4H,m) ,6.09
(0.5H,d,J=7.9Hz) ,6.05(0.5H,d,J=7.9Hz) ,5.31—5.16 (1H,m) ,5.15—4.98 (1H,m) ,
4.51—4.21(3H,m) ,4.20—4.05(2H,m) ,3.793 (1.5H,s) ,3.789 (3H,s) ,3.784 (1.5H,s) ,
3.66—3.55(2H,m) ,3.50—3.30 (4H,m) ,2.56 (1H,t,J=6.3Hz) ,2.41 (1H,t,J=6.3Hz) ,
1.16 (3H,d,J=7.3Hz) ,1.14 (3H,d,J=7.3Hz) ,1.10(3H,d,J=7.3Hz) ,0.83 (3H,d,J=
7.3Hz) .

(27711 (1T F%5)

(27721 $%DA PRSI ES ST B Ly TARIRI ROS, (kE: 1.47g) TS 2 &
ISR R T 43 21 v & (1.35g) , LA S S2hafol 1l T 8IRIREI T tE3k T
7, RS BRI B A T T4 ORI

(27731 (1 J36)

[2774] 3— {[(5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —14— (6— K F@EE —6,7,8,9—P4
A —2H—2,3,5,6 — DU eI led] B —2—3) — 15— (BT & (D) R R |
B —7—{1—[2— (1,3— WAL —1,3— A — 20—k —2—3L) L] —6 A
F—1,6— " —9H—MEM —9—JL} — 16— — 2 — e i — 2 — S d — 10— AL/ \ S —
2H,10H, 12H—5,8— HI#%F —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 482 —JBEA 1
VOB —10— L] 5385 G

(27751 i F 138 T 75 T3 2 R ) LA 5 S oL 1T 7 9[RIRER 5 LA T IONT , #5328 gk
- AR A AR A e bS5 (1. 25g) .
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[2776]  MS(EST)m/z:1177 (M+H) ".

(27771 (1T %7)

[2778] X (N,N— /K %%) (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —7— [1— (2— & &
CF) —6—aFt—1,6— % — UM —9—FL] — 15— {[HU] & (T D) Fakkist]
SHAE) — 16— —2, 10— R —14— (6,7,8,9—PU% —2H—2,3,5,6— PUR( 2K If
[cd]BE—2—3%) )\ —2H, 10H, 12H—5,8— FFI#fF —21°, 10A° — k9 [3,2—17(1,3,6,9,
11,2, 10] FLAEA —BEA VOB —2, 10 — W (Bifiz £h)

(27791 fr Bk TJr6 i 2l b 54 (1. 25g) I ORE (7. 5mL) — PUZARKIR (7. 5mL) TR G 1
WCHE N IE—7K &9 (0.599mL) , 7E50°C N 4516 /NI o 45 S N IR0 ¢ 4 iy L K55 B3 ) 1]
C18IERAFEHT [10mM PR = A KIE R/ NG 1 A TRS ), 13 2R AUE S EXT L A
&1 (145mg : 55 24 50) FERIE A 742 (198mg : A5 450 (HPLCHf BA I TR) « FFEH i 44
K1>2) .

[2780] XSS ARfA L (AR )

[2781]  MS(ESI)m/z:890 (M+H) .

[2782] XML A9 A2 (Rl tt)

[2783]  MS(ESI)m/z:890 (M+H) .

[2784] (T F8—1)

[2785] % (5R,7R,8S,12aR, 14R,15R,15aS,16R) —7—[1— (2— 43 —6— 4
F—1,6— A —9H—EK 93] 16— JH — 15—t —2,10— It —14— (6,7,
8,9—PUA —20—2,3,5,6—UEZK I [ed] BE —2—3E) )\ —2H, 10H, 12H—5, 8 — FI#f —
20, 100" — LRI [3,2—111[1,3,6,9,11,2,10] 1582 B FRAT-POB—2, 10— W (A £h)
[2786] (XL FAL KL

(27871 (] R T 7321 G AN A R D) (145mg : 5547 24J50) DA 56511
TRV RRER T A T IO T, #2041 DRS 2541 2 T RS ), 1381 = b B U bt
wEv.

[2788] K5I S 2F] CISEENCAEEMT [10mM R = & R4 /K IR/ LI T DA K i) £ ZUHPLC
[10mMFR = £ 3B KIRIL/ O — W (1 1), O — AR (1:1) :5% —50% (0
4y —4047) 7.

[2789] K2 = Wb DA S SCEHI1 T LLATaR ) R R ] R 5 ikt A T2k e
e, 13 2RE A (70, Tmg) »

[2790]1  MS(ESI)m/z:776 (M+H) ".

[2791]  'H—NMR(CD,0D) §:8.64 (1H,s) ,8.23 (1H,s) ,8.02(1H,s) ,7.07 (1H,s) ,6.27 (1H,d,
J=4.5Hz) ,6.25(1H,d,J=6.7Hz) ,5.67—5.43 (2H,m) ,5.23—5.16 (1H,m) ,4.76 (1H,t,J=
5.1Hz) ,4.63—4.45 (3H,m) ,4.31—4.03 (5H,m) ,3.51 —3.46 (2H,m) ,3.31—3.26 (2H,m) ,
2.90—2.83(2H,m) ,2.03—1.94 (2H,m) .

[2792]  *'P—NMR(CD,0D) 8:57.9(s) ,56.9(s) .

[2793] (T ¥8—2)

[2794] % (5R,7R,8S,12aR, 14R,15R,15aS,16R) —7—[1— (2— 4K L) —6— A
F—1,6— A —9H—EK 93] 16— J— 15—t —2,10— It —14— (6,7,
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8,9—PUA —2H—2,3,5,6 —PURZRIH [cd] BE —2—3L) J\5—2H, 10H, 12H—5,8 — FHIHfF —
20, 100" — KR [3,2—111[1,3,6,9,11,2,10] 1582 B FRAT-POB—2, 10— W (A D)
[2795] (ARG 1A2)

[2796] ] Fk TR 7R 2110 A4 AU 7R2) (198mg: 545 2450 DA S
TR FRER S A T IS I, $ MR AT 1 RS R S5 2R 13- TS 1, 159 8 = b JE X ioks
B S

[2797]  DRSHISE ] CISHERALEMT [10mM IR = & 3L BoK AT / C ] DL R il £ FUHPLC
[10mMA PR = L IEEETRIAI O — WA (1: 1), O —HREA R (1: 1) :5% —50% (0
4y —4050) 7.

[2798] AT B = ISR DA S S50 T L LT i CRE4 R k] R g 20k 4 7 25
e S EIRREE 5 (69. Tmg) .

[2799]1  MS(ESD)m/z:776 (M+H) *.

[2800]  'H—NMR(CD,0D) 8:8.73 (1H,s) ,8.27 (1H,s) ,8.02(1H,s) ,7.09 (1H,s) ,6.31 (1H,d,
J=6.7Hz) ,6.26 (1H,d,J=8.5Hz) ,5.62—5.47 (1H,m) ,5.47—5.41 (1H,m) ,5.30 (1H,dd, ]
=53.8,3.6Hz) ,4.78 (1H,dd,J=6.7,4.2Hz) ,4.58 (1H,d, J=26.0Hz) ,4.51 —4.41 (2H,m) ,
4.40—4.23 (3H,m) ,4.11—4.05 (1H,m) ,3.93—3.86 (1H,m) ,3.53—3.46 (2H,m) ,3.36—
3.28 (2H,m) ,2.90 (2H,t,J=5.7Hz) ,2.05—1.96 (2H,m) .

[2801]  *'P—NMR(CD,0D) §:62.8(s) ,59.4(s) .

[2802] 5451 : CONA LI &5 A

[2803] N— (2— {9—[ (5R,7R,8S,12aR, 14R,15R, 15aS,16R) — 16— — 15— $ekE —2,
10— S —2,10— W GRIh) —14— (6,7,8,9— DU —20—2,3,5,6— PUA(Zek I [ed]
B —2—F5) J\S —2H, 100, 12H—5,8 — I — 21", 10A° — kg 7f [3,2—1][1,3,6,9,11,2,
10] A2 AT PO — 7 — L] —6 — 3B —6,9— — A — IH—IE — 1 — B} £ 36) —
2— IOl

7N H

N W—N
o e
A :F \\GN -
N%N'Q\ 9‘ .OH
= —P-SH

(o]

2
HS-P
o

[2804] o o

o §

o)

I{\Z

41
41a (FEMBRRHE )
41b ( FEXMEBME2 )

[2805] [ plcikfz]
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N N
Na* O N NN Na* © N NN
S5-P o] o h S-P o = ‘W
o F N TH1-1 o F L(O N/
,_k\ L'T TRF1-2 ..{_ ‘_T
NZN o OH *1- N7N o OH
O | — ] 1
[2806] y=( O—-P-S~ y={ © HD«P s
[e] N ~ Na* N *
_<N_’5’ a O—(NJ 0 Na
% HO S
HN _37—”

[2807] (T fFF1—1)

[2808] 4} (5R,7R,8S,12aR, 14R,15R,15aS,16R) —16— i —15—FFFH —7—{1—[2—
Q—REOMN) H] —6—aik—1,6— A —9H—ME —9—JL} —2 10—
H—14—(6,7,8,9—P0% —2H—2,3,5,6—PUS( 24K I [cd] B —2—F) J\ A —2H, 10H,
12H—5,8— F#fF—2A°, 10A° — kI 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 0 (i Eh)

[2809]  (HEXSHLSFAGIAL)

[2810] {1 5615150 T 78 — LT3 21 L &1 (25 . Omg) LA S5 ST T )7 1 — LIFIRE S
AT RN e #2VA I I DRSS R 13- RS ), 15 28] = OB sl 549 .

(28111 DRSS C18AEIRAEENT [10mM TR = & B8R IR/ C A5 DA N il 26 U HPLC
[10mMTR = £ 35 KIRI/ G, O :5% —30% (07 —40747) 1.

[2812] KT 21 = O b DA S SCEHI1 T LLAT R R R ] R 5 ikt T2k e
P, FFEIFREUE S (18. 6mg) «

[2813]  MS(ESI)m/z:834 (M+H) *.

[2814]1  'H—NMR (CD,0D) 8:8.60 (1H,m) ,8.12 (1H,m) ,8.02 (1H,s) ,7.11 (1H,brs) ,6.27 (1H,
d,J=4.9Hz) ,6.23 (1H,d,J=9.1Hz) ,5.75—5.58 (1H,m) ,5.54 (1H,dd,J=53.5,3.0Hz) ,
5.28—5.20 (1H,m) ,4.75(1H,t,J=5.2Hz) ,4.62—4 .52 (1H,m) ,4.52—4.42 (2H,m) ,4.29—
4.01(5H,m) ,3.92(2H,s) ,3.64—3.58 (2H,m) ,3.53—3.47 (2H,m) ,2.93—2.76 (2H,m) ,
2.06—1.93(2H,m) .

[2815]  *'P—NMR(CD,0D) 8:57.9(s) ,56.7(s) .

[2816] (T Jr1—2)

[2817]  —44 (5R,7R,8S,12aR, 14R,15R,15aS,16R) —16— i — 15— FFFH —7—{1—[2—
Q—RIEOMN) L] —6—adk—1,6— A —9H—ME —9— 3L} —2 10—
F—14—(6,7,8,9—PUA —20—2,3,5,6 — PUE LI [cd] B —2 — 55) /A —2H, 10H,
12H—5,8— F#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 8 (R Eh)

[2818]  (EXSHLSFAG1A2)

(28191 i 1520550 1 8 — 2R3 2 A &9 AEXTIL A5 4k2) (15. 0mg) DAL S HE 117
T — 1R SR T SOS J , 3eEDA N 1 DRI 241 BEA RS ), 13- 8 = O b e U
Prdl & .

[2820] [5Gt &1 1 C18AEIRAEEMT [10mM TR = & B K IR/ C A5 DA M il 26 U HPLC
[10mMTR = £ 35 KIRI/ G, OG- 5% —30% (093 —40747) 1.

[2821] KT 2 = O b LS e HIL T LLAT R R e R ] RIAER 5 ikt A T2k e
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e, 3 2FREE A (7. 4mg) .

[2822]  MS(ESI)m/z:834 (M+H) *.

[2823]1  'H—NMR (CD,0D) 3:8.69 (1H,m) ,8.16(1H,s) ,8.02(1H,s) ,7.11(1H,s) ,6.32(1H,d,
J=6.7Hz) ,6.26 (1H,d,J=8.6Hz) ,5.67—5.51 (1H,m) ,5.48—5.43 (1H,m) ,5.29 (1H,dd, J
=54.0,3.7Hz) ,4.77 (1H,dd,J=6.4,4.6Hz) ,4.62—4.33 (2H,m) ,4.25—4.17 (2H,m) ,
4.08—4.01 (1H,m) ,3.94 (2H,s) ,3.93—3.85(1H,m) ,3.70—3.56 (2H,m) ,3.52—3.46 (2H,
m) ,2.93—2.86 (2H,m) ,2.04—1.97 (4H,m) .

[2824]  *'P—NMR(CD,0D) §:62.8(s) ,59.5(s) .

[2825]  5iJf452 : CONA2FH 55 ¥,

[2826]  (5R,7R,8S,12aR,14R,15R,15aS,16R) —7— {6— &k —2— [ @ — &I L) &
FL] —9H—PES —9 —FL) 16— — 15— R —2,10— W i) —14— (6,7,8,9—PUA —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\&—2H, 10H, 12H—5, 8— HI#fF —21°, 100" — Itk
m3f[3,2—1101,3,6,9,11,2,10] A —BEEA DU —2,10— [

N H
o N/ NN
11

HS-P o] —
I 0

[2827] HZN N i

42
42a ( EXNBREHGE )
42b ( EMBRRHHE2 )

[2828] [ pliiz]
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0 (¢)
F’k 1 -—fl i
[ Oj/bﬂ va N}P{ ~NH o/~ @ n H\ NH
»N W/ = : # -0 i s
o N OD-NH;  TREY ?15\""’0 NN TF2 { o_N & T3
- s \ S ; lll e
{r"w" {_ wo' o N4 \__,Jn_o A N 4
HO OH 0@- ) = . \ p ]
f » b
\0 %
= : . :
QY
IOﬁ %! Nﬂ a{ NG /0 D (}J N)_N NH, !
S W TF4 S o ):k TS N)_M%NH
B =N N__N L 2
D 3T, O ST D e
HO" o o o 3.0 s
- 3 C &
F.-i\ I ?’(ﬁ'_ﬂ" @ OH
i
40 -<°
HiN— o [ o4
™Y . s‘(—” ﬂxn _Sif—/ N
L = IF7 I\ YN TF8 £\ YNy TH9
HOL(_C‘YIIC‘N HO N}:(\}_NHZ - N)z?f N'Bz
4 OLNN Oy NN
F o LY_?‘ L,Y‘
F OH F' oH
L 4 st HO o N\Ir——
[2829] -"&L\ 0 \_\o-{‘o L‘(\_TN ’
9L N H 0 o-TBS
S LAY L) Hxn}—n o oH
0./~ QJ ")_N‘\—H TIF10 o \“‘/ ‘:0 N’_\ H H TE11
~ o O
&--’ e = F 9
0;\ " oM O‘NC\/“‘B'P*NJ\
NC__~ ,r,—N\ N,B‘ ,:.—N\. NPZ FN\ H
e 0 s < 1P % F Ny
Nﬁu-"\:}\\ o o-TBS NN~ 0 o-tes T N‘f‘n—gl\\‘ o o-T8S
Y 0-P-5° + o/ 0-p-5° 12-2 " ___(N b-p-s-
Bz N ° r Bz N ¥ g TRt S i
VN rﬂv NG e N\ x rﬂ\/ l,.ﬁ\/
0»4)% 0>_°\ﬂ O»AOH
Si- - Sl
A S VA
A B
M H
(o] N 9N
P - TF14-1
5-P 0 Y={ . NH
: o Na® O BN
THE13-1 2 F LT_\,«"N‘/\H_ TK14-2 's—i . e o ':__ )
P = [ 2
TF13-2 ol "H,_?._S °" IF14-2 add T
HoN—, N o N}’Zl{v o L gs_on
= ¢ HN— N Ty N
Hln [/Hv'rﬁ\/ N—‘(
o}—O\—\ ) qun-_.
A
[2830] (T Fr1)
[2831] 2,5 —MW—0— DB (4—HIRIIRED) CORIL) FHEL] — 2 —fluiRFr
(2832] il (Amadis Chemical) 92— BB (1.35g) FIMSE MBS . CEAREEMIRIBIK

MERE (17. 0mL) JEVRTIINA, 4" — “ S EE =R L (2. 35¢) , AU P& MR —
B o AL SN BIN PR (5. 00mL) 5 S A5 117 04 TR i 44 o 5 52 B W OB E AR FE AT
[Che/ CIRATR/0.1% = LW A TRS I, A5 2IhmaUE 59 (1. 96g - B A 2850 -
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[2833]  MS(ESI)m/z:998 (M+H) *.

[2834]  'H—NMR(CDC1,)3:7.88(1H,s),7.29—7.12(18H,m) ,6.73—6.60 (8H,m) ,6.31 (1H,
d,J=7.9Hz) ,5.69 (2H,brs) ,5.13 (1H,dd,J=7.6,4.5Hz) ,4.07 (1H,t,J=3.3Hz) ,3.77
(6H,s) ,3.76(3H,s) ,3.74(3H,s) ,3.14(2H,d,J=3.6Hz) ,2.87 (1H,d,J=4.2Hz) ,2.28 (1H,
s) .

[2835] (T /%2

[2836] 27,5 —W—0— W (4— P IEARY) ORED) IR ] —2 — i — 3" —0— (=3 HH
UL B

[2837] ¥ Bk T 1R 200 &4 (100mg) FFHZR LR K o 71 7 B W /K — U HsE
(1.0mL) IR AE RS N 0°C N MIAERE (0. 20mL) FI= 5 FHRABL AT (27..0uL) , ZEAHIAINY
Tl N HEFES0 4y Bl o 1 I = 350 FHAATRAT (27 . OpL) , i — 2B HE80 /3 o £ SRS R H I AT
PRIR S /KPR il SN A5 1, T = SR 2 B KA AU T K B T e I 2T
), R HERR M 4 - K 7% B W) TR IR A =T [ bt/ TR TR0 1% — L 1 3E A TR il , 75
FIFREUL G (57 . 2mg)

[2838]  MS(ESI)m/z:1130 (M+H) ".

[2839]  'H—NMR (CDC1,) 8:7.73 (1H,s) ,7.32—7.09 (18H,m) ,6.79—6.70 (6H,m) ,6.60—
6.56 (2H,m) ,6.19 (1H,dd,J=8.2,3.9Hz) ,6.01 (1H,d,J=7.9Hz) ,5.59 (2H, brs) ,4.05 (1H,
d,J=3.6Hz),3.98(1H,t,J=6.7Hz) ,3.78 (3H,s) ,3.77(3H,s) ,3.71 (3H,s) ,3.70 (3H,s) ,
3.39(1H,dd,J=10.9,6.0Hz) ,3.17 (1H,dd,J=10.6,7.0Hz) .

[2840] (T J33)

[2841]  9—{2,5— W —0— D (4— HSEEREL) ORAD) AL ] —B—D—WRIf AR —2—
I — 9H—IES — 6 — Jfiz

[2842]  fF R T 2R3 20054 (2. 76g) [N, N— — FHEL FHEIE (24 . 4mL) S0 FH N
LIRS (1.20g) , 78 %500 M HEHES/INNF o 78 SN A DI IR (24 . 4mL) AR B (675mg) , H
Pk 2/ NI o AE S SR BN K T AT HE e, AR s D PR 40 22 PR 2 o 1 BR84S 2
AR ZIFREUL 57 (2. 38g) «

[2843]  'H—NMR(CDC1,)3:8.02(1H,s),7.42—7.13 (18H,m) ,6.79—6.72 (8H,m) ,5.68 (2H,
brs) ,5.55(1H,d,J=1.2Hz) ,5.49 (1H,d,J=9.1Hz) ,4.48 (1H,s) ,4.41—4.37 (1H,m) ,4.06
(1H,dd,J=9.1,3.6Hz) ,3.77 (9H,s) ,3.76 (3H,s) ,3.56—3.48 (2H,m) .

[2844] (T J¥4)

[2845] 27,5 —XW—0— [ (4—HAA AR ORED) FHARE] — 37 — it —3 — o —2—
i SEs

[2846]  7F iR T3 2k &4 (2. 54¢) [ S (17 . 0mL) 357 P I\ L e
(1.13mL) 7, FEVK¥S R IIN =8N N — — R 5E (0.397ml) , AEARUUR N =i Mk
4043 1o A5 KON AR DI ORI S B /KIR TRAE S R A5 1 E I, T SR A< B R A AL T
/KRR AN T e, 8 2T 8501, R 8 VR H e 44 o K4 2 B W AR R 2 AT [/ R &
fiE/0.1% = L3RS AF BIFRBUE &9 (2. 02g: S 2450 -

[2847]1  MS(ESI)m/z:1000 (M+H) *.

[2848] (T F¥5)
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[2849] 3" —JhifAE—3 — W —2—RIRTY

[2850]  f/F Bk T4 BIIR A (2. 02¢) 1 S HErATR (20. 2mL) FRAEVKES NI
7K (0.364mL) F1 S LR (0.996mL) , 7E ==l N HEFEL553 Bl o 78 KON NI (1. 95mL)
B R 1 I, AR o R B P FIREIRAE 24T [/ SR C R 1 A TRS AR 2 &
P (1.34g: AT -

(28511  'H—NMR (CD,0D) §:5.94 (1H,d,J=7.9Hz) ,5.09 (1H,dd, J=54.7,4.3Hz) ,4.95—
4.89(1H,m) ,4.40(1H,d,J=27.3Hz) ,3.87—3.76 (2H,m) . ({\AN &% T BRI 2 17 14)
[2852] (T J36)

[2853] 2—[(2—% L) ] —3 — i —3 — IRt

[2854]  fr ik TR 2k &9 (1.34g) AN % (1.35mL) , ££110°C MiFEL/)N
I o K SR IR e 4 , 5% B W FHC L8R ZATT [ 10mM R = L 3B KIs i/ NG 1A T
Kt A5 2IFRBUL & (543mg : AT 2450 -

[2855]  'H—NMR (CD,0D) §:7.94 (1H,s) ,5.88(1,d,J=7.9Hz) ,5.09 (1H,dd,J=54.7,
4.5Hz) ,4.95(1H,dq,J=25.1,4.2Hz) ,4.38 (1H,dt,]=27.6,2.7Hz) ,3.84—3.76 (2H,m) ,
3.56—3.53(2H,m) ,3.01 (2H,t,J=5.7THz) .

[2856] (T F77)

[2857] 3 — i —3 —G—2— {[2— ({[2— W) AL 2230 &
R 5 P

[2858]  fr ik T 767321 &4 (543mg) HIPUZARKIE A (10mL) FHIIAL — ({[2— (=
FHELFHRESEIE) 5 ) At A 20) MRS 4t — 2,5 — i (961mg) N, N— —— F L HH it Jiig
(5.0mL) VAR RS (5.0mL) , 75 %00 NHekEL . 5/ B 1 — ({[2— (G FEERD 05K
FEV AL} S AL MM bt — 2,5 — i (800mg) , 4R 14073 Bl o 1 S M L i e 46 i , F- o B
Yy EEIRAE AT [ 48/ LR O TR 3 RS IS 28 L A (483mg) -

(28591  'H—NMR (CD,0D) §:7.87 (1H,s) ,5.83 (1H,d,J=7.9Hz) ,5.15—4.96 (2H,m) ,4.35
(1H,dt,J=27.4,2.7Hz) ,4.11—4.04 (2H,m) ,3.84—3.73 (2H,m) ,3.48—3.38 (2H,m) ,
2.96—2.83(2H,m) ,0.95—0.83 (2H,m) ,0.00 (9, s) .

[2860] (T F%8)

[2861] N— KM —3 — i -3 ——2— {[2— ({[2— (= EHFRERER) O
FEIPRIL) 2450 L] 280 IR

[2862]  fi ] iR T FF 743 2L 59 (483mg) A S S5 9111 1 F7 3[R AR 5 b4 T SO
R S5 (374mg)

[2863]  'H—NMR(CDC1,)$:9.16—9.03 (1H,m) ,8.01 (2H,d,J=7.3Hz) ,7.63—7.33 (4H,m) ,
5.85—5.60(2H,m) ,5.21—4.91 (2H,m) ,4.45(1H,d,J=27.8Hz) ,4.19—4.06 (2H,m) ,3.92
(1H,d,J=12.7Hz) ,3.77—3.34(6H,m) ,1.05—0.87 (2H,m) , —0.02 (9H, s) . VX% T BE
XTI T R EE)

[2864] (1 J39)

[2865] N— NHHIfIE —5 —0— [ (4— SR TL) OR3) FHAEE] —3 — it —3" —
—2— {[2— ({[2— CGHERMEERD) A RA 53 ORI %) IR

[2866]  fii i ik T8RRI Mfv &4 (374mg) DL 5 Sl 11 T LIRIFER T 0 T
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N, P EIFREUE S (398mg) -

[2867]1  MS(ESI)m/z:878 (M+H) *.

[2868] 'H—NMR (CDC1,) §:8.94 (1H,brs) ,8.01—7.98 (2H,m) ,7.88—7.81 (1H,m) ,7.62—
7.49(3H,m) ,7.40—7.20(9H,m) ,6.83—6.78 (4H,m) ,6.12—5.48 (2H,m) ,5.22—4.98 (2H,
m ,4.52(1H,d,J=27.8Hz) ,4.24—4.10 (2H,m) ,3.77 (6H,s) ,3.65—3.29 (8H,m) ,1.04—
0.88(2H,m) ,0.01 (9H, brs) .

[2869]1 (T F£10)

[2870] N—IKHIBEEE—5 —0— DI (4— sl R L] —27 —0— { Q-5 L
A [ (N—2—30) el BB — 3 — i3 —3 ——2— {[2— ({[2— (=FI3EHGE
W) AL} S0 L] AU PR

[28711  {di ] F R T R9fr S 2110 &9 (398mg) DL 5 Sl T Fr6lal e gk TR N
R EE A AR S ARSI kbt =1 D) JE U8 51 (434mg) -
[28721  'H—NMR(CDC1,) §:8.79—8.75 (1H,m) ,8.00—7.97 (2H,m) ,7.83(0.5H,s) ,7.77
(0.5H,s) ,7.61—7.21(12H,m) ,6.84—6.79 (4H,m) ,6.07—5.96 (1H,m) ,5.58—5.10 (3H,
m) ,4.50—4.40(1H,m) ,4.11—4.06 (2H,m) ,3.87—3.80(1H,m) ,3.79(3H,s) ,3.78(3H,s) ,
3.65—3.20 (10H,m) ,2.63—2.59 (1H,m) ,2.39 (1H,t,J=6.3Hz) ,1.17 (3H,d,J=6.7Hz) ,
1.15(3H,d,J=6.7Hz) ,1.10(3H,d,J=6.7Hz) ,0.92—0.86 (2H,m) ,0.81 (3H,d,J=
6.7Hz) ,—0.01(9H,s) .

[28731 (T J¥11)

[2874]  fL.5HA:

[2875] N,N— K %% (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —7— (6 — 2K FIpLlie —2—
{[2— ({[2— (=P EPREHED) O] IRIE &30 ORISR —9H - —9—5L) —
14— (6—FKHEE —6,7,8,9— DU —2H—2,3,5,6 —PURZek T [cd] B —2—3L) — 15—
{DBUCT 5 (L) Fpkbe L] A —10— Q—HEOHEIRD) — 16— —2— it —10—
E4dE/\ A — 2H, 10H, 12H—5,8 — FIFF —20°, 10A° —Wkmgg 3 [3,2—1]1[1,3,6,9,11,2,10] fi
S AT DB — 2 — Tt R

[2876] L. 5WB:

[2877] W (N,N— 232 %) (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —7— (6 — 7K FH [k
i —2—{[2— ({[2— (CHE R D) ORI} ) LR A —9H— I —9—
B —14— (6— KB —6,7,8,9—PUA —20—2,3,5,6 — PUA LK) [ed] B —2—3E) —
15— { [T 2 (3D HHRERE L] 32t} — 16 — 5 —2, 10 — a2/ VA — 21, 100, 12H—
5,8— M —20°, 100> —WmgFf[3,2—1]1[1,3,6,9,11,2,10] Fi 482 AT PUs —2, 10—
M (IihzEh)

[2878] ¥ DA NIRRT 5 Sl L T TARIAIR SO (0k: 502mg) o (3 FHAS 21 &4
I IEATRN F IR T FE 10 A 20k &9 (434mg) , DL 5Bl T 8L A st fill T 79
[FIREIR T R T ION , 15 2R ABUE A PIARIAEX I A4 7k 1 (43 . 9mg) DA M AR I A Ak 2
(27.0mg) , A SAREE A PIBIR A XTI AL Ak 1 (55 . Omg) LA S ARXTIR A4 A2 (121mg) (43
AR -

[2879] (L EWIARIRN I A AL (AR )
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[2880]  MS(ESI)m/z:1309 (M+H) ".

[2881] (L EWANAERTI A2 (Rt

[2882]  MS(ESI)m/z:1309 (M+H) ".

[2883] (L &WBIYA R A AT (ECAR )

[2884]  MS(ESI)m/z:1256 (M+H) .

[2885] (L. &HBIVA RN A A2 (Rt

[2886]  MS(ESI)m/z:1256 (M+H) .

[2887] (L fr12—1)

[2888] X (N,N— — /K %%) (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —7— (6— Lt —2—
{[2— ({[2— (= EPREFED O] RIE &3 ORISR —9H - —9—5L) —
15— {DRUT 3 (L) IR L] SR — 16— 5 —2, 10— st — 14— (6,7,8,9— 11
A—20—2,3,5,6—PORZHK I [cd] BE—2—JL) J\ S —2H, 10H, 12H—5,8— HIFF— 21", 10
A — I [3,2—1701,3,6,9,11,2,10]1 F4AZ —BEEAHIUH—2, 10— X (s h)

(28891 i fj] iR T /7 LIATS 2L EA AR A1) (43.9mg) LA 55061 T /710
AL 30 T SN 5 BIFRBUL &

[2890]  MS(ESI)m/z:1048 (M+H) ".

(28911 (Lfr12 —1)

[2892] W (N,N— — /K %%) (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —7— (6— it —2—
{[2— ({[2— (=P EPREHED) O] IRIE &30 ORISR —9H - —9—5L) —
15— {DRUT 3 (L) IR IE] SR — 16— 5 —2, 10— st — 14— (6,7,8,9— 11
A—20—2,3,5,6—PURZHK I [cd] BE—2—JL) J\ % —2H, 10H, 12H—5,8— FIFF— 21, 10
A — I [3,2—1701,3,6,9,11,2,10]1 F4AZ —BEEAHIUH—2, 10— X (s h)

[2893] (i fj] iR T /7 LLATS 21 5B AR A9 k1) (55. 0mg) LA S 5501 T /710
AL 30 T SN A5 BIFRBUL S

[2894]  MS(ESI)m/z:1048 (M+H) ".

[2895] (T f¥12—2)

[2896] W (N,N— — /K %%) (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —7— (6— &t —2—
{[2— ({[2— (= EPREHED) O] IRIE &30 ORISR —9H IS —9—5L) —
15— {DRUT 3 (L) IR RE] SR — 16— 5 —2, 10— st — 14— (6,7,8,9— 11
A—20—2,3,5,6—PURZHK I [cd] BE—2—JL) J\ —2H, 10H, 12H—5,8— FIFF— 21, 10
A — I [3,2—1701,3,6,9,11,2,10] F4AZ —BEEAHIUH—2, 10— X (s h)

[2897] i ] R T LIRS 2L S A FEXIRSAGK2) (27.0mg : A 4450 , LA 5K
T 511 T 7 LO[FIRE T A T IO, A3 2IAREUE 510 o

[2898]  MS(ESI)m/z:1048 (M+H) ".

[2899]1 (T FF13—1)

[2900] X (N,N— — /% %%) (5R,7R,8S,12aR, 14R, 15R, 15aS,16R) —7— (6— it —2—
{[2— ({[2— (=P EPREHED) O] RIE &30 ORISR —9H IS —9—5L) —
16— —15—FE—2,10— — it —14— 6,7,8,9— 0% —20H—2,3,5,6— PUE 2k
[cd] B —2—3%) )\ —2H, 10H, 12H—5,8— FFIifF —21°, 10A° — ik 9 [3,2—17(1,3,6,9,
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11,2, 10] FLAEA —BEIA VOB —2, 10 — 3 (Bl £h)

[2901]  &IfF PR Tir12—10A %12 —1IFT S 2 &8, LA S 5SS T L LR 5 7
AT, A5 BIFREUL 51 (36 4mg)

[2902]1  MS(ESI)m/z:934 (M+H) *.

[2903] (T fr13—2)

[2904] X (N,N— /K %%) (5R,7R,8S,12aR, 14R, 15R, 15aS,16R) —7— (6— it —2—
{[2— ({[2— (= EPREHED O] IRIE &30 ORISR} —9H - —9—5L) —
16— —15—F3—2,10— — it —14— 6,7,8,9—PU% —20H—2,3,5,6— PUE 2k
[ed] B —2—J5) )\ —2H, 10H, 12H—5,8 — FIFF—20°, 100" — Wk 9 (3,2—1][1,3,6,9,
11,2, 10] A AT PO B — 2, 10— W (fefsEh)

[2905] (i [} iR T 12— 23 28l e &4, DL Sl T LLRIRE T ik A T RO
RS S (12, 4mg) o

[2906]  MS(ESI)m/z:934 (M+H) *.

[2907]  (Lfr14—1)

[2908] 4%/ (5R,7R,8S,12aR,14R,15R,15aS,16R) —7— {6 — 2 —2— [ Q—2d D)
GAIE] —9H M 9 3L} 16— — 15—k —2,10— A —14— (6,7,8,9—P0
A —2H—2,3,5,6—PUEZATf [cd] BE—2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A — g [3,2—17(1,3,6,9,11,2,10) FLAAZ — EERHDUHE—2, 10— (k)

[2909]  (HEXSHL AL

[2910] ] iR T 13— 1LFT R 2119 &9 (36 . 4mg) DA SHEHI40 1 f 75 R 7 720t
AT e, $2 A NI DRSS R 1 2EA RS ), A5 8 = LS E X Ibsib 549 .

[2911] DRSS ] )25 BUHPLC [ 10mM 2R = LR KIETIR/ O, Ol 2% —30% (043 —
4047) 1WA JeSep—Pak GEMHRETAR) CLI8 UK/ LNE/0.1% =]

[2912] RS20 = O ReEh LS e FI1 T LLAT R LR R ] R 5 ikt A T2k e
e, 3 2RSS (21 Omg) »

[2913]1  MS(ESI)m/z:790 (M+H) *.

[2914]  'H—NMR (CD,0D) §:8.26 (1H,brs) ,8.01 (1H,s) ,7.04 (1H,s) ,6.27 (1H,d,]=
4.8Hz) ,6.13(1H,d,J=7.9Hz) ,5.69—5.50 (1H,m) ,5.57 (1H,dd, J=53.5,2.7Hz) ,5.14—
5.10 (1H,m) ,4.73 (1H,t,J=4.8Hz) ,4.62—4.53 (1H,m) ,4.50—4 .44 (2H,m) ,4.24—4.01
(3H,m) ,3.67—3.58 (1H,m) ,3.50—3.44 (3H,m) ,3.20—3.04 (2H,m) ,2.83—2.81 (2H,m) ,
2.04—1.94(2H,m) .

[2915]  *'P—NMR(CD,0D) §:58.4(s) ,56.5(s) .

[2916] (T fr14—2)

[29171 W (N,N,N— =] 5T ki —1—%% (5R,7R,8S,12aR,14R,15R,15aS,16R) —7— {6—
R —2—[Q—F{HOR) 5 HE] —9H—IE —9—H} — 16— — 15— —2,10— —#r
HIE—14—(6,7,8,9— V0% —20H—2,3,5,6— PHE LRI [ed] B —2—35) /A& —2H, 10H,
12H—5,8— FIfE—22°, 10A° — et [3,2—17[1,3,6,9,11,2,10] FL82% BT b —
2,10 — 0 (i £h)

[2918] i ] iR Ty 13— 2R 3 219 &9 (29. 5mg) DAL STHEAI140 1 F 75 R 7 720t
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AT e, FE AN DRSS AR 1 20 RS ) A5 2IFR8UL S (24 . 2mg : B 220 -

[29191 DRSS 4] il 25 BUHPLC [ 10mM 2R = LR KIETIR/ O, Ol 2% —30% (043 —
3045) 1.Sep—Pak GEMFIHFR) C18 UK/ /0. 1% = 2] WA K I HPLC [10mM iR = 2,
SRR NG, O :10% —25% (093 —3047) 1.

[2920]  'H—NMR (CD,0D) §:8.27 (1H,s) ,8.02 (1H,s) ,7.13(1H,s) ,6.32(1H,d,J=6.0Hz) ,
6.15(1H,d,J=7.9Hz) ,5.63—5.51 (1H,m) ,5.39—5.35 (1H,m) ,5.30 (1H,dd, J=54.4,
3.6Hz) ,4.77 (1H,t,J=5.1Hz) ,4.60—4.34 (4H,m) ,4.19—4.13 (1H,m) ,3.92—3.88 (1H,
m) ,3.70—3.62 (1H,m) ,3.51 —3.45(3H,m) ,3.26—3.07 (18H,m) ,2.98—2.87 (2H,m) ,
2.03—1.99(2H,m) ,1.70—1.62(16H,m) ,1.47—1.37(16H,m) ,1.03 (24H,t,J="7.3Hz) .
[2921] (L JF14—-2")

[29221  — %4 (5R,7R,8S,12aR,14R,15R,15aS,16R) —7— {6 — 2 —2— [ Q—24 L H)
GAIE] —9H MM 9 3L} 16— — 15— FE—2,10— A —14— (6,7,8,9—P0
A —2H—2,3,5,6—PUEZATf [cd] BE—2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A — PRI (3,2—1701,3,6,9,11,2,10] FL 82 JEERHDUH —2, 10— (il L)

[2923]  (HEXSHLSFAG1A2)

[2924] 5 Bk T 14— 2fr 380100 & (19. 0mg : 545 24 57) I £5BUHPLC [ 10mM i =
CFEEEIRKIBR G O :10% —25% (043 —3043) JIEA TRl o

[2925] A5 RIMb S WA S5 90 Bl T e 11Tk 0 UiE e o Eh ] RIRER 75 ikt i Tk i
e, 3 2FREE A (8. 4mg) .

[2926]  MS (ESI)m/z:790 (M+H) *.

[29271  'H—NMR (CD,0D) §:8.27 (1H,s) ,8.01 (1H,s) ,7.12(1H,s) ,6.31 (1H,d,J=6.0Hz) ,
6.15(1H,d,J=8.5Hz) ,5.65—5.49 (1H,m) ,5.38—5.34 (1H,m) ,5.30 (1H,dd, J=55.0,
3.0Hz) ,4.77(1H,dd,J=5.7,4.5Hz) ,4.60—4.34 (4H,m) ,4.19—4.13(1H,m) ,3.92—3.88
(1H,m) ,3.68—3.61 (1H,m) ,3.51—3.45 (3H,m) ,3.22—3.07 (2H,m) ,2.89—2.87 (2H,m) ,
2.03—1.98(2H,m) .

[2928]  *'P—NMR(CD,0D) §:62.6(s) ,59.5(s) .

[2929]  SJitEf5153 : CONA3[ 5 %,

[2930]  (5S,7R,8R,12aR,14R,15R,15aS,16R) —16 — &t —7— Q— K —6 — At —
1,6— "5 —9H—MEE —9—FL) — 15 —F2FE—2, 10— W GRFL) — 14— (6,7,8,9—PUS —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A—2H, 10H, 12H—5, 8— i —21°, 100" — Itk
I (3,2—1101,3,6,9,11,2,10] F 84— A +HPUM —2,10— —

N H
/"lr_\

o N .
HS-P 0 -
o NH}h(f),N P

43
43a (ExBREHE )
43b (3EnBREHEk2 )
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[2932] [ pckiz]

{ /
=0 _3=0
Bz_g Oy’— HN}_H HN
} T N N
i‘\’i\:’o FF1 y N{ . IF2 N?_RZO IRF3
[ O -0 = HO -
N o O __N__N WO _N__N
< foJ 3 el &
N o4 N oM
B
\O _.’lf \O ’_.' o
3 % R S i
A HN = HN 4 0L/ 7,
< N N IF4 = J i TFS , § N =0
0™ %J N =0 O™y \\r/ N>_ ‘=0 ‘H/H*'f{ 4 }T\/_
\“/\\.“ R o 4 T e o, )= (@ S SN
[ k"\;\x"“‘?" ff—} L"‘{_}‘NVN = HN —j'on
= ou = HN OH F. /=<0
FKF
o "o
o =
= N Bz Bz
[ 0™\ gk’? HN}‘“ e R \EJ NFN H
TIF6 g T N =0 HO = W/ =
—_— ’ el-h\_-ﬁ)h‘:.‘Lq }"—_2_ + \;&3_/ - ITRF7 & R o f:r_/
r‘\\, ~c NN —en ! \;. )
O - o o-Tes = o7 ootes
[2933] S oo I g -
Fm/ao = H . e
o TS NH3
T8 l
}H}_H NC__~ Fr N
—N o o Kk N BN
N ‘()ﬁa s=P \/SF o
HO = O NH '\ OuN
- N__N I
o / TIF9 g W
4 N Bz NN , O ©0-TBS
F_}/“‘N o Nf?‘ SN = O—p-sH
FF O‘;‘O b ] o= N o
J 2 O N N
L T !
ko w o o-tes
o oM
ZHEARGA
H + 7N H
o N Na® o N
S--if"- o o \""\%_ THF11-1 sf?_ 0\ o \:<
TH10 "'}_.?'“?“(_)—"J TE11-2 (T s i
rr—— NPNhoAN 0 o-Tes ' N*“N—/\:»-\ o o
= O-P-5 - - = 0-P-§”
o] N a Js . o= N 6 Na*
N—1 N__~ NI_- N
H_(NH, L L H <NH-_.

[2934]1 (TJ¥1)

[2938] 20 —0— ik —3 — &% HE—5 —0—ZRMMEL -3 — i i —N— QAR

AL 1

[2936]  fE kA1 (Recl .Trav.Chim.Pay—Bas 1986,105,85—91) [J1,2— —~—0— Wk

H—3— BRI —5—0— K I FE — 3 — i S B — D—IRIE A (4. 0g) IS (60mL) 157K

W E SR AN — 57 T 5L IS (3.65g) FIN, 0 — A (= H 3L R 5L Z Mk
(8.08mL) , fE70°C N3/ N o 7E70°C N I = I FA e 5 — 5 PR i (2. 98mL) |, £

AR R R LR o R SN 3 H S, NI S M KA i A s A 1, TR &
BRI KA HUZE PR AN B S KA T , TR AN T T M5 o 8 25 T M9 KAk

ik K B M AL E AT [ e/ SR IR RS A B bR 5% (4. 828)

[2937]  'H—NMR (CDC1,) §:12.2(1H,s),9.42(1H,s) ,8.02 (2H,m) ,7.71 (1H,s) ,7.63 (1H,
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m) ,7,48 (2H,m) ,5.97 (1H,d,J=3.9Hz) ,5.87 (1H,dd,J=5.5,3.9Hz) ,5.10 (1H,dd,J=
11.7,5.5Hz) ,4.93 (1H,t,J=5.9Hz) ,4.66 (1H,dd,J=11.7,5.5Hz) ,4.14 (1H,q,]=
7.2Hz) ,2.77(1H,m) ,2.21(3H,s) ,1.31(6H,m) .

[2938]1 (T 52

[2939] 3 —FHHAE -3 —fiddE —N— QAR 21

[2940]  #F Bk TR 1R8I ntb &4 (5. 48g) HVH AUV IR (64mL) — FE (32mL) TR &I
HAEOC N SME S AL BN (17mL) |, B HE 1595 Bh o £ SN I IR (5. 08mL) i 5 RiA52 11,
SN e 4 o ¥ 7R B W T RE AR =T [ S e/ s ) AT RS 1, 45 2R 59
(3.82) .

[29411  'H—NMR (CD,0D) §:8.29 (1H,s) ,5.97 (1H,d, J=5.7Hz) ,4.86 (1H,t,J=5.3Hz) ,
4.29(1H,t,J=5.3Hz) ,4.10 (1H,dt,J=5.9,2.4Hz) ,3.87 (1H,dd,J=12.1,3.1Hz) ,3.76
(1H,dd,J=12.3,3.3Hz) ,2.74 (1H,m) ,1.24 (6H,d,J=6.7THz) .

(29421 (T J%3)

[2943] 3 —Z%H—5 —0— [ @4— AR ORF) L] -3 — i —N— 2 —
PR 2

[2944]  fii [ Fik T FE2fr R 20 &4 (3.8¢) LL S5l 11 T R LIRIRE T - TSN
RFEFREUL Y (5.78g) o

[2945]  'H—NMR (CDC1,) §:11.9(1H,s),7.68 (2H,d,J=7.4Hz) ,7.60 (1H,s) ,7.57 (2H,d,
J—8.6Hz) ,7.51(2H,d,J=8.6Hz) ,7.39—7.18 (3H,m) ,7.02(1H,d,J=4.7Hz) ,6.95 (2H,d,
J=9.0Hz) ,6.89(2H,d,J=9.0Hz) ,5.84 (1H,m) ,5.63 (1H,d,J=7.8Hz) ,4.58 (1H,dd, J=
6.7,2.3Hz) ,3.99 (1H,m) ,3.83 (3H,s) ,3.81 (3H,s) ,3.63 (1H,dd,J=11.0,1.6Hz) ,2.92
(1H,dd,J=10.8,2.5Hz) ,0.91 (1H,m) ,69 (3H,d,J=6.7Hz) ,0.21 (3H,d,J=7.0Hz) .
[2946] (T J74)

[2947] 3 —%F—5 —0— D (4—HSE D) O L] -3 — it —N— 2—H
SN 2

[2948] 7F iR TE3PriS 2k & (5. 17g) I B (60mL) ¥4 7% o i N = 2% 2L 5
(3.98g) , fE 0 M HEA/ NI 15 SN RO e 4, ok B W AR IE A [/ SR &
RE] A TR RIS 2R &1 (2. 229)

[29491  'H—NMR(CDC1,) 8:7.77 (2H,d,J=6.7Hz) ,7.49—7.17 (8H,m) ,6.86—6.77 (4H,m) ,
5.93(1H,d,J=2.7Hz) ,5.85(1H,d,J=3.5Hz) ,5.02(1H,dd,J=6.7,2.7Hz) ,4.74 (1H,m) ,
4.32(1H,m) ,4.06 (1H,m) ,3.79(3H,s) ,3.78(3H,s) ,3.72(1H,t,J=5.9Hz) ,3.49 (1H,dd, ]
=10.4,3.3Hz) ,3.33(1H,dd, J=10.4,3.7Hz) ,2.26 (1H,m) ,1.21—0.95 (6H,m) .

[2950] (T F%5)

[2951] 5" —0— [A (4 —HIEEREY) CORRY) L] -3 — s At —N— (2 — L
) —3 —(2,2,2— ZHAB 21

[2952] £ R T R4S B 59 (2. 22¢) 1IN, N— Z FHEE FHPfi (20mL) 7 FH N =
TR (4.0mL) , 7E50°C FHEHE2 R o RS RS EN e, N ABATRRIR B /KA TR B w7
=1k, HOR O FEH A NLUE MR oK A IR S , FCKBRBR A T T4 e 2
THIRF WG BE R e 4 o K 7 BE P R IR AE =T [ — S FR e/ AR B ) A TR 1, 15 2 b8k
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Ay (2.06g) .

[2953]1  MS(ESI)m/z:751 (M+H) *.

[2954]  'H—NMR (CDC1,) 8:12.0 (1H,brs) ,7.81 (1H,brs) ,7.65 (1H,s) ,7.59 (2H,d,J=
7.4Hz) ,7.47(2H,d,J=9.0Hz) ,7.43(2H,d,J=8.6Hz) ,7.27—7.18 (3H,m) ,6.87 (2H,d,J=
9.0Hz) ,6.82(2H,d,J=9.0Hz) ,5.72(1H,d,J=6.3Hz) ,5.67 (1H,m) ,5.02 (1H,m) ,4.33 (1H,
m) ,3.80(3H,s),3.78(3H,s) ,3.60(1H,dd,J=10.6,1.6Hz) ,3.29 (1H,dd,J=10.6,2.7Hz) ,
1.36(1H,m) ,0.82(3H,d,J=7.0Hz) ,0.44 (3H,d,J=6.7Hz) .

[2955] (T J36)

[2956] 5 —0— D (4—HAEAEASD) O FHE] -2 —0— {C—FURLHD [~ (H—
2— 50 AL — 3 — A —N— Q— PR —3 — (2,2,2— =A%) 24
[29571 i) FiR T )5 g 2lnb &4 (1. 0g) LS S2heBls T )5 AR i TN
RN E RN A AR S PTE AU A (780mg)

(29581 (T J57)

[2959] 2 — PPNt —2 — %6 — R MR —2 — {2—0— [0 T & (CF D) HHREE AL ] —
3—0— (%83 (oxide) (WFEdh) —\"— k] —p—D— Wi} —6,7,8,9—PU%A —2H—
2,3,5,6—VURAHRIH [cd] B

[29601  {r 5Bl 15632l &4 (5. 0g) 1M (30mL) A7 A /K (0. 18mL) A1
ZICFRMENE R (1.28) 7R MHCFE3053 Bl o A8 SN N T Ji (30mL) , /1 %53 M
PE3053 Bl o R S NIRRT M 4 iy, K% BE W) T S G B 22k o AE R B Wy — S HE (50mL) 7%
AR IIMNK (0.88mL) Fll 45L& (3. 2mL) 19— S i be (50mL) A, 7£ =i N HtEEL/N
I o DN FHES (5mL) AINHERE (6 . 3mL) o S W 455 1E e, 60 SN IRl s 445 o 1445 B W TIDTOL AL I
HEENT (O QR Ol — e/ R 1 30 RS ), A5 2P R8UL &4 (3. 0g) -

[2961]1 NS (ESI)m/z:589 (M+H) *.

[29621  'H—NMR (CD,0D) 8:8.01 (1H,s) ,7.65(1H,s) ,7.44 (1H,m) ,7.34—7.26 (4H,m) ,7.02
(1H,d,J=639.3Hz) ,6.24 (1H,s) ,4.89 (1H,m) ,4.81 (1H,ddd,J=10.6,5.1,1.6Hz) ,4.43—
4.27(3H,m) ,3.90(2H,m) ,3.14 (2H,m) ,2.30 (2H,m) ,1.42 (9H,s) ,0.80(9H,s) ,—0.27 (6H,
s) .

(29631 (T J%8)

[2964]  —EHTRA

[2965]1  ff b T 7T S 2k 54 (543mg) ) — S HE (6.0mL) — £JI5 (6. 0mL) TR
WIS T 0i3A, 1/16 (500mg) F14,5— —SEEBKME (126mg) , 7E =10 N HiPkE 1523 8l 75
IR AN R T 63 20 4 &% (780mg) , Fit £ 5/ e, IIAN, N— I3 —N —
Bk —30—1,2,4— "M —5—3L) Pk (219mg) , FE—2LHiHE2/ NN o SN e
JEER £ 1T 3A, AESEI R IINABABRIR A B/ KA, TR O 2B KA LUE /K
FREN TR, B8 5T B0, K BV M 4 o R B B W R A E AT [ 4/ R B 1 34T
K5 AR A Y (T40mg) 19— S (6. 0mL) IR - AR IIAIK (0. 086mL) Fi1— 5.
FiR (0.158mL) 1) S HGE (6. 0mL) PR, A2 2500 P HePEL . 5/ o JINIHIE (0. 31mL) o i b7 {5
1EJ5 ¥ SRR IR 4 o K 5% B8 )RR IR =T [ — Sl e/ RS ] dEA RS il L 15 2 B 1
ARSI A TR S B PR S (520mg) .
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[2966]  MS(EST)m/z:1168 (M+H) .

[29671 (T J%9)

[2968] N—{9—[(5S,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 14— (6— Kt} —6,7,8,9—
DU —2H—2,3,5,6 —PUSEZ AT [ed] B —2—50) — 15— { [T 36 (3 FIRELEE] 5
B —10— Q—HERHE) —2— a2 —HE - 10— IFHE—-16— 2,2,2— =L
M) S\ —2H, 10H, 12H—5, 8 — FIFF —20°, 10A° — W I [3,2—11[1,3,6,9,11,2,10] F.
IR TR IO — 7 — ] —6— L —6,9— A — IH—IE — 2 JE} — 2 — FRIL PG
%

[29691  fifi ] ok T 8RR 210k & (270mg) DL S Sl T 5 9lmit i etk T s R
RN F RN R RE S PTE AR A (110mg)

[2970]  MS(ESI)m/z:1182 (M+H) *.

[29711 (T F£10)

[2972] W (N,N— /52 %) (5S,7R,8R, 12aR, 14R, 15R, 15aR, 16R) —16 — 53t —7—
Q—@R—6— AL —1,6— A —9H—TE —9—30) — 15— {[RUT 3 () IR
R —2,10— A —14— (6,7,8,9—PU% —2H—2,3,5,6— PURZK I [cd] B —
2—3) J\&(—2H,10H, 12H—5,8— FFIHF— 21", 100" — W 7f [3,2—1]1(1,3,6,9,11,2,10] F.
AL TR —2, 10— W (D)

[2973] i f] bk TR 93 2k &% (110mg) DL 5 Sl T 10[RIRE 5 36T
I, 15 EIRREUE AP R A A1 (34 2mg) AL AL 42 (19. 3mg) »

(29741 X SAG AL (AR )

[2975]  MS(ESI)m/z:859 (M+H) *.

[2976] XML SFAG A2 (Rlett)

[2977]  MS(EST)m/z:859 (M+H) *.

[2978] (T fF11—1)

(29791  — 44 (5S,7R,8R,12aR, 14R, 15R,15aS,16R) — 16— 443t —7— (2 — 2L — 6 — A,
FE—1,6— "% —9H—ME —9—JL) — 15— —2,10— M dt—14—(6,7,8,9— 4
A—20—2,3,5,6—PURZHK I [cd] BE—2—JL) J\S —2H, 10H, 12H—5,8— FIFF— 21, 10
A — I [3,2—1701,3,6,9,11,2,10]1 F4AZ —BEFAHIUH—2, 10— X (s h)

[2980] (IR SFHIHL)

(29811 (] iR T 103 21 &1 ENTIR A AL (34. 2mg) LA S 511 T 11
FUAEI 5 VAT BN iy, (o FHIC I 8RB AT JE AT [10mM TR — LR E KA/ LI 1 A RS
138 = O bR S5

[2982] SR = R LS 955E 0 T R LUAT R CRE o s ] RIRER 5 il T 3R 4
e, 13 2FREE A (8. 9mg) .

[2983]1  MS(ESI)m/z:745(M+H) ".

[29841  'H—NMR (CD,0D) §:8.01 (1H,s) ,7.93 (1H,s) ,7.01 (1H,s) ,6.20 (1H,d,J=3.9Hz) ,
6.01 (1H,d,J=8.6Hz) ,5.65(1H,m) ,5.19 (1H,dt,J=9.5,4.0Hz) ,4.68 (1H,t,J=4.3Hz) ,
4.40—4.28 (2H,m) ,4.23(1H,m) ,4.17 (1H,m) ,4.11—4.01 (3H,m) ,3.41 (2H,m) ,2.75—2.53
(2H,m) ,1.98—1.78(2H,m) .
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[2985]  *'P—NMR(CD,0D) 8:58.0(s) ,54.3(s) .

[2986] (L fr11—2)

[2987] 4/ (5S,7R,8R,12aR, 14R, 15R,15aS,16R) — 16— %43t —7— (2 — 2L — 6 — A,
FE—1,6— S —9H—MEM —9—J) — 15— —2,10— M ts—14—(6,7,8,9— 4
A —20—2,3,5,6— DU ATF [ed] B —2—3L) /U —2H, 101, 12H—5,8 — I —21°,10
A — kI [3,2—1701,3,6,9,11,2,10]1 F A2 BEEAHDUH—2, 10— XX (s h)

[2988]  (EXSHLSFAG1A2)

[2989] (i [{]_I-iR T )7 10Rr 3 21N &1 GEXNTIR A A2) (19.3mg) LA S SEHI1 T /511
[FVRE) 5 IR TSN IS, FHCISEERTA: EMT [ 10mM IR = & BE oK AR/ L1 - TAS I, 15
B = L ERIE IR S

[2990] KT 21 = Wb A S SChEFI1 T LLAT R R e ] RIAER 5 ikt T2k e
i, FFEIFREUE & (5. 6mg) .

[29911  MS(ESI)m/z:745 (M+H) ".

[2992]  'H—NMR (DMSO—d,) §:10.7 (1H,s) ,8.40 (2H,brs) ,8.09 (1H,s) ,8.03 (11,s) ,7.74
(1H,brs) ,7.22(1H,s) ,6.95(1H,brs) ,6.53 (2H,brs) ,61.6(2H,t,J=8.2Hz) ,5.57(1H,q,J
=8.0Hz) ,5.25(1H,dd,J=7.8,4.3Hz) ,4.61 (1H,dd,J=7.6,4.5Hz) ,4.38 (1H,s) ,4.27—
4.11(3H,m) ,3.85—3.71(3H,m) ,3.35(2H,m) ,2.80 (2H,m) ,1.93 (2H,m) .

[2993]  *'P—NMR (DMSO—d,) 8:60.3(s) ,58.3(s) .

[2994]  SJitaf5154 : CONA4 [ %,

[2995]  (5R,7R,8S,12aR,14R,15R,15aR, 16R) — 15,16 — —ji—7—[1— Q—FIL ) —
6— A —1,6— 2 —9H—MEM —9— 3] —2,10— W GRFL) —14— (6,7,8,9— DU —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\&—2H,10H, 12H—5, 8— HI#fF —21°, 100" — Itk
mE3,2—1101,3,6,9,11,2,10] 584 WA T-PUML—2,10— i

N H
B
? N W—N
o F

el
vl o

[2996] on:fN o-L-sH
HOg

4

44
44a ( FErmRGE )]
44b ( #EnmEHEk2 )

(29971 (5 picfz]
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NN
N -}—N‘ 0-Bz
. HO b
[s] D-Bz I\--..I/O\IA‘NJ-"/
r:::'l\ \ \_a" 4N
;\\r” -~ ° F HO " ?
s A N =0 P o
{ / 0% "OH . NN
\_/~o " \\): H TR e o o IF2
8 B .
'l:l; N 'h-../L?.-N\;_N E o N"? N\\_.p,i
=/ NC T
ey ~ofo o J5
- | N__#
NC P ~ Ty
/k\ (e} F
H. T
SP
[2998] BP o
Bz N H
N E
NC~o SN Na' Q N YN
s=p o o W s-B o v/
—_ N = ) o F \LO l’j\)-_/J
o F \""‘“./ \__N\/\-J Y ey =N
\ S . \ _'\_.:_'
NN A~ O F = N"N"Sg"~ O F
\- | = 0-P-5
=, 0-P-SH A !
o= N & o:-.{N N 5 Na
. (
§ )

[29991 (T J71)
[3000]  fifi ]S hitfh44 1 5 83 2 ik &9 (636mg) LA ST 137 RIAE 5 kb4 T
[, {5516 — KA — 2 — {2 — i —2— i —3—0— [ (a2 — A — L] —
B—D—IkNiihidtl —6,7,8,9— DU —2H—2,3,5,6 — PUBZeHTT [ed] BEfH LIRS - i
S 20 SIS N 55149 T TR A3 21 1A 54 (640mg) DA S STt i1 T 8[FRIFFI1 5
TEAEAT SONT AT B PR W B T T8 T ORI SO

[30011 (T F2)

[3002] 2—{9—[(5R,7R,8S,12aR,14R,15R, 15aR,16R) —14— (6— K ikt —6,7,8,9—
P —2H—2,3,5,6 —PURZ KT  [ed] BE—2—3) —10— Q—HEALHE) —15,16—
T — 2 — AL — 2 — B — 10— T AREL/ \ S — 2H, 10H, 12H— 5,8 — FIf%F — 2%, 100" — Ik
F03,2—1111,3,6,9,11,2,10] L5824 A PO —7 — 3] —6— i E 2t —6,9— 4 —
IH—FES — 1 — 3L} £ R R

[30031 i ] I3k T 7 1A 3 21 FH LA 55 S oL T 9l R 5 i A T IOV, 432 gk
- AR R A AR S B AR 59 (228mg : 25 A 2250 -

[3004]1  MS(ESI)m/z:1040 (M+H) *.

[3005] (T J%3)

[3006] 4} (5R,7R,8S,12aR, 14R, 15R,15aR,16R) —15,16— _Ji,—7—[1— Q— K
B 66— —1,6— A —9H—MEM 93] 2 10— i —14— (6,7,8,9—14
A —20—2,3,5,6— DU ATF [ed] B —2—3L) /U —2H, 101, 12H—5,8 — I —21°, 10
A — I [3,2—1701,3,6,9,11,2,10]1 F4AZ —BEEAHIUH—2, 10— X (s h)

[3007] Rt ik T 23 2l b &) (228mg) iA AT HEE (5mL) A28 % 2 /KIE R (5ul) H,
LE60°C NHCFEL2/NI o K5 S N IROR Me 4 iy , Ak R FHC 1 8ERCAE ZAT [10mM AR = £ 3K
VR O] < 25 BIHPLC [10mM PR = L RE KR/ O, Ol 5% —30% (057 —40757) 1.
DA il 85 HPLC [10mM AR = & 3K/ O — WA (1:1) , O — MRE I (1
1) :7% —50% (073 —4043) JEA RSB, 79 B3 2] = LB P REUE S A X A
PRI ERR A4 R 2 (HPLCH PR BAR ] - R A 1R 152) .
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[3008]  KefS 201 = L Mch LA S 5Bl T3 LLArR 1) ettt eh ] R ik b Tk e
o, 3R S PIRA R AS AT (12, 5mg) FIEHEXTIR F AL {42 (15. 8mg) »

[30091  RXSIC A AT (ICAR )

[3010]  MS(EST)m/z:779 (M+H) .

[3011]  'H—NMR (CD,0D) §:8.63 (1H,s) ,8.16 (1H,s) ,8.03 (1H,s) ,7.08 (1H,s) ,6.47 (1H,
dd,J=17.5,1.8Hz) ,6.27 (11,d,J=7.9Hz) ,5.64—5.36 (3H,m) ,5.31—5.20 (1H,m) ,
4.62—4.50 (2H,m) ,4.44—4.39 (1H,m) ,4.32—4.12(3H,m) ,4.10—4.03 (1H,m) ,3.99—
3.91 (1H,m) ,3.83—3.72(2H,m) ,3.52—3.46 (2H,m) ,2.78—2.72(2H,m) ,2.04—1.85 (2H,
m .

[3012]  *'P—NMR(CD,0D) 8:57.5(s) ,55.0(s) .

[3013]  RXme A k2 (Rt

[3014]  MS(EST)m/z:779 (M+H) .

[3015]  'H—NMR (CD,0D) §:8.69 (1H,s) ,8.21 (1H,s) ,8.03 (1H,s) ,7.25 (1H,s) ,6.49 (1H,
dd,J=15.1,3.0Hz) ,6.28 (1H,d,J=9.1Hz) ,5.64—5.28 (4H,m) ,4.61—4.39 (4H,m) ,
4.26—4.17 (1H,m) ,4.13—3.95 (3H,m) ,3.84—3.77 (2H,m) ,3.53—3.45 (2H,m) ,2.92—
2.77(2H,m) ,2.02—1.92 (2H,m) .

[3016]  *'P—NMR(CD,0D) 8:60.7(s) ,57.4(s) .

[3017]  SJitEf555 : CDNASY 5 ¥,

[3018]  (5R,7R,8S,12aR,14R,15R,15aR,16R) —7 — {6 —2{Ft—2— [ Q-2 FLHL) 41
FL] —9H IS —9— L} — 15,16 — 9 —2, 10— Gidh) —14— (6,7,8,9— Y% —2H—
2,3,5,6— PRI [ed] B —2—35) J\ S —2H,10H, 12H—5,8— FIHF — 21, 100" — W f
[3,2—1][1,3,6,9,11,2,10] Fi el B PAHPUH —2, 10— i

N H
/"lr_\

o] N N
HS-P o] —
ol o
= O—P-SH
[3019] H,N— N o
N4
N
H‘\—NHZ
45

A5a (FEWERME )
45b (EHNmEHE2 )

[3020] [ pliksz]
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o
o N—{
— 0=
N HN Nosie ,
& N
LY WA s
_/~o o Y— Bz 04
A\ N__N
% S N
O X A
i - E o N Bz
—N z : N B—N
; NC_ _~ P
Nn".f _N ~ »0. ‘PIJ HO O I> H
HO Y={ IF1 e L
— \J.‘-N\/’\“‘ N Bz
\_._J'_ F o N"f"_ 5N
o F NC\/“\O P o \I«:)_ )
0% "OH ._‘_\,OVN\)\
~
H\g F
0 “OH
Bz N
~N | : H
[3021] o NN 9 Ny
s=p 0 — “$-P——0 Y=(
0 F L(o\,.N\//-_/ o F 'H.O},N\/k_
P —\ i I —/
IF2 N//"“‘N-(O/'*--.. o F IF3 N/)‘N"'\O)\\ o F
HO)= O-P-SH _<\“\’N O-P-8~
N—{ N o) HzN ; 0
Bz N4 N4 ol
N N NI_- H
H S\ H H i l/H“*/ ‘ N
»—0 -0 '
o M 0
Si— Si
1 '
—N H
Na® O N’{_\ N_
TF4-1 “s-P O\..._,O = |
0 F N A —"
TH4-2 <\ [

\ S n
N%N—'\Of--.‘ o F

_(\_{ O_ﬁ_s_Na'
HoN N o
i \N—z

N

"‘_\—NH2

[30221 (T F¢l1)

[3023]  fifi S hitfh44 1y 83 2| itk &9 (696mg) LA ST 137 RIAE 5 kb4 T
[, {5216 — KA — 2 — {2 — i —2— i —3—0— [ (a2 — 2 — L] —
B—D—IENiihidtl —6,7,8,9—PU% —2H—2,3,5,6 — PUBZHIT [ed] BE[H RS - i
A2 SIS N S 5152 Ty LOPT A3 2 AL S (738mg) |, LA S S 511 T 3 8[FIAF 1
T EAT ON A 2 PR P B T4 DRI .

[3024] (T 72

[3025]  2— (=FIELHIRELERD) L3k [2— ({6 — R FHMENE —9— [ (5R,7R,8S,12aR, 14R, 15R,
15aR, 16R) —14— (6— K3t —6,7,8,9— 0% —20H—2,3,5,6 — PUK K [cd] BL —
2—3) —10— Q—HILLHRL) —15,16— G —2— It —2—Fidt — 10— i /\
A —2H,10H,12H—5,8— FIFF —2)°, 100" — W1 [3,2—11[1,3,6,9,11,2,10] Fi 5824 6k
AP — 7 — L] —9H— NS — 2 — L) 54 5L L) s L TR

[3026] (i f] iR T 1A 2 TR S ML S S L T 7 ol RE ) 7y i T IOV 1328 25
Hird SR Gy (1. 31g) KRR S B T8 PRI N .

[3027] MS(ESI)m/z:1195(M—H) ~.

[3028]1 (T J¥3)

[3029] X (N,N— — /% %%) (5R,7R,8S,12aR, 14R, 15R, 15aR, 16R) —7— (6— &t —2—
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{[2— ({[2— (=HIEHRER D OSSR 250 L8] 53t} —9H—IEe —9—3E) — 15,
16— 5K —2,10— —MiAkE—14— (6,7,8,9—PU% —2H—2,3,5,6—PUE 2R T [cd] B —
2—3) J\&(—2H,10H, 12H—5, 8 — FFIHF— 21", 10A° — W If [3,2—1]1(1,3,6,9,11,2,10] F.
AL TR —2, 10— W (D)

[3030] i [ bk T)F 23 8IMiR & (1.31g) LS S2ha il T 10[RRE T 36T
7,45 WA BRI S AR A R 1 (249mg : 545 2450 ARG A5 442 (344mg ; 25
AZTD -

[30311 XS Aa A1 (A1)

[3032]  MS(ESI)m/z:936 (M+H) .

[3033] XS S Ag A2 (Rtlett)

[3034]  MS(ESI)m/z:936 (M+H) .

[3035] (T f¢¥4—1)

[3036] 4/ (5R,7R,8S,12aR,14R, 15R,15aR,16R) —7— {6 — 2 —2— [ 2 —2d L HD)
SAE] —OH—MES —9— 3} —15,16— 5 —2,10— ML —14— (6,7,8,9— U4 —
2H—2,3,5,6—PU%ZeR T [cd] BL—2—35) J\ A —2H, 10H, 12H—5, 8 — I#fF — 21, 100" — Ik
I 3,2—1101,3,6,9,11,2,10] A2 MR TPUME—2, 10— W (Bl Eh)

[3037] (XM Ag{Al)

[3038]  fififf] iR T /53R 2l &9 GRS A9 1AL (249mg - 54250 DA 56151
40 T SIRIRER g b AT RON T, # HR DA 19 DRSS 1 - TR ), 15 2 = B B U0 bR
BULEW) .

[30391 A& IS4 il & FUHPLC [ 10mM TR = £ FRBoKysm/ G, O :10% —40% (0
43 —30%3) J A SHI 2 FUHPLC [10mM PR — 3R EKIEIR/ i s O : 0% —30% (043 — 30
3]

[3040] K152 = b DA S 90611 T LAk i e o b Eh ] R ik b Tk f4
e, S ERREE S (9. 2mg)

[30411  MS(ESI)m/z:792 (M+H) ".

[3042]  'H—NMR (CD,0D) 8:8.17 (1H,brs) ,8.01 (1H,s) ,7.01 (1H,s) ,6.45 (1H,d,J=
17.5Hz) ,6.07 (1H,d,J=8.5Hz) ,5.84—5.64 (1H,m) ,5.61 (1H,dd,J=53.5,3.3Hz) ,5.40
(1H,dd,J=52.0,4.2Hz) ,5.30—5.18 (1H,m) ,4.59—4.17 (6H,m) ,3.54—3.42 (2H,m) ,
3.39—3.31(2H,m) ,3.05—2.98 (2H,m) ,2.69—2.51 (2H,m) ,2.02—1.83 (2H,m) .

[3043]  *'P—NMR(CD,0D) 8:57.3(s) ,54.8(s) .

[3044] (T fr4—2)

[3045] 4/ (5R,7R,8S,12aR,14R,15R,15aR,16R) —7— {6 — 2k —2— [ 2 —2d L HD)
SAE] —OH—MEIS —9— ) —15,16— 5 —2,10— ML —14— (6,7,8,9— U4 —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A —2H, 10H, 12H—5, 8— HI#fF —21°, 100" — Itk
IFI3,2—1101,3,6,9,11,2,10] A 5AZ —BEPAFPUMR—2, 10— B (R h)

[3046]  (EXSHLSFAG1A2)

[3047] i ] R T 33 2l &9 AR A9 1A2) (344mg - 13542 50) DA ST 151
40 T SIRFER 5 b AT ON T, # HR DA 19 DRSS D - TR ), 15 2 = BB U bR

262



CN 118846110 A W OB P 257/357 T

BULE )
[3048]  [AG I 25 R ] il & UHPLC [10mM O TR = L ALK/ G , O :10% —40 % (0
43 —3043) 1A Kl 25 BHPLC [ 10mM TR = L B Kiamw/ MG, M :10% —30% (043 — 30
M.

[30491 RS2 = L ch DA S 5Bl T3 LLArR 1) et otk 1 R ik b Tk e
e, 3 RFREE A (4. Tmg) .

[3050]1  MS(ESI)m/z:792 (M+H) *.

[3051]  'H—NMR (CD,0D) §:8.05 (1H,brs) ,8.01 (1H,s) ,7.35 (1H,s) ,6.50 (1H,d,J=
16.3Hz) ,6.06 (1H,d,J=8.5Hz) ,5.98—5.75(1H,m) ,5.48—5.28 (3H,m) ,4.59—4.28 (3H,
m ,4.29—4.22(1H,m) ,4.04—3.98 (1H,m) ,3.56—3.42 (2H,m) ,3.36—2.61 (6H,m) ,2.05—
1.86(2H,m) .

[3052]  *'P—NMR (CD,0D) 8:58.4 (brs) ,57.6(s) .

[3053]  SLJitaf5156 : CDNAGI 75 ¥,

[3054]  (5R,7R,8R,12aR,14R,15S,15aR,16R) —7— (6 — 5 Ak —9H—MES —9 —JL) —15,
16— —FH—2 10— W &) —14— (6,7,8,9—PUA —20H—2,3,5,6 —PUR 2K T  [cd]
B —2— ) 14 —2H,10H—5,8— I —20°, 100" — B /% [1][1,3,6,9,11,2,10] L84 —
JEEAT- DU —2, 10— i

=

[3055] O—P-SH
H,N N o
2 \N—"y (@]
46
46a (FEMBREBHE )
46b ( EXERBHE2 )

[3056] [ pliktz]
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W

J,;—N
TBS.. N_ e N, N,
?\Q‘N 1 il HO N\f::ﬁ:c' T2 HO N\TJ:NH’ IF3
Nz~ N2 e
o N T N

HO OH HO 4 -O H

Y
o
o — % #-N\ Bz
Pl N H
o L /o =
Qo
£ Bz Bz - 2
0/ % J -"'.*_._N\ N n"f_'N\ N TBS-0, ©
30571 Lofe - w ) P oo
N_/ T ! N_ A~
» ) 79 ~Tr TF10 A
= o ‘o-mss o o-TBS
o OM
o 0
Y
o
Y
il s}
0= % J z"; Bz =
s ‘{/ N H O = \\?/f N Bz
O <) ‘e
R L(_l\f-dN\? I;$11 ;-,\/"“L..O 5 - F?_
= N Bz B MY-TNVN TIFR12
: - ! Bz
-0

—
N, N”‘\'N'Q\l o o-TBS N/,\N.ID_)\\ o OH
T 0—P-SH ={ O-P-g~
" N N o HN—, N o Na
o o-TBS Bz N N
P

[3058]  (TJ/31)

[3059]  (1R,2S,3R,5R) —3— (4— S —5— ML —TH—ME NI [2,3 —d]meng —7—3%) —
5— (AL I hi—1,2— 7

[3060]  ZESCHREL AT (W02015/199136) [1)7— [ (3aS, 4R, 6R,6aR) —6— ({4 ] & (—FIEL)
PR L] S8 L) D) — 2, 92— — FRIEPU 4 — 2H, 3aH—FF% [d] [1, 3] A A F Rk i — 4 —
B —4— 5 — 55— — TH—E I [2, 3 —dI MBI (6. 0g) R N =9I (36mL) 7K
(12mL) , 72 =500 N R 3/INSF o K S MUk e e 40 , 73 BIRRBUL S PR =10 o 4545 2 i =
WIEL AL T4 Mok

[3061]1 (32
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[3062]  (IR,2S,3R,5R) —3— (4— 45t —5— it — TH— I (2,3 —dJmsng — 7 —5b) —
5— AL I hi—1,2— 7

[3063]  7F ik TJr1ATfF S G (4. 40) 11, 4— AT (40mL) IR DN 28 % 547K
(40mL) , £E90°C N P72/ NI o 15 S N IR e 446 i , 15k B8 W FIC L 8 cAE FE AT K/ ]
ATRE T, S 2IPREUL S (3. 48) -

[3064]1  'H—NMR (CD,0D) 3:8.07 (1H,s) ,7.56 (1H,s) ,6.57 (1H,brs) ,4.89 (1H,dd,J=19.2,
8.6Hz) ,4.79(1H,d,6.7Hz) ,4.70 (1H,t,J=5.3Hz) ,4.59 (1H,d,J=4.3Hz) ,4.15 (1H,m) ,
3.78(1H,m) ,3.45(2H,m) ,2.14(1H,m) ,2.03 (1H,m) ,1.48 (1H,m) .

[3065] (T F%3)

[3066] 7—[(4aR,6R,7S,7aR) —2,2— " — T 3 —7— {[HU] 5 (PR Pk R4
Y ONA — 20—k [d] [1,3, 2] Akt (dioxasilin) —6—3k] — 5 — it — 7TH— I
(2,3 —d]msng —4—Jiz

[30671  fifi ] iR T 23 28I &9 (3. 3g) DA S 92 fil L T 7 1 AR Iy iR T RN
R S (4.62) .

[3068]1 'H—NMR(CDC1,)§:8.27 (1H,s) ,7.00(1H,s) ,5.69 (1H,brs) ,4.92 (1H,dt,J=9.0,
1.2Hz) ,4.32 (3H,m) ,3.98 (1H,t,J=10.8Hz) ,2.58 (1H,m) ,2.26 (1H,m) ,1.74 (1H,brs) ,
1.49 (1H,dt,J=12.5,8.6Hz) ,1.13(9H,s) ,1.09 (9H,s) ,0.86 (9H,s) ,0.06 (3H,s) ,0.00

(3H,s) .
[30691 (T Fr4)
[3070] 7—[(4aR,6R,7S,7aR) —2,2— " — | & —7— {[F] 3 CHE) FREGER ] A

FNA -2k [d][1,3,2] Skt —6—3] —5— (3,3— AN —1—H—
1—55) —TH—IIg I [2, 3 —d]msng —4—Jii

[30711 i [ iR T E3fr S 2Infb &4 (4. 6g) DL S Sl T 5 2[R RE T iR aE 4T SO
R 5 (3.62) o

[30721  'H—NMR(CDC1,)3:8.30(1H,s),7.15(1H,s) ,5.61 (1H,brs) ,5.55(1H,s) ,4.90 (1H,
dt,J=9.0,1.2Hz) ,4.32(3H,m) ,3.97 (1H,t,J=10.8Hz) ,3.86 (2H,m) ,3.71 (2H,m) ,2.58
(1H,m) ,2.28 (1H,m) ,1.68 (1H,s) ,1.48(1H,m) ,1.32(6H,t,J=7.0Hz) ,1.13 (9H,s) ,1.09
(9H,s) ,0.86 (9H,s) ,0.05(3H,s) ,0.04 (3H,s) .

[3073] (T %5)

[3074] 2—[(4aR,6R,7S,7aR) —2,2— — — T 3 —7— {[FUT 5 (5D Pk R4
B N —2H—E R [d] 1,3, 2] A4k —6—4L] —6,7,8,9— DU —2H—2,3,5,6— Y
HAKIf [ed] BE

[3075]  fifiJf] ok T JPART 3210 & (3.60g) DL STl T 5 3ImkEn )y ihdbr s N
R S (2. 448)

[3076]  MS(ESI)m/z:589 (M+H) *.

[3077]  'H—NMR (CDC1,) 8:8.18 (1H,s) ,6.66 (11,s) ,6.55 (1H,brs) ,4.94 (1H,m) ,4.36—
4.25(3H,m) ,3.97 (1H,t,J=10.8Hz) ,3.57 (2H,m) ,2.93 (2H, t,J=5.5Hz) ,2.58 (1H,m) ,
2.27 (1H,m) ,2.09 (1H,m) ,1.46 (1H,dt,J=12.5,8.6Hz) ,1.29 (1H,m) ,1.12 (9H,s) ,1.08
(9H,s) ,0.86 (9H,s) ,0.04 (3H,s) ,0.03 (3H,s) .
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[3078] (T J36)

[3079]  {2—[(4aR,6R,7S,7aR) —2,2— " — T 3 —7— ([T H () Pk i
B N —2H—ER R [d] 1,3, 2] — A4k —6—4L] —2,7,8,9— DU —6H—2,3,5,6— Y
AR [cd] B —6— 3L} GEED TR

[3080] i [k T 3Rt & (2. 44g) DL 92 T RralmbEny 77 Bdb i N,
RIS (2.018)

[3081]1  MS(ESI)m/z:663 (M+H) ".

[3082]  'H—NMR(CDC1,) §:8.12(1H,s),7.42—7.25 (5H,m) ,6.97 (1H,s) ,5.04 (1H,t,J=
9.0Hz) ,4.44 (1H,m) ,4.38 (1H,dd,J=10.0,4.9Hz) ,4.33—4.23 (3H,m) ,4.00 (1H,t,J=
10.8Hz) ,3.06 (2H,m) ,2.60 (1H,m) ,2.29 (3H,m) ,1.57 (1H,m) ,1.14 (9H,s) ,1.10 (9H,s) ,
0.84(9H,s) ,0.06(3H,s) ,0.05(3H,s) .

[3083] (T F¢7)

[3084]  {2—[(IR,2S,3R,4R) —4— {DW (4—HIEEFIL) CORBD) AT 3L} —2— ([
TR (D) b R AR —3— k] —2,7,8,9— U —6H—2,3,5,6 — VU
Zek I [ed] B —6— 3L} CRID) HIFR

[3085]  fifi[f] Rk T 632l (2.01g) DL Szl T 5 smita etk T s N,
R S (2.13)

[3086] 'H—NMR(CDC1,)§:8.03 (1H,s) ,7.49 (2H,m) ,7.38—7.19 (13H,m) ,7.02 (1H,s) ,
6.83(4H,m) ,5.07 (1H,m) ,4.60 (1H,dd,J=8.6,5.1Hz) ,4.29 (2H,m) ,3.99 (1H,m) ,3.79 (6H,
s),3.33(1H,dd,J=9.4,3.9Hz) ,3.22(1H,dd,J=9.2,4.1Hz) ,2.97 (2H,t,]=6.5Hz) ,2.68
(1H,d,J=1.6Hz) ,2.37—2.18(5H,m) ,0.73 (9H,s) ,—0.18(3H,s) , —0.47 (3H, s) .

(30871 (T J8)

[3088]  (IR,2S,3R,5R) —3— (6—KHIEFL—6,7,8,9— U —2H—2,3,5,6— PUAZ42K
Fled] B8 —2—F) —5— { I (4—HISEARER) ORF) AR —2— ([T 5 (CH
) b S 2 IR — e B TR T

[30891  7E LML (2.96g) KDY 2k (20mL) YA 7 FH NN , N — 3R L 3L i — i
(2.63g) , £ &0 MHE L2/ N o i S8R EAT W e R IR e 465 o A2 3R B 1Y) — S HH
(20mL) FER N R TP TR 28I R &9 (2. 10g) Flid — — FHRLSUIEMERE (155mg) |, /E %
Tk N AEFE LN o £ SR R FR DN AR AT R A /K oA il s A5 1 I, T R R EA T 45
H, B A HUE O KR ER BNEA T T8 o B8 2T 8501, RO e 4 - 1 5% B W T A 2
B [t/ SR CRR1 A TRE IS BIRREUE &4 (2. 359)

[3090]1  'H—NMR(CDC1,) §:8.02 (1H,s) ,7.49 (2H,m) ,7.40—7.19 (13H,m) ,7.04 (1H,s) ,
6.84 (4H,m) ,5.26 (1H,dd,J=5.1,2.0Hz) ,5.06 (1H,q,J=9.0Hz) ,4.61 (1H,dd,J=8.8,
4.9Hz) ,4.28 (2H,m) ,3.79 (6H,s) ,3.39 (1H,dd,J=9.2,3.7Hz) ,3.19 (1H,dd,J=9.4,
3.9Hz) ,3.00—1.85(14H,m) ,0.64 (9H,s) ,—0.13(3H,s) ,—0.45(3H,s) .

[30911 (T F79)

[3092]  (IR,2S,3R,5R) —3— (6—KHIEFL—6,7,8,9— U —2H—2,3,5,6— PUAZ42K
Fledl B —2—F) —2— {DRUT 2 (IR FIRERERE] AL —5— G ED) IR —4—
WA R TS
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[3093] #/F iR T F8AT3 21 b &1 (2.352) 19 S FF 4 (25mL) 1 ik AR ek I K
(0. 24mL) FI— 500 (1.05mL) 15 FF6E (25mL) J5 780, 78 2=l N 3R 1/ INI o A8 SR b
NS (1. OmL) A AR R S A /KA il SN A 1 e, T R SRR A T2, KA L= TG
TKIRER A AT T o BE 25 TR0, S5 BE R e 4 o K 2% B W R IRAE AT [ bt/ AR &
] A TR IS 2L & (1. 15)

[3094]1  MS(ESI)m/z:621 (M+H) *.

[3095]  'H—NMR(CDC1,) §:8.05(1H,s) ,7.38—7.17 (5H,m) ,7.04 (1H,s) ,5.19 (1H,dd,J=
4.5,1.4Hz) ,4.82—4.69 (2H,m) ,4.47 (1H,dd,J=14.5,7.4Hz) ,4.31 (1H,d,J=7.8Hz) ,
4.15—4.08 (1H,m) ,3.83 (1H,m) ,3.75(1H,d,J=10.8Hz) ,3.11—2.95(2H,m) ,2.90—2.51
(4H,m) ,2.47—2.32(2H,m) ,2.32—2.11 (3H.m) ,2.22 (3H,s) ,0.68 (9H,s) , —0.16 (3H,
s),—0.50(3H,s) .

[3096] (T F£10)

[3097] N—KHIE3E—2° —0— [ ({ (IR,2R,3S,4R) —4— (6— K HWH:}t—6,7,8,9—P1
A—2H—2,3,5,6 — PR AT [ed] B —2 — ) —3— {0 ] 28 (AL HAERE L] 41
B —2— [ U—A) P A TP R AL (2— 3 ) i ] — 5 —
0— D (4 —FSE BRI CRED) L] — 3 —0— (30T 3% (C 3 MRk IR IRt

[3098]1  #& bk T 92 &4 (550me) [N (12mL) 357 A NS T753A,1/16
(500mg) MIN—AHHRAL —5 —0— DA (4 — HS R ED) OR3D) 3] —37 —0— DR ] 2 (2
3D kit ] — 2 —0— {C—FIROHD [ (W—2—30) 2L L) I (1.23g) L1
i FHEPELS Bl o AE NI N4, b — mUERRIE B P LN S DN 3H— 1, 2 — 2Kt
Fy—3—M1, 1 — ¥ (355mg) , FEIEHE LA/ INIF o MU H 2 B85 250017 3A, AR I8
FR DN TR R 0 7KV R, TR R 2B KA HUE T JCK OB e T8 e, i 2 T4
), RIS M 45 - K 5% B W) T RE R A BT [ b/ SRR OB ] ZEA TG, 13 2B 11
AR A AT S PR & (1.17g) «

[3099]1  MS(ESI)m/z:1539 (M+H) *.

[31001 (T J¥1l)

[3101] N—ZHIFiE—2" —0—[{[ (IR,2R,3S,4R) —4— (6— K H®:E —6,7,8,9— 11
A—2H—2,3,5,6 — VUSRI [cd] B —2 —F) —3— ([T 28 (L) HAERE L] 51
B — 2 — AR A A (2 — SR D) L] —5 —0— DI (4 — HAR TR
5o ORFE) HEE] —3 —0— DRUT 2 (L) FERe 8] PR H

[3102] 4 PR T F10Fr 3 2I0ib &1 (1. 229) 1IN (2. 0mL) Y& Fh I N E— 7K &4
(0.25mL) PR (5.0mL) —FERE (7. 5mL) TG TR, 78 &= M AEHE30 B o 78 SN R N
IRAE SN 51 e, TR CREEA T2, KA L= KRB A A T T M o S8 TR,
e TRROH A 4 o 5% BE W R IR AT E AT [ b/ SR B ] A TG, 15 2B I 1 g X
SRR S YIE IR & (T70mg)

[3103]  MS(ESI)m/z:1442 (\M+H) ".

[31041 (T J¥12)

[3105] N—KHIFiIE—2" —0—[{[ (IR,2R,3S,4R) —4— (6— K HE:E —6,7,8,9— 11
A—2H—2,3,5,6 — VUSRI [ed] BE—2 — ) —3— {0 ] 2 (L) HAERE L] 41
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B} —2— {[BI FEED — 0 — B EE VU0 B ) AR L) @ — UL D) TR e
F)—3 —0— [T e (R FRE L] B

[3106]  7F Fk TJF 1121 &1 (770mg) [HIIERE (8. 0mL) 4536 H I NI g — K fig
(0.61mL) , 7E %= M AEHE2/INN o A5 SN R FR IINIK (20mL) K (8.0mL) LA K R = 25k
BKIRE (M, 1. 6mL) , FEFEL/INS T 3 SN IR TR M4 o A0 2R R I — & HH A (5. 0mL)
IR AR R IINIK (0.096mL) A1 =58 (0. 22mL) [ 5% %% (5. 0mL) Y78, Bt #E 30438
BINIEIE (0. 43mL) {52 M A5 1E i, 85 SRR RS i 46 o 15 5% BE W T RE TR AR AT [ b/ TR
SR ARSI, A3 2B - _E R A AT S E AR 54 (400mg)

[3107]  MS(ESI)m/z:1203 (M+H) ".

[3108] (T F¢13)

[31091 N—{9—[(5R,7R,8R,12aR, 14R,15S,15aR,16R) — 14— (6— KL —6,7,8,9—
P —20—2,3,5,6— PHE LRI [cd] B —2—H) — 15,16 — B { R T & (CHEL) IRkl
R —10— Q—HECHE) —2— WAt —2—FHi — 10— A -4 —2H, 10H—5,
8— HIMF — 20, 100 —Ff 7k [1][1,3,6,9,11,2, 10] FAEZ AT POk — 7 — 3] —9H— 2
W —6— L) IR FHpe i

[3110] i bk TP 12fr S8 n0Mb &4 (400mg) DL S Sl T 9lR FEK 7 16 T S
7,15 BB AR A AR S e b8 59 (300mg) -

[3111]  MS(ESI)m/z:1217 (M+H) ".

[31121 (T F¢14)

[31131 44 (5R,7R,8R,12aR, 14R,15S,15aR, 16R) —7— (6 — 24k —9H— W — 9 Jb) —
15,16 — &3 —2, 10— “#HiEHE—14— (6,7,8,9—PU%—2H—2,3,5,6 — PUR LK If
[cd) B —2—35) +%—2H, 10H—5,8— i — 21, 100" — ¥/ % [11[1,3,6,9,11,2,10] TiA
e BRI —2, 10— W (R Eh)

[3114]  7F F iR TR 13Ar R 2In0/b &9 (300me) 19 I EE (10mL) 35 7 NN 28 % % /K
(10mL) , AE 0 N PEHE 12/ INI o B8 SR IR e 4 i, AE R BB IR IDN = O i = A R £
(3.0mL) ,7E45°C P HEHE2/ N o AEVKIS I IMBR IR S — 3B (18mL) — = ZJK¢ (6. 0mL) 7R
TR NSRS TRAE SN A5 1 E o 6 S S IR M 4 iy, 3 CL8REIRAE EEAT [10mM AR — &
SR/ 1A TR, 43 201F 28] = b B A PR BUL S P X A A LA E
XA A2 6

[3115] KT 2 = O ReEh LS e FI1 T LLAT R R ek ] R g ikt A T2k e
o, A3 B BREAL AP A A1 (45 6mg) XA 42 (12. 6mg) -

[3116] XM AL ()

[3117]1  MS(ESI)m/z:728 (M+H) ".

[3118]  'H—NMR(CD,0D) 8:8.69 (1H,s) ,8.10(1H,s) ,7.93 (1H,s) ,7.10(1H,s) ,6.29 (1H,d,
J=8.2Hz) ,5.38(1H,dq,J=9.7.2.7Hz) ,4.99 (2H,m) ,4.79 (1H,d,J=3.9Hz) ,4.61 (1H,dd,
J=7.2,4.91z) ,4.36 (1H,m) ,4.29 (1H,m) ,4.19 (1H,m) ,3.99 (1H,m) ,3.89 (1H,q,J=
9.9Hz) ,3.47 (2H,t,J=4.9Hz) ,2.80 (2H.q,J=5.7Hz) ,2.72(1H,m) ,2.37 (1H,dt,J=16.4,
6.7Hz) ,1.94 (2H,m) ,1.61 (1H,dt,J=16.4,6.7Hz) .

[3119]  *'P—NMR(CD,0D) 8:58.3(s) ,54.0(s) .
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[3120] XM A A2 (Rtlett)

[31211  MS(ESI)m/z:728 (M+H) *.

[3122]  'H—NMR(CD,0D) 8:8.74 (1H,s) ,8.10(1H,s) ,7.95(1H,s) ,7.09 (1H,s) ,6.26 (1H,d,
J=8.6Hz) ,5.44(1H,m) ,5.24 (1H,m) ,5.06 (1H,q,J=9.3Hz) ,4.59 (1H,dd,J=9.4,4.3Hz) ,
4.51(1H,d,J=4.3Hz) ,4.34—4.21 (3H,m) ,3.94 (1H,m) ,3.74 (1H,m) ,3.47 (2H,m) ,2.85
(2H,t,J=5.5Hz) ,2.54(1H,m) ,2.45(1H,dt,J=17.1,6.7Hz) ,1.95(2H,m) ,1.38(1H,ddd, J
=14.6,8.3,5.0Hz) .

[3123]  *'P—NMR(CD,0D) §:62.7(s) ,60.1(s) .

[3124]  STiEfAI57 : CONAT I

[3125]  (5R,7R,8R,12aR,14R,15R,15aS,16R) —7— (6 — 2 Fk —9H—ME —9 —JL) — 15,
16— "R —2,10— M GHEL) — 10— IFiAk—14— (6,7,8,9—PUs —2H—2,3,5,6 — PU%
Ze 2k Ft [ed] B —2—3L) J\A—2H, 10H, 12H—5, 8 — FIMF—2A°, 100" — kI [3,2—1] [1,3,
6,9,11,2,10] Fi 582~ PR+ DU — 2 — i

N H
_,-':r_\

e N N
HS-? 0] —
o QHLh(i],N P

[3126] N vLor

rIJ‘ OH
O—-P-SH
N 11
H;N \N_’j’ 0
47
47a ( FEMBEHE )

(31271 [ 4 kikiz]
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o
~ { N Bz
7 ,'"'-_J\.-, N B2 i
=Y Bz o= N Y Mo Y=
i - ’ d v
0/~ N Y W N TR \%/)“jho pu— ] IRE2 \—\/ y“-\/" IFS
\ e LEF1 L O N \_f
% o N:/\n./' 0 .h'(\_; o ‘o-tes
{K} h‘\/_?‘. = o ‘o-1ES o~
HO  o-TBS o ’ o
o
\f\ \IO o
sy . A
0= \\r g N'r_ BN’ o/~ 34 N'_N>_ 0./~ \\.'—’II N":’_N\ N'BZ
7 - H ) _/ H ol H
i g I/3 L/ o 5 ‘r—-ﬂN TF4 L/ -0 o b !
OXr N SO or
. Rt —L =/ s
-0 © - 50 © TBS-0  ©
P~
/\T\ e i ;YAS.EQDA\/CN .TS ; STN!_
» g o’ [
Y
o
= o
b | N Bz =t
o™\ e N \)\ N Bz
L//h"f“o ‘_(_H 0= & ¥ Ny
Yy \'-(0\-‘": N W N\;( =
™ A f =
L o I 0 SO =
p N'\’_?_ ™ St O-'_"- ~N B2
[3128] " sh0 =\ TBS- 4 N SN
s ® A O el )
[ i 2 2 G A
| = L N\)'"
o o-TBS [~ - ]
0P~ HO  0-TBS
o
“EEMS T HBEC
—N Bz
N bt c
HO Y= H N
O NN m/‘s. TBS N N
\ . Bz oS sb——0 e
T85-0° 0O ™ o T8 N Y THE9
g N\-_—>‘_ I h ———tn
a8 0 I o B L
o e k{ D aad H /}:\ 0-P-SH
9 0O-TBS BZIN ‘}.._ﬁ-’ o
U‘E‘DH
“EHED
5N pe + N H
$ TBS N BN Na' S NN
5-P o Y= ) sd o Y= )
6 0 W\ OunN s TIFE10 o oH \-...‘\/O\I_N\f_h
R i [ —/
Nf“lyl-'*oz\--, o o-ms (7 N\f"‘y'\of'al o OH
Y={ 0-P-5~ N NS == 0-P-87, .
E—.\( N 8 H~ r““”/ HoN—{ N 5 N
Bz N7 N

[31291 (T /%1)

[3130] 6 —ZKHIERE —2— {5—0— [ (4 —HIS AR L) CRED) HEL] —2—0— [T 3
(T HI3E) FRERE 3] —3—0— (4— S REEE) —B—D— WMz bt} —6,7,8,9— P04 —
2H—2,3,5,6—PUR G-I [cd] B4

[3131] il a1 T e 5 Fr S B A S DA 5 5615156 17 8RIAEI 77 kA TR N, 15
UL 5 (2.89)

[3132]  'H—NMR(CDCI,) §:8.08(1H,s) ,7.48—7.19(15H,m) ,6.37 (4H,d,J=6.7lz) ,5.48
(1H,dd,J=5.1,2.3Hz) ,4.83 (1H,dd,J=6.7,5.1Hz) ,4.37—4.00 (3H,m) ,3.80 (3H, s) ,
3.79 (3H,s) ,3.69 (1H,m) ,3.54 (1H,dd,J=10.6,2.7Hz) ,3.39 (1H,dd,J=11.0,2.7Hz) ,
2.90—2.57 (6H,m) ,2.20 (3H,s) ,2.20—2.11 (2H,m) ,0.69 (9H,s) , —0.03 (3H,s) , —0.29
(3H,s) .

[3133] (132

[3134] 6 — KIS —2— {2—0— [T 3k (D) R3] —3—0— (4—SU ek
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) —p—D—MmkzbiEL) —6,7,8,9—PU%—20—2,3,5,6 —PUAZL A [cd] B

[3135]  fifi [ Fik TR 1SR &4 (2.8¢) DL 55615156 1 Frola Ry i d- i TS N
RIS (1.748)

[3136] 'H—NMR (CDC1,) §:8.06 (1H,s) ,7.38—7.20(5H,m) ,7.04 (1H,s) ,6.32(1H,dd,J=
12.1,1.6Hz) ,5.64(1H,d,J=7.8Hz) ,5.47(1H,d,J=5.1Hz) ,5.16 (1H,dd,J=7.8,5.1Hz) ,
4.40 (1H,m) ,4.29 (1H,s) ,4.17 (1H,m) ,3.91 (1H,m) ,3.75 (1H,m) ,3.02 (2H,m) ,2.90—2.60
(4H,m) ,2.30—2.14 (2H,m) ,2,22 (3H,s) ,0.68 (9H,s) ,—0.15(3H,s) , —0.46 (3H,s) .

(31371 (1 J%3)

[3138] N—KHIfIE—5 —0— D (4— SR R L] —3 —0— U T & (2
FED) RS R ] — 2 —0— [ Q—FUROHAD) {[(2,4— —GURED) MR S5 i miie L]
JUREF

[3139]1 {17145 (ChemGenes) [UN— KL — 5 —0— [ (4 — FHAE DR BL) CRAL) HH
F]—3 —0— BT A CHE) R ] —2 —0— {Q—F{RLHEID [~ (W—2—3D) &
SEIEAL) B (3.73g) HO NG (30mL) YR N2> - 73A, 1/16 (1. 0g) FN2, 4 — — S0 5khn
B (1.8mL) , /£ %00 MHEFELO/ Bl A2 SN I FR IR 1 SR £ (3. 18g) Fii 2. 5/ NI I
IR (242mg) , FEAEFE LN o ISR I FRBR 2543 T 3A , AEBEIRFR DN MO AR R S /KIS
W, TR O A< B R A AUE FHIC/K IR BN T 5, I8 2 T80, R e e 4 - 14 6 B
WA AT [ be/ SR CRE 1 2EATRS ), 43 20 B 1B AR A (AR A e 201
a5 (2.73g) .

[3140] MS(ESI)m/z:1111 (M+H) ".

[3141]  'H—NMR(CDCL,) 8:8.89 (1H,s) ,8.74 (1H,d,J=1.8Hz) ,8.32(0.5Hs) ,8.26(0.5H,
s),8.02(2H,m) ,7.64—7.61 (15H,m) ,6.82(4H,d,]=9.0) ,6.45(0.5H,d,J=6.7Hz) ,6.38
(0.5H,d,J=6.3Hz) ,5.88(0.5H,ddd,J=14.2,6.6,4.8Hz) ,5.74(0.5H,ddd, J=14.4,6.4,
4.8Hz) ,4.75(0.5H,dd,J=4.7,2.7Hz) ,4.64 (0.5H,dd,J=4.7,2.3Hz) ,4.22—3.82 (5H,
m) ,3.78 (6H,s) ,3.58—3.53(2H,m) ,3.34—3.29 (2H,m) ,2,57 (1H,t,J=6.3Hz) ,2.48 (1H,
t,J=6.3Hz) ,0.90(4.5H,s) ,0.88(4.5H,s) ,0.16 (1.5H,s) ,0.11(1.5H,s) ,0.07(1.5H,s) ,
0.04(1.5H,s) .

[3142] (T f¥4)

[3143] N, N— " ROEN—FKHEE -5 —0— DI (4 —HEEIRED) ORRY) L] —
3 —0— DR (R ki dt] — 2 —0— [{[(2,4— 50K 5) R SR3L) (REE) s
Pt ] PR

[3144]  f¢ PR T3R8l &9 (2.662) M (30mL) IR HH N = ZJF (30mL) , £
S N EPEA/INS o SO RO e A % B W D TOLRE AT AT LU b/ LR R ] 24T
K, 15 208 AR R A AR S e RS 59 (2. 59)

[3145]  MS(ESI)m/z:1058 (M+H) *.

[3146] (T F¥5)

31471 LB

[3148] {1 R T 4R 2l & (2. 5g) I S bE (10mL) FRCHARIR BN T 17
4A,1/16(1.0g) « Pk T2 3814 A4 (930me) DA K1 — FRIERKmE (1. 18mL) , £ =1 T
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P20 Bl o AE SCNIRFPIIN2 , 4, 6 — = 7 NSRS (905mg) |, FEREHE4/ NI o MU
HIRE 2593 T 4A , LEBEIR A BN AR S BN/ KIRR, T R TR A< B KB HUE FHJC/K i
FREN T8 fr , T8 T80, R SR VR Ve 40 o K % B W A AT [t/ CFR G R 1 A T
K, A5 2085 AR R A AR S e AR 59 (1. 04g) -

[31491  MS(ESI)m/z:1662 (VM+H) "

[31501 (T J¥6)

[3151] A% C

[3152] il iR T 532l a9 (1. 04g) LA S S2tfils6 1 5 LLRIRE 5 ki AT
I, 15 ENBE I AR A AR S e b8 59 (820mg) -

[3153]1  MS(ESI)m/z:1564 (VM+H) *.

[31541 (T J¥7)

[3155]  AZFID

[3156] il iR T F6fr 32tk (820mg) LA 5 S itfils6 1 5 1 2[R R e 5 it T
I, 15 BN BE I AR A AR S e ARSI 59 (440mg) .

[31571 (T J¥8)

[31581 N— {9—[(5R,7R,8R,12aR, 14R, 15R, 15aR,16R) — 14— (6— KL —6,7,8,9—
P —20—2,3,5,6— PHE ORI [cd] BE—2—H) — 15,16 — B { R T & (CHEL) FIRkke
R —10—{[(2,4— 503 HRIHE) —2— W —2— At — 10— M dd/\
A —2H,10H, 12H—5,8— HIifF — 20", 100" — Wk - [3,2—11[1,3,6,9,11,2,10] 482 ¥
PR DO — 7 — H] — 9H— I — 6 — JL} SRR i

[3159]1 i ff] Fok T 7R 2000 & (440mg) DL Sl T 9lmi e i thdb T s R
PRI 5 (360mg)

[3160]1  MS(ESI)m/z:1340 (V+H) "

[31611  (TJ79)

[3162] MW (N,N— /%) (5R,7R,8R,12aR,14R, 15R, 15aR, 16R) —7— (6 — 2K I
it —9H — P —9 — KL) — 14— (6— KA —6,7,8,9— P04 —20—2,3,5,6— DU K
Fled] BE—2—F) —15,16— B { [FU T 3L (CHED) IRk e ) —2— 3t — 10—
2L ) \S —2H, 100, 12H—5, 8 — HIfF — 20, 10A° — Wi 91:[3,2—11[1,3,6,9,11,2,10] 7i%
e BRI —2, 10— W (R Eh)

[3163]  7F iR T 5 8ArS 21104t &1 (360mg) [ — FH AL BRI I N T — + — e i
(434mg) 11,8 — —HZATA[5.4.0] —7— 4% (0.40mL) , £ == FHEFE6 /N o B s ik
FLE HCI8HERAE EMT [10mM AR = £ 3L EOKIE R/ CIG 1 AT R, 15 BAR 8L & P
(130mg) »

[3164]1  MS(ESI)m/z:1182 (V+H) ".

[3165] (T F£10)

[3166] 44 (2S,5R,7R,8R,12aR, 14R,15R, 15aS,16R) — 7 — (6 — % & — 9H —IEEH4 —9 —
) —15,16— i —2— e — 10— dt — 14— (6,7,8,9—PU%—20H—2,3,5,6—
PURZ KT [ed] B —2— D) J\& —2H, 10H, 12H—5,8— I — 22", 100" — kI I [3,2—1]
[1,3,6,9,11,2,10] A AAZ PR HPUR—2, 10— B (FRifizh)
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[31671  {di ] FiR T RO 2IA0Mk &% (130me) A5 5w 5156 T 7 LATRIRER 75 30 T
I, FHCI8HERAE ZEAT [10mM AR = 3 oKIE R/ CIG 1 3E A RS i, 198 = 4 b e U
Frdl & .

[3168] KAS 2 = L eh DA S SBT3 LLArR ) Lttt h ] R T ik b Tk e
e, 13 2RE LA (62 8mg) o

[31691  MS(ESI)m/z:746 (M+H) *.

[3170]  'H—NMR(CD,0D) §:8.70(1H,s) ,8.07 (1H,s) ,8.03 (1H,s) ,7.25(1H,s) ,6.26 (1H,d,
J=8.6Hz) ,6.21 (1H,d,J=5.9Hz) ,5.52 (1H,dq,J=14.1,5.2Hz) ,5.36 (1H,m) ,4.70 (1H,
dd,J=5.7,4.5Hz) ,4.42(1H,d,J=4.3Hz) ,4.37—4.26 (3H,m) ,4.21 (1H,m) ,3.96 (1H,m) ,
3.84(1H,m) ,3.50 (2H,m) ,2.81 (2H,m) ,1.93 (2H,m) .

[31711  *'P—NMR(CD,0D) §:119.8(s) ,59.4(s) .

[3172]  5J1558 : CONASIA 75 Ak,

[3173]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —14— (8,9— — A —6—fift—2,3,5— =
FAA T [ed] BE—2 (TH) —F) — 15— —16—FH 7T [1— Q—FKELE) —6—FH
F—1,6— "5 — 99— —9—FL] —2, 10— M GREL) /\ A —2H, 10H, 12H—5,8— HIHr—2
A7, 100" — kg [3,2—1101,3,6,9,11,2,10] FL 5828 AT PO b —2,10— — i

N
o 7\

1] N S
HS-P o -
o OH\H(TYAN P

£ ="
N“ "N D)\\ CI) F
a O—-P-SH

[3174] 0 N
N—7 °
HO
48
48a (HMBEHH )

48b (ExmE#k
[3175] [l
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(< P
| | cl i o Bn _,_H/O
I
L, IF @!‘}N IR A I3 \ o IrFa
4 ! o
] > s » N2 N N N ; .
H o \/\O’_j _\,S| N NJ
\—-\O’J
0o~ 0. 0~/ ii6
- OH i SH $
IS SH  TH6 . IFT I
Vs =N / =N 4 I = At A
~ | A , | ) il N ,) _si N—N
—~Si NN _si N— N7 —Si N N
\/\OJ \,\OJ \/-\OJ 0
o
G a
s "0 o - N )-8
I8 L, TIF9 7 TIF10 2 o = TIFE11
7 | JN - Vi =N —— k(_z‘N 2
N N N | J 3
o HoN B0 0
N"’_hi s N NS N’?_N\ s
HO - IF12 THP-g - IF13 TP-g - IF14
O_N_ O _N_, O N
HO OH THP-O  OH THP-O F
N
)

IF17
F? NCR/\O’E‘O o — — O-P-SH
N_z o N 0
L(J w
o %
H b = S
0* "OH Bz-0O

N
—
- Q e N Y-S Nat O N H-S
s-P —0 — “s-P o] .
o] o] k_(}N - 1#20—1 Q OH RD‘N P

TH19 N,,«N,Q‘\ e TF20-2 N;\N_(:,\\ hat

0——8-3 — O-P-8 5
o N o N o Na
N— " DI: ( N M
HO HO

(31771  (TFF1)
[3178] 4 —G{— 65— —7— {[2— (= FEEHRECRD) BRI L) — TH— g I3 —d ]

i
31791  {ET £ (PharmaBlock) )4 — 5 — 5 — il — TH— g - [2, 3 —d ] W&ig (73 . 8g) 11
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N, N— — HISL FE@E i (10mL) SR, AR VKR AN NS (A 45 % O Pi) (13.3g) ,
DTG 2R D B EEA0 Bl FRR VKA HL, 1045 BN [2 — GUHARED) £3E] (CHIED) fiE
Fe (51.0mL) f5 , AEARIFT A B T 48 11 3053 B o 78 A8 43 8l Ak ) B N i Hh — s s N K
(260mL) 5 52 57 58 11 o 3oF SR 4k, 7K (1500mL) A 4% (600mL) e, £EUE N 40°CHEAT
T SRS 5 (97.63) «

[3180] MS(ESI)m/z:410 (M+H) .

[31811  'H—NMR (CDC1,) §:8.64 (1H,s) ,7.54 (1H,s) ,5.61 (2H,s) ,3.52 (2H,t,J=8.3Hz) ,
0.92(2H,t,J=8.3Hz) , —0.04 (9H,s) .

[3182]1 (T %2

[3183] 4— (FILEESL) —5— L —7— {[2— (=S FFRERESD) O IE] L) — TH—it
I [2, 3 —d] Mg

[3184] - ALRET (27ml) [N, N— B FHEE (170mL) i3 H , AR VK H R I8
(G4 %W Pt (12g) , M THE & =i DA FE405 Bl B VKIS AL 1840 BN Bk T
JFLATAR R A1 (97 .63g) N, N— - HHEL FEge i (360mL) &7 R, AEAHRI T EE N 4k
3543 Bl o 75 SN IR H NI VK M AN A BRI TR, (5 SN A5 1 o SR IR N AN S
IKIFRN IR CFRX =, R CTEE : 2K (9: 1) dEA T2 B KA LE T KA A& £L
TR BB i , /KRB BN T 18 o 358 25 T-HR 59, SRE BRI e 40 o 11 % BE ) T Jie
HENT [C4 SRR ORI TR AR 28U 54 (107.79)

[3185] MS(ESI)m/z:482 (M+H) .

[3186] 'H—NMR(CDC1,) §:8.47 (1H,s) ,7.61 (2H,d,J="7.3Hz) ,7.41 (2H,t,]J=7.6Hz) ,
7.36—7.30 (1H,m) ,7.30 (1H,s) ,5.65 (2H,s) ,5.57 (2H,s) ,3.52 (2H,t,J=8.3Hz) ,0.91
(2H,t,J=8.3Hz) ,—0.05(9H,s) .

(31871 (1 J%3)

[3188] 4— (FILHEILD) —5— (3,3— "IN —1—H—1-3) —7—{[2— EHHEH
ke dt) SRRV L) — TH— IR I [2, 3 —d] msng

[31891  ff [k T 23 8k &9 (113, 4g) FILE (1000mL) — = J (98mL) R 1A
WL EERUSS R VSR R NN AR (4.49¢) L PU = R4 (0) (8.17¢g) JLAK3,3— A
FEN — 1 — e (104nL) , ZEARIRIHR B N HdE4 . 5/NN B SN ORI 45 T, 76 5% B b in
NCTROTEFNEKE 0T A R 2 o B MR CIR O : Cbe (1 D) BRSO %
J& , RIS M 4 - K 5% B W) T RE IR AR AT [ b/ SRR IR 1 2 THE 6, 13 2R L S
(145.5g: A 4450 -

[3190]  MS(ESI)m/z:482 (M+H) .

[31911 (T F4)

[3192] 5—(3,3— "IN —7— {[2— CEHEEHFRELRID CFIE] L) —TH—1E
%12, 3 —d] maiE —4— i

[3193]  fF iR T JE3frfS 2l &9 (145.5g) [ (900mL) 57/ FR TN 10 % FE R A Y,
7 (D wet (50.2g) , AEA TS N =il MHES/INN o A2 RN R H I & H ke (500mL) |, FEE
Pt BEBR IR, RIS TRIRU e 4 o R e B W T e i AT [ e/ SR R IS 122K
FFEIFREUE A (59.6g) o
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[3194]  MS(ESI)m/z:418 (M+Na) *,394[M—H] .

[31951  'H—NMR(CDC1,) §:11.23 (1H,brs) ,7.85 (1H,s) ,6.79 (1H,s) ,5.47 (2H,s) ,4.58
(1H,t,J=5.9Hz) ,3.69 (2H,m) ,3.57—3.49 (4H,m) ,2.90 (2H,t,J=7.8Hz) ,2.07 (2H,m) ,
1.23(6H,t,J=7.1Hz) ,0.91(2H,t,J=8.1Hz) , —0.04 (9H,s) .

[3196] (T J%5)

[3197] 5— (3,3— — AN —7—{[2— CEHERRERRD CHAETHRET —TH—n
%32, 3 —d]MEIE — 4 — Rz

[3198]  fF ik T4 2 &9 (59.6g) IBi/K — & (300mL) AT, 78 &R
N2, 6— ZHIEEE (42mL) o £ —20°C FAE2050 PR =5 IR T (31mL) , 7EAH R it
JE B HE200 Bl o AE VKIS ED N DN, N— L F B Jz (500mL) F1—fii {2 BIn /K& 4
(33.5g) , FHilt & S S 2 . 5/ NI o K5 SN IR s ke 4, = U A8 i Bk o0 o KR )
FHENCIR BRI AN S KIS IR E I CER CFig - 28 (9: 1) TR G T
2B BB HUE AN S BRI A LR, I A Eh /K P2k e , oK BRI T
T8 B8 TR RSB W 4 o K 3R B IR IEAT [ bt/ CRR O] A TR ), 75
FIFREUL G2, 6 — — HHIILIE TR S - KA 2INIR S PE N CTR CREAINERFR ) — =
i, HORR OB A2 K A NLUE - & Sk g3k , HJCKBRBR NI T T
TR RO M4 15 BIRRBUL & (57 .6)

[31991  MS(ESI)m/z:410[M—H] .

[3200] 'H—NMR(CDC1,) §:11.69 (1H,brs) ,7.90 (1H,s) ,6.96 (1H,s) ,5.49 (2H,s) ,4.61
(1H,t,J=5.9Hz) ,3.71 (2H,m) ,3.55(2H,m) ,3.49 (2H,t,J=8.1Hz) ,3.14 (2H,t,]=
7.8Hz) ,2.08 (2H,m) ,1.23(6H,t,J=7.1Hz) ,0.90 (2H,t,]J=8.3Hz) ,—0.04 (9H,s) .
(32011 (T J¥6)

[3202] 3— (4—FiHE—7— {[2— (=HEFEELID) A AL} —TH—MEg I [2,3—d]
WEIE —5—55) ki — 11—

[3203]1 ¥ iR T 75 SRk &4 (31.62g) IR T-80 % LR /K1 (300mL) , 75 2= 1. N
BEFE3023 Bl AN BRI I , BEA TV A, /N — S RN AL 8 (1. 45g) , AEAHFI
HLE NHCEE30 Bl e , AL 150 I\ = OB A S Bl (24 4g) | AEAHIRI IR N 4
FEL . 5/ NI R SN IR M 4 28 1Ly 2 — 2o A T i o AR R R W R /N D N B S 8 (]
1) AR RS, T QR SRR A B o A LR T AR R S AN AT & SR /KA T
Pk, JCKIRER IS T T M o B8 25T I3, S BE AR e 4 o e o B W AR FCAE 24T [
bt/ OB TR A TR RIS 2IFR8UL S (17.93g) -

[3204]  MS(ESI)m/z:340[M+H]".

[3205] 'H—NMR(CDC1,) §:11.92 (1H,brs) ,7.95 (1H,s) ,7.01 (1H,s) ,5.51 (2H,s) ,3.70
(2H,t,J=5.9Hz) ,3.50 (2H,t,J=8.1Hz) ,3.23(2H,t,J=7.3Hz) ,2.33 (1H,brs) ,1.99 (2H,
m) ,0.91(2H,t,J=8.3Hz) , —0.04(9H,s) .

[3206] (T F¢7)

[3207] 2— {[2— (=MLY O] AL —2,7,8,9— U —6 — itk —2,3,5—
ARG [ed] B

[3208]  #F bk T Fr6fria2Inib o (31. 31g) [P/ /K DU S0k iR (600mL) 3457 HH7E B0
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V0TI =R (25. 4g) MBS HIER — 5 NiE (21.8g) , FEAHMI MRS M IEHE L/ NI
KSR IR e 285 e AR 5 B W IR AE =T [ P E / SRR B 1 VA MERAE FEAT
[0/ SRR TR A TRS B, A3 2IAnEUE A9 (35.93g : S A 4450) «

[32091  MS(ESI)m/z:322[M+H]".

[3210]  'H—NMR(CDC1,) §:8.57 (1H,s) ,7.08 (1H,s) ,5.58 (2H,s) ,3.52 (2H,t,J=8.3Hz) ,
3.17(2H,m) ,3.06 (2H,t,J=5.6Hz) ,2.36 (2H,m) ,0.92 (2H, t,J=8.3Hz) , —0.05(9H,s) .
[32111 (T 8)

[3212]  (8,9— —AH—6—Fift—2,3,5— =% Z K H [cd] BE—2 (TH) —IL) FfiE

[3213]  # Fk TRH7Rr SRR &%) (35.93¢) i — U H e (150mL) IR P2 =1 N I\
TR (150mL) , AEAHRI RS M AEREL . 5/ NI o B SO IR Hs e e, T FROR B4, £
TR N S 8 (12 2) TR SR, 1 ERBR 2 HR BT (TR L) o IR He
Uil B TR AT [ b/ SR CRE— SR CFR/ HBE 13E ARSI, A B[ A2 .
FEREAR UMK, 73 28U 54 (20.13g) -

[3214]  MS(ESD)m/z:222[M+H]".

[3215]  'H—NMR (CDC1,) §:8.60 (1H,s) ,7.19(1H,s) ,5.71 (2H,s) ,3.21 (2H,m) ,3.07 (2H,
m) ,2.38(2H,m) . (WAL E T BN 1 1E)

[3216]1 (T J79)

[3217]  2,7,8,9—PUA —6—Mif—2,3,56— =& I [cd] B

[3218] & bk T F 832l mfb &4 (20. 13g) 1 S (250mL) £ 777k FP NN 28 % S /K iA
R (150mL) , 7E 20 MIEHEL . 5/ NN o R 6 SN A A 2 A0 Ao A R i o AT H A 4
o BEF ] ORISR A BN B L R R TR I 46 , 35T IR AT 2T 2 o R SET
AR S, IR E AT [ S e/ TR ] BEA RS i o K55 B AR i i o0 A TR S
%, MR A e e , L B R (WIAR3) o G TR (a2 DA K A3, 15 BIFR UL 5
(12.36g) »

[3219]  MS(ESI)m/z:192[M+H]".

[3220]  'H—NMR(CDC1,) §:10.53 (1H,brs) ,8.57 (1H,s) ,7.10 (1H,s) ,3.18 (2H,m) ,3.08
(2H,t,J=5.6Hz) ,2.37(2H,m) .

[32211 (T F£10)

[3222] 2—(2,3,5—=—0—"F3—B—D—FIH/ARKIRESRL) —2,7,8,9— U —6—1Hi
R—2,3,5— =& Z kI [cd] B

[3223]1 ¢ bk TIOR3 Bk & (13.47¢) BOM/K C R (350mL) A I, AE A5 B
TINK AR A B (10.3g) M= [2— (2— AR O AR AR (1.13ml) ,/E%00 T

PedlEL . 57N FEVKES AN — S B I SCRR EL AT (J . Med . Chem. 1976,19,6,814—816) [192,
3,56— = —0—"FE —a—D—PF AR IR EL S (40. 2¢) I G (100mL) 1A , THE A

i, BEF AN L BEER AR, ] GRS DT A USRI e, 5 5% B PR RO /=
r [Ebe/ SRR OB IR 2K, 13 BIbRaUE 54 (26 19g)

[3224]  MS(EST)m/z:594 [M+H]".

[3225] 'H—NMR(CDCL,)§:8.51 (1H,s) ,7.37—7.17 (14H,m) ,6.86 (2H,m) ,6.82 (1H,d,J=
4.9Hz) ,4.68 (1H,d,J=11.7THz) ,4.59 (1H,d,J=11.7Hz) ,4.54 (1H,d,J=13.2Hz) ,4.52
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(1H,d,J=11.7THz) ,4.36—4.33 (2H,m) ,4.22(1H,d,J=11.7Hz) ,4.14—4.08(2H,m) ,3.77
(1H,dd,J=10.7,3.9Hz) ,3.72 (1H,dd,J=10.5,4.1Hz) ,3.13 (2H,m) ,2.81 (2H,m) ,2.27
(2H,m) .

[3226] (T J¥1l)

[3227]  2—B—D—P[FufImkmibiict —2,7,8,9—PUA —6— it —2,3,5— =& 24K IT
[cd] B

[3228]  #{F 3R TR 1052 Mb &1 (26 19g) /K — S5 (300mL) Y& ik , 75 A1
R = T8 CHIN=S IR — SR e (IM, 200mL) |, ZEAHIA IR R ik N i, T
TLZE0°C, PR A/ NI o B S I A H1ZE — 78°C, I\ TS (80mL) 11— S0 (160mL) 745
W, DT =i PE 305 Bl K SRR M 4, T SR b2k  AEFR R NN S
(200mL) F1 = 5k (100mL) il Bl AR, L IR A (B L o R A M4 , K 7% B 9 1]
fl A AT L e/ B 13- RS il o 2 A B AR B o0 U e 4 i, NN Rl 2%
BRK, o 3815 20 (EHA2) o SO B AL AT 2 b8 59 (13. 28) .

[3229]1  MS(ESI)m/z:324 [M+H]".

[3230]  'H—NMR (CD,0D) §:8.73 (1H,s) ,7.96 (1H,s) ,6.70 (1H,d,J=4.9Hz) ,4.32 (1H,t,]
=4.6Hz) ,4.25(1H,t,J=4.6Hz) ,3.97 (1H,m) ,3.90 (1H,dd,J=12.0,3.2Hz) ,3.85(1H,dd,
J=12.0,4.6Hz) ,3.53(2H,m) ,3.17 (2H,m) ,2.43 (2H,m) .

[32311 (T 712)

[3232] 2—[3,5— B —0— (UMY —2—F) —B—D—Buhfrrkmghitt] —2,7,8,9—4
H—6—Wift—2,3,5— =& ZKI [cd] B

[3233] ¥ iR TR 11Ar 1S 200tk &% (15. 35g) Ml /K — FRIEI AN, (160mL) yA7& H , 7£0°C
I3, 4— 5 — 2H— kAR (17 2mL) AN HORIEER — K51 (9. 028) , 7R =il MiHE3/h
N o803, 4— 5 — 2H—TLLAR (8. 6mL) , Bt Hi4550 B, e BU I = i (13mLL) il S p 5%
1F B BTN CFR SR R AR FR A B/ K — =2, TR OB AEH A HLE H
IRPEHE— R, A& Sk m , /KRR T T4 o 8 2 TR, K BV
2% KR W RERAE AT [t/ CFR OB 1 A TRS ), 153 24 R X S A (AR S 2
MPrd &4 (10.81g) «

[3234]  MS(ESI)m/z:492[M+H]".

[3235]  'H—NMR(CDC1,) 3:8.548(0.2H,s) ,8.546(0.3H,s) ,8.54(0.3H,s) ,8.53(0.2H,s) ,
7.54(0.2H,s) ,7.53(0.3H,s) ,7.51(0.2H,s) ,7.44(0.3H,s) ,6.75(0.2H,d,J=5.4Hz) ,
6.71(0.2H,d,J=5.9Hz) ,6.57(0.3H,d,J=5.9Hz) ,6.56(0.3H,d,J=5.9Hz) ,4.87—4.69
(2H,m) ,4.55—3.54(10H,m) ,3.18—3.12(2H,m) ,3.10—2.96 (2H,m) ,2.40—2.30 (2H,m) ,
1.92—1.51(12H,m) .

[3236] (T F¢13)

[3237] 2—[2—JBisE 3t —2— G —3,5— W —0— (PUE ML —2—3L) —B—D— KM Az p
H1-2,7,8,9— A —6—1ifk—2,3,5— =R K I [ed] BE

[3238] 7 bR TR 123 8 n0tk&9n (10.81g) (R K — S5 (150mL) IR AE 21505
FL0C R IIATERE (5. 3mL) =5 FHHREERET (5. 6mL) , AEAH I OTG B NP RE /N o 78 SR I
FR DN RO ASE S A2 LB, 5 SO N G R LR A AR R S /K ) — =2, &
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R OB A AN LZE ORI EhK P2 , o KRR B T 15 e 25 TR 71 e
WA TR e 4 , 15 21 JCETE R = 56 IR R R4 - K45 20110 = 56 FH AR R Y AH )
FRAART KDY KR (150mL) HH, AEVKES AN N, — i — s N G PO T 3L Y Sk v
W (Z9IM, 154mL) , AEAHFI IR RS R HEHE— 4% o 70 SN A I N AR AN S KR TR S BT
155 1E o B SR RO e 445 28— A AT [ o B R BT N R S AR AN S B KT TR
ZEW, R CRaAH A HLE & KR e i — Ik, B A& Shk k2
R K E T TR R — IR AL, B2 RO A & KA T8 % - SR HLE , oK
BRFRENIEA TG o B8 2 T80 KBS R i 4 , 13- B AR UL 54 (40 37g) W

[3239]1  MS(ESI)m/z:494 [M+H]".

[32401 (T J¥14)

[3241]  2— 2— i —2— i —B—D—PRmiAZHIEL) —2,7,8,9— U —6—Mifk—2,3,
5— =R K TF [cd] B

[3242] /¢ R T F 13 R R8I &9 (40.37g) [ HE (400mL) 57 BN FH 2R Rk iR —
IKEWD (2.098) , 7E60°C M FEA/ NN o 71 S SR N = i (16mL) {57 5 W 452 11 o e S W
W4 Kk B ITE IR A EAT [ bt/ TR O lie— LR O s/ WEE 1 3E RS il K B H
FRYII GRS IR M 4 22 2R HR , 1 A5 2 Bk R 2 R bt/ TR O g (1 1) #H4T
Vel , A3 BN AR L B BERIEA T IR e 46, R 2% BE W A ecA: 2T [ PR e/ PR S ] B4 TR
il A5 B2 o ST IR LMK 245 BIFREU L 51 (5. 32g) «

[3243]1  MS(ESI)m/z:326 [M+H]".

[32441  'H—NMR (CDC1,) §:8.51 (1H,s),7.01 (1H,s) ,6.00 (1H,dd,J=13.7,6.3Hz) ,5.95
(1H,dd,J=11.7,2.0Hz) ,5.87 (1H,ddd,J=52.7,6.3,4.9Hz) ,4.69 (1H,m) ,4.32 (1H,brs) ,
3.96 (1H,d,J=12.7Hz) ,3.77(1H,m) ,3.17 (2H,m) ,3.04 (2H,m) ,2.41—2.31 (3H,m) .

[32451 (T J¥15)

[3246] 2— {5—0— [ (4—HAAERIL) ORI FHEL] —2 — B sA 0 — 2 — S — p—D— ki
it} —2,7,8,9— A —6—mifk—2,3,5— =R If [cd] B

[3247] (i iR T 14321004 &4 (5. 32¢) LS Sl 1 T R LIRIRER 75 5004 T )
N, AR RS S (10. 1) -

[3248]  MS(ESI)m/z:628[M+H]".

(32491  'H—NMR (CDC1,) §:8.54 (1H,s) ,7.42 (2H,d,J=7.3Hz) ,7.32—7.21 (8H,m) ,6.81
(4H,m) ,6.52 (1H,dd,J=17.3,2.2Hz) ,5.37 (1H,ddd, J=53.3,4.4,2.4Hz) ,4.76 (1H,m) ,
4.16 (1H,m) ,3.789 (3H,s) ,3.786 (3H,s) ,3.59 (1H,dd,J=10.7,2.4Hz) ,3.44 (1H,dd,J=
10.7,3.4Hz) ,3.12 (2H,m) ,2.76 (2H,t,J=5.6Hz) ,2.27 (2H,m) ,2.18 (1H,dd,J=7.8,
2.9Hz) .

[3250] (T F¢16)

[3251] 2— (5—0— [ (4—FS R d) ORR) AT —3—0—{ Q—H{ELHD [
(N—2—50) e B — 2 — B sl — 2 — Sl — B—D— IR AZE i L) —2,7,8,9—PUA —
6—Hitt—2,3,5— =% Gk I [cd] Ba

[3252] i ik TR 165 2R &9 (10. 1g) DL S 2B T 6l ik T
N, 75 BB - AR A R TR S AR IRk =1 D) JERbs 8L &5 %)
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(12.6g) »

[32531  'H—NMR(CDC1,) §:8.53 (1H,s) ,7.40 (2H,m) ,7.34—7.17 (8H,m) ,6.84—6.74 (4H,
m) ,6.53(0.5H,dd,J=17.3,2.2Hz) ,6.48(0.5H,dd,J=17.6,1.5Hz) ,5.50—5.31 (1H,m) ,
4.99(0.5H,m) ,4.85(0.5H,m) ,4.31—4.26 (1H,m) ,3.93—3.76 (1H,m) ,3.792 (1.5H,s) ,
3.789(1.5H,s) ,3.779(1.5H,s) ,3.776 (1.5H,s) ,3.67—3.51 (4H,m) ,3.34—3.30 (1H,m) ,
3.13—3.10(2H,m) ,2.76—2.69 (2H,m) ,2.61 (1H, td,J=6.3,2.4Hz) ,2.39 (1H,m) ,2.28—
2.21(2H,m) ,1.19—1.15(9H,m) ,1.03(3H,d,J=6.8Hz) .

[3254] (T F¢17)

[3255]  fii i bk TP 165 RIn0tb &4 (T40mg) DL S Sl T 7IRIFER T 56T
B, #3502 — {2— i EEE —2— 3 —3—0— [RE: (D) — 0 —BEHE] —p—D— kM il
£} —2,7,8,9—PUA —6—fitk—2,3,5— =F 4K [ed) B AR i AR 216
IS B22 1y 3FT S 21 b 54 (924mg) VLS SThE511 1y 8[RIAE I J5 12004 T SO, oK
PRI W B T8 PRI SO

[3256] (T F¢18)

[32571 2— {9—[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 16— { [} ] & (AL FIREL:
EVAEE —10— Q-5 AR — 14— (8,9— A —6—mift—2,3,5— =% ZuF I [cd]
B2 (TH) — ) — 15—l — 2— WAL — 2 — ikt — 10— Wi/ \ % —2H, 10H, 121 —5, 8 —
FR — 208, 100" — eIt [3,2—1101,3,6,9,11,2,10] FAA 4 bR+ POk —7— %] —6—
WAt —6,9— & — IH—IE — 1 — 3L} Z LR IRR TS

[3258] i ] [ il T /5 L7 A5 2 AR LA S Sl L 1T 9IRAE J PE A T SO, 743281 gk
- FIARS I AR S PIE PR S8 (502mg : 25 A 2 50 oMS (EST) m/z: 1065 (M+
H) "

[3259]1 (T F¢19)

[3260] W (N,N— — 2328 (BR,7R,8R,12aR, 14R, 15R, 15aR, 16R) —16— { [FU T 3t (—
FL) AR L) — 14— (8,9— — A —6—Mift—2,3,5— = 4K I [ed] B —2
(TH) —35) —15 -G —T—[1— QI —6 A FE—1,6— "% —9H—ES —9—
F]—2,10— —HFEIL/\ & —2H, 10H, 12H—5, 8 — FIFFr — 20", 100" —WkmgFf [3,2— 1] [1,3,
6,9,11,2,10] Fi5A 28 —BEIAT-PUH —2, 10— (ifiEsh)

[32611  fifiJf] [k T 18FT R8Ik &9 (502mg) , i 11 5 S il T 7 101 77 34T
[N AR BRSSPI E R A A 1 (67 . 8mg : 274 250 AERTI AL K2 (69 . 5mg : 25
AZFD -

[3262] RIS AL AL (AR )

[3263]  MS(ESI)m/z:908 (M+H) *.

[3264] XML SFAG A2 (Ritlett)

[3265]  MS(ESI)m/z:908 (M+H) *.

[3266] (T FF20—1)

[32671 44 (5R,7R,8R,12aR,14R,15R,15aR,16R) —14— (8,9— A —6—fift—2,3,
b— =R AT [ed] B —2(TH) —3) — 16— — 16— —T—[1— CQ—FFHLHE) —6—
Misa it —1,6— A —9H—1E 93] 2 10— 5t /\ & —2H, 100, 12H—5,8—
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Mr—on®, 100 —WmgFf:[3,2—1][1,3,6,9,11,2,10] Fi 484 SR PU8 —2, 10— M (ke
)

[3268]  (EXSHLSFAGIAL)

[32691 (i [l iR T 19Rr 3 2L G CEXTI A k1) (67 . 8mg: 547 4450 LA 5 557
B T VLRI 5 A T IRON i #% FRUL I DRSS R A TR i, 13- 8] = e B U
PRt S

[3270]  [CKSHIEAE] CI8RERATEMT [10mMA IR — LR BKIA R ] < il £ UHPLC [ 10mM
O = LI EIKIEI NG — R (1. D), O — AR (1: 1) :10% —45% (093 —40
43) 1\ DA SIS RUHPLC [ 10mM R — & FR B Ky i/ W, WS : 25 % — 75% (093 —4043) 1.
[3271]  RAS 2N = b DL S 5Bl T3 LLArR 1) et ot h 1 R T ik b Tk e
e, 3 2RSS (21 2mg) o

[3272]  MS(ESD)m/z:794 (M+H) .

[3273]  'H—NMR (CD,0D) §:8.55 (1H,brs) ,8.41 (1H,s) ,8.09 (1H,brs) ,7.51 (1H,s) ,6.58
(1H,d,J=16.9Hz) ,6.25 (1H,d,J="7.9Hz) ,5.55—5.34 (2H,m) ,5.30—5.17 (1H,m) ,4.74
(1H,d,J=4.2Hz) ,4.55—4.47 (1H,m) ,4.46—4.40 (1H,m) ,4.37—4.30(2H,m) ,4.28—4.16
(2H,m) ,4.05—3.99 (1H,m) ,3.90—3.70 (3H,m) ,3.28—3.20 (1H,m) ,3.18—3.10 (1H,m) ,
2.91—2.82(1H,m) ,2.76—2.64 (1H,m) ,2.33—2.22 (1H,m) ,2.21—2.09 (1H,m) .

[32741  *'P—NMR(CD,0D) §:57.6(s) ,52.7(s) .

[3275] (T F720—2)

[3276] 44 (5R,7R,8R,12aR,14R,15R,15aR,16R) —14— (8,9— A —6—fift—2,3,
b— R AR [ed] B —2(TH) —3) — 16— — 16— —T—[1— CQ—FHELHE) —6—
M —1,6— A —9H—MEW —9—JE] —2,10— — M5t /\ & —2H, 100, 12H—5,8— I
Mr—on®, 100 —WmgFf:[3,2—1][1,3,6,9,11,2,10] Fi 484 SR PU4 —2, 10— M (ke
)

[3277]1  (HEXSHL A AR2)

[3278] (i [l iR T 19Rr 3 2L G CEXRTI A 7Rk 2) (69. 5mg: 547 4450 LA 5 50T
UL T LLFRER 5 30T SN e # MR DA B 1 DRSS AR 1 3 TR i, 15 2 = S B U
PRt &

[3279]1  [DRSHIEAE] CI8RERATJEMT [10mMA IR — LR EKIA R L] < il £ UHPLC [ 10mM
R = CIEIRKIEI NG — R (1 D), O — AR (1: 1) :10% —45% (093 —40
43) 1\ DA RIS RUHPLC [ 10mM R — & B B Ky i/ W, WS : 25 % — 75% (093 —40473) 1.
[3280]  KeAS 21— L ch DA S Sl T3 LLArR 1) ettt eh 1 R ik b Tk e
e, 3 2RSS (14, 9mg) »

[32811  MS(ESI)m/z:794 (M+H) *.

[32821  'H—NMR(CD,0D) :8.60 (1H,s) ,8.41(1H,s) ,8.16 (1H,s) ,7.72(1H,s) ,6.60 (1H,d,
J=15.7Hz) ,6.28 (1H,d,J=7.9Hz) ,5.61—5.33 (3H,m) ,4.59—4.49 (2H,m) ,4.48—4.39
(2H,m) ,4.34—4.27 (1H,m) ,4.25—4.16 (1H,m) ,4.11—3.99 (3H,m) ,3.86—3.75 (2H,m) ,
3.25—3.11(2H,m) ,3.05—2.90 (2H,m) ,2.35—2.17 (2H,m) .

[3283]  *'P—NMR(CD,0D) §:59.1(s) ,57.9(s) .
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[3284]  5Ljitifh59 : CDNAOII 5 A,

[3285]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7—[1— Q—ZIELE) —6— % dE—1,
6— A —9H—I —9—FL] 14— (8,9— A —6—fitk—2,3,5— =% 4K H [cd] B —
2(TH) —3) — 15— — 16— 25 —2,10— W L) /\ A —2H, 10H, 12H—5,8— HIffF —21°,
100" — k£ [3,2—1]11,3,6,9,11,2,10] 482 —JBEA PO —2, 10— il

el

=

[3286] B O-k-sH
O N
N—Y ©
49
49a (FEHEmIHE )

49b (FEMBREHE )

[3287] [ plciksz]

_N 5
N b8 b J
“ HO = ) o="Y
be A \ NP N,
. <Y ™ (e
N- 3
C p— il P
I " =0
P | N ook N
Y W Fo T o o %
# o - -_— O N N
,1\\ [ \I"N\-'N |- N
K ) / ™S-0' O N
Bs-0 © NC P e
ol Y ot o )
~ o N O N P~
A -
W F
0* "OH
NC 7N
~T0 s N )-8 ~N
- L] A" / I/
5'; s % . P 8 s N -8
[3288] B O i s-p—-0 = TH4-1
—\ §of 6 0 L ON
NN~ 0 F IF3 — \J TF4-2
=/ 0-P-SH NTNN AN O F
o={ N 0 b={ O-b-s"~
N o—z N S
. / w, ) |H‘~ .
},N\ — |
L_»~9 HaN
=(
b
Na* o N.:I_ \}_,S\
“B-F 0 ‘mE
0 OH W O N
A M~
N.&\'.\"'\‘O/L"". o F
Ye=f, 0-P-§~
0 N 5 Na
—{NJ 0
./_;
HN

32891 (T FFl)

[3290] i HSZsEBI58 T 16 T3 ZII L 5 (1.80g) LA ShEoI1 1T 7 7RIAER g b T
SR, 1582 — {2 — I S — 2 — 9 — 3 —0— [k (R — A — e ] — B— D — kmpgdeoh
£} —2,7,8,9—PUH —6—Fifk—2,3,5— =& IKH [ed] B AR R I O
TR S 45 17 33 24k & (2. 30g) , LA S SEREBIN 1T 7 8IR RN 75 i3 T RO,
AR PR W B T4 PRI .

32911 (T Fr2)
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[32921 3— {[(5R,7R,8R,12aR, 14R,15R, 15aR, 16R) — 16— { [F{ | & (T FI3L) FpEkedL]
A —14— (8,9— A —6—ift—2,3,5 — =& R H [ed] BE—2 (TH) —F) —7— {1—
[2—(1,3— A AE—1,3— A —2H— MW —2—F) OH] —6— AL —-1,6—
A —9H—HE —9 —FL} — 15— — 2 — Mol — 2 — Sk — 10— Wi it ik \ S — 2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
10— A5 G

[32931 (i F] 3R T 1A A3 21 R LA 55 S 9L 1T 9l R 5 LA T IONT , #5328 gk
- FIA RN A AR A e bR G (1. 228) .

[3294]  MS(ESI)m/z:1090 (M+H) ".

[32951 (T J¥3)

[3296] W (N,N— /37 %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7—[1— (2— & &
CF) —6—EFE—1,6— "% — UM —9—FL] — 16— {[HU] & (T HED) Fakkisk]
A —14— (8,9— " A —6—fitk—2,3,5— =% 4K H [cd] B —2 (TH) —3) — 15— —
2,10— "L\ —2H, 10H, 12H— 5,8 — FIF — 2A°, 100" —kmg ) [3,2—11[1,3,6,9,
11,2, 10] FLAEA WA+ PObe—2, 10 — 3 (Bl £h)

[3297]1 i [k T 23 R0t & (1. 22g) DL 92E45 T 6 [RRE 5 et T B
J& , 3 CL8FE AL AT [10mM TR = & I /K Vi / O 1 BEA RS ), 73 2R S AR
WAL (108mg = 54 24 50) FEER A A2 (11 Img : S A 2450 -

[3298] XSS AgfA L (AR )

[3299]1  MS(ESI)m/z:907 (M+H) *.

[3300] XS SAL A2 (Rilett)

[3301]  MS(ESI)m/z:907 (M+H) ".

[3302] (T fr4—1)

[3303] %) (5R,7R,8R,12aR, 14R,15R, 15aR,16R) —7—[1— (2— 4 L3 —6— A
F—1,6— A —9H—I —9—FL] —14— (8,9— A —6—mift—2,3,5 - =% 4Tt
[cd]B—2(TH) —3) —15—g— 16— —2,10— — My /\ A —2H, 10H, 12H—5,8—
Mr—on®, 100 —Wkmg3f:[3,2—1][1,3,6,9,11,2,10] Fi 584 SR PU8 —2, 10— M (ke
)

[3304]  (HEXSHLSFAGIARL)

[3305] i fj] ik T /3 3FrfF 2l e &9 AR A kD) (108mg: 547 2 J50) DA e 31
TR LA T AT ON  , #% FRUL N 19 DRS R &R 1 A T RS 1 15 8) = O R TP U0 bR
UL EYD.

[3306] K5I S&E] CLSEENCAE EMT [10mM iR = & R 3K IR/ LT DA K il £ ZUHPLC
[10mM R = LIRS/ O — W (12 1), O — BRI (1:1) :10% —50% (0
4y —4057) 7.

[3307] KR = Wb DA e FI1 T LLAT R i) A e R ] R g ikt A T2k e
e, 3 2PRE A (44 4mg) o

[3308]  MS(ESI)m/z:793 (M+H) .

[3309]1  'H—NMR(CD,0D) :8.50 (1H,s) ,8.42(1H,s) ,7.92(1H,s) ,7.56 (1H,s) ,6.56 (1H,d,
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J=16.3Hz) ,6.21 (1H,d,J=6.0Hz) ,5.57—5.40 (2H,m) ,5.35—5.22(1H,m) ,4.73—4.67
(1H,m) ,4.58—4.49(1H,m) ,4.45—4.26 (4H,m) ,4.24—4.15(1H,m) ,4.05—3.96 (1H,m) ,
3.78—3.51 (1H,m) ,3.26—3.06 (4H,m) ,2.93—2.82 (1H,m) ,2.70—2.51 (1H,m) ,2.29—
2.07 (2H,m) .

[3310]  *'P—NMR(CD,0D) 8:57.5(s) ,52.9(s) .

[3311]1  (Tfr4—2)

[33121 4l (5R,7R,8R,12aR, 14R,15R,15aR,16R) —7—[1— Q— 5L L3 —6 — %A
F—1,6— A —9H—I —9—FL] —14— (8,9— A —6—mift—2,3,5 - =% 4Tt
[cd]BE—2(TH) —3) —15—g— 16— K —2,10— — My /\ A —2H, 10H, 12H—5,8—
B —20°, 100° — ki [3,2—11[1,3,6,9,11,2,10] FAAZ4 BEEAT DM —2, 10— A (Fif
)

[3313]  (HEXSHLSFAG1A2)

[3314] i ] b T332l &9 AR A2) (11 1ng: S 4950 LA S 3066411
TR RRE T A T IO T, #2041 DRS & 4-1 2 T RS ), 1381 = b B U bt
wEv.

[3315]  [CKSHIEAE] CI8RERATJEMT [10mMA R — LR BKIA R ] < il £ UHPLC [ 10mM
IR = CEERKIEI LI - CIE 5% —25% (04 —4043) 1 DA K il 26 ZUHPLC [ 10mM PR =
ORI/ B, FE : 20 % —60 % (04 —40797) 1.

[3316] RS RN = L Meh DA S SBT3 LLArR 1) et ot h 1 R T ik b Tk e
e, 13 2RSS (40.6mg) o

[3317]  MS(ESI)m/z:793 (M+H) .

[3318]  'H—NMR (CD,0D) §:8.57 (1H,s) ,8.41 (1H,s) ,8.13 (1H,s) ,7.72(1H,s) ,6.59 (1H,
dd,J=15.7,1.8Hz) ,6.26 (1H,d,J=8.5Hz) ,5.61—5.34 (3H,m) ,4.57—4.48 (2H,m) ,
4.48—4.38(2H,m) ,4.38—4.28 (2H,m) ,4.08—3.98 (3H,m) ,3.29—3.21 (2H,m) ,3.20—
3.12(2H,m) ,3.02—2.92(1H,m) ,2.92—2.81 (1H,m) ,2.29—2.15 (2H,m) .

[3319]  *'P—NMR(CD,0D) 8:58.7(s) ,57.8(s) .

[3320] 5460 : CDNSOM 15 A,

[3321] N— (2— {9—[ (5R,7R,8R,12aR, 14R, 15R, 15aR,16R) —14— (8,9— 4 —6—TMi
K—2,3,5—=FFKH [cd] B —2(TH) — ) — 15— — 16— K —2,10— Mt —2,
10— M (Fidk) /N4 —2H, 10H, 12H—5,8 — FIfr —20°, 100> — W34 [3,2—11[1,3,6,9, 11,
2,10 A SE e A U — 7 — ] —6 — | —6,9— & — IH—FER — 1 — 3L} £
) —2—RR W
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,p_N

(I;I} N W—85
HS-P o] =
o F

2~
NZ N—Q\\

= O-P-SH
’ ;
[3322] o= J 6
HO S
e
o H
50

50a (smpsnE )
50b (#xie w2 )

[3323] [ pliksz]

N
Na' o N H-8 Na* © N B8

7 N
[3324] N ’Q\\

9‘
= O—P-§~ 0—P-§~
0 N A Na o N Na
N— e N—/ .
$ oy §
H,N ‘»N
0 H

[3325] (Tfr1—1)

[3326] 44 (5R,7R,8R,12aR,14R,15R,15aR,16R) —14— (8,9— A —6—fift—2,3,
b— AT Led] BE—2(TH) — ) —15—F— 16— R —7— {1—[2— @—RE OB
CR]—6— AR —1,6— "% —9H—MEM —9— KL} —2,10— 3 2 /\ & —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2, 10— B (FRfEEED)

[3327] (XA AR L)

[3328] {1 5jef5159 T Jr4— LT 21 L &9 (20 . Omg) LA S5 SETEA07 T 71 — LIFIRE S
AT RO e #2VA NI DRSS R 13 TRS ), 15 28] = B bndl b 549 .

[3329]  [KGHISF] CL8HEIRAEJEMT [10mM TR = L FLEKIA IR/ LI VA M il 2 BUHPLC
[10mMPR — LI E KA/ L, O :10% —30% (093 —4047) 1.

[3330] RS2 = b DA S SBT3 LLArR 1) et ot eh 1 R T ik b Tk e
P, 3RS S (15 6mg) «

[3331]1  MS(ESI)m/z:851 (M+H) *.

[3332]  'H—NMR (CD,0D) 8:8.43 (1H,s) ,8.40 (11, brs) ,7.66 (1H,brs) ,7.58 (1H,s) ,6.53
(1H,d,J=16.3Hz) ,6.14(1H,d,J=8.5Hz) ,5.73—5.64 (1H,m) ,5.59—5.42 (1H,m) ,5.42—
5.29(1H,m) ,4.80—4.74 (1H,m) ,4.53—4.26 (5H,m) ,4.21—4.12(1H,m) ,3.99—3.92 (1H,
m) ,3.83(2H,s) ,3.66—3.56 (1H,m) ,3.43—3.26 (2H,m) ,3.23—3.06 (2H,m) ,2.89—2.79
(1H,m) ,2.49—2.33(1H,m) ,2.27—2.15(1H,m) ,2.15—2.02 (1H,m) .

[3333]  *'P—NMR(CD,0D) §:57.0(s) ,52.6(s) .

[3334] (Lfr1—2)

[3335] 44 (5R,7R,8R,12aR,14R,15R,15aR,16R) —14— (8,9— A —6—fift—2,3,
b— AT Led] B —2(TH) — ) —15—3— 16— R —7— {1—[2— @—RE M)
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CHE] —6— A —1,6— "% —9H—ME 93} —2 10— —Hpa L/ \ & —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
2,10 — 0 (i £h)

[3336]  (EXSHLSFAG1A2)

[3337] i 1565159 T fr4—2Fri 2l b &4 (10 Omg) LA S5 SETEA07 T 7 1 — LIFIRE S
AT RO e FEMELA N DRSS AR 2E AT RS ), 15 8 = OIS e A bsdlib 549 .

[3338] A% 4611 C18FEIRAEJEHT [10mM AR = £ LB KR/ L] DL K il 25 FUHPLC
[10mMTR = £ 35 KIRI/ G, O = 7% —25% (097 —40747) 1.

[3339] KGRI = OReEh DA S 9060 T LUk i e o ek ] R ik b Tk f4
e, 13RS A (6. 6mg) -

[3340]  MS(ESI)m/z:851 (M+H) *.

[3341]1  'H—NMR(CD,0D) 3:8.46 (1H,s) ,8.42(1H,s) ,7.84 (1H,s) ,7.78 (1H,s) ,6.59 (1H,d,
J=15.1Hz) ,6.20 (1H,d,J=7.9Hz) ,5.69—5.38 (3H,m) ,4.60—4.50 (2H,m) ,4.48—4.38
(2H,m) ,4.31—4.20 (2H,m) ,4.10—3.93 (2H,m) ,3.87 (2H,s) ,3.73—3.57 (2H,m) ,3.52—
3.41 (1H,m) ,3.25—3.10(2H,m) ,3.01—2.90 (1H,m) ,2.83—2.71 (1H,m) ,2.30—2.11 (2H,
m) .

[3342]  *'P—NMR(CD,0D) §:58.2(s) ,57.6(s) .

[3343]  S7JE561 : CDNGL[H) 5 %,

[3344]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— {6—%dt—2— [ Q—F L) 21
R —oH—mEs —9—F) — 14— (8,9— A —6—Mifk —2,3,5— =% IKH [cd] L —2
(TH) —3) — 15— — 16 —F2 5 —2, 10— W (&) /\ A —2H, 10H, 12H—5,8— FFIifF —21°,
100" — k£ [3,2—1]11,3,6,9,11,2,10] 482 A 1-P0M —2, 10— il

N
N )-8
o —
U0
o F
O—P-SH

HS-

g
&
°

0

N7 N
[3345] HZN \ ;N 6
N4
N
HxNHz
51
51a ( #MERz40E1 )

51b (a2 )
[3346]  [rpiitk ]
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Si—
0_/_ A
N
0
,—’_"f o v S
= P HN>_ -8
< N\ N oy — 0
0 ( N’ DN o4
/o —( Bz N H
L O ‘ H O\
N__N N
"J'I/&’ ~ : Bz
b inis oy
N = . | _ H
RN NC e HO & =
N i \\(J‘N N
HO — J |
| k 5
\k(irN\/—_w Iﬁ1 A TBS-0" O .
, NC P
¢ ok, 40
o”-oH k“(_}“
gt F
0 “OH
N
NC N p=
~70 1gs N;js ‘sg T8S N )-8
[3347] sb——0 =~ ) B L, )=
0 0 :..N P °_° vN "
At I el o ¥
TH?2 ol e T R If3 Tl T OB e
o= 0-P-SH =\ 0-P-§
<L N 2 HoN
BZ'N {\N 4 0 2! \_J,.< o] ( ~
N N de L
H \_H HO\q (H [H
0, o !
0 \—\_ N \““\.
Si— Si—
/N /N
N
Na ? fof_ Y-8
S-P o] Y=(
IF4-1 & o L&,N ¥
TF4-2 \ i
N/’\N'Q\ o F
Y=( 0-P-s7 .
HaN—G N o]
N
N
H O\ N,

[3348] (T Frl)

(33491  fifi I SEI58 1 3 16 AT A3 2 A 54 (1. 80g) A S 911 1y TIRIAE R J5 1284 T
SR, 1582 — {2 — I S — 2 — 9 — 3 —0— [k () — A" — e ] — B— D — Wkmpgdeoh
£} —2,7,8,9—PUS —6—fitk—2,3,5— =F 4K [ed) B0 AR i AR G
RIS 47 T 6 i 2101 &4 (3.10g) , DL S Shm Bl T e 8RlkEn /5 k4T s M
KRR W B T8 PRI

[3350] (T2

[3351]  2— (=HIERIRELEEE) o3 [2— ({6— kWit —9— [ (BR, 7R, 8R, 12aR, 14R, 15R,
15aR,16R) —16— {[F ] & (CHED) ARG A — 10— @ — e L5 — 14— (8,
9— A —6—mifk—2,3,5— =& H [ed] BE—2 (TH) —FL) — 15— —2— ik —2—
B — 10— 3L/ \ A —2H, 10H, 12H—5,8 — FIFF —20°, 100> — k9 [3,2—1]11,3,6,9,
11,2, 10] A A2 AT DU — 7 — 3L ] —9H— BRI — 2 — B} 5 3) LA ] S L R

[3352] i ff] I3k T 7 LA I RH ) LA 5 S L T 9l AR g ik A T OS5 2%
B A (1.83g: 5245 -

[3353]  MS(ESI)m/z:1222 (M+H) *.

[3354] (T J3)
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[3355] X (N,N— — /% %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —7— (6— L —2—
{[2— ({[2— (=P EPREHRD O] IRIE &30 ORISR —9H - —9—5L) —
16— { BT 36 () R R M) — 14— 8,9— & —6—Hift—2,3,5— =% 4K
FHled] BE—2(TH) —35) — 15— —2, 10— —#2a B/ \ % —2H, 10H, 12H—5, 8 — HIffF —21°,
100" — WL [3,2—11[1,3,6,9,11,2,10] i 828 B FAT-PUH —2, 10— W (ki 4h)
[3356]  fifi [l ik T 723 2R & (1.83g) DL 5 S20fil 1 T 7 10[RRE T kT
N, AR EIPR B S PRI T A R 1 (151mg : 95 2450 A EX LA A2 (103mg : 25 A 44
J5) -

[3357] XSS AafA 1 (A1)

[3358]  MS(ESI)m/z:1065(M+H) .

[3359] RN A9 A2 (Ritlett)

[3360]  MS(ESI)m/z:1065(M+H) ".

[3361] (T fr4—1)

[3362] 44 (5R,7R,8R,12aR,14R,15R,15aR,16R) —7— {6 — 2 —2— [ 2 —2d L H)
GASE] — 9 —9—FL) —14— (8,9— A —6—Fift—2,3,5— =& A I [cd] B —2
(TH) —3) — 15— — 16— 25 —2, 10— e 5/ \ % —2H, 10H, 12H—5, 8 — FIiF — 21.°,
100" — WL [3,2—11[1,3,6,9,11,2,10] i 828 B FAT-PUB —2, 10— W (ki 4h)
[3363]  (EXSHLSFAGIAL)

[3364] i ] iR T 33 2l &9 GRS A9 A1) (151mg: S5 450 DA 3151
40 L Jp5RIFE g b A T IS e, ¥ MR DA T 1 DRSS SR 1 b RS ), 13- 8) = %2 U br
BULEW) .

[3365] A& 4651 C18FEIRAEJEHT [10mM AR = £ IL BRI/ L] DL K il 25 FUHPLC
[10mMAPR — LI E KA/ L, O :2% —30% (093 —30%7) ] .

[3366] KT RN = Wb DA S SCHEFIL T LLAT R R R ] R g ikt A T2k e
e, 13 2RSS (10.6mg) o

[3367]  MS(ESI)m/z:807 (M+H) ".

[3368] 'H—NMR (CD,0D) 8:8.39 (1H,s) ,7.97 (1H,brs) ,7.55 (1H,s) ,6.51 (1H,d,J=
16.3Hz) ,6.00—5.92 (1H,m) ,5.83—5.65 (1H,m) ,5.44 (1H,dd,J=52.0,3.6Hz) ,5.34—
5.20 (1H,m) ,4.77 (1H,d,J=3.6Hz) ,4.49—4.31 (5H,m) ,4.11—4.07 (1H,m) ,3.28—2.72
(8H,m) ,2.29—1.99 (2H,m) .

[3369]  *'P—NMR(CD,0D) 8:57.3(s) ,52.3(s) .

[3370] (T f¥4—2)

[33711 44 (5R,7R,8R,12aR,14R, 15R,15aR,16R) —7— {6 — 2 —2— [ 2 —2d L HD)
GASE] —OH—MEER —9—FL) —14— (8,9— A —6—Fift—2,3,5— =& A I [cd] B —2
(TH) —3) —15—JH— 16— —2, 10— e i)\ % —2H, 10H, 12H—5, 8 — FIi7F — 21.°,
100" — WL [3,2—11[1,3,6,9,11,2,10] Fi 82 B FAT-PUH —2, 10— W (ki 4h)
[3372]1  (djndu St f42)

[3373] ] iR T332l &9 ARSI A9 1A2) (103mg : 544250 DA S 151
40 L Jp5RIFE g I A T ION I, ¥ MR DA T 1 DRSS SR 1 b RS ), 13- 8) = 2 U b
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BULE )

[3374] [R5 S2E] CLSEEICAEEMT [10mM iR = & REA/K IR/ LT DA K il £ ZUHPLC
[10mMA TR — R BRIRM N, O :10% —30% (043 —3043) 1.

[3375]1 RS2 = b DA S 5Bl T3 LLArR 1) ettt sh 1 R ik b Tk e
e, 3RS A (12, 1mg) »

[3376]  MS(ESI)m/z:807 (M+H) *.

(33771 'H—NMR (CD,0D) 8:8.39 (1H,s) ,7.95 (1H,brs) ,7.82 (1H,s) ,6.58 (1H,d,J=
15.1Hz) ,6.00—5.95 (1H,m) ,5.90—5.71 (1H,m) ,5.40 (1H,dd,J=51.7,3.3Hz) ,5.38—
5.25(1H,m) ,4.53—4.39 (4H,m) ,4.28—4.18(2H,m) ,4.10—4.05(1H,m) ,3.27—2.54 (8H,
m ,2.34—2.10(2H,m) .

[3378]  *'P—NMR(CD,0D) §:57.9(s) ,57.3(s) .

[3379]  SJitaf562 : CONS2[1 5 ¥,

[3380]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —15— i —2,16— _FH—7—[1— 22—
ROH) —6—Medt—1,6— A —9H—E —9— ] —10—#A—14—(6,7,8,9— 1
A—20—2,3,5,6—PURZHK I [cd] BE—2—JL) J\ —2H, 10H, 12H—5,8— FIFF— 21, 10
A" — kI3 [3,2—1]1[1,3,6,9,11,2,10] Fi 5828 —JBEERHPUS —2, 10— i

={ 0-P-OH
(33811 od 5

52
52a ( #EximsHiE )
52b (wumziis )

[3382]  [f5pliksz]
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o 0
o~ N/ ,;,—NS 0-Bz
, \'l(j N 42.:0 %
o —
[e!
r N__.N —N
;‘% \(_7“ ~z 1
O Y N =0
TBS-0, HO ):2:

o, ©
o
N hi\ /LN'p‘o/\vCN L(_?‘NWN
HO - o} N lraz
\ir&/ I A\ foniinl. N e 7}

0~ "0OH F
o*"~oH
Bz —N H
N . /A
N0 1ae N\”’__?,N\ 9 1gs N;_>,N
S:FI, I_ 0 — 1 S_? I O —
[3383] o 6 L OouN o FI’\*-/O“;-‘N/\\)
g I3 Tl
- s =
N%N'q)\\ o F NN 9 F
:2=( O—P-OH o N o-p-0
g N =X 0
N—/ © N—/ O
¢ g N (H\/
Bz-0 HO
N
Na® @ N’?_\ N
S—l? o] -
TrF4-1 o0 oH L,C?,N p
IF4-2 N .,
ot o
= 0-P-0" |
OquN o Na
)
HO

[3384] (T F¢l)

[3385]  fifi S hitfh44 1 3 83 21 &9 (1.00g) LAS ST 13 7 R 5 kb4 T
[, {5216 — KA — 2 — {2 — i —2— i —3—0— [ (a2 — A — L] —
B—D— Ikt —6,7,8,9—PU% —2H—2,3,5,6 — PUBZHIT [ed] B[ LIRS - i
A2 SIS N S 5122 1y RT3 21 A &4 (1. 13g) DA Sl T 8[RIFFI1 Ty
TEAEAT SONT AT B PR W B T T8 T ORI SO

[3386] (T J¥2)

[3387] 2— {9—[(5R,7R,8R,12aR, 14R, 15R, 15aR,16R) — 14— (6— K HIEIL—6,7,8,9—
DU —2H—2,3,5,6 —PURZeA T [ed] B —2— 5 — 16— { [T 356 (T3 ARG 3L 4
F} —10— @—FIOHID) — 15— —2—FFt — 2 — A 3E — 10— i 5 3L/ \ A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—F] —6— IR —6,9— A — IH—IEs — 1 — 5L} £ KoK RS

[3388] Kt |3 T 7 LHTAS 2 AHL e ne (32 . 5mL) ¥ ik 4 2 26mL A 45 =, A2 —
W —5,5— "R —1,3,20° — "SRR KT — 2 — T (945mg) , 782 TR N HERE304 . A
SSEH NN (1. 11g) , B L/ INI o 6 SR IR N ER S84 (4 . 30g) [7KIA IR (150mL) Hy,
BEFE30 BT , H OFR CBRAEHL B HUE FHJC/KIRER BN T4 , 8 T4, 4 v He
Wit R B TR AE 24T [ be/ SR O/ FHBE ] dEA RS, 743 20 B B 1 AR =
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RIS PIE AR S (67 1mg : S A A5 -

[3389]1  MS(ESI)m/z:1136 (M+H) ".

[3390] (T F%3)

[3391] W (N,N— —Z32%) (BR,7R,8R,12aR, 14R, 15R, 15aR, 16R) —16— {[FU ] &t (—
FHIED) Ak i 1o — 16— —T— [1— @—FRRE L) —6— i —1,6— A —9H—
M 9 —FH]—2,10— i —10—mifik—14— 6,7,8,9— 0% —2H—2,3,5,6—PU%(
Ze ok Ft [ed] B —2—3L) J\&{—2H, 10H, 12H—5, 8 — FIMF—2A°, 100" — kI [3,2—1] [1,3,
6,9,11,2,10] Fi 82— BEEA-T- D0k — 2 — i dh

[3392] i [f] Ik T 28 2Imb &9 (671mg) DA 5 92ie Bl T 5 L0 5 k4T &
N, A3 BRSSP AR IR A 4R T (55 . 6mg : &5 2450 AIHERTI A 44R2 (65. Tmg : &5 H
2250

[3393] XSS Ag AL (AR )

[3394]  MS(ESI)m/z:875 (M+H) *.

[3395] XSS A A2 (Rithett)

[3396]  MS(ESI)m/z:875 (M+H) *.

[3397] (T fF4—1)

[3398] 4/ (5R,7R,8R,12aR, 14R,15R,15aR,16R) —15—ji —16—FFH —7—[1— C—%
ROH) — 66—t —1,6— A —9H—ME —9—JL] —2, 10— —#a it — 10— fik —
14— (6,7,8,9—PU%A —2H—2,3,5,6 — PURZ AT [ed] B —2— L) J\ & —2H, 10H, 12H—5,
8— MIHfF—20°, 100" — kg7 [3,2—111(1,3,6,9,11,2,10] F A2 A PObe — 2 — i dh
[3399]  (HEXSHLSFAGIAL)

[3400] i Rk T 3R 2Ioft &4 AR MUY (55. 6mg: &4 4450 LA S5 361
LT LRI A T RN, 3 BRUA N 1 RSl 2541 A TRS ), 198 = S B X bs
UL EYD.

[3401] DRGSR CL8RERA: EHT [10mM AR — L LB KIA L/ L ] R 25 SHPLC [ 10mM
OB = CHEEIRIRW N, M 5% —25% (093 —3047) 1.

[3402] KT 2 = Wb DA S SCEHIL T LLAT R R e ] R g ikt A T2k e
P, FFEIPREUE A& (11 . 3mg) »

[3403]1  MS(ESI)m/z:761 (M+H) *.

[34041  'H—NMR (CD,0D) &:8.55 (1H,m) ,8.15 (1H,m) ,8.03 (1H,s) ,7.14 (1H,d,J=4.8Hz) ,
6.46 (1H,d,J=18.1Hz) ,6.28 (1H,d,J=7.9Hz) ,5.50—5.29 (2H,m) ,5.16—5.04 (1H,m) ,
4.74—4.69 (1H,m) ,4.40—4.18 (6H,m) ,4.13—4.07 (1H,m) ,4.02—3.91 (1H,m) ,3.84—
3.74(2H,m) ,3.53—3.43(2H,m) ,2.81—2.63 (2H,m) ,2.02—1.85(2H,m) .

[3405]  *'P—NMR(CD,0D) 8:53.4(s) , —0.86(s) .

[3406] (T J54—2)

[3407]  —4/ (5R,7R,8R,12aR,14R,15R,15aR,16R) —15—ji —16—FFH —7—[1— C—%
ROH) —6—Wdt—1,6— A —9H—ME —9—JL] —2, 10— " Ha it — 10— fik —
14— (6,7,8,9—PU%A —2H—2,3,5,6 — PURZ AT [ed] BE—2—E) J\ % —2H, 10H, 12H—5,
8— MIHfF —20°, 100" — kg7 [3,2—111(1,3,6,9,11,2,10] F A2 A PO b — 2 — i dh
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[3408]  (EXSHLSFAGA2)
[3409]1 i ] Fib T 3R 2loft &4 AR MUY 42) (65. Tmg: &4 4450 LA S 361
LT LR A T OB, 3 B UL 1 RSl 2541 A TRS ), 198 = L B hs
UL G-
[3410] DRGSR CL8RERAT EHT [10mM R — L LB KIA L/ L ] R 25 SHPLC [ 10mM
OB = CHEEINRIRW N, O 3% —20% (093 —3047) 1.
[3411] RS2 = b DL S SBT3 LLArR 1) et ot eh 1 R ik b Tk e
e, 13 2RSS (23 . 5mg) o
[3412]1  MS(ESI)m/z:761 (M+H) *.
[3413]  'H—NMR (CD,0D) §:8.58 (1H,d,J=3.0Hz) ,8.19 (1H,d,J=2.4Hz) ,8.03 (1H,s) ,
7.40 (1H,s) ,6.49 (1H,dd,J=16.3,1.8Hz) ,6.29 (1H,d,J=8.5Hz) ,5.51—5.22 (3H,m) ,
4.59—4.55(1H,m) ,4.43—4.17 (5H,m) ,4.14—4.01 (3H,m) ,3.85—3.78 (2H,m) ,3.51 —
3.44(2H,m) ,2.90—2.75(2H,m) ,1.99—1.90 (2H,m) .
[3414]  *'P—NMR (CD,0D) 8:59.7(s) , —0.75(s) .
[3415] 577563 : CDNG3[HI 5 %,
[3416]  (5R,7R,8R,12aR,14R,15R,15aR,16R) —15—§i —10,16— _FHF—7—[1— (2—
HIROF) —6— It —1,6— " —9H—MEM —9—JL] — 2t —14—(6,7,8,9—14
A —2H—2,3,5,6—PUEZATf [cd] B —2—35) J\ S —2H, 10H, 12H—5,8— I —21", 10
A°— WM IE[3,2—1101,3,6,9,11,2,10] HAAZ —JEEAFPUM—2, 10— —fif
e NFN\FH

N%N'io}\» o F

[3417] Oﬁw S

N—
I

)

(o]

H
53
53a ( xR )

[3418)  [4 Akt 2]
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) 0-Bz
f:'\ S
N N
e i |
/05{\. ST . Né_ Y0 0-Bz
~ e §
o N /
K’ﬁ k\, :.Nv NJ’r_N}-——O
- Ts-0, 0 o =
N'J"_ \>_NJj /)\NPO/‘\\,-CN h“( ?‘N'xﬁ .
HO j— L _N Bz
O S IF AN e 2 NSNS IR
X ] = NC_~45-Pp N{
?.. e o \--(0, I\'I\/)\J
P .
OAOH HQ e
0" ~oH
Bz N H
~N .
Moo  1as N 9N 9 1BS N H-N
[3419] oS T o
1 =) : \_ O
0 0 OuN s 0, 0 N(O\NA-
— L Al I o
NN o F o o
! i —
=\ 0-P-8 - 0-P-SH
o={ N o . o N o
N A (N—f’
} 7/
Bz-0 HO
N H
Na® © N BN
o-p o ={ |
; : J
0 oH '\ O N
IF4 — /
NTN"So~ O F
= 0-P-8~ |
o={ N o Na

[3420]1 (T F¢1)

[34211 i FISCitaffl44 T 78T 2L & (1. 02g) DA S SLE Il T 7RI 5 k24T
R, 15506 — IR — 2 — (2— AR —2— i —3—0— [k (B —\ — B k] —
B—D—Ikmikhittl —6,7,8,9—PUA —2H—2,3,5,6 — PURZeATT [ed] B BT (£,
SN o S22 T 3 g BIRuib A (1. 23g) /KRG (10mL) HBB3vK - i —ik
FRRE LA MG NS 134, 1/16 (FIHAR ISR (CIEAEB) IR A CIEEIRARM S
IATRB, R RS0 N V= PR 150 Bl e 78 SN I A NN T ZE i S A0 S 26 1A T
(5.5M,0.50mL) , FEHE4053 Bl , VRIS EISONIR, IS IR ER B5 7K 5 (826mg) [H/KIATR
(1. 1mL) H 1048 o 46 SR IINIK (20mL) |, = 5 Pt — R S idb A T 26 B A
MUETC KRR Tm , B8 T R Hs e 4 o A2 ZR B W — S HH ¢ (15 9mL) 7%
TR ZCIINIK (0.200mL) F1— 5508 (1.00mL) (1) — 5 42 (15.9mL) I3, 75 2= 1 N Hd
15538 AE SN IINIEEBE (11 OmL) {5 5 M 452 1 I 45 BN IR0 e 4 o 1 281 AR L
Bl T8 PRI .

[34221 (172

[3423] N,N— /37 %% (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) —7— {1 — [2— CKFIf:IL
FI) R —6— A —1,6— H —9H—IE —9— Rt} — 14— (6—KHIl L —6,7,8,
9— YA —2H—2,3,5,6 — PUAIZE AT [ed] BE—2— 55 — 16— {[RCT 5k (D) Higkhi L)
AL —10— @—HUECHED) — 15— —2, 10— 5L/ \ A —2H, 10H, 12H—5,8 — Hfl
Fr—20°, 100> — keI (3,2—1111,3,6,9,11,2,10] F A8 JBEEA P b — 2 — il dh
[3424] Rt | aR T 7 1 e 20 Fk LA 5 S 90 L T ORI g b A T IO, 13- 2 it
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5t (122mg s SH AT -

[3425]  MS(ESI)m/z:1136 (M+H) ".

[3426] (T J33)

[3427]1  (5R,7R,8R,12aR,14R,15R,15aR, 16R) — 16— { [ ] 3& (—HIL) HEEE LA
B 15— — 10— —T—[1— C—FFHLHR) —6 I —1,6— A —9H— I —
9— ] —2—FiK—14—(6,7,8,9— DU —2H—2,3,5,6— PURZe AT  [ed] B8 —2—50) J\
A —2H,10H, 12H—5,8— HIifF — 20", 100" — Wk - [3,2—11[1,3,6,9,11,2,10] 482 ¥
AP0 —2, 10— —fifd

[3428] i iR T2 @8I nfb &9 (122mg, & 2250 PLS S0k T R 10[F R 7T
TEAEAT SONT AT B PR W B O T T8 T ORI SO

[34291  MS(ESI)m/z:875 (M+H) *.

[3430] (T Fr4)

[3431]  —4/ (5R,7R,8R,12aR, 14R,15R,15aR,16R) —15— i —16—FFH —7—[1— C—%
FLOF) —6— it —1,6— " —9H—WE —9— L] —2,10— "Bt — 2 — Ik —
14— (6,7,8,9—PU%A —2H—2,3,5,6 — PURZ AT [ed] B —2— L) J\ % —2H, 10H, 12H—5,
8— FFF— 207, 100" — Wl [3,2—11[1,3,6,9,11,2,10] F A28 —JBsER DU — 10— fizh
[3432] i F] bl T3 3R 21 R DA S5 Sie 911 T 1L ik T IO e, A
F&UHPLC [10mM AR = 3B KIR I/ Ol , Ol 2% — 30 % (043 —3043) JEATAG il , 745 2
= OB AU S W) A3 2 1 = S b LA S S5 11 Ty 11Tk i) L0 o el Eh ]
[FRE T b T SR et 153 2P R8UY 54 (30mg) -

[3433]  MS(ESI)m/z:761 (M+H) *.

[34341  'H—NMR(CD,0D) 3:8.58 (1H,s) ,8.12(1H,s) ,8.02 (1H,s) ,7.13(1H,s) ,6.47 (1H,d,
J=18.1Hz) ,6.27 (1H,d,J=8.5Hz) ,5.41 (1H,dd,J=51.7,3.9Hz) ,5.29—5.16 (2H,m) ,
4.58—4.52(2H,m) ,4.36—4.17 (5H,m) ,4.05—3.90 (2H,m) ,3.82—3.71 (2H,m) ,3.52—
3.43(2H,m) ,2.76—2.63 (2H,m) ,2.02—1.85 (2H,m) .

[3435]  *'P—NMR (CD,0D) 8:58.0(s) , —0.97(s) .

[3436] 5771564 : CDNGA[H) 5,

[3437]1  (5R,7R,8R,12aR,14R,15R,15aR,16R) —15— 4§ —2,10,16— =i —7—[1—
QLI —6—MEIE—1,6— A —9H—IE —9—H]—14—(6,7,8,9—PUA —
2H—2,3,5,6—PURZH I [ed] BE—2—55) J\A—2H, 10H, 12H—5, 8 — HI#fF —21°, 100" — Itk
I (3,2—1101,3,6,9,11,2,10] F 84— A +HPUM —2,10— —

K2 I S -

54

(34391 [ plciksz]
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\9 <O—Bz
@ )
OH\/“-% N Y ;N 0-Bz
rd 1 d
\ 5 N =0
‘x/)"“‘.“*-o \ g
N MO NN N
( b k\{ T N’f'_ =0
TBS-0, © HO Ne=(
Bz Y
N 1 0 N
a ?dN /J\N P g~ CN h.(_T-N P .
HO Y I S —N Bz
Oy | TR A BS-0' 0 N, H-N IfF2
/ - NC_~o-B0 Ny 1
oo
P /
0%)"OH WO F
O"p\OH
Bz —N H
—N E
Mo s N YN g T8S NN
0=P 0 el Q
[3440] - »J,DJ =3 o
o 0 N . 2 7
e O N0
/ — '
NN o F NN o F
: = 0-P-0
O—P-0H
o:( N u 0=< N 0 ( (
/4 o p\|_’.'r-"r N. -~ _N
<q g rH‘-./ fH-‘_,/
Bz-0 HO
~N H
Nat Q@ N DN
ob—0o )
Q OH \i\,l‘d\/\/
T4 J\"'w -
NSNS~ 0 F
’}T{N O--ﬁ--o;q 4
O= o a
o

[34411 (T J%1)

[3442] i 90 hEM0144 T 8T /3 Bk 59 (1.00g) FSEHI22 T 3T S 2L 54
(1.13g) LA Shital6 3 Ty LRIAE I 5 A T ROSE , 45 2 R W BB T T8 ok
[3443]  (TJ%2)

[3444] 2—{9—[(5R,7R,8R,12aR, 14R, 15R, 15aR,16R) — 14— (6— KL —6,7,8,9—
PUS —2H—2,3,5,6 — PURZR T [ed] B —2—F8) — 16— {DRUT 2 (D) ARG SE] 4
F}—10— CQ—FROAES) — 15— —2— K —2,10— —#rE it/ \ & —2H, 10H, 12H—5,
8— HIF —20°, 10X’ — W - [3,2—1111,3,6,9,11,2, 10] FARZE AP0 — 7 — 28] —
6— AR —6,9— A — IH—IEM 1 $) 2 HIE IS

[34451 (i [j] bR T /5 LATA3- 21 M DA 5 S 516 2 15 2[R AE 1 5 TR A T SO, 749281 gk
R RSB S A IR S e PR &1 (602mg : S5 2450 -

[3446] MS(ESI)m/z:1120 (M+H) *.

(34471 (1 J%3)

[3448] W (N,N— —Z32%) (BR,7R,8R,12aR, 14R, 15R, 15aR, 16R) —16— { [FU T &t (—
PR FRERE L S0 — 15— —T—[1— Q=R LI —6— a3t —1,6— — 4 —9H—
Mg 9 H] 2, 10— R — 14— (6,7,8,9— U4 —20—2,3,5,6— DU AT [cd]
B —2—F5) J\S —2H, 100, 12H—5,8 — I — 21", 10> — kg 7f [3,2—11[1,3,6,9,11,2,
10] FARZ IR TPUBe—2, 10— M (k)
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[34491 i ff] Fak T 72 g 2l &4 (602mg) LA S 52 iE Bl T 7 10[RIFE 330 T
N, A3 2RSS (90 8mg : By 2440 -

[3450]1  MS (ESI)m/z:859 (M+H) *.

[34511 (T J54)

[3452] 4 (5R,7R,8R,12aR,14R,15R,15aR,16R) — 15— —16—FH —-7—[1— C—%
BOF) —6 Wt —1,6— A —9H—ME —9—FL] —2,10— — it —14— (6,7,8,
9—PYsA —20—2,3,5,6 —PURZe A I [cd] B —2—FE) J\ % —2H, 10H, 12H—5,8 — FIfff —2
A7, 100" — Wi [3,2—1101,3,6,9,11,2,10] FAEZ IR TPObE—2, 10— M (i Eh)
[3453]  fifi F R T FE3Arf 204k &4 (90 . 8mg : &y A 24 50) LS S2he il T 7 1 LIRIRERS /5
AT RO e, FEMELA N DRSS AR 1 e RS ), A5 8 = SIS e A bsdlib 549 .

[3454] DRGSR CLBRERAT EHT [10mM AR — L LB KIA L/ L ] R 25 SHPLC [ 10mM
CFR— CRBOKIEW/ G Ol 1% —20% (093 —4047) 1.

[3455] KT 2 = Wb DA S SCEFI1 T LLATaR ) R e R ] RIAER g ikt T2k e
P, A3 EIPREUE S (40 4mg) «

[3456]  MS(ESI)m/z:745(M+H) .

[3457]  'H—NMR(CD,0D) 8:8.56 (1H,s) ,8.19 (1H,s) ,8.03 (1H,s) ,7.10(1H,s) ,6.46 (1H,d,
J=18.7Hz) ,6.31 (1H,d,J=8.5Hz) ,5.51 —5.32(1H,m) ,5.24—5.01 (2H,m) ,4.61—4.56
(1H,m) ,4.41—4.21 (5H,m) ,4.21—3.97 (3H,m) ,3.87—3.75(2H,m) ,3.54—3.41 (2H,m) ,
2.83—2.67(2H,m) ,2.02—1.85(2H,m) .

[3458]  *'P—NMR (CD,0D) 8: —0.59(s) , —0.81(s) .

[3459]  SCJHEAAI65 : 25 151N &k

[3460]  [Hplci%is]
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. By
~N H O BS
¢ 18BS N YN —rt Y=( J
s By A e
i / 8 /
o o N__z 1 \_/
% 5 b IF1 H,N- " ~
/ -, : \}Jq' NN~ 0 o-TBS
N”“N'\Dﬁ o o-Tes o o = 0-P-§~ _
el S T .
. N s r N rﬂ»/ N
HO N /E\/ (u\/ [
o
~ o o 4 o 7N
" {1 .
o N_r g \’%‘O/J\J’N\]/\:Z{J\’NN" |
s-P o) \— 0 _~_ : o
o OHHO\T‘N P [Q Ve
[3461] TFR2 H,N i . In (- TH3 \ 7
_},—N N7 N o oH
o ‘—o }:l 0-P-8 (’ (
& N o N
N._ff rH\_/ rH\_/
N H
g NN
s-P 0 - j
0 oH\ O N S
: ()
o) o N7 NS o OH
TZ H § H H o
" NJ\/YN\/\\H/\(N\)\H/\WNVO 3=I’N o-z-s <
Y l [
S D G (R i
\_/ A
BHMEETFS

[3462]1 (T F¢1)

[3463] W (N,N— 2% 2%%) (5R,7R,8R, 12aR, 14R, 15R, 15aR, 16R) — 15,16 — W { (4]
e (D) RS L] A3t —7— (6— { [ (H &t 2l ) A L ) L) — 9H— PG —9—
) —2,10— —HEIE—14—(6,7,8,9— 0% —20—2,3,5,6 — UG 2K [cd] B —2—
) J\& —2H,10H, 12H—5,8 — FI#F —20°, 100" —WkmgFf: [3,2—1]1[1,3,6,9,11,2,10] fi4
Ze IR UM — 2, 10— W ()

[3464] (i FSCHEBIL 7 T 7 TArA3 2l L &4 ARSI A 42) (80. 6mg) LA 5 5122
T T — UAIRER T 3 T RN, A3 BAREUE A1 (66 . 1mg : B 44J50) «

[3465]  MS(EST)m/z:1059 (M+H) ".

[3466] (T 72)

[34671 M (N,N— "3 2%) (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —7— (6— { [ (H4{lk
FLA D) FISE L L) —OH— W —9—3) —15,16— &K —2,10— Myt —14— (6,
7,8,9—PU&—20—2,3,5,6— DU [ed] B —2 —3E) /\A(—2H,10H,12H—5,8—H1
Hr—20°, 100" — W 9f[3,2—111[1,3,6,9,11,2,10] F A2 AT PObe—2, 10— M (fiks
)

[3468]  fifiJf] [k TR 1R8I0 & (66. Img) VA 5 5022 T Fr8 — LR 77 34T
[N, A3 BBREE A (40 4mg : 5 24 T0 o

[34691  MS(ESI)m/z:831 (M+H) ".

[34701 (T J¥3)

[3471] W (N,N— —HEOEIN—[4— (11,12— KA K I [b, T 1 AR UM —5
(6H) — %) —4—roa 2 TR ) H el iR et — L — AR N e —N— [ ({9— [ (BR,
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7R,8R,12aR,14R,15R,15aS,16R) —15,16— ¥k —2 10— " iE A —2, 10— Hifik—
14— (6,7,8,9—PU%A —2H—2,3,5,6 — PR A AT [ed] B —2— L) J\ % —2H, 10H, 12H—5,
8— I —20°, 100" — kg3 [3,2—1]1[1,3,6,9,11,2,10] FL o2 B EA T POp —7 —38] —
OH—ENS — 6 — B} AL FHL ] H %

[3472]1  (Z5¥m%Eds 1)

[3473]  fifiJf] [k T 23 8010 & (40 . 4mg) VA 5 52122 T FF9— LRI 77 34T
NS A HCI8RERAT IEMT [LOmMM R — L BoKIA I/ T VA M i) 25 UHPLC [ 10mM R
= R IKIRW O, O :10% —45% (043 —3043) 1R A I, 75 B b5 L &
(5.0mg) »

[3474]1  MS(ESI)m/z:1379 (M+H) *.

[3475]  'H—NMR (CD,0D) §:9.17 (1H,s) ,8.83 (1H,d,J=4.8Hz) ,8.01 (1H,d,J=3.6Hz) ,
7.63—7.45(2H,m) ,7.40—7.34 (3H,m) ,7.29—7.12(8H,m) ,7.09 (1H,s) ,6.47 (1H,d,J=
8.5Hz) ,6.31 (1H,d,J=6.7Hz) ,5.56—5.47 (2H,m) ,5.05—4.91 (4H,m) ,4.88—4.73 (3H,
m) ,4.57—4.30 (5H,m) ,4.09—4.01 (1H,m) ,4.00—3.55 (9H,m) ,3.52—3.45 (2H,m) ,3.18
(12H,q,J=7.3Hz) ,3.02—2.94 (1H,m) ,2.90—2.71 (3H,m) ,2.35—2.20 (2H,m) ,2.04—
1.92(3H,m) ,1.27(18H,t,J=7.3Hz) .

[3476]  STitEA66 : 29t e 16115k

(34771 [ pkiiz]

° 9 i o i o ¢ Y
T . O M =X
%’ O r nf 3 ~— n/\ \ﬂl
o _~_J o s}
o] H 0 = E\ |
Ao N A A~ \_/
HO™ 7Ty ﬁ oYY TRA1
(o] r/':-\{
7/
gN H
Nat O NN
sb—a = ]
0  OH al, 2
— “/
NTN-NoA~ O OH
= 0-P-§
Q H 2y o o ¢ o:{N & o W
o, N A oM omn M N a M A /
D N7 TN N =
EZ I THT ¥ b T2 _
£y Cr s
N H
0 N Y
BP0 \.-- j
0 oH\ O _N_J—
— et
N NNo* 0 OH £ T
0-P-§ N N°
o=(N N 8 ( H~" |/H“/
J m\ >»’f’ '
f’ O ‘“ﬁ/ : 9 b o [ - Il
HNL g Ao N\rrA N_Jk, N“‘w/“‘“N”k/‘“\lr N
o o o N o M o & )
FHYEET6

(34791 (T F¢1)
[3480] N—[4— (11,12— K% I [b, f]EZIr EDUM —5 (6H) — 5 —a— a3t T
Pt ] H 2 H A — L — R AL e —N— ({2— [ (2,5 — —Hraa Bbm gl — 1 — 355
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EIL] — 2 WAL L) HEE) Ha B

[3481] & SCHREL A1 (W02014/057687) ) {[ (N— {[ (9H— 2 —9— &) F A BL T F Rk} -4k
FL) AL AL 2R (955mg) [N, N— — FRIEFHRE I (8. 0mL) AR PN, 8 — — (A< AA
[56.4.0] —7—+—% (0.74mL) , 7E =1 FHCHEL/N (RONIRA) o 7E S TitEB122 T /5 10432
IS (938mg) [N, N— — HAELHAE R (8. 0mL) YA IR BINN — ¥R 3L FATE I i (229mg) 1
1 — 3 —3— (3— " HIELGUIEN I — ik AR RER (380mg) , 7E ==l T #5048 (2
IIIRB) o R SN IRA NN S IRBH , A =3 R B FE L/ NI o A5 OB i FR N — U A (50mL)
FI10 % APk (10mL) , H — S BE 2R B B HUZE - A& K T e , oK
DRBREA AT T8 o B8 2 T, K TR M 4 o e % B8 W TR SR AT = AT [/ (i / H
B/ OK=T:3: 110 N =) 13RS AEA3 2 SN, N — - FHEL FE e ffz (8. OmL) Y+
AN — B BE IR i (229mg) Al — &3 — 3 — (3— T URR LN 3E) — B MU e Sh e £h
(380mg) , 7£ == R HEFE300 B AR N I — & B¢ (100mL) F17K (25mL) , FH — S Fke
B HUZE A& /KT , O/ KBRER B A T M o S 25T, IRt
FEMe4s 4 7% B P R IR IEAT LU0/ FE I ] BEA RS ) o B 5 B AR08 4 BT e ik
%5, AEFR BT INN — CEERR I B RARHR 5T B o S A3 2 AREUE 54 (412mg)
[3482]1  'H—NMR (DMSO—d,) §:8.72 (1H,m) ,8.32 (1H,m) ,8.17—7.96 (3H,m) ,7.71—7.15
(13H,m) ,5.01(1H,d,J=13.9Hz) ,4.70—4.48 (5H,m) ,3.81—3.51 (7TH,m) ,3.05(1H,dd, J=
14.2,3.9Hz) ,2.83 (4H,s) ,2.80 (1H,m) ,2.64 (1H,m) ,2.28 (1H,m) ,2.07 (1H,m) ,1.79 (1H,
m) .

[3483]1 (T J72)

[3484] W (N,N— " OFOHEIN—[4— (11,12— — KA =K [b, £ 1R 2R DU —5
(6H) —3&) —4 — Mo | A ] H 2l it Had it — L — R PN 2l it —N— ({2— [ (2—
{9—[(5R,7R,8R,12aR, 14R,15R, 15aS,16R) —15,16— —FFE—2, 10— "Mt —2,10—
ik —14— (6,7,8,9—PU4% —2H—2,3,5,6— PUE 2 [cd] B — 2 — JE) J\ 4 — 2H,
10H, 12H—5, 8 — FI#F—20°, 10A° — Wk 7 [3,2—11[1,3,6,9,11,2,10] 5824 BRIy
P—7—FE] — 6 HIE—6,9— & — IH—F —1—3&} £30) HIL] — 2 IE A
SRR H e

[3485] (25t 1-6)

[3486] i JTI5jt 5 1 78 — 2R3 Bl L &4 (20 . Omg) A1k Ty LATA3 Bl L &4
(23.7mg) , A5 55T I21 T 4 IFE 5 3 T RON I, FHCL8EERAE AT [10mM iR — £ 5
HORKYEI O] 12 FUHPLC [10mM TR — L 3EEKIARY G, O :20% —45% (04 —40
43) 1A K il 5 HPLC [ 10mM AR — £ 3B Kia i/ g, FHRE : 30 % —80% (043 —4047) 11k
RG2S (14 1mg) -

[3487]1  MS(ESI)m/z:1466 (M+H) *.

[3488]  'H—NMR (CD,0D) §:8.74—8.69 (1H,m) ,8.17—8.12 (1H,m) ,8.04—7.96 (1H,m) ,
7.65—7.13(13H,m) ,7.13—7.04 (1H,m) ,6.33—6.23 (2H,m) ,5.50—5.31 (2H,m) ,5.07—
4.94 (2H,m) ,4.85—4.76 (1H,m) ,4.71—4.26 (10H,m) ,4.18—3.53 (13H,m) ,3.53—3.33
(3H,m) ,3.19(12H,q,J=7.3Hz) ,3.05—2.92 (1H,m) ,2.91—2.70 (3H,m) ,2.40—2.20 (2H,
m ,2.07—1.87 (2H,m) ,1.29(18H,t,J=7.3Hz) .
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[3489]  SLHBHBI6T : 29 T TG K
[3490]  [H %]

N~ N
Chz™ "~ NNy
L | k ) H o C:S‘DH
j;” i TIF1 L Ir/2 N R o IF3
Frmoc. N " Fmoc N_ O__ —™ Fmoc. N_o K
N ~"~OH N O NN T~ 0
L I “'/\c,r E H o 8n
N
N/
P
o] - e ] | §& » O N
; [ L. \W4 O="\=0
N ,N,_‘> o HN L ~> . o \
e TR o X, T S T e R s
o o” -:‘;(Y i s o o? u »T, ~ T ~OH
0 B o

7
¢ 4} W o I Yo | Y K
[3491] PN NM,L“,,\,N.{ Lo f I8 WA e
H N —— j H
j o o o? ﬁ/\n/ ~O Mo I . o o 2 N/\"r i -]
<) o £ oMo
4 N 4 J
N H
Na* O NN N H
-8 o it ) 0 7SR
0 o\ O N awnwil et
— 0 A 0 OHW O N _J
NP NS /\\ o OH — |
- o - Fopgeh, S ;
{ 0-P-s" NN A~ 0 oH _
o= N 0 Na = 0-P-8~ r, [,
/_/"'—" o= N o /ﬂx/ [’HV
HoN IF7 =

[34921 (T J¥1)

[3493]  [(N— {[(OH—2Zj —9—3) HSAR At} —L— o sl Bi) 24 58 L CFRTR
[3494] ¥ (IRIS) UN— {[ (OH—2Z5 —9—Fb) FIS L L) — L — v sl e L H 2 g
(2.50g) [FIPU LA (45mL) — FAZR (15mL) A ==t N AINIEEE (0. 588mL) APY £ 2
#Y (3.24g) , 7£65°C P HiPE3/ NG o B S N H SR SRR A TR RE , A R FH /K RO R 2h K 3t
YRS KA NLUE IO KBRS T , B8 2T 1550, B B8R M 4 o K % B8 W) T e JRe A
=T [Che/ SRR ORI A TR IS 2IFRBUL & (2. 062)

[3495]  MS(ESI)m/z:447 (M+Na) *.

[3496]  'H—NMR (CDC1,)§:7.77 (2H,d,J="7.9Hz) ,7.58 (2H,d,J="7.3Hz) ,7.40 (2H,t,]=
7.3Hz) ,7.32(2H,td,J=7.6,1.2Hz) ,6.97—6.92 (1H,brm) ,5.32—5.20 (3H,m) ,4.47—
4.37 (2H,m) ,4.21 (1H,t,J=6.7Hz) ,4.05—4.01 (1H,m) ,2.04 (3H,s) ,1.92—1.84 (1H,
brm) ,1.51—1.41(1H,brm) ,1.17—1.07 (1H,brm) ,0.93—0.89 (6H,m) .

[3497]1 (152

[3498]  {[(N— {[(OH—2j —9—3) AR At} — L — S i) 2 AL A O
Afig

[3499]1  fr A TP 13RI 51 (2. 06g) HIPH KR (48mL) By, 7E0°C AL
FEfiR iR (1. 38mL) A FZEREER— /K A5 (92.3me) , £F 20 FHRE4/INK B [ M FH <R
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CFBIATAERE , FBAIRER A B/KIE T B K E H R OR8N B HLZE , BRI
KA TV, KRR S A T T4 o S8 25T 50, S IR M 4 o K % B8 W) T e Jie A
2T [Che/ SRR ORI A TR IS BIRBUE &1 (1. 72¢9) .

[3500]  MS(ESI)m/z:553 (M+Na) *.

[35011  'H—NMR(CDC1,)8:7.76(2H,d,J=7.9Hz) ,7.58 (2H,d,J="7.3Hz) ,7.42—7.29 (9H,
m) ,6.74—6.69 (1H,brm) ,5.24—5.21 (1H,brm) ,5.17 (2H,s) ,4.86 (2H,d,J=6.7Hz) ,
4.48—4.39(2H,m) ,4.23—4.19(3H,m) ,4.04—4.00(1H,m) ,1.95—1.87 (1H,brm) ,1.50—
1.41(1H,brm) ,1.15—1.07 (1H,brm) ,0.93—0.89 (6H,m) .

(35021 (T J%3)

[3503]  N— [ (CREAAIL) L] H 2l 3 Bl e — L — il e i —N— {[2— (FF &
5 —2—WEAECHAIPR) —L— Rl

[3504] ¢ PR T 2frfs Btk &4 (1. 72¢) LK (40mL) 77 20 ML, 8—
TRZEBOA[5.4.0] —7— i (0.290mL) , FEHE /IS (RONIRA) o AL T ESIIN— [ CRIE5,
50 BT H e R H U — L — 2R (1.41g) G (20mL) =77 P 7E =00 NN
3H—T[1,2,3] =M:H:-[4,5—b]ntIE —3— 5 (529mg) 1 — LK —3— (3— LU D) —
Bk VAR R ER (746mg) LA MN N— SN FLE (0.678mL) |, Hieff 1/ N o B2 S B A
U NN IR S BRAH, B FE6 /NN I TS i A o K Bk B W R IR AT (075 / H R
PATRE T, A3 2IPREUL S (1.56g) .

[3505]  MS(ESI)m/z:676 (M+Na) .

[3506]  'H—NMR(CD,0D)8:7.37—7.27 (10H,m) ,5.17 (2H,s) ,5.09 (2H,s) ,4.82—4.70 (21,
m ,4.56—4.44 (1H,m) ,4.17—4.14(3H,m) ,4.07—3.96 (2H,m) ,3.83—3.82(2H,m) ,3.64—
3.48(2H,m) ,2.34—1.78 (5H,m) ,1.61—1.51 (1H,m) ,1.25—1.13(1H,m) ,0.95—0.87 (6H,
m) .

[35071 (T J54)

[3508]  H ot H ot — L — St —N— [ GRIELHI AL L] —L— e ad ik
[35091  fr [k T 73R 2l b &9 (1.56) [ HHIEE (BmL) — DUk (24mL) — —S(HbE
(8mL) TR AR IIN10 % £E6 (M) wet (1.4g) , A0 MRS M IEHE23/ NI o 78 SR
PRI PP/ DY Z0m (1. 1) A (50mL) |, Rk E 0472 38 o K reke = RS/ DU S PR
(1: 1) I AR TR RIS M 4 T, 72 2R B Wb N FHEE: (20mL) DY SR (20mL)
PAM 0% E0x (M) wet (1.0g) , 7EZ 0 B F 00 M HCPE3/ NI R S i ke 8 e, ¥
fil e 1 S/ DY SR (12 1) BEAT Pk o BRI TR R e 45 L 13 2R 8UE S W R 7
(1.02g) »

[3510]  MS(ESI)m/z:430 (M+H) .

(35111  (TJ%5)

[3512]  N—[4— (11,12— — A 2% [b, F1 &R PUFH —5 (6H) —38) —4— 3L T
Pl ] H St H St — L — St —N— [ GRAEL D) ] —L— o i

[3513]  YF MR T Jr4frf3 2 &9 (1.02g) N, N— — FH L FAEIE (24mL) 359800 I\
1—{[4— (11,12— KA KT [b, C1 A VUM —5 (6H) —28) —4 —Hro ik | ] %
LY IS e — 2,5 — i (956mg) FIN,N— S5 PN3E L5 (0.496mL) | £E %0 N it /N
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KSR e 4 | K4 5% B W VR JRAT 24T LS5/ MRS ) A RS ) o -5 AR 188 53 ik
FEHe 4 a5 5% B M0 TN TR < B 50 3L [ 4k o K445 21 1 [ 4R L 15 2l As UL &9
(1.06g) »

[3514]  MS(ESI)m/z:739 (M+Na) ", 715 M—H) .

[3515]  'H—NMR (CD,0D) 8:7.64—7.59 (2H,m) ,7.48—7.44 (3H,m) ,7.38—7.23 (3H,m) ,
5.15—5.12(1H,m) ,4.74—4.70 (2H,m) ,4.64—4.48 (1H,m) ,4.25—4.18 (1H,m) ,4.11—
3.96 (3H,m) ,3.91—3.85(1H,m) ,3.78—3.57(5H,m) ,2.84—2.75(1H,m) ,2.39—2.16 (3H,
brm) ,2.08—1.84 (5H,brm) ,1.61—1.52 (1H,brm) ,1.23—1.15(1H,brm) ,0.96—0.87 (6H,
m) .

[3516] (T J76)

[3517] N—[4— (11,12— KA 2RI [b, f1EAIFFEDUM —5 (6H) — L) —4— Wik |
P 3 ] H 2 H 2 3t — L — i 23 —N— ({2— [ (2,5 — M B e It — 1 — 5% 54
B —2—WEAECEHA PR —L— el

[3518] {1 [k T /b3 2l k&9 (1. 06g) [FIN,N— HIZE R (16mL) 7 Fh i
N— BRI BR AN  (187mg) A1 — LR —3 — (3 — IR EL PN IL) — ik I R &h
(312mg) , FE &0 M1t 16/ NI o R S S R T A A TARE , KBRS KA HLE K
BREREA T, B8 2T 550 K E iR s Mk 4 « AL PR B TR IIN CRR T, 1t 31845 2P [ 4
fEd BEAF RN P AR TN — Rk, R AR S, i AT B A RS 59 (T6Tmg) -
[3519]1  MS(ESI)m/z:836 (M+Na) ".

[3520]  'H—NMR (CD,0D) 8:7.68—7.56 (2H,m) ,7.48—7.44 (3H,m) ,7.38—7.23 (3H,m) ,
5.15—5.12 (1H,m) ,4.83—4.70 (2H,m) ,4.64—4.50 (3H,m) ,4.24—3.55 (8H,m) ,2.83—
2.76 (5H,m) ,2.38—2.18 (3H,m) ,2.11—1.84 (5H,brm) ,1.60—1.52 (1H,m) ,1.25—1.13
(1H,m) ,0.98—0.87 (6H,m) .

(35211 (T 57)

[3522] W (N,N—_ZHLEIN—[4— (11,12— — KA KIf[b, f 1R A E UM —5
(6H) —3%) —4— M5t T ] H 2B i H e i — L — It —N— ({2— [ (2— {9—
[ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) — 15,16 — Kk —2,10— —Ha it —2,10— —f%
fik—14— (6,7,8,9—PU% —2H—2,3,5,6— U 24K I [cd] B8 —2—F) J\ A —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
T—R] —6—Wrodt—6,9— " —IH—E — 1 — 3} 430 s B ] — 2 — el B O A H
) —L— ot

[3523] (2GR 17)

[3524] i 155 1 78 — 243 Bl WL &4 (20 . Omg) A1 ik T 6 Frf3 Bl WL &4
(20.9mg) , LA 55 5521 T 4 mIFE 5 A T IRON I, il CL8RERAT EAT [10mMA R — 2
FLEOKIARY O] il 2 BUHPLC [10mM O R — LR BoKIE I i, O :20% —45% (045 —
4043) 1 VA M 25 IHPLC [ 10mM PR = LR B KA/ P , F - 30 % — 80 % (043 —40757) ]
PATRE T, A3 2IPREUL S (11.9mg) -

[3525]  MS(ESI)m/z:1472 (M+H) "

[35261  'H—NMR (CD,0D) §:8.71 (1H,brs) ,8.19—8.13 (1H,m) ,8.02 (1H,s) ,7.64—7.56
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(2H,m) ,7.48—7.41 (3H,m) ,7.37—7.08(4H,m) ,6.34—6.23 (2H,m) ,5.48—5.36 (2H,m) ,
5.16—5.08 (1H,m) ,4.98—4.55(6H,m) ,4.52—4.15(7H,m) ,4.07—3.81 (6H,m) ,3.80—
3.45(8H,m) ,3.19(12H,q,J=7.3Hz) ,2.93—2.85(2H,m) ,2.85—2.71 (1H,m) ,2.45—2.30
(1H,m) ,2.30—2.11 (2H,m) ,2.08—1.83(6H,m) ,1.66—1.45(1H,m) ,1.29 (18H,t,J=
7.3Hz) ,1.28—1.10(1H,m) ,1.01—0.85(7H,m) .

[3527]  SJitfhl68 : 2y b 18I &k

[3528]  [&plei%is]

Ho_ - M _NH,
e o
o H L a o o o
=] o H H o
HO i wo_ A M N M I/F2 HO AN~ NH
N L IF NN Moo B B 0 0N
o H o ,[ g " ) A o 0
Il F
07
L
0 o ()
o~ A= -
Nt 0© | e 0_.;;,N N —
s M o y o h '+ o . qu
I s | | —
TE3 w Ho A M N~ IR~ T4 O AN A~ AN~ Ay \I
o M l 5 o ) ) o N L o H o L J
=y i
[3529] b o
~N H
N o 9 . =
Nt O N N s-P o y={
TN ' A ] 0 oH\ O N
0 oH W O N -
S NZ"N"“o-~ O OH
NP N-SoA~ O OH ={ 0-P-5 (
=4 0-P-§ HN—, N o ﬁ ﬁ:\..
HN—, N & MNa N—( [
N—4 NH
N L, N
N % e B o od M
—NH H H -
Ir‘?,rs HN ™ N"'lx, Y N . ~NN N
o H ___l o H o |
4 2
HYEEFS

[3530] (T

[35311  N— GRS H e H s — L— 4 it — L — N =R

[3532]  fF7j7H5 (ChemFun) [FN— GRU | SRR AL H etk H 22 (5. 00g) FIN— LT HA
A (2.97g) FIN,N— — HASL FE i (B0mL) J b, AE RS M 0°C PN L — 43 —3—
(3— T LA PIRD) — B W kRl (4.95g) , FHE & 2= IR B bk /NI o 26 SRR AR N
— (3. 6mL) AT (B 52) (I — 2 s e dd — L — &R (4. 05g) , 7E MR E M e
NI K S SRR e 4, 5k B W R RE AR BT [ S0 e/ R D b A TR o B & B
WO AR o3 BEA T M 4, NN — STk 1) 1 HRHR o 1 8 45 20 [ 0, 15 25 e & 9
(4.99¢g) .

[3533] MS(ESI)m/z:401 (M—H) .

[3534] 'H—NMR (DMSO—dG) 5:12.43 (1H,br) ,8.27(1H,d,J=6.8Hz) ,7.92 (1H,t,J=
5.4Hz) ,7.79(1H,d,J=9.3Hz) ,6.99 (1H,t,J=5.9Hz) ,4.19(1H, t,J=8.1Hz) ,4.13 (14,
m) ,3.73(2H,d,J=5.4Hz) ,3.52(2H,d,J=5.9Hz) ,1.92(1H,dd,m) ,1.35(9H,s) ,1.24 (3H,
d,J=7.3Hz),0.85(3H,d,J=6.3Hz) ,0.79(3H,d,J=6.8Hz) .

[3535] (T 72)

[3536]  N— (LML) Ha Mt — L —40a it — L — N &R — s IR

[3537] (i ff] bR T F 1S 2 mk&a (1.00g) DL 9eiefil2 1 T 51 mFER ) 3 TR
NS EIAREUE A (1. 10g) IR,
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[3538] MS(ESD)m/z:301 (M—H) .

(35391  'H—NMR (DMSO—d,) §:12.49 (1H,br) ,8.54 (1H,t,J=5.6Hz) ,8.34 (1H,d,J=
6.8Hz) ,8.03(1H,d,J=9.3Hz) ,8.00 (3H,brs) ,4.24 (1H,dd,J=8.8,6.8Hz) ,4.17 (1H,m) ,
3.93—3.84(2H,m) ,3.62—3.58(2H,m) ,1.96 (1H,m) ,1.27 (3H,d,J=7.3Hz) ,0.89 (3H,d, J
=6.8Hz) ,0.84 (3H,d,J=6.8Hz) .

[3540] (T J%3)

[3541] N—[4— (11,12— KA 2RI [b, f1EAFFEDUM —5 (6H) —FY) —4— ik |
L] H AW H s e i — L — 405 i — L — 9 iR

[3542]  fifi [l I3k T F 23 2 iiv &4 (861mg) DA 5 52itfil2 1 T 5 2[R RE T kT
N, 13 2RSS (T3Tmg) .

[3543]1  MS(ESI)m/z:590 (M+H) *.

[3544]  'H—NMR (DMSO—d,) §:12.46 (1H,s) ,8.28 (1H,t,J=8.1Hz) ,8.18 (1H,t,]=
5.9Hz) ,8.13(0.5H,t,J=5.6Hz) ,8.04(0.5H,t,J=5.9Hz) ,7.99(0.5H,t,J=5.9Hz) ,7.73
(0.5H,d,J=1.5Hz) ,7.67 (1H,m) ,7.61 (1H,m) ,7.53—7.44 (3H,m) ,7.40—7.28 (3H,m) ,
5.03(0.5H,d,J=6.3Hz) ,5.00(0.5H,d,J=6.3Hz) ,4.21 (1H,dd,J=9.0,7.1Hz) ,4.18—
4.08(1H,m) ,3.78—3.67 (2H,m) ,3.65—3.55 (3H,m) ,2.72—2.59 (1H,m) ,2.28 (1H,d,J=
7.8Hz),2.09—2.03 (1H,m) ,1.99—1.91 (1H,m) ,1.79 (1H,m) ,1.25 (1.5H,d,J=5.4Hz) ,
1.24(1.5H,d,J=5.4Hz) ,0.87 (3H,d,J=6.8Hz) ,0.82—0.79 (3H,m) .

[3545]1 (T f¥4)

[3546]  2,5— "M EEMEMRIE —1 —FHN—[4— (11,12— KA F I (b, f1 R LAY
Mr—5(6H) — &) —4— ik T ) H 2t H2ledt — L — 40l dt — L — N &R AR
[35471  {di[f] bk T3 frfs 2 b &9 (260mg) DL 5 52w Bi21 T 3k ik T
N, 13 2RSS (84mg)

[3548]  MS(ESI)m/z:687 (M+H) .

(35491  'H—NMR (DMSO—d,) §:8.73 (1H,t,J=7.0Hz) ,8.18 (0.5H,t,J=5.7Hz) ,8.12
(0.5H,t,J=5.7Hz) ,8.04(0.5H,t,J=5.7Hz) ,7.98(0.5H,t,J=5.7Hz) ,7.84—7.60 (3H,
m) ,7.52—7.44 (3H,m) ,7.40—7.28 (3H,m) ,5.03 (0.5H,d,J=6.0Hz) ,5.00(0.5H,d,J=
6.0Hz) ,4.69—4.58 (1H,m) ,4.22 (1H,t,J=7.6Hz) ,3.80—3.54 (5H,m) ,2.80 (4H,s) ,
2.73—2.59(1H,m) ,2.34—2.24 (1H,m) ,2.11—2.02 (1H,m) ,1.99—1.91 (1H,m) ,1.79 (1H,
m) ,1.45(1.5H,d,J=3.6Hz) ,1.43(1.5H,d,J=3.6Hz) ,0.85(3H,d, J=6.7Hz) ,0.83—0.79
(3H,m) .

[3550] (T J%5)

[3551] W (N,N— R EIN—[4— (11,12— KA I [b, T1 R AL EIUM —5
(6H) —3%) —4—roa et T LA ] H B i H Bt — L — 4 —N— [2— ({6— & —
9—[(5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16 — 2k —2 10— — Mkt —2,10— —
ifik—14— (6,7,8,9—PUA —20—2,3,5,6 — PUE( Lo [cd] B8 —2—FE) J\ 4% —2H, 10H,
12H—5,8— FFE—22°, 10A° —Wemt - [3,2—17[1,3,6,9,11,2,10] FL82%  JEERT-PU b —
7—3] —9H—ME — 2 — HE} 5030 L RE] —L— Nk

[3552]  (Z5¥mkds1-8)
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[3553]  fifi IS 318 1L Jy 8 — 2R3 2k &4 (5. 3mg) ALk T /743 2k &1
(4.5mg) , DA 55123 T3 LIRAEI 5 b4 T SON iy, 2 25 R HPLC [ 10mM PR — £ 364K
TR G I 25 % —35% (043 —30747) T TAG ], 15 2 bR &9 (5. Img) o

[3554]  MS(ESI)m/z:1359 (M+H) *.

[3555]  'H—NMR(CD,0D) 8:8.37 (1H,brs) ,8.02(1H,s) ,7.66—7.13 (9H,m) ,6.33 (1H,d,J=
6.7Hz) ,6.13 (1H,d,J=9.1Hz) ,5.49—5.42(2H,m) ,5.13—5.04 (1H,m) ,4.83—4.80 (1H,
m) ,4.51—3.63(14H,m) ,3.51—3.37(4H,m) ,3.14(12H,q,J=7.3Hz) ,2.90—2.72(5H,m) ,
2.36—1.96 (6H,m) ,1.34—1.25(21H,m) ,0.98—0.86 (6H,m) .

[3556]  SCJHEAAI69 : 25 d 19N &k

[3557]  [&plii%is]

° o (Y
tN'O‘/\/lLN
. He HO Ko © .
B = : " s
_wf\{ko IR 2 JJ\(F TF2 \ 7
NH NH (oA
O o H O= 0o H -FF -
}NJ\V.N\H/\N,BOC é\N/\/N\/\NHJ
) o H el ls}
Ox;
/0 VY o ‘o
“f{: = I3 L{EO a
O= o o -~
o 1 J_ i - NH =
NN TN O Oy o )
S A0S A A A
o] (o] (\ p
o] 4 N\ ﬁ
Na o N
$-P——0 gj 2 VYN
6 on '\ Oy S e
—~ 8 on\ O
NN \"‘"\. o OH — Ao il
= O-b% NONARoPN 0 on 7 (7
HN—( N o Na y=( 0-P-8° N N
N_<N HN— N o ! [ / \>
H O\ _nH, T4 L H o _
M NP o
LA )
N YN —
)
i = \_/
BHYEETF

[35591 (T /J¥1)
[3560]  N— (hELMidt) HadBih — L —filsd Bt — L — 3 ad iR = s R TS

[3561]  fifi fH1l1E: (Hangzhou Peptide Biochem) [IN— (G ] %A FEFRFL) H o AL H 2k
B —L— 2t — L — iR (1.00g) , DL s fil2 L T e LIRIFE 5 A A T RO, 73 5

PRIl & (1.02¢) (A4 .

[3562]1  MS(ESI)m/z:343 (M+H) ".

(35631  'H—NMR (DMSO—d,) §:12.61 (1H,s) ,8.51 (0.7H,t,J=5.1Hz) ,8.48(0.3H,t,J=
4.9Hz) ,8.35(0.3H,d,J=8.8Hz) ,8.05(0.7H,d,J=8.3Hz) ,7.99 (3H,brs) ,4.55(0.3H,dd,
J=8.3,2.4Hz) ,4.46 (0.7H,dd,J=8.8,2.9Hz) ,4.23(0.3H,dd,J=8.5,5.6Hz) ,4.15
(0.7H,dd,J=8.3,5.9Hz) ,4.06 (0.7H,dd,J=17.6,5.4Hz) ,3.99—3.95 (1H,m) ,3.63—
3.36(4.3H,m) ,2.28—2.20(0.3H,m) ,2.07—2.00(0.7H,m) ,1.96—1.74 (4H,m) ,1.46—
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1.36(1H,m) ,1.26—1.13(1H,m) ,0.89—0.83 (6H,m) .

[3564] (T J¥2)

[3565] N—[4— (11,12— A 2% [b, F1RZA ¢ PUF —5 (6H) —38) —4— 3L T
P ) H U H et — L— I et — L — o iR

[3566] fii ] ik T FF 1A Rl &% (1.02g) LS ShefI21 T 2[R e 7 i3k T
N, A3 EIFREUE S (993mg) -

[3567]1  MS(ESI)m/z:630 (M+H) *.

[3568]  'H—NMR (DMSO—d,) §:12.57 (1H,s) ,8.30(0.3H,dd,J=8.5,3.6Hz) ,8.14—8.06
(1H,m) ,8.00(0.7H,d,J=7.9Hz) ,7.88—7.80 (1H,m) ,7.70—7.66 (1H,m) ,7.63—7.60 (1H,
m) ,7.53—7.27(6H,m) ,5.04(0.7H,d,J=14.5Hz) ,5.02(0.3H,d,J=14.5Hz) ,4.56 (0.3H,
dd,J=8.5,2.4Hz) ,4.47—4.43(0.7H,m) ,4.20(0.3H,dd,J=8.2,5.7Hz) ,4.12(0.7H,m) ,
3.99—3.36(7H,m) ,2.68—2.58 (1H,m) ,2.34—2.18(1.3H,m) ,2.09—1.74(6.7H,m) ,
1.44—1.34(1H,m) ,1.25—1.12(1H,m) ,0.87—0.80 (6H,m) .

(35691 (1 J%3)

[3570]  2,5— "MLt —1 —JEN—[4— (11,12— — K K3 [b, f1 &40
Mi—5 (6H) —55) —4— WMot | st ] H Ui H 2 — L— s dt — L — o &R
[35711  fi i Lk T FF2fr s 21 &% (300mg) LA S5 52w 21 T 3Rl FE 7 i3k T
N, A EIFREUE S (28Tmg) -

[3572]1  MS(ESI)m/z:727 (M+H) *.

[3573]1  'H—NMR (DMSO—d,) §:8.77—8.67(0.3H,m) ,8.50(0.5H,d,J=8.3Hz) ,8.31(0.2H,
m) ,8.10—8.04 (1H,m) ,7.88—7.79 (1H,m) ,7.68—7.57 (2H,m) ,7.49—7.26 (6H,m) ,5.01
(1H,d,J=14.2Hz) ,4.80—4.42(2H,m) ,3.97—3.84 (1H,m) ,3.79—3.34 (6H,m) ,2.78 (4H,
s),2.64—2.57(1H,m) ,2.30—1.74(8H,m) ,1.56—1.17 (2H,m) ,1.00—0.80 (6H,m) .

[3574] (T Fr4)

[3575] W (N,N— R ZEIN—[4— (11,12— KA %I [b, F1 R AL IUM —5
(6H) —3L) —4— s T LA ] H AUl i H 2Bt — L — Il it —N— [2— ({6 — %3t —
9—[(5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16— ¥k —2 10— “#HiEIt—2,10— —
fifk— 14— (6,7,8,9— DU —2H—2,3,5,6— PURZe AT f [cd] B8 —2—%5) J\ % —2H, 10H,
12H—5,8— F#fF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—3E] —9H—IEM —2 — FE} 50 O3] —L— S el

[3576] (25 1-9)

[35771 i S BI8 1 78 — 2R3 Bl L &4 (51 . 8mg) M ik T /7 33 Bl L &4
(36.9mg) DA 5 515123 T3 LIFAEI 5 b4 T SON i, 25 HPLC [ 10mM TR — £ 360K
W/ N, I :20% —35% (03 —3043) 13EA PRSI, A3 2 ARAUE 54 (62 5mg) -

[3578]1  MS(ESI)m/z:1397 (M—H) .

[35791  Sifhl70: 29 e 11015 ik

[3580]  [&plci%is]
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G 57
) o o 70 o]
£ 9 n H TR 1 H il 0
Ho\ﬂ_,.-\:|1 Jg[ N~ AN FF HO__ \.E,.H N N NH A
<
O o 0 o 1)
[Cw_ I
-
o (¢ Y
‘ I
PO~y 3 B -
5 \
L0 > A
o 1 - 0=y =0
>_‘/ -} o o ' 1 ) o o o ¢
IF2 7 wo NN IR = , 3 A 1=
y 4 SN N TN e Y IF3 D,__T,\N,-«\, NN NS ﬁ
I A I ow o Ll — S H ] & o N l
. =
[/ T = CT :X
S G 2 by, M & 2
[3581] - \_/ bl \ W,
_.;—N>’H
5 7NN
—N W e B N
Na® O N..’._ 3N s-P o Nt N
“5-B o Y—{ ) 0 oM\ OuN S
0 OoH\W_ O _N_J — e
A ¢ ¥ . —
I\ \_f N I‘J’*\o)"'-. O OH
NN~ O OH = 0-#-8 0 r
\{ o-p_s5 . H N sh _?N o] I/::‘-/ I/H\
HaN—{, N o MNa = - | |
N—4{ ' S| —
b L VAR
H\ v £ 0 o o
—NH. T H H T —
2 T4 N N N L
THY TN Y )
_.n\?, >_§
? "{\_.'r_i’

BYEETF10
[35821 (T 1)
[3583] N— (FIEAMIED) Hadliit — L — R I Nl — L — & 5U0R — i ORI
[3584]  fifi [f]Tji45 (Hangzhou Peptide Biochem) [N— GRUT %5030 H 2l H 4k
H— LR RN G — L — %R (1.00g) LA S 521 Ty LIFIAR s 204 T SO, 15 2]
PRk A (1.19) (PR~
[3585] MS(ESI)m/z:411 (M+H) .
[3586]1  'H—NMR(DMSO—d,) 8:8.48 (1H,t,J=5.4Hz) ,8.41 (1H,d,J="7.8Hz) ,8.27 (1H,d, ]
=8.3Hz) ,7.97 (3H,m) ,7.28—7.18 (5H,m) ,4.58 (1H,m) ,4.32 (1H,m) ,3.85 (1H,dd,J=
17.1,5.9Hz) ,3.68 (1H,dd,J=16.6,5.4Hz) ,3.56 (2H,m) ,3.04 (1H,dd,J=13.9,3.7Hz) ,
2.74(1H,dd,J=13.7,10.3Hz) ,2.47 (11,m) ,2.05 (3H,s) ,2.00 (1H,m) ,1.88 (1H,m) ,1.48
(1H,d, J=10.3Hz) . (XAUICEL T BEWLIIE] (1)1E)
[35871 (1 /J¥2)
[3588] N—[4— (11,12— KA RFf[b, f1EAIFFEPUM —5 (6H) — L) —4— Wik |
P ) H e H 2 et — L — R N S e s — L — %R
[35891 i [f] Fak T /7 1SR &4 (1.03g) LS Sheii2l T F2Rkem rikadb i1
N, P EIFREUE S (652mg) .
[3590]1  MS (ESI)m/z:698 (M+H) *.
(35911 'H—NMR (DMSO—d,) §:12.67 (1H,brs) ,8.28(0.7H,d,J=7.9Hz) ,8.25(0.3H,d,J=
7.9Hz) ,8.17(0.7H,t,J=5.7Hz) ,8.10(0.3H,t,J=5.7Hz) ,8.04—7.93 (2H,m) ,7.73—
7.15(13H,m) ,5.00(1H,d,J=13.9Hz) ,4.56—4.49 (1H,m) ,4.35—4.28 (1H,m) ,3.74—3.49
(5H,m) ,3.03(1H,dd,J=13.9,3.6Hz) ,2.79—2.22 (5H,m) ,2.11—1.76 (4H,m) ,2.02 (2. 1H,
s),2.02(0.9H,s) .
35921 (T J%3)

)

el
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[3593] 2,5 — " WFREMEIR G —1 —FEN—[4— (11,12— —FEA FIF (b, FIE LA
Fr—5 (6H) — ) —4— a3 | AR ) H el R H et — L — R R N e — L — s R
i

[35941 i [f] I3k T F 28 2IMb &9 (201mg) DA 5 922l T 3[Rk b1 &
N, 13 2RSS (95mg)

[3595]1  MS(ESI)m/z:795 (M+H) *.

[3596]1  'H—NMR (DMSO—d,) §:8.84—8.59 (1H,m) ,8.17—7.96 (3H,m) ,7.72—7.15 (13H,
m) ,5.01(0.55H,d,J=14.5Hz) ,5.00(0.45H,d,J=13.9Hz) ,4.86—4.74 (1H,m) ,4.56—
4.48 (1H,m) ,3.75—3.50 (5H,m) ,3.05—2.52 (6H,m) ,2.82 (4H,brs) ,2.33—1.73 (4H,m) ,
2.05(3H,s) .

[35971 (T Fr4)

[3598] MW (N,N— _ZHLEIN—[4— (11,12— — KA KIf[b, 1R A E UM —5
(6H) —3%) —4—Mroal 2t T LA ] Hr e i H et — L — R R N & —N— [2— ({6 —=(
F—9—[(5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16 — —FH—2 10— " IE—2,
10— —fifik—14— (6,7,8,9—PU% —2H—2,3,5,6— PUA(ZeIR I [ed] B —2— 3L) )\ —
2H,10H, 12H—5,8— HI#fF —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 4828 —JBEA 1
POpe—7— 5] —9H M — 2 — B} 50 5 O] — L — SR i

[35991  (Zo¥maEds1-10)

[3600]  fifi S JiE 318 1 Jy 8 — 2T 13 2k &4 (6. Omg) 113k T /7 33 Bk &1
(5.5mg) A SLHt23 1T /3 LIRAE I 5 kb AT SN e, 25 ZHPLC [ 10mM 8 — £ 2 oK
W O SN :20% —40% (043 —3047) T ARSI, A3 2P R854 (2. Omg) «

[3601]1  MS(ESI)m/z:1467 (M+H) *.

[3602]  'H—NMR (CD,0D) §:8.23 (1H,brs) ,7.93 (1H,s) ,7.54—7.07 (14H,m) ,6.23 (1H,d, ]
=6.7Hz) ,6.05—5.98 (1H,m) ,5.41—5.31(2H,m) ,5.00—4.93 (1H,m) ,4.73—4.69 (1H,m) ,
4.41—3.52(14H,m) ,3.44—2.62 (12H,m) ,3.08 (12H,q,J=7.3Hz) ,2.38—2.13 (3H,m) ,
2.02—1.80(8H,m) ,1.19(18H,t,J="7.3Hz) .

[3603]  STHEMI71: 29 e 115 K

[3604]  [HliKiE]
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2 M
_NH _NH
o ] ] o
H H Ir%" H o
MO~y LN N HO A AN~ K J_r
H ] )i N j TN 0",
o o o o £F
o 9 '\,—3 0. _NH 0,.__NH;
o~ M= 5 - NH2
)LN ; ~ N KI _NH . _NH
ok L . \ -
’ § ) [0 H o o ) OTNTY B o, o Y
& 4 N/ ] -
THE? %4 HO\T_,-\ i J\"N N LN A~ -\N)—&l TE3 DY.H\NJ ,_N\_\r N ,_N\I "'J\"?"
o H o o L ,l o J\ o H o \ il
) —
S S
[3605]
—MN H N H
N & N BN 4 NN
§-P——v0 Y s p_cl o Y |
o oH \"‘\’o‘r‘“--\f)“‘" o oW \.T'N“""’M/
N-.'"‘N—-\"\G . o ._0 H Nd\wwl_o)‘--..l o OH ~
={ 0-P-§” e 0~P-8§~ r /
HN—, N & Na* HN—G N o R W
2 N—{ N— H H rH
N—, NH N.__NH,
H N\_NH, L J’ 1 —
h A B
TF4 N~ o o WA
] ¢ H g -
HN {,.,.‘N_.J\,N\f pA A Ay \|\=|
o " l o H o L)
')
W N
- s j
HMEEFN

[3606] (T F¢l)

[3607]  N— (Gt Mt H ot — L — 4R — N’ — Sl I — L — SR =52
PRI

[3608]  fifi ff]Tji45 (Hangzhou Peptide Biochem) [IN— GRUT S5 IIE) H 2l e H 4k
H L — 2 — N — S ML — L — 250 (1.00g) LS S2hEfl2] T 5 1 REE Ty ik
TN, A3 BIFREUL S (1. 02g) AR 4.

[36091  MS(ESI)m/z:389 (M+H) *.

[3610]  'H—NMR (DMSO—d,) §:12.52 (1H,brs) ,8.55 (1H,t,J=5.4Hz) ,8.29 (1H,d,J=
7.3Hz) ,8.03—7.96 (4H,m) ,5.97 (1H,brs) ,5.40 (1H,brs) ,4.26 (1H,t,J=7.8Hz) ,4.11
(1H,m) ,3.93—3.85(2H,m) ,3.60(2H,d,J=5.9Hz) ,2.95(2H,brs) ,1.97 (1H,m) ,1.69 (1H,
m) ,1.56 (1H,m),1.39(2H,m) ,0.88(3H,d,J=6.8Hz) ,0.84 (3H,d,J=6.8Hz) . ((\{ic# T
BRI 2] 35 1)

[3611]1 (T2

[3612] N—[4— (11,12— — A 2% [b, F1RZA ¢ PUFH —5 (6H) —3) —4— 3L T
PR ] e R T S IR — L — 4 5 — N° — SR e — L — 54k

[36131  {di ] ik TR 1ArS 2 b &9 (1.02¢) LS Sz il T2 ke ik T
N, P EIFREUE A (T95mg)

[3614]1  MS(ESI)m/z:676 (M+H) *.

[3615]1  'H—NMR (DMSO—d,) §:12.49 (1H,s) ,8.28—8.22 (1H,m) ,8.18(0.5H,t,]=6.0Hz) ,
8.13(0.5H,t,J=5.7Hz) ,8.06(0.5H,t,J=5.7Hz) ,8.01 (0.5H,t,J=6.0Hz) ,7.75—7.71
(1H,m) ,7.69—7.65(1H,m) ,7.62—7.59 (1H,m) ,7.52—7.43 (3H,m) ,7.40—7.28 (3H,m) ,
5.93(1H,t,J=5.7Hz) ,5.38 (2H,brs) ,5.02(0.5H,d,J=13.9Hz) ,5.01 (0.5H,d,J=
13.9Hz) ,4.24 (1H,dd,J=8.8,7.0Hz) ,4.10 (1H,m) ,3.79—3.54 (5H,m) ,2.93 (2H,q,J=
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6.4Hz) ,2.73—2.60 (1H,m) ,2.29 (1H,m) ,2.09—1.91 (2H,m) ,1.79 (1H,m) ,1.72—1.63 (1H,
m),1.60—1.50(1H,m),1.43—1.33(2H,m) ,0.86 (3H,d,J=6.7Hz) ,0.81 (1.5H,d,J=
6.7Hz) ,0.80(1.5H,d,J=6.7Hz) .

[3616] (T F%3)

[3617]  2,5— "M ML ot — 1 —FEN— [4— (11,12 — — KA K [b, f1 A4 AT
M —5 (6H) —3L) —4— I3 T W) H Bt H e it — L — et — N° — S S
H—L— RN

[36181 i [f] Lk T Fr2fr 3 2 b &9 (300mg) DL 5 S22l T 3 kEn ik T
N, AR S & (17Tmg) .

[36191  MS(ESI)m/z:773 (M+H) *.

[36201  'H—NMR (DMSO—d,) §:8.75 (1H,t,J=6.1Hz) ,8.20 (0.5H,t,J=6.1Hz) ,8.15
(0.5H,t,J=5.6Hz) ,8.06(0.5H,t,J=5.9Hz) ,8.02(0.5H,t,J=5.9Hz) ,7.83(0.5H,d,]=
8.8Hz) ,7.77(0.5H,d,J=8.8Hz) ,7.72(0.5H,d,J="7.8Hz) ,7.67 (0.5H,d,J=6.3Hz) ,
7.62—7.59 (1H,m) ,7.52—7.44 (3H,m) ,7.39—7.29 (3H,m) ,6.03 (1H,brs) ,5.43 (2H,brs) ,
5.03(0.5H,d,J=13.7Hz) ,5.01(0.5H,d,J=14.2Hz) ,4.59—4.54 (1H,m) ,4.25 (1H,m) ,
3.79—3.68(5H,m) ,2.97 (2H,q,J=6.5Hz) ,2.80 (4H,s) ,2.71—2.60 (1H,m) ,2.28 (1H,m) ,
2.10—2.03(1H,m) ,2.00—1.93 (1H,m) ,1.88—1.72(3H,m) ,1.54—1.49(2H,m) ,0.85 (3H,
d,J=5.4Hz) ,0.81(1.5H,d,J=4.9Hz) ,0.80(1.5H,d,J=6.8Hz) .

[36211 (T Fr4)

[3622] W (N,N—_ZHLHEIN—[4— (11,12— — KA FKIf[b, f 1R A E UM —5
(6H) —25) —4—Wr5 ik T el ] Had et H 2Bt — L — 4l e it —N—[2— ({6— 2 Bk —
9—[(5R,7R,8R,12aR, 14R, 15R, 15aS, 16R) —15,16— ¥k —2 10— “#HiEIt—2,10— —
fifk—14— (6,7,8,9— DU —2H—2,3,5,6— PURZe AT f [cd] B8 —2—%5) J\ % —2H, 10H,
12H—5,8— F#fF—2A°, 10A° — kg 3E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7— ] —OH— S — 2 L} ) £ FE] —N° — S F R — L — I SR B

[3623]  (ZoPmEds111)

[3624]  fifi FISHE I8 1 Fy 8 — 2R3 2tk &4 (5. 0mg) ALk T /7 3Fr 3 21k &1
(3.8mg) DA SLitf523 T /5 LIRAE I 5 - T SN iy, 1t i) 25 M HPLC [ 10mM 2R — £ Bk %
IR M s C 2 20% —35% (045 —3043) THE ARSI, A5 BIFREU L &9 (3. Omg) «

[3625] MS(ESI)m/z:1443 M—H) .

[3626]  STiEf72: 2y e 1121005 K

[3627]  [HaliEfE]
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[36291 (T 1)

[3630]  N— (L LMERE) HMER: — L — RN e e — N — UL PR — L — B3R =
IR

[3631]  fifi fH1l1E5 (Hangzhou Peptide Biochem) [IN— G ] %A FEFFL) H 2 AL H 2k
He L SRREPY AL — N — SR B — L— 440 (1.00g) DA S22 T 1 [RAEN
TR AT ROV, A3 2R REUE S (1. 05g) [FAH 4.

[3632]1  MS(ESI)m/z:437 (M+H) *.

[3633]  'H—NMR (DMSO—d,) §:12.63 (1H,brs) ,8.49 (1H,t,J=5.4Hz) ,8.40 (1H,d,J=
7.8Hz) ,8.26 (1H,d,J=8.3Hz) ,7.97 (3H,brs) ,7.28—7.17 (5H,m) ,6.00 (1H,brs) ,5.41
(2H,brs) ,4.60 (1H,m) ,4.17 (1H,m) ,3.85(1H,dd,J=16.6,5.4Hz) ,3.67 (1H,dd,J=16.6,
5.4Hz) ,3.56 (2H,d,J=5.9Hz) ,3.03 (1H,dd,J=13.9,3.7Hz) ,2.96 (2H, brs) ,2.73 (1H,dd,
J=13.9,10.5Hz) ,1.73(1H,m) ,1.58 (1H,m) ,1.40 (2H,m) .

[3634] (T2

[3635] N—[4— (11,12— — A 2% [b, F1RZA ¢ PUFG —5 (6H) —38) —4— 3L T
PEE ] H U H R e — L — 2RI PN e — N° — S R TR — L — 5%

[36361  fdi[f] ik T 1AF S 2 b &9 (1.05¢) DL S Sz pi2l T2 ken ka2
N, 1328 A (550mg) .

[3637]1  MS(ESI)m/z:724 (M+H) *.

[3638]  'H—NMR (DMSO—d,) §:12.60 (1H,s) ,8.29 (1H,t,J=9.1Hz) ,8.17 (0.5H,t,J=
5.7Hz) ,8.10(0.5H,t,J=5.7Hz) ,8.04—7.94 (2H,m) ,7.72—7.14(13H,m) ,5.94 (1H,br) ,
5.39(2H,s) ,5.01 (0.5H,d,J=13.9Hz) ,5.00(0.5H,d, J=14.5Hz) ,4.56 (1H,m) ,4.15 (1H,
m ,3.74—3.49(5H,m) ,3.04—2.93(3H,m) ,2.77—2.58 (2H,m) ,2.28 (1H,m) ,2.05 (1H,m) ,
1.83—1.70(2H,m) ,1.62—1.52(1H,m) ,1.46—1.32(2H,m) .

[3639] (T F%3)
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[3640] 2,5 — "SR EMERE ot — 1 —FEN— [4— (11,12 — — KA K [b, f1 A4 AT
Mo —5(6H) —F5) —4 —Hra i T Wese] H oWt H Ut — L — SO N R e — N — L
B3t — L — S54RI

[36411  {di ] bk T 23 2 b &9 (225mg) DL 5 S fi21 T 3 FEr B3 T
N, 13 2RSS (226mg) -

[3642]1  MS(ESI)m/z:821 (M+H) *.

[3643]  'H—NMR (DMSO—d,) 8:8.80 (1H,t,]=7.6Hz) ,8.19—7.96 (3H,m) ,7.72—7.15
(13H,m) ,6.03—5.89 (1H,br) ,5.43 (2H,brs) ,5.01(0.5H,d,J=14.0Hz) ,4.99(0.5H,d,J=
14.0Hz) ,4.65—4.53(2H,m) ,3.74—3.50 (5H,m) ,3.03—2.95 (3H,m) ,2.81 (4H,s) ,2.78—
2.58 (2H,m) ,2.28 (1H,m) ,2.07 (1H,m) ,1.91—1.73 (3H,m) ,1.56—1.49 (2H,m) .

[3644] (T F¥4)

[3645] W (N,N— OB EIN—[4— (11,12— KA %I [b, F] R AL =TI —5
(6H) —3%) —4—Mroa et TR ] Hr e B i H Uit — L — R R N & —N— [2— ({6—=(
F—9—_[(5R,7R,8R,12aR, 14R, 15R, 15aS,16R) —15,16 — —FH—2 10— "It —2,
10— —fifik—14— (6,7,8,9—PU% —2H—2,3,5,6— PUA(ZeoR I [ed] B —2—3L) )\ —
2H,10H, 12H—5,8— HI#fF —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H A2 —JBER 1
PO —7 — 3] —9H— NS — 2 — L) 5 3E) L FE] —N° — S R e — L — S SRl

[3646]  (ZoPmkEds112)

[3647]  fifi FISZHE I8 1L 8 — 2R3 2tk &4 (5. 1mg) A1k T /7 3Fr 3 211k &1
(4.0mg) DA SLht23 1T /3 LIRAE I 7 kb T SN e, 85 ZHPLC [ 10mM R — £ 2 oK
W/ O S i :20% —35% (043 —3047) T THS I, A3 2P R854 (4. 6mg) «

[3648]  MS(ESI)m/z:1493 (M+H) *.

[36491  'H—NMR (CD,0D) §:8.31 (1H,brs) ,8.02(1H,s) ,7.62—7.14 (14H,m) ,6.32 (1H,d,J
=6.0Hz) ,6.11 (1H,brd,J=5.4Hz) ,5.55—5.41 (2H,m) ,5.06 (1H,dd,J=13.9,11.5Hz) ,
4.86—2.73(28H,m) ,3.19 (12H,q,J=7.5Hz) ,2.39—2.16 (2H,m) ,2.04—1.94 (3H,m) ,
1.84—1.74(1H,m) ,1.73—1.62 (1H,m) ,1.51—1.37(2H,m) ,1.29 (18H,t,J=7.3Hz) .
[3650]  Sitfh73 : 2y e 113105 Ak

[3651]  [HliikiE]
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[36531 (T /J¥1)

[3654]  N— (RALLMERR) HAMER: — L — oo st — N — SR B — L — %R =K
LR

[3655]  fifi[f]Tii45 (Hangzhou Peptide Biochem) [N— GRUT 5L IIE) H 2l e H 4k
H L — e — N’ — R R — L — 50 (1.00g) LA S S22l TR LRIRERI
AT, (S EIPREC G 4 (1.09g) A1)

[3656]  MS (ESI)m/z:403 (M+H) *.

(36571 'H—NMR (DMSO—d,) 8:8.54 (1H,t,J=5.4Hz) ,8.30 (1H,d,J="7.3Hz) ,8.03 (1H,d,J
=9.3Hz) ,7.99 (3H,brs) ,5.99 (1H,brs) ,4.27 (1H,t,J=8.1Hz) ,4.11 (1H,m) ,3.92—3.83
(2H,m) ,3.60(2H,m) ,2.95(2H,m) ,1.71 (2H,m) ,1.56 (1H,m) ,1.48—1.33(3H,m) ,1.08 (1H,
m) ,0.86 (3H,d,J=6.8Hz) ,0.81 (3H, t,J="7.3Hz) . (XG0 A T GENLINEI [ )

[3658] (T2

[3659] N—[4— (11,12— A 2% [b, F1RZIA ¢ PUFH —5 (6H) —38) —4— 3L T
PEE ] H U H e — L — e B — N — R IR — L — SR

[36601 i [f] I3k TR 1AFE 2RI & (1.08g) DA 59z pi2l T 2[Rk ikt
N, 1328 A (524mg) .

[36611  MS (ESI)m/z:690 (M+H) *.

[36621  'H—NMR (DMSO—d,) §:12.47 (1H,brs) ,8.25 (1H,t,J=6.0Hz) ,8.17 (0.5H,t,J=
5.7Hz) ,8.12(0.5H,t,J=6.0Hz) ,8.04 (0.5H,t,J=6.0Hz) ,7.99 (0.5H,t,J=6.0Hz) ,
7.76—7.66 (2H,m) ,7.62—7.59 (1H,m) ,7.52—7.29 (6H,m) ,5.92 (1H,t,J=5.4Hz) ,5.38
(2H,s) ,5.02(0.5H,d,J=14.5Hz) ,5.01(0.5H,d,J=13.9Hz) ,4.25(1H,t,]=8.2Hz) ,4.09
(1H,m) ,3.78—3.54 (5H,m) ,2.93 (2H,q,J=6.4Hz) ,2.73—2.59 (1H,m) ,2.33—2.24 (1H,
m ,2.10—2.02 (1H,m) ,1.79 (1H,ddd,J=16.6,7.3,5.7Hz) ,1.74—1.63 (2H,m) ,1.60—
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1.50 (1H,m) ,1.45—1.33(3H,m) ,1.09—1.00(1H,m) ,0.84 (3H,d,J=6.7Hz) ,0.79(1.5H,1,
J=6.7Hz) ,0.77(1.5H,t,J="7.0Hz) .

(36631 (T J73)

[3664] 2,5 — " MFERIEMIR G —1 —FEN—[4— (11,12— —FEA FKIF (b, FIE LAY
M —5 (6H) —3k) —4 —FEIE T L] H St H Wit — L — e s — N° — SO PR
H—L— B5RMR

[3665] i [ FiR T 23 81tk &9 (250mg) DL sz fil21 T e 3mikEn i3k T
N AFRIFREUE A (224mg) o

[3666]1  MS(ESI)m/z:787 (M+H) ".

[3667]  'H—NMR (DMSO—d,) 8:8.75 (1H,t,J=6.4Hz) ,8.19 (0.5H,t,J=5.8Hz) ,8.14
(0.5H,t,J=5.8Hz) ,8.06(0.5H,t,J=5.8Hz) ,8.01(0.5H,t,J=5.8Hz) ,7.89—7.65 (2H,
m) ,7.63—7.58(1H,m) ,7.53—7.27 (6H,m) ,5.96 (1H,m) ,5.42 (2H,brs) ,5.02(0.5H,d,J=
14.0Hz) ,5.01 (0.5H,d,J=14.0Hz) ,4.64—4.51 (1H,m) ,4.26 (1H,t,J=8.2Hz) ,3.79—
3.55 (5H,m) ,3.01—2.93 (2H,m) ,2.80 (4H,brs) ,2.73—2.58 (1H,m) ,2.28 (1H,m) ,2.12—
2.02(1H,m) ,1.87—1.68 (4H,m) ,1.54—1.38(3H,m) ,1.11—1.02(1H,m) ,0.83 (3H,d,J=
6.7Hz) ,0.78 (1.5H,t,J=6.7Hz) ,0.76 (1.5H,t,]=6.7Hz) .

[3668] (T Jr4)

[3669] W (N,N— " OFOHE)N—[4— (11,12— — KA K [b, £ 1R 2R DU —5
(6H) —55) —4—Fra it | ] H 2B H et — L — e e i —N—[2— ({6 — &
5 —9—[(5R,7R,8R,12aR, 14R,15R,15aS,16R) —15,16— —Fk—2 10— M5 dt—2,
10— —filk—14— (6,7,8,9—PU%, —2H—2,3,5,6 — VU 2RI [ed] B —2— 50 )\ A —
2H,10H, 12H—5,8— HI#fF —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H A2 —JBEA 1
PO —7 — FE] — OH— TS — 2 — B} 530) £ 3E] —N° — S0 FAE L — L — 19 SR

[3670] (9% £-13)

[36711 i 9518 T F¢ 8 — 2T 15 B b 54 (5. 4mg) A1 IR TR 3 i3 B b 5
(4.0mg) N5 55htB23 T 1R 7 kA T SO iy, 25 ZHPLC [ 10mM iR — £ 30K
W/ O SN :20% —35% (043 —3047) T A THS I, A3 2P R8UL 54 (4. Tmg) o

[3672]  MS(ESD)m/z:1457 M—H) ~.

[3673]  SThEfi74 : 5P e 114105 K

[3674] [ pkiiz]
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. o N
.0 M =
o)
0 © _ \
o & 2 152
IR HO M N = IR2
Ho_~ JL_NH, - YN ) —/——
Y N 0 o
0 :
N\
H
D R
N.
o’qxo o HO T o o
) H o =0
S AR L
TN b N I3 NH
o o R S e - i o I~ 0
N. N
[3675] Ny
o
~N H
Na* Q@ N )N N H
S-P o} — o N’ BN
o __OHL{O‘?,.N P s-P o
— \_J o oOH O N~
N%N"L A~ o OH —
o P | -
0-P-§ N7 N O OH [ .
H,N N 0 Na Y—{ O-P-§ H:‘*/ /H:V/
N—= HaN—, l,r,N o r | 7\
H—\“ N o )
NH, TF4 N - -
H_\_N)j/N P 0 H o :|
H | |
| &'k’”‘ﬁ*/w“ _
W | o H o
\W/
AMEEF14

[3676] (T J¥1)

[3677]  N—[4— (11,12— KA 2RI [b, f1HAIAFEDUM —5 (6H) — L) —4— Wik |
Pt ] U H R

[3678] i FjTiv s Rtk Tolk) 1 H 2 H 22 (0.61g) LA S SE 5121 Ty 2[FA 1
JTiEAT IOV A3 B S (1. 08g)

[36791  MS(ESI)m/z:420 (M+H) *.

[3680]1  'H—NMR (DMSO—d,) §:12.57 (1H,s) ,8.12 (1H,t,J=6.0Hz) ,8.07 (1H,t,J=
5.7Hz) ,7.69—7.67 (1H,m) ,7.62—7.60 (1H,m) ,7.52—7.29 (6H,m) ,5.03 (1H,d,J=
13.9Hz) ,3.73 (2H,d,J=6.0Hz) ,3.70—3.55 (3H,m) ,2.64 (1H,m) ,2.28 (1H,m) ,2.06 (1H,
ddd,J=15.3,7.7,5.6Hz) ,1.79(1H,ddd,J=16.5,7.4,5.6Hz) .

[3681]1  (TJ52)

[3682]  2,5— "SR AEMERE ot — 1 —FEN— [4— (11,12 — KA K [b, f1 A4 AT
Fr—5(6H) —35) —4 — a2t | At ] H Ui H R E

[36831 i [f] I3k TR 1AFE 2RI &9 (1.07g) DA S 9ohepi2] T 53Rk ikt T
N, P EIFREUE S (942mg) -

[3684]1  MS(ESI)m/z:517 (M+H) *.

[3¢85]1  'H—NMR (DMSO—d,) §:8.40 (1H,t,J=6.0Hz) ,8.19 (1H,t,J=6.0Hz) ,7.69—7.67
(1H,m) ,7.64—7.62(1H,m) ,7.53—7.29(6H,m) ,5.05(1H,d,J=14.5Hz) ,4.26 (1H,dd,J=
18.1,6.0Hz) ,4.19 (1H,dd,J=18.1,6.0Hz) ,3.72—3.59 (3H,m) ,2.81 (4H,brs) ,2.68—
2.59 (1H,m) ,2.33—2.24 (1H,m) ,2.07 (1H,ddd,J=15.4,7.6,5.7Hz) ,1.80 (1H,ddd, J=
16.3,7.3,5.4Hz) .
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[3686] (T J73)

[3687]  2,5— "M MLt — 1 —FEN— [4— (11,12— — KA K [b, f1 A4 AT
Mi—5 (6H) —35) —4— s dd | ] HaUbe s H 2t — L — i i — L — SO &R
[3688]  fr bak T )7 2R 2L 54 (250mg) FTTEs (Bl {b2%) L — Il it —L— 5%
2R (166mg) (1IN, N— — FHEL L (5. 0mL) 77 AN, N— N3 L (0. 25mL)
TR FHCFE2 . 57NN o 18 DL — 2t — L — ST & (833mg) FiHl:— 34K o 14 S N L
Wb lm , AEFR B FR NS5 (50mL) F1110 % AP/ KIA R (10mL) , S 2E T2 B KA HL
2T K ER B N RE IR A AT [/ (G5 - W K ="7:3: 1) [ N ET A THURS 6
LERZPIIN N — — HIE PR i (5. 0mL) 89 H DIAN — B 3L 5% PN e (67mg) A1 — &
H—3— G- HIREEENRE) — ik R L (111mg) , 7E =00 MHEL. 57NN RS v
VR4 , A2 B R N 0 (40mL) F17K (15mL) , FH U E T2 B KA A LUE TS /K it
FREN T8 , T8 T80, R SR VLR T 40 o K 2% B AR R TR AL AT LU /R D S [ &
R C g/ B ] 2 TRS I A 28U 59 (127mg) .

[3689]  MS(ESI)m/z:727 (M+H) .

[3690]  'H—NMR (DMSO—d,) §:8.85 (0.3H,m) ,8.56 (0.5H,d,J="7.3Hz) ,8.33(0.2H,m) ,
8.09 (1H,m) ,7.91—7.79(1H,m) ,7.70—7.28(8H,m) ,5.04(0.7H,d,J=14.5) ,5.03(0.3H,
d,J=13.9) ,4.71—4.29(2H,m) ,4.01—3.30 (7H,m) ,2.79 (4H,brs) ,2.63 (1H,m) ,2.33—
1.64 (10H,m) ,0.93—0.83 (6H,m) .

[36911 (T Fr4)

[3692] MW (N,N—_ZHLEIN—[4— (11,12— — KA KIf[b, 1R A E UM —5
(6H) —25) —4— Mt | e ] H Uit H Uit — L — il —N— [2— ({6 — & —
9— [ (5R,7R,8R,12aR, 14R, 15R, 15aS,16R) — 15,16 — — 2 —2,10— —#Hait—2,10— —
ifik—14— (6,7,8,9—PUA —20—2,3,5,6 — PUE( Lo [cd] B8 —2—FE) J\ 4% —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—3E] —9H—WEM — 2 — FE} 50 O3] — L— o ad R

[3693]  (ZoPmkds1-14)

(36941  fifi FISHE 18 1 Fy 8 — 2R3 2k &4 (6. 9mg) AN Ik T /7 3Fr i3 21k &
(4.7mg) DA St 23 T3 LIRAE I 7 kAT SN e, 85 2 HPLC [ 10mM iR — £ 2 oK
W/ O O :20% —40% (043 —3043) J A THE I, 13 2R R854 (7. 2mg) o

[3695] MS(EST)m/z:1397 M—H) .

[3696]  SitfAI75 : 2y e 11515 ik

[3697]  [HakiETE]
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o-;i\_N,.X:: 0 o G o Y LY
0. y’“n”*»'“j{"v"lw
o o) | | — 0. .NH;
0, _NH, ) T
Y - B h a
/ Y I 79 4 Y S S
Vo, I i IF1 == o E 5 P N .
Y TNT YN )
o H o o o >
AY f".-f)
N H N
Na*  © NN g
[3698] & P— 0 \.-—‘ij 1 -5 g o N % -N
0 oH\ O N ) iy \ o J j
: 7 o) \ b
— \_/ ) PH --..“( \:,_.N\ o
At il Fam —
'\l_N o/\"ﬁl & Od NﬁN’*‘O O OH
L w e N = 0-P-§ r
HzN o a / —P-& i
N HN— N 6 AN N
N N - DYNﬂl I
Mk IF2 J /A
<0y @ y o
N A AN~ L\/-u\j/\/LN
o H o H o \ |
f"\“,
HMEEFIS p

[36991 (T 1)
[3700] 2,5 — " MFREMEIR G —1 —EEN—[4— (11,12— —FEA F I [b, FIE LA
Mr—5(6H) — &) —4— it T ) H 2t H2ldt — L — N &ledt — L — A =R AR
[37011 i filio s (RG22 Toll) L — PR — L — A 2 i (263mg) AL (5174 1 7
2FT S 2 & ¥ (250mg) DL S 360174 1 3RIAER 5 L - AT IO, 153 B AR SUE & W
(90mg) -

[37021  MS(ESI)m/z:716 (M+H) *.

[3703]  'H—NMR (DMSO—d,) §:8.59(0.8H,d,J=7.3Hz) ,8.48(0.2H,m) ,8.20—7.92 (3H,
m) ,7.70—7.25(9H,m) ,6.85 (1H,brs) ,5.02(1H,d,J=13.9Hz) ,4.62 (1H,m) ,4.33 (1H,m) ,
3.75—3.56 (5H,m) ,2.80 (4H,brs) ,2.64 (1H,m) ,2.33—2.21 (3H,m) ,2.15—2.03 (2H,m) ,
1.99—1.87(1H,m) ,1.83—1.76 (1H,m) ,1.24—1.17 (3H,m) .

[37041 (172

[3705] W (N,N— A FHIN—[4— (11,12— LA I [b, f1 B IFAF UM —5
(6H) —5E) —4—HFa it T Wbt H 2Bt et — L — N e —N' — [2— ((6— 5t —
9—[(5R,7R,8R,12aR,14R,15R, 15aS,16R) —15,16— "k —2,10— " #iEIE—2,10— —
ifik—14— (6,7,8,9—PUA —20—2,3,5,6 — PUE( Lo [cd] B8 —2—FE) J\ 4% —2H, 10H,
12H—5,8— FI#fF—20°, 100" — kg9 [3,2—11[1,3,6,9,11,2,10] 484 AP0 —
7—3L] —9H—WEWS — 2 — 3L} 54 30) £ 3E] — L — A% (glutamamide)

[3706]  (Zy¥ikds+-15)

[3707]1  fifi FISHE I8 1 Fy 8 — 2R3 2k &4 (6. 9mg) ALk T /7 1Fr 3 21k &
(4.7mg) DA St 23 T3 LIRAE I 5 kAT SN e, JH 885 2 HPLC [10mM 8 — £ 3 oK
VW i~ O :20% —40% (043 —3043) T A ARSI, 13 2R R854 (3. 9mg) o

[3708]  MS(ESI)m/z:1388 (M+H) *.

[3709]  'H—NMR (CD,0D) 8:8.38—8.35(1H,m) ,8.02(1H,s) ,7.66—7.13(9H,m) ,6.33 (1H,
d,J=6.7Hz) ,6.14—6.10(1H,m) ,5.51—5.42(2H,m) ,5.14—5.06 (1H,m) ,4.84—4.79 (1H,
m) ,4.53—3.64(14H,m) ,3.56—3.11 (6H,m) ,3.15(12H,q,J=7.5Hz) ,2.92—2.69 (4H,m) ,
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2.42—1.93(8H,m) ,1.45—1.24 (3H,m) ,1.27 (18H,t,J="7.3MHz) .
(37101 SZHetiI76 - 25t 1161k
(37111 [ peix 2]

[\ —
O W0 g o ¢ o
o J_H J =< <
HO TUONTTYTON I \{‘N -0
/\co o 0 X _(—o VAR
S LN ~ 0 =
(N0 = \_7 N~ 0 o 4
\[ F1 IooN_ M N Ii
o -Boc N i \"I N e \T —
(N .. o o
\__/ \uy
~N H N
Na*. © N YN o N )N
s-P ) \—{ “5-P o Y—
\ ! \ [ | - ]
[3712] 0 OH ﬁv”-«/’ ~ o FJH"‘-{O}‘-"\//‘“'-—’"
P —
N\:—ll:\l -~ © oH NN ~~ 0 OH
{ 0-P-s~ | = 0-P-§ _;
HN— N o Na HN— N o f
W N <N FH\/ I/EV
H O\ nw HO\_N !
H TR2 =5 A
Ir'_'_? 0 o k&
~v \i\ H n I
O
o H o ({
N7
BHYMEEF16

[3713]  (T/%1)
[3714] 2,5 — " WFREMIR T —1 —EEN—[4— (11,12— —FEA F I [b, F IR LAY
Mi—5 (6H) — 55 —4— s dd | Bt ] HaUbe s H 2t — L — e — L — [ =R i
[3715]1  {fi JITi 5 (Cool Pharm) U1 — (BT SAZEFIL) — L — & it — L — i
(777Tmg) VA5 5021 T LRI 5 R A T IO, A 81— [(2S) —MEm& e — 1 — 85 — 2 —Fk
B ] — L — 2R = 3 SR R R = o i FZM = AN S e 31 74 1T 243 B ik 59
(428mg) DA 55174 1 3 3[R J5 A T IO, A3 2 b8l Y 59 (238mg) -

[3716] MS(ESD)m/z:711 (M+H) ".

[3717]  'H—NMR (DMSO—d,) 8:8.12—8.08 (1H,m) ,7.90(0.2H,s) ,7.82(0.8H,d,J=
4.8Hz) ,7.70—7.61(2H,m) ,7.52—7.29 (6H,m) ,5.07—5.01 (1H,m) ,4.88—4.86(0.2H,m) ,
4.77—4.74(0.2H,m) ,4.69—4.62(0.8H,m) ,4.60—4.56 (0.8H,m) ,4.02—3.38 (9H,m) ,
2.79(4H,brs) ,2.68—2.58 (1H,m) ,2.37—2.24 (2H,m) ,2.16—1.73 (9H,m) .

[3718] (T2

[3719] MW N, N—_ZHLEIN—[4— (11,12— — KA KIf[b, 1R A E UM —5
(6H) —25) —4— Mo dd | ek ] H Ut H Uit — L — il —N— [2— ({6 — &2 —
9—[(5R,7R,8R,12aR, 14R, 15R, 15aS,16R) — 15,16 — —¥H 2, 10— “HHEIL—2,10— —
Wifik—14— (6,7,8,9—PUA —20—2,3,5,6 — PUE(Zo I [cd] B8 —2—FE) J\ 4% —2H, 10H,
12H—5,8— FFI#fF—20°, 100" — kg9 [3,2—11[1,3,6,9,11,2,10] 484 AP0 —
7T—3] —9H—WEM — 2 — FE} 530 O3] — L— i s FR el

[3720] (W% 1-16)

(37211 i FSHE I8 1 Fy 8 — 2R3 2k &4 (6. 9mg) ALk T /7 1Fr 3 21k &
(4.6mg) DA St 23 T /3 LIRAEI 7 kAT SN e, 85 ZHPLC [10mM 8 — £ 2R oK
W/ O O :20% —40% (043 —3043) J A ARSI, 13 2IF R854 (5. 8mg) o
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[3722]1  MS(ESI)m/z:1383 (M+H) *.
[3723]  SLHBHBITT : Z9Wmde e T 1705 Rk
[3724] [ Ri%is]

o 0 o
H TF1 H
e O_N oH ~ o__N.
/T" — T \)Lﬁ/\f /Sllfx,", \n/ \/H\u/‘xoﬂ\
o o o
N
L
HO o —~ o
e?_” _|~> oy_H © }
N o] F A I
wo N0 IR o [T s/ {_ o T4
Pl — OKY}N‘N ms'o\\{rn_u
J - v
. DEiss o o-TBS o o-TBS
TBS TBS
o
o o o
i o 4
%N o BN Ssid o Ne
A SO — I e / / H o
—si o— MN— - o N TR = _B

H
Bz
N E N—,
N = o o NC I
Ho \_)\) %-H;—&O B \/s\g T8 Ny
D —\s|_/_o NJFN o md’, FI‘L(f N#
o % / Ho )= " — ?‘
N
o oH g( N o I
WM T - v B I8 O-5-sH
[3725] w0 o A o=l N :
NE_~o-Beg }&) efniie N
s o
" &‘Ln of
o % . o=
g <
o oH H "o
N H N
9 1ss NF\ N 0 Né_\ i
Ry e Ry
- & [e] H N
. — TF10-1 A s
IF9 N//""N'[_L\‘ o F £~ I}\‘ C Y
=, et @ TEO2L AWl
o N " > n . .
N_".'-" o rH\./ rH-\/ o N_".F’N Q I/ﬁ\/ l/H\._/
&u " <"‘U
y~ o/ N )
n~
N O NH,
o

HMEEF1Ta
BYEEF1TD

[3726]1 (T J¥1)
[37271  ZFR[ N— {[2— (= HIL IRk dE) £ 3R at) Halhidd) sl 5] s b F i
(SUNDTA) N — {[2— (CFHIEEHIRELEERY) O] ) Hadl AL H2d g 9. 32¢) DL 526
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67 17 LIFIFEI Ty A T IO, AR BIFRRUE 57 (8. 24g)

[3728] 'H—NMR (CDC13) 5:7.14 (1H,brs) ,5.27 (2H,d,J=7.3Hz) ,5.20 (1H,brs) ,4.22—
4.16(2H,m) ,3.88(2H,d,J=6.0Hz) ,2.08 (3H,s) ,1.04—0.97 (2H,m) ,0.05(9H,s) .

[37291 (T2

[3730] 20,3 ,5 —=—0— [T & (CHID) Frkkiit] —1— Q32RO UL
[3731]  ZEX@kE 40 (Chem.Pharm.Bull.1987,35(1) ,72—79) 12 ,3 ,5 — —=—0— [T

e (D) FRERCE L (31. 3g) I kA (75mL) —N,N— L Wiz (75mL) R &
TN — RO (4.82mL) F1,8— " S(AWIA[5.4.0] —7—+—4& (7.65mL) , 7E =6 T
PEFE23/ NI o A2 SRR IIN KR G, TR CRE B KA UE A & EhKk it T
Pk, MITCKOBREN T, B8 2T 850, RIS e 4 o 5% BE W A Ak = AT [t/
LR PRI TR IS BIFRBUL & (29. 49)

[3732]1  MS(ESI)m/z:655 (M+H) *.

[37331  'H—NMR(CDC1,) §:8.16 (1H,s) ,7.99 (1H,d,J=2.4Hz) ,5.97 (1H,d,J=4.2Hz) ,
4.40—4.25(3H,m) ,4.18—4.06 (3H,m) ,4.03—3.92(2H,m) ,3.79(1H,dd,J=11.5,2.4Hz) ,
3.08—2.83 (1H,brm) ,0.96 (9H,s) ,0.92 (9H,s) ,0.82 (9H,s) ,0.15 (3H,s) ,0.14 (3H,s) ,
0.09(3H,s) ,0.08(3H,s) ,—0.02(3H,s) ,—0.15(3H,s) .

(37341 (1 J%3)

[3735] 27,3 ,5 ———0—[AU] 3 (CCHE) RG] —1— @— {[(N— {[2— (=H3
FHEERGTIL) SRRV H U e ) 280 L

[3736]  fr Pk T 23 8l b &9 (15. 6g) 1 K (46 . 8mL) AR I _Fak T 7 1T S
A (10.4g) FIERE (9.63ml) , 7E110°C MEHEL2/NN o A2 RS R H NNk T 7 1Ay
R EY (3.46g) ,AE110°C MEFELR o A8 SN N TR S B /KA RO — S
Bt , S A B R A LE TG/ KRB T 05, 38 25 T80, R e e 4 - 14 6 B
Wy IR 28T [/ LR SRR 1 A TRS AR 2l L 54 (20. 68 : A 4450) «

[3737]1  MS(ESI)m/z:885 (M+H) *.

[3738] (T J¥4)

[3739] 5 —0— W (@—HEERED) OB IR —1— @— {[(N— {[2— R RERE
5O CHEFED I} HEARRD) R P} 439 DL

[3740] 7 Bk Ty 3frfR 2L &4 (20. 6g) [ PU S RKAR (50mL) AR FH I = Ol — 4,
SR ER (10mL) , 72500 FHEFEL TN o FE VRIS HT N A RS IRHP 12 N IMBRIR A — L 3L 8%
VAU (50mL) FN= . J (10mL) [T SIS , K SO PR M 4 < e 7% B8 W T C L8 RE A = AT
DK/ T A TRRS T, 18 T 08 o KA 20 ke T e 38, 70 2% R Wtk e (50mL)
VIR, AE0C NInA4, 4 — ISR =R G (4. 738) , 754°C M EHELT/NI o £ SR T
FHOINFPEE (2mL) 75 2500 M HEFE 1520 Bim s ik 4 - Rk B W IR EAT [ e/ R &
B/ HEE/0.1% = O] TRS G A3 2IAREUE 59 (9. 18g: B 24450 -

[37411  MS(ESI)m/z:845 (M+H) *.

[37421  'H—NMR (CDC1,) §:7.94 (1H,s) ,7.88 (1H,s) ,7.65 (1H,brs) ,7.41—7.36 (2H,m) ,
7.32—7.15(7TH,m) ,6.83—6.76 (4H,m) ,5.96 (1H,d,J=6.1Hz) ,5.73—5.65(2H,m) ,4.87—
4.80(1H,m) ,4.76—4.61 (2H,m) ,4.44—4.39 (1H,m) ,4.35—4.30 (1H,m) ,4.22—4.05 (4H,
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m) ,3.83—3.73(2H,m) ,3.77 (6H,s) ,3.72—3.67 (2H,m) ,3.48—3.32(3H,m) ,0.99—0.91
(2H,m) ,0.02 (9H,s) .

[3743] (T J¥5)

[3744] 5 —0— W (4 —FAEIREL) R FHEE] —3 —0— OB T 2 (D) AR
F]—1— @Q—{[(N—{[2— CEHERFEERE) CHAIEIRA H 2B 2 R PEA 43D
WL

[3745]1  fiff] FaR T F4PF 3210 &4 (5.96g) LS 52w ils T 7 3mlken s ihdb i T N
PFEBREUC A (2. 33g) MIbREUL SN B A RS —0— DI (4 — SRR OR3D)
L] —2 —0— DRUT 8 (D) ke dt] —1— @Q— {[(N— {[2— G IR &
AL A} H AL A P 230 WL (2.45g) .

[3746] NS (ESI)m/z:959 (M+H) *.

(37471 '"H—NMR (CDC1,) 8:7.99 (1H,s) ,7.93 (1H,s) ,7.45—7.39 (2H,m) ,7.35—7.18 (7H,
m) ,7.05(1H,brs) ,6.84—6.77 (4H,m) ,5.92(1H,d,J=5.4Hz) ,5.46 (1H,brs) ,4.71—4.61
(3H,m) ,4.54—4.51 (1H,m) ,4.22—4.10(5H,m) ,3.81—3.76(2H,m) ,3.78(3H,s) ,3.78(3H,
s),3.74(2H,d,J=6.0Hz) ,3.48 (1H,dd,J=10.9,4.2Hz) ,3.26 (1H,dd,J=10.9,4.2Hz) ,
3.16 (1H,d,J=6.7Hz) ,1.00—0.93 (2H,m) ,0.89 (9H,s) ,0.09 (3H,s) ,0.02 (9H,s) ,0.02
(3H,s) .

[3748]  {v ¥ A4k (20 —0—TBSIA)

[37491  MS(ESI)m/z:959 (M+H) *.

[3750]1  'H—NMR(CDCL,)8:7.99(1H,s) ,7.91 (1H,s) ,7.48—7.42(2H,m) ,7.37—7.18 (8H,
m) ,6.85—6.78(4H,m) ,5.96 (1H,d,J=5.4Hz) ,5.63 (1H,brs) ,4.88 (1H,t,J=5.1Hz) ,4.66
(2H,d,J=6.7Hz) ,4.36—4.32(1H,m) ,4.27—4.19(2H,m) ,4.18—4.10 (3H,m) ,3.81—3.74
(4H,m) ,3.78 (3H,s) ,3.78 (3H,s) ,3.50 (1H,dd,J=10.9,3.6Hz) ,3.38 (1H,dd,J=10.9,
3.6Hz) ,2.73 (1H,d,J=4.2Hz) ,0.97—0.90 (2H,m) ,0.86 (9H,s) ,0.02 (3H,s) ,0.01 (9H,
s),—0.09(3H,s) .

[37511 (T F¥6)

[3752] 5 —0— W (4—FAAEIREL) ORED) FHEE] —37 —0— B T 2 (L) HRERE
-2 —0—{Q—FELED [ (A—2—8) " HEIE —1— e—{[N—{[2— EH
SRR O AR R Ha ) & ) 80 L

[3753]1  {ifi [T [k T E5PriS 2 & (2. 33g) L5 S2iiefils T p A ken gk T N,
PRI EIEN I A TR S ARSI kbt =6 :4) TEAUbRE b &1 (2. 72¢) -
[3754]1  MS(ESI)m/z:1159 (M+H) *.

[3755]  'H—NMR (CDC1,) §:8.03 (0.4H,s) ,8.02(0.6H,s) ,7.95(0.6H,s) ,7.92(0.4H,s) ,
7.46—7.40(2H,m) ,7.35—7.17(7H,m) ,6.88 (1H,brs) ,6.84—6.78 (4H,m) ,6.15(0.6H,d, ]
=4.2Hz) ,6.10(0.4H,d,J=4.8Hz) ,5.34 (1H,brs) ,4.86—4.61 (3H,m) ,4.48—4.42 (1H,
m) ,4.29—4.09(5H,m) ,3.83—3.44 (9H,m) ,3.79(3H,s) ,3.78(3H,s) ,3.32—3.23 (1H,m) ,
2.58—2.49(1H,m) ,2.44—2.38 (1H,m) ,1.15(3.6H,d,J=6.7Hz) ,1.11 (6H,d,J=6.7Hz) ,
1.04—0.92(2H,m) ,0.97 (2.4H,d,J=6.7Hz) ,0.85(3.6H,s) ,0.84 (5.4H,s) ,0.09 (1.2H,
s),0.06(1.8H,s),0.03(9H,s),0.00(3H,s) .
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[3756] (T F¢7)

[37571 i FISCitaffl44 T 78T 2L & (2. 15g) DA S SXE L T 7RI 5 k24T
R, 1556 — IR — 2 — (2— AR —2— i —3—0— [k (B — 0V — B k] —
B—D—IENiihitt) —6,7,8,9—PU% —2H—2,3,5,6 — PUBZHTT [ed] BE[H RS - i
S 20 SISO R T 6 S 21k &9 (2. 72¢) LA S 5511 Ty 8IRIAE I J5 ikdk
FT BN, B A5 2 PR W B T T8 T ORI SO

[3758] (T F%8)

[3759] 2— (CHIELHIREGSD) 23 @— ([ (2— {9—[ (5R,7R,8R,12aR, 14R, 15R, 15aR,
16R) —14— (6 — KA —6,7,8,9— 0% —20—2,3,5,6 —PUSE 2K [cd] L —2 —
) —16— {[HUT 3 (CHED) b 13t — 10— Q—FEOHTD) — 15— —2— A
H— 2 10— WAL\ & —2H, 100, 12H—5, 8 — FIFF —20°, 100" — g g (3,2 — 1]
[1,3,6,9,11,2,10] F A2 PR HPO M — 7 — 3] —6— Mt — 6,9 — — % — IH—E —
1—5) 2R3 R R3E) —2— iR R 30 IL HER TS

[37601 i f] 3R T 7 7R3 2 R LA 5 S o L 1T 7 9l RE I 75 P A T IOV, 453 2 gk
- FIAENTI R A AR S PIE AIARE G 9) (1. 47 S 2450 -

[3761]1  MS(ESI)m/z:1278 (M+H) *.

37621 (T F79)

[3763] W (N,N— — 328 (BR,7R,8R,12aR, 14R, 15R, 15aR, 16R) —16— { [FU T &t (—
FHD) ARSI AR — 15— —2, 10— | —T— 6 — At —1— C— {[ (N—
{[2— CCHIEEHIRELE D) LR Ak Hali ) I ) 3 —1,6— 4 —9H—
M —9— %] —14— (6,7,8,9—PU% —2H—2,3,5,6— PURZ AT [cd] B —2—50) J\ A —
2H,10H, 12H—5,8— HI#%F —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 4828 —JBER 1
PUBe—2,10 — W (TRfzEh)

[3764]1 ¥ id T F8ArfS 2k 54 (1.47¢) IO (10mL) — PUZURIE (10mL) Ji 5 TA TR
HIIIAN28 % 247K (10mL) , ££50°C R FE6 /N o 15 SN IR e 4 i, R o B i il T C 18 e fie
HENT [10mMA TR = 4 R E/KIE IR/ NG 13E1 TR ), 15 BIRRBUE S P 3 i = 44 4k 1
(204mg : B A 4250 AN A4 142 (205mg : A 4450) »

[37651 XSS AL AL (AR )

[3766] MS(ESI)m/z:1121 (M+H) *.

[37671 XM A9 1AL (Ritlett)

[3768] MS(ESI)m/z:1121 (M+H) *.

[37691 (T F10—1)

[3770] X (N,N— — /¥ %%) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —15— i —7— (1—
{2— [ (HEBR D) WRR] R —6— it —1,6— 5 —9H—IE —9— ) — 16—
B2, 10— —HEIE— 14— (6,7,8,9—PU%—2H—2,3,5,6 — VUK LK I [cd] B —2—
) J\& —2H,10H, 12H—5,8 — M —20°, 100" —WkmgFf: [3,2—1]1[1,3,6,9,11,2,10] fi4
Z IR PUSR — 2, 10— A (fiEh)

[37711 ] R TRP9frf3 2t & AR K1) (204mg) LA S S25EHI11 T F9—1
FIRER 5 PR A T SON i, A I CL8RE AT JIE AT [10mM TR — £ AR B /K VA TR/ L 1 R 25 73
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HPLC[10mMOTR = &3 BRI/ Ol — WBE A (1: 1), O — WHEEER (1:1) :10% —
50% (04 —4047) JEATRS I, AR 2 b8 59 (40 Tmg : A7 2450

[3772]1  MS(ESI)m/z:863 (M+H) ".

(37731 (T F#10—2)

[3774] X (N,N— /¥ %%) (5R,TR,8R,12aR, 14R, 15R, 15aR, 16R) —15— i —7— (1—
{2— [ (HEBR D) WRR] R —6— i —1,6— 5 —9H—IE —9—5) — 16—
BRI —2,10— “HFEIE—14— (6,7,8,9—PUA —20—2,3,5,6 — UG OR I [cd] B —2 —
B J\&—2H, 101, 12H—5, 8 — FIFF—20°, 10" — k9 [3,2—11[1,3,6,9,11,2,10] H A
Ze IR PUSR — 2, 10— A (ifiEh)

[3775] i ] Rk T P93 2t & AR K2) (205mg) LA S SX5E6I11 T F9—1
[FIRER T 3 TN I, FCT SEEIAEEMT [10mM R = & BE s/ KIsii/ £ 1 RN 25 ZHPLC
[10mM R = LI KIE IR/ O — W (L2 1), O — R (1:1) :10% —50% (0
4y —4043) T RS, AR 2 bdU 59 (50 . 8mg : 57 24 J50)

[3776] NS (ESI)m/z:863 (M+H) ".

[37771  (TfF11—1)

[3778] W (N,N— R EIN—[4— (11,12— KA I [b, F] R AL EIUM —5
(6H) —3%) —4— a2t T e ] H el W B — L — RN e —N— [ 2 — {9—
[ (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15— — 16 —FHE —2, 10— —HpEIL—2,10— —
ifik—14— (6,7,8,9—PUA —20—2,3,5,6 — PUE( Lo [cd] B8 —2—FE) J\ 4 —2H, 10H,
12H—5,8— FffF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—3] —6 -k —6,9— A —1H-WE — 1} £58 30 L] H 2l

[3779]  (ZGWpifEdf-17a: AERI SRR A D)

[3780]  fifiJf] Bk T Jr10— 1RSI 54 (40. Tmg) A S 5122 1 79 — LRI 5 ik
PTG , 8 FHCISHE AL EAT [10mM TR = L IEEIKIAIR/ I ] il 2 TUHPLC [ 10mM iR
= CHHORIER NG, O :20% —45% (093 —4047) 1 LA K il UHPLC [ 10mM AR — £ 3%
KRR/ B, BT : 40 % —90% (047 —4047) 1A TRS I, AR 2 brdlb 54 (25 1mg)
[3781]  MS(ESI)m/z:1411 (M+H) ".

[37821  'H—NMR (CD,0D) 5:8.58 (1H,s) ,8.09 (1H,s) ,8.04 (1H,s) ,7.57—7.49 (2H,m) ,
7.43—7.34 (3H,m) ,7.32—7.08(9H,m) ,6.47 (1H,d,J=16.9Hz) ,6.23 (1H,d,J="7.9Hz) ,
5.56—5.37 (2H,m) ,5.31—5.17 (1H,m) ,5.03 (1H,d,J=13.9Hz) ,4.79 (1H,d,J=4.2Hz) ,
4.64—4.38 (6H,m) ,4.36—4.21 (4H,m) ,4.05—3.60 (10H,m) ,3.53—3.42 (3H,m) ,3.18
(12H,q,J=7.3Hz) ,3.01—2.92 (1H,m) ,2.86—2.73 (1H,m) ,2.70—2.54 (2H,m) ,2.37—
2.16 (2H,m) ,2.06—1.77 (3H,m) ,1.28 (18H,t,J=7.3Hz) .

[3783] (T fF11—2)

[3784] MW (N,N——ZHLEIN—[4— (11,12— — KA KIf[b, 1R A E UM —5
(6H) —3%) —4— a2t T ] H el B — L — RN e —N—[ 2 — {9—
[ (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15— — 16 —FaHE —2, 10— —HpEIL—2,10— —
ik —14— (6,7,8,9—PU%—2H—2,3,5,6— UK kI [ed] B —2 —FE) J\ &% —2H, 10H,
12H—5,8— FffF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —

323



CN 118846110 A W OB P 318/357 T

7T—H] —6— Mk —6,9— A —1H-E — 1} £58 50 L] H 2l

[3785]  (ZGWifEiz117b: RN AL {42)

[3786] i [{] IR T /710 — 2R S 210 &4 (50 . 8mg) DA 5 55122 1 79— LIFIFE T3 7
ATV, 8 FHCI8EERAE ZAT [10mM TR = 3L E/KIE M/ LG ] ~ il & FUHPLC [ 10mM R
= CHEBOKIEI M N :25% —45% (093 —40747) 1 DA Kl HPLC [10mM iR — £ 5
KRR/ B, BT : 45 % —90% (047 —4047) 1A TRE I, AR 2 brdlb 54 (23 . 4mg)
[3787] MS(ESI)m/z:1411 (M+H) ".

[3788]  'H—NMR (CD,0D) §:8.67 (1H,s) ,8.14 (1H,s) ,8.02 (1H,s) ,7.67—7.50 (2H,m) ,
7.43—7.36 (3H,m) ,7.34—7.12(9H,m) ,6.48(1H,d,J=15.1Hz) ,6.26 (1H,t,J=8.8Hz) ,
5.60—5.31(3H,m) ,5.09—5.00 (1H,m) ,4.61—4.22(9H,m) ,4.11—3.59 (13H,m) ,3.50—
3.44 (2H,m) ,3.18 (12H,q,J=7.3Hz) ,3.04—2.93(1H,m) ,2.87—2.74 (3H,m) ,2.39—2.22
(2H,m) ,2.06—1.85(3H,m) ,1.28 (18H,t,J=7.3Hz) .

(37891  Sitffl78 : 2y e 11815 ik

[3790]  [&plci%is]

~N H
' & N BN
I\ §-P—0 v/
A, A i 1 =
Na* g N, N ° ¥ o H 9 N 9 oH WO
e b O~ A N~ N — v/
"§-P—0 q>— N | o jA N7 Nt ---,' & %
) 0. A A o _~_J o’ o J ’
0 OH W NaN P F yo—y Ye={ 2 0-B-§ NS N
o — o=( N o “H~" H~
[3791]1 Moy 9L T N f
=( 0-P-§~ ,l o o o Y
o= N O Nat I W oH ioH P S={
N HN, o~ AL N (-\N,L__,. N - A
' o H I o H o \ fi
HaN l (\: ) ‘
HYEET18

[3792]1 (T F%1)

[3793] W (N,N— " OFROHE)N—[4— (11,12— — KA K [b, £ 1R 4R DU —5
(6H) —3) —4— ot | e ] H 2l e H e 2 — L — R N 2l i —N— (2— {9—
[ (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15— 5 — 16— ¥k —2,10— "Mt —2,10— —
ifik—14— (6,7,8,9—PUA —20—2,3,5,6 — PUE( Lo [cd] B8 —2—FE) J\ 4 —2H, 10H,
12H—5,8— FI#fF—2A°, 10A° — kI 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7—3E] —6— M dk—6,9— A — IH—F — 1 — 3L} £ 30) HEdmiie

[3794]1  (ZoPmEs1-18)

[37951 i 1 5jefol45 T )77 — 2B 21 b &9 (10 Omg) ANELTERI21 T 3 3R 2l v &
Y (8. 8mg) LA 5 5L iI21 T 4lmI A 75 T30 T SROW I, FHCI8EERAT IEAT [10mMA R — £ 5
HORKYEI O] B2 FUHPLC [10mM TR — LB KIARY O, O :25% —50% (04 —40
43) 1 AR 25 FUHPLC [10mM R — LR B Ky L/ ., R : 45 % — 90 % (043 —4077) 13E
ITRS L AF 2IFRBUL S (10 . 9mg) -

[3796]  MS(ESI)m/z:1381 (M+H) ".

[37971  'H—NMR (CD,0D) 5:8.61 (1H,s) ,8.03 (1H,s) ,8.02 (1H,s) ,7.64—7.49 (2H,m) ,
7.44—7.37 (3H,m) ,7.35—7.11 (9H,m) ,6.48 (1H,dd,J=15.1,1.8Hz) ,6.24 (1H,d,J=
8.5Hz) ,5.62—5.39 (3H,m) ,5.03 (1H,dd,J=18.4,14.2Hz) ,4.55—4.37 (5H,m) ,4.29—
4.18(2H,m) ,4.04—3.91 (3H,m) ,3.87—3.52(8H,m) ,3.50—3.41 (3H,m) ,3.19(12H,q,J=

324



CN 118846110 A W OB P 319/357 7

7.3Hz) ,3.18—3.10 (1H,m) ,3.02—2.92 (1H,m) ,2.86 —2.66 (3H,m) ,2.40—2.21 (2H,m)
2.06—1.84(3H,m) ,1.29(18H,t,J=7.3MHz) .

(37981 SCHtiI79: 25t 1190 Ak

(37991 [ piei# 2]

[3800] o VY
“s-p o] Y=
0 oH\ O N
NN A~ 0 F i Gl
—{ o 2 ( (
o N O_E_s /H““/ rﬂ\._/
N—

S R 8

o 4 I 9 y o ( ]
HN.\:/\O/\_N)&\,N\TAN/K, N\_I/\N/!J\/\”’N ||
0 H o H c H 0

HMEEF19
[38011 (T F71)
[3802] W (N,N— " ZFOHE)N—[4— (11,12— — KA K [b, £ 1R 4R DU —5
(6H) —3&) —4 — Mo | A ] H 2l st Had et — L — R N e it —N— ({2— [ (2—
{9—T[ (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15— 4, — 16 — 24 —2,10— — It —2,
10— —fifik—14— (6,7,8,9—PU% —2H—2,3,5,6— PUA(ZeR I [ed] B —2—3L) )\ —
2H,10H, 12H—5,8— A% —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 482 —JBEA 1
PO —7 — ] —6— AL —6,9— A — IH—E — 1 — 5} £38) 53] — 2 — L A
D) HE B
[3803]  (ZoPaEds1-19)
(38041 {15 fo145 T )77 — 2Fri 21 L &9 (20 . Omg) ANELTEAI66 T /5 LATA 2 v &
P (19.8mg) A Sfit 21 T frARIAE I J5 30T SO iy, FHCI8EERAT: AT [10mMA TR — &
SRR/ C 5T~ HI 24 BIHPLC [10mM iR = C BR B K s/ Ol » O - 20% —45% (04 —
4053) 1\ AR £ BUHPLC [ 10mM TR = & RE s/ KA/ T, FIEE - 30 % — 80 % (04 —4047) ]
ARG S 2IPREUL S (22 1mg) -
[3805]  MS(ESI)m/z:1468 (M+H) ".
[3806]  'H—NMR (CD,0D) &:8.66 (1H,brs) ,8.10 (1H,brs) ,8.04—7.96 (1H,m) ,7.66—7.35
(5H,m) ,7.33—7.12(9H,m) ,6.52—6.41 (1H,m) ,6.28—6.22 (1H,m) ,5.64—5.31 (3H,m) ,
5.07—4.99(1H,m) ,4.70—4.20 (9H,m) ,4.11—3.51 (14H,m) ,3.50—3.30 (3H,m) ,3.27—
3.10(1H,m) ,3.19(12H,q,J=7.3Hz) ,3.07—2.93(1H,m) ,2.89—2.65 (3H,m) ,2.41—2.18
(2H,m) ,2.05—1.82(2H,m) ,1.29(18H,t,J=7.3Hz) .
[3807]  SitfAI80 : 2 e 12011015 Ak
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[3808] [ kiki2]

a5
F— N
Lo SRS
i —N N o 4 o o _» 0 OH ' ON
S N -8, SR G N N N :
“g-P——0 Al ] L ] L | i SR I . . i
0  OH- D-r,h'l P g rd & 9 Mg '_»—--;:_ ° O-P-§" NY - N .
7= S\ _ ej':_ o= N a rH™~" ¢H™
[3809] L e i o= - _
=X 0-P . 3
o= N & . @y oy "
N—Y Na HN o~ A N A N A =
) N B B
\ o ”l o H 0
HN g =
SMEEF20

[38101 (T /J¥1)

[3811] W (N,N— R OB)N—[4— (11,12— — KA K [b, £ 1 E 2R F UM —5
(6H) — &) —4— W i T e ] el R H e e i — LR RN =i —N— (2— {9—
[ (5R,7R,8R,12aR,14R,15R, 15aR, 16R) —14— (8,9— A —6—fmft—2,3,5— =% It
[cd] BE—2 (TH) —3) — 15— — 16— K —2,10— i —2, 10— ik A —2H,
10H, 12H—5,8— FIHF— 20", 100" — Wk [3,2—11[1,3,6,9,11,2,10] F 5824 BRIy
—T7—F] —6—HrERE—6,9— A — IH—E 1 — 5t} 250 Haadlhy

[3812]  (Z5PafEds1-20)

[3813] {1 5f5159 T 4 — 2B 2L &1 (25 Omg) ANECTERI21 T 3 3R 2l v &
P (25.8mg) A STt fil21 T FARAEI 7 - T SN i, A8 FHC L8 RERAT EATT [ 10mM i —
CHEEHORIE I/ O] il 8 BUHPLC [10mM R — L 3K/ O, 5 :30% —50% (0
43 —4043) 1 LA Rl 8 UHPLC [ 10mM R — & R BRI/ FRES , RS 150 % —90 % (043 —40
43) 1A TRS R, A3 2IFREUL S (33 Img) -

[3814]  MS(ESI)m/z:1398 (M+H) *.

[3815]  'H—NMR (CD,0D) 8:8.58 (1H,brs) ,8.39 (1H,d,J=8.5Hz) ,8.00 (1H,brs) ,7.71 (1H,
brs) ,7.64—7.49 (2H,m) ,7.44—7.37 (3H,m) ,7.32—7.10(8H,m) ,6.59 (1H,d,J=15.1Hz) ,
6.23 (1H,d,J=8.5Hz) ,5.65—5.36 (3H,m) ,5.03 (1H,dd,J=16.6,14.2Hz) ,4.57—4.38
(5H,m) ,4.30—4.17 (2H,m) ,4.07—3.95 (2H,m) ,3.94—3.50 (9H,m) ,3.50—3.35 (1H,m) , ,
3.19(12H,q,J=7.3Hz) ,3.18—3.07 (3H,m) ,3.04—2.73 (4H,m) ,2.40—2.11 (4H,m) ,
2.05—1.92(1H,m) ,1.29 (18H,t,J=7.3Hz) .

[3816]  STJiHISL : 2y e f-211 15 ik

[3817]  [HaliEfE]
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[3818] o /f'_N\\rﬁs

aYEET2
[38191 (T F71)
[3820] W (N,N— "R OHE)N—[4— (11,12— — KA K [b, £ 1R 4R DU —5
(6H) —3&) —4 — Mo | AL ] H 2l it Had et — L — R N e e —N— ({2— [ (2—
{9—[(5R,7R,8R,12aR, 14R,15R, 15aR,16R) —14— (8,9— — A —6—Mift—2,3,56— =& 2%
I led] BE—2(TH) —F) — 15— —16—FFH —2,10— —MrEIE—2,10— il /\ A —
2H,10H, 12H—5,8— HI#%F —20°, 1OA" — kA - [3,2—11[1,3,6,9,11,2,10] H 4828 —JBEA 1
PO —7 — ] —6— AL —6,9— A — IH—E — 1 — L} £38) 53] — 2 — L A
SR H e
[3821]  (Z5¥akdsev-21)
[3822] {1 5efs159 T 4 —2Fri 2 b &9 (15. Omg) ANELTEAI66 T /5 LATA 2 v &
Y (17 . 4mg) A ST fil21 T ARAE I 7 20T SN i, A8 FHC L8 RERAT EATT [ 10mM i =
CHEEHORIE I/ O] il & BUHPLC [10mM R — LA KIs i/ O, 5 :25% —50% (0
53 —4043) 1 LA Rl 8 UHPLC [ 10mM R — & R BRI/ FRES , RS : 40 % — 90 % (043 —40
43) 1A TRS L, A3 2IFREUL S (21 . 8mg) -
[3823]  MS(ESI)m/z:1485 (M+H) *.
[3824]  'H—NMR (CD,0D) §:8.61 (1H,brs) ,8.41—8.34 (1H,m) ,8.10—8.05 (1H,m) ,7.72—
7.37(6H,m) ,7.32—7.12(8H,m) ,6.63—6.50 (1H,m) ,6.27—6.22 (1H,m) ,5.65—5.31 (3H,
m ,5.07—4.94(1H,m) ,4.68—4.20(10H,m) ,4.11—3.53(14H,m) ,3.26—3.08 (2H,m) ,3.19
(12H,q,J=7.3Hz) ,3.06—2.67 (4H,m) ,2.40—2.11 (4H,m) ,2.05—1.88 (1H,m) ,1.29 (18H,
t,J=7.3Hz) .
[3825]  SEAI82 : 2512210 %,
[3826]  [{5pkiiis]
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M
i N
PR [ 1 - p— Io] N
N 3=l 0 oH W OuaN
\l__]__. o -
L Aot :
2 Ny N HNo? 9 [
= - O-P-5 i ;

By EET22
[3828] (T 1)
[3829] W (N,N— " OFOHE)N—[4— (11,12— — KA K [b, £ 1R 2R P0G —5
(6H) —25) —4—Mroedd |k ] H Uit it — L — R PN e —N—[2— ({6 — %
F—9—T[(5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 14— (8,9— & —6—Imft—2,3,5—=
AR [ed] BE—2 (TH) —3) — 15— — 16— —2, 10— Mot —2, 10— ik /\
A —2H,10H, 12H—5,8— HIifF — 20", 100" — Wk - [3,2—11[1,3,6,9,11,2,10] 482 ¥
AP —7— 5] —9H P — 2 — JL} 50 00) LI ] H e
[3830]  (ZoPmaEds1-22)
(38311 i fJsCitfflel T Jp4 — 2R3 2L & (4. 4mg) FISTEGI21 T /373 S 2k &
Y (3. 5mg) LA ST f5121 T pARIFE J7 304 T SOV i, FHi 28 SHPLC [ 10mM R — £ 364
KIS G, CG 25 % —45% (045 —3045) 13 TRS I, A2 Y 59 (6. 4mg) .
[3832] MS(ESI)m/z:1412 (M+H) ".
[3833]  'H—NMR(CD,0D) 8:8.37 (1H,d,J=1.2Hz) ,8.10—7.98 (1H,m) ,7.75(1H,s) ,7.62—
7.13(13H,m) ,6.59 (1H,d,J=16.3Hz) ,6.01 (1H,brs) ,5.82—5.62 (1H,m) ,5.54—5.33 (2H,
m) ,5.04 (1H,d,J=14.5Hz) ,4.57—3.48 (14H,m) ,3.35—2.65 (12H,m) ,3.17 (12H,q,]J=
7.3Hz) ,2.35—2.11(4H,m) ,2.00—1.92 (1H,m) ,1.28 (18H,t,J=7.3Hz) .
[3834]  Si5I83 : 2y e 123115 ik
[3835]  [{5pkiis]
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QL P QL
o L1 K IR BUPSE: IF2
HO,_ _- N Ch :
Y FN'J\, ' z S g AN WAaAVN\E/\_H_CbZ
(o] ] o [s]
o
o ?—-\\
E,\IL o f\/\/"\/ |i|
i 4 oMo o b3 o
0 0 il 0 S
H 7 u \ IF3 [ H T
SR A A, SLAM AR A A AN
0 0
QL
S o
T4 o Yy o o (- j A fu 2 ')
[3836] =T g R iy 1 y IEs AN AN AN
HO VNY‘NJ\/N\H/\N‘WWN'\(} e LI H
H H ! O MNopz0 © o o
o o o X7
N [o] f_Nyﬁ
H N 5
i ) Nf.’f_ W N 8-P -0 ¥__=/ j
s-P o p— ] O OH L.__(O?.N P
bl oS
e — NTN-SgA~ O OH
NP N"SgA~ © OH = O-P-§ ol ol
= 0-P-§ HN—{ N 5
HN— N o Na N—{ |/H‘v [HV
N4 rqu
N
H \_ni o o )
: L6 HN._~ n JJ\/:jW fL\
YN TN T N )
o] A o O‘)__
I

HEET23
[3837] (T J¥1)
[3838] U BEN— [ CRELAAED) Fidd ] H 2t H 2l it — L — R PN e i H 2R
(38391  fEifiHs (BACHEM) [N — [ (R3E52E) P AL ] H & et H W it — L — R AL N SR
(5.00g) FTHZFRA | B EhER £ (2. 03g) PN, N— HISL Fefliz (50mL) Py H , AEVKE 4]
IIAN,N— "SRR LENE (4. 11mL) Fll — 23 —3— (3— “HHREGUIE N D) — ik %
EhIRER (3.01g) , FHE Z Z=3R MU RIS itk — 3848 o e SN i N U AT AT B S M /K VA T
=, S T2 A UZE KRR & Sk T e, -/ KImBR a1 71
P8 U8 TR KBS e e I, PR 20K o 4 7% B W T A AT [ S FH e/ H
B 1A TRS ), 15 2L &1 (4.51g)
[3840] MS(ESI)m/z:527 (M+H) ".
(38411 'H—NMR(DMSO—d,) §:8.40 (1H,t,J=5.7Hz) ,8.15(1H,d,J=9.1Hz) ,8.00 (1H,t,]
=5.7Hz) ,7.51 (1H,t,J=6.0Hz) ,7.38—7.16 (10H,m) ,5.03 (2H,s) ,4.52 (1H,m) ,3.80—
3.54(6H,m) ,3.05(1H,dd,J=13.9,3.6Hz) ,2.76 (1H,dd,J=14.2,10.6Hz) ,1.41 (9H,s) .
[3842] (152
[3843] U | L H Uit H 2 et — L — AL PN 2l B i H 2 IR
[3844]  7F FiR T 7 LR8I0 54 (4.51g) IHIEE (20mL) — — 5 FE (80mL) TR A rh
IINT0% 58 (M) wet (750mg) , AR50 M il MHEHE— 34 18 110 % £ O we't
(1.5g) ,AEZ S N EiR MR T3 K SOV R 12 B8, S B8R R e 4 o R 5 B
Wy e SRR EAT [ e/ TR ] B TR ), 13 20 E A (3. 18g) -
[3845]  MS(ESI)m/z:393 (M+H) *.
[3846]  'H—NMR (DMSO—d,) §:8.42 (1H,t,J=6.1Hz) ,8.20 (1H,d,J=8.8Hz) ,8.00 (1H,

329



CN 118846110 A W OB P 324/357 T

brs) ,7.28—7.16(5H,m) ,4.53 (1H,m) ,3.78—3.73(3H,m) ,3.61 (1H,brd,J=16.1Hz) ,3.06
(3H,dd,J=15.4,5.6Hz) ,2.76 (1H,dd,J=14.2,10.3Hz) ,1.88 (2H,br) ,1.41 (9H,s) .
[3847] (1 J3)

[3848] | HN—[6— (2,56— ik —2,56— A — IH—MEhg — 1 — 35 CBLIE ] H 2Bk
FH 2l — L — AL B i H 2 PR

[3849] ¥t [k T P23 BRI 5 (2. 65g) Al Es CREMEA T L) 196 — kil i
BEIRN — BRIAMED el (2. 20g) VAR TN, N— ZHIEL FHIBEZ (20mL) |, 72 %505 M HET/ NS o
N IR AR e B R BN SR BERK I — 2, S A B FZK DA AL
3, AT E SR KPR , T/ BRI A T T4 o e 2 T, B BE IR s e 4 o s
5% REW B IReAE EAT [ e/ W ] A TR i), 13 2l E & (3.52¢) -

[3850]1  MS (ESI)m/z:586 (M+H) ".

(38511  'H—NMR (CDC1,) §:7.28—7.17 (5H,m) ,7.09 (1H,t,J=5.1Hz) ,6.96 (1H,t,J=
5.1Hz) ,6.91 (1H,d,J=8.3Hz) ,6.68 (2H,s) ,6.52 (1H,t,J=4.9Hz) ,4.86 (1H,q,J=
7.3Hz) ,4.02—3.88 (5H,m) ,3.82(1H,dd,J=18.1,4.9Hz) ,3.51 (2H,t,J=7.1Hz) ,3.15
(1H,dd,J=14.2,6.3Hz) ,3.04 (1H,dd,J=13.7,7.3Hz) ,2.25 (2H,t,J=7.6Hz) ,1.70—
1.57(4H,m) ,1.45(9H,s) ,1.32(2H,s) .

[3852] (T J4)

[3853] N—[6— (2,5— Mot —2,5— "4 — IH—NEMs —1—F5) CREE] HamiE H et
gt — L — AL PN U H =R

[3854] {1 [k T 733 2l b &9 (1.00g) (1) S H A (9. 0mL) AW HH, /E0°C M=
TR (4.5mL) , 7E == MHEHE2 . 5/INN R SR RO e 4 ey, TR b2 ok K B 1]
ke AT [ U e/ FH RS 13- RS il 15 BIRRAUE & (534mg)

[3855]  MS(ESI)m/z:530 (M+H) .

[3856]  'H—NMR (DMSO—d,) §:12.59 (1H,br) ,8.34 (1H,t,J=5.9Hz) ,8.10 (1H,d,J=
8.8Hz) ,8.07 (1H,t,J=5.9Hz) ,7.99 (1H,t,J=5.6Hz) ,7.27—7.16 (5H,m) ,7.00 (2H, s) ,
4.52(1H,m) ,3.76 (2H,d,J=5.9Hz) ,3.74 (1H,m) ,3.66 (2H,d, J=5.4Hz) ,3.57 (1H,dd,J=
16.8,5.6Hz) ,3.36 (2H,t,J=7.1Hz) ,3.04(1H,dd,J=13.9,4.1Hz) ,2.77(1H,dd,J=13.9,
10.0Hz) ,2.10(2H,t,J=7.3Hz) ,1.51—1.43 (4H,m) ,1.19(2H,m) .

[3857] (1 J¥5)

[3858] 2,5— "M E AL bE —1 —FEN—[6— (2,56 — “H53E—2,56— " & — IH—k
g —1—50) O ] H 2Bt H 2l Bt — L — R PN e H =R

[38591  {ifi ff] Fak T 7432154 (462mg) LA S S2E 21 T 7 3[RFEm i3k 1
N, P EIFREUE S (258mg) -

[3860]1  MS(ESI)m/z:627 (M+H) *.

(38611  'H—NMR (DMSO—d,) §:8.70(0.85H,t,J=6.1Hz) ,8.44(0.15H,t,J=5.9Hz) ,8.17
(0.85H,d,J=8.8Hz) ,8.11(0.15H,d, J=8.8Hz) ,8.06 (1H,t,J=5.6Hz) ,7.99—7.95 (1H,
m ,7.27—7.16 (5H,m) ,6.99 (2H,s) ,4.53 (1H,m) ,4.28 (1.7H,d,J=5.9Hz) ,3.85(0.3H,d,J
=5.9Hz) ,3.74 (1H,dd,J=17.1,5.9Hz) ,3.66 (2H,d,J=5.9Hz) ,3.58 (1H,dd,J=16.8,
5.6Hz) ,3.36 (2H,t,J=7.1Hz) ,3.04 (1H,dd,J=13.9,4.1Hz) ,2.81 (4H,brs) ,2.77 (1H,dd,
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J=10.0,3.7Hz) ,2.10(2H,t,J=7.3Hz) ,1.51—1.44 (4H,m) ,1.20 (2H,d,J=7.3Hz) .
[3862]1 (T J¥6)

[3863] W (N,N— /3 8)N—[6— (2,5— —Middt—2,5— " A — IH— % — 1 —3)
CUBE AL ] H el e i H el e it — L — R N 2 e 2 —N—[2— ({6 — 23 —9— [ (5R, 7R, 8R,
12aR, 14R,15R, 15aS,16R) — 15,16 — — K —2,10— — A —2,10— —fifif — 14— (6,
7,8,9—PU&—20—2,3,5,6— VUSRI [ed] B2 —2 —3E) /\A(—2H,10H,12H—5,8—H1
Mr—2n”, 100" —kngFf[3,2—1]1[1,3,6,9,11,2,10] L4824 A FPOM —7 — 3] —9H—
IR —2 — B} 5 30 AR H Ui

[3864]  (ZoPmafEds1-23)

[3865]  fifi IS JiE (318 1 Jy 8 — 23 2k &4 (9. 5mg) A1k T /753 2k &4
(7.5mg) , LA 585123 T3 LIRAEI 5 3047 SON i, A 25 HPLC [ 10mM TR — £ 30K
VIR O I :10% —30% (043 — 3053 T3EATHG I, 15 BIRREU L 59 (7. 8mg) »

[3866]1  MS(ESI)m/z:1299 (VM+H) *.

(38671  'H—NMR (CD,0D) 3:8.35(1H,s) ,8.02(1H,s) ,7.29—7.15(6H,m) ,6.76 (2H,s) ,6.32
(1H,d,J=6.7Hz) ,6.11 (1H,d,8.5Hz) ,5.48—5.36 (2H,m) ,4.82—4.79 (1H,m) ,4.50—4.25
(6H,m) ,4.06—3.81 (7TH,m) ,3.61—3.37 (9H,m) ,3.17—2.89 (4H,m) ,3.14 (12H,q,J=
7.3Hz) ,2.21—1.96 (4H,m) ,1.58—1.48 (4H,m) ,1.30—1.21 (2H,m) ,1.27 (18H,t,J=
7.3Hz) .

[3868]  SJitEA584  Wire BEAGHTIAR3IN & Ak

[3869]  HHER2PTIAR2— [SG— (N,) 1,111 7%

[3870]  [HaliEie]

[3871] °]¥[°] — V—Im %ﬁ
O, O,
Ny N,
PERJETA :

(Fucal, 6) GlcNAC-AHERZISE2 FHERZA2-[SG-(Na)a)z

[38721 (T J¢1)

[3873]  (Fucal,6)GlcNAc —FiHER2F iR 211 il 2%

(38741 Ry I BAECH T A5 AIPERTETA LM RIAR) 51 11 420mg / 14l (1 4h I 25)
(3.5mL) PHA TER MRS B, 15 BB R R 28 A3 3R KA (6.0mL, 15. 39mg/mL , pH6 . 0) o 1
AT B25 T LIRIFEIOAAE , 153 BIFRAEUTAR I 20mM A IR 55 2% A (12 96mg/mL,
7.5mL,pH6.0) »

[3875] (T F¢2)

[3876]  HHER2PTIR2— [SG— (N,) 1,111 7%

(38771 i) bk T AT A3 2R TR T 20mMIRR Eh 2% iR i (12 96mg/mL, 7 . 5L, pHE . 0)
FIIN,—PEG(3)],—SG (10) 0x (22.5mg) , JE1 15 S b 125 Ly 2[rl FEIOERAE , 15 2R LA 1)
TR b 22 AR B Eh /KA (10, 21mg/mL, 9. OmL, pH6.. 0) .

[3878]  SCJEA585 « Wire B AP IAAIN & Ak

(38791 PudEHiHER2BTHA2— [S6— (N , 1,1l
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[3880]  [Ai%is]

[3881] m%ﬂm LV T2 :

MSRHERZF 2 (Fucal, 6) GkNAC-HISFRHERZRS2 BUS HERZRMAZ-[SG-(N). 1
[3882] (T J¢1)
[3883]  (Fucal,6)GlcNAc — S HTHER2G A2 i %
[3884]1 i Ji4& 255 i 25 U SGE HTHER 2H TR 2 [ ol R 6 2% 1 A £ ER /K IR (24,
12.25mg/mL, pH6 . 0) P41 75 STE(125 1 5 LIRAEROERAE , 73 B PR TR I 20mMAgE IR £ 2% iR
7 (20.86mg/mL, 12 . 5mL,pH6.0) .
[3885] (T 72
[3886] U piHER2PTIA2— [SG— (N ,1,0HI%%
(38871 (i [} Lok T /5 1 r 43 EI I BT 20mMBS R 26 2% A R (20 86mg/mL, 12 5mL,
pH6.0) F11[N,—PEG (3) 1,—SG (10) Ox (52mg) PE1 T 5 St fi2s T v 2R/ , 13 B h R
PRITIIR Eh 2% A= PR A R /K YA (10 87mg/mL , 22mL , pH6 . 0)
[3888]  Siif4I86 : M HAL SRS &k
[3889]  $iCD3347t{k — [SG— (N,) 1, Ml 25
[3890]  [HhHETL]

[3891] m%{g] s L - V o :
CDNH

(Fucal, 6) GiNAC-FICD33ME: RCOIIA{SE-(Makalz

[3892] (T J¢1)

[3893]1  (Fucal,6)GlcNAc—HiCD33H ik Hls:

(38941 i JTIAR I 2 2515116 1l 25 1 51U CD 3 3HT A 1 A R £k 2% b A= PR R /KA (9. OmL,
11.56mg/mL, pH6 . 0) JE1 755151125 T 7 1 EAERIHEEAE , 15 2P RS IR 20mMASIR £h 2% A
¥ (11.62mg/mL, 8mL, pH6.0) o

[3895] (T f¢2)

[3896]  $iCD3347t{k — [SG— (N,) 1, Ml 25

(38971 i ] Il T3 LATA3 2 [ H TR 20mMIRE $h 2% A (11.62mg/mL, 8mL, pHE . 0) A1
[N,—PEG (3)],—SG (10) 0x (21 5mg) 4T 5525125 T Fr2[FFEOERAE , 15 BIRRE T AR
R Eh 2% A HR A Eh /KRR (10 01mg/mL , 8L, pH6 . 0)

[3898]  SJHEAAIST : Wire EEAGHLIAR6IT) 5k

[38991  #iEphA24iifk — [SG— () 1,0l %%

[3900]  [HhHETL]
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& Ny
[3901] [3]¥[g] I_W_.V TR :
FEPhAZIHE

(Fucal, 6) GNAc-REphAZIRSE MEpAZAN-[S6- (k1
[3902]1 (T F¢l1)
[3903]  (Fucal,6)GlcNAc —FiEphA2F T4 K 5%
[3904]  {ii AR #1525 7 i £ (N DUEph A2 BT (1) 5 2 £h 2% b A= PR & SR /Ky i (8. 0L,
12.83mg/mL, pH6 .. 0) 1T 5 SE 15125 T3 LIFIFEIRAE , 143 BIAREU T A1) 20mMBKRG 5. 2% A
% (13.51mg/mL, 7mL, pH6.0) »
[3905] (T F¢2)
[3906]  FiiEphA2fitk — [S6— (N) 1,1l
[39071 i FH]_b- ik T L 20 AT AR 1) 20mM AR #6258 i (13 . 51mg/mLL , 7mLL , pHE . 0) A1
[N, —PEG (3)],—SG (10) 0x (21 Tmg) #4755 5125 T Fr2[FFEAOERAE , 15 BRI
TR Eh 2% A A E K PA TR (8. 91mg/mL, 7. 5mlL, pH6 . 0)
[3908] St 588 BBk EEALHTIARTII G K
[39091  HiCDHEP LK — [SG— (N, 1, %S

[(3910] [z
Ny
S g == =
My
RCOHENE {Fucal, 6) GicNAC-FUCDHENE FICOHEHH-[SG-(Na)2)z

[39121 (T F71)

[3913]  (Fucal,6)GlcNAc —FHiCDH6HTAR NS

[3914] AR PEILIE B ECRAR I S 1518 ] 5 1) HICDHE JL AR T HBS or (25mMAT 241K /5 % 11152
FHEE, pH=6.0) Z&fK (5.0mL, 20. 0mg/mL) SR ERZE P AE PR £h/KVA TR (pH=6.0) H174%
MR A , AT 5 125 T LIRIAE 454 15 BIPRAUHTAR 1) 20mME R #h 2% A i
(9.58mg/mL,9.0mL, pH6.0) »

[3915] (T2

[3916]  HCDH6PTIAR — [SG— (N,) 1, [FIHlEs

[39171  {di ] 3R T LA B TR I 20mMBE R 25 22 bzt (9. 58mg/mL, 9. OmL , pH6 . 0)
FITIN, —PEG (3) 1,—SG (10) O0x (24 . 5mg) #1755 5L {5125 T J7 2[FI A e , AR B R BT
Tk I Th 28 b A= R 2 /KA MY (10.69mg/mL, 7.5mL, pH6.0) o

[3918]  SjE{589 : WHEE AL H TSI H Ak,

[3919] P HiHER2PTIAR2 — [MSGL— (N,) 1, #%

[3920] [ liiiz]
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[3921] [g [g] TF1 TH2

UG HLHER24T 42 (Fucal,6)GleNAc- fit iTHER 24 42 HUEHHER2$U{A2-[MSG1-(N 3)] 2
[3922]1 (T F¢l1)
[3923]  (Fucal,6)GleNAc — s HtHER 2421 il 25
[39241 3475 945185 T 7 LA FFI SN, R IEURHTAR R 2% b i (10mlL, 12 25mg /L.,
pH6 . 0) 75 B BRATH T 20mMAA R £h 22 147 (14 84mg/mL, 7 . 5mL, pH6. 0)
[3925] (T f¢2)
[3926]  PudEHiHER2HTHA2 — [MSGL— (N) 1, (I 7%
[39271 i [{] bk T LATA3 25T T 20mMIRR Eh 2% iR i (14 .. 84mg/mL, 7 . 5L, pHE . 0)
FIIN,—PEG (3) ] —MSG1 (9) —0x (W02018/003983[13 kA1 —11) (19mg) U4 T 55 f 25 1
72 FIRE I AR, 15 B BR UK [0 BEER 5 28 i A= PR 6 /KA (10 48mg /mL., 9. 25mL,
pH6.0) -
[3928]  SZJHEA190 - STk 29 BI5 10 & ik (ITHER2H0 /K — CONME 411 & 1)
[3929] Kol dEAL TR L OISR Eh 2% A= R R 7K (pH6 . 0) 1Ak (10.97mg/mL, 0. 500mL)
FHPN 5 (0. 250mL) FEATARRE o AR 2R W N 2o W 45 - 11— H R (10mM
0.091mL, ATE T 19 FPudk 24 1) AP —f% (0. 159mL) PITR G, B U e il v
(MTR—103,AS ONE#RZ:4E) EZ00 I SOV 3K o AR F il 8 ED R 1R 5 VA SN A T
Kl 15 2] EPRDUA 2B ABS AR (3. 5ml) «
[3930] i FHE AR EELA M GHTIR ) 5 - T BT A3 8] PR 25 5
[3931]  BifA¥k)E:0.49mg/mL
[3932]  Hufkr=&:1.71mg (31%)
[3933] 2y V3ysh&%1.3.6
[3934]  SCJEAI91 - BTk 29 BI611 & ik (THER2H0 /&K — CONME 511 & )
[3935] Rl dE AL PLIAR L OB IR Eh 2% A= R R 7K (pH6 . 0) 1Ak (10.97mg/mL, 0. 500mL)
FHPN 7 (0. 250mL) EATHRE o AR 23 W I\ 2522 - 2a ) — HH LR 7/ (10mM,
0.091mL , FHXF T 143 i oh 24 1) AN —f5 (0. 159mL) 7RG IR, B A e e e
(MTR—103,AS ONERRI2331) £E 20 N SN 2K o AR R i BV EDFT R 11 7 T BT i34 T
Kt 15 2] EPRDUA 2B I ABS AR (3. 5ml) o
[3936] (K MUHBIRIEEDL M GHTIR I T3 3T 0 A3 2] MR Es R
[3937]  BiAk¥kSE:0.91mg/mL
[3938]  Hfkr~&:3.17mg (58 %)
(39391 25 VY4t &%k.3.6
[39401  SCJHEAI92 . BT 29 B 71 G ik GITHER 240/ — CONTE A6/ 5 i)
(39411  Rppirid AU LIOTEIR Eh 22 rp AR R £ 2R 7K (pH6 . 0) 757 (10.70mg/mL , 4. 00mL) H
PN (2.00mL) BEAT A6 R o A1 P I 25 Wi #2212 b ) — FH LT AR I (10mM,
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0.707mL, ADE T 19 FPugk 24 1) AP —f% (1.293mL) PITR G, B U e il i
(MTR—103,AS ONE#RZ:4) 7R 00 I SOV 3K o AR FH il 8 ED R 1R 75 VA SN A T
K, 15 2] BPRDUA 2P B ABSTA TR (24 . 5mL)
[3942] R FRGE ARV EEPL M GHTIR I 5 - T 0 BT A3 8] P iR 25 5
[3943]  BifA¥k)E:0.96mg/mL
[3944] Bk~ :23.5Tmg (59%)
[3945]  ZWpFdash sk 3.7
[39461  SEf5193 : LA LG8 75 A% (HTHER24T44& — CONBI 71V 5 %)
(39471 ¥PRiEE A PR IOBEIRER 22 A= £ 37K (pH6 . 0) ¥4 (10.70mg/mL, 4. 00mL) ]
N (2.00mL) AT AR o A2 IR R I 25 W B2 1-5 19 — FH AL AR 7R (10mM,
0.707mL, FHX; T 143 i oh 24 Y 1) AN % (1.293mL) FTRG IR, f HE TE e we
(MTR—103,AS ONE#RIZ:4) 7R Z00 I SOV 2K o AR FH il B ED R 1R 75 VA SN 24 T
Kl 15 2] EPRDUAR 2B ABSTA TR (24 . 5mL)
[3948] i FEE ARV EELA M GHTIR I 5 - T 0 I A3 8] P iR 25 5
(39491 P&k /E :1.10mg/mL
[3950]  FifAkr~it:26.86mg (67 %)
[3951] 25 Fdyst&4k.3.7
[3952]  Sjef594 : LA LGOI 75 ik (HTHER24 7044 — CONHICI8IY) 5 A0
[3953]  KpHigE EAG PR IIRIR ER 22 i A= 3 £ 37K (pH6 . 0) YA (10.70mg/mL, 4. 00mL) ]
N (2.00mL) SEAT AR o A2 IR R I 25 W B2 1-6 19 — FH AL XA 7R (10mM,
0.707mL, FHX; T 143 i oh 24 Y 1) AN 5 (1.293mL) FTRG I, B HE TiE e we
(MTR—103,AS ONE#RZ:4) 7R Z00 I SOV 2K o AR F il B ED R 1R 75 VA SN A T
K, 15 2] BPRDUA 2B I ABSTA TR (24 . 5mL)
[3954] (i FEE ARV EEDA M GHTIR I 5 - T BT A3 8] P iR 25 5
[3955]  HfAkik)E . 1.34mg/mL
[3956]  Fufkr & :32.92mg (82%)
[3957] 29 Vdyst & 4k.3.7
[39581  SjEf5195 : AR L5 I 101 75 B (BTLPSHTiAR — CONII211) 15 %)
[39591 Kol dEAL P IAR2HI IR Eh 2% A= R R 7K (pH6 . 0) 1A% (10.55mg/mL, 0. 500mL)
I % (0. 250mL) FEATHRE o AL AR R N 29 2 1-2a ) — I AKGA L (10mM,
0.087mL, ATA T 19 FPudk 24 1) AP % (0. 163mL) PR G, B U e il i
(MTR—103,AS ONE#RZ:4E) 7R Z00 I SOV 2K o AR FEH i B ED R 1R 75 T SN A T
Kt 15 2 EPRPUA 2P B I ABS AR (3. 5ml) o
[3960] ik FEE AR EELA M GHTIR ) 5 - T BT A3 8] P iR 25 5
[3961]  BifA¥k)E:0.88mg/mL
[3962]  FHfk;7&t:3.08mg (62%)
[3963] 25 VY4t &%k.3.6
[39641  SEf5196 : LA LGB 1175 B (BTEphA24T{A& — CONBICH LIV 5 A0
[3965]  Rpfirik EAUHUARGHITEIRER 22 P AE R 2R 7K (pH6 . 0) 77K (8. 91mg/mL,0.500mL) H
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P E (0. 250mL) FEATAORE o« A2 DI\ 253 F2 -2 b 1) - H EENDARA R (10mM,
0.073mL, AHX T 143 i b 24 i) AN % (0. 177mL) FITRG IR, B HRAE TiE e e
(MTR—103,AS ONE#RZEHE) 78 20 T SN 2K o (R FEH i R ED Tk 11 75 R0 S R gk A T
R, A3 8) B PR A 25 B I ABSIA TR (3. 5mL) .

[3966] AR HABIRIEELA S FRITR 15 A T AT 8] B b 45

[3967]  Huik¥k)E :0.60mg/mL

[3968]  Fufkr~&:2.10mg (47 %)

[3969]1 24 K-IAah&%50.3.8

[39701  SjEI97 : AR L5 1 21975 B (BCD3347 44 — CONRIBI 1 (1) 75 580

[39711 Kbk i AL LIS IE IR Eh 2% A= i R 7K (pH6 . 0) 74k (10.01mg/mL, 0. 500mL)
FIPN ZBF (0. 250mL) EATHRE o £ 238 W I\ 2522 3 2 ) - HH AR 7 (10mM,
0.083mL , AT T 143 B b 24 i) AN % (0. 16 7mL) 7RG IR, B A e e e
(MTR—103,AS ONE#RZEHE) 78 20 T BN 2K o (R FEH i RV ED Tk 11 75 TR0 S R gk A T
R, #3281 B PR 25 B I ABSIA TR (3. 5mL) .

[3972] MRV EELL S GRInAR 7 A T T3 8] P ik 4525

[3973]  HupkIk)E 0. 73mg/mL

[3974]  Fifkr~Ht:2.5Tmg (51%)

[3975] 25 V-¥4h&4%1.3.9

[39761  SjEf198 : HUik 251 M) 1 31975 5 (ICDH6 47T /4 — CONfRIB 1 (1) 75 580

[3977] Rl AL TR TR B IR Eh 2% A= R R 7K (pH6 . 0) 1A% (10.69mg/mL, 0. 500mL)
FHPN 7 (0. 250mL) EATHORE o AR 238 W I\ 2522 31~ 2 ) - HH R 7/ (10mM,
0.088mL , AT T 143 B b 24 Y i) AN % (0. 162mL) PRSI, B A e e e
(MTR—103,AS ONE#RZEHE) 78 20 T SN 3K o (R FEH il BV ED Tk 11 75 TR0 S R gk A T
R, #3281 B R 25 B ABSIA TR (3. 5mL) .

[3978]  {k MRV EELL S GRIAR 7 A T T3 8] P ik 4525

[3979]  Hupkik)E :0.96mg/mL

[3980] ik~ ht:3.37mg (63 %)

[3981] 24 K-IAah&%5.3.8

[3982] S99 : AR L5 I 1 410 75 B (BTHER247T 442 — CONIBIRP 11V 15 A0

[3983]  KpHigE EAGPTIASIIMIR ER 22 i A= £ 37K (pH6 . 0) ¥4 (10.21mg/mL, 1.50mL) ]
P FF (0. 750mL) SEAT RS o 512 TR R DN 292k e - 311 HH LT U (10m)M,
0.253mL, FHX T 143 B oh 24 1) FIPN —f5 (0.497mL) FTRG IR, B HAE TiE e we
(MTR—103,AS ONE#RZEHE) 78 20 I BN 2K o (R FEH i B/ ED Tk 11 75 TR0 S R gk A T
R, #3281 BRI 25 B ABSIA TR (9. 5mL) .

[3984]  {k MRV EELL S G 17 A T T3 8] P ik 455

[3985]  FifAkifkE:1.02mg/mL

[3986]  Ffk;7~5t:9.73mg (64 %)

(39871 2y Vst &%0.3.7

[3988] S5 100 : Hok 2B 1511 5 % CHTHER247044& — CONBII9M) 15 A0
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(39891  Kphirik BEAY PR LTI £ 25 b AR PR R 7K (pH6 . 0) 1A (10. 70mg/mL, 0. 500mL)
FHPN 5 (0. 250mL) FEATARRE o AR 2R W DN 25 W 45 1~ 8 119 - HH L R U (10mM
0.088mL , AT 14 FHuik 244 &) FIPN B (0. 162mL) 7RG, 1 IR HEfE &%
(MTR—103,AS ONE#RIZ:4) 7R Z00 I SOV 2K o AR FE i B ED R 1R 75 VA SN 24 T
Kl 15 2] EPRDUA 2B I ABS AR (3. 5ml) o

[3990] i FE AR EELA M GHTIR ) 5 - T BT A3 8] P iR 25 5

[3991] PRI EE:0.93mg/mL

[3992]  Hufkr~&:3.24mg (61%)

[3993] 25 VY4t &%k.3.6

[3994]  SCJEI101 : PriA 2GR 1611 5 al THER2H T4 — CONMBIA 101 5 A%

[3995] Rl AL LIRS IR Eh 2% A= R R 7K (pH6 . 0) 1Ak (10 35mg/mL, 13 50mL)
FIPN ZB5 (6. 750mL) FEATARRE o A2 2R W NN 25 W 451~ 911 — H R U (10mM
2.310mL , AN T 10 FHuik 244 5) FIN B (4.440mL) 7RG, 6 IRV HEfE #%
(MTR—103,AS ONE#RIZ:4E) R Z00 I SOV 2K o AR FEH i B ED R 1R 75 VA SN A T
Kt 15 2] EPREUAR 2P B ABSTA TR (74 3L)

[3996] (i FRE ARV EELA M GHTIR ) 5 - T BT A3 8] PR 25 5

(39971  HUfAIk/E :1.36mg/mL

[3998] Pk, =K :100.8mg (72%)

[39991  ZHWpFIhsh sk 3.7

[4000]  SCJEAI102 : PriA LGB L7115 Bl (THER2H T/ — CONMRIA L 11 5 %)

[4001]  CRpfik dE AL PTIAR L IR Eh 22 A= PR R 7K (pH6 . 0) 1A% (10.70mg/mL, 0. 500mL)
FHPN ZBF (0. 250mL) EATHRE o AR 238 R I\ 2522 31~ 1011 - HH IR 7/ (10mM,
0.088mL , AN T 14> FHuih 244 &) FIPN B (0. 162mL) 7RG, IRV e ks o
(MTR—103,AS ONE#RZ:4E) 7R Z00 I SOV 3K o AR FEH il B ED R 1R 75 VA SN A T
Kl 15 2 EPRDUA 2B I ABS AR (3. 5ml) «

[4002] & FRE ARV EEDA M GHTIR ) 5 - T 0 I A3 8] P iR 25 5

[4003]  HUAAIREE:0.63mg/mL

[4004]  Fifkr=ht.2.22mg (42%)

[4005] 25 FIy4t&%k.3.5

[4006]  SZJEAI103 : PriA LSR8 & al (THER24 T4 — CONMRIA 1211 5 %)

[4007] Rl dEALPUIAR L OISR Eh 2% A= PR R 7K (pH6 . 0) 1A% (10.70mg/mL, 0. 500mL)
JHPN ZBF (0. 250mL) EATHRE o AR 23S VR I\ 2922 31~ 111 HH AR 7 (10mM,
0.088mL , AT 147 FHuih 244 &) FIPN B (0. 162mL) 7RG, IR e ks o
(MTR—103,AS ONERRI2331) 75 2 P itk R AR B B EDFT AR 1 7 T SN i34 T

Kl 15 2 EPRDUA 2B I ABS AR (3. 5ml) o

[4008] &k FEE AR EELA M GHTIR ) 5 - T BT A3 8] P iR 25 5

[4009]  BifABRE:0.94mg/mL

[4010]  Hfkr~&:3.29mg (62%)

[4011]  ZHWpFdasha%%.3.6
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[4012]  Sjef5104 : Hrik 25 mIDYn 1 91 5 ik CHTHER 2404 — CONME I 1 311 75 580

[4013]  RPHHBE T AL HUAR LI BIR Eh 22 ih AR PR 2R 7K (pH6 . 0) &7 (10.70mg/mL, 0. 500mL)
P % (0. 250mL) FEA TR RE o AL AR R N 29 1 1 210 — R B ARA I (10mM,
0.088mL, ATH T 19 FPudk 24 1) AP —f% (0. 162mL) PRSI, B U e il i
(MTR—103,AS ONEMRTAHE) 78 %0 R RES K o ik IR B /DA ik 19 7 o S g A T
K, 15 2] EPRPUAR 2P B ABS AR (3. 5ml) o

[4014] (R FGERIEEPL M GHTIR I 5 - T 0 BT A3 8] P iR 25 5

[4015]  HUpRMKE :0.92mg/mL

[4016]  HUiA " :3.20mg (60%)

[4017]  Z5Wp VY4 &5k.3.5

[4018] S f5105 : HTik Z5W I 2011 5 ik CHTHER 2414 — CONE I 1411 75 50

(40191 RPRHBE T AL HUIR LI BIR SR 22 ih AR PR £ 2R 7K (pH6 . 0) &7 (10.70mg/mL, 0. 500mL)
P % (0. 250mL) FEA T RE o AL IR R N 29 41 1 31 — R BRI (10mM
0.088mL , AT T 143 B b 24 1) AN 5 (0. 162mL) 7RG IR, B R e e we
(MTR—103,AS ONEMRI ) 78 %0 R RES K o ik IR B /DT ik 11 7 o g gk A T
Kl 15 2 EPRDUA 2B I ABS AR (3. 5ml) o

[4020]  {RMECHOBHRAEELL S GRTR ) T TR T i 8] iR &5 2R

[4021]  FifkikE:1.01mg/mL

[4022]  HifAr=H:3.52mg (66 %)

[4023] 2 FIY4t&%k.3.5

[4024]  SjEf51106 - HTik Z5W I n2 1) 5 ik CITHER 2404 — CONME I 151 75 50

[4025]  pHHBE T AL HUAR LI BIR Eh 22 ip AR PR 2R 7K (pH6 . 0) 7&7& (10.70mg/mL, 0. 500mL)
I % (0. 250mL) FEA T RE o AR IR R N 29 1 1A — R KGR (10mM,
0.088mL , AT T 143 F- B b 24 i) FIPN 5 (0. 162mL) PRSI, B A e e we
(MTR—103,AS ONERRZ233) 7E 2 N SN 2K o AR R i BV EDFT R 1 7 T BT i34 T
Kl 15 2] EFRDUA 2B I ABS AR (3. 5ml) «

[4026] R FROE ARV EEDA M GHTIR I 5 - T 0 BT A3 8] P iR 25 5

[4027]  HupRIK)E 0. 78mg/mL

[4028]  Ffkr &2, 74mg (51%)

[4029]  ZGWpFIY4&%0.3.6

[4030]  SEf107 : Tk Z5W I n2211) 5 ik CHTHER24T11& — CONEIC 161 75 580

[4031]  RPRHBE T AL HUIR LI BIR Eh 22 ih AR PR 2R 7K (pH6 . 0) 7% (10.70mg/mL, 0. 500mL)
N % (0. 250mL) FEA TR RE o AL IR R N 29 1 151 — S IARA I (10mM,
0.088mL , AT T 143 B b 24 1) AN % (0. 162mL) PRSI, B R e e we
(MTR—103,AS ONE#RZ:4) R Z00 I SO 2K o AR FH i B ED R 1R 75 VA SN A T

Kl 15 2] EFRDUA 2B ABS AR (3. 5ml) o

[4032] (R FROE ARV EEDA M GHTIR ) 5 - T 0 I A3 8] iR 25 5

[4033]  HUiAIRE :1.32mg/mL

[4034]  Ffkr & :4.61mg (86 %)
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[4035] 2y V4455 %0:3.6

[4036] St (51108 : HriA 2P EIn2311 5 ik (HTHER2H TR — CONEI- L 71155 k)

[4037] Kol dE AL TR L IR Eh 2% A= R R 7K (pH6 . 0) 1A% (10.70mg/mL, 0. 500mL)
PN % (0. 250mL) PEATHRE o 2525 BN 2532 $ 1~ 16 ) — R LA (10mM,
0.088mL , A} T 143 F- B b 24 i) AN % (0. 162mL) PRSI, B B e e ve
(MTR—103,AS ONE#RZUEHE) 75500 T SR 2K o (i IRl R A ED AT 11 75 R 0 S Nt T
K, 438) B PRk 250 B I ABSIE IR (3. 5mL) .

[4038]  {k MMV EELA S GRIAR I T A T i A3 3] B b g5

[4039]  HUpARMK)E :0.93mg/mL

[4040] Bk~ E . 3.25mg (61%)

[4041] 2y V- 4555%0:3.6

[4042]  SjE(1109 : STk 2P n2411 5 ik (HTHER2H TR — CONE- 1811 E5 k)

[4043]  ERHGE AP BRI ER 25 i A £ 3h 7K (pH6 . 0) YA (10. 70mg/mL, 4. 00mL) F]
P (2.00mL) FEATRERE o A28 R IIN 25 W3 B 1~ 71 — FE R AR 9 (10mM
0.707mL, FHX; T 143 i b 24 1) AN % (1.293mL) FTRG IR, f HRE TE e we
(MTR—103,AS ONERRI2331) 75 2 P itk R AR B B EDFT R 1 7 T SN i34 T
K, 1328 H PRk 2o B ABSIA R (24, 5mL) .

[4044]  {&IEHGEARVEELA S GRITAR I T A T i3 3] b g5 3

[4045]  HifAPKE :1.33mg/mL

[4046] Pk H :32.64mg (82%)

[4047] 2y V- ah 5 8:3.7

[4048]  STHE(5110 : ST 2 EIDn2511 5 ik (HTHER2H 1A 2 — CONMRIBI 2119 55 k)

[4049]  EHHGE A PUAAN BRI ER 28 1 A £ 3h 7K (pH6 . 0) 1A (10.87mg/mL, 8.00mL) ]
P (4.00mL) JEATAGRE « AEZIA IR NN 25935 B2 11 7aly — 3L AIA I (10mM,
1.079mL , AN T~ 143 FHudk 18 24 5) AN 7 (2. 921mL) I A, B PV e # v
(MTR—103,AS ONERRI2331) 75 2 P i3 R AR B BV EDFT R 18 7 T SN i34 T
K, 138 H PRk 2o B ABS AR (44..5mL) .

[4050]  {k MMV EELA S GRITR ) T A T A3 3] B b g5

[4051]  HUpRMK)E . 1.16mg/mL

[4052]  Hifk;=&:51.5mg (59%)

[4053] 2y V-4 5%: 3.8

[4054]  STREHILLL : ST 2P EIDn2611 5 ik (HTHER2H TR 2 — CONRIB 319 E5 k)

[4055] 4 HGE ALY PN BRIR Eh 25 A £ 3h 7K (pH6 . 0) YA (10.87mg/mL, 8.00mL) H
P (4.00mL) JEATAGRE « AEAZIA IR NN 2595 52 7 1 7Ry — 3L A& I (10mM,
1.079mL , AN T~ 143 FHudk 18 24 5) AN 7 (2.921mL) OIS, B PV e 5 v
(MTR—103,AS ONERRI2331) 78 2 P itk R AR B B EDFT R 18 7 T SN i34 T

K, 1328 H PRk 2o B IIABS AR (44 .5mL) .

[4056]  {k MRV EELA S GRIAR I T A T i A3 3] B b g

(40571  BHUfAuk)E . 1.24mg/mL
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[4058]  Fifkr~Ht:54.99mg (63%)

[4059] 25 24)4h54k:3.9

[4060]  SCJHEAIL 12 : PrAAZGMRIDN27 1 G Bl (THER2H 042 — CONEIBE 4T A A%

[40611  Kekiiik EAGTTIARARIIEIR Eh 22 A HE bk (pH6 . 0) 759K (10 89mg/mL, 1. 00mL) H]
P E (0.500mL) FEATHRE o« A2 NN 253 F2 1~ 19119 W EENDARA 7 (10mM,
0.180mL, ATH T 19 FPufk 24 1) AP —fF (0. 320mL) FITR G, B U e il i
(MTR—103,AS ONERRI2331) 75 2 P itk R AR R B EDFT R 1 5 T SN i34 T
Kt 15 2 EPRDUAR 2B I ABS AR (7. 0mL) «

[4062] R FROE ARV EEDA M GHTIR I 5 - T I A3 38 P iR 25 5

[4063]  BifA¥KE:0.79mg/mL

[4064]  HUfA " :5.53mg (51 %)

[4065] 25V 4t&%0.3.9

[4066]  SCJHEAIL L3 : PriA LSRN I28 11 & al (THER2H 142 — CONEIBI5 I 5 Bk

[4067]  Rppirid AL UARAMOTEIRER 22 hp AE PR 2R 7K (pH6 . 0) 57 (10.89mg/mL, 1.00mL) H
P E (0.500mL) FEATHRE « fE 12 DI\ 253 F2 -2 119 - H BT AR i (10mM,
0.180mL, AH T 19 FHudk 24 1) AP —fF (0. 320mL) PITR 5, B U e il i
(MTR—103,AS ONERRI2:31) 78 2 P HtHE3 R AR B i B EDIT R 18 7 T SN i34 T
Kl 15 2 EFRDUAR 2B I ABS AR (7. 0mL) o

[4068] ik FEE AR/ EELA M GHTIR ) 5 - T BT A3 8] P iR 25 5

[4069]  FUfAME :0.84mg/mL

[4070]  Hufkr~&:5.91mg (54 %)

[4071] 2Py 4t&50.3.9

[4072]  SCJHEAL 14 PR LSRN D2911 & Bl (THER2H 042 — CONBIBI6 1) 5 Bk

[4073]  Rppirid A BHUARAROIEIR Eh 22 hp AE R £ 2R 7K (pH6 . 0) 757 (10.89mg/mL, 1.00mL) H
P E (0.500mL) FEATHRE « A2 DN 253 F2 -2 2119 W EENDARA 7 (10mM,
0.180mL, ATHf T 19 FHudk 24 1) AP % (0. 320mL) PITR G, B U e il i
(MTR—103,AS ONE#RZ4E) R0 I SOV 2K o AR FEH i B ED R 1R 75 VA SN 24 T
Kt 15 2 EFRDUA 2B IABSIA TR (5. 0mL) «

[4074] R FRGEARIEEDA M GHTIR I 5 - T 0 BT A3 8] P iR 25 5

[4075]  HUpARME :0.92mg/mL

[4076]  HifA;=Ht:4.60mg (42%)

[4077] 29Iy 4&%k.3.5

[4078]  SCJEAIL 15 : PriA LSRN I3011 & Al (THER2H 142 — CONEIMI I 5 Bk

[4079]  Rppigt AU HUARAM IR Eh 28 rp AR PR R /K (pH6 . 0) 747/ (10.89mg/mL, 1.00mL) /]
P E (0.500mL) FEATHRE o« A2 DI\ 2593 F2 - 18119 - HH EENI A4 i (10mM,
0.180mL , AHXS T~ 14> FHuik 24 4 &5) FIpN K% (0.320mL) (7RG, (8 U e s d
(MTR—103,AS ONE#RZ:4) R Z00 I SOV 2K o AR FEH il B ED R 1R 75 VA SN 24 T

Kl 15 2] EPRDUAR 2B I ABS AR (7. 0mL) «

[4080]  fk FEE AR/ EELA M GHTIR ) 5 - T I A3 ) P iR 25 5
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[4081] PRI E :1.08mg/mL

[4082]  FifA;=i . 7.53mg (69%)

[4083] 25 V-¥4E4%5.3.9

[4084]  SCJEA116 : PrAA LGB I3 LG Ak (THER2H 042 — CONHIBI8 I A Bk

[4085]  Kphired AL HUIRAT IR ER 2% A P /K (pH6 . 0) 747 (10.89mg/mL, 1.00mL) Jf]
N7 (0.500mL) FEATHRRE o 1208 IR R I\ 25 W35 82 12019 — A (10mM,
0.180mL , A} T 143 B b 24 1) AN 5 (0. 320mL) 7RG IR, B A e e e
(MTR—103,AS ONE#RZ:4) 7EZ00 I SOV 2K o AR il 8 ED R 1R 75 VA SN 24 T
Kt 15 2 EPRDUA 2B I ABS AR (7. 0mL) «

[4086] i FEIE AR/ EELA M GHTIR ) 5 - T BT A3 8] P iR 25 5

[4087] PRIk E :1.09mg/mL

[4088]  Ffkr7 & :7.62mg (70%)

[4089] 25 VY4t &%k.3.8

[4090]  SCJEGILLT : PriA LSRN 3211 & Al (THER2H 1442 — CONEIBI9I A A%

[4091]  Rppigt AU HUARSIMEIREh 28 rp AR PR R /K (pH6 . 0) 747/ (10. 48mg/mL, 1.00mL) /]
P BF (0.500mL) AT RS « A IR I I 2990 3211 Ta ) — HH BEED AKA 7R (10mM,
0.087mL , AHX; T 143 B h 12 1) AN % (0. 413mL) FITRG I, B HE TiE e we
(MTR—103,AS ONE#RZ:4) 7EZ00 I SOV 2K o AR i B ED R 1R 75 VA SN 24 T
Kl 15 2 EPRDUAR 2B I ABS AR (7. 0mL) «

[4092] R FRE ARV EEDL M GHTIR I 5 - T 0 I A3 8] P iR 25 5

[4093]  HUpRIK)E 0. 77mg/mL

[4094]  HUfA = :5.36mg (51 %)

[4095] 25 V¥4t &%5.1.8

[4096]  SCJHEAIL 18 PriA 2GR I3 311 & ik (ITHER2H /42 — CONRIBI 1011 5 i)

[4097]  ¥pHiGE ARG PTIARSIIMIR ER 22 i A= £ 37K (pH6 . 0) ¥4 (10.48mg/mL, 1.00mL) ]
P BF (0.500mL) AT RS « A2 I I I 29900 321~ 1 Th ) - HH BRI AKA 7R (10mM,
0.087mL , AHXT T 143 B 122 1) AN % (0. 413mL) FTRG I, B R e e we
(MTR—103,AS ONERRIZ2:31) 7E 20 N SN 2K o AR R i BV EDFT R 1 1 T BT i34 T
Kl 15 2] EPRDUA 2B I ABS AR (7. 0mL) «

[4098] &k FEE ARV EELA M GHTIR I 5 - T 0 I A3 8] P iR 25 5

[4099]  HUPRIK)E :0.91mg/mL

[4100]  Ffkr=&:6.34mg (61%)

[4101]  Z5Wp Y4t &%k.1.8

[4102]  SCJEAIL19 : PR LSRN 34110 & Bl THER24T /& — CONMBIA 191 5 A%

[4103] KAk RS 25 511 25 PTHER2H AR (1 B R h 28 P il i Heal R E Cd A T 4% 1A
K3, )B4 Tl 22 v AR PR A Eh 7K/ 5mM — EDTARS HUAA I (7. 69mg/mL) o 7E 1% PR AT
(0.65mL) AN = (2—FRIE L) PR R ER 1U/K AR (10mM, 20 . 7uL) FIERR S — F/K VAR
(IM,9.8uL) o BN NIRIIPH AT 41 1. 0LAIN G, 7537 C Mt e/ N o N 251 1123
FIDMSOTATR (10mM, 0. 0689mL) fifi i e s MTR—103,AS ONERR 24D YE =R R M1
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INI o FE N IIAN — C e — L —
VR 3 i A E C Rk 1 T i gt
(1.6mL) .

[4104] R MAHEEREERL M GRrR 1y kit

DL R KA (100mM, 6. 9L) il S R AE 11 o 5 S s
ITER IR e, 15 2 H PR DTk 25 W) I I D O ABS TR TR

TOMNTIFE] R IREs R

[4105]  HyfAuk)E . 1.46mg/mL
[4106]  Ffkr=&:2.34mg (47 %)
[4107]  Z5W P 325 54065
[4108] S fh120 - 2901240 B K
[4109]  [&kikiz]
‘,?—N 5 H
Is) H N W—-N N—,
%N o HO - o < ©
. o o N o
_,.Si.-/_ OHN . LY_TN 4 _\S_I_/_O . NFN 5
O o F / HO o =
,’F“
av o ™ e
0 TBS-0' O f?‘N\ N
e "ol i)
S O __N_,
*N i H:X_ZF‘
O:p‘OH
. ; N H
NC\./S"‘E TBSO N‘,?—N\ NIB S_g TBSO Ni\ N
: o I c':_'_ o O N_z
LH2 jZ—S:k(,JN i L3 N/,\ND\\\:('_ZF‘
N7N o F _; © g
—_— - ® 0-P-OH - 0:8_54 O_go N N
) w ) N— [ 1
0\__H / o\ﬂ-n jSI"’
N),—\ O—/_SI\_ ob_\w—{0 '
o H o
H o
[4110]
2 NrN\ . ° o H 9 H
5-P o —
(L_I_' .\_OH k&,h} P gﬁ"ﬂ N?;/\HJ\/NTJ’/\)J\N H
L/F4-1 N’/“N@\ o F LFF5-1 5
IFf4-2 :(\=( 0-P-0" N( N/ IFf5-2
—_— - o N_j?N 0 I/H\'/ (H\‘/
&"\_n
—
0 NH,
o N
5-P 0

N—
L
7N
N oy ? n H '
O N~ AN~ AN i
)
HETET24a
VT 1240
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[4111] (T F%D

[4112] ] S0Ef44 15 8FrfR 2l &9 (1. 55¢) LAS ST 157 R 5 kb4 T
[, {5516 — KA — 2 — {2 — i —2— i —3—0— [ (a2 — 2 — kL] —
B—D—IkNikhittl —6,7,8,9—PU% —2H—2,3,5,6 — PUBZHTT [ed] BLfH LIRS - i
A 20 SIS N S 5177 Ty 6 A3 21 A &4 (1. 96g) DA St il T 81 Ty
TEAEAT SONT AT B PR W B T T8 T ORI SO

[4113] (T 52

[4114]  2— (CHIELHRERD) 23 @— ([ (2— {9—[ (5R,7R,8R, 12aR, 14R, 15R, 15aR,
16R) —14— (6 — KA —6,7,8,9— 0% —20—2,3,5,6 —PUSE 2K [cd] L —2 —
5 —16— {DRUT 2 (R R R 18 — 10— Q—FH AR — 15— —2—%
H 2 MR — 10— &AL\ —2H, 10H, 12H—5, 8 — I — 21, 10X — Ik [3,2—1]
[1,3,6,9,11,2,10] HAAZBEEAF DU —7 —FE] —6 — A HE—6,9— 4 — IH— 28 —
1—5) 2R3 R RIE) —2— iR R 30 RILHER TS

[4115] (] ol T3 LT3 21 M DA S S 516 2 15 2[R 5 T A T SO, 749281 gk
- EIAENTI A AR S B IR G (1. 07g: S 2480 -

[4116]  MS(ESI)m/z:1262 (M+H) *.

(41171 (T J%3)

[4118] W (N,N— 25 25) (5R,7R,8R,12aR, 14R, 15R, 16R) — 16— {[AU ] 3L (—H3D)
FHEEDCIE ] S — 16— —2, 10— e —7— [6— i —1— C— {[(N—{[2— (=
P RERERD) O R At HAUBD) s B AR O —1,6— A —9H— I —9—
H]—10—Fifk—14— (6,7,8,9— P04 —2H—2,3,5,6— PUA(Z K I [ed] B —2 —35) J\
A —2H,10H, 12H—5,8— HIifF — 20", 100" — Wk - [3,2—11[1,3,6,9,11,2,10] 482 ¥
AU —2 —fzdh

(41191  (HEH] R T 232l (1.07g) LA S eI 1 1T /5 LORIAEI 7 iE2EA T BN Jir , fff
FHCI8RERA: AT [10mMA TR — £ 3B/ Kia s/ LG AN £ U HPLC [10mM R = AR HKIE
W/ OME—HEE (1:1) , LG —FEE 12 1) :25% —90% (04> —404%) 13E1 RS ), 15 2 bRk
EPIAERI AL (67 . 8mg : 25 2450 MAEXIRLEAAR2 (56 . 6mg : 5 A 4450 -

[4120]  HEXSWC AP (AR )

[4121]1  MS(ESD)m/z:1105 (M+H) *.

[4122] R SRAG A2 (Rl tt)

[4123]  MS(ESI)m/z:1105 (M+H) *.

[4124] (T fr4—1)

[4125] W (N,N— 2 52 %) (5R,7R,8R, 12aR,14R, 15R, 16R) — 15— —7— (1— {2—
[ (H2 W a3 MAERI AR —6— At —1,6— A —9H—IFE —9—3) —16— %%
2, 10— " MEIE—10—mifik—14— (6,7,8,9—PU%—2H—2,3,5,6— PUR G A I [cd]
B —2—%5) )\ —2H, 10H, 12H—5,8— HI#fF — 20, 10A° — ki I [3,2—17[1,3,6,9,11,2,
10] 5 AT DY b — 2 — i dh

[4126] i ] Bk T 3R R0t &9 AR A k1) (67.8mg) LS 3HERII T 99—
LEER T A T IRON iy , A FHCI8REIRAE IEAT [10mM R = B BKIA I/ L 1 RNl 28 2
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HPLC [10mMZFR = & FL B/ KA/ O —WEE (1:1) , O — W (1:1) :10% —60% (093 —
3043) 1A TG, 3 28U 5 (33 . Tmg : X 24 T0) -

[4127]1  MS(ESI)m/z:847 (M+H) *.

[4128] (T J54—2)

[4129] W (N,N— 2 52 %) (5R,7R,8R, 12aR, 14R, 15R, 16R) — 15— —7— (1— {2—
[ (CH a2 D) AR O3 —6 —#redE—1,6— — % —9H—HE —9—J) — 16— %
FH—2,10— AR —10—Hifk—14— 6,7,8,9—PUA —2H—2,3,5,6— MUK LRI [cd]
B —2—3L) J\&—2H, 10H, 12H—5,8— F#F— 21", 10A° — k£ [3,2—1]1[1,3,6,9,11,2,
10] 5 AT DY b — 2 — i dh

[4130]  fli ] Bk TR 3RS 2l &9 QERIL A9 1A2) (56.6mg) DA 508511 T 79—
LEER T A T IRON iy , il e CI8REIRAE FEAT [10mM R = R KA/ L 1 RNl 28 2
HPLC [10mMZFR = & B B/K A/ O —WEE (1: 1) , O — W (1:1) :10% —60% (093 —
3043) 1A TG, 3 2hEL L S5 (32. 6mg : S5 2440 -

[4131]1  MS(ESI)m/z:847 (M+H) *.

[4132]  (LFr5—1)

[4133] W (NN——ZHLEIN—[4— (11,12— — KA KIf[b, 1R A E UM —5
(6H) —3&) —4— W2t T e ] H el B — L — RN e —N—[ 2 — {9—
[ (5R,7R,8R,12aR,14R,15R, 15aR, 16R) —15—ji — 16— 3t —2— %A —2,10— —#i*A
H_10—fifk—14— 6,7,8,9— VU —20—2,3,5,6— PUA(Ze AT [ed] B —2— 20 )\ —
2H,10H,12H—5,8— HIHF—210°, 100" — Wi [3,2—11[1,3,6,9,11,2,10] F A4 BEIA 1
POpe —7 — L] —6—Hroadk —6,9— 4 — IH—MEW — 1 — 3L} OS5 ED) H3E] H 2k i

[4134]  (EXSHLSFAIARL)

[4135] ] iR T r4— 1ATA3 21tk 59 (33. Tmg) MNELHEMI22 T F 1L AT 21tk 5
(21.3mg) LA 5 5022 T 79— LRI J5 e T ION I, e R DA B 1 DRS R 45 D b TRS
i, 13 28U 5 (11 2mg) o

[4136] DRGSR CLBRERAT EAT [10mM R — L LB KiA L/ L ] R 25 SHPLC [ 10mM
CIR = CFEEORTAR/ S, HE 1 40% —90% (043 —4047) 1.

[4137]  MS(ESI)m/z:1395 (M+H) *.

[4138]  'H—NMR (CD,0D) §:8.57—8.54 (1H,m) ,8.16—8.10 (1H,m) ,8.04 (1H,s) ,7.64—
7.49 (2H,m) ,7.44—7.34(3H,m) ,7.33—7.11(9H,m) ,6.46 (11,d,J=18.1Hz) ,6.26 (1H,d,J
=8.5Hz) ,5.54—5.30(2H,m) ,5.18—5.00 (2H,m) ,4.75—4.71 (1H,m) ,4.65—4.20 (10H,
m) ,4.13—3.93 (2H,m) ,3.88—3.60 (8H,m) ,3.55—3.40 (2H,m) ,3.26—3.15 (1H,m) ,3.18
(12H,q,J=7.3Hz) ,3.02—2.91 (1H,m) ,2.87—2.61 (3H,m) ,2.38—2.18 (2H,m) ,2.06 —
1.80(3H,m) ,1.28(18H,t,J=7.3Hz) .

[4139]  (Tf¥5—2)

[4140] (N N— "R LEIN—[4— (11,12— KA I [b, 1AL EPUM —5
(6H) —3%) —4— W2t T ] H el B — L — RN e —N—[ 2 — {9—
[ (5R,7R,8R,12aR,14R,15R, 15aR, 16R) —15—ji— 16—t —2— %A —2,10— —#i*A
B 10—Fifk—14— 6,7,8,9— VU —20—2,3,5,6— PUA(Ze AT [ed] B —2—20) )\ —
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2H,10H,12H—5,8— HIHF—210°, 100" — Wi (3,2—11[1,3,6,9,11,2,10] F A4 BEEA 1
PO —7 — 3] —6 —MFE R —6,9— A — IH—EW — 1 — 58} £5 80 FIE] Hs B

[4141] R FA1A2)

[4142]  (HH R T4 — 23 8 9e 59 (32. 6mg) FISsEfI22 T 5 LIFT3 2 L 59
(20.6mg) LA 5 50t 22 T 79— LRI J5 A0 T ION Ja, eBR DA B 1 DRS R 452 D b A TR
il RS 59 (16 Tmg)

[4143]  [DRSHIS0E] CLSIERAE IEMT [10mM TR = C B EKIAR/ ] il & FHPLC [ 10mM
IR = oK AR/ s, FE : 40 % —90% (04 —4045) 1 DL KI5 BHPLC [100mM S
T —2— A, 8mM = L FIKIAR O, CI5:10% —45% (047 —40%3) 1.

[4144]  MS(EST)m/z:1395 (M+H) ".

[4145]  'H—NMR (CD,0D) 8:8.58 (1H,s) ,8.17—8.13 (1H,m) ,8.02 (1H,s) ,7.64—7.50 (2H,
m) ,7.42—7.35(4H,m) ,7.32—7.12(8H,m) ,6.49 (1H,d,J=16.3Hz) ,6.27 (1H,dd,J=8.2,
6.3Hz) ,5.50—5.21 (3H,m) ,5.08—5.00 (1H,m) ,4.66—4.23 (9H,m) ,4.14—3.98 (3H,m) ,
3.91—3.52(9H,m) ,3.48—3.41 (2H,m) ,3.23—3.12(1H,m) ,3.18 (12H,q,J=7.3Hz) ,
3.03—2.94(1H,m) ,2.85—2.75(3H,m) ,2.40—2.23 (2H,m) ,2.06—1.87 (3H,m) , 1.28 (18H,
t,J=7.3Hz) .

[4146]  SZjEAI121 : ZoWpiEd 1-2511 5k

[4147] [ pkisie]
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[4148]

LHS "‘\6\}”’{‘0& R = NN AN o F

N HpEETo5a r
#5E HE 7-25h

(41491 (T F%D)
[4150] N,N— R 4506 — K I —2— {(5—0— D (4 — A R D) () L) —
2— A — 22— —3—0— [F3E (R — A — ] —p—D—emi L) —6,7,8,
9—PU%,—20—2,3,5,6—PUE 2RI [cd] BE

[4151]  YEsfimfilad T 738tk & (1.49g) IIEE (10. 4mL) A7, £E 0K R I\
MEBER — 2K (599uL) , Tl 22 25 e 13000 B I8 NI AR — 2K (200uL) , AR/ N
FEVKEHT N AR A IIAIK (1. 5mL) , AE == M PE3053 B, IR e 4 o K 7 B W T
RAE T (LR T/ HEE /0. 1% — L] A RS A3 28U 54 (1. 41g) «

[4152]1  MS(EST)m/z:779 (M+H) *.

[4153]  'H—NMR (CD,0D) 3:8.01 (1H,s) ,7.54 (1H,s) ,7.42—7.39 (2H,m) ,7.32—7.19 (10H,
m ,7.14—7.09(2H,s) ,6.84 (1H,dd,J=628.7,1.8Hz) ,6.83—6.79 (4H,m) ,6.53 (1H,dd, ]
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=17.5,1.8Hz) ,5.54(1H,ddd,J=52.1,4.0,2.0Hz) ,5.37—5.27 (1H,m) ,4.31—4.21 (3H,
m ,3.55(1H,dd,J=11.2,2.1Hz) ,3.38 (1H,dd,J=10.9,3.0Hz) ,3.34(6H,s) ,3.19(6H,q,J
=7.5Hz) ,2.84—2.69 (2H,m) ,2.18—2.12(2H,m) ,1.29(9H,t,J=7.3Hz) .

[4154] (T 52

[4155] 6 — K FAMEEE —2— (2 — i —2— R —3—0— DAL (M dt) — A" —Jpdt] —
B—D—MKIAZ R} —6,7,8,9—PU% —2H—2,3,5,6 — PUAIAR I [ed] BL

[4156] {1 PR TR 138l k&9 (1.41g) I S bt (20 0mL) 9 H A IK (289uL)
M HOTR (1. 14mL) 19— HVGE (20. 0mL) V7R, AE %500 N HcHE 1043 1o 45 SN H N
ME (2. 19mL) {5 S R 455 1 e adEA TS M 4 o 70 5% BE W FR N =3 CBRILEIE 5 (402mg) , FIIBE/K
MG (15mL) FEh3 ik, i f— IR R B 10mL 2= A TR S o A5 2 OISR BB A T8 ok
S o

[4157]  MS(EST)m/z:477 (M+H) *.

(41581 (T J%3)

(41591 i ISCsEBI77 T p 6 Fr S 21 59 (2. 16¢) AN_Eak T 2R3 2l S
VU, DA ST 1916 3 1 3 LRI 5 db AT SO, 4 20 (R AE = BL A T 13 T 2RI
[4160]1 (T J74)

[4161] 22— (CHIELHREGSD) 23 @— ([ (2— {9—[ (5R,7R,8R,12aR, 14R, 15R, 15aR,
16R) —14— (6 — KM —6,7,8,9— 0% —20—2,3,5,6 — USRIk [cd] L —2 —
5 —16— {[BUT 5 (D) PRk R A} —10— Q- A CHA) —15—57—2,10—
TRIE —2— %L\ & —2H, 10H, 12H—5,8— HIF —2A°, 100" — kg - [3,2—1][1,3,6,
9,11,2,10] L5828 —BEEA+- POk — 7 — 3] —6 — 3 —6,9— — & — IH— I — 1 — 3L}
C5AFD) AL AL — 2 — A3t 50 AL LTS

[4162] (i F]_13R T 3R I R ) LA 55 S L T 7 9l RE R g ik A T OS5 2
LAY (1.00g: S AR -

[4163]  MS(EST)m/z:1262 (M+H) *.

(41641 (T J%5)

[4165] W (N,N— — 2328 (BR,7R,8R,12aR, 14R, 15R, 15aR, 16R) —16— { [FU T &t (—
R ARSI AR — 15— —2, 10— | —7T— 6 — At —1— C— {[ (N—
{[2— CCHIEEHIRELE D) O Ak Hali ) I ) 3 —1,6— 4 —9H—
WEM —9—3E] — 2 —fifik — 14— (6,7,8,9— V0% —2H—2,3,5,6 — U A AR [cd] BL—2—
) J\& —2H, 100, 12H—5,8 — FIMF —20°, 100" —WkmgFf: [3,2—1]1[1,3,6,9,11,2,10] fi%4
T PRI — 10—k

[4166] i [ ik T 4T3 21 v &4 (1.00g) DL S S2f5I1 T 10[RRE T R0 T
N, A3 EIPREE S PRSI A R T (191mg : 25 2450 AU A A2 (369mg : 5 A 44
J5D) -

[4167] RIS AR (AR

[4168]  MS(EST)m/z:1105 (M+H) ".

[4169] XML SFAG A2 (Rtlett)
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[4170]  MS(ESI)m/z:1105 (M+H) *.

(41711 (T F6—1)

[4172] X (N,N— 2} %%) (5R,TR,8R,12aR, 14R, 15R, 15aR, 16R) —15— i —7— (1—
{2— [ (HaW D) HEE] O —6— et —1,6— A — 99— —9—J5) — 16—
BRI 2, 10— A —2— Tk —14— (6,7,8,9— U —20—2,3,5,6 — PUA( 2K )T
[cd] B —2—3%) )\ —2H, 10H, 12H—5,8— FFIfF — 21", 10A° — k9 [3,2—17(1,3,6,9,
11,2,10] 1 AAZ AU — 10—k

[4173] ] R T 5 RS 2Rk &% ERILU A A1) (191mg) VA5 92564140 15[
FE T R T ION A3 2 b S (21 . 9mg : AT 24 J50)

[4174]1 NS (ESI)m/z:847 (M+H) *.

[4175]  'H—NMR(CD,0D) 8:8.39 (1H,s) ,8.03 (1H,s) ,7.71 (11,s) ,7.24 (1H,s) ,6.45 (1H,d,
J=17.5Hz) ,6.15(1H,d,J=8.5Hz) ,5.79—5.65 (2H,m) ,5.46—5.36 (1H,m) ,4.63—4.23
(9H,m) ,4.01—3.95(1H,m) ,3.65—3.57 (2H,m) ,3.52—3.37 (5H,m) ,3.15 (12H,q,J=
7.3Hz) ,2.76—2.68 (1H,m) ,2.39—2.30 (1H,m) ,1.92—1.82 (2H,m) ,1.28 (18H,t,J=
7.6Hz) .

[4176] (T J56—2)

[4177] W (N,N— 2 F %) (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) — 15— i —7— (1—
{2— [ (HaM D) HEE] O3 —6— e —1,6— A — 99— —9—J5) — 16—
A2, 10— M —2— ik —14— (6,7,8,9—PUA —2H—2,3,5,6—PURZe AT
[cd] B —2—3%) J\%A —2H,10H, 12H—5,8— FFIifF —21°, 10A° — k9 [3,2—17(1,3,6,9,
11,2,10] fioA 2 AT PO — 10 — 5k

[4178]  fl ] [ aR T 5 S 2Rk 5% AERTIL A4 742) (369mg) VA5 FXhE4140 1 5[]
FE TR T IO, A3 2IbmEU I 59 (13Tmg : S5 24250 -

[4179]  MS(ESI)m/z:847 (M+H) *.

[4180]  'H—NMR(CD,0D) 8:8.96 (1H,s) ,8.14 (1H,s) ,8.02(1H,s) ,7.04 (1H,s) ,6.46 (1H,d,
J=19.3Hz) ,6.28 (1H,d,J=8.5Hz) ,5.61 (1H,dd,J=52.0,4.2Hz) ,5.38—5.23 (2H,m) ,
4.69—4.63 (2H,m) ,4.56 (1H,d,J=10.3Hz) ,4.39—4.30 (4H,m) ,4.26—4.17 (3H,m) ,
3.97—3.91(1H,m) ,3.84—3.72(2H,m) ,3.52—3.46 (2H,m) ,3.32—3.25(2H,m) ,2.97 (12H,
q,J=7.3Hz) ,2.74—2.63(2H,m) ,2.03—1.84 (2H,m) ,1.21 (18H,t,J=7.3Hz) .

[4181]  (TF7—1)

[4182] W (N,N——ZHLEIN—[4— (11,12— KA KIf[b, f 1R A E UM —5
(6H) —3L) —4— a2t T e ] H el i BB — L — RN e —N—[ 2 — {9—
[ (5R,7R,8R,12aR,14R,15R, 15aR, 16R) — 15— — 16— Ft— 10— A5t —2,10— —#FA
H—2—fRfk—14— (6,7,8,9—PUA —2H—2,3,5,6 — PUA(Ze kI [ed] B —2— 30) J\ A —
2H,10H,12H—5,8— HIHF—20°, 100" — Wi (3,2—11[1,3,6,9,11,2,10] F A4 BEEA 1
POpe —7 — L] —6—Mroa sk —6,9— 4 — IH—MEW — 1 — 3L} OS5 HD) H3E] H ki

[4183]  (Z4WifEdf-25a: AEXTIRFAIIA L)

[4184] ] iR T Fr6— LATA3 2R 59 (21.9mg) LA S 55622 1 79— LIRRE 5 ik
AT, 4L 1 DRSSl 21 b RS I, 15 2P R L 59 (26 3mg)
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[4185] [RS8 ] il 2 FUHPLC [ 10mM O R = L FLHOKIE I/ I, £ :30% —50 % (0
47 —3057) 1WA K Sep—Pak GEMRTAR) C18 K/ LJIF5/0.1% =L Jid] .

[4186]  MS(ESI)m/z:1395 (M+H) *.

[4187]  'H—NMR (CD,0D) §:8.58 (1H,d,J=4.2Hz) ,8.08—8.02 (2H,m) ,7.64—7.13 (14H,
m) ,6.46 (1H,d,J=18.1Hz) ,6.26—6.21 (1H,m) ,5.45 (1H,d,J=53.2Hz) ,5.35—5.18 (2H,
m) ,5.07—5.01 (1H,m) ,4.62—4.13 (10H,m) ,4.09—3.90 (2H,m) ,3.87—3.43 (11H,m) ,
3.21—3.09 (1H,m) ,3.18 (12H,q,J=7.3Hz) ,3.00—2.89 (1H,m) ,2.83—2.52 (3H,m) ,
2.37—2.21(2H,m) ,2.03—1.79(3H,m) ,1.28 (18H,t,J=7.3Hz) .

[4188] (T #7—2)

[4189] MW (N,N— —ZHLEIN—[4— (11,12— — KA KIf[b, f 1R A E UM —5
(6H) —3%) —4— W2t T e ] H el B — L — RN e —N— [ 2 — {9—
[ (5R,7R,8R,12aR, 14R,15R, 15aR, 16R) — 15— — 16— HE — 10— 3L —2,10— i’
H_2—Wifk—14— (6,7,8,9—PUA —2H—2,3,5,6 — DU [cd) B —2—38) /A —
2H,10H,12H—5,8— HIHF—20°, 100" — Wi (3,2—11[1,3,6,9,11,2,10] F A4 BEIA 1
POpe —7 — L] —6—Mroadk —6,9— 4 — IH—MEW — 1 — 3L} OS5 D) HEE] H 2k i

[4190]  (Z4PifEd1-25b: BRI R fA2)

[4191] ] iR T 6 — 2R3 21k 549 (47 5mg) LA S S22 1 79— LIRIAE 5 ik
AT, 42 DA N 1 DRSS 21 b RS L 1S 2P R 54 (15. Img)

[4192] DRSS 2E] i 2 BUHPLC [10mM O R = CFR HoKIE I/ I, £ :30% —50 % (0
43 —30%7) 1WA K Sep—Pak GEMRTAR) C18 K/ LJIF5/0.1% =L Jid]

[4193]  MS(ESI)m/z:1395 (M+H) *.

[41941  'H—NMR (CD,0D) 3:8.99 (1H,d,J=3.6Hz) ,8.14 (1H,d,J=1.8Hz) ,8.02—8.00 (1H,
m ,7.64—7.13(13H,m) ,7.01—6.98 (1H,m) ,6.47 (1H,dd,J=19.0,2.7Hz) ,6.27 (1H,dd, ]
=8.5,4.2Hz) ,5.67—5.52 (1H,m) ,5.37—5.16 (2H,m) ,5.08—5.01 (1H,m) ,4.67—4.14
(11H,m) ,4.10—3.61 (10H,m) ,3.47—3.42 (2H,m) ,3.17—3.10 (1H,m) ,3.15 (12H,q,J=
7.5Hz) ,3.00—2.92 (1H,m) ,2.84—2.75 (1H,m) ,2.63—2.54 (2H,m) ,2.32—2.20 (2H,m) ,
2.03—1.79(3H,m) ,1.28 (18H,t,J=7.3Hz) .

[4195]  Sjitifh122: 5% 1261105 Y

[4196]  [HRcitL]
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Nt/ (H !fH
)
(N
0 NH,
N H
o 7N N

Jj, o £
b \HANJ\,NY\)LQ
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[4198]1  (TJ¥1)
[41991 {95177 T 5 645

[CRL, #3838 —0— [T 5 (L) fifbe st ] — 27

IR EY (1. 268) LA Se 1 TR 7[RI 5 HE 3 T

— DB (D) —0° — 2] —

1— Q— {[(N—{[2— (=HIEEIRELESRL) QAL IREE) H ML) 20k ] A L) 430 JLH
(1) TR B AT B S SRR S 5144 T -8R 2110k A (1. 00g) DL S 52)itif5163
TR R A TIORE , R o B R B A A 9 TR BN

[4200]
[4201]

(TF2)
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16R) —14— (6—FHIWii —6,7,8,9—PU% —20—2,3,5,6— PUR oA I [ed] BE—2—
5 —16— {DRUT 2 (R R R 18 — 10— Q—FH AR — 15— —2—%
F—2,10— ML\ —2H, 10H, 12H—5, 8 — HIF — 2°, 10X’ — Wk - [3,2—111[1,3,6,
9,11,2,10] L5828 —BEEA+- POk — 7 — 3] —6 — M3k —6,9— — & — IH— I — 1 — 3L}
C5AED) AL AL — 2 — A3t 50 AL LTS

[4202] i Fj] bR T3 LT3 21 R PA 5 e 9162 1 2[R iR T IO, 3 2%
BV A (678mg: S5 2450

[4203]  MS(ESI)m/z:1246 (M+H) *.

[4204] (T J%3)

[4205] 2— (CHIRLHIREGESD) 23t @— {[ (2— {9—[ (5R,7R,8R,12aR, 14R, 15R, 15aR,
16R) —14— (6 — K —6,7,8,9— 0% —20—2,3,5,6 — UK [cd] L —2 —
5 —16— {DRUT 2 (R R R 18 — 10— Q—FH AR — 15— —2—%
F—2,10— ML\ —2H, 10H, 12H—5, 8 — HIF — 2°, 10X’ — Wk - [3,2—1111,3,6,
9,11,2,10] L5828 A+ PUkR — 7 — 3] —6 — M3 —6,9— — & — IH— I — 1 — 3L}
C5AFD) AL AL — 2 — A3t 50 AL LTS

[4206]  fifi ] FoR T 2R3 2000 & (678mg) DL Sz il T 5 10[FIRE 5 ek T 5 N
J& , i CI8IE AL ZEAT [10mM AR = & B B/ KA/ I 1 RNl 26 MHPLC [ 10mM O FR = 25k
KR O — R (L2 1), OIS — BRI (1: 1) :25% —90% (043 —3047) 134Ty
il , 13 BIPREU 5 (99. 6mg :

[4207] S AHZR)

[4208]  MS(EST)m/z:1089 (M+H) ".

[42091 (T F¥4)

[4210] W (N,N— 2 2 %%) (5R,7R,8R,12aR,14R, 15R, 16R) — 15— —7— (1— {2—
[ (HZ a3 MR AR —6— At —1,6— A —9H—IF —9—J) —16— %%
FH—2,10— e IE—14—6,7,8,9—PUA—20—2,3,5,6 — PUE LK I [ed] BE —2 —3E)
J\A,—2H,10H, 12H—5,8— HI#fF — 20, 100" — kg 1 [3,2—17[1,3,6,9,11,2,10] 48—
JEEEAT-PUH —2, 10— R (fiEh)

[42111 (i ] Bk T3S 2N &9 (99 . 6mg) DL S S2iE o1l T 79 — 1A 75 00 T
NS A FHCISEERAT EMT [1OmM R — L FE BRI/ 5] Al 4 FUHPLC [ 10mM R —
CIEHIRIEI NG — BRI (12 1), O — R (1: 1) :10% —60% (053 —3043) 13F
TIRESIL A3 2ARUL 59 (60 . 8mg : 5 A 24J50) o

[4212]1  MS(ESI)m/z:831 (M+H) *.

(42131 (T J%5)

[4214] W (N N—"ZHLEIN—[4— (11,12— — KA FKIf[b, f 1R A E UM —5
(6H) —3%) —4— W2t T e ] H el BB — L — RN e —N—[ 2 — {9—
[ (5R,7R,8R,12aR, 14R, 15R, 15aR, 16R) —15— i — 16 —FeHE —2,10— 4 —2,10— —#fF
HIE—14—(6,7,8,9— V0% —20H—2,3,5,6— PHE LRI [ed] B —2—35) /\ A —2H, 10H,
12H—5,8— FffF—2A°, 10A° — kg 9E [3,2—111[1,3,6,9,11,2,10] F A2 AP0k —
7T—H] —6— Mk —6,9— A —1H-WE — 15} Z58 50 L] H 2l

351



CN 118846110 A W OB P 346/357 T

[4215] i { Bk T R4S 20040 59 (60 . 8me) AL AI22 T/ 11 AFE R4 &4
(21.3mg) LA 5 5022 T 79— LRI J5 e T ION Ja, #eBR DA B 1 DRS R 45 D A TR
i, 13 258U 5 (30 5mg) -

[4216] [R5 2 -1 C18FEIRAEEMT [10mM TR = & R /KR I/ LI T il 25 FUHPLC
[100mM/NF — 2 — AREE , 8mM— LB KIA I/ M, M5 :10% —45% (053 —4053) 1.

[4217]  MS(EST)m/z:1379 (M+H) *.

[4218]  'H—NMR (CD,0D) 8:8.56 (1H,s) ,8.16—8.10 (1H,m) ,8.05(1H,s) ,7.63—7.49 (2H,
m) ,7.45—7.35(3H,m) ,7.33—7.12(9H,m) ,6.45 (1H,d,J=18.3Hz) ,6.27 (1H,d,J=
9.8Hz) ,5.55—4.99 (4H,m) ,4.65—4.42 (5H,m) ,4.38—4.01 (8H,m) ,3.89—3.60 (9H,m) ,
3.52—3.42(2H,m) ,3.18 (12H,q,J=7.3Hz) ,3.00—2.91 (1H,m) ,2.87—2.60 (3H,m) ,
2.38—2.19(2H,m) ,2.04—1.81(3H,m) ,1.28 (18H,t,J=7.3Hz) .

(42191 SCJEA123 : PR 2GR I35 11 & Bk GTHER2H /42 — CONARIBI L L1 5 1)

[4220]  Rphired AL HTIRAT IR ER 2% A P A h /K (pH6 . 0) 747 (10.87mg/mL, 1.00mL) Jf]
7 (0.500mL) AT RS o A2 I I I 29900 32124 a ) — HH LD ARA TR (10mM,
0. 135mL, A6 T 143 Pk 1824 &) AN —F% (0. 365mL) IR IR, B IV e ft v
(MTR—103,AS ONE#RZ:4E) 7R Z00 I SOV 2K o AR FEH il B ED R 1R 75 VA SN A T
Kl 15 2 EPRDUAR 2B I ABS AR (7. 0mL) o

[4221]  ARMEHERIEEPL MERTIA T34 2] PR 2

[4222] PRk E :1.08mg/mL

[4223]  Hifkr=5:7.54mg (69 %)

[4224]  25Wp 5455 4k:3.8

[4225]  SCjEd124 : PR 250 IR I3611 & Bk GITHER2H /42 — CONRIBI 1 2110 5 1)

[4226]  Rphired AL HTIRAT IR ER 2% AP /K (pH6 . 0) 747 (10.87mg/mL, 1.00mL) Jf]
P BF (0.500mL) AT RS o A2 I IR TN 29903 12124 b [ - FH BT ARA TR (10mM,
0. 135mL, A6 T 143 Pk 1824 &) AN —F% (0. 365mL) TR IR, B U e ft v
(MTR—103,AS ONE#RZ:4) 7R Z00 I SOV 2K o A il B ED TR 1R 75 VA SN A T
Kt 15 2 EFRDUA 2B I ABS AR (7. 0mL) «

[4227]  ARAEHEIRIEEPL MERTIAR T 30 T I 2] iR uEs R

[4228]  HUpRPRE . 1.12mg/mL

[4229]  FHfky7~5t:7.85mg (72%)

[4230]  25Wp P58k 4k:3.8

(42311 SCJEAI125 : PR 2GR I3 TG Bk GITHER2H0 /42 — CONARIBI L 311 5 1)

[4232]  Rphired AL HUIRAT IR ER 2% AP Eh /K (pH6 . 0) 747 (10.87mg/mL, 2.00mL) Jf]
P BE (1. 00mL) AT o AR 128 W R I 25 W 321~ 26 11— HH LT AR U (10m)M,
0.270mL, A6 T 143 Puik 1824 &) AN —F% (0. 730mL) TR IR, B U et v
(MTR—103,AS ONE#RZ4E) 7R Z00 I SOV 2K o A il B ED R 1R 75 VA SN 24 T
Kl 15 2] BPREUAR 2B ABS AR (14, 0mL)

[4233]  ARPEIHEERAEELL M FRTIR R TR T Mg Rkl &5

[4234]  HUfAJKIE :1.05mg/m
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[4235]  Fufkr~&:14.71mg (68%)

[4236] 2558k 4k:3.8

(42371 SCJEA126 : PriA 25 IR I38 11 & ik (ITHER2HT /42 — CONRIBI 1411 5 1)

[4238]  Rppirgd AU HUARAROIEIREh 22 rp AE R £ 2R 7K (pH6 . 0) 757 (10.89mg/mL, 3. 00mL) H
PN (1.50mL) JRATRRE « fE1Z I IR NN 25975 3% 1-25a ) — H BE T ARA i (10mM,
0.540mL , HI0 T 143 T Hufk 244 48) FIN 5 (0.960mL) FR AL, R e we
(MTR—103,AS ONERRI2331) 75 2 P itk R AR R B EDFT R 18 7 T SN i34 T
¥, A328] B PRk 258 M ABSIA I (19mL)

[4239]  {RIEHGERVEELA S GRIAR I T A T i3 2] ik gk 3

[4240]  HyfAuk)E . 1.38mg/mL

[4241] Pk~ 5 :26.28mg (80%)

[4242]  Z5Wp°F 5455 K0:3.7

[4243]  SCEGHIL27 : PR LGR39 & ik GTHER2H /42 — CONRIBI 1511 5 1)

[4244]  CRolpE EALPUIRARI IR Eh 22 M AR R 7K (pH6 . 0) 1Ak (10.89mg/mL, 0. 500mL)
P % (0. 250mL) BEATHRRE « AE 2R P DN 259025 $%1-25b 1) — FEEL T AAIATR (10mM,
0.090mL , AHXS T~ 14> FHuik 24 4 &5) FIpN K% (0. 160mL) (7RG, (o8 U e s d
(MTR—103,AS ONE#RZUEHE) 75500 T RN 2K o ik IRl S/ ED AT 11 75 0 S St T
Ko, 438 B PRk 250 B ABSIE I (3. 5mL) »

[4245] (R FROHGE ARV EEDL M GHTIR I 5 - T 0 BT A3 8] P iR 25 5

[4246]  BUAARIREE:0.93mg/mL

(42471 Bk~ 5. 3.25mg (60%)

[4248]  Z5Wp P45 5%0:3.5

[4249] (24511 : HTHER2P AR Il E)

[4250]  {EACULIAF R, “HhZBREHT AN th R > JJHERCEPTIN GEM A7) ~huMAb4D5 —8 .
rhuMAb4D5— 8, 5 HAT 7 1 5 LT IR IR 2 5508 7 Y s sk LA S R 3 45 2 B [ 2 A
FR T B FERE I DR LG LPT AR - 2 4R 7 411 2 IRUSE821337 -t Z Bk Py R ad 5
FR 41 (7415 1) LA K B 2 558 771 (P4 5-2) Q4R .

(42511 ZE A A5 o i FHIDTHER 2P A4 2 AT i 22 R BR i) T e S B R - A U EU
INDEXEE 23443 DA M 5523507 11 1 2R (L) A2 5 A N 242 (A) (A BH - th Pk WLALAZE 53) 11
HHZ BRI P E E X G TG LETAR CRUERA A R bR A sas HeHER2G A Tk « Mo B
HER2H U R SR P 41 (Fr 415 1) LA R S S 5 TR 71 (Fr41+53) W5

[4252] (2412 HILPSHUAIIHIE)

[4253]  HILPSHLIAZWN02015/0465050F1 THil 1T o £E A S e (i h i FHAIFTLP ST ]
HHTe61, HAALALAZE i R A5 v A s HLPSTUA) o A S a o) vh A P s
LPSHUAR IR BE LA S TG 1) S 352 T A A0 1) 5 26 A K 7405 2TRIT 7R o

[4254] (%453 :ML—RR—CDA * 2Na ftJ 75 %)

[42551 235 W 5 Fp 7 g 2 IAY & 048 AOML — RR — CDA » 2Na ' 2 42 I % R Sk 3
(W02014/189805) 1 &1 T3 A K1 -

[4256] (%4542 ,3 —cGAMPIIE L)
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[4257]  frACUiHHAS R TEAZ I G TN 3 — cGAMPE JTIcGAS FHATPRIGTP /L1
TN 5 cGASII A LA S PSR o Y e Sk 81 75 7 (Immuni ty, 2013, 39,1019 —
1031.Cell Rep.2014,6,421—430) K3 o ik {57 ] 59 0E P &5 - 2 b JIg (DTATON
WA10) DA 25 B 5) (SEPABEADS  SP207SS) HIAEIEMT K Stk hl .

[4258]  (Z25455 : HTHERZPUIAR 2 HITE)

[4259]  “DHZ Ry WARONPERJETA GEM AR | & B H 7415 28 ik (R 24 AL /R - 41
T2 5E DA M R Fy 215 29 BT IR S S5 - AT Bl ) BB AR L TgGLPTiR o S 4R - 41
Z#W02004/008099 . A3 BH 5t A HTHER2H AR o IAZ BR U RS TR 741 (741
+528) LA B G RIR T4 (7 411529) i L TR 7R

[4260]  ZRUiBHASH TR T LALAZE S UAS, 4 i 2 B8y Y PJEU. INDEX 25 21445 iz
FiR (K) 42 S AR 2R (R) 19 E AT G Im3 [R] Fh 5 R 1 E X HeHER 2tk 23k il 1 A B A5 v
WHRABGEHTHER2GTIARZ) « At BIFR A FH I SGE HTHER2 DA 21 i 5 S SR - 41 74115
28) DA M Ik s 5 R 741 (- 41+5-30) 4187

[4261]  (Z254516 : HICD33 PRI HIIE)

[4262]  $CD33%1/AZ AW02014 /05768734 THIE o A A STt 5 H 8 1 HTCD33HTAAR 1 7]
TG, BATLALAZL 7 o AEASSL T 5 b (5 FH IR HiCD 33U 1 i ik S LR 7 4] (P 415
31) AN TSR A (P 81)+532) W19

[4263] (2507 . HiEphA2B AR HITE)

[4264]  $EphA2HTIRZHW02009/0286 3934 T « /£ A S JEAFI(H FH I HTEph A2 TR 1]
TN TGl o AL TE B T HEph A2 R IR R B S IR 7 41) (7 411 5:33) DA i 2 A
fe 741 (FF415:34) 4n&I 2071~ o

[4265] (754518 : HiCDH6 LRI I E)

[4266]  ${CDH64T1AZ AW02018/2121 3631 Tl 1E o £ A STt H 3 ] U F L CDHE TR 19 ]
PR Tg6L, B 7 HALALAZL S, ok BT K B G S LR 7 1 [EU. INDEX 8 3295 (1 i =R
(P) 4257 Ay H &R (G) WAL - ATt 51 Fh it T i CDHE DL AR V) i 2 2R - 4] (771 %5-35)
DA M BSR4 (Fr81+5-36) W21 HTR.

[4267]  GREGAID) (55 IR AR STINGE S ATE Y

[4268]  <fii BRI 3>

[42691 A ZESTINGHLBh A& Ve T AT HIA A T-STINGES 211 Rl T4 s il X 13
(interferon regulatory factor—3(IRF3)) MG LI THP1 —Dual "4l (HAQAR S
) (InvivoGen,CA,US) A THEMY o /INERL STINGI 277103 14 FHRAW —Dual ™41Jifs (InvivoGen)
ATV

[4270]  pAfradad DA IR 208006 . 1 5, A IH96 LA (Corning ,NY,US) H1, PA20uL/well
o FHPBSFS BRI 1 Sl Ak S A T 40 T o F6 s , DA18OuL /wel1 (1 X 10°cells/well) Fi ST
FES TR (B4 10 % 2P ILTE 1 85 1 IRPMI 164045 77 5L ok DMEME 7 28) Fh 4l 4t , I
SRR MW T AE37°C 5% CO A8 57724/ NN TS TR B9 U 18T - 6L [T U 1) T 15 s
H0E] (384U, 17 ECFR 8 11 5uLQUANTT — Luc (InvivoGen) 3K« 780 TR &5 , 1 1]
PeAlrs (PerkinElmer ,MA,US) Ml T & 6o B 111.37 ~ 100uMf{JML —RR —CDA + 2Na'
(Compound 21in W02014/189805) ALFE 4 fu H i de N T EUE % 9100 % |, B FHPBSALFE[Y
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A % 0% |, i HGraphPad Prism(GraphPad Software,CA,US) 1H5 32864 &
132150 % [ TS IR EE A OVEC50 () B 1 HP R T A ZESTINGI SN FINE MR 45

L
[4271]

[4272]

[4273]

(k1]

ZETRE] A

A THP1—Dua | 2
kbl IRF EC50 (uM) |
1a 5.9 ]
1b 0.3 ]
2a 4. T |
1 % |
4b 1. B |
5u 2. 4 |
6Ga 0.8 |
B b 2.1 |
| Ta 3.5

7hb 6. 1

8a 3

8b 6. 6

9a 5. 7

ab 2. 4

10a 8.3

11a 4. O

12b 1. 8
(17 |4. 4 |
17h 1. 0

20b 0. 40

21b 0. 70

22b 4.3

23a 2. B

23b 0. 055

25a 1. 3

25b 0. 9

26a 1. 4

26 b 12

32a L. @

32b 6. 4

334 0. 18

34a 0. 20

34b 0. 55

354 2.0

35b 3. 4

d6a 2. 0

36b 2.0

37a 0. 98

37b 4. 5

38a 0. 45

38b 1. &

39a 0. 19

39h 0. 41

10a 3. 4

40b 3. 2

41a Lol

41b 3. 6

[42a 4. 2

42b 4. 7

44a ~— lo. 21

44b (0. 35

45a 1.2

45b g1

46a 3, 9

46 b 0, 87

47Ta 0. 58

48a 0. 035

48b 0. 039

49a 0, 33

49b 0. 41

50a 0. 34

50b 0. 20

5la 0. 32

5lhb - 0. 43 -
-E?:l j_l"r.ﬁ.'{l |
52b 0. 48

53a 6. 0

54 4. 0
[ML—RR—CDA- 2Na-_ 4. 2 o
273 —cGAMP ;glzs

E%ﬁ)\?‘QSTINGE’J&&ﬁJ?‘U(ﬁ P 300, X 1/
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STING, tHafiiA T S5 EAT CONIF] S5 DA _F sah s Ve .

[(4274]  (REA912) 1 FHEEZHASTING CAVREE &8 [ FiProtein thermal shift assay

[4275] (i) R APRaE ORI A

[4276] < A\ ZETMEMI1735535 BURifioa >

[4277]  AZSSTING CRUEBHAIH , A I AR A S TMEM173) [N L Sh WA it 2 5 1 JBokr 1)
SLEE 232 RS IR (R) A2y H &R (W) 1 CRUEIH Bt FroH23248 53 sk REFAE 57) A28
TMEM173 ¢DNA Clone (Accession NM 198282.3,H232 (REF) 45 5 U STING 351k BT kr)

(GeneCopoeia,MD,US) o A\ 25H232 (REF) Az 3 RUSTING I 24 24 FR 7 4 o~ T e 4154 A%
R A7~ T h55. 4N, PAH23248 S5 U STING ek BRI/ E uAiAi , 261 Inverse PCRILE
T R A T SN S EE A FUSTING LA M AR S AUSTING Y Feak Bokr o SF 4N & , TG
2R 519 (Primer) (55 —CGTGCTGGCATCAAGGATCGGGTTTAC—3" (H232R (WT) fwd) (741
12) A M5 —GTCACCGGTCTGCTGGGGCAGTTTATC—3" (H232R (WT) rev)) (5415 13) FIKOD—
Plus—Mutagenesis Kit (SMK—101) (ZR{£E25) SLHEPCR, 115 DNAM A A H Rty A 11
(R232) STINGFRIA TRz A 3t o 4 AP ZEUSTINGHY S AR T 7 T 56 Kz H IR
HIRT RS,

[4278] ¥z, DA EY AU STING Sk Tk [ AE R 5 5l /EHAQ (R71H, G230ALA K R293Q) A7
S BRI, PAH2324% S AU STING Rk JFUR AR, i 25 [ (57 —GCTGACCGTGCTGG
CATCAAGGATCGGGTTTAC—3" (H232R/G230A fwd) (JEH 514) DL K&5 —
GGTCTGCTGGGGCAGTTTATCCAGG —3" (H232R/G230A rev) (JF4515)) MMutagenesis Kit3y
JitEPCR o 18 3 7E24L [A I S5 NZE 57, 13 FG230AZ: S AUSTING gk« JE 1, PAG230AZE 3 RUSTING
TR JTORIAE T REiAR , (5 FH2 A5 |4 (5 — CACCACATCCACTCCAGGTACCGG—3" (R71H fwd) (FF4
516) DL K5 —CAGCTCCTCAGCCAGGCTGCAGAC—3" (R71H rev) (JFFA1517)) SMutagenesis
KitSZJEPCR , 15 2IR7 1H/G230AZL S M STING Fe 15 JFkr

[4279]  $:%5, DART1H/G230AAE 3 AU STING 2k JFURL /E AR, i 2 M 514 (57 —
CAGACACTTGAGGACATCCTGGCAG—3" (R293Q fwd) (JFH=518) L KN5 —
GCAGAAGAGTTTGGCCTGCTCAA—3 (R293Q rev) (Jf411+519)) FiMutagenesis Kit3ZjEPCR, 15
FIHAQ (R71H/G230A/R293Q) Az S (14 15 TTkr o A ZSHAQAR S ST INGHY S FE IR Fr- A1 7~ T
IS8, HIR T AR T 5159,

[4280] A ZE[HHEF A RUSTING REFAUSTING , HAQAUSTING S I8 o A1 4Nl 6 A 1= o

[4281]  <HE4ISTING CoRum&h Ik H Bk Fok g >

[4282]  AZKSTING CRumghie (aal39—342) &5 5 (UniProt entry Q86WV6) cDNA1E o
i 2851 ¥ (5 —ACCTGTATTTTCAGGGCCTGGCCCCAGCTGAGATCTCTG—3' (hST Fw v2) (JFH5
20) PA M5 —CAGAATTCGCAAGCTTTTAAGTAACCTCTTCCTTTTCCTCCTGC—3" (hST Rv V3) (545
21)) IUPCR, KR AZSTMEML73 ¢DNA clonedeik ik (BpA: U \H23275 AU DL M HAQAS
) 1 HIE . fdi FHIn—Fusion HD Cloning Kit (Takara Bio) ,PCRr=¥ihi N ZEAE N K mE
FER AR pET 15D, fill fEN A H AT F 21 2 FR 6T AL il 1 6xHi sHRZE VAvidin iAE) 2R
) bR DL M TEVEE RS YO 15, A9 pET15b —Hi sAviTEV —hSTING (139 —342) A\ 2KkHf
H-I0 pET15b—HisAviTEV—hSTING (139—342) AZSREFAFSFIPL A pET15b—HisAviTEV —
hSTING (139—342) A 25AQAR A1) 1k kT o
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[4283] S F/INERSTING CoARURES 15k (aal38—341) 45 [1)5 (UniProt entry Q3TBT3) #ik
FHIcDNA, f# fHifiid eurofins Genomics A 75 Bk N /NEL TMEM173 cDNAFF#1 551385 ~ &
3415 2 FER 1 cDNA[ cDNA o B/ INERSTINGIW 2 R[5 A s 1 7 41510, FHAZ IR - 41 o T
FFA55 11 flIn—Fusion HD Cloning Kit, & M cDNAKE N ZAE R K7 b 35k FH A
[FIPET15b , i AENA i H AT FH 2H S RO AL il 6 xHi sHRZS AvidinbRas LA K TEVER I
7 5, B EpET15b—Hi sAviTEV—mSTING (138 — 341) /N Y AL Tl 2555 Tk -

[4284]  {rpCDF Duet— 13 KIHEAN TSI A EBirA (UniProt entry P06709) cDNA,
FJ3pCDF Duet—1BirA (1—321) FKikJFikr.

[4285]  (ii)STING CAmEs &3 1A BT & i

[4286]  #i{FF[1) & pET15b—HisAviTEV —hSTING (139—342) (AZKEFA=7 | A SSREFAS S0
DA N EAQAE S Y STING  CoRum &5 A3 25 11 ) FR ik BRI LA M pET15b —HisAviTEV —
mSTING (138—341) CINREFAEMMSTING CoAR U4 S [ J51) ik Jikr 4y 5l 55 pCDF
Duet—1BirA (1 —321) Fik kAN #4Y. yCompetent E.coli Rosetta 2 (DE3) (Merck
Millipore,MA,US) , #HI{E#&HisAvi TEV—STINGZ PR o B 1X BE PRI N2 25 100pg /mL
ZR VIR 50pg/mLEE R 25 DA K 30ug/mL-R AR R TBR IR AL, £237°C MRS %), JT1100pM
PTG T Sk, 320 AE16°C MRS+

[4287] B2 &0, BB E AR & 7% T50mM HEPES pH8.0,500mM NaCl,20mM
imidazole (BKME) , 1mM DTT,5% (w/v) glycerol (HJH) .Complete EDTA freefh)&, ¥ i%IA
fift o U INLysozymeDNase 1Ji , i1 8 7 IR A R A2 HWCER, 11 0T, 2 25O R T MAC B 75 VR o 444 2
1 5w FHHAKTAexpress 24T 24 (GE Healthcare,IL,US) PAHisTrap FFAE (GE
Healthcare) YE{TAGH , 11 Superdex20016/604% (GE Healthcare) FZZ M (20mM HEPES
pH7.5,120mM NaCl,20%Glycerol,0.8mM DTT) JEA T . FISECIHISC S A H bR &1
R4 5, PAHis —Avi — TEV—hSTING (139 —342) A\ ZS%F 4= M [ 5 HisAviTEV —
hSTING (139—342) A\ 2KREFAZ A5 1 Ji JHi sAvi TEV—hSTING (139 —342) A 28AQ7R il
FI 5 KeHis —Avi —TEV—mSTING (138 —341) /Nl By A= U2 1 [ I TE 2 m W« 8 A B i
fii FfiNanodrop2000 (Thermo Fisher Scientific,MA,US) ZH{TIIE , 7£ —80°C N4 RIFEL
EXUOR

[4288]  {HisAviTEV—hSTING (139—342) AW A AU [ 024 35518 1 s+ 4 5
22 J4HisAviTEV—hSTING (139—342) A\ RREFAS AR [ BN 1R 4o T 741523
FHisAviTEV—hSTING (139 —342) A RAQAE H &S H BT 24 3L R T A~ T 78524
His—Avi—TEV—mSTING (138 —341) /NP AR (A B 2 258 - 4 o T 7914525

[4289]  (iii)STINGZE SR Es

[4290] L5 ESTING CoRuRES Ak 1 B &s & M DL A B VAR R BT
HFEFRProtein thermal shift assay2Edb(T.

(42911 FAKIM 5, 75384 FLIY SL N PCRAR I A 143 A7 2% i (20mM Tris—HC1 pH7.5,
120mM NaCl) , ¥4 3uL 286 (1 A1 (4R 50 . 5uM) 3uLfJSYPRO Orange Protein Gel Stein
(Thermo Fisher Scientific) (ZUKJE20 X ¥k ) MOuLIISTINGER F B & , AR
PR G A HAZIPCR A4 (Thermo Fisher Scientific) , PAREFDPO.03Cload BB R M 25
CH = 2195°C K SYPRO Orange & HH M= CAE D Famill g & A BT AR PEIR B SRS 10 I
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TAE M o -Protein Thermal Shift#f] (Thermo Fisher Scientific) ,zKHTm
(the midpoint of the unfolding transition) (‘C){EN7Ze ) Eom i i ik R i~k
BT BE o 200 15 B A S I T R Rk 2 AN IR DAL S PR AL T L, B4 5558 A0 5 %E’JTHIE’J
MR AT (CC) Fe25F%7R T ORSTINGE: [ B &5 G Ia 45 K -

[4292] [352]

o ATm (C)
e Hu—WT Hu—REF | Hu—AQ Ms—WT
1la 8. 4 3. 4 12. 0 14. 3
4 a 11. 5 b 2 1.7 4 17. B
4 b 9. 8 3. b 13. 1 14. 9
6 a 10. 6 5. 7 14. 8 18. 7
6b 8. 4 3. 4 11. 3 12: 8
7a 8. 0 3. 9 9. 7 1l &
7b 7. 2 2. 8 9. 5 13. 2
8a 7. 6 2. 8 10. 8 11. 5
12a 8. 0 3 O 9. 6 f1: §
1 7a 7. 3 2. T 10. 7 12. B
17b 7. 4 2. 2 10. 4 12. 6
20a 7. & 35 7 9. 7 12. 4
23a 8. T 4. 2 12. 2 15. 6
25a 11. 4 6. 2 15. 0 16. 0
25b —[10.6 [4.6  [13.1 [15.8 _
26Db 9. 1 d. 8 | M 14. 1
34a 14. 7 8. 8 1.8, 9 20. 3
34b 12. 0 6. 5 14. O 1:6. T
35a 11. 0 6. 6 13. 1 13. 5
35b 10. 3 5. 8 12. 6 14. 2
36a 10. 8 5. 8 13. 3 15. 4

[4293] 36b 10 1 5. & 11. &8 19. 3
37a 11. 2 5. 2 1 3. 6 15. 3
37b 8. 1 3. 4 9. 4 1.2. 3
39a 10. 4 5. 7 12. 8 15. 0
39b 8. 9 3. 7 10. 5 - T |
42a 6. 5 2. 8 9. 0 11, 2
42b 5. 3 1. 4 7. 4 10. 6
44a 13. 4 8. 7 18. 2 19. 3
44b 11. 4 6. 2 14, 3 1'7. O
45a 8. 9 4. 4 10. 8 1:2. 8
45b 7. 5 3. 1 . 1 1:2. 1
48 a 15. 9 9. 3 22. 2 16. 0
48b 14. 0 7. 3 17. 8 15. 8
49b 12. 6 6. 6 16. 1 19. 3
50a I2: 3 6. 5 186. 6 13. 0
50b 12. 3 6. 3 15. 3 7. 4
51b _ 9. 9 4. 3 [11.8 17. 0
52a 10; 8 5. 6 13:. b 14. 3
52b 9, 2 4. 4 10. 8 12. 3
53a 9. 6 5. 4 11 6 14. 3
54 8. 3 3. 4 9. 8 13 1
ML—RR—CDA+2Na" | 7. 0 2. T 12. 7 15. 2
2’ 3° —cGAMP 1 3. 7 4. 1 24. 3 25. 8

[4294] 5 U R IR HIE L AP T A K0S TISTING A M A BIUSTING /MY
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Y HERISTING A 85 A1 1

[4295]  (ia{E&:49113) Pofieg st (1)

[4296]  /NERL < B55 RS TROEMEBALB/ /Nt (BALB/eAnNCr1Crlj) (H ZANCharles River) £E32
W FHRTAESPREEE R YIE4R L Lo

(42971 JU5E RS A FTA AT, 8 R 2080 R R (CD15 — CX W Mi tutoyo) &
ME2 ~ UM AIKAR DL AT, TSR AR (o) o HFEE 0 R o

[4298] PR AR () =0.5 X K42 (mm) X [%57% (mm) 17

[4299] S At AR PR £ /K ORIKHI 25T ) Mok o 45 25 7E e N 45 2550
plo

[4300] f#i M American Type Culture CollectionZy &l NI /INE K i 40 o bk
CT26.WT (CRL2638) 4fitd . -K1CT26 . WA B 7R R bk 451, 0 X 10°40 i MRS A
BALB/ ¢/NE AT k&S 2 (Day0) , 7K e STt L3 2H o 238 A1 5 WA 1 0pg 19 FH 7 53 3l A
Day7 9PA M AT =R MR N 45 25 0 S0  E NI e 45 25 AE PR S /K I o B 41T
NERAHCE A k6 H.

[4301] &R R T ETall M ETh I SR 7 R R B A L DY T &R st &)
5 6agy 24 R = AR S g 5 8 254 L R A R m b A W4 5904 254 .
Y\Ih o IR AR (mm®) A 2 TR RS PO R SR T 1 R R 35 5 AT
L S ER G IR AT B T iR

[4302] 40 b Pk, A T BT IR AT AW 0 IR PN 46 25 HUIMRE 380K

[4303]  (EREGA14) H/Hrg s (2)

[4304]  fHI/E T4EMAmerican Type Culture CollectionZyallE NJ/INE K I 40 itk
CT26.WT (CRL2638) H1 5 N\ 1 A 2EHER2EE K [ICT26 . WT — hHER24 g o FLAA 1 &, i F A 25 A
ZEHER2[1JcDNAFIJFURE (Clone 1D TOH82145; Thermo Fisher Scientific) fiicDNAY 3, 1L
{iFlIn—Fusion HD Cloning Kit (Clontech) ¥fi A\ 2| pQCXIN #5555 #3454 (Takara Bio)
H . i HLipofectamine 3000 (Thermo Fisher Scientific) ¥ AZEHER2¥H N\ pQCXINJ 555
5 B LA SN ZEEcoPack2 — 293411k (Takara Bio) A1, [AIU b iR, fCT26 . WL . 41
TEANIN250pg/mL Geneticin (Thermo Fisher Scientific) E5FRREH 2y,

[4305] itk — CONMRIEIH i £ FRER 2% il (10mM Acetate Buffer,5% Sorbitol,
pH5.5) (Nacalai Tesque) MRl H o 25 251, R Ik Eh 25200ul

[4306]  K1CT26.WT —hHER24M & 17 TR Ak /K rh K65 0 X 10°4R i R ASA T-BALB/ ¢
NERIAT IR B (Day0) 7K 5 St btE L3 21 - -4k — CONMEI LA 30ug 1) T A EDay 713E
IT—RBEERIRG 25« AN A B, B 25 25 O TR ER 2% R AL« 25 AL/ INER R B 8
I

/N\o

[4307] &5 RANEISHI R B rh 9 SR DUy e R AL 1 = e Ron 25 B R
JEHTHER2BT B T S I8bII L & I S HER2 BT/ — CONTEI-A (1) 45 254 PR = fh ek
RS P2 P I SO LS HUAR IR R RIBE T S M BISb I b A 14t LPSHi fk — CDN
I (1) £ 254 DN IR (AR (o) BRI IR RS AR S O R AR A B R
HER245 EIALPS b — CONTRINY (1) £ 2541 b AT T IR (K895 o S5 ULARRS , HEHER2
Ak — CON{EIDA (1) 45 o2 S5 1 Ra ro g o
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[4308]  4n Ak, #fIAZ] 1L T-HUHER2HUIA — CONMEIBE (1) HOERIIRZS 2510 (AT a4 it
PERIHUIMRERCR -

[43091  (iX56:4515) B idas (3)

[4310]  ¥5CT26.WT — hHER2ZI L% T A A b /K, 555 0 X 104 i R A4 T-BALB/ ¢
/NI R B3R (Day0) , 6 K5 S ERENL /3 2 - 2591k — CONMRICP LA 30ug i) H i AEDay 651
JiE— R FEFIKES 250 AN NE NI RE T 48 25 CFRER BRI A o 5 AU/ INER Bk 6
Hik8 .,

[4311] R85 K Fon T 9. B R 5 26 3R B0 A - 11 DU 858 R PTHER 24 4k — CDN
BIEY) (2) 45254 « 1 = LR R HTHER2H 1Kk — CONMRIEcH (3) 45 24040 - A\ 2 /= IIPoRd A AR
(mm”) A 25 s R AL 110 R 58 R 21T T TR (0 384 o 5 L AR , THER 24714k —
CONMHIEC (2) DA (3) 25 2520 h, B 5 400Hhl) 1 g i 6

[4312]  Z5 bRk, A B HTHER2H 4R — CONBI I s P R S8R, -

[4313]1  (iR56416) b ias: (4)

[4314]  E{CT26.WT —hHER24H I L 17 T A= A2k /K b, 855 0 X 10°4H it B¢ R A4 T-BALB/ ¢
/NI IR B3 358 (Day0) 7R 5 St RENT 23 21 « Hiik — CONMEIBY (19) PA30pglt) F &t Ak Day 7
S T IR BEIKGS 25 BN AF IR EE T 4 A CFRER MR AL - 25 A1/ INR A
6.

[4315] K5 R R TR0 B FR ) SR 5 £ 38 R AL 11 = ST 283 R THER24 144 — CDN
BRI (19) 45254 « PTHER2B UK — CONMRIBEY) (19) HO Z5Wa%E 2 1 5 Puidkam o 2= bk S e 1 Ihe
PEATEE A SR IR (AR () At B IR R I (0 B8 R kA T 1 iR pr 3
B o S ILARS , HTHER2 T 1A — CONMEITCH ) (19) 45 2520 5 - 400efl) 1 JHvRE Y 1G5

[4316]  2F BRIl BN TR PRI 250 B 11 L SR I U HTHER 2T 4k — CDNAEYIER
Pt sE HUR SOR .

(43171 GRIAHI7) B idas (65)

[4318]  E{CT26.WT —hHER24H I EL 17 T A= FH a2k /K i, 855 0 X 10°4H it B¢ R A4 T-BALB/ ¢
/NI R B3R (Day0) 6 K5 IS hERENL /3 2 - 5Pk — CONMRIP) LA 30ug i) H H AEDay 651
JiE— R JFRFIKES 250 AN ANE IR RE T 48 25 CFRER BRI A o 5 U/ INER LBk 5
1

(43191 CREE5 RAR T I FR R B DU RN A « B — 2R HTHER241 /& — CDN
I (9) 25204 L A B = M FoRPIER2ST IR — CONEIE) (10) 45 2040 2 P E AR It
HER2470{A& — CONMEIRR ) (1) 45 2541 - F BT AR AR THER2 Hifk — CONEIRY) (12) 25 2541 H
VU5 2R3 fTHER 2470 /4 — CDN{ IR (1) 25 254 « HTHER 2411k — CONMER Y (9)  (10) + (1)
(12) DLK (1) 43 BUFHARIR 212 7345 S e I8 b AL A M o B s I (AR (mm®)
e IR ROARLIS 10 KA R LA T T RS (Y5 o S5 AT , HTHER 2470 fA — CON{BIERY)
©) - (10) + (A1) LAK (12) #5251, SHHER25T /R — CONEIGA) (1) 25 252 R, 2] 1
JIRR 345

(43201 4 bRk, BIAZIHTHER 2T IR — CONRER M AL 1 e 1, s WorpuivR Rk
R

(43211 GREBIS) /il (6)
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[4322]  ¥4CT26.WT — hHER2ZI L% T A A b /K, 555 0 X 104 ¢ R A4 T-BALB/
/NERIA B 5 28 (Day0) 7 KI5 SEREH 1S 4 o %45 25k AALE Day 7 9 iti— R B IR S 25
PN AE R, KE T A2 CRER TR AL o 5 AL/ NN 5

[4323] CRah R IR T2 BITPR SA DU R 3R R AL H = 2 R BTHER2H 1K 2 —
CONEY ) (1) HO60ug 25401 B8] = MM R BTHER2 TR 21959ue 45 2940 RT3~ b
G405 8bI11 . 2ugh 254  THER2BUAR 2 DA M AV 55045 8bITI 4 25t i i HTHER 2 144
2 — CONTIIBH (1) B9 45 F 24 it P e IR AR (om®) At 3 R RAARLT 1O R
PR AR AT T IR I 95 - S5 IUARDRS , DTHER 20442 — CONRIA (1) 25 2541, f 25 3l
TR I AR 45 25 T HTHER2HUAR 2 LA KA & W45 8bIY) 24 sk ], I3 A 410l IR 1 14
H

[4324] 2 TR, HTHER2H 1442 — CONMEIDA (1) o T Ui, 4 i g ftHER2 P 142
DA AV S04 5 8bPE R ER IS 25 % o e Uk «

[4325]  GALGA919) HUFREiAEE (7)

[4326]  ¥5CT26.WT — hHER2ZI L% T A A b /K, 555 0 X 1041 i R A4 T-BALB/ ¢
INERIOA RS 8 (Day0) 7R SSEREN L 41 - &Pk — CONRIBHI LA 30ug i1 F &L AEDay 75K
E— IR R RS 25 o AN NE NI, T T 48 25 (R ER R IR A o 25 A I /NSO 5
Hk6 .

[4327] 450 R T3 (@) ~ (o) PRSI R IR AL & RS 2638 s i
[ 2 HTHER2$TK2 — CONEIA (2) « 3) « (4) « (5) « (6) « (7) DA Mz (8) 45 2#H - Iz a1k
B (), A o TR R AL ) R B8 B PR A T 1 YRR PO B84 o 5 ML REDT , HOHER2$ 1
2—CDNHIEEMD (2) « (3) ~ (4) « (5) « (6) « (7) LA (8) 25 244\l 5 H ki) 1 Fvyeg 11 i

[4328] ¢ [ Jirik, A T HTHER2PTIAR2 — CONEIA I B U R SR

(43291 (GALEI10) FUFRE RS (8)

[4330]  }5CT26.WT — hHER2ZI L T A A b /K, 555 0 X 104 ¢ R A4/ T-BALB/ ¢
INERIA RS 8 (Day0) 7R SSEREN L 41 - &Pk — CONBIEI LA 60pg 1 FH & AEDay 75K
E— IR R RS 25 o AN NE NI , T T 48 25 CRRER 2R IR A o 25 A I /N BN 5
1

/N\o

[4331] AR IR T E14 B P RIS R B A A = AR R PTHER2 TR 2 —
CONEI (9) 45 2541 « T 2R R HTHER 2470442 — CONMIBIEC) (10) 25 2454 - HTHER2H14A2 —
CON{HIEEH (9) LK (10) 52 T 259 V345 500 20 20 IMSG AR sk EE AW LA 37Tk — CDN
TSI « I\ s JIRE AR () AR e 71 R AR 1 R B 2R kA 7 1 g f
B o S ILARRS , PTHER2 114 2 — CONEIA (9) DA K (10) 25 254 b i 2540 1 Mg 1 1%
[4332] £ | Jrik , BIA B 259 V- ¥ 855 B0 2215 THER 247044 2 — CONMB I ¥ s e Mg
R

[4333]  (EAEGf9111) Huieg 5 (9)

[4334]  Hl{EAF MAmerican Type Culture CollectionZ\ /AN /NG K175 40 ok
CT26.WT (CRL2638) HI N T A Z5EphA2FL M [ICT26 . WT — hEph A2 o E40 1 35 , 16 I 02
A ZEEphA2[1JcDNAYJpDONR221 (Thermo Fisher Scientific) XfeDNAGEITY e B H Ak
Gateway vector conversion system(Thermo Fisher Scientific) i ApLNCX% %% 50k 55
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K (Takara Bio) H .3 A ZSEphA2%H N pLNCX 52 #5595 2 4 A L ipofectamine 2000
(Thermo Fisher Scientific) S5 AEcoPack2—29341Jiufk (Takara Bio) H, Al F ik, fii
CT26 WTJRZL . 4/ P8 M11500pg/mL Geneticin(Thermo Fisher Scientific) [UkEFrdk
.

[4335]  4CT26.WT—hEphA24NIE I T BERR AR L% iRl rh, 1. 9 X 10 4nffa e RS A T
BALB/ c/INSRIIAT iR 358 (Day0) 7K Jm SE R 153 2H « HEphA24T4A& DL & HiEphA23t {4 — CDN
I (1) LA60pg ) St AEDay 755 Jit— R R RIS 25 D3O A E NI A , W E T 4R 5 LR
R A - S AN B O L.

[4336] CRr&h AR TR LG B R RIS 26 2o i d - B R TE 2R 2 PiEphA2H TR LG 2y
21 A= fER R PTEPhA2ST 1 — CONTBIPEM) (1) 45 2520 o NI IR AR AR (mm®) ARl
SRR RS AL I R Z8 e R A B4 T T TR [ 951  DUEph A2 BT A 465 245 40 35045 40 1 Jirhe 1140 44
B o S ILARS , HiEphA24 114K — CONEIXA (1) 45 2520 5 4] 1 JHvRE Y G5

(43371 £5 | Jril , fifi HHTEph AP TR A SR b IR S8R IR, BN T StEph A4k —
CONfRIBI SRR RSOR -

[4338]  (EEG:f9012) g 5 (10)

(43391 Hill{FfE MAmerican Type Culture CollectionZy WA NIT) /NI AT 40
PkP388D1 (CCL—46) FH N\ T A ZECD33FEA [1P388D1 —hCD334NMI . 1E4HIfI = , Hl (RN T
A ZECD33[KJcDNApLVS INIE & (Lentivirus) 4Kk (Takara Bio) ,{#i fflLentiviral High
Titer Packaging Mix(Takara Bio) S ALenti—X293T4ffukk (Takara Bio) AB, [P F 1
W, fEP38SD &S A A8 Ml2ng/mL Puromycin (Thermo Fisher Scientific) [Uk5#rdk
HHAERE

[43401 S0 T/INERL, BN 4 T4 TROMEPEDBA /27Nl (DBA/2NCr1) (HACharles River) , 715K
B HIRTAESPR A N YIMEER .

[4341]  ¥4P388D1—hCD334ME % T MR ERZE it 4451 . 0 X 10°40fiu i~ FEAE T-DBA/2
NI RS B (Day0) |, AE4K 5 SETEREALSY 21 - JTCD33 4R A K HiCD3 34144k — CON{EI )
(1) PA60pglt) A Day 45K jit— K B IKES 250 D340 M E B A, 0E T 4R 25 L IRER 2%
TR o 25 A/ NSO 10

[4342] K5 IR TEL6. B BRI 5 26 3R GER AL 1 RE &38R PTiCD33P AL 2
21 A = M FRBTCD33 4Tk — CONMRIBY (1) 25 2541 P I R IRg AR A () Al 2
PR RS I [ RS B A AT T RS R 45 - UCD 330 ES 2 21 150 AT AUl JIga 11 H4 5
S IHARN, PCD334 A — CONRIRA) (1) 25 254 sp 25 30l 1 JHvRg 1R 895

[4343] 5 | Jirak , (0 HHICD3 3P P IR SR OB B A2 T 4tCD3341/4& —CDN
IR DT CR o

[4344]  (a{EGA49113) P iae (11)

[4345]  }5CT26.WT —hHER2MLE % TAEFR bk B15. 0 X 10° 4Rz R RA T-BALB/ c
INRIAT IR B (Day0) |, 7K 5 STt b3 21 - &4k — CONMEII LA 6 0pg ¥ T E A EDay 7552
T — IR IR ES 25 o 0O NE NI, BEE T 45 25 (R R 7 PRI A« & A /N ZICN 6
Ho

[4346] Rt SR R TIRI22. PR AR DU R R IR AL B = M2 R PIHER 241442 —
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CDNBI (11) £5 2520 L FIIRTE AR AR HTHER 2470 7k 2 — DN (12) 45 254 . S HTHER2 1k
2 —CDNMEIBA (1) UK (12) A8IR I & 404 = 52ald K 52b 2y AT BERR EEFICDN Pl Ao
T AR (mm’) B s TR RS AL 1O K280 SR A PR AT 1 PR 1 840 5 AR,
HER2470442 — CONMERIPEA) (11) DA R (12) 45 2540 g 240k 1 g i g o

[4347] 5 sk, SN EI(BEC 1 AT BERR L CDNIR FTHER 2470 fA2 — CONfE A (11) LA K
(12) RIsETTMRRECR -

[4348] Pl R fRyml R

(43491  ARAEAL TR LASR b — b LA BB STINGIEN TG PE , (b s e s8R
RUCDNAT A= T34, BT AR W AT LABR 0 52 B AUCDNAT A= i B ik 2 o by o s e s
JISTINGEREFRE PEICIBRNIHIR (1A, ) (R76Y 7 LA .

[4350] A3 | pSOA

[4351]  Fpal st iR PR AR eI S B R 7 41

[4352]  Fpal 2. & DR Bt AR S ER T 41

(43531 F5) 53 : U HER2 (A1 TR I S 41

[4354]  F¥%I54. A\ 25H232 (REF) 42 S RUSTING I S KLl 3|

[4355]  JF41 55 A\25H232 (REF) 28 R AUSTINGI A R - 41

[4356]  J541)'56.: N\ JSHPLETUSTINGI S 5L0R 7 41)

[4357] [ 4I57: \JSHPLERUSTINGIRZ R 7 4]

[4358] 7 A 58: NJSHAQAZ R USTINGIF S BEFR 4]

[4359] [ 4159 A\JSHAQLE - AUSTINGIAZ R 4]

[43601  J741510: /N STINGIY 2 IR 7471

[4361] 511 /N STINGIIAZ R 7 4

[4362]  FrAl512~21: 510751

[4363]  J¥%114522.: HisAviTEV—hSTING (139 — 342) A KIEFA: TR [ I S L6 7

[4364]  F£41523:HisAviTEV—hSTING (139—342) A ZEREFAF AU [ 24 R FR 4]
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