202440095
?93 (1Y FERBEFEMER
/J F (2% BARAZ NMA  AD2H%G%K 1 TW 202440095 A

il 4328 PEEER 113(2024) 10 A 16 B

Office

QD)¥ 3%k 113108935 Qw8 @ PERE 1132024403 4128
(5D)Int. CL. : A61K31/435 (2006.01) AG61K31/495 (2006.01)
A61K31/53 (2006.01) A61K31/55 (2006.01)
C07D313/06 (2006.01) AGIPY9/00  (2006.01)
AG6IPY/12  (2006.01) A6IP7/12  (2006.01)
(30)4E 4 © 2023/03/13 Bk 2023-038845
(THFFA : BENEFREDTERNF RS (8 K) ONOPHARMACEUTICAL CO.,LTD.  (JP)
BA

(723 A A © K\t — OHTA, NOBUKAZU (JP) ;5 /1M1l #kis OGAWA, SEUL(JP) ; F £ 54
TOKURA, HIROSHI (JP)

(THRIEAN T REX REE  &RE R

FHETREL & FHEHNLEALI10E B0 #2498

(54) % #%
ZEMEIEEM
(ST)Hm&
AR — B f EP3 521644 ©
A8 2 18 (D)

(RP 2 FRwRALT P2 R)E T2 LB B A 8% EP3 & E M > BT A% EP3
BE B o
B2 X



202440095

TW 202440095 A




20244 BA=E : 113108935
zozﬁﬁﬁ@#MWWWWW

E LAY

QEEEEEESTD
=B

(]
ARSI —FEE HEPIREEE 2 (EEY) -
AZEHH 2 m (D)

(P 2 B SRR B o 20 RoR 2 (L S R B A A B 2 BP3
B o PR T PR (EEP3 S B -

[fEERKE ]
[ R E Tk EaR A ]
[ b2

B 1 HEGHED

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

F2 HEGEWED

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

CEEERTLEE D
[ s8]
=TS
[k
[0001]
AR — BT 2 R (D)

(PR RERAEEZ 28R Rn I EEVREBELTH
F i RC By A BE(E S ) -
[oeRidsdin ]

[0002]

ELRIAT SR 28 R 7E A VU NG BL sk ok S e o < (A EY) - HE A g s
e TEWYE - FRER - RETBERE - SRR - RS8R W
f m BR B PR FEAE A - X - ERIPGE(RIYIBEZRE)Z BEFAELIRE & A HH[E
Zup B o IRPEER AT Rl 2 s BUK RS E A VUAE o o3 HIE BEPL ~ EP2 ~ EP3 &
EP4(3EEFSCRAL)

HAER A ER R R EY ZIEE R SCRR2 K IEF A SRS -
[ e A il SRR

C263865A.docx

B 1 HEGEHREAD)

113108935 FEHESE A0202 1133176295-0



202440095

[FE SRR
[0003]

[FEEF BT (AY{EE2 5 EE(Journal of Biological Chemistry)) ,
F282%, F1637%, F11613~11617TH

[JEE ]S ER2] (HEY1{EE (Phytochemistry)) , S£16%&, 458, 5494
~495H

[FEEFSCBR3] (AL %EsEJournal of Organic Chemistry)) , 5
6445, 17593, 56380~6386H

[#IHNE]
[ S HR AT OB R 2 ] ]
[0004]
A SRR IRt —E B AEPIH B 2 ba) -
[k i R B2 la T B2 ]
[0005]
REHBF NG T A LIGRE - BHE RN - GREBEIITH
mZAbaY RSN ZEP3HE ST
[0006]

o

ARG R LU ZRE

[1—fE(E G
[E2]

%

bW HIIENDERMR

C263865A.docx

52 HEEHRHAS)

113108935 FEHESE A0202

1133176295-0



202440095

[t

R!#;RCOOH + COOR!! - CONHSO,R !5 PUmMy £ »
RUFLIRCL~ 672 -

RUPZPFIRCI~ 6 BB AL » 2R B i &E L~ SE (D R EN(2)CT ~ 485
ELHUAC

X!~ X2 X35 pdg IR RN ~ CHELCR?!

EEER B IR R(DEER ~ (2)CI~4%25 ~ 3)CI~ 4 fe A
(4)-(CH2)~(C3~48EAI0RIR) ~ B(5) AT &8 1 ~ 3{H B R AUUZ L4 %
tRN0E] 2 B E

[{E3]
5o

TR,

..||\\\_<

RN

[{E4]

C263865A.docx

53 HEWREAD)

113108935 FEHESE A0202

1133176295-0



LA 0a05,

{

|
o
| ’
“[ M ity U'x s 9

/]r /; el [unl
( \ ) S /r)‘\ “r\ ’T[)(J]L\ it 9

{K\i" >J<(T|/ [r‘

9

Py N0~ 3.2 B

RS | TGS Bl T MBI 681~ 64l

B L
’\‘”/wlﬁ“/ﬂ]/‘ﬂ M‘[zguwl ,

i W o o A N
Yy N AT U I o

R RG34 ROVABL T~ QIR ~ (T ~Af

.,

s (M

f\i/‘ [% /@“ Ay \: 9

%

R S R BTG 2 BT T R 0 ~ S b
(] e Bt 5

Vi RCHIR® ~ g & -

RIBLE, KA T~ beide ~ L~ ‘“

Iigé s Clilye s ~CHIRM s LCRIRIS. oy C(ChLy)-

RIS S 4E ~ (Q)CT ~ 4Bk ~ (3CT ~ ARl ~ (D~ A%

JL s (DC) ~ A’

)

S (BYCH~ARRIE ~ RCNC~ ABPUE »

RIZ A RIBAS VIR VT 48 RO e ~ (O)CT ~A%idl ~ (3CT ~Apg il

[

)

>

(DCO~ AR5k ~ (SYCO~ARINAE ~ (BYCO~ AR ~ (N2~ ApPEE ~

o b

W

;’«

LML B ) R ~ 1040 )

/JQ J‘”D /T
A3 A TIERIINED

C263865A.dox

s (O)C1 ~A%ELE ~ (B)CT ~ARgEidl ~ W () (Clly)g-

R TR RTR T ARV, ) I
Bl Y N0 [ ey



202440095

C3~6EfMbkIR ~ B(2) i 4K 1 ~ 8l pd ZHU .23 ~ 6 B B FIFfEER -

RAF TR (DA ~SERYEULZ C3~ThiE ~ (2) &8 1 ~ S{ERZH L
ZC3~TIEE: ~ Q) A& ~5S{ERVHEZCI~THRE: ~ () FT&E 1~ S{ER*HL
Rz C2~6i5E % + (5)Cyc! ~ 5 (6)-0-Cyc! >

RAFR AL ~ S{ER ELf 2 C3 ~ T A
RF B SRRET

R*!' ~ R* ~ RP ER™ I IR R(DEE ~ (2)C3~60%IR - 5i(3)3~
6EFEIR > ZC3~OIRIE M3 ~6 B[ & 1~ 10FE (D E(2)CL~ 257
B

Cyc' TR ()& 1 ~5{EREL 2 C5~ 1058 ~ B(2) & 1 ~ 5
ROZELL 25~ 10 25638

R R 73 HIBIL R R(DERE ~ (2)C1~4fe k& ~ (3)C1 ~4pahe A
(H)C2 ~4JH A ~ S)C2~4IHA ~ (6)C2 ~4JRE ~ (THC2 ~4g R A

-

% C3 ~THe B o 2 1T

(B)C1I~4fEEHE ~ (DCI~ARGEEE ~ (10)FE ~ (11)C3~ 66 IRER
20(12)3 ~ 6 5 B AR -

RUUR R AT BT iR 4 2 iR [R5 — - P B (1)C3 ~ 6B FI0R IR ~ Bi(2)3~
6 S AR ER

ROFIR &R F B A

REER® ~ R*' ~ R* ~ RY ~ R* ~ RY R ZHE [ R B A 6] -

[{E5]

FONERGREEEGE > Hr o AHAZ

[{E6]

55 HEEWRAD)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

6 F55 R e g

[E7]

K

SR FY AR 2 (BB E)

[E8]

/

SR A FY AR 2 AT AT RINBECE)

Bep o+ BN R T4

[{£9]

e

AE AR 0 Rl E  PEE - LS Y EE LR RS
Py o

210 2L EE » HhX - X2R X5 BB 1T A CHE
CR2!

3140012150 (s - Y B AR T -

(4140 [ 112 (3] F — TERH 2 (B & WIS ELER » PR T4 1 ~ 31
RYEUAZ C3~THik ~ A4 1 ~3ERM K ZC3~TIH% « HCyc! -

[ST0[11Z (4] (F— TR 2 (L& Y/ E - HPZACHR - RO
FOH -

(61401115515 {E— B8 2 (£ &S ELE + H R BCOOH -

(714001 3E8 2 (B S SEE » P B R (D 5 LB (1-3) %7

[{£10]

HAl

6 HEEWHREHAS)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

(1-3)

[ZFf > L1°F/R-CHR"!-E(-CRYRY- » R¥UFIRATLL L ~ 3R HU .
C3~Te ks ~ T4 ~3ERZEU 2 C3~ T/ A - HCyc! » HAhFFSEFR R
FIEE & ]

(81401 1FCE 2 (B &P E - HPEX (DTN BV = E 5

(1)(1R,2R,3a8,10aR)-1-[(1E,3R,48)-4-(2,4- — F A £)-3- B H&-1- 1%
J-1-561-5-%-2-$8%6-2,3,32,9,10,10a- 75 &, - | H- 36 [b] 38 R[]0 BE 3 -6-
M

(2)(1R,2R,3aS,10aR)-5- & - 1-[(1E)-4-(2- & 2= 55 )-3- FE & - 1- I - 1-

S

B1-2-¥8E-2,3,3a,9,10,10a- N G- TH-ZEH [b] IR K[ 105 BE 55-6-F& % ~
(3)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4- & F) I8 T £1-3- 5 & -1-
P -1-K }-2-78£-2,3,3a,9,10,10a- /N G- 1H- 3 [b] 3R T [ 105 BE 32-6- &
i
(4)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2,5- & H )38 T £1-3-1&
Be-1-NME-1-EE ) -2-78EE-2,3,32,9,10,10a- N & - TH-ZR H [b]3R [ [£]05 B B -
-FRI

(5)(1R,2R,3aS,10aR)-5-F-1-[(1E,3&)-4-(2,6- ~F A E)-4,4- _F.-3-

(@)

&

RREL-1-T /- 1-A1-2-78 5-2,3,3a,9,10,10a- /)N & - TH-E 3 [b] B2 [ [£]105 BE

-6-FR %

H

i
/5t

57 HEGEWHHRAD)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

(6)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4- & F) I8 T £ 1-3- 5 & -1-
Pl -1-F)-2- 38 HL-5-H ££-2,3,3a,9,10,10a- N G- |1H-FE 3£ [b] BB IR [f1IE B
H-6-FE L

(7)(1R,2R,3aS,10aR)-1-[(1E,3E,48)-4- 7, FL-3- ¥R EL-7- HH EL-1- 3 0% -

1-A&]-2-F8Ak-5-H 5-2,3,3a,9,10,10a- /N &- 1TH-ZR H- [b]ER K [£]15 BE 52 -6- 74

=
RSP

(8)(1R,2R,3aS,10aR)-2- &£ -5-FH EL-1-[(1E,4S)-7,8,8- = &, -4- ¥R L -
4-BHEE-1,7-32 0%-1-%£1-2,3,32,9,10,10a- N G- 1H- 3 [b 138 1k [£] 12 B 3 -
6-# % -

(9)(1R,2R,3aS,10aR)-2- &£ -5-FH E-1-[(1E,4S)-8,8,8- = &, -4- &L -
4-HH B 1-3E)%-1-%1-2,3,32,9,10,10a- XN & - 1TH-ZFH [b IR TK [ 105 BE32-6-F&
i

(10)(1R,2R,3aS,10aR)-2-¥&FL-1-[(1E,4E)-4-FEEL -4, 7- " HEL-1-3¢ 1%
-1-K£]-5-H%-2,3,3a,9,10,10a- X & - 1H- 7 FH [b]ER K[ 105 BESL-6-FR % -

(11)(1R,3aS,10aR)-5-%&,-1-[(1E,38)-3-¥& £ -4- H EL - 4-FEEL - 1- 1K I -
1-%£1-2,3,32,9,10,10a- /5 G- |H- 3 [bIB K (112 B 55-6-F8 5 -

(12)(1R,3aS,10aR)-1-{(1E,38)-3-[1-(2-@w A A£) 8, | £]-3- 58 A-1-N
Mi-1-%1-2,3,3a,9,10,10a- /N & - L H- R H£ [b13R K [ £105 B 52-6- FR ik

(13)(1R,3aS,10aR)-5-F-1-{(1E,38)-3-[1-(2-F A AR T A]-3-F85&-

A3

1-N M- 1-551-2,3,3a,9,10,10a- N & - 1H-ZFK I [b1ER K[ f]05 PR -6- B2 fF
-1-

-6-
(14)(lRa3aSaloaR)_S_gil_1_[(1E33§)_3_¥§Té%'6_ E'El %‘1%'4'% Eﬁ% Ei
K%-1-%51-2,3,32,9,10,10a- /N G- TH-ZR 5 [b1ER K105 BE 35 -6- 2 Bk ~

(15)(1R,3aS,10aR)-5-5-1-[(1E,3£,48)-4- 7, B -3 ¥R E - [ - 323 1- £ ]-

5 8 HEEWREHH)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

2a3a3aa9a10,103_7\?%::_“(4_IH_%#[b]iﬁ&[f]n%}:ﬁﬁ_6_igﬂg N
(16)(1R,3aS,10aR)-5- - 1-[(1E,3)-3- 5 56 -3-(3- S 2= -3- S 38 T

B)-1-N i -1-41-2,3,3a,9,10,10a- /N & - TH-Z H- [b] B8 K [f] 12 B 3% -6- &

=
RSP

(17)(1R,2R,3aS,10aR)-2,5- —4&,-1-[(1E,38)-3-¥& £ -4- B EL 4-FE 5L -
1-75%-%1-2,3,3a,9,10,10a- NG - |H-ZE H [b IR K[ £105 BE 52-6- F& % ~
(18)(1R,2R,3aS,10aR)-2,5- 4 -1-[(1E,38)-3- & K -3-(3- K K -3-F
IR T E)-1-9F-1-%£1-2,3,32,9,10,10a- /N - 1H-ZE 3 [b ]38 1R [£]0%2 B 8 -
6-# % -
(19)(1R,2R,3aS,10aR)-2- &,-5- &, -1-{(1E,38)-3-[3-(2- & K £ )-3- 5,
IR T -3 A 1- NI -1-7£1-2,3,3a,9,10,10a- 5 G- 1H- 3£ [b1 BB TR [ ]
05 Pegi-6-F4 1L
(20)(1R,2R,3aS,10aR)-2-5F-5-&.-1- {(1E,3&)-3-¥&EL-3-[(28)-2-F £L-
2-FFEER T AL-1-NH-1-41-2,3,32,9,10,10a- /N & - 1H- R - [b1ER K [f]02
BEHL-6-F8 S
(21)(1R,3aR,10aR)-1-[(1E,3,4S)-3-¥&EL-4- H Bt -1-3E % -1-£L]-5-
#:-1,3,3a,9,10,10a- 7N @RI H-[3,4-b] [1]1 75 H IS BE - 6- 72 % »
(22)(1R,3aR,10aR)-1-[(1E,3¢)-3- 8 E-3-(1- K FE BT E)-1- N 1% -
1-F1-5-H £-1,3,3a,9,10,10a- /N G BRI H-[3,4-b] [ 1154 H-05 e 35 - 6- 32 %
(23)(1R,2R,3aS,10aR)-5-%,-2-¥&EL-1-{ (1E,3£)-3-F&EL-3-[1-(2- FF £L
REVEBRWNA]-1-WE-1-51-2,3,32,9,10,10a- N & - 1H- R FF [bIER K [f]05 B
H-6-FREE ~ B

(24)(1R,2R,3aS,10aR)-2-F8F-1-[(1E,3R)-3-FLA-3-(1- FR B IR N A ) -

59 HEWHRHAS)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

1-PNk-1-%51-2,3,32,9,10,10a- /5 & - TH-ZRFF [b 1R K[ £105 e B -6- 32 i ~

[O1—fEEEEH Y - HeA N Z2RIF{E—Hia Zba¥ s

[10]—FHEP3 BB A - HE&HWZRBIF{E—HE (b EHE

[11120 9150 &k~ B 240 & e AN [ 10150 8 2 EP3 S E) A& - H A LAl
fEZE ~ HEPRIERE - BHIR 2 5E=R Z TE R/ BOE K -

(121 — SRR AN /B0 - HEF W28 {E—HEEH 2
{EEYECHED -

(13140121308 2 Al - Hp B Hig BN -

(14140 [ 131508 < B » H A e MEE R AR EEE R - BE(LIE
IgAE% - GBM(anti-Glomerular Basement Membrane > $1 5 /[NER 5 /i )
¢ 3% + ANCA(Anti-Neutrophilic Cytoplasmic Antibodies » i/ 1 B4l HE
MBS MRS £ - B /NEK R BB 4 M % X (mesangial proliferative
nephritis) ~ JRIEMEE R - MUNR B EIRIEER - = E0 BB /N R EE
{BAE ~ BEMEE I ~ AlportfEfsEE ~ B HEE -

(15140121308 A - Hp B ERm ot EiEE -

(161401515 & < &l » St B85 Mk s ettt 518
%~ MMEFZETEERE - ERHEAZSHETEG - S REN
SHEEEG - SRR - NERMETIEG -

71— SRR EN R/BOHR % » KRR - B2 81+ E
—IHRE L EYHE AU E N WAV (R EAFTEH B35 #ET

5 10 HEEHIEREIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

&1 e
[I8TAI M ZE 8] {E—IHEC E AL e LB - H AR B R Im AT R/
BOEHE ©
[(19] =[] £ [8]F{E—IHiL s (bW B 2 ik - HARE
i BRI TR R B a R -
[20140[9150 &k < B B2l 5P =4[ 1015C 8k Z EP3 B A - A B IR
T TR B/ Ba 7 -
211409130 8 < Be B2 al 5P =4[ 1015C 8k Z EP3 B ] - H AR B
BHRIR RN K/ BCE A -
[22] —fEES O[] £ [8]1F (£ —IHL & L EEVRHEBE 2 % > sz #
B AR TR
FE ()
[{E11]
T1%00¢
(=
TURERFHRY » TREFEF A 2 RERE - TORT A g[E
e Ry @i T H TR mlEA (DT ZERMER 22
T b aV#ET

KB R Jfee B /B2 R S -
[231a022]1Fe & 2 BiE %k > HARHEBEEADZEEYR'E
| 11 EETRAE)

113108935 FEHESE A0202

1133176295-0



202440095

COOH ~ ZRBCHR' ~ RIRFCHE) S HEE » ZBE T EAERFRO T I8

(AEEANT /R~ TPHE)F R AL EVET KRR IE -
[3%0H 2 SR

[0007]

R EEY R A EP3FEEN: - NI o] FHNEP3Z8G5] 3 2

MR BE B R0 R H MR IR FEBS R/ BB
(&0
[0008]

UR - SR SRR TR ER A -

AT - Cl~ 6k B B IS H#EAR B IR 2 CL~ 6 5 - filan =]
BBoHE S LA NECENETE -SFITE-F=TE - E R
JE -~ F=E - Hi A o& B 3-HEANRE  RBRFZLEE
Y -

AEHT - EETER - & IR -

AT - Cl~4Abe BB IS AR B IR 2 C L~ 4l & > flana] ]
BHE R CWNECEBENECTECEITECFEZTHE REEZ
REY -

AT - FTEHC~ 2855 » B HARLE -

AZEUAT > BT C3 ~AsMINRER - PIADAI B8R © IRINERR T B -

[0009]

AT > FTEECI~ 4R A - B E#EIRBCHHHIR 2 Cl~ 475 2
EEZAFE TR HELL EZ R E 7 28 - BIa0a e @ s H A&
A RHE - HHE - e A ZaHE - s lE o 28 lE

5 12 HEETEREE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

-RALE B LE - 1-mNE  2-8NE 3-FENE  3-ANE -
4,44-=F T A~ 4B T A - R&ZFZRBEY)
[0010]

AREHE - FrEEC2~4FE » R EHERECHIR 2 C2~ 4154 - f
WG © LIEE - WIRE - TIHE - KB RZigY) -

AT - FTEHC2~ 4G A - BIEE#R BN 2 C2~4If B
EEZEFEFHIAR/IEMU F 2 RER 2 > PIamEE - 1-8§ 2%
B 2-FAGE - 2-A4BE - ZHLFE - I-RNHE - 2-82NEE -
3-FENIGE  3-ENEE - 444-ZETHE C4-BTHE RRECR
&Y

[0011])

AREFHE - FrEHC2~ 4R E - B EHRECZ IR 2 C2~ 4R A
WA HIER © LGRE - INRE - THRE - KRB RZigY) -

AP > FTEHC2~4RE - BHEE SRR 2 C2~ 4 A
EEZEFEFHIAR/IEM F 2 RER A  GIanEiE - 1-§ 253
B 2-HOIRE - 2-FORE - L-JENRE - 2-E R E - 3-Fm N RE
3-ENRA - 444-ZH THRE 48T HRE - REZEFEZREY -

[0012]

AT - BTEHC3~ 68 MIIRER - PIA0 ] B8 « BRNLE ~ IR T e ~ 3R

e ~ RERCKT -
[0013]

AT > FEE3~6BHMNMAER > B EEEAET EFEFK

R TR R 3~6 8 7 BMFAIR - FIAaTFIE © SNnE ~ 0y TIE -

5 13 HEETIEREIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

ML IE ~ BRIAAE ~ = IA0E (triazolidine) ~ PUMREE (tetrazolidine) ~ TREMANE ~
IRBE ~ IR ~ 2 EEIE ~ 2EEH - BA LK - 5B T b - THEBRE -
PR IR ~ BB A0 ~ BRFEER T b2 ~ DU By ~ VUSRI ~ PO B2
MEIE) ~ PHER SRS (RIS IENE) ~ DU e (HEMEE) ~ U o F2 e M (FE M)
) ~ PUg kel ~ PO e e (12 M IE (oxadiazolidine)) ~ PUEIE0H ~ PO
TS 0~ DU EE MR (M) ~ DO RO ~ DO E E O~ IR~ B
TROE ~ AR OL ~ BRI ~ U ~ CRRRERICE ~ kT -
[0014]

ARZEOHF - FTEHC3 ~THeA - BFE BN EC R 2 C3I~THE 5 -
WH R - NE - TE-KE -CE BE -ERNE-ETE B
BEB=TEI-HETE - 1-ZEWNE - LI-2HERA -~ 1L2- " HA
WA ~ 2-FHE T A ~ 3-HET & - 22-“HERNE ~ 1-HEKE - 1-2&
TE2-ZEATE - 1-LE-1-HENE ~ -2 2-FHENE - 1,1- " HA
TR L2- AT A L3-THET A 2-HHA A - 3-H AR - 4-
RHACTRAE: ~ 23- AT A - I-HACHE - 1-ZAKE ~ 2-Z&EA - 1-
NET &~ 2-HE-3-O &~ 1,2- “HETIGE ~ 13- T“HAEKA - 1,4- " H
EE  1-A-1-HAET A - I-HE2-ZEATE - -2 2-HET A
-2 F-3-HAETE ~ LI-ZHERGE - LI3-=ZHETE - LI-Z_2&NW
B 2-HECHE - 3-HEACE - 4-HECE - S-HECE ~ 3-44 KA -
Fei% 5 2 RAEY) o

[0015]

AREZEOHF - FTEHC3 ~ShiA » BFE HE#INEC R 2 C3~STE ks - fl

WIETHIER - NEA - TE - JKE-RBRNE -ERTE -F_TEA F=TE&K"

5 14 HEETIEREE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

I-HETE S 1-ZEBNE - LI-THERNA - L2-T“HEANE - 2-HAT
E3-HETE 22-“HENE - REZRFLRIEY -

[0016]

AT > FIEEC3~TIGE » BB E RS R 2 C3~TIHE: >
OTTHIER © NIGES - TIEE - REE - A - BFRIGE - ZEWNEE - 2T
WA I-HETHE - 1-2ENE LI-“HEWNIHE ~ 1,2- “HENW
WHEE  2-HAETIHE 3-HETHE - I-HEKGE - 1-2ETHE - 2-
CEETIRE - 1-OE-1-HENEE - 1-2E-2-HENBE - 1,I- _HE
THRE - L2-THETIRAE - L3-“HETHE - 2-HAEKFE - 3-HE
PmA -~ 4-HERIGE - 23-“HETHE - 1-HECKHE - 1-2E%
C2-ZBERGE - I-WETHRE - 2-HE-ORE - 1L2-“HEKE
S L3-THEREE  L4-THERGE - 2E-1-HETIHE - 1-H
2-ZETHE - 1-ZE2-HETHE - 1-2E3-HETHE - 1,1-Z
B E S LI3-ZHETHE - LI-2EWNGE - 2-HECKHE -
-HECKHE - 4-HECKE S-HECOKE 3-Z2ENGE - R&RFZ
RIEY) -

[0017]

AT > FTEEC3~50G5E » BB EEREC R 2 C3~ 515 »
WTHT ISR © NIAS ~ TIGA ~ TR E - BAME - BTHREA - I-HEATH
E - 1-ZEWHE - LI-ZHEWNKBE - 12-“HEWNKE - 2-HETH
E-3-HETIHE  REZFZREY -

[0018]

AT > FTEEC3~THRE > GFEH RS IR 2 C3~THE: » il

E
E

D

H

2

5 15 HEETIERBIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

A GIER - PYREL ~ TOREL - TORE - B BEIRE ~ I-HETRE
I-ZENIRE ~ 1 1- IR E: ~ 2-BH AL TOREL ~ 3-BHEL T RE: ~ 1-H
EEOREE ~ 1-LETHRE -~ 2-ZETHRE - 1-4&-1-HERNRE - 1,1-2
HHEL TR AR ~ 12- AL TR A ~ 2-FH A SO EL ~ 3-H RO A ~ 4-H &
PORER ~ 1-HEERE ~ 1-ZETORE ~ 2- L RE - 1-IWE T HRE
2-FHE-3-ER A~ L2- R E O EL ~ 13- R EORE 1L 4- TR AR
WREE ~ 1-LF-1-BHE T RES ~ - E-2-Z A THRE: ~ 1-OE-2-HHE TR
B LI-ZHEORE - LI-ZZEWNRE - 2-HEADRE - 3-HEDR
B A-HEDRA - S-HEDRE ~ 3-ZATIRE - REF ZEBY) -

[0019]
A - FradC2~ 6k F A - B B #IRN AR 2 C2~ 6 1E &
C PIANEI ISR ¢ LR A - NEE - ENEE - TEE - ETEE - F=

4_[

SA - EIEE - BIEE - iEE - FCfaE - ECsE
AP > FraiCl~ 4l Sk > B EERSCCHER ZCl~ 4k %
PN EI AR © HEE - L5 WEE - BEWNEE - TEE BT S

i
i
Hr

il

B FZTEE RRSCEEY -

AT > FTECI~4E A E - B EEIRE##EIR 2 Cl~ 4k &
HEEBEZERFHEIABIEN 2 HERF & FIOTEIE - =&
HEHE ~ 8 HEE - EFEE  BHEE - siHRE - MHEA -
HEE - JRHEE - 2-8 28 - 222-ZFIL8H - 2.22- 28545
E-3-RNEE  3-B2NEE - 23-RANEE - 1-aTEE 4-8T4H
B L-8T 8%

[0020]

5 16 HEEHIEREIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

RS > FrEHC3~6hxIE - Plma]flI28 - IBNGE ~ BT IE ~ IB/K

B~ BRObE ~ BRIAOE - BROM - BRI BO I Ko
[0021]

KZEHF - FTaH3~687E  BEiEEEEAFE T - 2R FRFEE
TR 2R Z3~68 2R - Gl e]F2E « 0hog ok . =k . pomg
DLl ~ MEEDE ~ OEROF - WEUE ~ DEOF - DRUE - DROY - WEy ~ BENRY - 1504~ 502
M~ DEDYE ~ SRUEME - pROE 020G B2OH - B0 - mEE - BEOE - BET
O~ EANBE ~ BY THE ~ FEOR O ~ DEORDE - DROUKORE ~ DRIGNE ~ =0k ~ =N
0E ~ PUMELK (tetrazoline) ~ PUMENE ~ OPEMRERR - DEEMREE - F OfEOE - PUE L
DE ~ DRWE ~ ML ~ PUSIEOF ~ DROF - S e - TUSIELE - &S0
DE ~ "G IETH  IEEU - 2EET c BE LK - B TR - G
R~ PO R ~ S IR ~ PUS ORI ~ BRAR S ~ DR IR T e ~ &
Wy ~ DU EWy ~ S ER ~ PUSR R ~ S 15M - PUF IS (IS IALE)
FREM - UF RIS (FRISVRTE) ~ g EEM - PUFEML(EMRLE) ~ F
FEENE ~ DU SREME (R EMRE) ~ E sk~ PO mRnh - g g - P
[ MRS g ~ G IS - RIS - ZE s 2 - U rs o -
T R s DU E M (M)~ R DU RO - I
mfF ~ POEEE 0 ~ DRUS ~ BR QORI ~ &bl ~ SEFERAE - i -
WREER TIChE ~ KT -

[0022]

AR - TR CS~ 100kER » Fla0a] f 28 @ B]|IkE ~ IRk ~ IRER
e~ BT~ BB - BRRKE  BNG  BOE - PG - BEEG BRI
TR B A BE G B R BT ag R

5 17 HEEHIERBE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

M~ B 2EE B B Howm > B SR HEE - 2aEE B
[4.4]1 0% ~ #R[4.5] 3¢ -

[0023]

REZEUHF - FrEEsS~ 1085 - Bl EEEHRE T - fFF KbilFE
THZHET 25~ 108 2 I8 > G0 Fg « ohug - okg « =k« py
o~ ORI OREDE - ORROH - DEOE - DA - EUOE - EUE - BRDH - ORI - 03
BE  BEWGY - BEDYG - ERELR - IE0 « EIE0G . mER « SEUED .« mRnk . o0E
mpos IELE 1o SR 8 S0 g s e - gE 0 e
I~ T - WB( - BRI - D3I EIEREI - BIEIFLRNE - HIE0E
By~ FELEIEUELY o EZE I . pEO . FRUENE - 00 L IE0S L oRof o
BE  EIE - EEUZOE - DEDROR « DEOR - B - SEIE0EDE  FEHEORK - 0
W s RN  SEFUE I IS0 BEIZ0E © OEDSDE - DROKOR « DR
W IR MR o PURSEOH - PUMEE - DHEOSOHE ~ DR - 4RIHDE - Y
SULIE © OROE - G -~ PUGSLDE - DRDE - CEIENE - TUEETE - 24
WEUE ~ GBI - g - 2EEH - CEE5E - UEENY - 2EHE
I~ “E R8N g R - 2E  F5F - E R - UERE -
RIS ~ PUGIRIY ~ @ IEEEEL - PUGIEEEE - S EISHE - T AIED - Iy
FEY - EMER - DUEER] - S IERERN - IUEIERER - £EEENR -
TR DU S (DSR4 SRS (RIEME) -
GUUEMY PO L (EVLE ) 4R SRR U4, R IEML (RIEME) © 4
BROE  PUGIRDE « ARIE 0 S PUGIE IR (I IR « AR - PUR
U A PUAIE T CREEAT  NEEREAT 2554

W CEETET - NEE ST 2EEEIT - SEE W - JUEE

5 18 HEEHIEREE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

T )~ R R PUE L o TUEE
BEEME ~ PO R - £ EERY - G EY - TUEE E T~ 25
WEEME - DROR - BRACORUAE ~ bR OD - U5lRK - FEOGIWRIR ~ SRR
B~ EEARFREE - SRR - 2R ERIFRE - SRy
ERAHEY - S RAEHEY - RERAHEY - ZEn5E - 2N
Mg~ TR - DU EE I R R TN EEM - 2 E R
EEURR ~ G MR - DU IR - R E IR - CE REE - PUEIRIE - 2R
DE ~ S MEREIE - DUS IS0 - e RS - g R IpR - DU S b
MR~ RO - PO N - R E N - I A - SRS
O~ CE AR EEDE - BEUR G ORISR ~ S SRS - 2 RIS - TEOR
FRuENE R E IR EEM - S OR RN - RE R IPORIE - R ARER O
TSGR~ RREERICGE ~ ERE - ESENm - R IS B~ R
WRFEIR O ~ B T ~ SURIR[4 4] L)% - |FERI44]1 1 - ZR5E
IR[4.4]1 108 - BFEIR[4.5]1507 ~ BRFRIR[4.5]1 305 ~ hiFEIE[4.5]13 8%
TRFEIR[4.5]13068 - RFEIR[4.5]1F0% -

[0024]

AT > FaHCS ~6h IR - HIAH] F8R © KT ~ Ok ~ BIK
W~ O - B A B & F

REHT - FTalS~6 2R - Pl al g @ RuSmp - FREER - oR
M~ DRUKDE ~ DROKORE ~ 0 " 0ff ~ 08 0k~ D2 - IS0~ ARl ~ BT -
TERGRERICE ~ R - TR - E S - e BE . g
IS 0f ~ I M 0B s G IS RO s g B
TR ETE - T mEM - R - g MEly - gt - TSIk - R

5 19 HEEHEREE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



DODAA

LA 0a05,

0095

LI~ AARIE AR AN I I I g

I “fldH N “/J@} N MM "'Ardf?"ﬁ DL ~ MHMN UL]IM}\[E ut]mg FLILY 1R

(HLIRRIE) ~ DU 4G Y

EIMA IR ) > PUAG RS IR ~ DU Ies (e Ik

R+ VUAGISIE « DUSGIEIE (REIRRIE) ¢k SR S

i)

PULA IR > PUAGIHEE > PUAQIWE ~ DU B0~ DUAGIEIG ~ PUAGIRNE ~ © 7

ORI ~ DULGIBENG ~ DULQIENY - DL -

I~ LIRS AR~ AR S BRI S IRIE > WRIRS S WELIE ~ IREIAR
IHEMRISG ~ THEIRARS ~ IR - THEIRE ~ IGE 60 DI  DEEICISSE < IEEIIER - 1k
[ » [ » ILW\P‘\ ©

(0025)

L iy
{,;f”"’”if'xm,.
o

TN

[41:13]

4300 JIEEIIRIED

C263865A.dox

[ RITE EIRTR ARy .
r,\",“‘ule;::i i A0 [ feyran



i

‘ll UK

Fl |

(148,
il ,",|‘!

T, {

A i
K

R T Wil
'hm.z e ) v Wi
G |

P b‘*z

E ‘“ iy

A )[) 8

vrht:"wzsrﬂ‘u‘xamm).) - 'l

‘nquh‘.;x,x.;.‘x.,.‘

i

« X‘”“““j""‘l‘l"uv .

I
§
L "(‘t““. I
M e
" el
X 5% 1T I o~ o ; NN NGNS
ATEG s fE LR 21 5CO0NT o
e % T I oA g ey g
SV TTIEEEE (R AD R s - JuC1 \’)QHL ©

jja{v»/ Cl o~ ()i@“

o

JATIPE

AU s X B EACNIGECRA » YT ELGCRY -
AT s AR 0 s CIIgC R 5 o

S K 3% 1T I . 5 ‘Hi'w' 790 7y D] .

SOUTNIER (AR 1 TG CRY .

hoo e 2]

ATE] s A5 LR i A

/4\),’%%” ﬂ‘ﬂﬁ i ’W:WNJJLJM;( > ”/ L/{ |

41515
FIGHI RS

)

C263865A.dox

L0893,

R I



£
P i,

i,
HWMN e
h by o
N

9
2 i
A

9

SV
i

A Y
[MESYN

i
asilny 9

“W@w

[R

ALy

[41:19]

C263865A.dox

LL31089:5, b g

IR




202440095

iy ) i
s Mg ) it )

N ‘x“\[}!.ﬂ‘m

"
IR
- f
,If;
OTUIRE
I - f

I
i
I

I
i
I

ACBE 0]

e L2 L3
NN AN v

N
I

TR

PRI
7.

/54\%]

C263865A.dox

e

13108935 G Bl i

EI - A

R AR )
j;ﬂ\%/ \\\

2 m/@ ?
SN s
R /jm/ \\\)
B ,jm/ R

AT

j;ﬂ\%/ \\Q 18

Ry
{ i,
/54\%]

I

By
v

/;ﬂm]” 9

A

e Gl

P s A 1w q
» Ty
e e Sy

e

I ﬂ

HC1

)

~ A

i ,yu

3 s ]
l

I,

Wl

I )

By

v

/ZQ/K/

~

Hﬂlﬁnwj ced]

L

Rt QAU

B

m()

y -C)

7

o

[m

BL'A

R
HEN

/54\%]

G o

e o L2 L3
{CR™R



Wy
"

o i

It

o s
1TH /’zim/

Wy i

 W(3)CT ~ 4

I )

}{1T i wjjﬁ“/

‘“ 1T \ﬂ%/ﬁmj

AR A

C (3T ~ABg

AP AR

C1~ALidl

C(B)CT ~ 4K

\y\f"lf T*,*.

RIS ,J/J\ J

S AL

RN

Pl

ekt > i

9

] PR

e Lk

prZaste A

C263865A.dox

AP 1103



202440095

FERIBT LT -

[0031]

AEHF > ERRY BERDITEI~SERYEIAZCI~THRE -
(2) AT &E 1~ S{ERVZE X 2 C3~THF A ~ B (3)Cyc' - fERAR* » WER)T
1 ~3ERY UL Z C3I~THEEL ~ (2) &K1 ~3{ERVHUL ZC3~THEE ~ 5
(3)Cyc! » fERR* » FHERD)TTLL~3{HR IR 2 C3~5fEHE + (2) 141
~3{ER*HL 2 C3~ 51 E ~ B (3)Cyc! «

AREEIAF > RY ER¥ I3 RIB T B -

[0032]

AZHE > {ERCyc! » BE R ()T ~5{HR AL 2 C5~61RIR -
() H &1 ~5{ERZEU R 2 5~ 6 BFEIR » R (DI ~SERE 2
RE ()T EE 1~ 3{ARZEUR 2 LY ~ B (3) T] 481 ~ 4{FROZEL 2 0L 0E
ST R Sy TT AR L ~ SERTELA 2 R E - T R T AL L ~ 3{f B R AU 23R
£

o

[0033]
AT > fEECyc! » TREER
[1E22]

A©>(R51 )r

(FF o rRIR0~S Z BB HM R s Ron il EAHE 2 &%) > FEE

[{£23]

5 25 HEETIERBIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

(R™)s

(FF > RIFR(HER ~ MRCI~4f % > RPRIR(DEER -
(2)Cl~4f7E > sToR0B ZE B -

[0034]

AT - (ER/RT S ERER

AT - (ER/RRT > ERER -

ARSI - fERr  WERO~2ZHE -

AZHT > FERR - ER(DEE ~ (2)CI~45EE » ((3)CI~4K
iE o FEASEER -

AFHT > FERR? - ER(DEE ~ (2)CI~45EE » ((3)CI~4K
iE o FEASEER -

[0035]

AT - (D RRZAEEYZ P RRAEERA-1)

(P MR LR 4B R R 2 b  ERI-DRE
T b ey —HERmR(-2)

5 26 HEEHIEREIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

(P MR LR 4B RR 2 e s BRI-)R
T b ey —HERERA-3)

[{£26]
HOOC

(1-3)

(= > L% R-CHRY -8, -CRR Y- » R¥EFHRATLE 1 ~ 3ER AL >
C3~THiHk ~ A4 1 ~3{ERZEUR 2 C3~TIHE « HCyc! » HAL IR TR

FHAEE Zg@)EBRALEY) -

[0036]
N BADE R ALY 27— PR ER(1-4)
[{E27]

5 27 HEEHIEREIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

G 2fFREor Bl B E &R ey - Eld-4)%

MZAbEY L — B REAJ-5)

[{£28]
HOOC

(FHF > 2EFRFONE LIHE Z &8y R Z(EEY -

o BADFR ATV Z B —PREREZ1-6)

5 28 HEHIEREIE)

C263865A.docx

113108935 FEHESE A0202

1133176295-0



202440095

(R REERFRA AR &) %R 2 (bay - BRA-6%
2 b a2y — AR B A-T)

H

(> 2EFERRE FIHE 2 28R ZEEY -

[0037]

AT - EADRTALEYHREE > — PR AU TE

(1)(1R,2R,3aS,10aR)-1-[(1E,3R,4S)-4-(2,4- — & H F)-3- & &K -1- %
W -1-E1-5-%,-2- 58 £ -2,3,32,9,10,10a- NG - |H-ZE 3 [b] 3B 1L [£]VE BF 5 -6-
BEE

(2)(1R,2R,3aS,10aR)-5-&,-1-[(1E)-4-(2- & A £)-3- 8 & - 1- K 1H-1-
B1-2-¥8E-2,3,3a,9,10,10a- N G- TH-ZEH [b] IR K[ 105 BE 55-6-F& % ~

(3)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4- & F) I8 T £1-3- 5 & -1-
P -1-K }-2-78£-2,3,3a,9,10,10a- /N G- 1H- 3 [b] 3R T [ 105 BE 32-6- &
i

(4)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2,5- & H )38 T £1-3-1&
Be-1-NME-1-EE ) -2-78EE-2,3,32,9,10,10a- N & - TH-ZR H [b]3R [ [£]05 B B -
6-# % -

(5)(1R,2R,3aS,10aR)-5-F-1-[(1E,3&)-4-(2,6- ~F A E)-4,4- _F.-3-
529 H(EWHSRE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

RO 1T - 1- 55 1-2- F0EE-2,3,32,9,10,10a- 75 - | H- 2 3¢ [b] BB [ [ 102 B
i -6- R -

(6)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4- & F) I8 T £ 1-3- 5 & -1-
- 1-A }-2- 8 AL -5- B EE-2,3,3a,9,10,10a- /N G- TH- 2K 3 [b] B2 K [£]105 BE
F-6-FREE

(7)(1R,2R,3aS,10aR)-1-[(1E,3E,48)-4- 7, FL-3- ¥R EL-7- HH EL-1- 3 0% -

1-A&]-2-F8Ak-5-H 5-2,3,3a,9,10,10a- /N &- 1TH-ZR H- [b]ER K [£]15 BE 52 -6- 74

=
RSP

(8)(1R,2R,3a8,10aR)-2-FL K -5- FH K- 1-[(1E,48)-7,8,8- = 4, -4- FE 5
4-EHEE-1,7-32 %-1-££1-2,3,3a,9,10,10a- N G- |H-FE £ [b] 38 K[ £]02 g3t -
6-# % -

(9)(1R,2R,3aS,10aR)-2- &£ -5-FH E-1-[(1E,4S)-8,8,8- = &, -4- &L -
4-HH B 1-3E)%-1-%1-2,3,32,9,10,10a- XN & - 1TH-ZFH [b IR TK [ 105 BE32-6-F&
i

(10)(1R,2R,3aS,10aR)-2-¥&FL-1-[(1E,4E)-4-FEEL -4, 7- " HEL-1-3¢ 1%
-1-F]-5-H%6-2,3,3a,9,10,10a- )N G- 1H-ZFE FH [b 3R L[ 105 BE 95 -6- 32 % ~

(11)(1R,3aS,10aR)-5-%&-1-[(1E,38)-3-¥&EL -4-HH EL 4- R - 1- TR 1% -
1-%£1-2,3,3a,9,10,10a- N G- |H-ZE 3£ [b] 3BT [£]12 BE 35-6-4

(12)(1R,3aS,10aR)-1-{(1E,3£)-3-[1-(2- & E) B8 T £ 1-3- & -1-5
f#-1-%:1-2,3,32,9,10,10a- N g - TH-ZEFH [bIER K[ {115 BE 32-6- & L -

(13)(1R,3aS,10aR)-5-F-1- {(1E,38)-3-[1-(2- & 7 &) B T ££1-3- 58 £
1-P9k7-1-%£1-2,3,32,9,10,10a- N G- |H-2E 3 [b 138 TR [ fIE B 55 -6- 72 T8

(14)(1R,3aS,10aR)-5-5F-1-[(1E,3€)-3-¥&F-6-FH FF-4- i HE-1-2

% 30 HEHHRE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

f-1-%:1-2,3,3a,9,10,10a- /X G- 1TH- K H [b IR K [£]05 e 3 - 6- 2 %
(15)(1R,3aS,10aR)-5-5F-1-[(1E,38,4S)-4- 7, B3 - ¥ EL -1 -3E )% -1- K-

2,3,32,9,10,10a- N G- TH-ZE 3 [b 138 IR [f1IE B -6- 5 18 -
(16)(1R,3aS,10aR)-5- & -1-[(1E,38)-3- & £ -3-(3- K B -3-F 5B T

B)-1-N i -1-41-2,3,3a,9,10,10a- /N & - TH-Z H- [b] B8 K [f] 12 B 3% -6- &

=
RSP

(17)(1R,2R,3aS,10aR)-2,5- — &,-1-[(1E,3&)-3-¥& EL -4 HH EL -4 -
1-75%-%1-2,3,3a,9,10,10a- NG - |H-ZE H [b IR K[ £105 BE 52-6- F& % ~
(18)(1R,2R,3aS,10aR)-2,5- 4 -1-[(1E,38)-3- & K -3-(3- K K -3-F
IR T E)-1-9F-1-%£1-2,3,32,9,10,10a- /N - 1H-ZE 3 [b ]38 1R [£]0%2 B 8 -
6-# % -
(19)(1R,2R,3aS,10aR)-2- 5,-5- &, -1- {(1E,38)-3-[3-(2- & £ )-3- &
IR T -3 A 1- NI -1-7£1-2,3,3a,9,10,10a- 5 G- 1H- 3£ [b1 BB TR [ ]
05 Pegi-6-F4 1L
(20)(1R,2R,3aS,10aR)-2-5F-5-&.-1- {(1E,3&)-3-¥&EL-3-[(28)-2-F £L-
2-FFEER T AL-1-NH-1-41-2,3,32,9,10,10a- /N & - 1H- R - [b1ER K [f]02
BEL-6-FEBE
(21)(1R,3aR,10aR)-1-[(1E,3,4S)-3-¥&EL-4- H Bt -1-3E % -1-£L]-5-
£5-1,3,3a,9,10,10a- /N SR I [3,4-b] [ 1 1ZR IS PR -6- 32 I
(22)(1R,3aR,10aR)-1-[(1E,3&)-3- 58 AL -3-(1- R F AR T &)-1-N -
1-E]-5-H56-1,3,3a,9,10,10a- N EBR I FH [3,4-b][1 1R H IS Be 5 -6- SR L
(23)(1R,2R,3aS,10aR)-5-%,-2-¥&EL-1-{ (1E,3£)-3-F&EL-3-[1-(2- FF £L

FE)BWNAT-1-IWiE-1-£1-2,3,32,9,10,10a- /N & - TH-ZR - [bIEE T[] 05 B

5 31 HEEHIEREIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

H-6-FE I ~ B

(24)(1R,2R,3aS,10aR)-2-5&&-1-[(1E,3R)-3- ¥ K -3-(1- E E B E)-
1- PN 1%-1-%51-2,3,3a,9,10,10a- N Ei- TH- 2K G [b1ER K[ £105 BE 32 -6- 32 % ~

B o

[0038]
[ Z Y]

A

[{E31]

o

TGS AR E < B R RI(RlafCE)

[1E32]

/

FORIEAE AR E < AT AT AIRIBECE) -

AT > BURHTEE 74 2

[1E33]

e

HEMEFHSHE > RBoruficE ~ PiCE - R HFZEEBEER RS
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afit BB BHACE ~ T —3F& (JTUPAC. Compendium of Chemical Terminology,
2nd ed. (the "Gold Book"). Compiled by A. D. McNaught and
A.Wilkinson. Blackwell Scientific Publications, Oxford (1997). Online
version (2019-) created by S. J. Chalk. ISBN 0-9678550-9-8.
https://doi.org/10.1351/goldbook.) -

[0039]

Ban - 1E R EHEG7-3 5 & 17-4 2 AL AHY

(1R,2R,3aS,10aR)-2-F&EL-1-[(1E,3E,4E)-3- K E-4- (=5 HE)-1-3F%
K-1-%51-2,3,32,9,10,10a- )N G- TH-ZEH [b BRI {]15 BETL-6-F& B2 73 HI| 27

(1R,2R,3aS,10aR)-2-¥& E-1-[(1E,3E,4R)-3-FRE 4 (= & H H)-1-¢

lll
3

3

SEL

f#-1-£51-2,3,32,9,10,10a- /N E- TH-ZR - [b1ER R F1HE5 PE 5% -6- 72 %

(1R,2R,3aS,10aR)-2-¥& E-1-[(1E,3£,48)-3- 1R E 4 (= G H FH)-1-F¢
f-1-%:1-2,3,3a,9,10,10a- /N F- TH-R 3 [bIER K [0S PR dE-6-F2 F - B0RoR

(1R,2R,3aS,10aR)-2-¥& £ -1-[(1E,3R,4R)-3- 5 F -4-( = & H F)-1-3F¢
W-1-%1-2,3,32,9,10,10a- N G- TH-ZE 3 [b1IBIL [ PR 5 -6- ¥4 5

(1R,2R,3aS,10aR)-2-¥&F-1-[(1E,3S,4R)-3- ¥R F -4-(= G H £)-1-3¢
f-1-7£1-2,3,3a,9,10,10a- N E- TH-ZEH [b IR [£105 BE 3% -6- 32 %

(1R,2R,3aS,10aR)-2-¥&F-1-[(1E,3R,48)-3- ¥R H -4-(= G H £)-1-3F¢
W-1-%51-2,3,3a,9,10,10a- N R - 1H- I [bIER K [F]05 PRt -6- 4 B ~ B¢

(IR,2R,3aS,10aR)-2- ¥ E-1-[(1E,3S,4S)-3- R -4 (= H H E)-1-F¢
WE-1-%51-2,3,3a,9,10,10a- N E - 1H-FK I [bIER K [f]05 PR -6- B fF -

Blan - pr—IB R » H ] 7-3% 7~ (1R,2R,3aS,10aR)-2- F& 5 -1-
[(1E,3E,4R)-3-¥FCE-4-(= & HE)-1-7%)%-1-51-2,3,32,9,10,10a- /5 G- 1 H-
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A [b1ER T [f105 e -6- S BEHS - H a1 7-4R R (1R,2R,3aS,10aR)-2- 5

B:-1-[(1E,3E,48)-3- 18 A -4-(ZHm H £)-1-¢0%-1-£1-2,3,32,9,10,10a- N
STH-ZR R b1 BRI R -6- 32 B8 - NS — TR F - B fl7-3% 7
(1R,2R,3aS,10aR)-2-¥&EL-1-[(1E,3¢,48)-3- R E 4 (= H H H)-1-F%-1-
£:1-2,3,3a,9,10,10a- /N & - 1H-ZRH [bIER R F1E PRk -6- PR BEES - B ha(7-4
T~ (1R,2R,3a5,10aR)-2- 5 EL-1-[(1E,3E,4R)-3- R E 4 (=& H H)-1-¢
f#5-1-%51-2,3,32,9,10,10a- /N F- TH-AFH [bI1ER R[] 05 B 5L -6-FR B -

[0040]

EREBERR » FRHRE TR A TREBMUEER T Z
HAth A L& YR o] (E M [ R R -

AT - BEYEEH2E - PIaObiE - A - BE - iEE
fe Wi A - fif bE B (alkylene) -~ i1 J% B (alkenylene) ~ fif gt Bk -~ 55 foe B
(alkylidene) ~ upffi Ak (alkenylidene) G ¥5 B 3 & J S i - i - EEHE -
B meBET 2 REYER - 288 - THAR - K8 - A BRIk FE
SMEEZZBEBYRE - S - ofilE - PILE - SRERBY - IFHGEE
Y~ BRI LSy E (DR - Lig - dis -~ 182) ~ & o B
AR Z MR (SRS - (B MEER) - P EEY) - EEEEY - HEZ
EEIERZREY - HIRREY - HBEBYITEENAREHEF -

X RS ZREEMALEY N E T B 100% 4% » N E R
FES0% 2 HAth 22 RAEY) -

AZHF - AFFALEY < HESRAEEEEXDOER R ZLE
Yy~ HE - HABISY(PIaKEY) ~ AN-S Y ILE & - 5=
(WEFTRZALEY B BRI GV (BIAKEY) B ILEE 5 -
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[0041]

BADFERZAEEV A AR AE(E B E 2B - BEER
KEMS - > MWERSES ERFFZE - (ERHILEE - AIfI2 e /E
(# o~ F) Lt EEE - F)ZE  HMEBER - #5) 2
DR (VU B g B8) 0 SR8 DR S A (WU Aer - 1Bl - =24
Mr o~ BERE - N - ABM - 4K - BIGER R FRA4AKE - B=
TERE - LR - IRVE - IRUF - BB AEERE - T OBERE - ZOREHE) A
S ~ N-TRE-2-R O Mg~ AR A L F% (deanol) ~ 2-(Z L& A) L
A%~ 1-(2-F8 & L F)MEIR e - BEfZ L - fERa B - N-HE-D-B Rt %)
LB BB (i L RS (BR RR B - SURBREE - S HLERER - MURRED - Wi
BeE8 - ERER ) - AMKRB (LR - =s JB58 - AW - BHORRE

RED - TR - T A SRR - SRR BRI - R

1

=
FR
B

[0042]

AAMFERRACEVREB ] DIOEAR &Y L P RRFAE » IRA[ LA
BUK ~ R FHE FEFT BRI RER GV B EFLE - (FRIER &
Yy mERMEEMEEKEN - EERKEY - BRDOFR R ZEEV
HE AR AR T AZE L /AR &Y -

HEADFRRALEVZABEN-2Y > rEADFERRZ(E
VI RRTERLE - o BADOFRN GV ZN-2(EY) 8] 1M 5L
Ry Latip( ) B - %8 AL - BRI -
[0043]
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AAFERR G EHE T DU E E 2 L 48 &§ I R B L 45
i L JOREFAE  (E R ILaE R - BER A FFRF 2 &SP K 2

Sl FEETE o NS o RN R LA 2R [E) 1 TR B 1F R T B
ZEmERRBILGHE - o KEFIA] BT THEBZESRE - LER

ARSI A - IR RE RS Rt - BGEm BIEM G R ~ B0E
R B — eV E R iR A - (EREE LG RP R - ATHI8 7
Pl AR R - BRIAEE - C R - RN - OBk RHEE - 4-58ESR

3-FEEHEL ~ PRt - ER LT © A Ok - A8
Befe ~ —OREHEORE G - N-NE-F O - “HERELRE
2(Z LB E) LTF ~ 1-(2-F8 5 LB MEIRIE ~ 4-(2-F8 & LB IR » N-H
E-D-ZRankly - Hhehz - il - e 0 KA REa Yok
C R E)E

[0044]

BADFER NGV IAMERENREVRNETRNBERERS
sl 2 R emEt A BEBADFER R ALEM 2L - ERENDFER
mzibe?smeE > IREADFER N2 akE BT
B B B B ERAE - BfE -~ BRI (E 2 baP (WInER(DFRrZ(E
EWY) 2R Al - PREERAL ~ DR AL - (5-FE:-2-fIE -
1,3- R R R A -4-F) R Ak b - DUERmg(b ~ MErg e A& H &b - %
KERE AR EE - ZMEENEL - B=ZTELZbe?=)  RENOD
FRNALEVREREZBPR > a8 - SRR - ik - Bk
&~ WL 2 EEWBINENDFRR A& ZFEEK LR - PR
Maft - WRRME - RrKBR(E - BRIaMa(t - R T % ZRaft - WhERRE - ZHE
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BEHEREZEEYE) REAOEFER T2 LEVEEREZ B
> RIS ZAREWEEL - B L2 tep@WnEt)EERr~ (S
Y2 BREW ABR{E - FBR(L - ARERERL - CHERAFEL - FREE
EHEEL - CEEMEE LB - BRER(L - O-FHE-2-fIEE-1,3- &5k
BRIE-4- B WL - MORERELEEL - FEBR L LEMEE -
ZELEGITERRG AR AL - X BRDERTRZALEYZ
RIEN BIER &Y - X BAMFEER R GV ZREEN T B E I F
JE 1990 ] (BEE S 24 ) £76 (/7 FEst) $£163-198HAREH Z
PAERBEHETEEREROERRZEYE - £ BROFERRZ
{e&Y /R R E AL Z (F40°H ~ *H ~ Y'C ~ 3C ~ “C ~ "N~ PN~ 0 ~
70~ 180 ~ S~ I8F L 30CT 1T S PRI TR

[0045]
[REBA LEY) 2 BIE T E]

AZER(LEY TR LR ITENN (GEAREIL : BERARE
5 B9 (Comprehensive Organic Transformations : A Guide to Functional
Group Preparations)) %5 =Pk (Richard C. Larock, John Wiley&Sons Inc,
2018) RELE 2 70k ~ BE LG 8 2 U7 A S B E O R AR & {5 A if
?L% o

BR(DFRZALEYF 2 EH(T-A)
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E g (DMF) » Z“HEE LGE(DME) ~ ZIStE ~ J1F ~ 48F ~ & H
F)H o~ BOKF -~ SRECERGRT > REm(BlOE b - R - 8L
o BB g - =T EES - REESY - =i+ RE#EF)ZFLET 0 R-20
~T70C ZIRE T RIEIM#EST

N E AT > RIE2E T AR > FEH R e L S 2 i =
(AR ZIEEVIFR A BRI (HIZ0THF ~ DME ~ B ~ &K - 4
Bt~ ISEEE) T o B L#T ZFAL TEGEFEAL T o 5 A2 R A (540 6 =
£ ~ WE(LHEFE) > R-20~50C TRIBMAET - > RMEEFEHRE
— LR EEY 2B > (£ A B R (B 40 = R AR R & R
(diisopinocampheyl chloroborane)3) ~ B¢ i i (o Bl B2 B [R | 2 e &
((R)-2- B Ex-CBS- U5 M b g 21 < {1 B - DU &, 15k IR s = 77 BB e - —— B B it 25
a¥) -~ (9)-C)-BEm AR bensfFE) > 11-100~50C ZIRE T #LT

MR IES RN (r8E 2 LR N IEZE B AT AT - s LT
ZJTREEAT o PIAD AT BIER - (D) e tEKEE 2 L ORFE R IE ~ (2) BRI IR 1
TZLIRERIE ~ QN AR L LIRERIE ~ (DI IEE 2 L IRFERE -
SFEREE L L IRERIE - (O FEAEBHEEY 2 LIRERIES -

[0047]

BRGSHHZFE LA

(1) A1 FH i MoK i 2 2 DR a8 R HE 1) 20 5% 3 B 78 ) (B 40 FH S~ DU g ik
o ZIEHRE) T ERBEE L a8 tMInE st - a8 - |
fLHF) B EB LR LYBIUaE(H - SR8 LHF) IR E
(BP0 B2 3 ~ BREE S F) R H AR RNZ F L REY - 1R0~40TC T i
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()BR IR T Z L RFE REP B A AR (P & e ~ &5 ~ =
Bt~ AW LB - HEE - RINEE - UG -~ FHES) T - P A R ()
WLEE - =8 LB -~ WhElt - HHRERS) © Ui (P8 - Mk
F)NZF RV BINERRE LWF)T - 102.2.2- =8 LB ZFAE T
JEFAET > FRO~100C F#AT -

(3)FI FH AR 2 25 P 8 S HEE 491 50 1 0 ) ({87 a0 it 2 (B 400 DU S Bk e~
IS~ “HEELNE - ZAME)  BARWGIOHE - %) ~ F&RGIA
7 HIEE)  BARWBIOARE - HELERHE) - BARGINIES) -
(BN N-“HEHERREF) ~ K~ 2B AFE ~ SBEsEZ S W (E DL B 2R
BEMEF)T > R GTst-x - 88 - SR bll-iK - FSb$H - FRE
FVIFALET > RWEBEIE T ZERAE TEHEs#FE T > 10~200
C LT -

(Y fe Bk 2 2 PRl R HE B A0 7 BE 50 BRV/KCR & 2 3 #7a I (B1 40 Y = ik
W~ ZHES) T (ERP T E#m bsg - R0~40TC M#ETT - X BIaInR A
Be(Pl LB ~ —a LBk ~ Whalk ~ HHFERS) - S (f1aEs
B F ) F LRV (PSR B/ ZBEF) T > Fr-10~100TC T i

=
RSP

(5)(E 28 & 4 PRl BB B Be M8 B (B0 L B2 ~ pHIE4.2~7.2
ZEER - HZFARENEREEFRER ZRERF - R KEFEL
FAET > SFEE—EEIE S K —HER0~40C NE&T

(6) 1 I < 8 #5 & W) & 2 DR v S e B 40 s A 3 D 1 (B 40 — & R e
N,N-ZHEHEERz ~ WEPRM ~ LB A0 ~ 08 ~ ZBkE ~ ZBE5) ~ K
L FEREER T > RERARBIOet =T &Y - Z LW - 2

5 40 HEEHIEREIE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

KRR ~ DRUE ~ 2K - HEIENESE) ~ ARG LR - Hilk ~ 2-2&C K
S R/BCH RS (P02-LETEH - 2-LECERMHE) ZFELET - P
R (B0 = BB ) 2 R AL TEGEFAE T - (EREBE S Y (B

(ZREBHH0) ~ ZF LB (=RER D ~ ZBEAD ~ f(E=(=%
B (D) - 20~40C T#LT

o B EHLBAAN > JRAIFERFIAIT. W.Greene, (FHHEER T 2~ fREE
(Protective Groups in Organic Synthesis)) , Wiley, New York, 2014F730
& R MET L IRTEE

[0048]

TE R R 2 (i A (BIERES BRI F & 2 T) - flom] fi& © H
B ZFRHE - HEEAHEMOM) ~ 1-L8E LA (EE) - HAALHEE
HE(MEM) ~ 2-TUEIRE A (THP) ~ = HEW A (TMS) ~ = 258 74
(TES) ~ F =T & _HEW KA (TBDMS) ~ F =T £ " F A KA
(TBDPS) ~ ZHaB(Ac) ~ FrriBRE: - FHERE - HEEFHERE - T&
(Bn) ~ HHFATE - A REHRE (Alloc) ~ 2,22-=F L REHE
(Troc)ZE o

TE R R B PR > DI A B8R © N RERE - =T KEAKRE -

N EE AR ES (Alloc) ~ 1-H - 1-(4-T 25 5L ) £ B e Ak (Bpoc) ~ Z & LM
B 9-s R H S EARES ~ WA (Bn) ~ HHEETE ~ TEREAHE(BOM)

-(ZHEW A L EEHESEM)E -

TR R R IR L » I B2- VUSRI E(THP) ~ BB =T B H A
W iEE (TBDMS) -

TE R PR B PR A » PR B DAL - RE R AR 5 it H 58 12 14 3t A
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B2 B HMEFR IR E o B0 0] FHT.W.Greene, (FH#EG KT 2 IRE
Z ), Wiley, New York, 2014F70& & -

[0049])
D EFRALEY)F 2B (1-B)
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R L\R4

HO
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(FF > ZEFIRROR I EAUHEE 2 &) FRon ZALE YA RS d B =
(I-A) TR ZAL & VT /K ER S g B -
2% /K BRI e (PR BE 2 5 DR R i) /& S BT JE AR > (3 =] B 28 7 i 1
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M > BT BN A% OB A AR 2 A ETE AL R H AR =

HIBRI GV BIKEY) ZR0E -
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[ red B2 BNATY R 2 EEY R m A (A6 R AL
EYVETIREREM RS - Pl ARAER (FI4IDMFEZE) 4 » {55 R g (51
WBKMEZ) » R EEY(PINEE=HEWHE(TESC) ~ f{bFE=T

CHEEE(TBSCD ~ fAEE =T A FEWEE(TBDPSC)Z) » j2-100
~50C 2R T LT

[ re B2 B(AS)Y R b &Y AN (AR Z AL
EYETERKIEMEIE - flailARAER (IR - 28 - TUEER
B~ S d - EHEZEER (PS5 T A (DIBAL) ~ S bsa#
%) FA-78~80C F#EAfT

[0052]

[ g BE A2 - E3Z R AT E AT » B30 5 A 1 s B (5] 30 41 7K H
K THAREAELEK - MERRBEE)J o 5l (F1 40N H A TR E b
(LHMDS) ~ “RANEAFR#(LDA) ~ TE# - F=TEHN - @/tNF)ZF
T ER 4R (Wittig) sl (PR A =R A8 E) - 12-78~50C

T

[ g BEA 2 - B4R R AT EHIET B30 573 1 s B (5] 30 41 7K H
oA L4 - CHEELE  HEES) T o TS (0 A
RE = (=ZFREFHE () ~ 18 77 i il 7 5 ) 20k # 25 (B 2 Jacobsen fif £
%) R20~100C 2R E T ELT

[ HELBR=2 T - RMES R HET 2 SEHE K HE 2 R AT RIRY - Bla0FE h
EARER (PN 8 - L8 - SR - L85 ~ 7K - B3 i
(WEE LGN ES _HEE _ 28 (DEAD) ~ R _HEE 2N
L1-(B 5 ZHcA) “IRBE(ADDP) ~ 1, 1'- {8 S8 (N, N-  H B HBE ) ) K gk
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EEYI=REE - =T EK =AW - BEaPas o =x«
(PS-TPP)) Z fF4E T ~ BN (D) ERES (Ylide b &I (R A HA=T
i~ BA T HEAZ AR ZFET 10~ 100C TR EMmEST

RIESBE2F > KIE6Z R AT EAIR » Pl ARSI (HFEE - NS
BRI ~ RS RSB | S LY(EE W - S8 1t - S5
E#HE) 2B S8 EYWEERLER - SRL5%F) 2k E (ki
o~ BREEIH ) BECHOKIB IR EGE S 2R EY) - 170~100C ZRE Ni#EfT

[0053]

IES A2 » IESE RBTE Y » Fla0 i A 8 S 7 (F 40 B -
CEHE - D8ORS (EHE SRR WI2,6- T RNAR AR
Wi oo Hr Z5 As (neophylidene) 8 (55 =T FZ)$H(VI) ~ 2,6- N E AR ARG oo %
T EAEONESE =T E)H(VDE) - jR20~80C ZIRE NETT

[ HEL R 20 » KBS A PT E AT - B0 A AR (FIa0 R
THF - DMFZ)H » NEZEBI(FI0ES) R EEEGnE(=(FE=TE
BEN L (PA(P(t-Bu)s)a) ~ PU(=ZKEME)HE(PA(PPhs)s) ~ A ALEE(= AR
5 (PAC12(PPh3)2) ) 2 FAE T - I —E&ABRE R T » 1R50~100C ZRE
TEETT -

[ HESL BR2H » [ HE 10SE G BT AIHY - (1) FE {8 16 < 8 il 2 (110
sk ~ FALeH - sE-FALEn - FHRE - B S ARWilkinson)§5 &) ~ 745
oo SRR - NARER(PIWOHEE - 28 - B4l - &89k - =
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FETMmAETT

[0054]

[ e B2 AR ZALEY M HEN(AIDTRR L
(LY #EAT Fall A Rl SO 2LE -

g 2T > BAADR RGN EN (AR
{beV#ETSEMEE - (ERELNE > fa0= fl4

(1) FIDMSOFE AL (B AT S (Swern) S Ab) Z Ji7%

(2)FE RS-/ T (Dess-Martin) st Bl .2 )57

(3){£ FHTEMPO(2,2,6,6- V0 FH ELORIE - 1- FAEYD K 2 J77AF -

[0055]

fER— 0 - Bagai R AIDMSO S L2 A » BIA1FE AL A 15
(PIm&EAG ~ &~ LR AEBF) T - WELEE(PINERE - L8
Bf - oie- =S bbisd o ¥F) ~ KEALE (B0 2 HE =i (DMSO)E) 2
FAET » HEBLEYIRIE - EinA =0 =C0  NNN-ZRFEAL
Eofg o~ N-FHEDRIR ~ N-Z AR IRDE ~ F FEEEER[5.4.01+—0R-7-J& ) it-
78~40°C | e 1T

AHHET ZERET > HREAFEF L2 e > fTFHER
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B H gk (DMF) ~ _HEE LB (DME) ~ HEZE) S » PR Eg(fla (= HE
W SoE B ~ RN EERR - TEMES) ZEFELET  H-100~-20T 238
& K FE T #ELT

IESBE3 o (R R 2 A RERIEERATE R » qIFH Fitk
IREEIE 2 775

[0057)

DR~ baYF 2@ J-D)
[{b41]
HOOC\(@\xa
X

HO
(G 2 RN EIUHE 2 & ) Fon bWyl s i S R
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[0058]

ASHHEET ZERET > RAfEERFER ZLa?plaiEz(A2) - i
#(A6) ~ HEF(A10-1) ~ HE(AL3) ~ B (AR ZALEVIERATER
By > A A AR AE Gt BE -
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ARHT T LS RET - WMEZRH > tFEMNE R HE A £ FH K
B RS~ WOIREURIOR T T

ASHE T 2 S ET > EEERESR ST T RSV InEZE
LG~ BRI - BN CRRE) B SR -

AHHET ZERET > KIEEYI AT RAETZ > IR
NEREE T 22k~ (E B BB BE Bk E RURAMH E AT ~ CEE AT - BT
L tels ~ BB IR ECE BT BRI - BERFAETAL - difbH]
FI B S AT - N AR S T S R AR AT

[0059]

E R AR a2 BiE A2 BAGIURE » JRaJ ISR LI~ o

—REEUE A (DR ALY 2 )57k - ZEE T AEEO T
T

FE ()
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[t
TORGEEFRR TR GETFRAE Y FEL  TORTOFGH
3 R EET  HA AR BUER () 2 R 2 &%)
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TR AL VAT /KBRS B/ B0k PR S fE

BRI TR om L FC R & R A - B R RFE AT 2SR BAMEIE -

T'ORRY 21BN 2 /K il S HE (P2 Ak = 25 PR S ) S22 R P B Ay - )
Z0A] B8R g 1 K AR S

TR FCE 2 reB R ZBIPN - Z A RERE TR AR RS
plan e g g © (DA KEE 2 KRR e - QBRMERRAE T 2L MR8
FE > GONHERE L ERERIE ~ DWW L RERE - OEAEEZ
EORERE - (OB Y L RERIES - 557 20

I > WFE BRI RZERIERN A AR T AETELRHER L
HRIE -

MBS AT > JKEE R IETR AT By

(AEEINT /R - T REFE TR EY T KRR IE L
TE O REzBERE > TREENXO e (R BCOOH ~ ZFHCHR'Y -
RYOT L) B H B

[0060]

EE
AZRbeEY cEN TR > TEABELZRMHER -
[0061]

[fE AT B &)

A& IH(EE&Y) 0] F{E B HEP3 S E)EM: 2 EP3 5@ -

AP el BEAEP3F®ENE - SUm a2 Ry ol R B R=IA (G120
R E IR ST RS  LHEZE - JERERE - BOtIRFRF ZI6H K/
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ASEG SV BIA T B B 2 06 B R ST - B 2 — T A
BIBILE RSB R -

PR 2 BRI o (E BRI - B4 R E R 28
FE S - 1IN % - BRI - R MR - 2P (EB R
EE B BB 0 TP REIEE R - BRE(LE - (FAeE
NERE 3 o TGS ¢ AR - GBME % - ANCAIRIE % » BNk 2
WAV R BT X - (EBBRERE - THE PN ERE
PRBE - EALER B M B NEREE (LI ~ BOREE © (K B I B - oI
B0 AlporUEIRE - HTE - (ERSEY > PHITPIR  HRACBEES
BE - HAOBIBILSEY -

[0062]

(e BARIE B 2 55— BT A5 - (U0 0T U8R B B0 /B TR
2 IR - BEAR - BB EEE (L - @EEES - BEE% -

(EBIBILE 2B —EH AR I T2 - BB 5 ) (S
FURA B2 B - TR [ SR AR E 7t - RS R BB
B 5 RUITE R RV o VS A0 LR 2 7 2 B VE R 5 40
STHERE D 2 BB T 2 » REBIRAE - BOIRIRE - B
R E ~ SER S B R BB o T - X S SR 8 R A 3 1
ZIBVERIE MR - HTB A B RN R S 2 1 B 0
2o

PR 2 BB o (B A B B 5] 8 2 A E A
SCHEE o (F BB I B 5] 52 RS RSB » PIATTTBISE ¢ R i
PRESIEEE - B NERE LR - BRI R B VLB O T - BT -

NN
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MR ~ RERD ZABEE R /EBOKPEM ~ 25 B 2RE - & #R/EH
Belt < MR ~ B R PN BRERE R ol a2 - REHZE
BRENREZS(E - MEBEBARZE M - BMEEEGR - B/NBKE/N
IR ZAE - B/NVERER - SWIIE -

REELERPRET - FEREEEEREG > P4 shinFEEREN
SMERE - EEMNEGIEEE - UERF)EEE - X0 (FRhahmHEE
EIRGHESMEEREG > AIH2 L MSNEET T AT B SR T il ST SR
FHlrF R/ N Filo -2 S M ERE  BUEF#SEEERE - BBEeE
ZMEEIRE -~ AU REFESMEERE - EXEER -

ERSEBEREB L S —EHPRE > PIae I8 « S IRk - 52
HAI R B 2 WK~ EMEE B A S TR E M BR O ~ RIS ASEPH R B /NER
2 BLAE 8% R E R OB B B M R 2 BRI VR R 2 B RE E
MELPEE T 2% ~ BEAKMRE - BikmeE - SHREERAENE
Bz ~ LR XE QB HIRE 1 Y sh # Mt C S MEEE R AE -

TEREA AR EYIEIT IR K/ETEN 25 5RR > TS E ]
28 MEPRIRIEROR ~ IeARR ~ AlportfEf#EF ~ HAERAL I EE -

[0063]

AREHEEY BT

D78 fe/ B 50z AL &P 2 T K/ BOBRRERUR

Dy EZ LY LBIRE - WU~ FEEERTE - R/

3zt a? ZEIER -

JRA] LA EE R GH & - (FE R OF R T -

AL P B H A EEY) < GF AT DAY — (# 2R] o 3R O WY fE AR 7y
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ZAABCH] 2 REIE T > o JRAT PR B oy B L BN T Z P RE - R i%
Bl B < BB & 7 2B E > BiEEE T KA AR Z Z&T -
S FIRERFEZ Z & T T ALY &g T HAEEY) > IRt
T HANLZEY) > BETAZALEY) - SH 2T IEAAHEEIEAE -

& M 0 OF PR T 38 #8688 R/ BFR D UR 2 R i SR U PR E > A
TR 70 R BRI SR A S I B ) 2 1B R/ BTR I R Z BRI B

Moo ERBEAZIEEYEE 20T > FTEEFES hIEERH
o NEESRTEEE -

[0064]

RAZHT > BEEGVSHARHLEY RERZRE EFFF L
SRS - R B RAE 2 TEN /BB R Z HE > 2 A ARHEEY 2%
Sl SV BRRHE B U oy Z A SR I E S P B S AR IR I BB B g
B2 EHEFFZERE - EREEERIR - 25 EEE I IO IR O 2 %
T oo i > FTEREEE EEET ZEAE - B R g BA TR A A Rk gy B
IhZE - BEE ERFFZEREERNZEE 2T E N BUREHE
A~ IEE - HIBA SRy LR E o X BEE RREFT ZHE N A
RIEEA R R BRI 2 AR - BB ~ SOREERE - BdEFE
HAMESFEHMER - BRiNE > REEEEREN%E HH12000F
H (BE#ELAINPIRe ) (HARELNIIRRE RS FT s 2 YE R
ﬂ‘ o

A

[0065]
B Rt H RV A A S E G Y BiA S L oW B A 225 2 0F F
By - BE 2SR /EMt ORI E O 2P AR T - T EMRBEFEK

% 53 HEWHRE)
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BEEE  fEAR C BRAR T E - REIFRAEmMRE - mEBENT 0 A
FAFRL ng21000 mg 7 @EANFGRE O/ T —REHRK ~ KEFHKA
FBAFRAN0.1 ng2 10 mg HENGRIELOK T —REERX ~ HEXK
AEAR AT 8T T LN 224080 o & 2R 0 40 BRI - 1T BRI SR
B BUVALE RIUETE/D 2 BRI FN 0 X VA REEHEE
T 21BN -

[0066]

ERGETIE - Flana] fl8 « WARA R BI(GIA0EE] - fEAER - 855 F
BERFZKHE ~ FERE -~ FLED ~ NIRAETEE(FIA05ER (BEE TEE - O
MENRRESE) ~ ALK - BEB(OEFEREE  ©BE - HBEBE - B
F) - BE - AR - O&BDE o (ERIEE TR - flana] f18 « g El (F)
WE | (B B RS AR ST/ ~ Rz DRSS A ~ BRAR ARSI - AL EST
i~ BEREAESS R - BEEEISE) » SRR I (40 oK M R AR A (K MESEER R
KRR IR R ~ REMERE IR ~ PR RERR IR ) ~ JE/K MR B (TR K M
IRR ~ KM EIRIRENSE) - SN BB E (REE)) ~ HEHE
5o R FEITIN B AR - SRR SR o ZERB AL
F1U70% » Pl B ASE R/ P aiE 2 AR E -

18 Fo &8 TR 2 N R PR IR 491 400 s P (5 20 7 2 o PR < M R A1 (49 500
ALK~ 2WENEHEFERGRE)TP AR - BrscAbimBls - & > #
REIJR ] & H R ~ IR - FLAE - SHeRE - SHRE - T EE - IrTF
B ~ 42 ETHIS

18 Fo &8 TR 2 N IR P 1 T2 B 90 400 5 7 505 ok o BB BRI (D L ~
B mE - MEREER - BHE) - SERI(PINRNASEER - =
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LIHUEIEBE R ~ BY BE S e ) ~ ARERE (P E R L IERL 5 ) - HIBH
(BIantE pEle 5 5F) ~ TRER| ~ BRI B (BEEK - REERF)FES %
B M AT HENE - X SAFEETANHERE(BIOEHE - HE - K
NAAER ~ SRR _HE RS54 - S IR f2(E Ll B2
[T

[0067]

TE R IR O/ 2 S BIHR AR A 51 5 7AB0E AR 5 i #E - flask
B B 5 (8 R o B AT Y B R i 2 o i B i - ¥UB AR B E AR EE
M#E - PN KEEg 0 T EEBEOR WL FER - S RAEI B S %
Feii Bl (PO c % - WE RN - FRMEEE - AR - JhEgE - © —Mfs -
N E R EE RS - PRMEEEES - vEREREE - RBEEE ) - WU (BIATE g - fE
RS ~ FREDEMER(PIOE R LG A BB EES) - = S0 (F1 40 5 8
5 ~ BERS AR ~ RIS EE ) ~ BB HATRY S5 F) ~ KE I
FUKN M - HEN M - dEFERE - REAHES) - “BEHEEnL =
g~ 48 - W~ B Z [ (polyethylene glycol) ~ 3 2 %
(macrogol)5) ~ YR (BT E ROH ~ M ~ Z WOl ~ IRETEE) - #1Y)
H(BIA03EM ~ Eedl ~ mAK - AEEF) ~ K- e £ - B2
B - MR 2 A RAER ~ REE - RBRER - AL - FWEE -

TER IR OB 2R ST R B FEE B e AR ~ BIFR - LBRK
PR AT R i 8 A 2 B )R B A o O B9 7 A0 (5 58 7 S 4 B B O
i~ RO AR EA - (R a R - Bla0 w8 RDE ST s e K ~ AR
KTHYH - NBE - BB A2 ENERSERZE2HE - &
M RSB S AR ER - AR (PImE R - R - B
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UIEEE80GEM i) %) ~ B A ~ FLLH -~ sHmAl - &&H - trEFEE
TLAACE ~ FRE - pHEREH - P EE - 2 FNRRETETRE K
PRAIE R SRR ARLE - o IR RIS E B R > B4 RESRL > 7Y
LA F A A i T B B 0 B P 2 e /K B A B i R A
(5t (1]

[0068]

LUT > FEmE e 08 A2 BT BASsh 0 - BRI A PR E 7Y #%

FIF JE#T A 77 2 Bz )« TLC(Thin layer chromatography » 5 J& &1
BTN Z AR RN Z AR ROR T E H B B A B SR B AR EERER R
fRLE -

LUF Z & B 7 Z LC/MS I3 A 2R F Z R (20 T AR © BHE © YMC

Triart C18 ~ 2.0 mmx30 mm ~ 1.9 um ; & : 1.0 mL/min ; J&E : 30C

MEHA P 0.1%TFA(=Z& LB8) /KB - RENMEB * 0.1%TFAZRE/E R
B GoEURENMHA - REMEBZEER) © 0~0.1057#(95 : 5) ~ 0.10~1.20
STEE9S 1585 :195) 2 1.20~1.50457§4(5 1 95) °

NMR 7 e 77 Z 75 517 PN 3 B E BT 58 F 208 -

K HE F AT AL &Y% — M Ry (5 K B TUPAC(International
Union of Pure and Applied Chemistry - B[E4li{L 2 & EH (LK S &) 2
AT an %4 2 B FE =L ~ Advanced Chemistry Development /) & 7
ACD/Name(GEMpE1E) ~ SUKIZIUPACHEs 2 Adi 4 & o

[0069]
21 0 (1R,2R,3S,4R)-3-({[ B B (2- FH B:-2- N e & (propanyl)) £ {52

% 56 HEWHRTE)
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EIEAR ) A -2-(1- M- 1-£6) -4- (M0 & - 2 H- MR I - 2- B 55 A8 3R T AR FH B s

F2(18,2R,3S 4R)-3-[[ 55 =T A (T~ H AW e A 1 58 A B & 1-2- N - 1- -
4-T0F IR -2-EE S -2- BB N EE (CAS4RYE © 1262874-63-4 > 7.2 g) 2 UG
BRI (DL Ay THF) (5.8 mL)JE IR R =28 &8 (10 g)BLHEE (1.5 mL) -
RAIE-30C » PRIEBERFISIMER B _ ZE(18 mL) - JRK3a2 4l
NEFEI/NEE o R e AR SRR - K - REIRIEEOK T o &SR R B
HZIR(R 0 ETTIRIE - REDRGIER - BB BERENECHK | ZBZ

=97 1 3—90 : 10)ALATER 238 > #ILESEA Ty E 2 fERE

=27/ [N

TLC : Rf0.85(Ckt : ZBELBE=2:1) ¢

[0070]
27512 © (1R,2R,38,4R)-3-({[ B (2-H E:-2- Wi E) W e A1 | A} B
B)-2-(1-P k- 1-45)-4-(TU = -2 H- DR IR - 2- B 8 20 BR TR

N2EPNFREE ZLE&Y(7.7 g) 2 ZBE(50 mL)ZE K R fnbxz #
(2.67 g) » NEIR TR UVNS - HRIEREVIRINIZM L0 - ETHIE
% MOl ZB0% - BREBERGFTER ZIERE - FIFH LB JEWE
7K M LW LB #ETT 2280 o KA 1 e P s AN BR K e 9 - 4K B 3l 52 1
& > EATIEIE - REBREIER - BERWBERRBITACK : ZBRAEE=
95 1 5—>85  15)4{LFT B 2 BE - BIEGERAUTYMEEZEELLE
(6.0 g) -

TLC : Rf 0.60(C ¥t : ZEELBE=2:1) °

-

;/J\\

[0071]
SE)3 1 3-38-2-F-6- LIHFE KT

5 57 HEEHIEREIE)
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PR E=RABEAESE(2.45 @) X THF(12 mL)FERT - F20°C TR
= THEEPH(666 mg) - FREOR TR UNE - BE1E£0TC » IRNh04-)8-3-%-2-
FEEL S (CAS4RYE 1 1427373-29-2 > 1.0 g) 2 THF(15 mL)&& > 70
CTHEEUNS - HERSGYIRININERAOFRK - FIH 28 J0EETE
0 o A e R EE /KR CRIFRNGZIETR - BITIRIE » BERYEIE
R o MW BEEREBITACH © 2B’ 4BE=100 @ 085 1 I5)F{LATER
- FEIERSEAUTYHE EELEYA.1 g) -

TLC : Rf 0.44(Ckt * ZBEZEE=64)

'H-NMR (CDCl3) :6 7.10, 7.03, 6.91, 5.82, 5.47, 5.38.

[0072]
2% 44 © {[(1S,2R,38,5R)-3-(3-8-2-5-6- L} B R | A)-2-(1- N & -1-
E5)-5-(PU g -2H- IR I - 2- Bk 55 2R BR TOERE | FH SR A ) (S B (2- &R -2- IS
B St

PR2ZH2EE 2 EEY(1.7 g) ~ k2FFIB3MEE Z(EEY(1.0 g)
Z THF(17 mL)/E R FIRM=RER(1.7 @) » RIKE T R4Al - N IEER
FORTME R B ZFE(2.9 mL) - =R NREE3/IN o fikF S HE P TR K
BORYE » FEHWBERREITEACK + 2 4BE=100 1 0—90 : 10)&{LFT
EERZERE  #SEGRAUTYMHEZERLEY(2.39 ) -

TLC : Rf 0.79(C )% : 2B ZB5=9: 1)

'H-NMR (CDCl3) :8 7.12-7.24, 5.62-5.74, 5.46-5.61, 5.27, 4.68-
4.78, 4.56, 4.27-4.36, 4.16, 3.83-3.93, 3.69-3.79, 3.54-3.68, 3.38-3.51,
2.57-2.63, 2.45-2.52, 2.09-2.33, 1.91-2.04, 1.76-1.89, 1.41-1.74, 1.23-

1.33, 0.84-0.94, 0.01-0.07.
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[0073]

W

2 5 {[(1S,2R,3aS,10aR)-6- 8 -5- £, -2-( VU &, -2H- IRk 15 - 2- £ 45 £ )-
2,3,3a,10a-TUs - 1H-ZRH [bIER K [f1MS Be - 1- AT & A} (CH B (2-FF A
2-IN e B e

22 B4 S 2B G Y(2.39 g) Z R (83.7 mL)F RN EURIT
T~ 100°C THFE3057 88 - R E80CHE » IRIN=IRCAEME(1,3-2(2,4,6-
= AR ED BRI -2- g B [3- KR A -1H-E1-1-85 & & /E47AD(397 mg) -
AR 80TC THEFE10077 88 o ¥ K JE/ATRRBR R4 - #5 W BEME
fEtrA(Clt + ZBELBE=100 0 0—>90 * 10)J{CFTIES 2 RAE - IS
BAN TN EZEE(EEY(2.21 g) -
TLC : Rf 0.64(C ¥z * ZBEZFEE=9 " 1) ;

'H-NMR (CDCl3) :§ 7.14, 6.81, 6.30, 6.02, 4.70, 4.21-4.28, 3.96-
4.08, 3.81-3.91, 3.48-3.57, 2.72, 2.51-2.66, 2.31-2.47, 2.15-2.28, 1.80-
1.90, 1.46-1.78, 1.22-1.35, 0.86-0.93, 0.03-0.11.

[0074]

2%E 6 - (1S,2R,3aS,10aR)-1-({[ = HH B (2- B -2- N e BB B B | L&
L) -5- 4, -2-(TU & -2 H- DR 1B -2- B 45 E6)-2,3,3a, 1 0a- PO & - TH- 26 3 [b] B X

[£105 B 5L-6-F& I L. B5

RE&HFPISHTRE 2 Le?)(2.06 g) Z ZFF(12.4 mL)/ - B & HI R i
(LA % FsDMF)(6.18 mL)JE R TR0 — S A A M (1.69 mL) - 7Y E R

T RIS (R T R A B D) R R A
(319mg) » P—SALBAS T - 90°C FHH10/NE « RIEHHIERES

o EAZE LA MBS KERTER  MHIKLEE/IEChES

59 HEHHRE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

BT ZEHL - A e e A B /KL S - EIREE I IR (R - HETTIRIE -
R RAEIEIR - W B ER B A(CK - ZBELBE=95 1 5—>75 1 25)
GbPrigEE o BE > FSBILEGERU TITYMHE 2 EELEaY(1.65 g) -

TLC : Rf 0.43(C )¢ : 2B ZB5=9: 1)

'H-NMR (CDCl;) :8 7.53, 6.95, 6.36, 6.12, 4.68-4.72, 4.35-4.41,
4.19-4.28, 3.96-4.08, 3.82-3.91, 3.47-3.57, 2.76, 2.66, 2.56, 2.32-2.48,
2.15-2.32, 1.47-1.90, 1.39, 1.22-1.33, 0.86-0.93, 0.05-0.11.

[0075]
2EH7 © (1S,2R,3a8,10aR)-1-({[ = B A (2-HH A:-2- N e B WY e B 1 S A
B EL)-5-%,-2-(PU & -2H-IR I - 2- L 45, 56)-2,3,3a,9,10,10a- N & - 1H-ZE 3 [ b]
RIS B st-6-F2 1 L B

R2E 6T HIE 2 Ea¥)(1.65 g) 2 ZFF(25.1 mL)ERFIARIN10%
IR (165 mg) » FRERM T ~ PR N3/ o KR IER R LB L
FetmiEie - EITIRE - REERGEIER - PR 2 HEY T Hig 2 4k
Ry N — e -

TLC : Rf 0.87(C ¥t : 2B LB5=4:6);

'"H-NMR (CDCl;) :§ 7.45, 6.86, 4.70, 4.32-4.41, 4.15-4.22, 3.85-
4.00, 3.67-3.81, 3.47-3.56, 3.01-3.12, 2.78, 2.53, 2.25-2.43, 1.97-2.23,
1.81-1.93, 1.47-1.81, 1.38, 1.23-1.29, 0.87-0.93, 0.04-0.09.

[0076]

SE 8 ¢ (1S,2R,3aS,10aR)-5- - 1-(FRE H E)-2- (MU & -2H- IR I - 2- B &,
£5)-2,3,32,9,10,10a- N E - 1 H-Z F [b]1 IR K [£105 B 8- 6- 72 FE Z 5
e 0T 8E 2 M EY) 2 THF(11.6 mL)JERH - jR208 N
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TEH s 2 IM THFEK 4.8 mL) - PR MR EEE - INRERRT
ININEA & b AK5K > FIFH OB B #1TH - A WS FH M8 K%
o KRR INEZ R 0 EATIRIE > BB ER o BB BERREA
(Ot + LEBELEE=40 1 60—0 : 100)#(LPTIES 2 A - F5 L EBFEA L
Y E  EEEEY(1.20 ) -

TLC : Rf 0.36(C2 )% : 2B LBE=4:6)

'"H-NMR (CDCl;) :§ 7.45, 6.85, 4.77-4.80, 4.60-4.64, 4.37, 4.07-
4.17, 3.83-4.00, 3.62-3.73, 3.46-3.61, 3.01-3.12, 2.92, 2.81, 2.48-2.62,
2.24-2.42, 2.10-2.24, 1.98-2.10, 1.70-1.95, 1.49-1.70, 1.38.

[0077])

2249 1 (1R,2R,3aS,10aR)-5-&-1- & -2-(TU &, -2H- IR -2- B 5 D) -
2,3,3a,9,10,10a- N G- TH- K FH [b]IR R[0S BE 32 -6- 2 ik 2B

R2FFI8ATEIE Z(E&P(500 mg) Z “EHE(S mL)ER AN
FHEL Ge i (DL N A & DMSO)(1 mL) B = £ (854 pl) » R JEE IR A 4120
C - PRIEERFRMN=F(0T-HIEE SRR (584 mg) » EIR FHEH2/N

« NMRIEBE RPN B LK R  FHOR BT - BH
i e e AN B /K005 - &R BEsiazets - TR - BB IER - #5 1
WEERETEACKE  LELBE=3 DALFTEGZEE - #BILERE
HUATYMHE 2 REEEY)(446 mg) -

TLC : Rf0.40(C 8% : 2 LBE=2:1);

'"H-NMR (CDCl;) :8 9.84, 7.48, 6.87, 4.67, 4.32-4.48, 3.78-3.94,
3.43-3.55, 3.06-3.33, 2.72-2.82, 2.51-2.64, 2.28-2.40, 2.16-2.22, 2.00-

2.08, 1.68-1.94, 1.47-1.66, 1.38.
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[0078]
2Z 110 © (25)-2-(2,4- “F AW H s

A (28)-2-(2,4- ZHEE) N (CASERIE © 1630485-27-6 > 6.50 g)~
HEZ(100 mL)ZE RS » 70T TEMmeM=H AW i A B & H i 2 EC s
R (82.3 mL) - R IEREGIRIN0C T HREE /N - HAg » AR T30
i o NRIEREGERTIAINIZEE - HEBRG - #EMWBERBITNEC
Bt : LB ZBE=100 0 0—83 1 ING{LATEE 2 RE - HEIIESEAFUT
VI 2 R E & 1(6.08 g)

TLC : Rf 0.50(2 )% : ZFEZBE=5:1)

'H-NMR (CDCl;) :8 7.24-7.29, 6.78-6.86, 3.98, 3.69, 1.49.

[0079]
ZEFI1 1 [(39)-3-(2,4- ZHF AH)-2-ME AT BB L _Hils

PR EE B ER(7.85 g) ZTHF(50 mL)JARF » *-60°C TR MIIE
TE#EZLSSMIECHER38.9 mL) » j2-78C TREH1/NG - RRIERE
B TA-T8C T RS S Gl 10Fr8LE 2 & %(6.05 g) Z THF(50 mL)JA
W RN o AR SR RN S L KE R - FIF LB LB

HETTEERL o KA HJE P e AN Bk 5% - SRIRBRENEZ R 1R - TR - R

BAEIRR - R BERETACKE | Z8B48E=750 1 500 1 100)4H1k
PR 2 580E » #BILESRE AL TYMHEZ EELEY4.74 ¢) ¢

TLC : Rf 0.41(ZFE ZF)

'H-NMR (CDCl;) :§ 7.13-7.17, 6.83-6.89, 4.25, 3.74-3.80, 3.10-
3.19, 2.90-2.99, 1.41.

[0080]
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202440095

Z2H 12 1 (48)-4-FF-3-[(2R)-2-(2,4- @ )W BE A 1-1,3- 151 0g -2-
o

=,

=)

P2-(2,4- @ FEE)NIE(CASLRTE © 1250572-63-4 > 1 g) —&HHIE
(17.7 mL)/&E & IANI0(4S)-4-FEISHELE-2-FE (CAS4R5T © 180917-48-0 -
1.43 g) - 1 > FROC TIRIN-2E-3-G-Z HARENE )k _fgu i
BZEE(1.54 g) ~ 4- " HEREAMEIE(131 mg) ~ = 2R (1.5 mL) > JR =R Tl
RIEHE - NRIER SR FRIINEEE KSR - FIH L8 OBEETENR -
A T g R B AN R /KO 5 - SRR SN2 IR 1% » AT IRIE - BB YRIER -
R BELEBITECKE © ZBABE=90 1 10—65 : 35)A(LFTER 25
o REEESEAUTYMEZEELLEaY (.13 g SEHLE) -

'"H-NMR (CDCl3) :§ 7.22-7.35, 7.16, 6.79-6.93, 5.20, 4.73, 4.21,
4.12, 3.32, 2.63, 1.51.

[0081]
2E 13 1 (2R)-2-(2,4- “HARE) N

RE&FEN2F8E 2 &P (1.13 g) ZTHF(1S mLy/ERF » FROC T
WIN30% i FALE A K (2.8 mL) ~ FAE(EF# (157 mg) Z /KA (10 mL)
PYEDR T RES/NEE o A RER SR NI BRI AR (OB Bt A R R 0 R
IINEB R AOE K » I 28 LB ETEEAL - A HE g F e Fn s /K% %
K e sERZ IR IR o TR > MBRMHEIER - ERWBELERECE
bt © 2l ZB5 =80 1 20—60 : 40)A LT #E 2B > FEIESEAMUT
Ve 2 L EYI(861 mg) -

'"H-NMR (CDCls) :8 7.23-7.34, 6.76-6.92, 4.02, 1.51.

[0082]
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2% {14 1 [(3R)-3-(2,4- “HF AR E)-2-HIELE T AIBEE _His

fER 2= 3RS 2 {E&Y(610 mg)fUEF(25)-2-(2,4- @ AFEE)N
B% > [feEBl2E010->2F 01 1HE 2 HEY 2 #0E - FIREEREAFLUT
IV EZ ZEEEY)(614 mg) -

'H-NMR (CDCl;) :8 1.40, 2.94, 3.15, 3.72-3.83, 4.25, 6.80-6.93,
7.11-7.21.

[0083]

22415 © (1R,2R,3aS,10aR)-1-[(1E,4S8)-4-(2,4- — & F H)-3-HI & E-1-
k% -1-E1-5-F-2- (WU & -2H- IR -2- B 4, 55)-2,3,3a,9,10,10a- /N & - 1H-
bR RS pEE-6- 2 i L Bis

P2Z 9 EE Z (L&Y (80 mg) Z THF(1 mL)JEIK 1R N12%
1A 8LE ZAEEP)(115 mg) ~ FAL#H(18 mg) ~ = L[ (60 pL) - REJR T
IR FE - INRIER SRR E bz /KEK - AL OBEETZE
HU o A1 e G FNER /K08 - &SWiBLhaz (% - #EITEE - HEERYEIE
Ko FEMWBEREITNACKE | ZBLBE=10 175 1 25 LATER
A R EREAUTYMHEZEELEY(117 mg) -

'"H-NMR (CDCl;) :§ 7.46, 7.14, 6.76-6.88, 6.18-6.31, 4.65, 4.20-
4.43, 4.04-4.10, 3.80-3.95, 3.48-3.58, 3.37-3.47, 3.28-3.35, 2.82-3.05,
2.53-2.74,2.16, 1.99-2.06, 1.86-1.94, 1.63-1.83, 1.35-1.53.

[0084]

22416 © (1R,2R,3aS,10aR)-1-[(1E,4S)-4-(2,4- — & F E)-3- 5 H-1- %

T

H-1-F1-5-%-2- 78 £6-2,3,3a,9,10,10a- N & - 1H- K H [b1 IR K [£]15 PE L -6-

%M B
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REHFPNSHEE ZEY(117 mg) ZHEE(2 mLFRS » FROC T
NI R s i — /K &%) (8 mg) » = MEFE UMM - 7Y RER &K F
NIM=ZREA4 ul) > RER MRS oER 0 0T NAIE E#i(151
mg) ~ T E#Y(Sodium tetrahydridoborate)(19 mg) » A= B N EHE 1/
I o K RER &R - INIIINEREE KB - MH LB CFE T RHL -
A W A e AN ER K e 9 bR ER SR EZ 1R - BT IRIE - RBRR AR IR -
HMWBERENTEASCOLNE #lE  Gold High Performance Silica » &
i LW LBE =60 40—55 1 A5)AA LR 2 RAE - BEE S WEIEE
GREY) EEY) o

TLC : Rf 0.45 -~ 0402 %% : AFEZEE=2:3);

'H-NMR (CDCl3) :6 7.45-7.51, 7.18-7.31, 6.76-6.89, 5.58-5.69,
5.39-5.56, 4.25-4.40, 3.91, 3.74-3.80, 3.15-3.24, 3.03, 2.63-2.75, 2.42-
2.61,2.00-2.12, 1.71-2.00, 1.61, 1.33-1.40.

[0085]
HFhef1 0 (1R,2R,3aS,10aR)-1-[(1E,3R,45)-4-(2,4- _ @ A EL)-3- 5K E-1-

-1-21-5-7-2- 78 %5-2,3,32,9,10,10a- N & - TH-Z FH [b] 3R [ [175 B 5 -

E2F P16 EE IR RGRBYIRSVIERBRIN _HEELKO.5
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202440095

mL)/BHEE(1 mL) » FE0m FATIRZNE S EMAERO0.5 mL) » HRIERS
VIR =om MR IS/NGY o B RIER VB RGE &R > RININER R - A A
LWk LERHETFEAL - R B E A KIF o SRR SR R
T BRREEIEIR o B PTES 2 5UE o (£ SFCHE(CHIRALPAK ID -
2 - HEE=82 : 18) W iE IR B ERY) > BRI (17.5 mg) -

A o 5B B XA SR T AS AR

HPLC# B BE (53 §8) © 0.93 ;

MS (ESI, Pos.) : 445 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.45, 7.34-7.41, 6.84-6.97, 5.63, 5.49, 4.35,
4.23, 3.87, 3.19, 3.05, 2.80, 2.54-2.67, 1.73-1.96, 1.26.

[0086]
2217 © (IR,2R,3aS,10aR)-1-[(1E,4R)-4-(2,4- & FE£)-3- | F E-1-
TR -1-561-5-%-2-(PU - 2H- IR g -2- R 4. 5)-2,3,32,9,10, 10a- N & - 1 H- 3
H [bIER K105 BE % -6- 72 iz £ B

25 BI9FT RS 2 (&) (80 mg) Z THF(1 mL)Z& & A IN25 B
14pT3E 2 (EEPI(115 me) ~ RA(LH(18 mg) ~ =LRF(60 pL) > REM T
AR - RRERSRTRINEMN R s /KE R > MR LR B#ETHE
M - WA e e A B /KR - ERBRNEZIRTR - BITHEIE - REERYEE
R e Y BERLENACE : ZBALEE=10 - 175 - 25) (LA &R
ZEEE 0 FEILER EA LTI E L FEE(ESY)(103 mg) -

'H-NMR (CDCl3) :§ 7.46, 7.15, 6.73-6.89, 6.18-6.31, 4.64-4.66,
4.23-4.41, 4.05-4.11, 3.81-3.94, 3.57, 3.40-3.47, 3.33, 2.90-3.02, 2.81-

2.90, 2.54-2.71, 2.13-2.21, 2.05, 1.62-1.98, 1.22-1.61.
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[0087]
ZZH18 * (1R,2R,3aS,10aR)-1-[(1E,3§,4R)-4-(2,4- @ A FL)-3-FH-1-
R -1-E1-5-F-2-F8%£5-2,3,3a,9,10,10a- 7N F,- 1H-ZE 3 [b1 22 [ [ ] 12 P 5% -
6-F% % LI

RE2HFPNTHEE Z(EEY(103 mg) ZHEE(2 mLyFRS » FROC T
NI R s i — /K &Y (7T mg) » IR MEFEUNME - P RER &R F
NIN=ZREA3 pul) > RER MRS ER 0 0T NIAIIEAL#i(133
mg) ~ PEAEIN(17 mg) » PR MR VNS o K ER &R R4
INIIINEREE KB R - M LB LBRESTZHL - K H 1R g FY 60 A0 B8R VK%
Ao KWiBEsNEZ RS o EITEIE  KEBRYWEIER - B BERERIE
(ISCO/NE #1342 Gold High Performance Silica » &% | 4B Al =60 :
40—55 T 45 WL ER A - AL WIS B REY) 0 [ Sk
PERS(20.6 mg) -

'H-NMR (CDCl3) :6 7.48, 7.16-7.23, 6.74-6.88, 5.58, 5.37, 4.37,
4.21-4.30, 3.82-3.92, 3.16, 2.95, 2.39-2.63, 1.95-2.13, 1.80, 1.42-1.76,
1.33-1.41.

[0088]
BHEf2 ¢ (1R,2R,3aS,10aR)-1-[(1E,38,4R)-4-(2,4- & - £ )-3-FE H-1-

-1-21-5-7-2- 78 %5-2,3,32,9,10,10a- N & - TH-Z FH [b] 3R [ [175 B 5 -
6-F% %

Re2=En8mElE 2t (EH,MAe ¢ 20.6 mg) ZDME(0.5 mL)/H
% (1 mL)& R A 2N S S B/ R (0.5 mL) - FR=0m MR H 1S /NEF -
i S R G VR BR R 4E1% > NI INERE: - FIH OB SBE#ErT 2 - A
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P e K  ERBRSRRZRTR > BT IR - B RGE IR - #EIL
BEAFUTYEEZEELEGYI(14.6 mg) -

HPLC# B BE (57 §#) © 0.88

MS (ESI, Pos.) : 445 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.39-7.46, 7.29-7.38, 6.88-6.96, 5.51, 5.29,
4.24-4.29, 4.12-4.19, 3.75-3.83, 3.10, 2.89, 2.54-2.65, 2.44, 1.88, 1.64,
1.23-1.46.

[0089]

ZEHI19(1) © (45)-4-"FE:-3-[(28)-2-(2- WA ) Nk
ZEF19(2) + (45)-4-FH-3-[(2R)-2-(2- @ AE) Wik

1-1,3-05 M 0E -2 - i
1-1,3-U5 M I - 2 - ]
A2-2-FHEE)INEE(CASERYE © 73041-90-4 > 2.5 g) 2 G H k(49
mL) 7R IR A0(4S)-4-"F A0S RIE-2-FF (3.95 g) < FA0C NIRMI-L4-3-
G- HEARENE)R BB 4.27 g) ~ 4- " H EREALLIE(363
mg) ~ =L (4.14 mL) - PEJR MR R o NRER SR FIRIIING
Be AR - I 8 H G - 2B OB EITEEEL - KA g F e f1 BB /K %
F o KRR RS 0 MEATIEIE > REREIRIR - BB ENENE
(Tt 1 ZBEZBE=90 1 10—>65 : 35)@{bPT#T 2 B - &b o A
BLUTYMEBELEY(REMEE - 1.76 g - SiHE#E 1 2.93 g) -
S5 148 © 'H-NMR (CDCl3) :§ 7.20-7.37, 7.12, 7.04, 5.26, 4.63-

8-
8-

4.70, 4.12-4.18, 3.35, 2.81, 1.57.
=R M S 0 'H-NMR (CDCls) :8 7.23-7.34, 7.05-7.18, 5.25, 4.74,
4.09-4.22, 3.34, 2.63, 1.53.
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2Z {120 © [(3S)-3-(2-F A E)-2-AIEE T BB HiE

EREZ2ZEN9()EE 2 EEY (BB © 1.76 )& 2FH1207
Mg bay  MEEH2FZH13->25010>2F 81 1HE 2 HAY 2
1 > HBILEREAUTYMHEE ZEELEY(941 mg)

'H-NMR (CDCl;) :§ 7.24-7.30, 7.06-7.21, 4.28, 3.77, 3.11-3.22,
2.87-2.97, 1.39-1.44.

[0091)
2FH21 1 [(3R)-3-(2-FH A E)-2- & AT BB _HE

EREZ2ZH92)mEE 2 EEYIEHBIRE © 2.93 RES2FH120
Blg ZEEY)  (JEERE A3~ FH G 10—~EH G 1HEE .2 5y Z #
7 > HBILEREAUTYMHEE ZEELEY(970 mg)

'H-NMR (CDCl;) :§ 7.24-7.31, 7.06-7.21, 4.24-4.32, 3.77, 3.12-
3.22,2.87-2.98, 1.41.

[0092]
£ {522 : (1R,2R,3aS,10aR)-5-4,-1-[(1E,48)-4-(2-F HE£)-3- Al & E-1-
% -1-251-2-(TU & -2H-IR IR - 2- £L 45 55 )-2,3,32,9,10,10a- N & - 1H-ZE 3 [ b]
BRI 1P e 5-6- ¥4 i £ P

R2F AR RS Z({EEY(80 mg) ZTHF(1 mL)/&E R 1A n£% fl
20 #E 2 AEEP)(108 mg) ~ FALH(18 mg) ~ = ZHE(60 pl) » FREIR T
R IRHE o P RIER &R RN S b sz KB K - M S J B T
0L o KA 152 RIS /K205 - SR ERSREZ R 1R - 1T I8 - RERRYEE
K- RBEYBERRETACKE + ZBABE=10 1 1=>75 25§ {EATES
LA RIS EA LT YIME L AZE L EYI(105 mg)
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202440095

TLC : Rf 0.65(2 )% ' ZFEZBE=2:1)

'H-NMR (CDCl13) :8 7.45, 7.02-7.29, 6.75-6.86, 6.18-6.32, 4.65,
4.24-4.41, 4.04-4.10, 3.91, 3.79-3.86, 3.48-3.56, 3.37-3.44, 3.27-3.32,
2.79-3.03, 2.50-2.74, 2.15, 1.98-2.11, 1.88, 1.72-1.84, 1.22-1.72.

[0093]

ZZH123 ¢ (1R,2R,3aS,10aR)-5-%-1-[(1E,3R,4S)-4-(2- & K £L)-3-F H -
-k - 1-851-2- 78 &5-2,3,32,9,10, 10a- N G- TH-ZER H [b IR TK [fIIS PR 9E-6- 7%
=

R&H P22 EE Z(EEY(105 mg) ZHEE(2 mLyFRS » FROC T
NI R s i — /K &Y (7T mg) » IR MEFEUNME - P RER &R F
NII=ZREA3 ul) > RER MRS ER 0 FY0C NIRIEAL#i (140
mg) ~ PEAEI(18 mg) » PR MR VNS o K ER &R R4
INIIINEREE KB R - M LB LBRESTZHL - K H 1R g FY 60 A0 B8R VK%
Ao KWiBEsNEZ RS o EITEIE  KEBRYWEIER - B BERERIE
(ISCO/NE #1342 Gold High Performance Silica » &% | 4B Al =60 :
40—55 T 45 WL ER A - AL WIS B REY) 0 [ Sk
PERS(18.6 mg) -

'H-NMR (CDCl3) :& 7.48, 7.00-7.35, 6.87, 5.68, 5.50, 4.29-4.40,
3.85-3.93, 3.25, 3.06, 2.62-2.75, 2.49, 1.99-2.11, 1.72-1.98, 1.56-1.61,
1.38, 1.31.

[0094]

EHa 13 © (1R,2R,3aS,10aR)-5- 5 -1-[(1E)-4-(2- 5 74 £ )-3- 58 A - 1- T M -

1-]-2-¥845-2,3,3a,9,10,10a- /N Ei- TH-ZR I [b IR K[ 115 PR 3 -6- 34 I
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202440095

i

R2FH23mEE (e (EHmIERE © 18.6 mg) 2 —H & E LI
(0.5 mL)/HEE (1 mL)JE R AN G FALI/KIE R 0.5 mL) - 2 R &
VI = RO IR A - R ER G YRR RGER > NN R - A
Bz LB ETTZEHL - Re A R H BRI B8 /KR 0% - iR BRiZ R (R > (TR
JE o RBRRGEIER - RBILESR AL TYMEEE(EEY (3.1 mg)
& o RSB R XA SRt L AR RE -

HPLC EBFRA (47 88) 1 0.91 ;

>

MS (ESI, Pos.) : 427 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.44, 7.35, 7.16-7.23, 7.11, 7.01, 7.01, 6.93,
5.63, 5.46, 4.33, 4.26, 3.85, 3.19-3.27, 3.04, 2.78, 2.53-2.65, 1.81-1.94,
1.69-1.79, 1.26.

[0095])
£#024 : (IR,2R,3aS,10aR)-5-%,-1-[(1E,4R)-4-(2- @ 3 £ -3 - E E-1-
MR- 1- 5 ]-2- (DU 4,2 H- IR I - 2- B 45, 56)-2,3,32,9,10, 10a- AN & 1H- 5 35 [b]
BRI [£]105 B 82 6- F4 % £ 5

P2Z 9 EE Z (L&Y (80 mg) Z THF(1 mL)JEIK 1R N12%
217 8LE 2 (E&Y)(108 mg) ~ ZFAL#(18 mg) ~ = ZH(60 pL) » FAEDE T
B - NRIERSR PN B[ KER » FIH OB ABEETZ
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202440095

HU o A1 e G FNER /K08 - &SWiBLhaz (% - #EITEE - HEERYEIE
Ko FEMWBEREITNACKE | ZBLBE=10 175 1 25 LATER
A BILESEAUTYMEZEREEYI(114 mg) -

TLC : Rf 0.65(C¥% * 2B LFE=2: 1)

'H-NMR (CDCl;) :6 7.45, 7.04-7.28, 6.71-6.85, 6.17-6.32, 4.63-
4.66, 4.28-4.40, 4.04-4.10, 3.80-3.92, 3.49-3.59, 3.38-3.46, 3.27, 2.79-
3.00, 2.52-2.70, 2.15, 1.99-2.05, 1.33-1.92.

[0096]

ZEZ )25 ¢ (1R,2R,3aS,10aR)-5-F-1-[(1E,3E&,4R)-4-(2- & A £ )-3- FE AL -
-k - 1-851-2- 78 55-2,3,32,9,10,10a- N G- TH-ZR H [b IR TK [fIIS PR 9E-6- 7%
=

REHFPR24mBEE ZALEY(11T mg) ZHEE(2 mLFRS » FROC T
NI R s i — /K &%) (8 mg) » = MEFE UMM - 7Y RER &K F
NIM=ZREA4 ul) > RER MRS oER 0 0T NAIE E#i(151
mg) ~ PEAEI(19 mg) » PR MR VNS o K ER &R R
INIIINEREE KB R - M LB LBRESTZHL - K H 1R g FY 60 A0 B8R VK%
Ao KWiBEsNEZ RS o EITEIE  KEBRYWEIER - B BERERIE
(ISCO/NE #1342 Gold High Performance Silica » &% | 4B Al =60 :
40—55 T 45 WL ER A - AL WIS B REY) 0 [ Sk
PEAS (19 mg) -

'H-NMR (CDCl13) :8 7.47, 7.16-7.25, 7.06-7.13, 6.98-7.04, 6.85,
5.59, 5.37, 4.33-4.40, 4.37, 4.23-4.31, 3.81-3.89, 3.20, 2.93, 2.50-2.60,

2.43,1.97-2.06, 1.75, 1.62-1.70, 1.34-1.54.
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[0097]
Fhifl4 © (1R,2R,3aS,10aR)-5-F-1-[(1E,3&,4R)-4-(2-F K E)-3-FE-1-
TG -1-£1-2-F8 £5-2,3,32,9,10,10a- /N &, - TH-Z8 H [b] B2 T (192 PE 35 -6- 72
%

R2F 2SS ZEEVIEmIERS - 19 mg) 2 “HEHE (0.5
mL)/H (1 mL)E R FARIIZNR S ALI/KIER(0.5 mL) - i KR &Y
o MRIRFE o KRR S YIRBRGE R > RININEER - MH A8 S
FEETTZEHL » KA TS R BRI BR /KR0S - <EBE s R1R » BATIBIE - K
BURGEER > BILES R AU TYMEE ZEELLeY(14.1 mg) -

HPLCi BB [E] (77 $8) * 0.86

Gy

MS (ESI, Pos.) : 427 (M+H-H,0)+. ;

'H-NMR (CD;OD) :5 7.35-7.41, 7.26, 7.16-7.23, 7.07-7.13, 6.99-
7.05, 6.87, 5.48, 5.23, 4.13-4.23, 3.71-3.78, 3.47, 3.24, 3.08, 2.77-2.86,
2.47-2.58, 2.35-2.43, 1.83, 1.55, 1.38, 1.10-1.34.

[0098]

ZHE 126 © {2-[1-Q2-FAFE)R T &1-2-RlE A LA ) Bk — H 5

EAL-2-F )] T AR (CASERTE + 151157-48-1 > 10.4 )&
(25)-2-2,4-Z /A E)NE > (T2 FP10—>2FFI11MH[E 2 Hry 2 #
fE - BIEGEAUTYMEZEE(EEY(12.64 ¢) -

'H-NMR (CDCl;) :5 7.25-7.34, 7.17-7.22, 7.01-7.08, 3.69-3.77, 2.99, 2.93, 2.79-
2.82, 2.86, 2.41-2.50, 2.03, 1.83-1.94.

[0099]

SHEPI2T ¢ [2-FIFEE-2-(1-FFEIRNE) L& Bl — s
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(EF1- R E RN b R B2 (CASER 5% © 6120-95-2 > 3.0 g) {7 (25)-2-
(2,4- " HFAE)NEE - (RS FH10—-2F 0 UHE 2 B8y 2 8IF - 75
IE/SERUTYME 2 FEEEE Q2.6 ) -

'"H-NMR (CDCl3) :§ 7.30-7.42, 3.71-3.75, 3.05, 3.00, 1.71, 1.26-
1.30.

[0100]
2Z 128 1 (2,6- “HAE)N_H)LHK LB

A1,3- &-2-HFE(CASYRSE © 13697-89-7 » 4.7 g) 2 DMSO(24 mL)
BRPIRIDRE & LB LBR(CASER SR - 667-27-6 » 2.5 mL) ~ JE({LHI(3.2
g) > TA6SC THH20/NEE - HRIERGYANME=ZTEHEMCITHE
MTBE) » 77 #DMSOJgE & @ /NN A L% KA K > FIFMTBE# {7 22
0L o A g FeRf e /K% 3 » KB snaZ (e - TR - R RYEIE
R - FEEWBEEREITACK | JBRLEE=97 : 3—>93 t DAEATEIEZ
WA FBWESEARAUTYME EE(LEY3.31 g) -

TLC : Rf 0.36(C W% * ZBEZFE=9 " 1)

'"H-NMR (CDCls) :8 7.42-7.50, 6.95-7.02, 4.39, 1.35.

[0101]
2Z 29 1 [3-(2,6- “HAEL)-3,3- " H-2-MIEENEIEEE W

fER2E 28BS 2 (E&Y(3.31 oyWE2F A0 EIE Z(E&
Yy B2 A UEE 2 BBy 358 0F - FEIIESER LT Y E -3
fE&?)(4.02 g) -

TLC : Rf 0.55(Z B 2 F)

'H-NMR (CDCl3) :6 7.41-7.52, 6.98, 3.78-3.86, 3.43-3.54.
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[0102]

L

FHES ¢ (1R,2R,3aS,10aR)-5-G-1-{ (1E,38)-3-[1-(2- 5, K ) IB T £ 1-3-
R - NI -1-AE ) -2-¥8 £6-2,3,32,9,10,10a- N &,- 1H-ZE 3£ [b] 38 [ [£]02 B
-6-F4 I
EH2Ef26EE L EYRBE2F04FREIEZ(LEY) - (T35
A2 H1T—>2FF18—FHGI2AERE 2 By 2 #BE - FBIIESEAFUT
YIMEEZ B EY) - FE > HENRSFBON8AELE 2 L&Y R &%
(R #E R IR SR (G RAEY) 2 oy BEIRAE AT Sy i 2 = A MR RS -
HPLC 7% 0% 5 (53 88) * 0.93 ;

e

i
Z

>

/

MS (ESI, Pos.) : 453 (M-OH)+. :

'H-NMR (DMSO-d¢) :5 12.95-13.20, 7.33-7.43, 7.16-7.24, 7.09,
5.25-5.43, 4.94, 4.72, 4.27, 4.13-4.20, 3.62-3.72, 2.70-2.98, 2.54-2.62,
2.34-2.44,2.20-2.31, 1.99, 1.41-1.81.

[0103]
HFHEfFS-1~5-21

B EHE 2 BBz B (E 2B B14p RS Z(Ea) - (TEEHE2F P17
—2FF18—FHBI2MHE 2 Hry 2 #(F - BILER TAERESY) -
AE  HERSFH8HMAEE 2LV 2 PRV HEREDIFRERREY
Loy BEBREFT oy B S iR MRS o B 2 BRBREE R ARG ~ BB AKIE
G BR2E 10> 2F I IHE 2 By Z B IET 2 -

[0104]
EHEHIS-1  (1R,2R,3aS,10aR)-5-%,-2-F8 £ -1-[(1E,38)-3- 5 £ -3-(1- 5

RN E)-1-T9M%-1-%£1-2,3,3a,9,10,10a- /N &- 1H- K H [b] 3R T [£]0% BE 2% -6-
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2%

HPLCH A BFR(o78#) * 0.88

MS (ESI, Pos.) : 421 (M+H-H,0)+. :

'H-NMR (CD;OD) :8 7.37-7.47, 7.28, 7.18-7.22, 6.96, 5.56, 5.40,
4.32, 3.81-3.92, 3.05, 2.77, 2.51-2.65, 1.78-1.95, 1.61-1.77, 0.89-1.02,
0.71-0.83.

[0105]

FHB15-2 ¢ (1R,2R,3aS,10aR)-5-5,-2- ¥& £ -1-{(1E,38)-3-¥E £ -3-[1-(2-
B R R BN B -1-TN 1% -1-5£1-2,3,34,9,10,10a- N &- |H-ZE £ [b1EE TR [ ]
I PEBE-6- 74 %

HPLCE EBFRA (47 58) * 0.94 ;

o

MS (ESI, Pos.) : 435 (M+H-H-0)+. ;

'H-NMR (CD;0D) :8 7.43, 7.25-7.30, 7.07-7.15, 6.95, 5.60, 5.32,
4.30, 4.11-4.15, 3.78-3.86, 3.03, 2.69-2.82, 2.50-2.64, 2.48, 1.91, 1.69-
1.82, 1.63, 1.05-1.15, 0.73-0.80, 0.65.

[0106]
JEf5-3 © (1R,2R,3a8,10aR)-1-{(1E,3§)-3-[1-(2- @A EH IR T £ 1-3-%¢

D

g
%_I_W\}ﬁ%_l_%}_5_%_2_¥§§%_2a3a3aa9,lo,loa'ﬁﬁ'lH_%#[b]iﬁ&[f] I]E_%
-6-F2 B

HPLCi BB [E] (77 88) * 0.99

e
i
/5t

¢

MS (ESI, Pos.) : 469, 471 (M+H-H.O, M+H+2-H,0)+. ;
'H-NMR (CD;OD) :8 7.37-7.44, 7.15-7.32, 6.90-6.95, 5.24-5.92,

4.56, 4.29, 3.83, 2.85-3.10, 2.48-2.74, 1.99-2.13, 1.91, 1.79, 1.24-1.309.
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[0107)
FhEEI5-4 ¢ (1R,2R,3aS,10aR)-5-&-1-[(1E,3&)-4-(4-F K E)-3- K E-1-T%
M- 1-501-2-¥85-2,3,3a,9,10,10a- A - | H-5E 3 [b1H8 R[]0 B - 6- ¥4 T

HPLC3H &8 (43 %) © 0.88

MS (ESI, Pos.) : 427 (M+H-H,0)+. ;

'H-NMR (CD;0D) :& 7.42, 7.28, 6.99-7.05, 6.94, 5.64, 5.46-5.52,
4.37,4.17, 3.85-3.91, 3.05, 2.76-2.91, 2.56-2.68, 1.85-1.97, 1.79, 1.27.

[0108])

HFhiEHI5-5 ¢ (1R,2R,3aS,10aR)-5-&-1-[(1E,3E,4&)-4-(4- & K E)-3- 5 E -
1- - 1-325]-2-¥85£-2,3,32,9,10,10a- 7 - |H- 5 3 [b] B8 1 [£] 028 B 5 -6- 74
i

HPLC3 I8 (43 4%) © 0.87

MS (ESI, Pos.) : 427 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.26-7.49, 7.20-7.25, 7.02, 6.81-6.94, 5.45,
5.26, 4.25, 4.06-4.12, 3.79, 2.73-2.93, 2.59, 2.43, 1.81-1.92, 1.56-1.70,
1.37.

[0109])

HFhtH5-6 ¢ (1R,2R,3aS,10aR)-5-&-1-[(1E,3£,4&)-4-(4-&,-2- H A R F)-
3FTEL-1- P f-1- B ]-2-FE£E-2,3,32,9,10,10a- 75 4~ | H-25 3£ [b] 58 [ [£]12 &
H-6-F2

HPLC3H S8 (43 4%) © 0.94 ;

MS (ESI, Pos.) : 423 (M+H-2H,0)+.

'H-NMR (CD;OD) :8 7.41-7.48, 7.24-7.33, 6.86-6.97, 5.69, 5.42-
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5.59, 4.38, 4.20, 3.85-3.92, 2.97-3.20, 2.82, 2.49-2.73, 2.38, 1.85-2.04,
1.69-1.85, 1.29-1.37, 1.22.

[0110]

BFHiM15-7 1 (IR,2R,3aS,10aR)-1-[(1E,3&,48)-4-(2- 5 -4- 5 £ )-3-¥E £L -
1-b-1-251-5- 8 -2- 78 5-2,3,3a,9,10,10a- N & - TH-ZR H [b 3R K [ £105 B 5
-6- 2 B

HPLCi &I [E] (77 ##) * 0.96 ;

MS (ESI, Pos.) : 461, 463 (M-H,0, M+2-H,0)+. ;

'H-NMR (CD;OD) :§ 7.39-7.50, 7.20, 7.07, 6.94, 5.65, 5.49, 4.29-
4.38, 3.80-3.92, 3.35-3.52, 3.00-3.10, 2.75-2.88, 2.54-2.69, 1.81-1.97,
1.70-1.81, 1.29-1.35, 1.26.

[0111]

B Hif15-8 © (1IR,2R,3aS,10aR)-1-[(1E,3&,48)-4-(2- 5 -4- 5 £ )-3-¥E £L -
1-b-1-251-5- 8 -2- 78 5-2,3,3a,9,10,10a- N & - TH-ZR H [b 3R K [ £105 B 5
-6- 2 B

HPLCi &I [E (77 ##) * 0.93 ;

MS (ESI, Pos.) : 461, 463 (M-H,0, M+2-H,0)+. ;

'"H-NMR (CD;OD) :§ 7.37-7.44, 7.24, 7.06, 6.91, 5.57, 5.27, 4.25,
4.15,3.79, 3.35-3.45, 2.89, 2.53-2.64, 2.46, 1.88, 1.63, 1.37, 1.24-1.33,

[0112]

B Hi15-9  (1R,2R,3aS,10aR)-5-%&.-1-{(1E,38)-3-[1-(2-&,-6- HH B FE &)
RN AR 3R R -1 - M- 1- AR ) -2-7856-2,3,34,9,10,10a- /N & - TH- 2R F [b] ER

105 R 3L -6-F2 2
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HPLCi &I [E (77 ##) * 0.95

MS (ESI, Pos.) : 453 (M-OH)+. :

'H-NMR (DMSO-ds) :5 12.88-13.30, 7.33-7.41, 7.12, 6.95, 5.45-
5.58, 5.20-5.33, 5.06-5.18, 4.80, 4.71, 4.21-4.37, 4.09, 3.78-3.95, 3.42,
2.84-2.96, 2.69-2.83, 2.57-2.65, 2.33-2.46, 2.16-2.30, 1.33-1.77, 0.93-
1.31, 0.39-0.70.

[0113]

BFHEH]5-10 1 (1R,2R,3aS,10aR)-5-%-1-{(1E,3)-3-[1-(5-5,-2- HE %)
IR AR]-3-FR AL -1- PG - -5 1 -2-578 £K-2,3,32,9,10,10a- /N & - 1TH-ZR F [b] IR
[l [f105 B 35 -6- 74 B

HPLCi &I [E] (77 ##) * 0.96 ;

MS (ESI, Pos.) : 453 (M-OH)+. :

'H-NMR (DMSO-ds) :8 12.97-13.22, 7.35-7.42, 7.13, 6.90-7.01,
5.41, 5.13-5.26, 4.81, 4.74, 4.30, 3.94-4.02, 3.64, 2.86-2.98, 2.70-2.83,
2.52-2.60, 2.44, 2.35-2.39, 1.48-1.74, 1.00-1.09, 0.95, 0.64, 0.53.

[0114]

BFHEHI5-11 1 (1R,2R,3aS,10aR)-5-%-1-{(1E,38)-3-[1-(3-5,-2- HEL % L)
IR AR]-3-FR AL -1- PG - -5 1 -2-578 £K-2,3,32,9,10,10a- /N & - 1TH-ZR F [b] IR
[l [f105 B 35 -6- 74 B

HPLCHE IR (47 88) © 0.95 ;

'H-NMR (CDsOD) :5 7.42, 7.04-7.21, 6.88-7.02, 5.59, 5.34, 4.31,
3.99-4.22, 3.77-3.95, 2.90-3.10, 2.76, 2.46-2.68, 2.39, 1.91, 1.69-1.84,

1.64, 1.04-1.17, 0.72-0.86, 0.66.
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[0115]

BFHEHI5-12 1 (1R,2R,3aS,10aR)-5-%-1-{(1E,38)-3-[1-(4-5,-2- FHEL % EL)
IR AR]-3-FR AL -1- PG - -5 1 -2-578 £K-2,3,32,9,10,10a- /N & - 1TH-ZR F [b] IR
I [£105 BE 3% -6 - ¥4 %

HPLC/ &I [E (77 ##) * 0.94

MS (ESI, Pos.) : 453 (M+H-H,0)+, 435 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.38-7.50, 7.03-7.27, 6.88-7.03, 5.50-5.74,
5.42, 4.33, 3.94-4.23, 3.83, 3.05, 2.71-2.90, 2.48-2.70, 2.29-2.45, 1.80-
1.97, 1.58-1.80, 1.10, 0.63-0.81.

[0116]

BFHif5-13 © (1R,2R,3aS,10aR)-1-[(1E,3E,48)-4-(2,3- & £)-3- ¥ £ -
1-b-1-251-5- 8 -2- 78 5-2,3,3a,9,10,10a- N & - TH-ZR H [b 3R K [ £105 B 5
-6- 2 B

HPLCi &I [E (77 ##) * 0.93 ;

MS (ESI, Pos.) : 445 (M-OH)+. :

'H-NMR (DMSO-ds) :5 12.91-13.24, 7.37, 7.10-7.26, 6.98, 5.38-
5.54, 4.85, 4.77-4.83, 4.35, 4.06-4.12, 3.71, 3.04-3.14, 2.93, 2.82, 2.53-
2.63, 2.34-2.46, 1.59-1.84, 1.13-1.28.

[0117]

BFHif5-14 © (1R,2R,3aS,10aR)-1-[(1E,3E,48)-4-(2,3- & £)-3- ¥ £ -
1-b-1-251-5- 8 -2- 78 5-2,3,3a,9,10,10a- N & - TH-ZR H [b 3R K [ £105 B 5
-6- 2 B

HPLCi BB E (77 $8) © 0.9
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MS (ESI, Pos.) : 445 (M-OH)+. :

'H-NMR (DMSO-d¢) :§ 12.81-13.30, 7.36, 7.14, 6.95, 5.34, 5.16,
5.00, 4.74, 4.25, 4.01, 3.61, 3.04, 2.72-2.83, 2.53-2.65, 2.43, 2.15-2.31,
1.44-1.72, 1.13-1.35.

[0118]

B HEf5-15 ¢ (IR,2R,3aS,10aR)-1-[(1E,3£,48)-4-(2,5- & 3 £5)-3- K EL -
-3 h-1-251-5-3-2-7£5k-2,3,32,9,10,10a- /N E- TH-ZR FF [b | FR [ {115 BE 5%
-6-7& %

HPLC/ BB [E] (57 §8) © 0.92

MS (ESI, Pos.) : 445 (M-OH)+. :

'H-NMR (DMSO-ds) :5 13.07, 7.37, 7.18, 7.15, 7.02-7.08, 6.98,
5.35-5.51, 4.86, 4.79, 4.35, 4.09, 3.70, 3.06, 2.89-3.00, 2.74-2.86, 2.52-
2.56,2.33-2.45, 1.59-1.82, 1.12-1.25.

[0119]
B HEf5-16 © (IR,2R,3aS,10aR)-1-[(1E,3£,48)-4-(2,5- & 3 £5)-3- K EL -
-3 h-1-251-5-3-2-7£5k-2,3,32,9,10,10a- /N E- TH-ZR FF [b | FR [ {115 BE 5%
-6-7& %

HPLC/ BB [E] (57 §#) © 0.89

MS (ESI, Pos.) : 445 (M-OH)+. :

'H-NMR (DMSO-de) :8 13.06, 7.36, 7.17, 7.02-7.09, 6.96, 5.37,
5.15-5.23, 4.97, 4.74, 4.26, 3.98-4.07, 3.62, 2.98, 2.77, 2.61, 2.52-2.56,
2.38-2.46, 2.13-2.31, 1.62-1.72, 1.54, 1.14-1.34.

[0120]
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EFHiH5-17 © (1R,2R,3aS,10aR)-1-[(1E,3¢,48)-4-(2,6- — & 5 H)-3- ¥ EL -
1- 3 %-1-251-5-%-2- 58 55-2,3,3a,9,10,10a- /N & - TH-ZFFF [bIER T 105 B 82
-6-F& %

HPLC/w & HFE (77 #) * 0.9 ;

MS (ESI, Pos.) : 445 (M+H-H,0)+. ;

'"H-NMR (CD;OD) :§ 7.45, 7.23-7.31, 6.90-6.97, 5.47, 5.30, 4.36,
4.20-4.25, 3.73-3.81, 3.25, 2.80, 2.47-2.60, 2.38, 1.86, 1.50-1.59, 1.46,
0.97-1.23.

[0121]

EFhiH5-18 © (1R,2R,3aS,10aR)-1-[(1E,3¢,48)-4-(2,6- — & 5 HL)-3- ¥R HL -
1- - 1-251-5-F-2- 58 55-2,3,3a,9,10,10a- /N & - TH-ZA I [bIER T 105 B 82
-6-F& %

HPLC/ &I [E (77 ##) * 0.94

MS (ESI, Pos.) : 445 (M+H-H,0)+. ;

'"H-NMR (CD;0D) :§ 7.47, 7.20-7.28, 6.89-6.98, 5.71-5.77, 5.60-
5.67, 4.34-4.43, 3.94, 3.24-3.31, 3.07-3.16, 2.87, 2.63-2.72, 1.93-2.03,
1.82-1.91, 1.30.

[0122]

B 5] 5-19 : (1R,2R,3aS,10aR)-5- &, -2- ¥& £ -1-[(1E,3&,48)-3- ¥& £k -4-
(2,4,6- =& FEH)-1-T%I%-1-£1-2,3,3a,9,10,10a- N & - 1H-ZFE FH [b]13B K [f]
IS5 B 55 -6 - #4214

HPLCi &I [E (77 ##) * 0.95

MS (ESI, Pos.) : 463 (M+H-H,O)+. ;
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'"H-NMR (CD;0D) :§ 7.47, 6.97, 6.81, 5.60-5.80, 4.40, 4.32, 4.12,
3.93, 3.07-3.31, 2.87, 2.51-2.78, 1.78-2.05, 1.20-1.37.

[0123]

FHiH15-20 : (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2,4- “ & F )BT H]-
3 FREL - NI -1-EL ) -5- 5 -2- 58 56 -2,3,3a,9,10,10a- N & - 1 H-ZFEFH [ IB K
[£]10=5 B 3 - 6- 32 B

HPLCE YRS RS (57 88) - 1.116 ;

MS (ESI, Pos.) : 471 (M+H-H,0)+, 453 (M+H-2H,0)+. ;

'"H-NMR (CD;0D) :§ 7.42-7.46, 7.10-7.16, 6.94, 6.86, 6.78-6.85,
5.48-5.55, 5.39-5.48, 4.28-4.34, 3.80-3.86, 2.98-3.05, 2.70-2.79, 2.44-
2.64,2.32-2.43, 2.05-2.13, 1.73-1.93, 1.66.

[0124]

B i 1 5-21 © (1R,2R,3aS,10aR)-5- &, -1-{(1E,38)-3-[1-(4- & F FH)IB T
B-3- R AL 1P - -5 ) -2-58£E-2,3,32,9,10,10a- N G- 1H-ZE H [b]IB L [ f]
05 B 3 - 6- 42 B

HPLCH IFR (47 88) @ 1.102 ;

MS (ESI, Pos.) : 435 (M+H-2H,0)+. ;

'"H-NMR (CD;OD) :§ 7.43-7.47, 7.12-7.18, 6.94-7.02, 5.39-5.46,
5.31-5.38, 4.29-4.33, 4.24, 3.80-3.86, 2.99-3.07, 2.74-2.82, 2.47-2.64,
2.24-2.42, 2.00-2.08, 1.76-1.92, 1.66-1.75.

[0125]

22430 : (1R,2R,3aS,10aR)-1-[(1E)-4-(2,6- & £)-4,4- — & -3-fI&

Be-1- T f&-1-21-5-%-2-(PU & -2 H- R IR - 2- Bk 55, A6 )-2,3,32,9,10, 10a- 7N & -
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TH-ZE - [bER T [f]05 e -6-F4 B L B

2= E29mElE 2 {E&%) (309 mg) Z THF(0.5 mL)7A &K FA I & b
#(17.5 mg - 60% ME) > FhEIE NMEFE2/NG - K IEREYIRINS S
FIopT#lis 2 {E&9(100 mg) Z THF(0.5 mL)I&iK ~ EALFE 2 2- FH AU E
I#5(0.37 mL)JEI& » F250C MR REE - INRIER SR TR & L%
KB - MR LM LB AT 22T - A 1R g R e AR K 3 - &8 BE i 52
Eete - HETHRIE - REBERWIER - FEHYBELREITAECK - LB
=95 : 5—>80 : 20) 4 {CLATER 2B > I EFSEAUTYMHE ZEHE
a¥1(114 mg) -

TLC : Rf 0.43(C ¥ : 2B LB5=7:3) ;

'H-NMR (CDCl;) :§ 7.42-7.50, 7.22, 7.17, 6.98, 6.74-6.88, 4.69-
4.72, 4.57, 4.37, 4.01-4.20, 3.85-3.92, 3.71, 3.39-3.51, 3.01-3.19, 2.60-
2.82,2.24,1.91-2.12, 1.77-1.87, 1.56-1.77, 1.45-1.53, 1.38.

[0126])

K6 : (1R,2R,3aS,10aR)-1-[(1E,38)-4-(2,6- & FH)-4,4- _ & -3-1K

g
Be-1-T H-1-A1-5-%-2-584-2,3,3a,9,10,10a- /N & - TH-ZR 3 [b]ER T [£105
_6-

e
i
/5t

=
RSP

2
ERZFPIB30F 23S 2LV REZFPTMEE Z(LEY - T8
FH8—>FHPI2AHE 2 HEY 2 #F - BILEGB R T 2V E L
RRELEY - BE > HERSH I EE (LGP .2 T YA ERREE
JESR B BBV 2 oy e (AT 0 B 2 S S PR RS

HPLCi BE B [E] (77 %) * 0.83

\

hi
O

MS (ESI, Pos.) : 467 (M-OH)+. ;
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'H-NMR (DMSO-d¢) :5 12.95-13.20, 7.54-7.66, 7.35-7.41, 7.20,
6.99, 6.01, 5.56-5.61, 4.86, 4.36-4.50, 4.31, 3.71, 2.84-2.98, 2.69-2.80,
2.53-2.63, 2.35-2.47, 1.73, 1.39-1.62.

[0127]

BHip16-1~6-17 :

fEFR e 2 BB (CE 2 F P29 e bV > (TeaE1 25130
—2FF18—FHBI2MHE 2 Hry 2 #(F - BILER TAERESY) -
AE  HERSFH8HMAEE 2LV 2 PRV HEREDIFRERREY
ZorEERRE AT o B L S AR TERS o BHIE ZBEBRER A A RIEEY) ~ SR ARIE
G B2 28— 2F HI29M 6 2 By Z B (ET 2 -

[0128]

EHEf6-1 © (IR,2R,3aS,10aR)-1-[(1E,38)-4,4- & -3- 8 & -4-FH-1-T
J-1-%1-5- % -2-¥8 %-2,3,3a,9,10,10a- /N G- | H- 55 3 [ b B8 TR [ £ BE % -6 -
Edid

HPLC/ BB [E] (57 §#) © 0.86

MS (ESI, Pos.) : 431 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.40-7.55, 6.79-7.03, 5.57-5.65, 4.41-4.56,
4.19-4.40, 3.84-3.91, 3.01, 2.74, 2.55-2.66, 1.89-1.96, 1.81, 1.63.

[0129]

EHif6-2 © (1R,2R,3aS,10aR)-1-[(1E,38)-4,4- & -4-(4- 5 5 H)-3- 58 % -
1T H-1-251-5-3-2-7£55-2,3,32,9,10,10a- /N E- TH-ZR 3 [b | FR [ £115 BE 5%
-6-7& %

HPLCi BB [E] (77 %) * 0.87

% 85 HEWHRTE)
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MS (ESI, Pos.) : 449 (M-OH)+. ;

'H-NMR (DMSO-d¢) :5 12.88-13.32, 7.50-7.57, 7.28-7.40, 6.98,
5.84, 5.54, 5.45, 4.85, 4.37-4.51, 4.32, 3.70, 2.71-3.02, 2.54-2.63, 2.35-
2.47, 1.74.

[0130]

i 516-3 : (IR,2R,3aS,10aR)-1-[(1E,36)-4,4- " &.-3- FEE -4-(4- HH FL %
F)-1-T M-1-F1-5-8-2-58F-2,3,32,9,10,10a- )N G- 1 H- K H [bIR I [£115
B gL-6- & %

HPLC/FABFfE (57 88) - 0.9 ;

MS (ESI, Pos.) : 445 (M-OH)+. ;

'H-NMR (DMSO-dg) :8 12.85-13.34, 7.35, 7.26, 6.99, 5.76, 5.50-
5.58, 5.43, 4.83, 4.36-4.46, 4.32, 3.66-3.76, 2.84-2.97, 2.70-2.81, 2.53-
2.63, 2.35-2.45, 2.34, 1.44-1.80.

[0131]

FHif16-4 1 (1R,2R,3aS,10aR)-1-[(1E,38)-4-(4- B EE)-4,4- " 5,-3- 5 -
1-T0%-1-F51-5-8-2- 78 %-2,3,3a,9,10,10a- N & - TH- R H [ ER K[ 175 B 9%
-6-F& 1%

HPLC/5 BB (7 88) - 0.92

MS (ESI, Pos.) : 465 (M-OH)+. :

'H-NMR (DMSO-dy) :5 13.07, 7.46-7.57, 7.37, 6.99, 5.87, 5.51-5.60,
5.43, 4.85, 4.44, 4.33, 3.70, 2.90, 2.79, 2.53-2.64, 2.45, 1.65-1.81, 1.46-
1.65.

[0132]
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Fhrpl6-5 ¢ (1R,2R,3aS,10aR)-1-[(1E,3£)-4-(2,4- “ @ A E)-4,4- " H.-3-

FEEE-1- T fh-1-551-5-m-2-F8£6-2,3,3a,9,10,10a- /N & - 1H-Z5 - [b] B T [ f]

HPLC/ BB [E] (57 §#) © 0.86

MS (ESI, Pos.) : 467 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.57-7.64, 7.42, 7.07-7.14, 6.93, 5.63-5.74,
4.61, 4.31-4.35, 3.85-3.92, 2.96-3.04, 2.73, 2.56-2.67, 1.78-1.96, 1.69,
1.57.

[0133]

HFHEH16-6 1 (1R,2R,3aS,10aR)-1-[(1E,38)-4-(2- A FEEL)-4,4- —5&-3- 5L H-
1- T 4-1-561-5-8-2-F8%6-2,3,3a,9,10,10a- 75 G- LH- 53 [b 1 BB TR £]0% P 34
-6-7& %

HPLC/ BB [E] (57 §#) © 0.86

MS (ESI, Pos.) : 465 (M-OH)+. :

'H-NMR (DMSO-dg) :8 13.06, 7.44-7.62, 7.37, 6.98, 5.85, 5.46-5.62,
4.86, 4.77, 4.30, 3.66-3.75, 2.82-2.92, 2.68-2.74, 2.52-2.62, 2.45-2.46,
2.34-2.42, 1.63-1.75, 1.32-1.53.

[0134]

HFHE#16-7 © (1R,2R,3aS,10aR)-1-[(1E,36)-4,4- — &,-3- FE & -4-(2- FH EL 5
F)-1-T H-1-21-5-8-2-¥8£5-2,3,3a,9,10,10a- /N & - 1H-2R 3 [b] IR TR [£105
PESE-6- 72 %

HPLC/ Bl [E] (57 §#) © 0.87 ;

MS (ESI, Pos.) : 445 (M+H-H,O0)+. ;
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'H-NMR (CD;0D) :8 7.42-7.49, 7.31-7.38, 7.27, 6.95, 5.68, 5.53-
5.61, 4.53-4.62, 4.28-4.35, 3.87, 3.00, 2.67-2.78, 2.54-2.66, 2.48-2.53,
1.92,1.73-1.85, 1.51-1.71.

[0135]

EHh6-8 : (1R,2R,3aS,10aR)-1-[(1E,3&)-4,4- & -4-(4-F-2-HEFKE)-
3-FCE-1-T - 1-E1-5-7-2- ¥ £EE-2,3,3a,9,10,10a- N F - 1H-ZK FH [ ER Tk
[£105 BE5L-6-F2 2

HPLC/HFEBER (57 88) © 0.9 ;

MS (ESI, Pos.) : 463 (M+H-H-O0)+. ;

'H-NMR (CD;OD) :8 7.36, 6.83-6.93, 5.46-5.60, 4.43, 4.20-4.25,
3.76, 3.23-3.27, 2.91, 2.60-2.73, 2.43-2.55, 2.40, 1.43-1.85.

[0136]

HHE6-9 ¢ (1R,2R,3aS,10aR)-1-[(1E,3&)-4-(2,5- @ A K)-4,4- _&,-3-

FRE-1-T¥F-1-E1-5-F,-2-7F%££-2,3.3a,9,10,10a- N & - 1H-ZE H [b] B X [ ]

ey

12 B 92 -6- & i
HPLCSEERE] (4788) - 0.84

RE

MS (ESI, Pos.) : 467 (M+H-H,0)+. ;
'H-NMR (CD;OD) :§ 7.35, 7.11-7.22, 6.83, 5.49-5.64, 4.76, 4.52,
4.19-4.25, 3.77, 2.90, 2.45-2.67, 1.81, 1.65-1.75, 1.51-1.62, 1.40-1.51.
[0137]
B HE$16-10 : (IR,2R,3aS,10aR)-1-[(1E,38)-4,4-  &,-4-(2- %, -6- B EL Z
B)-3-FRA-1-T - 1-58]-5-%-2- 58 56-2,3,32,9,10,10a- /N & - 1TH-ZR - [b]ER
JR[f]0S BE3%-6- 7R i
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HPLC/ Bl [E] (57 §#) © 0.87 ;

MS (ESI, Pos.) : 463 (M-OH)+. :

'H-NMR (DMSO-dy) :8 13.06, 7.35-7.42, 7.08-7.15, 6.99, 5.87, 5.50-
5.65, 4.85, 4.45, 4.30, 3.71, 2.88, 2.68-2.80, 2.52-2.56, 2.36-2.47, 1.72,
1.49.

[0138]
FHEBI6-11 ¢ (1R,2R,3aS,10aR)-1-[(1E,38)-4,4- — & -4-(2- &, -3- B 5
E)-3-FUEE-1-T M- 1-58]-5- 8- 2- 78 £8-2,3,3a,9,10,10a- N & - 1H-ZEH [b] 2
JR[f]0S BE3%-6- 7R i

HPLC/ BB [E] (57 §#) © 0.89

MS (ESI, Pos.) : 463 (M-OH)+. :

'H-NMR (DMSO-d¢) :5 12.88-13.22, 7.28-7.46, 7.16-7.22, 6.98,
5.85, 5.51-5.56, 4.85, 4.43-4.59, 4.31, 3.71, 2.82-2.92, 2.69-2.78, 2.52-
2.60, 2.45, 2.26, 1.69, 1.37-1.60, 1.23.

[0139]
EHEf6-12 © (1R,2R,3aS,10aR)-1-[(1E,38)-4-(2-F-6- & 3 H)-4,4- & -
3-FREL-1-T H-1-51-5- 5 -2-¥8 %£-2,3,3a,9,10,10a- /5 G- 1H- 3 3£ [b] IR K
[£105 P 3% - 6- 72 B2

HPLC/ BB ] (57 §#) © 0.88

MS (ESI, Pos.) : 483 (M-OH)+. :

'H-NMR (DMSO-de) :8 12.90-13.25, 7.55, 7.33-7.45, 6.99, 5.97,
5.52-5.66, 4.86, 4.49-4.65, 4.30, 3.71, 2.84-2.96, 2.67-2.77, 2.54-2.65,

2.35-2.46, 1.66-1.76, 1.36-1.57, 1.23.
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[0140]

B Hif16-13 1 (IR,2R,3aS,10aR)-1-[(1E,38)-4,4- ~ &,-4-(5- %, -2- FH E£ ZE
B)-3-FRA-1-T - 1-58]-5-%-2- 58 56-2,3,32,9,10,10a- /N & - 1TH-ZR - [b]ER
JR[f]0S BE3%-6- 7R i

HPLC/ Bl R (57 88) © 0.9 5

MS (ESI, Pos.) : 463 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.12-7.28, 7.04-7.11, 6.93-7.02, 6.72-6.81,
5.46-5.60, 4.40-4.53, 4.14-4.25, 3.67-3.84, 3.24-3.30, 2.81-2.96, 2.66,
2.50, 2.36, 1.74-1.86, 1.34-1.74.

[0141]

B Hif16-14 1 (1IR,2R,3aS,10aR)-1-[(1E,38)-4,4- — &,-4-(2-%,-5- F E£ ZE
B)-3-FRA-1-T - 1-58]-5-%-2- 58 56-2,3,32,9,10,10a- /N & - 1TH-ZR - [b]ER
JR[f]0S BE3%-6- 7R i

HPLC/ Bl R (57 88) © 0.9 5

MS (ESI, Pos.) : 463 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.45, 7.30-7.38, 7.08, 6.94, 5.55-5.71, 4.59-
4.68, 4.29-4.34, 3.87, 2.97, 2.53-2.75, 2.38, 1.92, 1.72-1.81, 1.56-1.67,
1.37-1.51.

[0142]

B HEf16-15 1 (1IR,2R,3aS,10aR)-1-[(1E,38)-4,4- ~ &,-4-(3- %, -2- B E£ ZE
H)-3-FREL-1- T H- 1-2)-5-5-2-¥856-2,3,3a,9,10,10a- /N & - TH- 5 3£ [b] 32
JR[f]0S BE3%-6- 7R i

HPLCi BB E (77 88) * 0.91

90 HEHHRTE)
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MS (ESI, Pos.) : 463 (M+H-H-O0)+. ;

'H-NMR (CD;OD) :§ 7.42-7.49, 7.26-7.35, 7.12-7.22, 6.95, 5.65,
4.52-4.61, 4.30-4.36, 3.88, 3.02, 2.75, 2.55-2.67, 2.41, 1.78-1.96, 1.55-
1.75.

[0143]

HFHE6-16 ¢ (1R,2R,3aS,10aR)-1-[(1E,3&)-4-(5-FA-2-F A E)-4.4- _&.-
3-FCE-1-T - 1-E1-5-7-2- ¥ £EE-2,3,3a,9,10,10a- N F - 1H-ZK FH [ ER Tk
[£105 BE5L-6-F2 2

HPLC/ & [E (57 #8) * 0.92 ¢

MS (ESI, Pos.) : 483 (M-OH)+. :

'H-NMR (DMSO-d¢) :8 12.90-13.24, 7.63-7.69, 7.48-7.53, 7.39,
6.95-7.00, 5.98, 5.55, 4.86, 4.42-4.58, 4.28-4.38, 3.67, 2.85-2.96, 2.71-
2.82,2.54-2.63, 2.35-2.46, 1.66-1.78, 1.36-1.64.

[0144]

HFHip6-17 @ (1R,2R,3aS,10aR)-1-[(1E,3&)-4,4- " & -4-2-F K H)-3-&

Be-1-T M-1-550-5-%-2- 88 5-2,3,3a,9,10,10a- /N & - TH-Z2FF [bER R[]0

HPLC/ BB [E] (57 §#) © 0.86

MS (ESI, Pos.) : 449 (M+H-H,0)+. :

'H-NMR (CD;0D) :§ 7.51-7.60, 7.41, 7.30, 7.17-7.25, 6.92, 5.57-
5.73, 4.66, 4.30, 3.84-3.91, 2.93-3.01, 2.54-2.73, 1.92, 1.77, 1.60, 1.29-
1.52.

[0145]
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SZ 31 1 5-IR-2- L0 E A T

{EFH4-R-2-FEE R H B (CASER T © 22532-62-3) {0 4-17-3-#-2-¥
EORHEE > (T2 FOBHEE LB 25 0E - BIILESREFLTYME
ZIEEEEY) -

'H-NMR (CDCl3) :8 7.24, 7.05, 6.98-7.00, 6.80-6.92, 5.77, 5.71,

M

5.40, 5.09.

[0146])
£ 2% {532 : (1R,2R,3aS,10aR)-1- H fif K& -2-( VU &, -2H- I I -2- K& &, 55 )-
2,3,3a,9,10,10a- NG - 1H- R H [b1IR K [f]05 BE 3% -6- 72 % £ B

EH2EHBIMEE LGB SFFBMELEZ(LEY » (MR
2% fld—2F 5> 2F 6> 2F[|7T>2FH|8—>2FFoEE =~ BHY
e FBILESERUTYME ZE-ELEY -

TLC : Rf 0.50(2 )% : ZFEZBE=2:1)

'H-NMR (CDCl;) :5 9.82-9.86, 7.60-7.65, 7.13, 4.64-4.69, 4.32-
4.49, 3.79-3.95, 3.44-3.55, 3.23-3.30, 3.14-3.21, 3.02-3.11, 2.77-2.88,
2.52-2.66, 2.18-2.41, 1.98-2.15, 1.70-1.97, 1.59-1.70, 1.48-1.57, 1.39.

[0147])

EHEH7 © (1R,2R,3aS,10aR)-2- ¥ £ -1-[(1E,3R)-3-¥& £ -3-(1- F HE B
B)-1-INiE-1-%1-2,3,3a,9,10,10a- N G- |H-ZEFH [b IR K [£105 B3 -6- 742 [i%

EH2EHB2AMEE A LEYRESEHIREEZ(LEY R
EH2TEE ZLEMRESFO4FREE (LG > (fEP2F 17
—2EF18—>EHF2MEE 2 BIY 2 #(F > #EILEGEHLLTYMEZE
BLay) - BE > BhEEXHNGHEETRHERE -
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HPLC/ Bl R (57 88) © 0.91 ;

MS (ESI, Pos.) : 403 (M+H-H,0)+, 385 (M+H-2H,0)+. :

'H-NMR (CD;0D) :§ 7.58, 7.48, 7.34-7.40, 7.22-7.29, 7.15-7.21,
5.53, 5.38, 4.30-4.35, 3.88, 3.77-3.85, 3.00, 2.80, 2.59, 2.42-2.51, 1.65-
1.87, 0.87-1.00, 0.68-0.82.

[0148]

BHipI7-1~7-50 :

fER2FHB2AHE A LeRESF RO EE Z(La?) > (EHE
€2 BB UCE 25 P4 RE 2 bay) > (THHE2FPI1T-2F 418
—EP2MHE 2 B Z#E - #ILEE TAERALeY - e HE
PE2EPNIHE Z LGV 2 F RV HREMBERIFREGREEY 2 ik
Aoy S rERS o BHE 2 BB A AR EEY) ~ SR ARES Yl
ZEP10—>2FF1152 5 §128—2FH29M [E 2 BBy Z #RE i 2 -

[0149]

M

EHif7-1 1 (IR,2R,3aS,10aR)-2-¥& £ -1-[(1E,3S)-3-¥&E -1-32§%-1- 2L -
2,3,32,9,10,10a- 75 G- | H-ZE 5 [b1FB R [V E B35 -6- ¥4 5

MS (ESI, Pos.) : 357 (M+H-H,0)+. :

'H-NMR (DMSO-d¢) :6 12.80, 7.47, 7.33, 7.18, 5.31-5.53, 4.77,
4.55, 4.35, 3.81-3.94, 3.63-3.76, 2.76-2.98, 2.40-2.58, 2.24-2.38, 1.63-
1.85, 1.16-1.49.

[0150]

Fhif7-2 © (IR,2R,3aS,10aR)-2- & B -1-[(1E,38)-3- 5 B -4-( =& H £)-

1-3%17%-1-451-2,3,32,9,10,10a- /N F- TH-ZE - [b1ER TR [ £]95 BE 55 -6- 4

93 HEWHRE)
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HPLC A S5 R (4 48) © 0.97 ;

MS (ESI, Pos.) : 425 (M+H-H,0)+, 407 (M+H-2H,0)+. :

'H-NMR (CD;O0D) :8 7.47, 7.39, 7.06, 5.51-5.63, 4.40-4.45, 4.28,
3.66-3.82, 2.84-2.96, 2.68-2.83, 2.40-2.62, 2.00-2.27, 1.70-1.93, 1.12-
1.61, 0.84.

[0151])

EHif5]7-3 ¢ (1R,2R,3aS,10aR)-2-¥& £ -1-[(1E,3E,48)-3- 8 £ -4-( = &, H
Bo)-1-¥0%-1-761-2,3,3a,9,10,10a- N G- 1H- 2R FH [b13R R[]0 B3 -6- F2 R

HPLC A S5 R (4 48) © 0.99 ;

MS (ESI, Pos.) : 425 (M+H-H,0)+, 407 (M+H-2H,0)+. :

'H-NMR (CD;0D) :8 7.60, 7.51, 7.19, 5.60-5.75, 4.38-4.46, 3.91,
3.05, 2.86, 2.56-2.70, 2.21-2.32, 1.82-1.97, 1.59-1.74, 1.29-1.53, 0.92-
0.98.

[0152]

FhHH7-4 ¢ (1R,2R,3aS,10aR)-2- & K -1-[(1E,3E,48)-3- & FE -4-( =& H
Bo)-1-¥0%-1-761-2,3,3a,9,10,10a- N G- 1H- 2R FH [b13R R[]0 B3 -6- F2 R

HPLC A S5 R (4 48) © 0.99 ;

MS (ESI, Pos.) : 425 (M+H-H,0)+, 407 (M+H-2H,0)+. :

'H-NMR (CD;O0D) :8 7.59, 7.51, 7.19, 5.60-5.75, 4.38-4.43, 3.90,
3.04, 2.87, 2.55-2.70, 2.29-2.38, 1.82-1.97, 1.68-1.77, 1.53-1.62, 1.28-
1.49, 0.90-0.98.

[0153]

EHif7-5 1 (1R,2R,3aS,10aR)-1-[(1E,38)-4,4- &, -3-§8F -4-FH-1-T

5 94 HEETIEREIE)
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K- 1-751-2-¥8£6-2,3,3a,9,10,10a- /N F- 1 H-ZE F: [b1 3R TR [ 105 B 52-6-F2 R

HPLCi &I [E] (77 ##) * 0.86 ;

MS (ESI, Pos.) : 413 (M+H-H,0)+. :

'H-NMR (CDsOD) :8 7.60, 7.43-7.55, 7.19, 5.57-5.62, 4.94, 4.42-
4.57, 4.34, 3.82-3.89, 2.89-3.05, 2.71-2.87, 2.62, 1.85.

[0154]

F i f57-6 ¢ (1R,2R,3aS,10aR)-2-F&E-1-[(1E,38)-3- 5B -3-(1- K KB T
B)-1-N%-1-7£1-2,3,32,9,10,10a- N R - 1H- 2R FH [b13R R[]0 B3 -6- 32 R

HPLCi &I [E (77 ##) * 0.97 ;

MS (ESI, Pos.) : 417 (M+H-H,0)+. :

'H-NMR (CDCls) :8 7.62-7.68, 7.27-7.35, 7.12-7.25, 5.57, 5.39,
4.32-4.38, 3.73-3.82, 2.99-3.08, 2.79, 2.26-2.61, 2.02-2.11, 1.74-2.00.

[0155])

EFHiW7-7 © (1R,2R,3aS,10aR)-2-¥&£L-1-[(1E,3€,4R)-3-5 & E-4- £ -1- 1%
Wh-1-%#1-2,3,3a,9,10,10a- N F- |TH-FH [b1IR L [£105 PR 35 -6- & iR

HPLCi &I [E (77 ##) * 0.92

MS (ESI, Pos.) : 373 (M+H-2H,0)+. ;

'H-NMR (CDsOD) :5§ 7.46, 7.35, 7.15-7.20, 7.02-7.11, 5.33, 5.13,
4.12-4.16, 3.98-4.03, 3.62-3.68, 2.62-2.75, 2.41-2.54, 2.20-2.28, 1.69,
1.42-1.51, 1.23-1.32.

[0156])

EHE7-8 1 (1R,2R,3aS,10aR)-2-¥&E-1-[(1E,3&,4S)-3- ¥ EL -4-HE - 1-1%

f#-1-%51-2,3,32,9,10,10a- 75 G- TH-ZF [ BR LK [£105 Pe 3L -6- ¥R %

95 HEWHRE)
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HPLC/ BB [E] (57 §8) © 0.92

MS (ESI, Pos.) : 373 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.47, 7.38, 7.12-7.20, 7.01-7.11, 5.52, 5.35,
4.25,4.08, 3.74, 2.86-2.95, 2.68-2.78, 2.37-2.56, 1.62-1.80, 1.07-1.24.

[0157]

EHEfHI7-9 ¢ (1R,2R,3a8,10aR)-1-[(1E,36)-3-(1- T ZLIR P EL)-3- KL H-1-4
K- 1-H61-2-$856-2,3,32,9,10,10a- /N G- TH-ZR H [b1ER K[ £]05 FE 5L 6- 72 iR

HPLC/ BB R (57 §#) © 0.99

MS (ESI, Pos.) : 383 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.59, 7.51, 7.19, 5.50-5.67, 4.41, 3.86-3.94,
3.03, 2.89, 2.52-2.69, 1.83-1.98, 1.52, 1.24-1.43, 0.89-0.96, 0.50-0.58,
0.26-0.34.

[0158]

EHE{H7-10 © (1R,2R,3aS,10aR)-2- 8% -1-[(1E,3S)-3-FEF-4-(3-E W7 BL)-
1-TJ%-1-%1-2,3,3a,9,10,10a- 7N G- |H-ZRFF [D IR [ {195 BE 5% -6- 72 iR

HPLC/ Bl [E] (57 §8) © 0.84

MS (ESI, Pos.) : 383 (M+H-H,0)+. :

'H-NMR (CD;0D) :5 7.59, 7.49, 7.32, 7.18, 7.10, 7.02, 5.63, 5.42,
4.30-4.36, 3.80-3.87, 2.92-3.02, 2.74-2.87, 2.62, 2.49, 1.86, 1.74, 1.58-
1.67.

[0159]

EFHEHI7-11 © (1R,2R,3a8,10aR)-1-{(1E,3£,48)-3-[1-(2- & H) BN £ |-

3_¥§Té%_l_ﬁﬁ\}:ﬁ_l_%}_2_¥$%_2a3a3aa9a10,loa'ﬁﬁ'lH_%#[b]iﬁ&[f] I]E_%
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BE3L-6- 4 %

HPLC/ &I [E (77 ##) * 0.94

MS (ESI, Pos.) : 421 (M+H-H,0) :

'H-NMR (DMSO-dg) :5 12.78, 7.48,7.18-7.34, 7.03-7.11, 5.40, 5.19,
4.80, 4.68, 4.22-4.31, 3.96, 3.56-3.66, 2.80-2.92, 2.67-2.79, 2.49, 2.19-
2.28, 1.41-1.69, 0.88-1.03, 0.61-0.70, 0.50-0.58.

[0160])
Ehaf7-12 © (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(3- @A) RN A-3-5K
Bo1-PN - 1-F)-2-88 £6-2,3,3a,9,10,10a- N G- | H- 75 3 [0 B8 TR [ £ B 3 -
6-3% %

HPLC/ &I [E (77 ##) * 0.94

MS (ESI, Pos.) : 421 (M+H-H,0) :

'H-NMR (DMSO-dg) :8 12.78, 7.48, 7.32, 7.24-7.31,7.16-7.21, 7.11-
7.15, 7.06-7.11, 6.98, 5.23-5.40, 4.87, 4.69, 4.26-4.32, 3.84, 3.59-3.68,
3.16, 2.81-2.92, 2.70-2.81, 2.41-2.49, 2.21-2.31, 1.51-1.72, 0.80-0.99,
0.58-0.80.

[0161])
EFHEH7-13 ¢ (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4-F 2 EL) B T ££1-3-5€

Be-1- N M-1-8 1 -2-7855-2,3,3,9,10,10a- N & - T H-Z H [b] 3R K [£105 B 5 -

5 97 HEEHIREIE)
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HOOC

F

HPLC/ & E (57 #8) * 0.97 ¢

MS (ESI, Pos.) : 435 (M+H-H,0)+, 417 (M+H-2H,0)+. ;

'H-NMR (DMSO-d¢) :8 12.78, 7.49, 7.33, 7.21, 7.03-7.10, 5.33,
5.14, 4.83, 4.68, 4.27-4.33, 4.09, 3.60-3.69, 3.16, 2.75-2.93, 2.49, 2.20-
2.33,2.09-2.19, 1.87-2.00, 1.57-1.77.

[0162]
EHip7-14 ¢ (1R,2R,3aS,10aR)-1-{(1E,3&)-3-[1-(3-F A E)IE T £1-3-5&

Be-1- N M-1-8 1 -2-7855-2,3,3,9,10,10a- N & - T H-Z H [b] 3R K [£105 B 5 -

(@)

-F

HPLCi &I [E (77 ##) * 0.97 ;

MS (ESI, Pos.) : 435 (M+H-H,0)+. :

'"H-NMR (DMSO-dg) :8 12.79, 7.48, 7.26-7.34, 7.20, 6.95, 6.88-6.92,
6.80-6.86, 5.34, 5.15, 4.90, 4.68, 4.27-4.32, 4.06-4.12, 3.61-3.69, 3.16,
2.74-2.92,2.49, 2.11-2.35, 1.89-2.00, 1.58-1.77.

[0163])
BFHif7-15 : (1R,2R,3aS,10aR)-2-¥& £ -1-[(1E,3€,4R)-3- ¥ EL -4-FH B -1-
FHh-1-1-2,3,3a,9,10,10a- N & - 1H-ZEH [b1IR R[0S BE 32-6- B2 iR
HPLCi &I [E] (77 ##) * 0.96 ;

MS (ESI, Pos.) : 371 (M+H-H>0)+, 353 (M+H-2H,0)+. ;

98 HEWHRTE)
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'H-NMR (CD;OD) :§ 7.57, 7.48, 7.16, 5.62, 5.49, 4.38, 3.83-3.92,
3.03, 2.84, 2.49-2.68, 1.79-1.96, 1.45-1.61, 1.21-1.41, 1.02-1.16, 0.86-
0.96.

[0164]

BFHi7-16 : (1R,2R,3aS,10aR)-2-¥&E-1-[(1E,3E,4S)-3- ¥ EL -4-HH B -1-
FHh-1-1-2,3,3a,9,10,10a- N & - 1H-ZEH [b1IR R[0S BE 32-6- B2 iR

HPLCi &I [E] (77 ##) * 0.96 ;

MS (ESI, Pos.) : 371 (M+H-H,0)+, 353 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.57, 7.49, 7.17, 5.62, 5.46-5.54, 4.38, 3.84-
3.91, 3.03, 2.85, 2.47-2.71, 1.76-2.00, 1.46-1.66, 1.21-1.46, 1.05-1.17,
0.86-0.96.

[0165])

FEWI7-17 @ (1R,2R,3aS,10aR)-1-{(1E,36)-3-[1-(2-F 2 E)IE T £1-3-5%

"
Be-1- N M-1-8 1 -2-7855-2,3,3,9,10,10a- N & - T H-Z H [b] 3R K [£105 B 5 -

(@)

gid

HPLC/E ARSI (4088) - 1.1

MS (ESI, Pos.) : 417 (M+H-2H,0)+. ;

'H-NMR (DMSO-dg) :6 12.80, 7.49, 7.33,7.17-7.23,7.01-7.12, 5.76,
5.28-5.39, 4.92, 4.68, 4.27-4.32, 4.16, 3.60-3.68, 2.83-2.92, 2.71-2.80,
2.52-2.55,2.39-2.48, 1.91-2.08, 1.50-1.78.

[0166]
B Hep17-18 © (1R,2R,3aS,10aR)-2-F&EL-1-{(1E,3&)-3-F& A -3-[1-(3-E 1y

EOBRWNA]-1-WiE-1-51-2,3,32,9,10,10a- )N & - 1H- R 3 [b1ER [ [£]0=5 e B2

99 HEHHRTE)
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-6-7& %

HPLC/ BB ] (57 §#) © 0.88

MS (ESI, Pos.) : 391 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.59, 7.50, 7.29, 7.16-7.20, 7.12, 5.57-5.63,
5.46-5.51, 4.36, 3.94, 3.85, 2.96-3.04, 2.83, 2.62, 2.49, 1.77-1.89, 1.73,
0.76-1.00.

[0167]

FHEFI7-19  (1R,2R,3aS,10aR)-1-[(1E,3E,48)-4-(4- 8 FE 58)-3-FE & -1- 1%
K- 1-H61-2-$856-2,3,32,9,10,10a- /N G- TH-ZR H [b1ER K[ £]05 FE 5L 6- 72 iR

HPLC/ BB [E] (57 §#) © 0.89

MS (ESI, Pos.) : 409 (M+H-H,0)+., 391 (M+H-2H,0)+. ;

'H-NMR (DMSO-dy) :5 12.80, 7.48, 7.32, 7.16-7.24, 7.04-7.10, 5.26-
5.33, 5.14-5.21, 4.80, 4.70, 4.24-4.29, 3.94-4.00, 3.57-3.65, 2.64-2.82,
2.41-2.49, 2.18, 1.51-1.67, 1.34-1.44, 1.23.

[0168]

HEB17-20 : (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2-AFEE) BN E]-3-5&

"
Be-1- N M-1-8 1 -2-7855-2,3,3,9,10,10a- N & - T H-Z H [b] 3R K [£105 B 5 -

(@)

-

HPLCH IFR (47 88) © 0.913 ;

MS (ESI, Pos.) : 437 (M+H-H,0) ;

'H-NMR (CD;0D) :§ 7.58, 7.48, 7.31-7.42, 7.15-7.25, 5.58, 5.31,
4.38, 4.30, 3.75-3.82, 2.97, 2.76, 2.58, 2.41-2.51, 1.61-1.86, 1.51-1.61,

1.29,1.07-1.21, 0.67-0.83.

26 100 H(EEHRIEE)
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[0169]

i 9 7-21 © (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2- & -6- & FEE)IB N
B]-3-5 A 1-NIE-1-A ) -2- 58 55-2,3,3a,9,10,10a- N & - TH- K H [b1FR K[ f]
05 B 3 - 6- 42 B

HPLCH IER (47 88) © 0.915 ;

MS (ESI, Pos.) : 455 (M+H-H,0) ;

'H-NMR (CD;OD) :§ 7.58, 7.48, 7.16-7.27, 6.99-7.05, 5.65-5.75,
5.38, 5.25, 4.24-4.35, 3.70-3.84, 2.91-3.04, 2.67-2.84, 2.42-2.63, 1.76-
1.88, 1.56-1.76, 1.43-1.52, 1.15-1.33, 0.81-0.92, 0.77, 0.62-0.73.

[0170]

FHif7-22 © (IR,2R,3aS,10aR)-1-{(1E,3£)-3-[1-(2,4- & FEE) BN K-
3-FCEL-1-INMR-1-A ) -2-5855-2,3,3a,9,10,10a- N & - TH- K H [b]IR L[]8
B3 - 6- 72 B

HPLCH IFR (47 88) © 0.885 ;

MS (ESI, Pos.) : 439 (M+H-H,0) ;

'H-NMR (CD;0D) :§ 7.58, 7.48, 7.38, 7.18, 6.82-6.91, 5.56, 5.38,
4.33, 3.96, 3.80, 2.94-3.04, 2.75-2.85, 2.59, 2.42-2.53, 1.61-1.89, 1.27-
1.35, 0.95-1.07, 0.95-0.97, 0.65-0.81.

[0171])

F R 7-23 ¢ (1R,2R,3aS,10aR)-2- ¥ E-1-{(1E,38)-3-¥& F-3-[1-(3- 11}
IR T A-1-WiE-1-51-2,3,32,9,10,10a- )N & - TH- R 3 [b IR [ [£]0=5 e 82
-6-F& %

HPLCi BB [E] (77 88) * 0.99

55 101 H(EEHIEHE)
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MS (ESI, Pos.) : 405 (M+H-2H,0)+. ;

'H-NMR (CD;0OD) :8 7.60, 7.49, 7.32, 7.19, 7.09, 7.02, 5.36-5.47,
4.32-4.36, 4.23, 3.83, 2.99, 2.81, 2.39-2.65, 2.17-2.32, 1.61-1.99.

[0172]

FHE7-24 © (1R,2R,3aS,10aR)-1-{(1E,3&)-3-[1-3-F R E) BN E]-3-K
- 1-P M- 1-A }-2-585-2,3,32,9,10,10a- 75 & - TH-ZR H- [b] 3R T[]0 B 5% -
6-F% %

HPLC &I fE (77 88) * 0.97

MS (ESI, Pos.) : 437 (M-OH)+. ;

'H-NMR (DMSO-dg) :6 12.63-13.00, 7.50, 7.19-7.35, 5.32, 4.92,
4.72, 4.31, 3.79-3.84, 3.66, 3.38-3.43, 3.24-3.31, 2.52-2.58, 2.52-2.61,
2.44-2.47, 1.66, 0.90, 0.68.

[0173]

BHEBI7-25 ¢ (1R,2R,3aS,10aR)-1-{(1E,3)-3-[1-(2- A FRE) IR T £ ]-3-5
- 1-P M- 1-A }-2-585-2,3,32,9,10,10a- 75 & - TH-ZR H- [b] 3R T[]0 B 5% -
6-F% %

HPLC &I fE (77 #8) © 1.02

MS (ESI, Pos.) : 451 (M-OH)+.

'H-NMR (DMSO-d¢) :8 12.62-13.01, 7.48, 7.11-7.34, 5.17-5.60,
4.80-5.00, 4.71, 4.24-4.38, 3.55-3.72, 2.69-2.95, 2.57-2.63, 2.52-2.55,
2.39-2.46, 1.88-1.97, 1.67.

[0174]
B HE7-26 ¢ (1R,2R,3aS,10aR)-1-{(1E,3&)-3-[1-(2-F.-6-HH EFXE)YIR N

55 102 H(EHIEHE)
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B3 8R L 1- P -1- R ) -2-¥8££-2,3,34,9,10,10a- N E- 1H- K H [0 3B TR [ f]
I PEBE-6- 74 %

HPLCH B R (9788) : 0.94

MS (ESI, Pos.) : 435 (M-OH)+. :

'H-NMR (DMSO-de) :5 12.48-13.10, 7.49, 7.33, 7.21, 7.08-7.16,
6.86-6.98, 5.49, 5.05-5.33, 4.78, 4.68, 4.25, 4.05-4.12, 3.86-3.92, 2.69-
2.92, 2.53-2.63, 2.39-2.46, 2.16-2.31, 1.66, 1.08, 0.38-0.70.

[0175]

EHiE7-27 © (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2,6- ~ & FE) BN £ -
3-FREL-1- NI -1- A }-2-58 46 -2,3,3a,9,10,10a- /N & - TH- R H [bIR [K 115
PEIE-6-72 i

HPLC/ BB R (57 88) © 0.9

MS (ESI, Pos.) : 439 (M-OH)+. :

'H-NMR (DMSO-ds) :8 12.68-13.15, 7.50, 7.27-7.39, 7.21, 6.96-
7.04, 5.45-5.53, 5.20, 4.89, 4.69, 4.27, 3.93-3.99, 3.51-3.76, 2.69-2.93,
2.52-2.55,2.44,2.26, 1.62, 1.48, 1.00-1.11, 0.67, 0.49-0.58.

[0176]

EHif17-28 © (1R,2R,3aS,10aR)-2-FEEL-1-[(1E,38)-3-F&F-3-{1-[3-( =&
HEO) R BN E ) -1-NH-1-££1-2,3,32,9,10,10a- N & - 1H-ZFE I [b1EB X
[£]10% PE 3% - 6- P& 1%

HPLCH B R (578#) © 0.98

MS (ESI, Pos.) : 471 (M-OH)+. :

'H-NMR (DMSO-d¢) :86 12.71-12.98, 7.61, 7.50, 7.33, 7.16-7.23,

25 103 HEEHRIAS)
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5.32, 4.97, 4.71, 4.28-4.36, 3.77-3.85, 3.60-3.68, 2.71-2.90, 2.57-2.62,
2.52-2.56, 2.34-2.46, 1.49-1.74, 0.62-1.01.

[0177]
EHiW7-29  (1R,2R,3aS,10aR)-2-FEEL-1-[(1E,38)-3-¥&F-3-{1-[3-( =&
HE ) FEEIBN A} -1-91%-1-21-2,3,32,9,10,10a- N & - TH-ZE 3£ [b]EB
[£]10% PE 3% - 6- P& 1%

HPLC/F R (7 88) © 1

MS (ESI, Pos.) : 487 (M-OH)+. :

'H-NMR (DMSO-de) :5 12.68-12.97, 7.49, 7.32-7.41, 7.26, 7.19,
5.31-5.35, 4.94, 4.71, 4.27-4.34, 3.82, 3.58-3.71, 2.71-2.96, 2.55, 2.36-
2.46, 2.19-2.31, 1.50-1.75, 0.62-0.99.

[0178]

EHiE7-30 © (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2,5- ~ & E) I8 T £1-
3-FREL-1- NI -1- A }-2-58 46 -2,3,3a,9,10,10a- /N & - TH- R H [bIR [K 115

PETL-6-F2 L

HPLC/ Bl ] (57 88) © 1.12
MS (ESI, Pos.) : 435 (M+H-2H,0)+. :

'H-NMR (DMSO-d¢) :8 12.70-12.92, 7.48, 7.33, 7.19, 7.00-7.15,
5 104 H(EHZRE)
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6.79-6.89, 5.32-5.37, 5.01, 4.70, 4.27-4.33, 4.12-4.20, 3.58-3.71, 2.72-
2.93, 2.52-2.56, 2.45, 2.18-2.32, 1.99, 1.68.
[0179]
Fhe7-31 ¢ (1R,2R,3aS,10aR)-2- &K -1-{(1E,36)-3- &AL -3-[1-(2-H A
) BE AL 1-P9 K- 1- 55} -2,3,32,9,10,10a- 75 - |H- 3534 [b1 B8 [ [ 102 BF
1

-6-F
HPLC7i 85 fE] (7 #2) © 0.96

1
-t-

i
Z

[

/

MS (ESI, Pos.) : 417 (M+H-H>O0)+. ;

'"H-NMR (CD;OD) :8 7.59, 7.49, 7.27, 7.07-7.20, 5.59, 5.32, 4.32, 4.12,
3.76-3.84, 3.35-3.43, 2.96-3.04, 2.80, 2.56-2.65, 2.48, 2.00, 1.69-1.88, 1.64, 1.32-
1.36, 1.04-1.14, 0.74-0.79, 0.65.

[0180]
B h7-32 ¢ (1R,2R,3aS,10aR)-1-{(1E,3&)-3-[1-(2,5- @ A E) BN E]-
3-FEE-1- M- 1- 55 }-2-5846-2,3,3a,9,10,10a- /N G- TH-Z FF [b]ER T [£155
PETL-6-F2 L

HPLC/ & [E (57 #8) * 0.93 ¢

MS (ESI, Pos.) : 439 (M+H-H,0)+. ;

'H-NMR (CD;OD) :6 7.59, 7.50, 6.97-7.19, 5.58, 5.39, 4.33, 4.05,
3.79-3.86, 3.36-3.43, 3.01, 2.75-2.87, 2.47-2.65, 1.73-1.89, 1.60-1.72,
1.24-1.38, 1.03-1.10, 0.72-0.86.

[0181]
B h7-33 ¢ (1R,2R,3aS,10aR)-1-{(1E,3&)-3-[1-(2,4- “F A E)IE T E]-

3_¥§Té%_l_ﬁﬁ\}:ﬁ_l_%}_2_¥$%_2a3a3aa9a10,loa'ﬁﬁ'lH_%#[b]iﬁ&[f] I]E_%
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PEIE-6-72 i

HPLCH B R (57 88) © 0.99

MS (ESI, Pos.) : 453 (M+H-H,0)+. :

'H-NMR (CD;OD) :8 7.57, 7.49, 7.13-7.17, 6.84, 6.90, 5.37-5.61,
4.34, 4.33, 3.83, 2.94-3.06, 2.70-2.84, 2.60, 2.49, 2.41, 2.05-2.19, 1.55-
1.91.

[0182]
B i 5] 7-34 ¢ (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2- & -6- & EEHIB T
B3 8R L 1- P -1- R ) -2-¥8££-2,3,34,9,10,10a- N E- 1H- K H [0 3B TR [ f]
I PEBE-6- 74 %

HPLCH B R(o7r ) * 1.03

MS (ESI, Pos.) : 469, 471 (M-H,0, M+2-H,0)+. ;

'H-NMR (CD;OD) :8 7.47, 7.38, 7.03-7.11, 6.84-6.91, 5.76-5.89,
5.67, 5.33-5.46, 5.20, 4.29-4.40, 4.15-4.25, 3.62-3.78, 2.78-2.94, 2.42-
2.69, 2.31-2.39, 1.85-2.06, 1.55-1.79, 1.48, 1.27-1.43, 1.21-1.27.

[0183]
EHiH7-35 © (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2,6- — & E) I8 T £ 1-
3-FREL-1- NI -1- A }-2-58 46 -2,3,3a,9,10,10a- /N & - TH- R H [bIR [K 115
PEIE-6-72 i

HPLCH B R (57 88) © 0.99

MS (ESI, Pos.) : 453 (M+H-H,0)+. :

'H-NMR (CD;OD) :8 7.60, 7.50, 7.17-7.26, 6.87, 5.68, 5.48, 4.31-

4.40, 3.83, 3.00, 2.79, 2.48-2.67, 2.10-2.22, 1.74-1.91, 1.62-1.72.
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[0184]
EHi$7-36 : (1R,2R,3aS,10aR)-2-FE A -1-{(1E,38)-3-FE £-3-[1-(3- H &

1
-t-

BN E-1-IN%-1-2£1-2,3,32,9,10,10a- N G- 1H-ZE 3£ [b] BB K [ ] 1% BE
A&

HPLCi BB [E] (77 $8) * 0.95

i
Z

[

_6-¥

/

MS (ESI, Pos.) : 417 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.48, 7.38, 7.01-7.12, 6.90, 5.42, 5.27, 4.23,
3.68-3.79, 2.90, 2.70, 2.49, 2.36, 2.21, 1.53-1.77, 0.74-0.89, 0.56-0.70.

[0185]

FHiBI7-37 © (1R,2R,3aS,10aR)-1-{(1E,3£)-3-[1-(2,3- “ & FEH) B T £ ]-
3-FLHE-1- MG -1- B }-2- 78 5L -2,3,32,9,10,10a- /N &, - TH-Z5 5 [b1ER [ [£]15
PESE-6- 72 %

HPLC/ Bl ] (57 §#) © 0.98

MS (ESI, Pos.) : 453 (M+H-H,0)+., 435 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.47, 7.38, 7.05, 6.92-7.01, 6.77-6.88, 5.32-
5.49, 4.12-4.40, 3.72, 2.87, 2.59-2.77, 2.49, 2.19-2.43, 1.94-2.17, 1.60-
1.83, 1.54.

[0186]

FHE517-38  (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2-#.-3- H ZL 3 E) BB 1
EL]-3- LR - -1 -5 ) -2-F856-2,3,3a,9,10,10a- /N & - TH-ZR H [b 1 ER TR [ {]
IS PE S -6- 72 2

HPLC/ Bl [E] (57 §#) © 0.96 ;

MS (ESI, Pos.) : 435 (M+H-H,0)+. 417(M-2H,0)+. ;
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'H-NMR (CD;OD) :8 7.58, 7.48, 7.13-7.21, 7.04-7.12, 6.93-6.99,
5.57, 5.35, 4.31, 4.04, 3.75-3.84, 3.33-3.37, 2.98, 2.78, 2.53-2.62, 2.41-
2.51,2.17-2.29, 1.71-1.90, 1.56-1.71, 1.27-1.35, 0.96-1.06, 0.59-0.82.

[0187]

B 5] 7-39 ¢ (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(5- & -2- & E &) IB KN
B3 8R L 1- P -1- R ) -2-¥8££-2,3,34,9,10,10a- N E- 1H- K H [0 3B TR [ f]
I PEBE-6- 74 %

HPLCH B R (57 8#) * 0.96

MS (ESI, Pos.) : 455, 457 (M+H-H,0)+. 437 » 439 (M+H-2H,0)+. :

'H-NMR (CD;OD) :8 7.58, 7.46-7.50, 7.33-7.40, 7.14-7.26, 6.99-
7.07, 5.55, 5.36, 4.32, 4.03, 3.75-3.85, 3.00, 2.81, 2.40-2.66, 1.70-1.91,
1.55-1.70, 1.27-1.45, 0.98-1.11, 0.65-0.85.

[0188]

EHEF7-40 1 (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(2-&,-5- FH B ZE EH I/ N
B35 1- PO -1- ) -2-¥8 £8-2,3,34,9,10,10a- N E- 1H-FH [0 3B TR [ f]
I PEBE-6- 74 %

HPLCH B R (57 88) © 0.95

MS (ESI, Pos.) : 435 (M+H-H,0)+. 417 (M+H-2H,0)+. :

'H-NMR (CD;OD) :8 7.58, 7.48, 7.13-7.20, 6.99-7.05, 6.84-6.91,
5.56, 5.34, 4.32, 4.03, 3.76-3.83, 2.97, 2.79, 2.58, 2.40-2.51, 1.70-1.90,
1.55-1.67, 1.27-1.37, 0.96-1.06, 0.61-0.83.

[0189]

EHif7-41 ¢ (1R,2R,3aS,10aR)-2-¥& E-1-{(1E,38)-3-¥& E -3-[1-(3-H £

25 108 H(EEHRIAE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

FEEOHIBT EI-1-NE-1-£1-2,3,32,9,10,10a- N G- |H-ZE 3£ [b] BB K [ ] 1% BE
A&

HPLCi BB fE (77 88) * 1

i
Z

[

_6-¥

/

MS (ESI, Pos.) : 413 (M+H-2H,0)+. :
'H-NMR (CD;0D) :§ 7.57, 7.47, 7.12-7.19, 6.91-6.99, 5.30-5.45,

4.32,4.22,3.81, 2.94-3.03, 2.75-2.85, 2.22-2.62, 1.96-2.08, 1.65-1.87.
[0190]

B HEf7-42 © (1R,2R,3aS,10aR)-2- ¥ £ -1-{(1E,38)-3- 8 £ -3-[1-(3-H &,

EORFE)BRWNE]-1-WhG-1-51-2,3,3a,9,10,10a- /N @ - TH- 3 [b 1 ER TR [ £]75

-FR

HPLCi BB [E] (77 $8) * 0.89

D

e

i
/5t
o)

MS (ESI, Pos.) : 415 (M+H-2H,0)+. ;

'H-NMR (CD;0D) :3 7.58, 7.48, 7.13-7.21, 6.95, 6.76, 5.53, 5.38,
4.28-4.35, 3.87-3.92, 3.74-3.85, 2.98, 2.79, 2.54-2.64, 2.41-2.51, 1.62-
1.89, 0.86-1.00, 0.64-0.86.

[0191)
EHEM7-43 ¢ (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-3-EFEE) BT £1-3-5K
B - I-1-EE ) -2-38EE-2,3,32,9,10,10a- 75 G- | H-ZE 3 [b]F8 [X, [ £] 0% B 2 -
6-F& %

HPLCi BB E] (77 88) * 1.02

MS (ESI, Pos.) : 451 (M-OH)+.

'H-NMR (DMSO-d) :8 12.81, 7.49, 7.34, 7.27-7.32, 7.18-7.24, 7.07,

7.03, 5.36, 5.14, 4.94, 4.70, 4.31, 4.12, 3.67, 2.86, 2.54-2.63, 2.40-2.46,
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2.10-2.31, 1.91-2.03, 1.58-1.79.
[0192]
B H17-44 © (1R,2R,3a8,10aR)-2- 7L -1-{(1E,38)-3- 7 A -3-[1-(2- B &

1
-t-

BT HE-1-IN%-1-£1-2,3,32,9,10,10a- N G- |H-ZE 3£ [b ] BB K [ ] 1% BE
A&

HPLCi BB [E] (77 88) * 0.99

i
Z

[

_6-¥

/

MS (ESI, Pos.) : 413 (M+H-2H,0)+. ;

'H-NMR (CD;OD) :8 7.58, 7.48, 7.17, 6.95-7.11, 5.47-5.61, 5.26-
5.47, 4.26-4.43, 3.76-3.85, 2.97, 2.70-2.86, 2.39-2.64, 2.26-2.34, 2.00,
1.58-1.86.

[0193])

EHE%7-45 ¢ (1R,2R,3aS,10aR)-1-[(1E,38)-4,4- — 4, -3-¥&F-7-HE-1-3
K- 1-751-2-¥8£6-2,3,3a,9,10,10a- /N F- 1 H-ZE F: [b1 3R TR [ 105 B 52-6-F2 R

HPLCi &I [E (77 ##) * 0.93 ;

MS (ESI, Pos.) : 407 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.57, 7.49, 7.13-7.18, 5.66-5.78, 4.80-4.83,
4.36-4.41, 4.16-4.24, 3.87-3.95, 3.26, 2.99-3.06, 2.79-2.89, 2.55-2.69,
1.79-2.02, 1.52-1.64, 1.35-1.47, 0.91-0.95, 0.93.

[0194]

B i 5]7-46 © (1R,2R,3aS,10aR)-1-[(1E,3S)-6-38 N £ -3- 5 &£ -1-2 /% -1-
F1-2-¥85-2,3,3a,9,10,10a- N F - 1H-ZE H [b1IR R[0S BE 32-6- B2 iR
HPLCi &I [E] (77 ##) * 0.89 ;

MS (ESI, Pos.) : 369 (M+H-H>0)+, 351 (M+H-2H,0)+. ;
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'H-NMR (CD;OD) :8 7.55, 7.47, 7.14, 5.55-5.71, 5.32-5.55, 4.28-
4.43, 3.96-4.10, 3.86, 3.01, 2.84, 2.62, 2.44-2.56, 1.78-2.00, 1.38-1.64,
1.14-1.31, 0.60-0.74, 0.30-0.51, -0.06-0.08.

[0195]

B i 5]7-47 ¢ (1R,2R,3aS,10aR)-1-[(1E,3S)-5-38 T ££-3- 5 &£ -1- X /% -1-
F1-2-¥85-2,3,3a,9,10,10a- N F - 1H-ZE H [b1IR R[0S BE 32-6- B2 iR

HPLC/ &I [E (77 ##) * 0.91 ;

MS (ESI, Pos.) : 369 (M+H-H,0)+, 351 (M+H-2H,0)+. ;

'H-NMR (CDsOD) :5 7.56, 7.48, 7.15, 5.56-5.63, 5.45-5.53, 4.37,
4.00, 3.86, 3.02, 2.84, 2.47-2.67, 2.29, 2.01-2.10, 1.76-1.98, 1.56-1.66,
1.33-1.52.

[0196]

B i {51 7-48 ¢ (1R,2R,3aS,10aR)-2- ¥& £ -1-[(1E,3S)-6,7,7- = &, -3- ¥& £ -
1,6-BF “)%-1-7£1-2,3,32,9,10,10a- NG - 1H-ZR H [b13R R [£105 BE 35 -6- B2 R

HPLCi &I [E] (77 ##) * 0.86 ;

MS (ESI, Pos.) : 395 (M+H-H,0)+, 377 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.55, 7.48, 7.13, 5.53-5.68, 4.38, 4.10, 3.87,
2.99, 2.80-2.89, 2.59-2.68, 2.54, 2.37-2.49, 1.73-1.95.

[0197]

B i 517-49 © (1R,2R,3aS,10aR)-2- & £L-1-[(1E,3R)-3-5E EL-4- [N & E&-1-
THh-1-1-2,3,3a,9,10,10a- S & - 1H-ZE H [b1IR R[0S BR 32-6- B2 iR
HPLC/ &I E (77 ##) * 0.77 ;

MS (ESI, Pos.) : 399 (M+Na)+. ;
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'"H-NMR (CD;0D) :8 7.57, 7.48, 7.15, 5.59-5.69, 4.36-4.40, 4.23-
4.28, 3.85-3.91, 3.39-3.51, 2.98-3.05, 2.80-2.88, 2.63, 2.53, 1.80-1.95,
1.61, 0.90-0.98.

[0198]

BEHiB]7-50 © (1R,2R,3aS,10aR)-1-[(1E,3&,4S)-4- 7/, B -3-¥E EL-1-3F 4% -1-
F-2-¥8£-2,3,3a,9,10,10a- N F - 1H- A H [ b]IR K[ £]05 B 3% - 6- 72 iR

HPLC/F B BRI (or88) © 1

MS (ESI, Pos.) : 385 (M-OH)+. ;

'"H-NMR (DMSO-ds) :5 12.58-13.08, 7.48, 7.34, 7.18, 5.38-5.52,
4.75, 4.46, 4.34, 3.92, 3.71, 2.76-3.00, 2.54-2.62, 2.35-2.47, 1.66-1.82,
1.06-1.54, 0.80-0.90.

[0199]

233 1 3-5R-2-5-6- 2% B

5 4-3R-3- - 2- FUH 5 BB (CAS 4R - 1427438-98-9) (L5 4-18-3-
F-2-FCE-RHER - B2 EHI3MEE 2 HEY 2 #F - FEHEREAF N
Y EEEEEY -

'"H-NMR (CDCl;) :§ 7.23-7.28, 7.15-7.19, 6.89-6.97, 5.86, 5.80,
5.37.

[0200]
£ (]34 : (1R,2R,3aS,10aR)-5- 5 -1- H fif £ -2-(MU 5 -2H- IR I -2- & &

\

$£)-2,3,32,9,10,10a- /N & - | H-ZRFHE [D1ER T [f]1Z BE 92 -6-F2 % £ B
HH2Z 338 S 2 (LaYRBE2Z03rmEE 2 La > gl
2Z[|4— 2= H5—>2FE [ 6—>22FH|T>2FH8—2FEFHoMHE 2 BaY
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ZERE BILEREAU TV EZEEESY -

'H-NMR (CDCl3) :§ 9.85, 7.41, 7.02, 4.69, 4.47, 4.38, 4.22-4.27,
3.79-3.86, 3.42-3.54, 3.32-3.42, 3.09-3.24, 2.63-2.72, 2.51-2.60, 2.22-
2.37, 1.97-2.05, 1.70-1.88, 1.55-1.67, 1.39, 1.22-1.33.

[0201]

BEHEBI8 ¢ (1R,2R,3a8,10aR)-5-F-1-[(1E,38)-4-(2,6- & 4 4)-4,4- 5.~

3R 1- T - 1-551-2- 5852, 3,32,9,10, 10a- A &~ | H-SE 3 [b B IR [£10% B
i-6- ¥ B

[{E47]

HQOC

fEH2E P34 ElE 2 L&Y RE2ZHOMmEE 2 EEY) - [faEH
2ZH30—>2FF8—>EuM2MHE 2 HAY 2 #(F - FEHLIEFSEFHLTY)
MEZIEELEY - BE S XS T T ARHRE -

HPLC/EREHF R (5 88) © 1.045 ;

MS (ESI, Pos.) : 523 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.50-7.58, 7.37, 7.05-7.14, 5.79, 5.65, 4.52-
4.61, 4.20, 3.92, 3.07, 2.57-2.77, 1.98-2.04, 1.80, 1.50-1.70.

[0202])
B i {57/8-1~8-8 :

ERZSEHB4MAE Z(LEVMRESHBHIMNEZLEY (AN
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EZBBRERE2S02ImMHEZ(LEY) - (fsEH2HH30—->2% 18

—EHA2AEE L HEYZ#0F - IS TREREAHEEY - 5% > HE

ReH N8 EIE bV 2 PRV R EFREMIER G EEYZ 7 BER(E

Ao B2 Eis E R o BHE ZBEEEs B AR b ~ Sl AR b G PaE iR Bl

2EH10—>2FJ1HSH 28— 2FH291H[E 2 HAT Z BEm R -
[0203]

O

FhE8-1 ¢ (1R,2R,3aS,10aR)-5-F-1-[(1E,3&)-4,4- & -3- 5K E-4- K E-
1-Th-1-A60-2-585-2,3,32,9,10,10a- N G- TH-E H [b1ER K [f]15 e 52 -6-F&
i

HPLCH B R (o7 88) * 0.85

MS (ESI, Pos.) : 447, 449 (M-H,0O, M+2-H,O)+. :

'H-NMR (CD;OD) :8 7.51-7.56, 7.48, 7.39, 7.13, 5.58-5.65, 4.46-
4.54,4.21, 3.90, 3.06, 2.57-2.73, 1.96-2.06, 1.65-1.85, 1.53-1.63.

[0204]
EHif18-2 ¢ (1R,2R,3aS,10aR)-5-&-2-F&EL-1-[(1E,3E)-3-¥F&E-3-(1- £
FBINELD)- - HE-1-7£1-2,3,3a,9,10,10a- 7N G- 1H- 2 £ [b] 38 1% [ {11 B 52 -6-
2%

HPLCH A BFR(o78#) * 0.88

MS (ESI, Pos.) : 437, 439 (M-H,0, M+2-H,0)+. :

'H-NMR (CD;OD) :8 7.37-7.42, 7.24-7.32, 7.18-7.22, 7.12, 5.56,
5.36-5.44, 4.21, 3.83-3.92, 3.04-3.16, 2.56-2.71, 1.96-2.04, 1.80, 1.64,
0.89-1.03, 0.78-0.84, 0.71-0.76.

[0205]
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B i 8-3 : (1R,2R,3aS,10aR)-5-5-1-{(1E,38)-3-[1-2- & FE)IB T £ 1-
3FREL - INIE-1- B )-2-88£E-2,3,3a,9,10,10a- N & - 1H-ZE 3 [b] BB 1K [ ] 1
B3 - 6- 72 B

HPLCH IFR (47 88) @ 1.117 ;

MS (ESI, Pos.) : 451 (M+H-2H,0)+. ;

'H-NMR (CD;0D) :§ 7.30, 7.08-7.24, 7.00, 5.54, 5.39-5.46, 4.36,
4.18, 3.83-3.90, 3.02, 2.31-2.68, 2.10, 1.96-2.05, 1.75, 1.58.

[0206]

B0 f518-4 © (1R,2R,3aS,10aR)-5-&-1-[(1E,3&,48)-4-(2- & HL)-3- FE £ -
1-Tb-1-761-2-¥8£-2,3,32,9,10,10a- N G- TH-ZFFH [D1ER L[S BE 32 -6-54
&

HPLCi &I [E] (77 ##) * 0.89 ;

MS (ESI, Pos.) : 443, 445 (M-H,0, M+2-H,0)+. ;

'H-NMR (CD;0D) :§ 7.36, 7.30, 7.18-7.26, 7.02-7.15, 5.52, 5.26,
4.19, 4.08-4.15, 3.81, 3.05-3.16, 2.81-2.93, 2.41-2.59, 1.94, 1.57, 1.41,
1.15-1.26.

[0207]

B0 f518-5 © (1R,2R,3aS,10aR)-5-&-1-[(1E,3&,48)-4-(2- & HL)-3- FE £ -
1-Tb-1-761-2-¥8£-2,3,32,9,10,10a- N G- TH-ZFFH [D1ER L[S BE 32 -6-54
&

HPLCi &I [E (77 ##) * 0.92

MS (ESI, Pos.) : 443, 445 (M-H,0, M+2-H,0)+. ;

'H-NMR (CD;OD) :8 7.33-7.44, 7.19-7.26, 7.09-7.18, 6.99-7.08,
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5.63-5.72, 5.45-5.56, 4.19-4.33, 3.91, 3.22-3.31, 2.98-3.19, 2.52-2.76,
1.97-2.07, 1.78-1.92, 1.56-1.78, 1.24-1.37.

[0208]

B {18-6 1 (1R,2R,3aS,10aR)-5-%-1-[(1E,3€,48)-4-(4- 5 £ )-3-¥E £L -
1- 7k -1-251-2-78%5-2,3,32,9,10,10a- /N & - LH-ZEF [b 1 B2 TR [£105 BF 95 -6- 7%
fi%

HPLCH IFR (47 88) © 1.081 ;

MS (ESI, Pos.) : 425, 427(M-2H,0, M+2-2H,0)+. :

'H-NMR (CD;OD) :§ 7.37, 7.29, 7.12, 6.99-7.06, 5.65, 5.49, 4.22-
4.27, 4.14-4.21, 3.91, 3.07-3.13, 2.87, 2.58-2.76, 1.96-2.09, 1.81-1.93,
1.73, 1.24-1.30.

[0209]

EHEWH8-7 ¢ (IR,2R,3aS,10aR)-5-5F-1-{(1E,38)-3-[1-(2,4- &K E)IBT
B3 8R L 1- P -1- R ) -2-¥8££-2,3,34,9,10,10a- N E- 1H- K H [0 3B TR [ f]
05 BE 91 -6- 74 i

HPLC 2 SE B RS (43 48) © 1.125 ;

MS (ESI, Pos.) : 469 (M+H-2H,0)+. ;

'H-NMR (CD;OD) :8 7.39, 7.09-7.17, 6.86-6.92, 6.79-6.86, 5.49-
5.56, 5.40-5.47, 4.32, 4.19, 3.83-3.90, 3.02-3.09, 2.51-2.68, 2.33-2.50,
2.05-2.13, 1.94-2.01, 1.71-1.89, 1.56-1.65.

[0210]

B HE58-8 : (1R,2R,3aS,10aR)-5-%-1-{(1E,3&)-3-[1-(4-F HEE)IB T £1-

3_¥§Té%_l_ﬁﬁ\}:ﬁ_l_%}_2_¥$%_2a3a3aa9a10,loa'ﬁﬁ'lH_%#[b]iﬁ&[f] I]E_%
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PESE-6- 72 %

HPLC BIBF S (5 ) © 1.115

MS (ESI, Pos.) : 469 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.40, 7.11-7.18, 7.00, 5.40-5.47, 5.32-5.39,
4.24, 4.17-4.21, 3.82-3.90, 3.00-3.11, 2.50-2.72, 2.24-2.43, 2.01, 1.94-
2.00, 1.73-1.89, 1.60-1.71.

[0211]

SHE B35 ¢ 3-FEHE-2-HHE-4- LG BN H G HH S

FYHE =R AR (E#H(51.5 ) ZTHF(93.4 mL)JFRF > FR0C TRl

BT EEH4.0 g) > ROC THRA VNG - IRI04- R A-3- 78R -2- B A&
SEH S S (CAS4R R © 1427361-42-9 » 9.34 g) > THF(46.7 mL)&K » A
0C TRA/NE - WRIERGRS > R0C MMM A(EEZKFR -
ER KA > M OB ZBs/IEC bR G A BRI AEITZEE - 75 1R & A B Al
BROKIEF o K EE IVEZ R 1R o ETTARIE BB ERRR - R BE
HREITACE © 2B 4BE=97 - 3—>90 £ 1080 - 20—70 : 30)«i{LATIE
F2E  HBILESAEFUTYMEEZREELEEY .22 g) -

'H-NMR (CDCl;) :8 7.10-7.16, 7.00-7.07, 6.79-6.88, 5.69, 5.42,

5.17, 2.35.

[0212]
2% 136 © 3-{[(1S,2R,3S,4R)-3-({[ Z H B (2- & 2- N B W e B 1 &
B E)-2-(1-N 1% -1-55)-4- (U & -2H- DR - 2- A i 2R BR T AR | SR Ak ) -2- B

BL-4- 205 E TR B T S
N2 FBI3SETRUE Z(LEYI(7.0 g) ~ RSFHN2ARE Z(EGP(13.5
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2) ZTHF(70 mL)ZF R HIRIM =R ER(12.4 g) » FoKGH T 24l - BRRIER
RBRIM22MER 8 — A8 < HAERQ2 mL) - RE)R T EEER
PR R RER TR RS o BIPTES 2B IIMTBE | IEC (2 ¢ 1
150 mL) > |FEUNES - JEBRIT L PI(R > BB IER - #EWBEHLE
AGECHE - LB LBE=100 - 0—85 - I15)M(ERTIER ZIRIE - #5ILER
BERUTYMHEZREELEEY(14.3 ¢) -

'H-NMR (CDCl3) :5 7.58, 7.36-7.41, 7.12-7.23, 5.69-5.86, 5.54-
5.64, 5.27-5.34, 4.67-4.70, 4.59, 4.26-4.41, 3.79-3.93, 3.57-3.75, 3.39-
3.52, 2.99-3.09, 2.57-2.66, 2.47-2.54, 2.24-2.41, 1.46-1.94, 0.84-0.94,
0.02-0.05.

[0213]

25137 - (1S,2R,3aS,10aR)-1-({ [ = H B (2- H & -2- N e B Y e 2 1 4
A} B EL)-5- B A -2- (P - 2H- IR IR - 2- B 46, 56)-2,3,3a, 10a- PU g - TH- 7R 9
[b]3R [ f]195 B 5% - 6- #2 B HH s

i’ 2E BI36FT R E 2 (EEY)(14.3 ¢) 2 HZ(200 mL) &R 7Y EUR
T~ 60C NMRA207EETRA - FIEIIF > RN =B ERE(1,3-%
(2,4,6- = FH AR A DRME-2- 5 B ] [3- 7R - TH- £ - 1- i &) @A ST (D) (1.21
g) > MESRIMT ~ 85C TREIRT - M RIERKE R - b BEtE
A(ECKE - LB LEE=97 * 3—93  DEERTER ZIRIE - HBILERFER
ALUTYMEE 2 ZE{EE(13.2 g) -

'H-NMR (CDCl3) :§ 7.52, 7.04, 6.33-6.38, 6.02-6.10, 4.67-4.76,
4.22-4.29, 4.06-4.15, 3.84-4.02, 3.47-3.57, 2.68-2.74, 2.40-2.64, 2.21-

2.34,2.12-2.21, 1.69-1.90, 1.47-1.67, 0.85-0.92, 0.04-0.10.
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[0214])

25 138 © (1S,2R,3aS,10aR)-1-({[ = B AL (2- £ -2- N 2 B B9 S B 1 o
HIHE)-5-HE -2 (UG -2H-IRFE-2- £ F £)-2,3,32,9,10,10a- NG - 1H-F
FIbIERTKf]PE e 35 -6-74 B H s

RE&FF3TAEE Z(baP(13.2 ) Z LW ZB5(132 mL)JER R0
10%#50% (1.32 g) » NERM T ~ =R TR/ - BRIESRA LK
LEEMRER - BTIRE - BEBREIREK o HE A ETHLE =R T—K
}Efé o

[0215])

2§39 © (1S,2R,3aS,10aR)-1- (& EL B £L)-5- B EL-2-(PU 4 - 2H- R I - 2-
B £5)-2,3,32,9,10,10a- /N G- TH-ZR - [b 1R R [£]195 PE 3% -6- 74 % HH s

P2EAI38F8lE Z MHEY) 2 THF(13.2 mL)IER S - 7208 NI
POT A#AL#E 21 mol/L THFAER(52.4 mL) » =00 NEUREH - F&h
TLCHERI K IESE 1% - M RIER R EAZKKT » FIBLB LBEHETEE
HY - R 1% e e AN B /K o5 - S8 KRB s ez e (% - B1THRIE - JEER
IR - BB BEMEMEAGECK | ZBEZBE=50 1 500100 -~ &
B JBs 0 HEE =85 1WA LR EE  #SILESEAU TYMHELZ
ER(LEY1(9.08 g) -

'"H-NMR (CDCl;) :§ 7.46, 6.94, 4.76-4.80, 4.61-4.67, 4.09-4.20,
3.85-4.01, 3.61-3.72, 3.48-3.59, 3.04-3.14, 2.95-3.00, 2.63-2.73, 2.38-
2.55,2.11-2.21, 1.96-2.06, 1.72-1.89, 1.49-1.67.

[0216])

22 )40 : (1R,2R,3aS,10aR)-1- FH fiff B:-5-HH -2 (VUG -2H- IR I - 2- B &5,
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#)-2,3,3a,9,10,10a- /N G- TH-ZFF [b IR [ 1195 B 5% - 6- 72 B H g

P 2H P39S 2 BEP(2.0 g) 2 Z R HHE(20 mL) &R+ I
DMSO(10 mL) + = ZR}#(3.57 mL) > SAIE0TC - HKIEREVIRINI=%
(Lo -MEIE R G A2 (2.45 ¢) » =R MR 2/NR o $ R IER SN A
FAesE KRR ~ INSRKER - NAH OB ABRETAAL - #A R E H e
FIERK P KRB SN RZ R (% > BETHE  EBRGEIER - BHYE
BEHENTA(ECK * 2B 4BE=90 ¢ 1070 - 30—>55 ¢ 45)d{LHT &R
ZEE  FELEREA U T EZREEESY(2.0g) -

'H-NMR (CDCl3) :§ 9.82-9.86, 7.49, 6.96, 4.64-4.69, 4.44-4.53,
4.14-4.18, 3.80-3.94, 3.43-3.55, 3.34-3.40, 3.25-3.31, 3.09-3.19, 2.51-
2.68, 2.46, 2.25-2.35, 2.12-2.18, 1.96-2.04, 1.69-1.88, 1.49-1.67.

[0217]

BHiFI9 - (1R,2R,3a8,10aR)-2-FL K -1-[(1E,38)-3- FL K -3-(1- R A BN
B-1- - 1-55]-5-H5-2,3,3a,9,10,10a- /5 & - | H- 2K H: [b] 382 7 [ £]0% 5 3% -
6- 7% Bz

fER2F M40 3E 2 EaRE S SR EE Z(La? > EH2
FHRTMHE 2GR ESFON4FmEE Z(Ea? > (TEH2E 617
—2FF18—FHFI2HHE 2 HHy 2 #(F - #BILERFER LT YEE ZZ
BLE? - 8 HERSFPIAEE 2 (b 2 TRV R HERHEHIE
SRR AT T HER(E R T B 2 SR TEAS -

HPLC/ Bl R (57 88) © 0.9 5

MS (ESI, Pos.) : 417 (M+H-H,0)+. ;

'H-NMR (CD;OD) :8 7.35, 7.28, 7.06-7.19, 6.90, 5.44, 5.28, 3.96-
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4.01, 3.72-3.80, 2.95, 2.43-2.58, 2.29-2.33, 1.80, 1.60-1.75, 1.46-1.56,
0.77-0.91, 0.59-0.72.

[0218]
BHiF19-1~9-23

ER2FH40A S 2 EeVE 2SR EE Z(ba? > (MY
€2 BB (UE 25 P9 E 2 ba) > (TS5 P30—>2F 418
—EHPR2MHE 2 B ZBIE - #ILEE TAERAEEY - e HE
PE2EPNIHE Z LGV 2 F RV HREMBERIFREGREEY 2 ik
Aoy S rERS o BHE 2 BB A AR EEY) ~ SR ARES Yl
ZEP10—>2FF1152 5 §128—2FH29M [E 2 BBy Z #RE i 2 -

[0219]
EHEf9-1 © (IR,2R,3aS,10aR)-1-[(1E,38)-4,4- & -3- 8 & -4-FE-1-T
K- 1- B 1-2-FEEL-5- 1 -2,3,3a,9,10,10a- 73 S - TH-Z5 5+ [b1 3R [ £]05 BE 3% -
6- 7% Bz

HPLC/ BB [E] (57 §#) © 0.86

MS (ESI, Pos.) : 427 (M+H-H,0)+. ;

'H-NMR (CD;OD) :5§ 7.53-7.55, 7.45-7.50, 7.38-7.44, 6.99, 5.58-
5.62, 4.46-4.53, 4.08-4.15, 3.90, 3.02, 2.66-2.74, 2.54-2.63, 2.42, 1.93,
1.66-1.79, 1.50-1.60.

[0220]

L

Ef19-2 © (1R,2R,3a8,10aR)-1-{(1E,38)-3-[1-(2-® &5 T £ 1-3-3&

=

s

-1- P MR- 1- 55} -2-F8AR-5-F £6-2,3,32,9,10,10a- /N G- TH-Z5 3 [b1 R TR [ f]

PEIL-6-F2 &

1=t
=4
i

I

dil

/
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HPLCi &I [E (77 ##) * 0.97 ;

MS (ESI, Pos.) : 449 (M+H-H,0)+. ;

'"H-NMR (CD;0D) :§ 7.41, 7.10-7.24, 6.97-7.03, 5.52-5.59, 5.39-
5.47, 4.36, 4.07-4.11, 3.84-3.90, 2.99-3.07, 2.48-2.67, 2.38-2.47, 2.07-
2.16, 1.82-1.95, 1.68-1.78, 1.56.

[0221]

FHiH9-3 © (1R,2R,3aS,10aR)-1-[(1E,38)-4,4- & -3- 5 -1-F1%-1- £ -
2-FREL-5-H£-2,3,32,9,10,10a- N G- |H-ZEFH [bIER K [f115 BE 52-6- R g

HPLC/w & HFE (77 #) * 0.9 ;

MS (ESI, Pos.) : 407 (M+H-H,0)+. ;

'"H-NMR (CD;OD) :§ 7.38, 6.98, 5.69-5.81, 4.15-4.26, 3.95-4.01,
3.08, 2.78, 2.60-2.68, 2.43, 1.85-2.02, 1.73, 1.34-1.56, 1.31.

[0222]

EHF9-4 1 (1R,2R,3aS,10aR)-1-{(1E,36)-3-[1-(2,4- & FEEH )BT £1-
3-FREL-1-NIH-1-L ) -2- ¥R HL-S5- B £ -2,3,3a,9,10,10a- N & - 1 H-ZE 3£ [b] 18
[l [f105 B 35 -6- 74 B

HPLCH IER (47 88) @ 1.139 ;

MS (ESI, Pos.) : 507 (M+Na)+. ;

'"H-NMR (CD;OD) :§ 7.46, 7.10-7.17, 7.00, 6.86-6.92, 6.79-6.86,
5.49-5.55, 5.40-5.48, 4.32, 4.07-4.11, 3.83-3.89, 2.99-3.07, 2.51-2.68,
2.33-2.49, 2.03-2.15, 1.71-1.94, 1.58.

[0223)

i 719-5 * (1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4- @A E)E T B ]-3-5K
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B -1 M- 15 ) -2- R
IS e IL-6- 74 Bk

[{E48]

HOOC

5_E'El%_2a3a3aa9alo,loa'fi‘%'lH_%#[b]iﬁ&[f]

.

HPLCH IFR (47 88) © 1.166 ;

MS (ESI, Pos.) : 489 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.47, 7.15, 6.97-7.04, 5.40-5.48, 5.31-5.38,
4.25, 4.05-4.13, 3.82-3.90, 3.00-3.09, 2.47-2.67, 2.25-2.43, 1.97-2.13,
1.74-1.93, 1.58-1.69.

[0224]

i 519-6 © (1R,2R,3aS,10aR)-1-{(1E,3¢)-3-[1-(2,6- _ & FEE))EB T £ 1-
3-FRE-1-PNH-1-AL ) -2- 8 R -5-HH E£-2,3,3a,9,10,10a- /N & - 1H-ZFK - [b] IR
[l [f105 B 35 -6- 74 B

HPLCH IFR (47 88) @ 1.134 ;

MS (ESI, Pos.) : 507 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.46, 7.16-7.24, 7.00, 6.82-6.88, 5.63-5.71,
5.43-5.50, 4.37, 4.05-4.09, 3.83-3.89, 3.00-3.08, 2.47-2.71, 2.42, 2.08-
2.20, 1.71-1.94, 1.52-1.61.

[0225]

B f19-7 © (IR,2R,3aS,10aR)-2-F& B-1-[(1E,38)-3- 5 A -3-(1- K AR T
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B)- - k- 1-5:1-5-H &-2,3,32,9,10,10a- /N E- TH- 2K H- [b13R X [£105 e 3 -
6- % i

HPLCH IFR (47 88) @ 1.117 ;

MS (ESI, Pos.) : 471 (M+Na)+. :

'H-NMR (CD;OD) :§ 7.44-7.47, 7.25-7.30, 7.13-7.18, 6.99-7.02,
5.32-5.45, 4.25, 4.05-4.10, 3.82-3.89, 3.03, 2.51-2.66, 2.30-2.44, 2.01-
2.09, 1.72-1.93, 1.60.

[0226]

FHif9-8 : (1R,2R,3aS,10aR)-2-¥XEL-1-[(1E,36)-3- ¥R AL -4-HH EL4-(3-IE

Iy B )-1- 0% - 1- B 1-5-H E-2,3,3a,9,10,10a- /N & - TH-Z - [b1ER TR [f105 BR

HPLCH IFRT (47 88) © 1.083 ;

MS (ESI, Pos.) : 465 (M+Na)+. ;

'"H-NMR (CD;0D) :§ 7.45, 7.29-7.32, 7.12-7.16, 7.07-7.10, 6.98,
5.45-5.52, 5.30-5.38, 4.05-4.12, 3.80-3.87, 2.94-3.03, 2.51-2.62, 2.41,
1.86-1.92, 1.63-1.73, 1.48-1.59, 1.26-1.35.

[0227]

B 519-9 © (1R,2R,3aS,10aR)-2- & & -1-{(1E,3&)-3- ¥& £ -3-[1-(3-E I}
ENIBTHE]-1-N%-1-£)-5-H£-2,3,3a,9,10,10a- N & - 1H-ZFEH [b]IB L[ f]
05 B 3 - 6- 42 B

HPLCH IER (47 88) © 1.099 ;

MS (ESI, Pos.) : 477 (M+Na)+. ;

'H-NMR (CD;OD) :8 7.46, 7.29-7.32, 7.06-7.08, 6.98-7.02, 5.34-
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5.45, 4.20-4.23, 4.06-4.10, 3.83-3.89, 2.97-3.05, 2.46-2.64, 2.35-2.44,
2.15-2.30, 1.83-1.99, 1.69-1.78, 1.53-1.62.

[0228)

FHiH9-10 1 (1R,2R,3aS,10aR)-2-¥& £ -1-{(1E,3&)-3-$&EL-3-[1-(3-1E 15
EOIBNE-1-NE-1-5)-5-F%£-2,3,3a,9,10,10a- N &- 1TH-ZEH: [b1 BB TR [ f]
05 B 3 - 6- 42 B

HPLCH IER (47 88) © 1.064 ;

MS (ESI, Pos.) : 463 (M+Na)+. ;

'"H-NMR (CD;OD) :§ 7.44-7.47, 7.25-7.29, 7.15-7.17, 7.09-7.12,
6.97-7.00, 5.56-5.63, 5.41-5.49, 4.09, 3.83-3.93, 2.98-3.06, 2.52-2.70,
2.41, 1.87-1.95, 1.72-1.84, 1.60, 0.93-0.98, 0.84-0.92, 0.73-0.83.

[0229])

FHiH9-11 : (1R,2R,3aS,10aR)-1-[(1E,3¢,48)-4- /, BL-3- ¥R EL | -3E ¥4 - -
B1-2- ¥ HL-5-H ££-2,3,3a,9,10,10a- /N G- 1H-ZRK [0 3R TR [0S B 82 -6- 7%
i3

HPLCH IFR (47 88) @ 1.151 ;

MS (ESI, Pos.) : 439 (M+Na)+. ;

'"H-NMR (CD;OD) :§ 7.44, 6.98, 5.62-5.68, 5.46-5.53, 4.12-4.16,
4.03-4.08, 3.89-3.95, 3.04-3.13, 2.57-2.76, 2.42, 1.81-1.97, 1.66-1.77,
1.52-1.63, 1.40-1.50, 1.20-1.39, 0.88-0.97.

[0230]

FHiH9-12 1 (1R,2R,3aS,10aR)-1-[(1E,38)-3-(1- T £ I8 T ££)-3- ¥ £ -1-

Pl -1-HE]-2-¥8 £ -5-H ££-2,3,3a,9,10,10a- N & - 1 H-ZE 3£ [0 3B K [ 12 =
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Jr-6-7& B

HPLCH IFR (47 88) © 1.185 ;

MS (ESI, Pos.) : 451 (M+Na)+. :

'H-NMR (CD;OD) :§ 7.43-7.47, 6.96-7.00, 5.66-5.73, 5.50-5.57,
4.12-4.16, 3.90-3.98, 3.05-3.12, 2.57-2.78, 2.43, 2.05-2.15, 1.78-1.98,
1.58-1.75, 1.37-1.49, 1.28-1.37, 0.90-0.97, -0.03--0.01.

[0231]

B HiH9-13 : (1R,2R,3aS,10aR)-2-¥&E-1-[(1E,38)-3-¥F8 K -4 4- " H FL-1-
FEIE-1-2L1-5-F %-2,3,3a,9,10,10a- /N &, - 1H- R FE [ ER TR [£]105 B 3L -6- 78
&

HPLCH IFR (47 88) © 1.168 ;

MS (ESI, Pos.) : 439 (M+Na)+. ;

'H-NMR (CD;O0D) :§ 7.45, 6.98, 5.68-5.75, 5.46-5.52, 4.15, 3.89-
3.95, 3.78, 3.05-3.13, 2.58-2.75, 2.43, 1.83-1.99, 1.72, 1.21-1.38, 0.85-
0.95.

[0232]

B f519-14 : (1R,2R,3aS,10aR)-1-[(1E,3€,4R)-4- 7 B -3-¥QE -1 -3E 47 -1 -
Fe]-2-FE R -5-H ££-2,3,3a,9,10,10a- /N & - TH- 2K 3 [b13R 7K [£105 BF 32-6- &
&

HPLCH IEFR (47 88) @ 1.169 ;

MS (ESI, Pos.) : 381 (M+H-2H,0)+. ;

'H-NMR (CD;0D) :5 7.44, 6.98, 5.62, 5.51, 4.13-4.16, 4.00-4.04,

3.88-3.96, 3.04-3.13, 2.67-2.76, 2.57-2.66, 2.42, 1.81-1.98, 1.67-1.77,
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1.14-1.55, 0.92.

[0233])

BEHiBI9-15 - (1R,2R,3aS,10aR)-1-[(1E,38)-3-(1- T ELI8 N ££)-3- ¥ £ -1-
Pl -1-HE]-2-¥8 £ -5-H ££-2,3,3a,9,10,10a- N & - 1 H-ZE 3£ [0 3B K [ 12 =
Pr-6- 2 I

HPLC/ESZBSRT (4 8%) © 1.118 ;

MS (ESI, Pos.) : 437 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.46, 6.98, 5.60-5.68, 5.47-5.55, 4.12-4.17,
3.87-3.95, 3.04-3.14, 2.56-2.76, 2.43, 1.82-1.98, 1.67-1.77, 1.45-1.64,
1.25-1.42, 0.87-0.94, 0.48-0.57, 0.23-0.33.

[0234]

BEHiB19-16 © (1R,2R,3aS,10aR)-2-¥&EL-1-{(1E,38)-3-F&EL-3-[1-(3-H &£
TEHVBWNE-1-NE-1-5)-5-%-2,3,32,9,10,10a- N G- 1H-ZEH [b]IB X
[£105 B 85 -6-F2 %

HPLCH IER (47 88) @ 1.155 ;

MS (ESI, Pos.) : 451 (M+Na)+. :

'H-NMR (CD;OD) :8 7.45, 6.98, 5.59-5.66, 5.48-5.55, 4.14, 3.88-
3.96, 3.05-3.13, 2.56-2.77, 2.43, 1.81-1.99, 1.74, 1.22-1.50, 0.84-0.93,
0.49-0.57, 0.23-0.32.

[0235])

EH9-17 : (1R,2R,3aS,10aR)-2-¥&E-1-[(1E,38)-3- ¥ EL-4-( = & HH £L)-
1-30F-1-A1-5-9H%-2,3,32,9,10,10a- N G- TH-E H [b1ER K [f]05 e 52 -6-F&

%
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HPLCH IFR (47 88) @ 1.135 ;

MS (ESI, Pos.) : 479 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.43, 6.97, 5.68-5.75, 5.57-5.65, 4.41-4.45,
4.13, 3.90-3.97, 3.03-3.12, 2.75, 2.57-2.65, 2.42, 2.18-2.31, 1.83-1.98,
1.57-1.75, 1.45, 1.28-1.41, 0.94.

[0236]

FEf19-18 : (1R,2R,3aS,10aR)-2-¥&E-1-[(1E,3¢)-3-FRE-4-HE 4-F 5,

"
Be-1- T -1-:1-5-FH ££-2,3,3a,9,10,10a- N & - TH-Z FH [b] 3R [ [175 B 5 -

(@)

-

HPLCH IFR (47 88) © 1.085 ;

MS (ESI, Pos.) : 475 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.46, 7.24-7.30, 7.02-7.10, 6.98, 5.83-5.90,
5.61-5.69, 4.07-4.17, 3.92-3.99, 3.06-3.14, 2.71-2.81, 2.58-2.69, 2.43,
1.85-2.00, 1.67-1.78, 1.21-1.30.

[0237]
FHiW9-19 : (1R,2R,3aS,10aR)-2-FE-1-[(1E,38)-3- 8 E-3-(1-F F H 18
TE)-1-Nk-1-551-5-F 5-2,3,3a,9,10,10a- /N & - TH-Z - [bIER T [£105 BR
Fr-6-7& 1%

HPLCH IEFR (47 88) @ 1.104 ;

MS (ESI, Pos.) : 487 (M+Na)+. ;

'H-NMR (CD;0D) :§ 7.45, 7.21-7.27, 6.99, 6.95, 6.88, 5.84-5.90,
5.59-5.66, 4.49, 4.14, 3.90-3.96, 3.13, 2.77, 2.57-2.67, 2.30-2.45, 1.81-

1.99, 1.64-1.78.
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[0238]

F i ]9-20 : (1R,2R,3aS,10aR)-1-[(1E,38,48)-4- &, -3- T H -4-H EH - 1-3¢
fh-1-F51-2- 58 B -5-FH AL -2,3,3a,9,10,10a- )N & - TH-Z 3 [b1 3R T [£]05 B B -
6- % i

HPLC/ &I [E (o7 ##) * 1.07 ;

MS (ESI, Pos.) : 443 (M+Na)+, 383 (M+H-H,0-HF)+. ;

'H-NMR (CD;O0D) :§ 7.41, 6.97, 5.69-5.76, 5.59-5.66, 4.15, 4.01-
4.07, 3.90-3.97, 3.04-3.12, 2.69-2.79, 2.57-2.67, 2.41, 1.68-1.97, 1.46-
1.64, 1.26-1.44, 0.94.

[0239]

FHiH9-21 : (1IR,2R,3aS,10aR)-1-[(1E,38,48)-4- &, -3- T E -4-HH EH - 1-3¢
fh-1-F51-2- 58 B -5-FH AL -2,3,3a,9,10,10a- )N & - TH-Z 3 [b1 3R T [£]05 B B -
6- % i

HPLCH IER (47 88) © 1.067 ;

MS (ESI, Pos.) : 443 (M+Na)+, 383 (M+H-H,0-HF)+. ;

'H-NMR (CD;OD) :§ 7.41, 6.97, 5.61-5.71, 4.13-4.17, 4.05-4.11,
3.90-3.97, 3.04-3.12, 2.58-2.77, 2.41, 1.84-1.97, 1.57-1.76, 1.25-1.45,
0.91-0.97.

[0240]

FHi9-22 : (1R,2R,3aS,10aR)-2-5E-1-{(1E,38)-3- ¥ EL-3-[1-(5-H E-
3-mENG EOEE T A - 1-N%-1-£E)-5-F1 ££-2,3,3a,9,10,10a- N & - 1H-ZE 3 [ b]
BRI B e-6- 74 %

HPLCZSENSRT(4r8%) - 1.128 ;
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MS (ESI, Pos.) : 491 (M+Na)+. :

'H-NMR (CD;0D) :8 7.46, 6.99, 6.76-6.80, 6.66, 5.35-5.45, 4.04-
4.22, 3.82-3.90, 2.96-3.07, 2.52-2.67, 2.42, 2.08-2.28, 1.82-1.95, 1.74,
1.52-1.66.

[0241]

FhHH9-23  (1R,2R,3aS,10aR)-1-[(1E,3&)-5- /. FAE-3-F8 -4 ,4- " HH EE-
1-Joph-1- 55 ]-2- 58 B-5-FH £K-2,3,32,9,10,10a- /N Ei- TH-ZR R[] ER K [F]FE B
H-6-F2 2

HPLC#F B (57 88) © 1.094 ;

MS (ESI, Pos.) : 441 (M+Na)+. :

'H-NMR (CD;OD) :8 7.46, 6.99, 5.69-5.76, 5.47-5.55, 4.13-4.18,
3.89-3.99, 3.42-3.53, 3.32-3.36, 3.28-3.34, 3.23, 3.05-3.14, 2.57-2.76,
2.43,1.82-1.99, 1.69-1.79, 1.18, 0.87-0.95.

[0242]

EHHWA10 ¢ (1R,2R,3aS,10aR)-1-[(1E,3&,4&)-4- 7 A -3-FCEL-7-H E-1-37
Wi - 1- A5 1-2-F8A-5-H £-2,3,32,9,10,10a- /N & - T H-ZE I [b] 28 TG [ £105 B 55 -
6-F% %

[{£49]

HOOC

HO
OH

ERZ2EH40FE Z(LEVMRESHBHIMEZ(LEY  (EAY
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e 2 R ER B 2 F P4 lE 2 (Lal)  (fEEE2FH17>254018
—HhHGI2MHEE 2 By #E - #BIESEAUTYME ZERLEEY -
& - HERSZSHI8MEE (L&Y PRIV GRERERIER G REY)
Z oy B e T oy B < S RS o T - 5 A SFCAE(CHIRALPAK IG -
CO, : 2-INFE =72 : 28) M &SI B ()2 < ¥ (E e R 2 IR B =R ) -
FEIEmME - FE > WEZHREGEREHN2-2&-S-HECKEHE
(CASHRHE © 1896760-61-4)RE2FH0MEIE L&Y > feEE2FH
1AE[E 2 B 2 SR fE I 26 -

HPLCHE B R (5 8#) © 1.196 ;

MS (ESI, Pos.) : 453 (M+Na)+. ;

'"H-NMR (CD;OD) :8 7.44, 6.98, 5.62-5.68, 5.46-5.53, 4.12-4.16,
4.03-4.08, 3.89-3.95, 3.04-3.12, 2.57-2.76, 2.42, 1.81-1.97, 1.67-1.76,
1.40-1.61, 1.18-1.37, 0.88-0.94.

[0243]
2E {41 1 6,7,7-=F-3-FE-3-HA-6-BEIR I L Bis

FREE (= B ) B B ¢ (1 mol/LHHZRIE K » 670 mL) Z THF(270
mL)/ER T - 72-78C MM LB LEE(65.5 mL) » j2-78°C T 1577## -
W ER EYIRI05,6,6-=%-5-C M -2-Fil(CAS4R5E * 155630-33-4 > 670
mmoL) ” THF(40 mL)/&/® > 1A-78C MHEFE3057 8% - B R ER &Y RNt
MEAL#EAER ~ 7K > FIFAMTBERIT 20 © KA 1 R 6 A0 B 7K e 05
ALK B BE B2 R 1R - TR o ERRGEIRIR - BTSRRI TN
B IEEEEY(130 g) -

'H-NMR (CDCl;) :6 4.14-4.25, 3.68, 2.32-2.57, 1.65-1.85, 1.26-
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1.34, -0.06-0.20.
[0244])

2ZH42 1 6,7,7-=F-3-FEE:-3-H A-6- FEih ik
R2ZH41 S 2 (EEY(130 g) 2 ZB2(270 mLYER T IRISNE

FALINKE R (162 mL) » AZR N L/NE - R ER T IRIIMTBE >

FIFSNE R KA R et 2 KB e Mk > FIIFAMTBE#E T ZHL -

A g P e AR K 2% - SKROKIR B 8E2 R 1% - EATEIE < TR R 4R

R FEILESEATYME ZZELEY106 g) -

'H-NMR (CDCl3) :6 6.33, 3.24, 2.34-2.64, 1.70-1.93, 1.32.

E

[0245]
2E {143 1 (35)-6,7,7- =7 -3- 8 E-6-FfHEL (1R, 28)-2-F8 Ae-1,2- KA
Z.#% (ethanaminium) &

2= 42 EliE 2 E&Y)(106 g) 2 2-TEE(1.06 L)EiRH » H280°C
NRAN(LS,2R)- R A ZFERE (106 g) - A =0m MR FEA/NEG < R AT
V) RIEBEGE S - M B2 LERE - FBILESGEAU MM EZ
EEEEY)(56.94 g) -

'H-NMR (CDCl;) :§ 7.18-7.31, 7.05-7.17, 5.04, 4.28, 3.49-3.85,
2.20-2.39, 1.42-1.72, 1.11-1.22, 0.93, 0.00-0.01.

[0246]
Z2Z 44 (35)-6,7,7-=&,-3-H E-6-Fil%-1,3- &

H2HZ P43 aliE 2 EEYI(56.4 @) NN M /KB R e LB LB #EAT
ZZH > FEILERHELAE(24.0 @) - (R BEARARE N THF(340 mL) » j2-10C
TRM=4K(15.8 mL) KA HEE T B5(14.7 mL) - 30558 - #IENT
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Y RATEE RS - FR-10C RN |(E#9(6.4 ) ~ 7K(10 mL) >
FROC TRFEI/NE - P2 R &R TR Ine A 2L egKER - FIH AL

FE#EAITZEHL - R 1&g H INB R KRR ~ 7K ~ sa A ER /K5 - &8 /Kb

Begrez (% - AT o REBRGEIER - BILESEA L TN EZIEE
fEE&17.5 g) -

'H-NMR (CDCl;) :6 3.86-4.08, 2.65-2.82, 2.30-2.52, 1.64-1.86,

1.27.
[0247]

2% {45 1 (38)-6,7,7- =%, -3-H B:-1-[(1-Z8 5 - TH- PO M- 5-F0) i £ 1-6- B

13- B2

R2F P44 S 2(Ea?(17.5 @) ZHZER(T1 mL)FE R FIRISNG

FAESAER (71 mL) ~ PUT ZIRAE$%(2.9 g) » #M > FYOC TIARMIE H 7R
EIEF(18.6 g) - FROC TRF /NG - FUESYIAII1-ZR - 1H-VUME-5-hii

f%(20.5 g) » FR60C THRFES/INEF o R HEIRE A 2 7KK > I F 2R #E T
ZEHL - A TS R B AT ER KO g o SRS OK AR BE PR R 1R - IBTTIEIE o R
IRHEIRR o FEMB B ENTAECK | ZBABE=7 ' 1—-4  DE{EFTERS
ZHE - FIILESEAUTYHREZREELEY(24.8 ¢) -

'H-NMR (CDCl;) :6 7.47-7.60, 3.37-3.56, 2.36-2.51, 2.29, 2.02-
2.10, 1.72-1.81, 1.29.

[0248]
2 EZH46 1 (35)-6,7,7- =& -3-HE-1-[(1-ZKE-1H-PU M -5- 5 ) b i £L 1-6-
B )5 - 3- %

HESM I /K& P)(114 mg) ~ ZREFL (55 mg) ~ HEZIEFEE A bk
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(140 mg) ZREVIRIMAEIERB0%) KB R - IWEm MR 1578 - ¥R
EYVRinES Pl4smmilis 2 L&%)(24.8 g) 2 HIR(70 mL)EIR » FR50C T
P2/ - RIEREAZKE » FIH LB LFEHEITEER - BAHRE R
BRI B K )T > KR $ERZ R (% > EEATIBIE - BB MRIER - FELLIE
FETRUT 2 YA 2 ERE & Y(26.7 ) -

'H-NMR (CDCls) :8 7.55-7.73, 3.81-3.99, 2.32-2.51, 2.04-2.23,
1.71-1.85, 1.30.

[0249]
SEHNAT 1 1-FEE-5-({(39)-6,7,7- =&, -3-HE-3- [ HEW )& E]-
6- B - 1 - B ) his g A5 )- 1H- POk

P2E a6l 2 (£S5 g) 2 DMF(30 mLYEiR T » PEE TR
mekmi2.6 g) ~ ZHEEWHE(2.4 mL) - ETERE - FIHZBZERRER
WEREY) » FEMBEKEF » EMKFREE e R - EITIBIE - RS
TER o BETES HEY R ECKES  BILESEAU TYEE 2 IZE
E&YI5.1 g) -

'H-NMR (CDCls) :8 7.57-7.73, 3.73-3.88, 2.24-2.44, 1.96-2.19,
1.66-1.82, 1.35, 0.14-0.17.

[0250)
£ % {148 : (1R,2R,3aS,10aR)-5- B £ -2-( U 4, -2H- IR g -2- £k & £ )-1-
{(1E,48)-7,8,8- =& -4- HE-4-[(ZH EWHE ) A E]-1,7-3¢ _/F-1-K ) -
2,3,32,9,10,10a- N G- 1H-ZEFH [b1IR [K [f]05 BRI -6- 72 % FH g

R2ZH4TRTEE 2B EP)(4.29 @) Z “HEELKE(19.2 mLYER

g1 FR-78°C TR NN EE (= H A FE) R B 2 1 mol/L THF(9.27 mL)/AR -
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205758 - J0-78°C TRERFA0 T B ¥ R ViR i 2% fl40 AT 8liE 2
EEP2.4 o) “HEELKE(16.8 mL)JER - HERTH2/NE - B ER
BRI AR B | an /K TE R K - R ZB8 S B #ETT 250 - A E F
BEAIRR/K R F > EMBLNEZ IR - EITHEIE > RERGEER - BB E
frii(IECKE © ZBE LB =90 © 10—>80 1 20—>70 : 30)&li{LATE G 25
Ao EIEEa e RE e CHEY2.11 g) o M - ATt
RN —R i -

[0251]
2EZ {149 * (1R,2R,3aS,10aR)-2-FE £ -5-H E-1-[(1E,4S)-7,8,8- =% -4- &
E-4-BHE-1,7-3F %-1-%£1-2,3,3a,9,10,10a- /N & - TH- R FH [b1ER TR [ 115 B
-6~ Bz H g

K2 FPI4A8A RIS Z EYI(2.11 ¢) ZHEE (21 mLFRT @ NEik
TNIIE AR — K a1 (128 me) > FY=Em MRA2/NR o IRRIER T
M= R(0.47 mL) > RERREE - BRI BETAGECK | JBRLE
70 1 30—>30 : 700 : 100)&({LATIER A - BILEFEURLUT 291
EZFELLEYI(1.49 g) -

'H-NMR (CDCl3) :8 7.50, 6.97, 5.63-5.71, 5.39-5.46, 4.16, 3.97-

mr

4.04, 3.87, 3.07-3.15, 2.74-2.81, 2.56-2.63, 2.36-2.47, 2.27, 2.17-2.22,
2.07-2.13, 1.68-1.95, 1.44, 1.23.

[0252]
FhEEI11 ¢ (1R,2R,3aS,10aR)-2-FE K -5-H E-1-[(1E,4S)-7,8,8- = &, -4-F&
E-4-BHE-1,7-3F %-1-%£1-2,3,3a,9,10,10a- /N & - TH- R FH [b1ER TR [ 115 B

L-6-F2 L

i
Z
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[{£50]

HOOC

R2EH49FT RS 2 (b &Y)(1.49 g) ZTHF(S mL)/HEE(10 mL)ER
Hr o PREDR NINII2NE S AL /KIER(6.36 mL) » f240°C N RURIEEE - &
R HE R BBR R 4E - R /KiG &2 al TIRIIZNER R AR R - AIH OB LB =ETT
ZHL - AT S F e R KR - SIRERINEZ R R - T IEE - BERRYE
BR - MH LM ZBE(14.5 mL)/ IECKE(5.8 mL) TR 2 B & 1L
FELERE U T 2P E 2 EEEEY(1.16 g) -

HPLC/EREHF R (5 88) + 1.083 ;

MS (ESI, Pos.) : 477 (M+Na)+, 437 (M+H-H,0)+, 419 (M+H-
2H,O)+.

'H-NMR (CD;OD) :5 7.44, 6.98, 5.64-5.72, 5.36-5.43, 4.13, 3.87-
3.93, 3.04-3.12, 2.56-2.74, 2.35-2.49, 2.27, 1.90-1.97, 1.80-1.87, 1.66-
1.77, 1.20.

[0253]
2Z 150 0 7,7, 7-=F-3-FEE-3-H AN L

HEE(1.53 @RI ZEE(52 mL) » JA=DR NI IR Z5E(0.45 mL)
(EELEAL - & EITR=% T F(10 g) - F350C NREFE - LB EH
B - NE—Fat o HN-HEE-N-HEALEER(5.56 mL) 2 2
(45 mLERZAIZE-15C « PNazm R Es o Ao Bl - B
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007788  JX S IEIR NI A S b8 KA - I Z 2 T 20 - BH
PRI e AT B /K% - UK S EZRR 1R - BITRIE - BILESER
LB 2 T 88 (6,6,6- = . lE-2-Fl) -

e (= HHER RS SE ) Be EL $ (1 mol/L THFJA R » 62.8 mL) 2 THF(52
mL)F/RT > JR-78C NREMLEE ZFE(6.14 mL) > JjR-78'C MEFA2577 8 -
FEHF20 57 32 5 H i B AS < — BB TR > BR-78'C TS0 8 © B
JEE SR A sz KiER ~ K> MHIEE ABE®ETZER - #AKE
AR % - EMUKRB SRR - BITEIE - KBRS IER -
WEEEITAIRECH © 2B ABE=90 @ 1065 : 35)A({LATER ZBE - 35
ESEAU TN EZEE EEY(16.7 g) -

'H-NMR (CDCl;) :6 4.16-4.23, 3.61, 2.42-2.54, 2.02-2.17, 1.53-
1.74, 1.29, 1.25.

[0254]
2ZHI51 1 7,7,7-=F-3-FEE:-3-FH AL PEfL

KR2FBIS0FT RIS 2 (EEP(16.7 g) 2 LB (130 mL)F R FIRII2N G
SALIZKIER(S2 mL) > FOZEDR MRF UVNE 7RI TR 12N B Eg K
AR BRI - A OB LB AR o R R R s AN B KR F > 4K
MoK B B2 R (R - TR o RBURGE R - BILESE AU TYME
ZIEBEEY)(8.49 g) -

'H-NMR (CDCl;) :6 2.48-2.64, 2.02-2.21, 1.56-1.76, 1.31.

[0255]
2HZH52 1 (35)-7,7,7- =& -3-FEE-3-HERER (1R)- 1- R & L 75
ReZ PSS Z(E&P1(8.49 g) 2 L LBE(50 mL)E R A0
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(R)-1-ZFE LR (S mL) » BITREGMEFHESR - R70C THATEEZ
&S SR ID LA ZEH (65 mL) ~ IEBERE(130 mL) » [ £ 500 - BIEHT
) AIEBEGERF - BN E M2 IOFREFE - BIESEA U TYME
ZIEBEEY)(2.64 g) -

'H-NMR (CDCl;) :8 7.26-7.39, 6.64-7.09, 4.12-4.23, 1.84-2.12,
1.27-1.62, 1.00-1.10.

[0256]
2EZH53 1 (3S)-7,7,7- =& -3-HE-1,3-BFr =

H2F P52 S ZEEY(2.64 QNN AKB R LB LTS » #
{TZEHL > BBRRYE - (EATIES 2 B VE#F Y THF (40 mL) - KBRS 81 20
C o miE bsadf0.3 g) - FR60TC MEH - FAERAANE0C > IRIIKHE
TR - BIELARTEYI®R  BERGERER  HIEESEAUTYEREZ
FEbE?I(1.74 g) -

'H-NMR (CDCl;) :6 3.82-4.01, 2.41-2.61, 2.01-2.35, 1.76-1.89,

1.50-1.74.
[0257]

2% {54 1 (38)-7.7,7- =% -3-H B:-1-[(1- 5 5 - TH- PO M- 5- Fo) B £ ]-3- B

iz

Fr2EPIS3FTRLE 2 (B &Y (1.74 @) 2 HEE(20 mL)ERFRIISNG
FAEHK R (6.5 mL) ~ PUT ZIR(E§4(254 mg) = F20C T RS VIR
B HREERRA(1.65 ) » FYOC T IBEE /R4S 53 8 - ST RN 1 - 1H-
PUnE-5-FREE(1.69 g) » H260°C T MR I HE - FIFIMTBE S K7 1 R0 17 2
Y o WA HIE AR A o KRS (% - TR - R
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IR o REAR B RETAGECKE « 2% ZB5=280 1 2060 : 40—>55
45)EFTIER 2 BE - FELERE AL TYMEZERLEY(2.65 ¢) -

'H-NMR (CDCls) :8 7.54-7.73, 3.85-3.94, 2.02-2.21, 1.53-1.73,
1.42-1.54, 1.28.

[0258]
L2155 1 (38)-7,7.7- = &.-3- B E-1-[(1-ZE 5 - 1 H-PUME-5- £ i R £ 1-3-
B i

RE2HZFS4FTEIE 2 (b E&Y)(2.65 @) Z —EH (S mL)JAERST > 720
CINAIMEEBRHEE4.S g) » WIRBH - B R T A 2 BRI bR I = 80
KIBRT - MR LB JBEETZEAL - <A g R e AN B /K e 3 - &8 fm /KB
BRIz R 1% » EATHEE - RSB o MW BRI ACGECK © 48
ZBE=280:20—>75 : 25)W LT IER 2 BE - FEESERFUTYMEE 2
EEEEY(2.76 g) -

'H-NMR (CDCls) :8 7.54-7.73, 3.85-3.94, 2.02-2.21, 1.53-1.73,
1.42-1.54, 1.28.

[0259]
SEHI56 1 1-FKE-5-({(39)-7.7,7- =& -3-HE-3-[( = HEW ) A1 FE
B R AL ) - 1 H- P

K2 BISSETEIE 2 B &Y1(2.76 ) ZDMF(25 mL)/E R .241£0T - &
ANPRME(1.44 ) ~ —HEZABE(1.34 mL) » FYEOR NRFE3.S/NEF o A E
EHIRINK - M LB LB/ IEChe 1T 20 - /A B2 FH 8 A B 7K %k
o ORI B sERZ R 1R - METTIR)E » BRI - FE W B E A
(IFECkE * LB LBE=95 1 5—=>85 1 I5)@ LR 2 BAE » #ItERREA
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LUt E 2 R b 5)(2.88 g) -

'H-NMR (CDCl;3) :6 7.66-7.72, 7.56-7.64, 3.74-3.87, 3.49, 1.95-
2.17, 1.50-1.69, 1.32, 0.13-0.15.

[0260]
2 Z {57 © (1R,2R,3aS,10aR)-5- H £ -2-(PU & -2H- Ik 1§ -2- £ & EL)-1-
{(1E,45)-8.8.8- =& -4- HE 4-[(=ZH EW I E) R E]-1-FH-1-& }-
2,3,32,9,10,10a- 7N G- TH-ZEH [b 3R [ 195 BE 3L -6- 72 B2 HH S

NS2EBISOFT RIS Z(EEW(3.95 o) L “HEE L5 (17.6 mL)E R
B0 FR-78°C MR EE (= H AR )R A 2 1M THF(8.49 mL)JAK - &

JrE o JY-T8°C TR 40 sEH N R S VIR IS5 P40 RliE 2 (b &

P1(2.2 @) Z “HEAEELKE(15.4 mLYIER - BH3078# - HIERSYR
fI 66 A 5 5 &5 809 /KB IR BOK - MU 4B LB/ IEC FEETTZHL » KA1 E
FEEFIER /K JE0% - IS K iR B S RZ R 1% - BATHRIE - RERRYE IR - %5
M B RETAECH © LBEAEE=97 1 3—90 1 10—>80 : 20)4i{EATE R
ZERE > BIESESEEEEY ZHEYB.53 g) - £HAETH(EM
IR — K E -

[0261]
2EZ )58 * (1R,2R,3aS,10aR)-2-F& £ -5-H E-1-[(1E,4S)-8,8,8- = % -4- &
Eh-4- B EL-1-3E 0% -1-551-2,3,32,9,10,10a- 73 G- TH-Z5 - [b] 3R [ 115 BE 3 -
6-3% I H i

K2HEBISTRT RS ZAHEYI(3.53 ¢) Z HEZ(35.3 mL)FRT » N E ik
TR IR R — K& P1(149 mg) > |3/ o REIERTIRIN=Z
H£(0.55 mL) - JKERRHS - #HBEITAGECK © 2B AEE=50 1 50—
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30 1 70—>0 : 100)&LRT ST ZHE > FILESE R T 2P E ZIEE
E&¥(1.80 g) -

'H-NMR (CDCIl;) :5 7.50, 6.97, 5.62-5.71, 5.38-5.45, 4.16, 3.96-
4.03, 3.87, 3.07-3.15, 2.73-2.80, 2.56-2.63, 2.39-2.47, 2.21-2.28, 2.03-
2.17, 1.80-1.95, 1.58-1.78, 1.50-1.59, 1.47, 1.21.

[0262]

EHEHI12 © (1R,2R,3aS,10aR)-2- ¥ £ -5-FH £ -1-[(1E,4S)-8,8,8- = &-4- ¥
BL-4- L1300 -1-561-2,3,32,9,10,10a- 73 &, - TH-ZR 5 [b] 3R [ [ 195 BE 5L -
-F2 B

[{E51]

HOOC

(@)

R2EFIS8ATEE 2 (b &Y)(1.80 g) ZTHF(6 mL)-HEE(12 mL)ER
B A EDE NRIIRNE SAL#/KE R (6 mL) » jR40°C TRERH - KK
MR BR R 4E o P KOB R Al NN IIZNE B KA R - IR A LB T 22
0 - A H%E M KRS KM KMEZINEZEE > BEITEE > REE
YRIER - RFTER HED (1.8 9 LM LB/ IEC R - FEHLIERE
WU Z M EZ B EEYI(1.51 g) -

HPLC/ERERF R (5 88) + 1.088 ;

MS (ESI, Pos.) : 479 (M+Na)+, 421 (M+H-2H,0)+. ;

'H-NMR (CD;OD) :5 7.44, 6.98, 5.63-5.72, 5.33-5.41, 4.13, 3.86-
3.94, 3.04-3.14, 2.54-2.74, 2.42, 2.25, 2.07-2.21, 1.86-1.98, 1.82, 1.61-
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1.75, 1.49-1.60, 1.18.

[0263]
BFHE12-1~12-4 :

(B e 2 T e R B b eI B2 F fISe g 2 (b - 7

an L2 5T > 2F F58—>F (1 12MHE < By 2 #:F » #5LIER T it
BhapHb &Y - Hhe 2 U Eafig A L aY B AMEEY ~ b AREE
P BB 22 (150> 25 51> 2 F 52— 2% (|53 > 2F (54> 275
B55—>2FFI5648[E < B #Y < B IE 1 £ 4 -

[0264])

FHiH12-1 © (1R,2R,3aS,10aR)-2-5&E-1-[(1E,4S)-4- 58 B -4-HH EL-1,7-3¢
- 1-EE)-5-H E£-2,3,3a,9,10,10a- N G- TH-ZE F: [b] BB I [f] 18 B8 -6- 38
A&

HPLC/EREF R (5 88) © 1.048 ;

MS (ESI, Pos.) : 423 (M+Na)+. :

'H-NMR (CD;0D) :§ 7.46, 6.98, 5.80-5.90, 5.64-5.73, 5.32-5.42,
4.99-5.06, 4.90-4.96, 4.10-4.15, 3.86-3.94, 3.04-3.12, 2.55-2.74, 2.43,
2.25,2.08-2.20, 1.89-2.01, 1.79-1.87, 1.66-1.76, 1.51-1.61, 1.18.

[0265]

FHEW12-2 © (1R,2R,3aS,10aR)-2-F&H-1-[(1E,4S)-4- 58 4-HE _1-F )%
-1-5E]-5-H £6-2,3,3a,9,10,10a- /X & - 1TH-ZEFH [b 3R K[ £]05 BE5-6- 72 ik
HPLC/EEHEREI (40 8%) - 1.14 ;
MS (ESI, Pos.) : 439 (M+Na)+. ;

'H-NMR (CD;OD) :8 7.46, 6.98, 5.64-5.73, 5.31-5.39, 4.10-4.16,
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3.86-3.94, 3.04-3.13, 2.54-2.74, 2.43, 2.23, 1.89-1.99, 1.78-1.86, 1.67-
1.76, 1.26-1.50, 1.16, 0.92.

[0266]
BHiM12-3 : (1R,2R,3aS,10aR)-1-[(1E,4S)-5-F8 % F-4- ¥R AL 4-FHE 1%

o
X

SFR-2-FEAL-5-H EE-2,3,3a,9,10,10a- /N & - TH-ZRFE [D]ER [ ] 725 B 52-6-

3
s

HPLCH IEFR (47 88) © 1.171 ;

MS (ESI, Pos.) : 451 (M+Na)+. :

'H-NMR (CD;0D) :§ 7.44, 6.98, 5.65-5.73, 5.30-5.39, 4.13, 3.87-
3.93, 3.04-3.13, 2.56-2.75, 2.42, 2.26, 1.78-2.00, 1.49-1.76, 1.29, 1.13-
1.21.

[0267]

FHEH12-4 © (1R,2R,3aS,10aR)-2- K E -1-[(1E,4S)-4- ¥ £ -4, 7- — H H-
1,7-3 0%-1-£81-5-FH ££-2,3,3a,9,10,10a- /N G- 1H-ZE £ [b 138 [X [ £] 12 B 3 -
6- % i

HPLC/ESEIS R (5r88) © 1.113 ;

MS (ESI, Pos.) : 437 (M+Na)+. ;

'H-NMR (CD;0D) :§ 7.45, 6.97, 5.65-5.73, 5.34-5.41, 4.69, 4.13,
3.87-3.93, 3.04-3.14, 2.56-2.73, 2.42, 2.21-2.30, 2.06-2.12, 1.90-1.98,
1.79-1.87, 1.74, 1.58-1.65, 1.19.

[0268]

FHiH13 © (IR,2R,3aS,10aR)-2-5&E-1-[(1E,48)-4- 5 E-4,7- " HE-1-3¢

\}:?E_l_%]_s_Eﬁ%_2a3a3aa9,10,103_7\?%_1H_%#[b]iﬁ&[f]n%}:ﬁﬁ_6_igmg
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[{£52]

HOOC

B E ZASNERIEaRES2FHIS6EE 2 bat o (T3
FHHST>2FHS8>FH M 12 E 2 HHY Z#E > Fl H SFC
(CHIRALPAK IG > CO; : =69 : 31)7r HERITEIE SR (5 2ARY) - FEILIE
TR 2V E LB LY EREBILER) - % - HIE 2SN S
VM AR LGB HEFS0->2F 51> 25 452> 25 53—~
25 P54 2FH55>2F FIS6 M [E 2 H Y Z 5 (F & -

HPLCZ SNSRI (478%) - 1.123

§

MS (ESI, Pos.) : 439 (M+Na)+, 381 (M+H-2H,0)+. :

'"H-NMR (CD;OD) :§ 7.43, 6.97, 5.72, 5.31-5.39, 4.10-4.15, 3.86-
3.94, 3.04-3.12, 2.56-2.74, 2.42, 2.17-2.28, 1.90-1.99, 1.78-1.87, 1.67-
1.76, 1.46-1.55, 1.23-1.30, 1.15, 0.90-0.94.

[0269]
EHiFI13-1 1 (1R,2R,3aS,10aR)-1-[(1E,48)-6-18 T E-4-¥QE 4 HE-1-2
K- 1-HL]-2- ¥R EL-5- B ££-2,3,3a,9,10,10a- /N G- | H- 3£ [b] 58 [k [£]0%2 B 8 -
6-#% %

(ERHIE ZANETRIEEDRESFH SRR E L&Y - (e
ERST>2FHS58>FHFI 12 E < BV Z#1E - F]HSFCHE
(CHIRALPAK IG » CO; : 2-NEE=70 : 30) 7y EEWITEIE B2 (5 RAEY) - #51L

§
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BRERU T 2 E IR EY (R - F& - HIEZINHEE
EYER AL EY &R 2 Z 50> 2F 51> 2% 52— 2% {53
— 2E 54— 2F 55> 2FF|56AH[E 2 B 2 BIE T

HPLC /2 SIS (47 $8) & 1.149 ;

MS (ESI, Pos.) : 451 (M+Na)+. ;

'H-NMR (CD;OD) :8 7.45, 6.98, 5.64-5.72, 5.32-5.39, 4.13, 3.87-
3.93, 3.05-3.14, 2.56-2.73, 2.42, 2.17-2.28, 2.01-2.10, 1.78-1.98, 1.73,
1.57-1.68, 1.29-1.49, 1.15.

[0270]

ZEH59 1 5-R-4-F-2- LIHE L

5 I 438 -5- 55 2- FEE R B (CASER SR © 1427405-76-2) ftEr4-38-3-
H-2-RE-EHEE - (TS FPBMEE By BF - FIEREA D
TYIMEZEELEY) -

'H-NMR (CDCls) :§ 7.15, 7.00, 6.79-6.88, 5.71-5.77, 5.41, 5.20-
5.28.

[0271]
£ 160 : (1R,2R,3aS,10aR)-7- &, -1- H B & -2-(PU 4, -2H- IR I -2- & &5
£5)-2,3,32,9,10,10a- N E - 1 H-Z F [b]1 IR K [£105 B 8- 6- 72 FE Z 5

EH2EHSIFMEE A LEYRESEFIBMELEZ(LEY » (MR
2% fld—2F 5> 2F 6> 2F[|7T>2FH|8—>2FFoEE =~ BHY
R BBIESE AU TN E S EELEY) -

'H-NMR (CDCl;) :5 9.81-9.85, 7.48-7.51, 6.84, 4.63-4.67, 4.28-

4.48, 3.87-3.93, 3.78-3.85, 3.43-3.54, 3.22-3.29, 3.13-3.19, 2.99-3.08,
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2.69-2.78, 2.50-2.63, 2.26-2.37, 2.17-2.23, 1.98-2.11, 1.68-1.93, 1.50-
1.67, 1.38.

[0272]

BHif14 © (1R,2R,3aS,10aR)-7-%,-1-{ (1E,38)-3-[1-2-HF X E) BB T £ 1-
3-FREL-1-IN - 1-5E }-2- 88 EE-2,3,3a,9,10,10a- N &, - | H- 2 3 [b] B8 [ [f] 12
PEHL-6- 72 1%

fEH2Efe0mElE ZLaEYBE2EHIOMBEE  (LEY A2
FEHR26AEE LA YRBE2FON4FELIE 2 LG MEE2EH17
—2EZG8—>E P2 E <« By 2 1#8/F - FBHESEAUTYIEEZE
H(LeY - BE > HERSBHISHEE 2 (LaY 2 FEY G ERFEEIE
P15 BAEY) 2 o MR OE A o B 2 S AR A

HPLC/% &I fE (77 §8) © 0.97

MS (ESI, Pos.) : 453 (M-OH)+. ;

'H-NMR (DMSO-d¢) :8 13.04-13.20, 7.17-7.28, 7.01-7.14, 5.32,
4.93, 4.69, 4.22-4.27, 4.16, 3.59-3.72, 2.80-2.93, 2.68-2.77, 2.21-2.32,
1.46-1.81.

[0273]
2ZH61 1 5-R-3-F-2- L0 E A T

5 4- 3R -2- 58 6- FE R 55 BB (CAS 4R ¢ 1427438-90-1) (L Er4-18-3-
H-2-RE-EHEE - (TS FPBMEE By BF - FIEREA D
TYIMEZEELEY) -

'H-NMR (CDCl3) :6 6.79-6.90, 6.69, 5.79-5.97, 5.60-5.67.

O

[0274]
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2 {162 : (1R,2R,3aS,10aR)-8- &, -1- H fif £ -2-(PU 4 -2H- IR I -2- & &
£)-2,3,3a,9,10,10a- /N & - 1TH- A H [ b IR K[ 105 B 35- 6-F2 ik £ F5

fER2F ol ElE L& ESFHB3MELE 2 (L&Y - e
2EH4—>2F 5> 2FH6—~>2F [T>2FH8—2F HoM[E ~ HHY
e FBILESEAUTYHEZE-E(LEY -

'"H-NMR (CDCl;) :8 9.83, 7.35-7.45, 4.65, 4.41-4.54, 4.29-4.42,
4.12, 3.77-3.98, 3.39-3.66, 3.01-3.19, 2.71-2.82, 2.61, 2.28-2.47, 2.16-
2.28,1.93-2.13, 1.67-1.89, 1.48-1.66, 1.38.

[0275]

EHiBI15 © (1R,2R,3aS,10aR)-8-4&,-2-¥& £ -1-[(1E,38)-3- ¥ EL-3-(1-FE £
PR E)-1-N % -1-%51-2,3,3a,9,10,10a- 75 G- 1H- 26 3 [b] B8 [ [£]1%8 BF 52 -6-
24l

fEA2Ff62ElE L& ESFNIFRELE 2 L&Y » (EH2
FEHRTAEEALEYREBESFMNI4FREE ZLEY » fEEPSEH117
—2E 18— E i FI2ME[E < HHY 2 #(F - #BESEFUTYMHE 2%
HLGY) - 8 HENRSEMI8HEE 2 a2 FEY &M A #EHIE
5 R RAEY) 2 B RAE P i 2 SR MRS -

HPLC/ BB R (o7 88) ©

MS (ESI, Pos.) : 403 (M+H-2H,0)+, 421 (M+H-H,0)+. :

'"H-NMR (CD;OD) :§ 7.36-7.42, 7.31-7.36, 7.25-7.30, 7.16-7.22,
5.54, 5.40, 4.46, 3.92, 3.79, 3.04, 2.68-2.81, 2.63, 2.27-2.50, 1.70-1.95,
0.87-1.11, 0.70-0.87.

[0276]
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2E 163 6-FRE-5- 2 WHEE-2-LIE L L £

FR5-78-6-FEB-2-MENEFE B L FE(CASHRSE © 1214346-74-3 > 482mg)
ZDMSO(2.4 mLYE®RFIRIIHEZ(7.2 mL) ~ =T ELfEHE#H931 mg)
[1,1-B (CSRAE R A ] — & b D) ~ & H Bk ¥ (160 mg) - R
100°C MEFE3/NEG « R IER SRR - FEMBERRETE(CKE
i LBE=60: 40—100 : O LG 2 BE > BIESEARIITYME
ZIEEEEY)(170 mg) -

TLC : Rf 0.52(C ¥z * 2B ZFEE=317)

'"H-NMR (DMSO-dg) :8 11.50-12.12, 7.73, 7.02, 6.77, 6.24, 5.42,
4.30, 1.27-1.34.

[0277]

22 {1 64 : (6aR,7R,8R,9aS)-7- H fifi £ -8-( VU & -2H- IR 07§ -2- £ & £ )-
6,6a,7,8,9,9a- /N & -SH-ERK[6,7105 B 5[ 2,3-b L 0E -2-FE B £ B

fEH2Ffl63fEliE ZbaVRESFBH3MEIE 2 {EE&Y) - (A
2%E 4= 2F H5—> 2FHl6—2F fI|7T> 25 H8—2F FIoMH[E 2 H Y
Z¥AE . RBILESREAUTYMHEZEZ-RLEY -

'"H-NMR (CDCl;) :6 9.86, 7.77, 7.56, 4.62-4.70, 4.37-4.49, 3.76-
3.83, 3.44-3.50, 3.15-3.24, 2.94, 2.59, 2.31-2.40, 1.93-2.07, 1.77-1.86,
1.66-1.77, 1.55-1.65, 1.48-1.53, 1.41.

[0278]

2565 : (6aR,7R,8R,9aS)-7-{(1E,38)-3-[1-(2-F A E)IB T A 1-3- 5 AL -
1-N¥-1-EE}-8-¥F8H-6,6a,7,8,9,9a- /N & -SH-ER K [6,7 15 BE T [2,3-b ] MEE BE -

2-$% M LT
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fEH 2= ple4pTEliE Z(EEY(4S m)RE2ZHIFEE ZEE
V) (ER2F 026 EE (&4 mg)UE2F 4 EE 2 &
Yy MEEESERINTAEREZ BRYZ8BF - #EBIHESBEEEQL mg) © K
}#EE S (21 mg) 2 THF(0.2 mL)ARAAZ-15C o PEFIRM(S)-2-HE-
CBS-IZM0E (0.037 mL > 1 mol/LH ZJEK) ~ N,N- . Z B 2 e il e
(0.013 mL) > }A-15C THUEERE - #EMTLCHEN K IELEH » #EMWBE
HERENTE(CK : ZBEZBE=50: 50—~100 : 0)%i{LK ER - FELESER
BE o HZERE ZHEE0.2 mLARAEIZ0T » RIS H AR —KE
Y1(1.8 mg) » AR T EEE2/NE o AR MEA TR IR = Z/(0.022 mL)
% BMRERSRBERYSGE BHWBERENAZCK : 2BLlE=
50 1 50—100 : O)&({LFTERS 2588 - FEILER BRI WHEE 2 ERE(L
E¥)(7 mg) -

'H-NMR (CD;0OD) :8§ 7.62-7.67, 6.96-7.11, 6.83-6.90, 5.47-5.58,
5.25-5.46, 4.50, 4.24-4.32, 3.71, 3.42-3.61, 3.23-3.31, 2.83, 2.45-2.59,
2.23-2.45,1.99, 1.80-1.94, 1.53-1.79, 1.29.

[0279]

Ehif16 : (6aR,7R,8R,9aS)-7-{(1E,3£)-3-[1-(2-# ZA) B T £ ]-3-F8 A
- kE-1-5}-8-58%-6,6a,7,8,9,9a- NG -SH-ER K [6,7 105 Br 55 [2,3-b ] IEE IE -
%

fE2F 65 lis L&Y ESFMISFEliE 2 L&Y - 58
L I BI2MEE 2 B RV 2 8 F - #BIVESER LT EEELEY

HPLCZSENERT(475%)  0.996 ;

¥

s

MS (ESI, Pos.) : 454 (M+H)+.
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'H-NMR (CD;0OD) :§ 7.61-7.73, 7.10, 6.92-7.01, 5.39-5.67, 4.52-
4.63, 4.39-4.43, 3.74-3.85, 3.36, 3.26, 2.89, 2.31-2.70, 2.03-2.14, 1.59-
1.99, 0.90.

[0280]

2 E 66  (2R,3R,3aR,11aS)-3- H g ££-2-( VU & -2H- IR /g -2- £L & AL )-
1,2,3,3a,4,5,6,11a- /UG I [bIER K[ g] AR 3= =} (oxocin)-9-#& & L5

{8 FI(1R,2R,3S,4R)-2- 1 N £&-3-({ [ - B B (2- HH - 2- W e B ) W Je B
A H A -4-(TU & -2H- DRI -2 - 5 S8 5D BR T EZ (CAS 4R 5% © 1262874-94-1)
RE2FH2FMEE ALEY - FR2FBBIFREE LaRE2F 6
3FBLE AL EY M2 FH4>2F 05> 2F 06— 2FH|T>2%5
BI8—2FFIOMEE < HEYZ #8/F - HILESEAFUTYHEE ZFEELE
Yy o

'H-NMR (CDCl3) :8 9.74, 9.70, 7.66-7.72, 7.16, 4.64-4.68, 4.31-

\

4.43, 3.77-3.97, 3.43-3.56, 3.21, 2.94-3.08, 2.59-2.90, 2.30, 1.47-2.24,
1.40-1.47.
[0281]
A7 ¢ (2R,3R,3aR,11a8)-2-F& E -3-[(1E,3S)-3-F& K -1-3F {5 -1-F -
1,2,3,3a,4,5,6,11a- /UG FF [ bR K[ g 1 B FEIR 3 =% -9-FR L
ERZFPle6rrHiE Z{baVIRESHHIMBEEZ(LEY > EHZ
-2l | A PR B B B2 S (CAS 4R SR © 36969-89-8) (R E 2 fl 147 8LiE
ZALEY) > (S F N T->2F G118 EHEM2MH[E 2 BB Z 3 1F > 38
HEGAEAUTYMEZREE LY - % > HERSFHN8HEE 2L
GV 2 HEVIRERERIERE G EEY) 2 B E AT 7 B2 St e
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TLC : Rf 0.37(CH,Clo/HEE > 9/1) :

MS (ESI, Pos.) : 777 2M+H)+. :

'H-NMR (CDCl3) :§ 7.67-7.72, 7.17, 5.61-5.70, 5.49, 4.56-4.64,
4.05-4.16, 3.83-3.93, 2.85-3.03, 2.55-2.68, 2.45, 1.91-2.14, 1.42-1.87,
1.20-1.52, 0.83-0.95, -0.15-0.01.

[0282]

EHifI17-1~17-31 :

fER2FHl66 AT S 2L VESF R EE Z(Lay) > (EMHE
€2 BB UCE 25 P4 RE 2 bay) > (THHE2FPI1T-2F 418
—EP2MHE 2 B Z#IE - #ILEE TAERAEeY - FiE > HE
PE2EPNIHE Z LGV 2 F RV HREMBERIFREGREEY 2 ik
Aoy S rERS o BHE 2 BB A AR EEY) ~ SR ARES Yl
2EH10—2F B UH[E 2 B8y 2 R 0Em R -

[0283]

M

EFEHEWM17-1 © 2R,3R,11a8)-2-F&E-3-[(1E,3S)-3-F& AL -7-H E-1-3F 1% -1-
£:1-1,2,3,32,4,5,6, 1 la- /UG AR [bIER K gl SRR ¥ = %-9- 72 Ik

MS (ESI, Neg.) : 401 (M-H)-.

'H-NMR (CDCl;) :8 7.66-7.73, 7.16, 5.62, 5.50, 4.59, 4.10, 3.87,
2.93, 2.59, 2.37-2.51, 1.91-2.16, 1.68-1.89, 1.40-1.68, 1.33, 1.04-1.27,
0.86.

[0284]

B #17-2 ¢ (2R,3R,11a8)-2- & £ -3-[(1E,35)-3- B A -1- £ -1- £ -
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MS (ESI, Neg.) : 401 (M-H)-.
'H-NMR (CD;0D) :8 7.57, 7.59, 7.16, 5.40-5.60, 4.38-4.71, 3.99,
3.78,2.95,2.51-2.82, 2.33, 1.82-2.10, 1.58-1.81, 1.51, 1.29, 0.75-0.95.

[0285]

MS (ESI, Neg.) : 399 (M-H)-. ;

'H-NMR (CD;0D) :8 7.59, 7.57, 7.16, 5.39-5.63, 4.51-4.67, 4.00,
3.78, 2.94, 2.66, 2.19-2.47, 1.82-2.12, 1.69-1.79, 1.38-1.66, 0.97-1.33,
0.58-0.73, 0.22-0.50, -0.11-0.15.

[0286]

HHEH17-4 ¢ (2R,3R,3aR,11aS)-2-F& E -3-[(1E,3E,48&)-3-F& E-7-HH B -4-
=@ HA)-1-3E%-1-51-1,2,3,32,4,5,6, 1 la- /NG A FF [ DI IR K g R FE IR 2
=%-9-F2 &

HPLC &I fE (77 8) © 1.01 3

MS (ESI, Pos.) : 453 (M+H-H,0)+, 435 (M+H-2H,0)+. ;

'H-NMR (CD;OD) :8 7.59-7.62, 7.17, 5.58-5.70, 4.58-4.63, 4.42,
3.82, 2.95, 2.69, 2.36-2.43, 2.22, 1.91-2.04, 1.47-1.86, 1.25-1.42, 0.88-
0.95.

[0287]

FEHEWM17-5 ¢ (2R,3R,3aR,11aS)-2-F&E-3-[(1E,3E,4R)-3-FC AL -4-H EL-1-
Fm-1-£1-1,2,3,32,4,5,6,1 la- /UG A bR K[ g| B ER ¥ =%-9- 7 Ik

MS (ESI, Pos.) : 385 (M+H-H,0)+, 367 (M+H-2H,0)+. ;
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'H-NMR (CDCl3) :§ 7.61-7.78, 7.16, 5.57-5.76, 5.32-5.56, 4.59,
3.78-4.03, 2.77-3.13, 2.52-2.75, 2.47, 1.88-2.26, 1.58-1.87, 1.34-1.56,
1.17-1.33, 1.08, 0.76-0.99.

[0288]

FHif17-6 © (2R,3R,3aR,11aS)-2-¥8%E-3-[(1E,3S)-3-FEEk-5-(2- H BB
Ho)-1- [ -1-%1-1,2,3,32,4,5,6, 11a- /NG A FF [D IR K [g | B AR IR 5 = )% -9-
Edid

MS (ESI, Pos.) : 365 (M+H-2H,0)+. :

'H-NMR (CDCl3) :§ 7.64-7.74, 6.98-7.26, 5.58-5.77, 5.49, 4.59,
4.16, 3.74-3.94, 2.78-3.07, 2.60, 2.26-2.50, 1.90-2.25, 1.52-1.88, 1.15-
1.51, 1.01, 0.63, -0.17-0.00, -0.34.

[0289]

EHiBI17-7 © (2R,3R,3aR,11aS)-2-¥8E-3-[(1E,38)-3- 5 E-4-FH L -1 -3 )%
-6-WR (yn)-1-%1-1,2,3,3a,4,5,6, 1 1a- /UG I [DIFR TR [g] S FE IR 3 = 1% -9-
Edid

MS (ESI, Pos.) : 381 (M+H-H,0)+., 363 (M+H-2H,0)+. :

'H-NMR (CDCl;) :3 7.66-7.75, 7.16, 5.46-5.72, 4.59, 4.17, 3.95-
4.08, 3.88, 2.77-3.10, 2.60, 2.47, 2.17-2.34, 1.90-2.15, 1.75-1.89, 1.56-
1.74, 1.49, 1.38, 1.25, 0.97, 0.76-0.91.

[0290]

EHEfI17-8 + (2R,3R,3aR,11a8)-2- 8 £ -3-[(1E,3£,45)-3- FE L -4- FH L 1 -
Fhh-1-71-1,2,3,32,4,5,6, 11a- /UG R H [b IR K [g| AR IR S = % -9- 72 iR

MS (ESI, Pos.) : 385 (M+H-H,0)+, 367 (M+H-2H,0)+. ;
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'H-NMR (DMSO-de) :8 12.67-13.00, 7.44-7.50, 7.19, 5.36, 4.73,
4.55, 4.49, 3.71, 3.52-3.67, 2.87-3.01, 2.73-2.85, 2.14, 1.90, 1.61-1.77,
1.49, 1.40, 1.14-1.31, 0.89-1.07, 0.74-0.86.

[0291]

EHEHI17-9 ¢ (2R,3R,3aR,11a8)-3-[(1E,38)-4,4- 5 -3- FE & -1-F f#-1-
H]-2-FEK-1,2,3,32,4,5,6, 11a- /UG R H [ IR K [g| AR IR S = % -9- 72 iR

MS (ESI, Pos.) : 407 (M+H-H,0)+. ;

'H-NMR (DMSO-de) :§ 12.61-12.98, 7.41-7.54, 7.19, 5.62, 5.37-
5.54, 4.80, 4.50-4.64, 4.01-4.18, 3.55-3.74, 2.88-3.06, 2.68-2.88, 2.04-
2.29, 1.61-1.94, 1.41-1.62, 1.33, 0.82-0.88.

[0292]
EHEFI17-10 © (2R,3R,3aR,11aS)-2-$EE-3-[(1E,36)-3-FEHL 4G FH L - 1 -
Fhh-1-71-1,2,3,32,4,5,6, 11a- /UG R H [b IR K [g| AR IR S = % -9- 72 iR

MS (ESI, Pos.) : 383 (M+H-H,0)+, .365 (M+H-2H,0)+. :

'H-NMR (DMSO-d¢) :5 12.73-12.95, 7.39-7.59, 7.20, 5.27-5.54,
5.00, 4.90, 4.66-4.82, 4.58, 4.35, 3.58-3.71, 2.94, 2.81, 2.51, 2.07-2.33,
1.83-2.05, 1.64-1.83, 1.57, 1.45, 1.17-1.42, 0.85.

[0293]
EHEFI17-11 : (2R,3R,3aR,11aS)-3-[(1E,3¢,46)-4-5,-3-FEE-4-FH & -1-3¢
K-1-B51-2-¥856-1,2,3,32,4,5,6, 1 La- N R ZEH [D 1R K[ g S REER 3 = % -9-
Edld

HPLCi BB [E] (77 $8) * 0.95

S

MS (ESI, Pos.) : 383 (M+H-2H,0)+. ;
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'H-NMR (CD;OD) :§ 7.55-7.65, 7.17, 5.55-5.73, 4.60, 4.02, 3.83,
2.83-3.08, 2.56-2.83, 2.42, 1.86-2.07, 1.79, 1.43-1.63, 1.30-1.44, 1.26-
1.28, 0.81-1.06.

[0294]

EHEfFI17-12 © (2R,3R,3aR,11aS)-3-[(1E,3,48)-4-%-3-FEH-4-H E-1-3¢7
FMo-1-551-2-FE5-1,2,3,3a,4,5,6,1 1a- /UG A F [D1 2R [ [ 2] S 2R 3¢ = §%-9-
Edld

HPLCi BB [E] (77 $8) * 0.95

S

MS (ESI, Pos.) : 383 (M+H-2H,0)+. :

'"H-NMR (CD;0D) :§ 7.58-7.68, 7.17, 5.57-5.72, 4.51-4.66, 3.96-
4.15, 3.83, 2.84-3.06, 2.55-2.84, 2.32-2.49, 1.87-2.10, 1.81, 1.53-1.75,
1.24-1.49, 0.85-1.02.

[0295]

EFHiW17-13 : (2R,3R,3aR,11aS)-2- ¥ E -3-[(1E,38)-3- ¥ E -4- 2 IFHH-1-
FhE-1-51-1,2,3,32,4,5,6, 1 la- N E A I [bIER K [g| B AR = = 1% -9-F2 R

MS (ESI, Pos.) : 379 (M+H-2H,0)+. :

'"H-NMR (CD;0D) :§ 7.57-7.62, 7.17, 5.52-5.69, 5.40-5.51, 4.96-
5.11, 4.56-4.61, 3.93, 3.79, 2.90-2.99, 2.62-2.72, 2.30-2.42, 1.86-2.14,
1.42-1.83, 1.40, 1.13-1.37, 0.83-0.94.

[0296]

FHiH17-14 © (2R,3R,3aR,11aS)-3-[(1E,38)-4- & -3- ¥ E-1- =15 -1- £ 1-
2-¥8F-1,2,3,3a,4,5,6,1 1a- NG A H [DIIRIK [ EFEIR F = 1%-9- 12k

MS(FAB - Neg.) - 405 (M-H)-. ;
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'H-NMR (CD;OD) :5 7.60-7.68, 7.19, 5.57-5.77, 4.51-4.71, 4.33-
4.50, 4.20-4.33, 3.96-4.18, 3.83, 2.97, 2.70, 2.33-2.54, 1.89-2.07, 1.78-
1.87, 1.46-1.72, 1.31-1.44, 0.93.

[0297]

EHiHI17-15 © (2R,3R,3aR,11aS)-3-[(1E,3¢,4S)-4- 2, 3-8 8- 1- 3% 1-
H]-2-FEK-1,2,3,32,4,5,6, 11a- /UG R H [ IR K [g| AR IR S = % -9- 72 iR

HPLC/ Bl ] (57 88) < 1.17

MS (ESI, Pos.) : 381 (M+H-2H,0)+. :

'H-NMR (CD;OD) :5 7.56-7.60, 7.16, 5.54-5.62, 5.42-5.49, 4.55-
4.61, 4.02, 3.79, 2.94, 2.62-2.71, 2.31-2.40, 1.86-2.02, 1.73-1.82, 1.12-
1.72, 0.84-0.93.

[0298]

EHiBI17-16 © (2R,3R,3aR,11a5)-3-[(1E,38,4R)-4- /£ -3-FQH-1- 3£ 1% 1-
H]-2-FEK-1,2,3,32,4,5,6, 11a- /UG R H [ IR K [g| AR IR S = % -9- 72 iR

MS (ESI, Pos.) : 399 (M+H-H,0)+. ;

'H-NMR (CD;OD) :5 7.57-7.60, 7.16, 5.54-5.62, 5.41-5.50, 4.55-
4.61, 3.94-3.99, 3.79, 2.94, 2.62-2.71, 2.31-2.39, 1.86-2.05, 1.09-1.81,
0.83-0.93.

[0299]

EHifI17-17 © (2R,3R,3aR,11a8)-2-¥8E:-3-[(1E,3€,46)-3- 58 & -4- (= H H
H)-1-35-1-%1-1,2,3,32,4,5,6, 11a- /NG A [D IR K [g | B A IR 5 = )% -9-
Edid

HPLC BB E (77 88) * 1.01
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MS (ESI, Pos.) : 439 (M+H-H,0)+, 421 (M+H-2H,0)+. ;

'H-NMR (CD;OD) :8 7.60-7.63, 7.19, 5.58-5.71, 4.59-4.64, 4.42,
3.83, 3.35-3.43, 3.28, 2.97, 2.65-2.74, 2.40, 2.17-2.31, 1.91-2.05, 1.77-
1.87, 1.29-1.76, 0.93.

[0300]

EHhE17-18 ¢ (2R,3R,3aR,11aS)-2-F&EL-3-[(1E,3E,48)-3- 5 E-4- (=& H
B)-1-3E0%-1-461-1,2,3,3a,4,5,6, 1 1a- /UG A I DR K[ gl EFEE = =% -9-
24l

MS (ESI, Pos.) : 439 (M+H-H,0) > 421 (M+H-2H,0)+. ;

'H-NMR (CD;OD) :8 7.47-7.52, 7.07, 5.45-5.58, 4.46-4.53, 4.24,
3.70, 2.85, 2.58, 2.10-2.32, 1.79-1.92, 1.65-1.75, 1.51-1.66, 1.28-
1.51.1.18-1.28, 0.81.

[0301]

EFEHEM17-19 ¢ (2R,3R,11aS)-2-F&E-3-[(1E,3S)-3-F& AL -7-H F-1,7-3
f#i-1-£1-1,2,3,32,4,5,6, 1 1a- NG A H bR K[l EFE R =16-9- 72 B2

MS (ESI, Neg.) : 399 (M-H)-.

'H-NMR (CD;OD) :8 7.54-7.61, 7.15, 5.41-5.62, 4.51-4.73, 4.02,
3.78,2.94, 2.54-2.78, 2.33, 1.82-2.14, 1.63-1.78, 1.38-1.63, 1.28.

[0302]

HhHE17-20 ¢ (2R,3R,11aS)-2-F&E-3-[(1E,3S,6Z)-3-F&H-1,6-3F _f&-1-
£:1-1,2,3,32,4,5,6, 1 la- /UG AR [bIER K gl SRR ¥ = %-9- 72 Ik

MS (ESI, Neg.) : 385 (M-H)-.

'H-NMR (CD;OD) :8 7.56-7.60, 7.16, 5.31-5.62, 4.49-4.68, 4.01,
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3.78, 2.94, 2.57-2.75, 2.24-2.41, 2.08, 1.96, 1.42-1.79, 1.28.

[0303]

EHiI17-21 ¢ (2R,3R,3aR,11aS)-3-[(1E,38)-3-(1- T E BN EL)-3- 58 H- 1-
P Mh-1-551-2-585k-1,2,3,32,4,5,6, 1 La- JUR R H [DIER TR [ g | B FEER 22 = ) -
9- 7 B

MS (ESI, Pos.) : 379 (M+H-2H,0)+. :

'H-NMR (CD;0D) :§ 7.56-7.70, 7.15, 5.46-5.65, 4.60, 3.86-4.12,
3.81, 2.95, 2.62-2.77, 2.29-2.46, 1.89-2.16, 1.64-1.88, 1.48, 1.16-1.42,
0.83-1.09, 0.42-0.70, 0.17-0.39.

[0304]

FHE(117-22  (2R,3R,3aR,11a8)-2-FEEL-3-[(1E,38)-3- ¥ £ -3-(1- F 13
WE)-1-P#E-1-51-1,2,3,3a,4,5,6,1 1a- /UG H [ R IR [ g S HEER 3 = )%
9- 7 B

MS (ESI, Pos.) : 399 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.56-7.62, 7.30-7.37, 7.12-7.24, 5.43-5.51,
5.30-5.38, 4.51-4.56, 3.88, 3.69-3.79, 2.88-2.96, 2.57-2.66, 2.21-2.31,
1.85-1.98, 1.27-1.70, 0.83-0.97, 0.65-0.79.

[0305]

FHE(117-23 : (2R,3R,3aR,11a8)-2-FE KL -3-[(1E,38)-3- ¥ £ -3-(1- F 13
TE)-1-NE-1-%1-1,2,3,3a,4,5,6, 1 1a- /UG R FF [D IR K[ g ] AFEIR - = 1%~
9- 7 B

HPLC/7 B E (7 88) = 1

MS (ESI, Pos.) : 431 (M+H)
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'H-NMR (CDCls) :§ 7.63-7.67, 7.29, 7.24-7.30, 7.07-7.19, 5.51,
5.25-5.32, 4.48-4.55, 4.30, 3.62, 2.82-2.95, 2.43-2.55, 2.19-2.43, 1.77-
2.06, 1.35-1.77.

[0306]

Wi 9 17-24 @ (2R,3R,3aR,11aS)-3-{(1E,36)-3-[1-(2,5- & ¥ &) B H
B3 E-1-N M- 1-A8 }-2-78 5K -1,2,3,3a,4,5,6,1 1a- JUR A H [b1 IR K [ 2]
FFERFE =I5-9-7R 1%

HPLC/F A BF (7 88) - 0.91 ;

MS (ESI, Pos.) : 453 (M+H-H,0)+., 435 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.56-7.61, 7.03-7.17, 6.89-6.99, 5.59, 5.41,
4.50-4.57, 3.89, 3.72, 2.91, 2.57-2.66, 2.22-2.31, 1.85-1.96, 1.55-1.71,
1.49, 1.38, 0.90-1.04, 0.74-0.79.

[0307]

Wi 9 17-25 ¢ (2R,3R,3aR,11aS)-3-{(1E,36)-3-[1-(2,4- & ¥ E) BT
B3 E-1-N M- 1-A8 }-2-78 5K -1,2,3,3a,4,5,6,1 1a- JUR A H [b1 IR K [ 2]
FFERFE =I5-9-7R 1%

HPLC/FABFE (o 8E) - 15

MS (ESI, Pos.) : 467 (M+H-H,0)+., 449 (M+H-2H,0)+. ;

'H-NMR (CD;OD) :§ 7.55-7.61, 7.16, 7.10, 6.75-6.86, 5.35-5.49,
4.52-4.58, 4.28, 3.71, 2.84-2.99, 2.43-2.65, 2.19-2.40, 2.00, 1.78-1.95,
1.42-1.69, 1.27-1.38.

[0308]

Wi 91 17-26 © (2R,3R,3aR,11aS)-3-{(1E,36)-3-[1-(2,5- @ ¥ E)E T
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H]-3-FEE-1- N -1- 2 }-2- 785 -1,2,3,3a,4,5,6, 1 1a- /NG R I [DIFR K[ g]
FREIRE = %-9-FRIR

HPLC/ BB R (57 §#) © 0.99

MS (ESI, Pos.) : 467 (M+H-H,0)+., 449 (M+H-2H,0)+. :

'H-NMR (CD;OD) :5 7.56-7.62, 7.16, 6.91-6.97, 6.80-6.90, 5.43-
5.51, 5.33-5.40, 4.50-4.56, 4.29, 3.71, 2.90, 2.44-2.66, 2.19-2.40, 1.98-
2.09, 1.79-1.95, 1.43-1.67, 1.28-1.36.

[0309]

B HEBI17-27 © (2R,3R,3aR,11a8)-3-{(1E,36)-3-[1-(2,6- & FE )BT
H]-3-FEE-1- N -1- 2 }-2- 785 -1,2,3,3a,4,5,6, 1 1a- /NG R I [DIFR K[ g]
FREIRE = %-9-FRIR

HPLC/ Bl R (57 §8) © 0.79

MS (ESI, Pos.) : 467 (M+H-H,0)+, 449 (M+H-2H,0)+. :

'H-NMR (CD;OD) :§ 7.56-7.62, 7.10-7.19, 6.78, 5.59, 5.40, 4.49-
4.55, 4.32, 3.71, 2.85-2.96, 2.44-2.64, 2.04-2.29, 1.77-2.01, 1.52-1.69,
1.42-1.52, 1.31-1.42.

[0310]

FHEf17-28 1 (2R,3R,3aR,11a8)-2-F8EL-3-{(1E,38)-3-¥8E-3-[1-(3-HH &
AE)BANE]-1-WE-1-41-1,2,3,3a,4,5,6,1 1a- NG H [bFR K[ 2] A FE R
= -9-FR %

HPLC/ Bl R (57 88) © 0.77

MS (ESI, Pos.) : 431 (M+H-H,0)+, 413 (M+H-2H,0)+. :

'H-NMR (CD;0D) :8 7.56-7.61, 7.07-7.18, 6.97, 5.47, 5.34, 4.51-
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4.56, 3.86, 3.72, 3.33-3.37, 3.23-3.29, 2.92, 2.57-2.66, 2.17-2.36, 1.81-
2.04, 1.47-1.72, 1.33-1.42, 0.82-0.97, 0.71-0.78, 0.63-0.69.

[0311]

FHEH117-29 © (2R,3R,3aR,11aS)-3-{(1E,38)-3-[1-(3- A FEEL ) B A £ 1-3-
FEEL-1-NMB-1-2%}-2-F89%-1,2,3,32,4,5,6, 1 1a- /NG R H [DI IR K [g B A 2R
= -9-FR %

HPLC/ Bl R (57 88) © 0.77

MS (ESI, Pos.) : 452 (M+H-H,0)+, 434 (M+H-2H,0)+. :

'H-NMR (CD;OD) :5 7.56-7.62, 7.35, 7.14-7.28, 5.34-5.49, 4.51-
4.56, 3.86, 3.73, 2.86-2.96, 2.62, 2.23-2.31, 1.85-2.02, 1.49-1.71, 1.32-
1.44, 0.85-1.00, 0.68-0.81.

[0312]

FHEf17-30 © (2R,3R,3aR,11aS)-3-{(1E,38)-3-[1-(3-H FE ) B T £ 1-3-
FEEL-1-NMB-1-2%}-2-F89%-1,2,3,32,4,5,6, 1 1a- /NG R H [DI IR K [g B A 2R
= -9-FR %

HPLCi BB [E] (77 $8) * 0.78

|

P

4

H

MS (ESI, Pos.) : 449 (M+H-H>0)+, 431 (M+H-2H,0)+. ;

'H-NMR (CD;0D) :8 7.60, 7.57, 7.20-7.28, 7.16, 6.93, 6.82-6.88,
5.35-5.43, 5.25-5.32, 4.50-4.55, 4.20, 3.72, 2.91, 2.47-2.66, 2.18-2.43,
1.77-2.07, 1.46-1.72, 1.27-1.40.

[0313]
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¥ =) %h-9-

HPLC/ 5 fE (7 #8) © 0.98 5

MS (ESI, Pos.) : 450 (M+H-H,0)+. ;

'"H-NMR (CD;0D) :8 7.62, 7.59, 7.11-7.21, 6.98, 5.28-5.45, 4.54-
4.61, 4.22, 3.74, 2.89-3.00, 2.60-2.68, 2.49-2.57, 2.22-2.42, 1.79-2.08,
1.50-1.74, 1.34-1.45.

[0314])

EHEM18 : (2R,3R,3aR,11aS)-10-4,-2- &£ -3-[(1E,38)-3- 58K -3-(1- &,
BRI T B)-1-NiE-1-41-1,2,3,3a,4,5,6,11a- /NG AR FH [DIERE K [ gl A FEER 2
=%-9-72

e 2 B UE 25 HomBlE 2 bay - (EHEIE 2 BB
B2EANAFMEE LeY) MR 2F017—>23F 18— F 2485
< HOVZ #8:1F » FEERE L T 2 EZZELLEY - 5% 0 HER
2EZ P8BS L&Y 2 YR ERFEM IR G ZWY B (e R
T mEm e o HHEZ B GEMEN2FMEmEE A EeES
SHBFTEE L&Y - (B 2FH66HE 2 BV HEmEd M - ¥
e 2 MRl BE (A E 1R A AR T KRB (CASYR ST © 2287791-08-4) X
H(28)-2-(2,4- “HAER)NE - (MEEE2FH10>2F 01 IHEZ HHY .2
ERE I B

HPLCHE B R (S 8#) © 1.107 ;

MS (ESI, Pos.) : 505 (M+Na)+. ;

'"H-NMR (CD;OD) :§ 7.51-7.56, 7.22, 6.90-6.98, 6.83-6.88, 5.79-

5.86, 5.55-5.62, 4.41-4.48, 3.76-3.84, 2.97-3.07, 2.76-2.86, 2.60-2.70,
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2.23-2.51,2.05-2.17, 1.92-2.03, 1.60-1.82, 1.45-1.57.

[0315]
BEHEAI19 © (2R,3R,3aR,11aS)-2-FEH-3-[(1E,38)-3-FEH-3-(1- R AR T
E)-1-Nfh-1-21-10- 81 5-1,2,3,32,4,5,6, 1 la- N R ZEFF [ D1 IR [ [g] E 2R
¥ =h-9- 2

(ERf e 2 BERAE2FMIMEE Z(LEY)  EHEEZBIEEE
BES2HEPIARHE (b - [FEERS2F 017> 25§18~ FHa (1241 [F
ZHWZHERE > BILEEE U T 2V ELEELLeY - 5% > HER
SE RIS HE 2 LEY 2 T VI AR IR R G EEY) 2 B (EFT
TrEE ER G o HIEZBERGEMERSSBSEE Z(LEYRES
FHHB3EE LG > (TsEH2FHl66H[E < H Ay Z B EmEf - &
JEZ IR BE (R R8I EF 1-ZR 8 AR 3R T B B U (29)-2-(2,4- @k 2O A
Bz > (T 2E 010> 2F P UHE 2 ey Z R Em A -

HPLC SN R(4r8%) - 1.134 ;

O

Iy

=

MS (ESI, Pos.) : 501 (M+Na)+. :
'H-NMR (CD;OD) :§ 7.53, 7.22, 7.00, 6.93, 6.83-6.88, 5.80-5.86,
5.56-5.63, 4.45, 4.22-4.27, 3.78-3.85, 3.01-3.09, 2.61-2.75, 2.48-2.58,
2.46, 2.24-2.42, 2.03-2.10, 1.93-2.02, 1.60-1.77, 1.53, 1.43.
[0316]
FHE(20  (2R,3R,3aR,11aS)-2-¥E KL -3-[(1E,4S5)-7,8,8- = & -4- FE H: -4-HH
H-1,7-3F 205 1-560-1,2,3,32,4,5,6, 1 1a- JUR R FH [D IR K [ g | MR 3 = )%
Edld

ERZF P66 2 ZAL GV EZF P40 BIE Z(LEY) > (T8

\O
N
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\

125 48— 2F Fl49-F R PI11H[E 2 BBy 2 #0E - #BILEREIRE
TZYMEEZIRELEY) -

HPLC/# B BE (57 §8) © 0.94 ;

MS (ESI, Pos.) : 437 (M+H-H,0)+, 419 (M+H-2H,0)+. :

'H-NMR (CD;OD) :5 7.58-7.64, 7.19, 5.60-5.69, 5.35-5.43, 4.58-
4.64, 3.76-3.83, 2.97, 2.62-2.73, 2.32-2.47, 2.20-2.31, 1.88-2.06, 1.65-
1.82, 1.47-1.62, 1.20.

[0317]

EHEfI21 : (2R,3R,3aR,11a5)-10-5,-2- FE £ -3-[(1E,4S5)-7,8,8- = #,-4-¥X
Ho-4-HHE-1,7-3F 2 0%-1-561-1,2,3,3a,4,5,6, 1 1a- UG SR H [DIER [ [g] S 5
PR = 0%-9- 7RI

EREEBREAE2F P66 HE Z(LaY (T2 H 48—
ZE QAR PINHE 2 By Z 38R 0E - BILESERUT ZPEEZ
BEEEY) - BE > HIEZERHREHRERSZHBHMAE 2 e
SEPIBIMEE 2Lt (T2 FHl66HE 2 By 2 EimEd -

HPLC# BB R (53 $8) © 1.079

¥

MS (ESI, Pos.) : 495 (M+Na)+. ;

'H-NMR (CD;OD) :8 7.50-7.55, 6.96, 5.61-5.69, 5.33-5.42, 4.41-
4.46, 3.73-3.82, 2.96-3.06, 2.74-2.86, 2.60-2.69, 2.33-2.47, 2.17-2.30,
2.02-2.14, 1.88-2.02, 1.60-1.82, 1.44-1.57, 1.25-1.40, 1.17.

[0318]

B p122 ¢ (2R,3R,3aR,5Z,11aS)-2-F& £ -3-[(1E,3S)-3-F& K -1-F 5 -1-
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{EFH(1R,2R,3S,4R)-2-Jh A - 3-({ [ B BL (2- PR L -2- I e 2 ) B e B |
A THE)-4-(WE-2H-IRF-2-E A E) IR KAE(CASERST © 1262874-94-1)
RE2FI2MEE ey EHSF0BIRNE LB 25 0
3pTElE Zba?) - (RS2 F l4—>2F 5> 256 >2FF8—>2%
BPISHHE 2 HEy 2 #20E - FEILEEEER - ERZBERAE 2SS MImEE L
tev  EAHE-2- IS EFRE B ES(CASERTE © 36969-89-8)(UE 2
FHH4pr S 2 bW > [(EER2F 017> 25 018> T FI2HFE 2 H
Y 2 (E > BIESEAU TN EZEBEEY - §7 > HERZSH
18RS (LG W L T VI AR IR R G 2R 2 MR (e P 7 B2
=i AS

MS (ESI, Pos.) : 351 (M+H-2H,0)+ ;

'H-NMR (CDCl;) :8 7.71, 7.65, 7.16, 6.46, 5.85, 5.47-5.75, 4.68,
4.12, 4.02, 2.27-2.64, 1.91-2.15, 1.45-1.68, 1.18-1.42, 0.75-1.07.

[0319]

2 EZ 167 : (2R,3R,3aR,11aS)-2-FE EL -3-[(1E,3£,48)-3-F E -4- (= F H
E)-1-32%-1-451-1,2,3,3a,4,5,6,11a- /UG R H [ IR K [g 1 E AR 2F =% -9-
2 B H s

RERAIT-17TFr8E ZAE&P1(125 me) ZHEE(1 mL)FRT > =
I — E R — R II2M = A G AR R i 2 IEC BB R (0.5 mL)
HENERREN=® - WRIERGRTRNLEER > BREERYE - B
BEEREITAGECK - ZBAEE=1 DEA{ERER 2B - FBILEEE
A {E&E¥(126 mg) -

[0320]
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2% 168 © (2R,3R,3aR,11a8)-2-{[ ~H A (2- FH A -2-IWIE A W i & 1R
B }-3-[(1E,3£,48)-3- 5 B -4- (=& H &)-1- ¢ 1%-1-51-1,2,3,32,4,5,6,1 1a-
JNEAFbIIR K[ g] SRR = %-9-FR BE H 5

R2FH6TMEE Z(baY) 2 “EHEQ mLERT » RER NI
I=ZHK(0.22 mL) ~ N,N- B EC-4-F AN NE (13 mg) - jRuKoa R 24l -
I AR =T & FAENFE(0.21 mL) - JEJR MEF2K - RN
i LBaMEE S R EY) - RIS beg - MM J8E JBEETZREL - KA
P e AR KR0S - R BRINEZ e 18 » BT IR - RBRRAEIRIKR - 5
WREEHENTAECEH : ZBBAEE=10 DABEE ZRE - FILE
FIEE(EEYI(204 mg) -

[0321]
269 : (2R,3R,3aR,11a8)-3-[(1E,3¢,48)-3-{[ Z H A - HE-2-Nix
B S A IR A -4-(ZF H E)-1-F 0 -1- A 1-2- { [(2-H A& -2- W &) (F
OB iR 1R AR }-1,2,3,32,4,5,6,11a- /NG R H [DIIR K gl R R = =% -9-
i

Pr2ZH68EliE 2 bEYI . S8 (.S mLYERY » RER MR
02,6- —HELMEBE(0.1 mL) » JRUKE T 24l MII=mHEEE =T A
HHEAY e EFE (0.1 mL) » Fr=0R NRH2/NE - IR0 Z Bafh B S g R
&V NI E Lex - FIH 2B Z B TR AL - KA T F e A B K%
o KWL EZ R o BETIRIE - REBRGIER - B BELERIE
(IECk ' B LBE=10 : DE{EEE 2 RBE » BILESEELESY
(174 mg) -

[0322]
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2 ZH]70 ¢ (2R,3R,3aR,11aS)-3-[(1E,3&,4E)-3-{[ _HE Q2-H E-2-NIE
1884 ) -4-(ZF HA)- 1 F-1-51-2- { [(2- HA-2-N A (3R
]%‘1%}_1’2’3a3aa4a5a6a1la'/\ﬁiﬁ[b]iﬁ&[g]%%&iﬁaz‘z\k?ﬁ'g'

b
3
%5
b
)

b
&
5
b

3
s

H2E 69 RE Zba) 2 “HAE L5 mL)-HEE(1.5 mL)
AR RER NARIRNG S BRAERO.5 mL) - Hr35C TR 15/
B = & SIER S VB RGE R > ARININEEEE - FIH 48 L BT 2 HL -
A T A B DR KR 9 - R BR BRRZ R (R HAIE - BERAEIEIR
HIESEREAUTYME ZEEEEYI(154 mg) -

'H-NMR (CDCl3) :§ 7.63-7.71, 7.35-7.46, 7.14, 5.32-5.40, 4.34-
4.40, 3.83-3.97, 2.92, 2.78-2.86, 2.52, 2.17-2.26, 1.95-2.08, 1.80-1.94,
1.38-1.68, 1.26, 1.13-1.21, 1.07, 0.77-0.85, -0.04--0.01.

[0323]

B HE 6123 © (2R,3R,3aR,11aS)-2- ¥ £ -3-[(1E,3£,48)-3- ¥ £ -4-( = & H
- 1-F 0 -1-F ] -N-(H B i £ )-1,2,3,3a,4,5,6, 1 1a- /UG R H [DIIR K[ g]
SRR = 0%-9- R R

P&FBT0ATE 2 (E51)(40 mg) ZDMF(1 mL)F/RS » FREm T
AN BEfE R RE (9.4 mg) ~ N N-ZH B -4- R AL EIE (12mg) ~ 1-(3-ZHIE
R RN E)-3- 2R —BR o AE B ER (19 mg) > EIR MR /N - IR
fEERT - REM FAJITHE( mL) ~ IMEACPY R T 2% 2 THE AR
(0.25 mL) - /K RIERGYIF45C T RFFIS/NERE o B KRG V)N8R
Zfbiz - NA LB LBREEATENL - A PR AR e MR K RNz
MRl o HETHENE - REBRGEIER - EEWRBEREITA(LK LR - HiEE
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=5 DA(LFTEG 2 > BILEE AR TYIEE BRI EwQ.S
mg) ©

HPLC/E SR (47 88) © 0.99 ;

MS (ESI, Pos.) : 516 (M+H-H,0)+. ;

'H-NMR (CDCl3) :& 7.61-7.67, 7.08, 5.60-5.70, 4.55, 4.40-4.43,
3.81, 3.12, 2.80-3.03, 2.65, 2.34-2.48, 2.15-2.30, 1.90-2.07, 1.27-1.81,
0.93.

[0324]

ZEH71 ¢ (2R,3R,3aR,11aS)-3-[(1E,3&,48)-3-{[ —_ H A (2-H E-2- N 5%
BB IR R A ) -4- (S - -3 0 1- 612 {[(2- BB -2- e B (3
HOB (A R -1,2,3,32,4,5,6,1 1a- /UG5 I (D138 I [¢] S5k 1B 3 = J%-9-
i B

P 2% FI70F B 2 (L& 9)(114 mg) ZDMF(1.1 mLYERSD » B E
BTRIE(E(15 mg) ~ 7-FU- 1- 533 =838 mg) ~ “BFEZE
B (0.1 mL) ~ 1-(3-  HE BB AL B -3- Z B0 08 AR s B SRR B8 (54 mg) » 7
=E TSNS - SR8 ZBERERIERSY  RINERA s
T FIFR 2B Z B TR - 7 R K S SN
% (TR > REERGER - B EERBITAESK - 2B2E
=1 DE{EFTEE 2 FE o HEILES EE(ES(105 mg) -

[0325]

ZEH72 ¢ (2R,3R,3aR,11aS)-3-[(1E,3&,48)-3-{[ _ H A (2-H E-2- N 5%
BB IR R A ) -4- (S - -3 0 1- 612 {[(2- BB -2- e B (3
HOB (A R -1,2,3,32,4,5,6,1 1a- /UG5 I (D138 I [¢] S5k 1B 3 = J%-9-
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H S
(E2H P71 RS 2 b GV E#ER THF(2 mL)ER - FR=0m TR
EEWE (0.03 mL) » iR 8% S B IR 7Kg 28l T 28l > ARl =& LB (0.03

mL) > FYEOR MR VNG © IR B R &Y 0 RINsE A&
{b#8 R > FIFH LB LB EITZEHT - 75 e FH B AT BR /K0 7 > S I 5
RZIR(R - AT o REBRGEER - BB EA U TV EZREELEE
#1(99.7 mg) -

'H-NMR (CDCl;) :8 7.64-7.72, 7.34-7.47, 7.18-7.25, 7.10-7.15,
5.36-5.41, 4.33-4.44, 3.89, 2.87, 2.48-2.54, 2.14-2.33, 1.77, 1.44-1.60,
1.13-1.35, 1.07, 0.80-0.89, -0.04-0.03.

[0326]

B i 124 : (2R,3R,3aR,11aS)-3-[(1E,3€,48)-3- LB -4- (=@ H H)-1-F 1%
-1-%51-9-(1H-PUME-5-%)-1,2,3,32,4,5,6, 1 1a- /UG R FF [b1IR K [g ] SRR
=¥%-2-I

R2F P2 S ZAE&Y1(99.7 mg) ZHAEQ mLFRT - RER
TR T ESE(EH B8 mg) - BR=HELFE(58 mg) - Fr95C TS
N e IRII MR BEME R R &) 0 R BEREEITAGECK ¢
B LFE=3 * DEALER > FBIEEIIMAEEY)(98 mg) - FRATIERS Z UM
{E&¥ ZTHF(1 mL)/E KT ARINMEALVUIE T 3% Z THF(0.17 mL) - °
35C TRHIS/NE; - HZERGYIRNININGR > FH LB JBR# T2
0L o i 1% 8 F s AD BR K 0% - Sk BR s T2 R 1% » TS - RERGEE
R MY BERETNALELE - WEE=3 * DALERZREE > &
ESEAU TN EZEEEEY(35.2 mg)
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HPLC/w & BF (77 #8) * 0.99

MS (ESI, Pos.) : 463 (M+H-H,0)+. :

'"H-NMR (CD;0D) :§ 7.64, 7.60, 7.31, 5.56-5.75, 4.74, 4.43, 3.84,
3.02-3.13, 2.87-3.00, 2.68-2.76, 2.39, 2.16-2.31, 1.79-2.03, 1.52-1.75,
1.30-1.50, 0.93.

[0327]

B f5]24-1 © (1R,2R,3aS,10aR)-1-[(1E,3S)-3-¥&EL-1-3F 1% -1-%£1-6-(1 H-
pUmk-5-%£)-2,3,32,9,10,10a- /N G- |H-FE 3£ [ b]3B T [ £]0%8 BF 85-2- i

(R E b G117 8E AL & RBEERGNT-17TFEE L&Y - (F
ey 12 F 167> 2 F (68— 2% (69— 25 70— 2F 71— 227 {572
— B PI248[E 2 B 2 #20E > FEILESERUTYME ZEELLEY) -

TLC : Rf 0.26(CH,Clo/HZ » 5/1)

MS(APCI > Pos.) : 381 (M-H,0)+. ;

'"H-NMR (CD;OD) :8§ 7.51-7.61, 7.21, 5.45-5.66, 4.39-4.47, 4.04,
3.87, 2.96-3.08, 2.79-2.92, 2.48-2.76, 1.80-1.97, 1.31-1.64, 0.88-0.98.

[0328]

2% #4173 1 (1S,2R,3aS,10aR)-5- 57 -2- F& B - 1-({ [(2- FH A -2- N e B ) (K
EOW I S AL ) ED)-2,3,32,9,10,10a- /5 G- TH-ZE £ [b]IB IR [£] 15 7 85-6-
R LB

P2 H8EliE 2 EEY)(8.3 o) " HEEIK (SO mL)dr » o=
M NRII= (9.1 mL) ~ =T HE _KEFHEE(8.9 mL) - ZHERFE
MEEBE(0.31 g) » JA35°C THEFE3/NEF B R ERE A 2 INBEL KB IR L
ZlsH M 2B Z BT 250 - A T FH B AN B8 /KO 78 » &8Ik i B

26 170 HEEHHRIAE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

MFZERTR o BEITHIE o BRI - EATIER M EYE R HEE (50
mL) > = m FRIIE H R — /K& P1(378 mg) > FrEim MR L/
F o MEIERTIRIM=LH (3.0 mL) - BEERGEFH - # e BaEttE
A(ECHE - 2B LB5=90 - 10—30 © 7T0)§{ERTE T 258 » FEILERHE
RELUE Z HEE Z R EEY(10.7 g) ¢

'H-NMR (CDCl3) :8 7.63-7.70, 7.37-7.52, 6.85, 4.34-4.41, 4.19-
4.26, 3.88-3.93, 3.65-3.71, 2.97-3.05, 2.63-2.71, 2.55, 2.20-2.33, 2.12-
2.20, 2.00-2.07, 1.84-1.92, 1.71-1.79, 1.38, 1.06.

[0329]

W

Z {74 ¢ (1S,2R,3aS,10aR)-5- 5 -2-{[(4- H A F B ) R &1 R & }-1-
({[Q2-FH A-2- N B (AR B W e B 1 | AL | FF BE)-2,3,32,9,10,10a- /5 & -
TH-ZF[b]13R K [f]05 Be 8- 6- 32 % £ 5

R2FH13mEEZ e (15.6 g) 2 ZREER(T8 mL)d » FYEDR
TRIM=2K12.8 mL) ~ = HFE I (344 mg) - ¥ H R hE R £.(6.34
g) > RECR T IRPEI/NES o K R IERE A R INER KSR/ LM LB >
A 2B LB #EATAEL » AV E A AK% s &K nizgE
ATIEIE > REBRRGEIER - 3BMWBEMRRENE(ECK - 2B LE=
90 : 10—70 : 30)4li{LAT R/ 258 » FELESERUT Z2YMEE 2 1ERE
{E&¥(20.2 g) -

'"H-NMR (CDCl;) :§ 7.81, 7.56-7.66, 7.35-7.49, 7.29, 6.82, 5.05-
5.11, 4.33-4.40, 4.25, 3.80-3.87, 3.55-3.61, 2.86-2.94, 2.53-2.61, 2.40-
2.48, 2.25-2.34,2.16-2.23, 2.03-2.13, 1.66-1.76, 1.48-1.53, 1.38, 1.03.

[0330]
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25175 + (18,3a8,10aR) -5~ - 1-({ [(2- B & -2- N e 20 ) (2R B BY B 2
SR} HA)-2,3,3a,9,10,10a- N - TH-ZE I [bIER TR 105 PE35-6- 72 Bk L5

P2H T4 RE 2B P(20.2 9) 2 ZH A E L BE (150 mL)-
DMF(10 mLYE&R S+ > F=0m FAIZK(15 mL) ~ #{E#3(16.6 g) - §£(14.4
g) > FR80°C TR - HEIMIFIIMEIN(4 g) ~ $#(3.5 g) » MIBOC TR
S/ o B R IER G A B R - RIDK > I 28 2B (TR -
H % e B KOS - ORI G R TR - EITHEIE - REBIRGEIE
o MWBENBMEGECE | ZBABE=95 55 DHI(LPTER
LV o FEILERBURUT 2 E ZREEEY(13.1 g) -

'H-NMR (CDCl3) :§ 7.64-7.69, 7.36-7.46, 6.84, 4.34-4.41, 3.63-
3.74, 2.94-3.02, 2.68-2.76, 2.23-2.33, 1.89-2.12, 1.79-1.87, 1.56-1.62,
1.48-1.54, 1.38, 1.06.

[0331]
£ )76 : (1S,3aS,10aR)-5-%,-1- HfEE-2,3,32,9,10,10a- N & - |H- % 5
[b1ER R[]0 Pe - 6- 2 ik £ B

ER2EPITsHEE 2L EYRESEBPTHREE Z(LaY) - (fEEH
25 P18—>2F PIOMHE 2 BEY 2R (F > FIILERBURLLT 2YME 2 3
{I=xv

'H-NMR (CDCl;) :§ 9.73, 7.45-7.51, 6.88, 4.43, 4.34-4.41, 2.98-
3.12, 2.74-2.85, 2.42-2.50, 2.26-2.38, 2.13-2.23, 1.92-2.07, 1.38.

[0332]

FEBI25 © (1R,3aS,10aR)-5-%-1-{(1E,38)-3-[1-(2- @& H) B T £ ]-3-7

g
;_—%.;'l'ﬁ\j\k?ﬁ‘1‘%}‘23,33,9,10,103'7?%"IH'ij:F[b]iﬁﬂz[f]n%}:ﬁﬁ‘6‘¥§@§
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EAZFMT6FE Z{LE(T0 mg)EFESFHIMBE ZbE
V1> EH2F 026 HE Z(EEY(136 mg)(ESFPI4FBE ZLE
Yy SR SERINTHEREZ HRYZBE - BIEESIHEHAR (97 mg) © K%
WG EE RS (97 mg) ZTHF(1 mL)FERAA1ZE-15C » FRH P IRNI(S)-2- H & -
CBS-PS M6 IE (1 mol/L B ZEJF K » 0.204 mL) ~ N,N- = 7 B % iz B e
(0.073 mL) » Jj2-15C T RF8/NEF - R IER T IRIIHERELK > M H LB
L AT ZEAL - (EA W IR BRIz R (R - TR - RBRRYETE
R oo R A B E R M A (ISCO A B B S 2 Gold High Performance
Silica » IECKE * LEBELER)SLATER ZRAE - BILEFERE - (%2
RSN HEE( mL) ~ “HEAZE0.5 mL)F - IRIIRZNE S AL KE
(0.5 mL) - fRIEH - B TLCHETI N ESE W1 - RS EIRORHE » (5
BN /KA TR BB 112 - M O SFER#E 1T 20 - (873 1 2 48 ik b Bg
PEEZ RG> TR > BREBRYEEIR - A FH SFCH (CHIRALPAK IG »
CO, : HE=65: 35)4i{LiEle 2 E » HILEGEAL T EZE
A(EEYI(19 mg) -

HPLC/i & E (57 #8) © 1.09 ¢

MS (ESI, Pos.) : 437 (M+H-H,0)+. ;

'H-NMR (CD;OD) :4 7.28-7.33, 6.97-7.12, 6.81-6.90, 5.26-5.39,
4.77, 4.20-4.26, 2.86-2.93, 2.35-2.64, 2.30, 1.80-2.07, 1.68-1.79, 1.51-
1.68, 1.24-1.35.

[0333]

EHp25-1~25-15
(B E AR E 2026 RIS 2 (bay) > (TeEEE 2S5
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MHIE 2 B Z 8 (F > BBILEGE R T 2N EZRELLeY - HE > §
BB e 51125-6 0 {5 FH (R)-2- B £ -CB S- 1 04 7 o X785 2 e 9 25 o {5 F 2
(S)-2-FHE-CBS-IS ML e & 1ir 18 R S e - B e 2 Wi BR S B A FEE W)
AR EEVEBERZH 10— 25 F111525 5128 — 22 {294 [F]
Z HEYZ SR E T 2

[0334]
B HEHI25-1 @ (1R,3aS,10aR)-5-%-1-{(1E,38)-3-[1-(2- @ & H) I PN & 1-3-

&

FOA-1-Nh-1-£51-2,3,32,9,10,10a- /N E- 1H-ZR FF [b] BR X [£]02 BE 3 -6- &

H

=
RSP

HPLC &I fE (77 #8) © 1.05

MS (ESI, Pos.) : 423 (M+H-H,0)+. ;

'H-NMR (DMSO-d¢) :8 12.96-13.32, 7.28-7.47, 7.11-7.20, 7.07,
5.44-5.53, 5.22-5.31, 4.92, 4.41, 3.96-4.01, 3.49-3.49, 2.93-3.04, 2.59-
2.63, 2.10-2.21, 1.92-2.04, 1.80-1.92, 1.54-1.71, 1.27-1.41, 0.96-1.08,
0.73, 0.62.

[0335]

HHP25-2 ¢ (1R,3aS,10aR)-1-[(1E,3&)-4,4- & -3-FCE-4-KE-1-T -
1-#1-5-%-2,3,3a,9,10,10a- /)N & - 1H-ZRK 3 [b IR K [0S Be 2L -6-F8 [if

HPLC &I fE (77 88) * 0.97

MS (ESI, Pos.) : 433 (M+H)+.

'H-NMR (DMSO-dg) :8 13.12, 7.49-7.57,7.42-7.48,7.07, 5.87, 5.46-
5.66, 4.40-4.54, 2.89-3.09, 2.74-2.87, 2.58-2.73, 2.13-2.23, 1.97-2.07,

1.70-1.93, 1.66, 1.33-1.45.
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[0336])

BFHE125-3 © (1R,3aS,10aR)-1-[(1E,38)-4,4- —&,-4-(4-F HEF)-3- ¥ H-1-
TI&-1-71-5-%-2,3,3a,9,10,10a- /N F- |H- 2R F£ [b1 3R TR [ £]05 B 52-6-F2 R

HPLC/ &I E (77 ##) * 1.01 ;

MS (ESI, Pos.) : 451 (M+H)+., 433 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.40-7.46, 7.29-7.34, 7.08, 6.83, 5.46-5.54,
5.35-5.43, 4.77, 4.25-4.38, 2.87-2.95, 2.53-2.70, 2.02-2.12, 1.82-2.00,
1.55-1.74, 1.23-1.38.

[0337])

BFHi25-4 1 (1R,3aS,10aR)-1-[(1E,3E,48)-4-(2,4- G £)-3-5 & -1-1%
f-1-7£1-5-%-2,3,3a,9,10,10a- /N G- 1H- 7 3£ [b1 3R R[]0 BE 55-6- 72 R

HPLC 2 SE R RS (4 $8) © 1.218 ;

MS (ESI, Pos.) : 429 (M-OH)+. :

'"H-NMR (DMSO-dg) :8 13.07, 7.33-7.42, 7.07-7.14, 7.00, 5.42-5.49,
5.33-5.41, 4.84, 4.41, 4.02-4.12, 3.17, 2.90-3.09, 2.73-2.83, 2.52-2.61,
2.07-2.18, 1.90-2.02, 1.77-1.89, 1.72, 1.28-1.40, 1.16.

[0338]

Ehif25-5 © (IR,3aS,10aR)-5-%-1-[(1E,38)-3-FC B-3-(1- A AR N E)-1-
PkH-1-%1-2,3,3a,9,10,10a- N G- 1H-ZEH [b1IR R[0S PR 32-6- B2 iR

HPLC/i EFfE (o7 #) © 1.17 5

MS (ESI, Pos.) : 405 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.41-7.46, 7.32-7.38, 7.22-7.28, 7.14-7.20,

6.95, 5.42-5.48, 5.32-5.40, 4.35, 3.83, 2.98-3.07, 2.69-2.80, 2.58-2.68,
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2.09-2.19, 1.90-2.06, 1.68-1.87, 1.34-1.45, 0.93-0.99, 0.84-0.91, 0.75-
0.81, 0.68-0.74.

[0339]
FHi25-6 © (1R,3aS,10aR)-5-%,-1-[(1E,3,4S)-3- ¥ H 4B H_1- 32 4% -
1-££1-2,3,3a,9,10,10a- N G- |H-ZE 3 [b B L[] 18 B 32 - 6- ¥4 i

HPLCH IER (47 88) © 1.273 ;

MS (ESI, Pos.) : 373 (M-OH)+. ;

'H-NMR (DMSO-dg) :8 7.30-7.37, 6.97, 5.35-5.50, 4.56, 4.41, 3.73,
2.93-3.02, 2.74-2.82, 2.59, 2.10-2.19, 1.95-2.03, 1.70-1.89, 1.37-1.47,
1.15-1.35, 0.94-1.06, 0.87, 0.79.

[0340]
F i 25-7 © (1R,3aS,10aR)-5-%,-1-[(1E,38)-3-5X AL 4-HH AL 4-FEE - 1- %
f-1-%1-2,3,3a,9,10,10a- /N G- TH-ZR 3 [b1ER [ [105 PR 35 -6- 72 %

[{£53]

HOOC

HPLC/ S RFR (4r88) * 1.212 3

MS (ESI, Pos.) : 447 (M+Na)+. :

'H-NMR (CD;OD) :8 7.41-7.46, 7.36-7.41, 7.28, 7.12-7.19, 6.92,
5.25-5.39, 4.28-4.35, 4.15, 2.87-2.98, 2.62-2.72, 2.48-2.59, 2.08-2.17,
1.88-2.04, 1.48-1.68, 1.33.
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[0341]

B f25-8 © (1R,3aS,10aR)-1-[(1E,3&)-3-(1- T AN E)-3- 5 B:-1-IN
-1-#£1-5-%.-2,3,3a,9,10,10a- N &E- 1H-ZE - [b 3B K [f]1E BE 31 -6- ¥4 %

HPLCG B R (o7 88) © 1.27

MS (ESI, Pos.) : 385 (M+H-H,0)+. :

'H-NMR (CD;OD) :8 7.41-7.47, 6.94, 5.47-5.59, 4.41, 3.82-3.88,
3.00-3.11, 2.65-2.85, 2.16-2.25, 2.05-2.14, 1.80-2.03, 1.43-1.62, 1.24-
1.40, 0.85-0.96, 0.41-0.56, 0.20-0.34.

[0342]

EHiH125-9 1 (1R,3aS,10aR)-5-%,-1-[(1E,38)-3- 58 B -3-(3-FF E-3- 5 218
THE)-1-Nf%E-1-%51-2,3,3a,9,10,10a- /N & - TH-ZE H [b] IR TR 105 PE 3L -6- 7%
i

HPLC/FREIFR(47§8) © 1.089 ;

MS (ESI, Pos.) : 421 (M+H-H,0)+. :

'H-NMR (CD;O0D) :8 7.44-7.50, 7.36, 7.24-7.29, 7.08, 6.97, 5.49-
5.57, 5.31-5.41, 4.97-5.03, 4.92, 4.50, 4.38, 2.98-3.07, 2.73-2.82, 2.60-
2.70, 2.13-2.22, 1.93-2.09, 1.68-1.82, 1.38-1.49.

[0343]

B HEH25-10 @ (1R,3aS,10aR)-5-G.-1-[(1E,38)-3-¥& £ -4- HH L -4-(3-1E 115
B)-1-T10%-1-761-2,3,32,9,10,10a- N G- TH- 2R FH [b13R R[]0 B35 -6- F2 R
HPLCH B R(o788) * 1.18
MS (ESI, Pos.) : 453 (M+Na)+, 413 (M+H-H,0)+. :

'H-NMR (CD;OD) :8 7.39-7.45, 7.28-7.32, 7.11-7.14, 7.06-7.08,
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6.92, 5.29-5.41, 4.31-4.36, 4.07, 2.92-3.01, 2.63-2.77, 2.52-2.63, 2.09-
2.19, 1.89-2.06, 1.58-1.74, 1.26-1.45.

[0344]
B f125-11 = (1R,3aS,10aR)-5-%-1-{(1E,36)-3-[1-(4- @A E) IR T & -
3.

RE-1-INE-1-F51-2,3,3a,9,10,10a- )N & - TH- R I [b]1 28 [ [£]05 BE 32 -6-

3
s

HPLC/ I [E (o7 ##) * 1.23 3

MS (ESI, Pos.) : 477 (M+Na)+. ;

'H-NMR (CD;O0D) :§ 7.43-7.48, 7.14, 6.94-7.02, 5.38-5.47, 5.21-
5.30, 4.36, 4.22, 2.97-3.07, 2.71-2.82, 2.56-2.68, 2.47-2.56, 2.24-2.40,
1.91-2.19, 1.71-1.88, 1.35-1.46.

[0345]
it 125-12 ¢ (1R,3aS,10aR)-1-[(1E,38)-3-(1-"F A8 T B)-3-5KE-1-§
Mi-1-21-5-%-2,3,3a,9,10,10a- N G- TH- A H [b1IR K [ {105 B 35 -6- B2 ik

HPLCH IER (47 88) © 1.276 ;

MS (ESI, Pos.) : 473 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.33-7.38, 7.08-7.20, 6.85, 5.58-5.65, 5.40-
5.47, 4.78, 4.32, 3.86, 2.94-3.02, 2.79, 2.61-2.75, 2.57, 1.72-2.17, 1.53-
1.66, 1.34-1.46.

[0346]

FHif25-13 1 (1R,3aS,10aR)-5-%-1-{(1E,38)-3-[3-2- G A E)-3-E 518
A3 R E- - M-1-51-2,3,3a,9,10,10a- /N E- TH-ZR HF [b]ER L[] 15 B

b

F-6-F2 Bk
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HPLCH IER (47 88) © 1.095 ;

MS (ESI, Pos.) : 479 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.42, 7.26-7.33, 7.14-7.21, 7.02-7.10, 6.93,
5.44-5.54, 4.89-5.01, 4.49, 4.32-4.37, 2.94-3.04, 2.58-2.78, 1.91-2.18,
1.61-1.78, 1.35-1.47.

[0347]

FHif125-14 : (1R,3aS,10aR)-1-[(1E,38)-5- 7 F F-3- 518 E -4 4- HEL-1-
- 1-1-5-%-2,3,32,9,10,10a- N G- TH- K H [b IR K [£]05 B 52-6- 32 [iL

HPLCH IER (47 88) @ 1.173 ;

MS (ESI, Pos.) : 429 (M+Na)+. :

'H-NMR (CD;O0D) :§ 7.41-7.48, 6.94, 5.59-5.66, 5.47-5.55, 4.39-
4.45, 3.94, 3.41-3.52, 3.19-3.23, 3.02-3.11, 2.65-2.86, 2.06-2.25, 1.81-
2.03, 1.43-1.55, 1.18, 0.89.

[0348]

FHif25-15 1 (1R,3aS,10aR)-5-%-1-{(1E,38)-3-[3-(4-F A E)-3-E 518
A3 R E- - M-1-51-2,3,3a,9,10,10a- /N E- TH-ZR HF [b]ER L[] 15 B
Fr-6-7& 1%

HPLCH IER (47 88) © 1.071 ;

MS (ESI, Pos.) : 479 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.42-7.48, 7.07, 6.95, 5.49-5.56, 5.30-5.38,
4.90-4.98, 4.49, 4.37, 2.96-3.05, 2.71-2.83, 2.63, 2.11-2.21, 1.92-2.08,
1.68-1.81, 1.35-1.47.

[0349]
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Eh26-1~26-23

(ERAEEZBEERE2FHT6MEE Z(LeY) - (£ Y IE 2R
REZFH26MBEE (bl (TsERERAI2SHE Z HAY Z R - 38
IEEERLT 2 EZRELLEY - B > BERE’EI26-1 ~ 26-3 »
26-6 > £ A (R)-2- B B:-CB S-S ML e (OB HH & 7 B HE (91125 2 2 1 o 5 A
Z(S)-2-F Z-CBS-ISM e B He 8 )7 - B e 2 BE A (88 (5 F HHE 2 )
RAE2FHBmEE (e  FEE2FM4->2505>25 (16—
2Z 1> 25F8>2FF13>2F[74—>2F 75> 2FH764H[H 2
HEVZ R EimB - HEZMEEH AR e » b A ba &
25 F10>2F 1 125 F128—> 2 F29F 2 HEY Z M EE -

[0350]
g e 26-1 @ (1R,3aS,10aR)-1-[(1E,3S)-3- & A -1- 3% & -1- & ]-
2,3,3a,9,10,10a- /NG - TH-ZEFH [D1 IR TK [f11Z PEIL-6-F4 15

MS (FAB, Neg.) : 357 (M-H)-. ;

'H-NMR (CDCl;3) :6 7.60-7.67, 7.15, 5.48-5.58, 4.42-4.46, 4.06-
4.12, 2.97-3.06, 2.77-2.85, 2.60-2.70, 2.04-2.21, 1.22-2.01, 0.78-0.96.

[0351]
B 26-2 : (1R,3aS,10aR)-1-[(1E,38)-3-FEH-3-(1-ZREIR T H)-1- N )
-1-%1-2,3,3a,9,10,10a- /N & - | H- K H [b 1R T [ 115 BE TE-6- 4 i

MS (ESI, Pos.) : 401 (M+H-H,0)+. ;

'H-NMR (CD;OD) :8 7.45-7.51, 7.36, 7.14-7.20, 7.02-7.10, 5.24-
5.36, 5.12-5.22, 4.78, 4.25-4.29, 4.13, 2.85-2.93, 2.65-2.76, 2.38-2.51,

2.16-2.33, 1.86-2.10, 1.58-1.83, 1.15-1.36.

26 180 H(EEHHRAASE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

[0352]

B 126-3 : (1R,3aS,10aR)-1-[(1E,38)-3-F& B-4- K| B-1-T M- 1-A1-
2,3,3a,9,10,10a- /N G- |H-ZE 31 [b 138 IR [0S B -6- ¥4 1

MS (ESI, Pos.) : 377 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.57-7.61, 7.49, 7.26-7.31, 7.18, 6.92-6.98,
5.66-5.78, 4.43-4.48, 3.91-4.00, 3.27-3.31, 2.98-3.06, 2.78-2.88, 2.65-
2.76,2.07-2.29, 1.81-2.00, 1.47-1.58.

[0353])

Bt f26-4 © (1R,3aS,10aR)-1-[(1E,3&)-3-FE:-3-(1- K EAIBNE)-1-IN M
-1-%£1-2,3,3a,9,10,10a- N G- TH-ZE 3£ [b 138 IR [0 B - 6- ¥ i

MS (ESI, Pos.) : 387 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.57-7.63, 7.48, 7.38, 7.25-7.30, 7.17-7.23,
5.36-5.49, 4.37-4.42, 3.85, 2.97-3.05, 2.77-2.85, 2.55-2.65, 2.13-2.23,
1.98-2.07, 1.69-1.95, 1.30-1.46, 0.95-1.00, 0.87-0.93, 0.77-0.83, 0.70-
0.76.

[0354]

B f26-5 : (1R,3aS,10aR)-1-{(1E,3£)-3-[1-(4-F A E) BN E]-3- 5 A -
1-PM-1-%£1-2,3,32,9,10,10a- N & - 1H- R FH [b13R R[]0 BE 3 -6- 32 R

MS (ESI, Pos.) : 405 (M+H-H,0)+. :

'H-NMR (CD;OD) :8 7.45-7.50, 7.36, 7.26, 7.08, 6.85-6.91, 5.25-
5.36, 4.78, 4.27-4.31, 3.68, 2.86-2.94, 2.66-2.75, 2.43-2.53, 2.01-2.11,
1.86-1.95, 1.59-1.83, 1.22-1.33, 0.82-0.89, 0.74-0.81, 0.59-0.69.

[0355]
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B it 9126-6 : (1R,3aS,10aR)-1-[(1E,3£,48)-3- A -4- (=& H E)-1- ¥ % -
1-#£1-2,3,32,9,10,10a- N G- |H-ZEFE [b 3B IR [ B FF 35-6-F8 %

HPLC/ B HFE (o7 ##) * 1.13 3

MS (ESI, Pos.) : 409 (M+H-H,0)+. :

'"H-NMR (CD;OD) :§ 7.57-7.62, 7.50, 7.19, 5.59-5.69, 4.41-4.48,
2.99-3.08, 2.77-2.91, 2.71, 2.17-2.30, 2.06-2.15, 1.81-2.00, 1.27-1.72,
0.89-0.99.

[0356]

EHi%26-7 : (1R,3aS,10aR)-1-{(1E,38)-3-[1-(4- A E) B T 5 -3- 5L K-
1-PM-1-%£1-2,3,32,9,10,10a- N & - 1H- R FH [b13R R[]0 BE 3 -6- 32 R

HPLCH IFR (47 88) @ 1.262 ;

MS (ESI, Pos.) : 419 (M+H-H,0)+ :

'"H-NMR (CD;0D) :§ 7.56-7.59, 7.46, 7.11-7.20, 6.96-7.02, 5.39-
5.47, 5.22-5.29, 4.36-4.40, 4.22, 2.95-3.03, 2.73-2.86, 2.48-2.61, 2.24-
2.40, 1.96-2.20, 1.70-1.93, 1.33-1.44.

[0357]

i f26-8 : (1R,3aS,10aR)-1-{(1E,3£)-3-[1-(2-F A E) BN E]-3- 5 A -
1-PM-1-%£1-2,3,32,9,10,10a- N & - 1H- R FH [b13R R[]0 BE 3 -6- 32 R

HPLC/ &I [E (o7 ##) * 1.07 ;

MS (ESI, Pos.) : 405 (M+H-H,0)+. :

'"H-NMR (CD;OD) :§ 7.58-7.61, 7.48, 7.35-7.40, 7.22-7.26, 7.20,
7.08-7.12, 7.02, 5.48-5.56, 5.32-5.41, 4.36-4.40, 3.99, 2.95-3.05, 2.81,

2.59, 2.15, 1.97-2.06, 1.86-1.96, 1.65-1.80, 1.30-1.43, 0.99-1.07, 0.76-
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0.83, 0.72.

[0358]
EHif26-9 1 (1R,3aS,10aR)-1-{(1E,38)-3-[1-(2- @A E) B T K -3- 5L K-
1-PHE-1-461-2,3,32,9,10,10a- 73 & - TH-ZEH [b 3R K[ £]05 BE35-6- 2 iR

[{E54]

HOOC

HPLC/EEHEREI (40 8%) - 1.14 ;

MS (ESI, Pos.) : 419 (M+H-H,0)+. ;

'H-NMR (CD;OD) :8 7.58-7.61, 7.48, 7.09-7.23, 6.95-7.02, 5.38-
5.50, 4.37, 4.34, 2.94-3.03, 2.80, 2.35-2.64, 1.97-2.22, 1.65-1.94, 1.35-
1.48.

[0359]

EFh26-10 @ (1R,3aS,10aR)-1-{(1E)-3-[1-(2,6- ~ G AE))IE T £]1-3-&
E-1-90%-1-51-2,3,32,9,10,10a- 7N G- TH-ZR - [b 1R K [ f]95 BE 35 -6- 72 B2

MS (ESI, Pos.) : 437 (M+H)+.

'H-NMR (CDCl3) :8 7.64-7.67, 7.62, 7.11-7.19, 6.81, 5.50-5.60,
4.50-4.54, 4.35-4.42, 2.97-3.06, 2.72-2.83, 2.51-2.71, 2.33-2.45, 1.99-
2.17, 1.69-1.97, 1.30-1.41, -0.05--0.01.

[0360]

FhHf26-11 @ (1R,3aS,10aR)-1-{(1E,3&)-3-[1-(2,4- ~“H AE)IEE T £ ]1-3-
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&

¥(<%‘1‘W\}:X‘l‘%}‘2,3,33,9,lo,loa—ﬁﬁ—lH—%#[b]i%&[f]n%}:ﬁﬁ‘6'¥§

H

=
RSP

MS (ESI, Pos.) : 437 (M+H-H-O0)+. ;

'H-NMR (CDCl;) :8 7.64-7.67, 7.62, 7.16, 6.98-7.05, 6.80-6.85,
6.70-6.76, 5.43-5.54, 4.40, 2.94-3.05, 2.73-2.83, 2.59-2.70, 2.46-2.56,
2.28-2.46,2.00-2.18, 1.68-1.97, 1.31-1.42.

[0361]

B Hf26-12 @ (1R,3aS,10aR)-1-{(1E,3&)-3-[1-(2,4- g A E)IE N E]-3-

EL-1-PNI%-1-551-2,3,32,9,10,10a- N & - TH- 3 [b] B2 TR [£105 BE 9L -6- 52

|

P

4

;<

H

=
RSP

MS (ESI, Pos.) : 423 (M+H-H-O0)+. ;

'H-NMR (CDCl;) :8 7.64-7.67, 7.62, 7.23-7.31, 7.16, 6.73-6.83,
5.46-5.53, 5.37-5.44, 4.38-4.42, 3.82, 2.95-3.05, 2.75-2.83, 2.62, 2.09-
2.18,1.99-2.07, 1.64-1.97, 1.29-1.39, 0.90-1.03, 0.77-0.87.

[0362]

HH326-13 : (1R,3aS,10aR)-1-[(1E,3&)-4,4- " & -3-FE-4-KEK-1-T 1%
-1-%1-2,3,3a,9,10,10a- /N & - | H- K H [b 1R T [ 115 BE TE-6- 4 i

HPLC/ & [E (57 #8) © 1.06 ¢

MS (ESI, Pos.) : 397 (M+H-H-0)+. ;

'H-NMR (CD;OD) :8 7.40-7.58, 7.11-7.19, 5.42-5.61, 4.32-4.47,
2.84-3.00, 2.70-2.80, 2.59, 2.10-2.19, 1.82-2.08, 1.53-1.77, 1.26-1.47.

[0363]
B f26-14 : (1R,3aS,10aR)-1-[(1E,38)-4,4- 5 -3-FR A - 1- ¥ 4 -1- A -
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2,3,3a,9,10,10a-7N &~ IH-Z5F [b1BR R [ 11 BR HE-6- ¥ g

HPLC/ Bl R (57 §8) © 1.04

MS (ESI, Pos.) : 377 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.47, 7.37, 7.06, 5.60-5.68, 5.47-5.54, 4.76,
4.33, 4.02-4.11, 2.88-2.97, 2.68-2.77, 2.54-2.66, 2.06-2.16, 1.95-2.05,
1.68-1.90, 1.23-1.45, 0.85.

[0364]

BHifI26-15 © (1R,3aS,10aR)-1-[(1E,38)-3-FE R -4-op H K- 1- 3 - 1 - -
2,3,3a,9,10,10a-7N &~ IH-Z5F [b1BR R [ 11 BR HE-6- ¥ g

HPLC/ BB [ (57 §#) © 1.06

MS (ESI, Pos.) : 353 (M+H-H,0)+. :

'H-NMR (CD;OD) :§ 7.56-7.61, 7.49, 7.18, 5.50-5.64, 5.11, 4.85-
4.89, 4.50, 4.43-4.47, 2.99-3.08, 2.78-2.89, 2.63-2.73, 2.18-2.27, 2.05-
2.15, 1.82-1.99, 1.31-1.55, 0.96.

[0365]

B #126-16  (1R,3aS,10aR)-5-F-1-{(1E,36)-3-[1-(2- @A E) BN & -
3-FRE-1- MG -1-%61-2,3,32,9,10,10a- 7N & - L H-Z8 3 [b] B8 TR [£] 95 B 35 -6-
Edld

HPLC/E ARSI (40 88) - 1.2

S

MS (ESI, Pos.) : 439 (M+H-H-,O0)+. ;
'H-NMR (CD;OD) :8 7.31-7.42, 7.19-7.26, 7.05-7.13, 6.96-7.03,
5.46-5.55, 5.29-5.38, 4.21, 3.97, 2.97-3.10, 2.58-2.79, 1.97-2.17, 1.56-

1.81, 1.32-1.47, 0.94-1.09, 0.65-0.83.
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[0366]
B #126-17 © (1R,3aS,10aR)-5-F-1-{(1E,38)-3-[1-(2- @ A& £ IR T £ -

3-FREL-1-T9M-1-%51-2,3,3a,9,10,10a- /N &, - |H-ZFE [D] 3R TR [£]15 BF 95 -6-

3
s

[{E55]

HOOC

HPLC/ I [E (o7 ##) * 1.25

MS (ESI, Pos.) : 453 (M+H-H,0)+. ;

'H-NMR (CD;0D) :§ 7.36, 7.07-7.21, 6.97, 5.35-5.49, 4.32, 4.21,
2.99-3.07, 2.67-2.77, 2.36-2.64, 1.97-2.16, 1.80-1.88, 1.57-1.78, 1.36-
1.47.

[0367]

B i 9126-18 : (1R,3aS,10aR)-5-F-1-[(1E,38)-3- 8 K -4- oo H AL -1- 3 1 -
1-££1-2,3,3a,9,10,10a- N G- |H-ZE 3 [b B L[] 18 B 32 - 6- ¥4 i

HPLCH IFR (47 88) @ 1.255 ;

MS (ESI, Pos.) : 387 (M+H-H,0)+. ;

'H-NMR (CD;0D) :§ 7.30, 7.01, 5.40-5.52, 5.00, 4.72-4.85, 4.39,
4.19, 2.96-3.04, 2.66-2.77, 2.53-2.62, 1.89-2.12, 1.64-1.86, 1.20-1.48,
0.81-0.87.

[0368]
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B f126-19 © (1R,3aS,10aR)-5-F\-1-[(1E,38)-3-FEH-6- B S A -4-md A

—1—3‘5‘%-1-%]-2,3,33,9,10,103—7?%1—IH—%#[b]E%DZ[f]U%E@ﬁ-6-¥§E§

[{E56]

HCOC

HPLCHE B R (4 8#) © 1.069 ;

MS (ESI, Pos.) : 389 (M-OH)+ ;

'H-NMR (CD;0D) :8 7.36, 7.09, 5.57-5.64, 5.49-5.56, 5.15, 4.92,
4.52, 4.29, 3.54, 3.06-3.14, 2.75-2.87, 2.63-2.72, 2.25-2.41, 2.02-2.22,
1.74-1.97, 1.47-1.58.

[0369]

FhHE#26-20 ¢ (1R,3aS,10aR)-5-F-1-[(1E,3£,4S)-4- 2, F-3-FH - 1-32 4% -

1_%]_2%3,321,9,10, 103_7\?%_ IH_%#[b]iﬁ&[f] U%Fﬁgi_6_¥§@§

[{E57]

HOCC

HPLCZYENERT(4r8%) « 1.301 ;
MS (ESI, Pos.) : 443 (M+Na)+, 403 (M+H-H,0)+. ;

'H-NMR (CD;0D) :8 7.30, 7.01, 5.36-5.50, 4.78, 4.19, 3.92-3.97,
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2.97-3.06, 2.67-2.78, 2.54-2.63, 1.91-2.12, 1.80-1.89, 1.64-1.75, 1.06-
1.51, 0.77-0.88.

[0370]
B HEH26-21 1 (1R,3aS,10aR)-5- 5 -1-[(1E,38)-3-¥& £ -3-(3- £ -3-F 5k
BT ED)-1- N E-1-£1-2,3,3a,9,10,10a- N G- 1H- 2 F£ [0 38 1K [ {115 B 52 -6-

%%

HPLCH IFR (47 88) © 1.085 ;

MS (ESI, Pos.) : 477 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.32-7.40, 7.22-7.27, 7.04-7.13, 5.47-5.54,
5.30-5.36, 4.89-5.01, 4.81-4.84, 4.48, 4.23, 3.02, 2.59-2.77, 1.98-2.16,
1.61-1.78, 1.37-1.49.

[0371]

Eh$126-22 : (1R,3aS,10aR)-1-{(1E,38)-3-[1-(4-F K )BT A ]-3-5 A
-9 -1-E)-5-FH E£-2,3,3a,9,10,10a- /5 G- TH-ZE 3 [b] 38 K [ ] 1% BE 2 -6-
R

HPLCH IFR (47 88) @ 1.278 ;

MS (ESI, Pos.) : 473 (M+Na)+. ;

'H-NMR (CD;OD) :8 7.38, 7.05, 6.87-6.94, 5.30-5.38, 5.12-5.20,
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4.78, 4.14, 4.01-4.06, 2.90-2.98, 2.59-2.69, 2.36-2.53, 2.16-2.33, 1.83-
2.08, 1.68-1.80, 1.53-1.64, 1.28-1.39.

[0372]
B 126-23 1 (1R,3aS,10aR)-8-&,-1-{(1E,3&)-3-[1-2-F A E)IE T £ -
3-FEE-1-INk-1-21-2,3,3a,9,10,10a- /N & - 1| H- K 3 [b] R [k [ 112 BE 35 -6-
dit

MS (ESI, Pos.) : 437 (M+H-H,0)+. ;

S

'H-NMR (CD;OD) :§ 7.31-7.35, 7.31, 7.18-7.24, 7.08-7.17, 6.99,
5.38-5.50, 4.51, 4.34, 2.94-3.03, 2.67-2.81, 2.36-2.60, 2.15-2.26, 1.95-
2.13, 1.80-1.92, 1.70-1.78, 1.30-1.43.

[0373])

BFHEH27 1 (1R,3aS,10aR)-1-[(1E,38)-4,4- —&,-3- ¥ -4-FEE-1- T ¥%-1-
B ]-N-(HF ErERE ££)-2,3,32,9,10,10a- N & - TH- R 3 [b] R TR [£11% BE £ -6- H
i B

fERE R M26-13FT 8 2 (b aRBERM17T- 178 E 2 b&
V) o (BBl E 67> 2% (68— 22 69— 2275 (70— & Jir (723 tH A
Z B Z#8E > FBIESERUT 2 EZEELEEY -

HPLCi &I [E (77 ##) * 0.99 ;

MS (ESI, Pos.) : 492 (M+H)+. :

'H-NMR (CD;OD) :§ 7.40-7.53, 7.17-7.25, 5.54-5.61, 5.43-5.50,
4.38-4.52, 2.91-3.01, 2.73-2.84, 2.57-2.65, 2.11-2.22, 1.97-2.07, 1.84-
1.95, 1.60-1.79, 1.28-1.47.

[0374]
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2277 © (18,25,3aS,10aR)-5- 5 -2-F& B -1-({ [(2- B AL -2- N e AS ) (25K
A i E S ) H ED)-2,3,3a,9,10,10a- AN & - TH-ZE 3 [b] 38 K [£11E PE 2E-6-
# % Ll

R2FHT3EE 2 e (4.87 g) ZTHF(39 mL)AERT - ik
TRIM=FERE4.54 9 - FREGWAA1Z20C » /RIHEZ0.98 mL) - 4
B ZB5(2.2 mol/LEZFAR 7.9 mL) » FA=0R T A3/ o
I ER R B 4G - MW BERENEECK - 2B 2B =100 0—
80 : 20 4l LATIER 2788 - EEH LA (4.53 2)

MRHMEEEEE(4.53 @) L LG mLERT » FEZ0R T A H0bx B
(2.12 g) » PEOR THEFEUNS - BRIERSYHAMTBERER - E{TE
JE o FERUE AE A E(ESKAR/INBRR KSR T - FIFH 28 2 b5k
TTEEO - At E R Bk e s » SEOKIRER NEZ % > EATEIE R
BRYGEIER - FEHWBENBITAEGECKE : 2R ZFE=288 1 1275 1 25)
AAERTIER 2 BT - FEILESE R T 2 YA 2 L& Y(4.08 g) -

'H-NMR (CDCl;) :6 7.64-7.71, 7.39-7.50, 7.31-7.36, 6.81, 4.67-

3
=

4.72, 4.53-4.58, 4.33-4.39, 4.02-4.08, 3.81-3.87, 2.99, 2.82-2.90, 2.70-
2.78,2.27-2.42,2.12-2.22, 1.56, 1.37, 1.08.

[0375]
2ZH]78 © (1S,2R,3aS,10aR)-2,5- & - 1-({[(2-FH E-2- N B (K &)
W 1A A ) HH £E)-2,3,32,9,10,10a- /5 & - TH-ZR 9 [b] 3R [ (105 BE 3 -6- &
% £ 15

2 TSNS 2 {EEY1(6.0 g MTBEQ27 mL)/E /R 24A12-78C »

EiN=wm L Q-HEELE)EEN (9.8 mL) » j2-78C T#F - FHETLC
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HERT R R KR - FHRE-20C - R RE A £ 6 ik B R 5N 7K IE R
T MO8 ABE TR - KA TR H e AR S AR R ~ BRRIER K
JeiF o EIEUKWRERINEZRRIR - BITEE > RERWIER - My BERE
A (ECH © LB LBE=93 1 786 © 1HMLATER ZRE > #ILER
BURLLT Z M E 2 BB EP1(2.59 ¢) -

'H-NMR (CDCl3) :5 7.61-7.68, 7.37-7.50, 6.86, 5.25-5.31, 5.11-
5.17, 4.32-4.40, 3.95-3.99, 3.67-3.73, 2.98-3.06, 2.58-2.67, 2.44, 2.21-
2.37,2.12-2.19, 1.85, 1.67-1.76, 1.38, 1.06.

[0376]
£ 579 © (1S,2R,3aS,10aR)-2,5- " & -1-(F2 £k 1 %6)-2,3,3a,9,10,10a- /3
F- TH-ZRF [bIIR K[ 195 BE 5L-6- 72 ik L s

ER2FH8AEE A LaRESFHTmEE Z(La?) > (T
SEPISMHE 2 BHY 2 E > BILEEERM T ZYMEEZRELEEY) -

'H-NMR (CDCl3) :5 7.47-7.51, 6.88, 5.14-5.20, 5.00-5.06, 4.34-
4.40, 3.94-4.01, 3.72-3.78, 3.07-3.16, 2.72-2.79, 2.48-2.66, 2.26-2.48,
2.01-2.12, 1.94, 1.44, 1.35-1.41.

[0377]
£ {180 : (1S,2R,3aS,10aR)-2,5- —#-1- H i £-2,3,32,9,10,10a- /5 & -
TH-ZE [0 3R [0S BE 55 -6- F& i L TS

P2F BT EE 2 EEY)(600 mg) 2 Z@HGE(6 mL)FRH - 0
C AL 1-= AR EE-1,1- - 1,2 -5 H Bl S R 28 00 - 3- (1HD - i (5K
-5 T (Dess-Martin)sA F| > 1.17 g) > FXE8 MR o #HTLCHES K&
SHRZ O HRIERGYETEE  HERGEER - By BEREETA

3y

1

—
=,

E
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(IFECHE * SZBEZEE=T75 1 25—>60 1 4A0)4{LATIES 2 A - FE LB R
LA 2B 2 A & 7(550 mg) -

'"H-NMR (CDCl;) :§ 9.98, 7.46-7.54, 6.90, 5.44-5.51, 5.31-5.37,
4.34-4.41, 3.49-3.55, 3.41-3.49, 3.09-3.20, 2.72-2.83, 2.42-2.57, 2.27-
2.27,2.23-2.39, 2.07-2.17, 1.92-2.03, 1.38.

[0378]

EHE 28 : (1R,2R,3aS,10aR)-2,5- —&,-1-[(1E,3£)-3-¥&EL-4- FHEL -4-FEEL
-1-TIoh-£51-2,3,32,9,10,10a- 75 & - TH- R H[b]IR K[ £]05 B 3% - 6- SR ik
[{£59]

HOOC

fEH2ZHI80F #iE Z(E&Y)(300 mg)UE2F A6 S 2 {E&
Yy o R RS- F R 2- ISR A3 IR A T AR BR(CASER 5T © 87929-
30-4 - 375 m)fUE2FF26FEliE 2 LEY) - (feEE2FF241[F 2 H
A2 HefE - FEIEGE R T 2 E ZIEEEEY) -

HPLC/ERERF R (5 88) + 1.157 ;

MS (ESI, Pos.) : 405 (M+H-H,O-HF)+. ;

'H-NMR (CD;0D) :§ 7.44-7.49, 7.36-7.42, 7.29, 7.13-7.18, 6.95,
5.44-5.51, 5.31-5.38, 4.78-4.83, 4.64-4.71, 4.19-4.24, 2.92-3.00, 2.75-
2.89, 2.44-2.66, 2.05-2.17, 1.68-1.76, 1.48-1.62, 1.35.

[0379]
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i 528-1~28-3 :

(EAZ2Z P80 EE ZtaVRE2FHT6EE Z(EEY - (EH
HE RS 25 P26 BLE 2 (L&) - (TEEBLE 25 E 2 B
Wy 2 $lE - FEIERBR LT UM E L BE(LEY) - FE - HIE B
FE R ARMEEY) ~ AL EYE BB FH10—>2F f1 1HE 2 B
Y R i B -

[0380]
B 128-1 © (1R,2R,3aS,10aR)-2,5- " &-1-{(1E,38)-3-[1-2-E FE £) 1B
P EE]-3-FR A -1-N M- 1-551-2,3,3a,9,10,10a- N & - |H-ZE 3 [b] BB T[]0 B
H-6-FR I

HPLC BB E (77 88) * 1.01

MS (ESI, Pos.) : 441 (M-OH)+. ;

'H-NMR (DMSO-d) :8 13.10, 7.42, 7.22-7.35, 7.04-7.14, 5.52-5.59,
5.25-5.34, 4.97, 4.73, 4.27, 3.95-4.00, 2.94, 2.69-2.88, 1.92-2.06, 1.71-
1.81, 1.53, 0.91-1.04, 0.66-0.73, 0.53-0.61.

[0381]

B HEf128-2 ¢ (1R,2R,3a8,10aR)-2,5- ~&-1-[(1E,3£)-3-¥8HL-3-(3-F H:-3-
SRR T A)-1-NWi-1-41-2,3,3a,9,10,10a- /N & - TH-Z FF [b] BE [ [£] 15 B
L-6-F

[{E60]

i
Z
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HOOC

HPLCH IFR (47 88) © 1.035 ;

MS (ESI, Pos.) : 439 (M+H-H,0)+, 419 (M+H-H,0-HF)+. ;

'H-NMR (CD;0D) :§ 7.36-7.41, 7.25, 7.13-7.18, 6.97, 6.88, 5.34-
5.51, 4.75-4.92, 4.59-4.65, 4.42, 4.16, 2.89-2.98, 2.73-2.88, 2.57-2.65,

2.38-2.50,1.97-2.11, 1.69-1.79, 1.53-1.68.

[0382])
EHi28-3 ¢ (1R,2R,3aS,10aR)-2,5- " 4&-1-{(1E,38)-3- 58 EL-3-[(2£)-2-%
B2 E BT A -E-1-2£)-2,3,32,9,10,10a- N & - 1H- 5 £ [b1 B K [f]
I B 5% -6- ¥4 iR

HPLC/EREHF R (5 88) + 1.053 ;

MS (ESI, Pos.) : 479 (M+Na)+, 439 (M+H-H,0)+. ;

'H-NMR (CD;0D) :§ 7.24-7.49, 6.91-6.98, 5.40-5.57, 4.58-4.83,
4.43-4.52, 4.13-4.28, 3.24-3.28, 3.12-3.20, 2.96-3.09, 2.81-2.95, 2.63-
2.81,2.43-2.61, 2.06-2.21, 1.75-1.87, 1.57-1.75.

[0383]

FHiW29-1~29-4 :

ER e 2 BB 2F P76 8E (L&Y - (EH e 2 BB Es
RE2FPR263IE (L&Y » (TEEEERPISEEZ HEY Z#1E - 75
HERBE U T ZYMEZELLEY - 37 > HEZBERGEMER2
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FHRBIFEE A LEYBESHBHMEE Z(Lay - (fEEHE2F 73—
2EZ G T1—>2F 78— 2F 79— 25 FI80MHE =~ HEy Z #HFim M -
HIE BB AFEEY) » s AR Ea Y& E 22 f]10— 25 4]
VUM E Z B Z #e e B -

[0384]

B 129-1 1 (1IR,2R,3aS,10aR)-2-&,-1-[(1E,38)-3- & E -3-(1-F H BT
B)-1-IN-1-551-5-FH £6-2,3,32,9,10,10a- /3 & - 1H-Z8 H- [b] 28 TR [ 102 B B -
6-F% f&

HPLCHE S IER (5 88) © 1.224 ;

MS (ESI, Pos.) : 473 (M+Na)+. ;

'H-NMR (CD;0D) :§ 7.38-7.42, 7.15-7.21, 7.03-7.09, 6.89-6.96,
5.28-5.41, 4.81-4.90, 4.78, 4.60-4.60, 4.56-4.68, 4.17-4.22, 3.94, 2.81-
3.00, 2.20-2.49, 1.91-2.11, 1.63-1.79, 1.52.

[0385]

B 29-2 1 (1R,2R,3aS,10aR)-1-[(1E,36)-3-(1- T BB T £)-3- 5 -1-
I -1-8:1-2-%-5-FH £-2,3,32,9,10,10a- /N & - | H-ZR FF [b] 8 [ [£]12 B 5% -
6-F% f&

HPLC/EREHF R (4 88) + 1.281 ;

MS (ESI, Pos.) : 453 (M+Na)+, 393 (M+H-H,O-HF)+. ;

'H-NMR (CD;0D) :§ 7.39, 6.92, 5.61-5.68, 5.48-5.56, 4.71-4.91,
4.00, 3.88, 2.94-3.08, 2.40-2.53, 2.35, 1.95-2.16, 1.48-1.88, 1.16-1.37,
0.79-0.89.

[0386]
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B 5]29-3 1 (1R,2R,3aS,10aR)-2- & -1-{(1E,38)-3-[1-(4- & X FH )BT
H]-3- ¥R R -1-PNIE-1-EE ) -5-FH ££-2.3,3a,9,10,10a- /N G- | H-ZEH [0 BB R[]
05 BE 91 -6- 74 i

HPLC 2 SE R RS (4 48) © 1.217 ;

MS (ESI, Pos.) : 491 (M+Na)+. :

'H-NMR (CD;OD) :8 7.47-7.51, 7.15, 6.97-7.05, 5.38-5.51, 4.70-
4.92, 4.28, 4.05, 2.92-3.10, 2.44-2.60, 2.28-2.43, 2.01-2.21, 1.74-1.89,
1.64.

[0387])

EHEH129-4 1 (1R,2R,3aS,10aR)-2-%-1-{(1E,3&)-3-¥&EL-3-[1-(3-MEI5 £L)
BT E--NME-1-A-5-H%-2,3,3a,9,10,10a- N & - TH- A H [b]ER K [f105
BE3L-6- 4 %

HPLCH IFR (47 88) @ 1.193 ;

MS (ESI, Pos.) : 479 (M+Na)+. ;

'H-NMR (CD;OD) :8 7.48, 7.29-7.33, 7.05-7.07, 6.98-7.03, 5.38-
5.50, 4.71-4.92, 4.24, 4.03, 2.90-3.07, 2.37-2.56, 2.08-2.30, 1.84-1.99,
1.69-1.83, 1.60.

[0388])

FHE 30 © (1R,2R,3aS,10aR)-1-[(1E,38)-4,4- " &,-3-FCE-4-FE-1-T %
S1-0-2-8 -N-( FH 2 i EE ££)-2,3,3a,9,10,10a- /5 & - 1H-FE 3 [b] 3B [k £
B3 - 6- FH i

(EFRHEZBERAE2FHIMEE Z(LEY) - EHEEZBEER

B2E P26 E (LG > (TEHEEHM25>2F P67 >25 (68—

i

W

N
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57 [5] 69— 2 % 5 70— B 12340 5] 2 [ A9 2 #R B I A 1S BT AT
M E > RS - TR o B R (B (2 3 1 i
(LE IS 2% PI3FE 2 (L5 [ HEBSEHl4—>2 265> 55
6—> 2 H T BH I8 5% F13>2H 717> 2 HH|T8>2H 79> 5
2 GI80AH[E] 2 [ 09 2 B eI LGS - I8 > BT (586 rh 60 R B (O 13-
T2 o (RIS 128> 2% (29 4HE) 2 A9 BRI T B -

HPLC B 5 (53 #) © 0.96 ;

MS (ESI, Pos.) : 510 (M+H)+.

'H-NMR (DMSO-dg) :6 12.02, 7.55, 7.45-7.52,7.25-7.31, 5.88-5.98,
5.53-5.70, 4.73-4.98, 4.40-4.55, 4.26-4.33, 2.57-3.03, 1.74-2.08, 1.59,
1.24.

[0389])

EFHA31 ¢ (2R,3R,3aR,11aS)-2-&,-3-[(1E,38)-3-F&EL-3-(1- KR AR T £)-
L-PikE-1-551-1,2,3,30,4,5,6, 1 La- /UGB 3 D1 H I ¢ S 4 2 = 15 -9- ¥4 B
(o P O B P 2 IO P 05 > (B » {6 R 0 B B i
B2 B H6FE 2 (b LY - R EE N2> 25§67 > 2% 68—~
57 [5] 69— 2 % 5 70— B 12340 5] 2 [ A9 2 #R B I A 1S BT AT
Y E (LS - FE > B BB (556 5 A (1R, 2R, 38,4R)-2-
I P - 3- ({1 H B (2- HE -2 P S5 B9 Jo 6 1 4R ) HE ) -4- (PO 4 -2H- IR
IFg -2 5 6 ) BB PO AL % 2 BT L 2 (B & 0 (5 2 5131 s
ZEEYIRE BB HB3FIE (b EY  (FHH2E 64> H5>2%
Bl6—> 2% 7> 2E 8> 2 E (73> 2% 77> 2% 78> BE {79
5% (S OMIE] 2 B 69 2 HRE T 08 o %0 FE > I B M 2 o (R 1 - S T
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IEEE BE (CASARSE - 37828-19-6) (L (29)-2-(2,4- & X E)NEE » (faE8l
2Z 10— 2F 41 EE 2 B /Y 2 B 0E T 8HE -

MS (ESI, Pos.) : 433 (M+H-H,0)+, 413 (M+H-H,O-HF)+. ;

'H-NMR (CD;0D) :§ 7.65-7.69, 7.62, 7.18-7.29, 7.10-7.15, 5.31-
5.43, 4.59-4.80, 4.49-4.54, 4.23, 2.94-3.02, 2.82-2.91, 2.48-2.70, 2.24-
2.44,2.10-2.23, 1.96-2.08, 1.77-1.88, 1.52-1.74, 1.24-1.48.

[0390]
281 ¢ (1S,25,3aS,10aR)-5- & -2-{[(4- HH B EEOERE EL 1 8 5 )-1-
[QR-FHE2-NEEN CFEE)W RS A FE)-2,3,32,9,10,10a- 5 & -
TH-ZRH [b1 R K [£105 B 35 - 6-FR B L s

E2ZOTTE0E b &P(4.28 g)/B#EIN LRE(34.2 mL) > SHIE0
C o RII=ZZ283.71 mL) ~ ZHEEREE (145 mg) - B HFEEEE(2.32
) REDR T RO RE » B S0C A UNE o R R E A ZE KK
o FIH LB JBHEEATZEHL - KA 1S F 6 AN /K% - &8I /KRR BE $ 2
MRk o EATHEIE - HEBERGEER - EHVYRBEREREGECSKE * 28BS
BE=100 : 0—75 : 25)A{LATIER < 88 - FILESEELEYEFER 2
BEY)) o BIAETHACENRT —KHE -

[0391]
S 5182 1 (1S,2R,3aS,10aR)-2-5-5-F-1-({[(2-H E-2- N IE &) ()
Wb A 1A AL ) B AE)-2,3,3a,9,10,10a- 5 & - 1H- 2R [b] 3R [ [£]05 PE 95 -6-F&
% 2. B

fE2Z 81T ElE LR SYIS N4 (32.7 mL) » /NN T B &1L
$(3.17 g) > FA60C TR IERE - BMTLCHER R IEE 1% » B IERE
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AZERF > FMHZEE B TR - 65 18 FH AN ER KR 5 - &8Ik
Mz etk - EITBIE > REBIRGIER - BB EREMNEARECK
LW LBE=100 1 083 - 1770 : 30) i {LATIE T 3K » FBILIERER
U 2Pt E 2 2 e & 1)(2.68 g) -

'H-NMR (CDCl3) :5 7.63-7.69, 7.37-7.48, 6.84, 4.34-4.43, 4.21-
4.30, 3.98-4.04, 3.71-3.77, 2.92-3.00, 2.70-2.88, 2.25-2.42, 2.13-2.24,
1.85-1.94, 1.67-1.75, 1.38, 1.07 »

[0392]
£ {83 © (1S,2R,3aS,10aR)-2-F-5-%- 1 -(FEEL HH E)-2,3,32,9,10,10a- /5
F- TH-ZRF [bIIR K[ 195 BE 5L-6- 72 ik L s

fERZF P82 HE Z{bE5P(2.68 EF2FHTAHE Z(LE
Yy (RS2 FBI8ME 2 HAY 2 8 E > BILERE R T 29 E 2R
AEGEY(1.10 g) -

'H-NMR (CDCl3) :5 7.44-7.49, 6.86, 4.34-4.44, 4.06-4.14, 3.96-
4.02, 3.79-3.85, 3.01-3.10, 2.79-2.89, 2.32-2.41, 1.93-2.17, 1.43, 1.38.

[0393]
£ {84 © (1S,2R,3aS,10aR)-2-F-5- %~ 1- Hff ££-2,3,3a,9,10,10a- N & -
TH-ZE [0 3R [0S BE 55 -6- F& i L TS

fER2FPI83FTHE ZA(Ea?(1.10 9fEF2F P79 R E Z{b&
Yy (TsEE2 S HIB0ME 2 HRV 2R > BILERE R T ZYIEE 2R
A {EG11(0.80 g) -

'H-NMR (CDCl3) :8 9.90, 7.48-7.53, 6.88, 4.34-4.45, 3.35-3.41,

=,

3.08-3.15, 2.79-2.90, 2.34-2.49, 2.09-2.18, 1.93-2.02, 1.39.
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[0394]
HHEF132 ¢ (1R,2R,3a8,10aR)-2- F-5- & - 1-{(1E,3£)-3-[3-(2- @ 4 5 )-3-
FURETET E 13- 1- N -1-561-2,3,32,9,10,10a- N G- TH- 2R [b]ER [

[£]05 BE 5% -6- 32 I

fEH2FH84F#iE (L&Y (170 m)UE2FAT6Fm S 2 {E&
Yy o (ER Y HE 2 B EEER (226 mg)UE &S P26 FEliE 2 (E&Y) » (TaEBl2:
SE2418E 2 HEYZ #AF - FEEGERU T 2N EZZ-ELLEY - B
B HIECBBEEGAENENI-FE-3-RME T R (CASYE T -
114012-42-9)f0HF (25)-2-(2,4- “HF AL WNEE - (fEEE2F 10— 254
VUM E Z B Z #e e B -

HPLC/EREHF R (5 88) + 1.089 ;

MS (ESI, Pos.) : 513 (M+Na)+, 473 (M+H-H,0)+. ;

'H-NMR (CD;O0D) :§ 7.44-7.48, 7.27-7.33, 7.15-7.20, 7.05-7.11,
6.94, 5.58-5.65, 5.48-5.55, 4.80-4.82, 4.80-5.01, 4.53, 4.34-4.38, 3.84-
3.92,2.84-3.03, 2.68-2.81, 2.15-2.22, 1.84-1.93, 1.63-1.81.

[0395]

Hhrp32-1~32-8 ¢

ERZ2F P84 2E ZAEGY(170 m)UEF 2= HT6mBE ZLE

26 200 H(EEHRIEE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

Yy o (ER Y HE 2 B EEER (226 mg)UE &S P26 FEliE 2 (E&Y) » (TaEBl2:
SE2418E 2 HEYZ #AF - FEEGERU T 2N EZZ-ELLEY - B
o HIEZBREEASALEEY AR EEaY&IBE2E 10— 275
BINTMHE 2 BAY 2 e rEm 2 -
[0396]

EHi132-1 : (1IR,2R,3aS,10aR)-2-F-5-%.-1-[(1E,36)-3-FE £ -3-(3- K -
3-SR T A)-1-I#-1-5£1-2,3,3a,9,10,10a- N &, - LTH-ZE 3£ [b1 B K [f] 12
-6-#% 1%

HPLCi BB [E] (77 88) * 1.06

e
i
/5t

MS (ESI, Pos.) : 495 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.42-7.47, 7.31-7.37, 7.23-7.28, 7.09, 6.94,
5.44-5.54, 4.92-5.01, 4.49-4.52, 4.34-4.38, 3.84-3.92, 2.85-3.03, 2.67-
2.82,2.14-2.22, 1.84-1.93, 1.64-1.82.

[0397]

i f5132-2 © (1R,2R,3aS,10aR)-2-&-5- G- 1-[(1E,38)-3- ¥R KL -6- H 55 L -
4-BREHEL-1-T8%-1-££1-2,3,32,9,10,10a- N G- TH-ZEH [b]EB T[]0 PF 3 -6-
R

HPLCH IFR (47 88) @ 1.102 ;

MS (ESI, Pos.) : 407 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.43-7.49, 6.94, 5.66-5.73, 5.54-5.62, 5.17,
4.94, 4.58, 4.41-4.45, 3.91-3.99, 3.55, 3.01-3.09, 2.77-2.98, 2.28-2.42,
2.17-2.26, 1.83-2.04.

[0398]
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B f132-3  (1R,2R,3aS,10aR)-2- F-5-%,- 1-[(1E,38)-3-$EHL -4- FH L 4-
(3-EI B - 1-IohE-1-5851-2,3,3a,9,10,10a- /N & - TH-ZR - [b]ER [ [£]0=5 B B2 -
-F

HPLCZSENSRT(4r8%) - 1.181

(@)

MS (ESI, Pos.) : 487 (M+Na)+, 447 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.42-7.48, 7.29-7.33, 7.13-7.15, 7.07-7.10,
6.93, 5.50-5.57, 5.28-5.36, 4.33-4.38, 4.15, 3.82-3.90, 2.84-3.01, 2.62-
2.79, 2.13-2.21, 1.59-1.85, 1.33.

[0399])
B Hi32-4 © (IR,2R,3aS,10aR)-2-5.-5-&,-1-{(1E,38)-3-[1-(2- & F £)IB
NEE]-3-FR AL -1-P M- 1-551-2,3,3a,9,10,10a- /N Ei- TH-ZR - [b] 2R TR [ £ B
Fr-6-7& 1%

HPLCH IFR (47 88) © 1.163 ;

MS (ESI, Pos.) : 457 (M+H-H,0)+, 421 (M+H-H,0-HC)+. ;

'"H-NMR (CD;OD) :§ 7.43-7.49, 7.34-7.40, 7.20-7.26, 7.06-7.10,
6.97-7.03, 6.93-6.97, 5.63-5.71, 5.29-5.36, 4.32-4.37, 4.05, 3.81-3.89,
2.95-3.06, 2.83-2.92, 2.68-2.81, 2.13-2.22, 1.73-1.88, 1.59-1.71, 1.00-
1.07, 0.67-0.83.

[0400])
FHif32-5 1 (1R,2R,3aS,10aR)-2-&-5-&.-1-{(1E,3&)-3-[3-(4- & F £)-3-
EEEIBET A3 A 1-IN - 1-561-2,3,3a,9,10,10a- N & - 1TH-ZE 3 [b]1FB X
[£]10=5 B 3 - 6- 32 B

HPLCZSENER(4r5%) - 1.078
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MS (ESI, Pos.) : 513 (M+Na)+. :

'H-NMR (CD;OD) :5 7.43-7.49, 7.04-7.13, 6.95, 5.46-5.56, 4.90-
4.99, 4.51-4.55, 4.36-4.40, 3.84-3.92, 2.86-3.04, 2.69-2.84, 2.15-2.22,
1.68-1.94.

[0401]

B HE32-6 1 (1R,2R,3aS,10aR)-2-F-5-%.-1-{ (1E,3£)-3- FEEL -3-[(2€)-2-
AF-2-EHEIR T & 1-WiG-1-41-2.3,3a,9,10,10a- 7V G- TH- 253 [D]FR K
[£1955 B 5% - 6- P& %

[{E62]

HOOC

HPLCH IER (47 88) © 1.097 ;

MS (ESI, Pos.) : 455 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.41-7.51, 7.31-7.38, 7.23-7.29, 6.94, 5.42-
5.51, 4.58-4.64, 4.42-4.49, 4.33-4.38, 4.22-4.25, 3.84-3.91, 3.12-3.20,
2.85-3.01, 2.65-2.79, 2.14-2.21, 1.62-1.90.

[0402]

FhiH32-7 © (IR,2R,3aS,10aR)-2-5F-1-[(1E,38)-3-(2,3- &, - 1 - H- 1k g
33 AL 1L- N IE - 1-EE1-5-4-2,3,3a,9,10,10a- N G- 1H-ZE 3 [b]IB X
[£]10=5 B 3 - 6- 32 B

HPLCZSENSRT(4r8%) - 1.102 ;
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MS (ESI, Pos.) : 481 (M+Na)+. :

'H-NMR (CD;O0D) :§ 7.43-7.50, 7.28-7.39, 7.11, 6.96, 6.93, 6.78-
6.85, 6.69-6.74, 5.62-5.71, 5.50-5.58, 5.33-5.41, 4.46-4.61, 4.30-4.41,
4.20, 3.82-3.97, 3.66-3.72, 3.55, 2.62-3.03, 2.13-2.26, 1.88-1.99, 1.70-
1.86, 1.56.

[0403]

FHi32-8 : (1R,2R,3aS,10aR)-2-&.-5-&,-1-{(1E,3&)-3-[(28)-2-(4- & 7
B)-2-F R T A-3- K E-1-N%-1-41-2,3,32,9,10,10a- N & - 1H- K HF
[b1ER K [f]10S e - 6- 32 R

HPLCH IER (47 88) @ 1.114 ;

MS (ESI, Pos.) : 473 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.40-7.45, 7.32-7.37, 7.05-7.11, 6.93, 5.43-
5.53, 4.57-4.63, 4.43-4.49, 4.34-4.38, 4.24-4.26, 3.84-3.91, 3.11-3.20,
2.86-3.02, 2.66-2.80, 2.15-2.22, 1.63-1.92.

[0404]

7133 * (1R,2R,3aS,10aR)-2-F-1-{(1E,38)-3-[1-(2-F &) BN £ -

3-FREL-1-T9M-1-%51-2,3,3a,9,10,10a- /N &, - |H-ZFE [D] 3R TR [£]15 BF 95 -6-

%%
(ERHE 2 BRE2F MBS LGV (EH2FM27mEE

ZALEVMRESFH26F8E Z(baY) > (TEEREHM2SHE Z BB .2
I BILEGE LT ZYMNEZREELLEY - BE  HEZBERHRE
AERSEHBIMEE 2 EaVRESSBHBMAEZ(LEY - (S
FH4—>2F 5S> 2F 6> 2F[T>2F 8> 2F[73>2FF77—
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2ZH81—>2F (82— 2% 83—~ 2F HI84MH[E 2 HHY Z #R/E 1 B

HPLC/w & BF (77 ##) * 1.05

MS (ESI, Pos.) : 439 (M-OH)+ ;

'H-NMR (DMSO-dg) :6 12.85, 7.50-7.54, 7.38, 7.29-7.35, 7.21-7.29,
7.05-7.12, 5.53-5.60, 5.19-5.27, 4.97, 4.36, 3.90-4.01, 2.72-2.93, 1.97-
2.04,1.73-1.81, 1.47-1.62, 0.93-1.03, 0.64-0.71, 0.54-0.60.

[0405]
Fhef34 ¢ (1R,2R,3aS,10aR)-2-F-1-[(1E,38)-4,4- _ & -3-F F-4- TR H-
1-T J%-1-%:1-2,3,3a,9,10,10a- N & - TH-ZE - [b IR T [F105 PR3- 6- 32 1%

e 2 B UE 25 HomBlE 2 bay - (EHEIE 2 BB
Z2Ef2efEliE 2 bEY) o (TeEBEMAI2SHE Z By Z#0F > #51t
EERERU T ZYMEZERLEY - FHE  HIEZBERGREDER2S
PIB1pT R E 2 EEYRBE2SHBMEEZEEY » [(fEEESFl4—>2
ZHI5—>2F 62 (1> 2F 8-> 2F (T3> 2FH|77—> 2581
— 2% (82— 25 83— 2= HI84MH [F & HAY ¥ lEim Bl - ¥ fE 2
W 5 (% o8 rb (o8 A B A O 1,3- - 2- B - (T35 Bl 255 28 — 2235 14129
ME 2 By 2 #E 0 3 -

HPLC/w & EF (77 8#) * 0.97

MS (ESI, Pos.) : 431 (M-OH)+. ;

'H-NMR (DMSO-dg) :8 7.50-7.59, 7.44, 7.29, 5.99, 5.58-5.69, 4.50-
4.60, 4.42-4.48, 4.04-4.13, 2.90-3.02, 2.69-2.88, 2.59-2.64, 2.04-2.12,
1.87-1.96, 1.58-1.74.

[0406]
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FHEf35 ¢ (1R,2R,3a8,10aR)-2-F-5-%-1-[(1E,45)-7,8,8- = f-4- 78 £-4-
H

%‘1,7‘35‘:\}:?%‘1‘%]‘2,3,33,9,10,103—7\_\‘%‘—IH—%#[b]E%&[f]U%EEE‘:'6'

3
s

fEH2F P84 EiE AL eV E2FH40EE L&Y - (T3
25 f48—>2F 49— F it (7] 1 1/ [F . HEY Z #:1F - #E IS BR L
T2t E 2 EELEY -

HPLCHE B R (S 8#) © 1.194 ;

MS (ESI, Pos.) : 459 (M+H-H,0)+. ;

'"H-NMR (CD;OD) :8 7.40-7.46, 6.92, 5.69-5.79, 5.30-5.39, 4.42,
3.88, 3.85-3.94, 3.01-3.09, 2.71-2.98, 2.34-2.50, 2.28, 2.16-2.24, 1.79-
2.01, 1.71, 1.21.

[0407]

25§85 * (1S,2R,3a8,10aR)-2-FEAL-5- H B 1-({[(2-H B:-2- N ke &) (=
HEOIY SR B RV H ED)-2,3,3a,9,10,10a- N & - L H-ZE 3 [b]38 [k [£]02 B 8-
6-#%2 I HH s

fEH2FHRMHE A LaRESHZH8MEIE Z{E&Y) - (A
2E B3 E 2 H 2 8 0F - FEIESEELEEY) -

[0408]

25 4186 * (1S,2R,3aS,10aR)-2- H & £ -5- B A -1-({[(2- B A& -2- N ¢

\

BN R EOW =R S B EH)-2,3,32,9,10,10a- S G- TH-ZEFH [b1EB R[]
I BF 5% -6- ¥4 % HH i
H2EHI8SHTEIE 2 (L& (2.01 g inhnl,3- ZHAE-3,4,5,6-T0&-

2(1H)-"EBEFE (15 mL) ~ THF(4 mL) > EHIEEE - LAl %E-50TC - REZER

JliE
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HRERF 1057 A N5E = T B #(1.06 g) ZTHF(1 mL)ZAR & > INN6 H
(0.345 mL) » j2-10C MRA2/NE - B R IERGVIRNINEEKE 28 2 1IN
MEKER > MAEECK - JBABRG - DETER - K5 e H s
KIS KR ER INEZRR (R - EITARIE > BRI - MmN EE
BITAECH - LB 4B =10 DEERTER ZRE - #IILERE IR
T2 E ZREEEEYI(1.50 ¢) -

'H-NMR (CDCl3) :§ 7.64-7.73, 7.47, 7.33-7.45, 6.94, 4.06-4.18,
3.85-3.94, 3.74-3.80, 3.36, 3.03, 2.42-2.55, 2.33, 2.19-2.27, 2.12, 1.82-
1.93, 1.62-1.72, 1.04-1.08.

[0409]

% % fj 87 : (I1R,2R,3aS,10aR)-1- H ff £ -2- H & & -5- H % -
2,3,3a,9,10,10a- 7N @- TH-ZRFF [b IR [ [£]95 B 5% -6- 42 B HH i

ER2ZHB6 AT E 2 LaESFHTMEE Z(La? > (FEH
2E P82 FHIOME 2 HHY 28 E > BILERERIIT ZYIEE 2R
=t/

'H-NMR (CDCl3) :5 9.94, 7.51, 6.97, 4.09-4.18, 3.87, 3.40, 3.28-
3.36, 3.13-3.22, 2.56-2.65, 2.47, 2.31-2.43, 2.20-2.27, 1.94-2.06, 1.78-
1.88.

[0410]

BHif136 - (1R.2R,3aS,10aR)-1-{(1E,38)-3-[1-(4-F A E) IR | F]-3-5HK
-1-P M- 1- 5L }-2- FH R 2R -5-FH EE-2,3,3a,9,10,10a- /N G - LH- 35 3£ [b1 3B K [ ]
IS PE S -6- 72 2

fER2FPI8TAEE Z(baE2F P16 EE Z(bat) > EH

55 207 H(EHIEHE)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

\

e

g BB RE2F 0208 2 EaY) » (B EA25MEE 2B
2 e E - FELVERETRU N 2N E L EELEY - F% - HIE B
et M H1-4-8 485 B TR E HES(CASERSE © 1090553-79-9) %
B2 PN0mEE 2 (bey » (MEE2FHIHEE 2 By #50Em &
A e

HPLC/EREHF R (5 88) © 1.206 ;

MS (ESI, Pos.) : 503 (M+Na)+. ;

'H-NMR (CD;O0D) :§ 7.45-7.49, 7.13-7.18, 6.97-7.04, 5.48-5.55,
5.32-5.39, 4.26, 4.04-4.07, 3.60-3.67, 3.01-3.08, 2.73-2.82, 2.43-2.59,
2.42,2.26-2.40, 1.93-2.10, 1.75-1.88, 1.62.

[0411])

EHa 137 © (1R,2R,3aS,10aR)-1-[(1E,38)-3-FE A -3-(1- R H A T £)-1-

ﬁﬁ\kﬁ‘l‘%]‘Z‘E'El%%‘5—E‘El%—2,3,33,9,lo,loa—ﬁﬁ—lH—%#[b]i%&[f] I]E_%

PETL-6-F2 L
FERZ2508TFEE Z(LEMRE2FMT6mEE ZLEY) > R
HiE LB ERES2S026HE Z(Lay) > MEBRERPI2SHEEZH

2R BRI T 2 E ZRE(EEY) - % - HIEZ R
FE (AR E 1SR A AR T e R B (U (25)-2-(2.4- & R WEE - (T58
122 (10— 25 B UM [E 2 H By Z 505 2 -

HPLCZSENSRT(4r8%) - 1.183

\

MS (ESI, Pos.) : 501 (M+Na)+. ;
'H-NMR (CD;0D) :8 7.47, 7.24, 7.00, 6.95, 6.86-6.90, 5.83-5.90,

5.66-5.73, 4.50, 4.07-4.12, 3.69-3.75, 3.38, 3.07-3.15, 2.89-2.96, 2.47-
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2.61,2.29-2.45, 1.82-2.03, 1.64-1.79.

[0412]

EHEI38 ¢ (1R,2R,3aS,10aR)-2-H 4,5k -5-H F-1-[(1E,45)-7.8,8- = &,-4-
B 4-H B 1,7-3% - 1%-1-%1-2,3,3a,9,10,10a- N &- TH-ZE 3 [b1EE T [£102
PEHE-6-F2

(EH2EH8TAEE L LEaYRBE2F 40 EIEZ(LEY) - (T8
B2 2% 48— 2 F {49~ E G 1 1EE ~ BRY Z #1F » FILERE R
T2 EZEELEY -

HPLC/EEIERA(5r88) © 1.163 ;

MS (ESI, Pos.) : 491 (M+Na)+. ;

'H-NMR (CD;OD) :§ 7.47, 6.99, 5.63-5.72, 5.42-5.49, 4.07-4.12,
3.64-3.71, 3.38, 3.06-3.14, 2.81-2.90, 2.36-2.60, 2.22-2.32, 1.81-2.01,
1.64-1.76, 1.20.

[0413]

B39 1 (1R,2R,3aS,10aR)-5-5-1-[(1E,38)-4,4- — &,-3- ¥ H-1- ¢ 1% -
1-E5]-2-F 5 56-2,3,32,9,10,10a- N & - TH-ZE - [b1 IR [ [f105 PR 3 - 6- 72 BiE

ERHEBERABES2EHT6mELE Z(LaY) - (I E MK
RE2Fp6MEE 2 (LEY » MEEBEEHPI2SHEE 2 BrY 2 #81E -
IESERU T ZYMEE 2 EBLEY - 5% > HECERGHEDERS
EF33FAEE (LEVRBESFHBFMEE(LEY  (THESF 4
2Z 5> 2F {6 —>2F 1> 2% FI8—>2FH73—>2F (86— 25|
STMIE  HAY <~ #RIE T B Mg - BHE BB BR A #E I H2.2- S o His
(CASHR5E * 50889-47-9)RE2FH10fEIE Z(LEY) - HEEHRSEHI11

26 209 HEEHRIAE)
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ME 2 B8y 2 BE i 8L -

HPLCHE B R (S g#) © 1.137 ;

MS (ESI, Pos.) : 481 (M+Na)+. ;

'"H-NMR (CD;OD) :8 7.38, 7.10, 5.77-5.84, 5.68-5.75, 4.17-4.24,
3.71-3.76, 3.37-3.39, 3.09-3.16, 2.87-2.94, 2.50-2.68, 2.00-2.10, 1.65-
1.99, 1.31-1.54, 0.94.

[0414])

e 140 : (1R,2R,3aS,10aR)-5-5,-2-FH &, £-1-[(1E,4S)-7,8,8- = &,-4- 5%
B4 HEE-1,7-% T 0%-1-%51-2,3,32,9,10,10a- N & - TH-ZE 3 [b 1B [ [ B
L-6-72 %

{fE HEE  BERS UE 2 F M40 Blis 2 (L&) - [(T5EB2 5 (48—
2EZ 49> VHEE 2 HoY 2 #0E > FBIILESERU T ZYMNEZ
EELEY) - F5 > HIEZERGHENEASSHB33 M S 2 EEaE
2EPPBAEE ZALEY) MR 2F 425 F15—> 25 (6257
—>2Z (8> 2F{13>2% 86— 2 F HI8TMH A 2 HEY Z B ET 2 -

HPLCHS SIS RS (53 48) & 1.142 ;

i
/

MS (ESI, Pos.) : 511 (M+Na)+. :

'H-NMR (CD;OD) :8 7.41, 7.11, 5.64-5.73, 5.42-5.49, 4.17-4.22,
3.64-3.72, 3.38, 3.08-3.17, 2.80-2.89, 2.72-2.78, 2.60-2.69, 2.35-2.57,
2.22-2.32,2.02-2.08, 1.63-1.97, 1.20.

[0415]

2 ZH88  [(2S,3R,4R)-2-[(4S)-2,2- _HE-1,3- SR IE-4-F]-4-

{[(2-FH E-2- N B ) () WY e B 1 SR AR DU - 3- DRI B | £

26 210 H(EEHHRIAS)
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{H FH2-[(2S,3R,4R)-2-((R)-2,2- " HH A:-[1,3] & JE B8 T e -4- ) - I
SR -3-E 1 ZBE(CASER SR © 385841-97-HRE2F ML LG
Yo (T2 EGIOEE 2 BRY 2 #R(F - BEERLLT ZYEE 2 -G
G -

'H-NMR (CDCl3) :8 9.67, 7.58-7.64, 7.36-7.46, 4.53-4.56, 4.05-
4.11, 3.89-3.95, 3.72-3.78, 3.55-3.63, 2.92-3.00, 2.82, 2.42-2.49, 1.40,
1.31, 1.03-1.08.

[0416]
2EH189 ¢ ({(3R,4R,58)-4-JH N A-5-[(45)-2,2- "B A-1,3- A FEIE T
-4-BL DU & - 3- IR I AL } 480 BE ) (2- HH Bk -2- PR e A ) R B BY e

(EH2E P88l E (L EYRE4- IR -3-F-2- K- FHE » (T35

B2 3AHE 2 BB 2 #84E - BEERUT 2V E ZEELEY -

'H-NMR (CDCl;) :8 7.63-7.67, 7.35-7.46, 5.74-5.84, 4.99-5.11,
4.37-4.41, 3.96-4.02, 3.79-3.88, 3.50-3.62, 2.56-2.64, 2.28-2.36, 1.92-
1.99, 1.52, 1.38, 1.32, 1.07.

[0417]

2754190 * ({(3R,4R,55)-5-[(45)-2,2- B A-1,3- A FEE NN -4-4]-4-
(1-PA M- 1- ) U - 3- R IR R ) & ) (2- FHRR-2- N e ) R B foe

ReZ P8I RS Z(E&P(4.59 g) ZHZAEBO mLYFRT » RE R
TR EAR G =(=FE)E (I)(CASHRFE © 16971-33-8 > 0.45 g) »
60°C T HEFEA/INES o 5 [ IR B 4 - FE W B E R REITE(EC K
iz 2 B5 =90 1 10)&{LATER 2588 > #EILESEELEm4.45 9) -

[0418]

5 211 HEEHIESHE)
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SHF191 : (3S,4S,55)-5-[(48)-2,2- " EHE1,3- " EZEEB IR -4 5L ]-4-(1-
N - 1-55) T g - 3 -0k i Y i

fEH2F M0 EIE 2 {ba?@4.45 9gREBE2FZHTMEE 2 {t&
V) (fEEBl2E R8> 2F 1> 2FM2MHE 2 BB 2 #(F > 5L ES
AT Y E 2 BB EE(1.51 g) -

'H-NMR (CDCls) :8 5.51-5.64, 5.33-5.41, 5.23-5.31, 4.39-4.45,
3.94-4.10, 3.76-3.92, 3.61-3.70, 3.30-3.38, 3.06-3.12, 2.70-2.75, 2.05,
1.68-1.68, 1.65-1.74, 1.53, 1.50, 1.34-1.41.

[0419]

S92 1 (1S,3aR,10aS)-1-[(4S)-2,2- " HE-1,3- S5 IB K E-4-5]-5-
HHEE-1,3,3a,9,10,10a- /N SR HE[3,4-b][ 1154 05 Be Bz -6- 32 % H s

ER2EF 61 RS 2 baZE2F2mElE (LY [TEEH
S2E{36—>2FH37T—>2FFH38F[FE « BBy Z#(F > FEILIEGE LT
e 2 EEEEY) -

'H-NMR (CDCl;) :§ 7.48, 6.96, 4.43-4.49, 4.04-4.16, 3.95-4.02,
3.85-3.88, 3.04-3.13, 2.76-2.88, 2.41-2.45, 2.21-2.37, 1.94-2.06, 1.44,
1.37.

[0420]
£ 25193 : (1S,3aR,10aS)-1- H i £:-5- H £ -1,3,3a,9,10,10a- 7 5,505 3
[3.4-bI[ 117 H- 15 B3 - 6- 35 i HH i

(E2ZH92mr 8IS “ (E&Y)(3.0 @) /BT LB L B5(45 mL) ~ THF(15
mL)F - JR0C T ot A uE g (2.64 mL) » FrE0m NEFE2/NE o #IE
LT EY) > B IRRE AR KB KRS A1 2 21 2 B - 68 BT A B2 $h 7K

55 212 H(EHIEHE)
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BRT > NAZBZBEETEER - /A ROk o KRR
NFZERTR o TR > REBIRERE - By BEREITAECK
iz ZB5 =90 10—50 : 50—1 : 1O)F(EATIERR Z5E - #5ILESER
N2 EZRELEEYI(1.T1 g) -

'H-NMR (CDCl;) :5 9.77, 7.54, 7.01, 4.32-4.45, 4.22-4.26, 3.88,
3.13-3.24, 2.65-2.74, 2.41-2.47, 2.07-2.18, 2.07-2.09, 1.87-1.97.

[0421]
FHEfI41 © (1R,3aR,10aR)-1-[(1E,3E,4S)-3- 8 £k -4-HH B -1 -3 1 - 1- £ 1-5-
H%E-1,3,32,9,10,10a- NG HEIH IE[3,4-b1[ 1148 HE 18 B 35 -6- 5

[1E63]

HOOC

; .\‘\\\\
Mv

OH

ERZFHI93FEE Z(EGYI(550 m)UEF 2= HT6mEE Z(LE
Yo A - (2- I R L3S - EL B AL )- B BE FR (CAS 4R 5% © 39850-01-
6> 582 mg)(UEZFH26FEE Z(LEY) > (EH(R)-2-H E-CBS-ISHE
WE AU (S)-2- B -CBS- ISP afe - (38 B G250 (5 2 H 8y Z#:1E
LGB AT 2V E 2R e -

HPLC/ERABFR (47 88) © 1.15 ;

MS (ESI, Pos.) : 411 (M+Na)+, 371 (M+H-H,0)+. :
'H-NMR (CD;OD) :8 7.47, 7.02, 5.77-5.84, 5.59-5.66, 4.47-4.52,

4.42, 4.20-4.25, 4.08-4.12, 3.93, 3.08-3.16, 2.67-2.76, 2.42, 2.07-2.14,

55 213 H(EHIEHE)
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1.91-1.99, 1.77-1.86, 1.49-1.63, 1.22-1.43, 1.06-1.16, 0.86-0.95.
[0422]
EHiH41-1~41-3 :

fER 2= 093mEliE 2 (L&Y E2ZMT6mBliE L&y - M
HIE 2 BB E 2F 026 EE 2 (baY) » (M ERAI25HEE 2 B
Y2 $fE > $ELEGERL T oYM E 2B EEY - 3% - HIE 2B
BERAFLEEY » HAAHLEYE B 2EH10—>2F 4 11HE 2 B
Ay #R R T L4 -

[0423])

Ehafl41-1 : (1R,3aR,10aR)-1-[(1E,38)-3-(1- T BB T B)-3-5F8E&-1-IN )%
-1-E)-5-H%-1,3,3a,9,10,10a- X @ BRI H-[3,4-b] [ 1 1A H 15 BE 52-6- i g

HPLC/w S BF (77 #8) * 1.25

MS (ESI, Pos.) : 437 (M+Na)+. ;

'"H-NMR (CD;OD) :§ 7.50, 7.03, 5.82-5.90, 5.64-5.72, 4.48-4.54,
4.42, 4.21-4.25, 4.07-4.12, 4.00, 3.08-3.16, 2.67-2.75, 2.43, 2.03-2.15,
1.91-1.99, 1.76-1.89, 1.55-1.74, 1.26-1.44, 0.91-0.98.

[0424])

Ehfl41-2 © (1R,3aR,10aR)-1-[(1E,38)-3-FA-3-(1- KA LR T £)-1-§
f-1-7£1-5-H ££-1,3,32,9,10,10a- /N Z LI H[3,4-b] [ 11 FH 15 B 3% -6- 2 iR

[{£64]

5 214 HEYIEHE)
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HPLCH IFR (47 88) © 1.138 ;

MS (ESI, Pos.) : 473 (M+Na)+. ;

'H-NMR (CD;0D) :§ 7.50, 7.24, 7.03, 6.93-6.98, 6.85-6.91, 5.98-
6.05, 5.71-5.79, 4.50-4.56, 4.41, 4.20-4.25, 4.07-4.13, 3.08-3.17, 2.66-
2.76, 2.24-2.46, 2.05-2.13, 1.92-2.02, 1.61-1.86.

[0425]

Ehafl41-3 + (1R,3aR,10aR)-1-[(1E,3&,4&)-3- 5 F-7-H A -4- (=& H £)-
1-3EH-1-561-5-%£-1,3,3a,9,10,10a- N G LR 3 [3,4-b ][ 1 | HE H 1L R H1-6-
R

HPLCH IFR (47 88) © 1.201 ;

MS (ESI, Pos.) : 439 (M+H-H,0)+. ;

'H-NMR (CD;OD) :§ 7.46, 7.02, 5.84-5.91, 5.73-5.79, 4.46-4.55,
4.42, 4.20-4.25, 4.10, 3.08-3.15, 2.66-2.74, 2.42, 2.18-2.29, 2.07-2.15,
1.90-1.99, 1.76-1.88, 1.49-1.71, 1.27-1.41, 0.91.

[0426]

EFHif42 © (1R,3aR,10aR)-5-5-1-[(1E,38)-6-38 T £ -3- ¥4 T EL -1 -
C%-1-£1-1,3,32,9,10,10a- 7S SR IE H[3,4-b] [ 11K H 15 BE3-6- 74 %

fER e 2 BERAE2FHT6mEE 2 (LaY - R E B

RE2EF P26 8E 2 LEaY) > (TEEPERMSEE 2 B 28 (E - #&

26 215 HEEHRIAS)
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IWESE R T 2 E BB EY) - 8 HE BB GERER2
FH91FTEIE b aMRE2FH2MEIE 2(LaY) - (ER2E 013368
BEALEYNE2FPIBHEE L&Y » B2 EH4>2F05—>2
Fhl6—>2FHT—>2FHIO3MHE 2 BHY I RME o B E 2 B %
o {8 Ha-np FHERER T e T B2 ZBE(CASERST © 915203-87-1) (U 25
10Fr8liE 2 &) - e 2FHIMHEE 2 iy 28 (Eifn 8

HPLC/EEIERA(5r88) © 1.184 ;

MS (ESI, Pos.) : 415 (M+H-H,0)+. ;

'H-NMR (CD;OD) :8 7.43, 7.14, 5.76-5.83, 5.65-5.73, 5.09, 4.84-
4.91, 4.46-4.56, 4.21-4.26, 4.11-4.16, 3.10-3.19, 2.74-2.82, 2.24-2.36,
2.13-2.17, 2.02-2.10, 1.79-2.00, 1.53-1.67.

[0427]

B HEBI43 © (1R,3aR,10aR)-5-%,-1-[(1E,4S)-7,8,8- = #,-4- ¥R KL -4- B K-
1,7-3% —¥%-1-%:1-1,3,32,9,10,10a- 75 G5 £ [3,4-b][1 | 3 H IE g i -6- ¥4
%

(o Y E < BERE B 2B P40 BE 2 &Y - [feEBl2H (48—
2EZR49—>FHRMIIERE 2 HOY 2 #80E - FBIILESE R T Z2YME 2
EELEY -

& HIECERGEDENZ2Z 0 MEESE A EEYRE2F 02
Frelis ZEEY) - R 2F 425 05>2F 6> 2FHT>2%5
19348 [ B HY ~ BRI L0 -

HPLCHSSIRE R (53 88) & 1.121 ;

W

O

MS (ESI, Pos.) : 467 (M+Na)+. ;
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'H-NMR (CD;OD) :8 7.47-7.53, 6.98, 5.83-5.92, 5.49-5.57, 4.64,
4.35-4.40, 4.22-4.28, 4.03-4.08, 3.23-3.29, 3.07-3.17, 2.86-2.96, 2.33-
2.56,2.23-2.31, 2.06-2.20, 1.78-2.01, 1.66-1.75, 1.19.

[0428]

SEIRG L PI1 © S EARIYIIR R 28 2 B A M < HIE

{5 P 73 ol 52 i) 2= 2R 2% e A Rip A1 R 3R <2 88 < CHO 4l Hfg (EP1-CHO -
EP2-CHO -~ EP3-Cheml - EP4-CHO X IP-CHO) » ¥ JAEP1 ;xEP3 » [L4f
AN S5 R EEE B HE 1 - Y EP2 ~ EP4 K IP - DLAH A A B8 B T B& (Cyclic
adenosine monophosphate » DL NfHEE AcAMP) EA = HTEE - 7R
b &Y & AT YRR 2R 286 2 R EEDE M -

[0429]
<AL &Y >

R b &Y KB Y E (PGE: K 7% BT A 3R ) 75 g s — HH B ap b
(DMSO) & > 2 ff10 mmol/LIE R - AT#fF 2 10 mmol/LIZ R it (i A i fiF
A (EHIDMSOETEEME - &OHE HERERIEAHL wivie NLUEH
EH(Sigma/y &) ~ 2 umol/LIg[IL:3E 3 (Sigma/y &) ~ 2.5 mmol/L N &7 Kz
10 mmol/L HEPES-NaOH(pH {& 7.4) -2 Hanks }% & (Hank's % # B8 7%
& )(Thermofischer scientific /Y E))EOHIE A EE A R2(EH0.1 w/ivl A
MEFEEH ~ 2 pmol/LEEE 5 F (Sigma/y F]) K1 mmol/L 3-F T &-1-FH A&
=05 (Sigma/y 5]) 2 D-PBS(Nacalai Tesque 2t B)) Mt (& L &g

[0430]
<HEBDEMORE >
(DEP1 K EP3JE 14 1 7€ (A A A £5 72 FEE M 7E)

5 217 HEYIEHE)
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M AE N $5 - FE {48 F{Calcium 6 Assay Kit(Molecular Devices/\ &) #
{TRIE - B HREP1-CHO & EP3-Cheml » JAHIE Bil — K &% /2 ZR 4 A g 2R
R ANELS 9.8 vol% i E(56°C » 304788)FBS(Thermofischer scientific/y
g]) K7 B & - ## il & (Nacalai Tesque 22 7] ) Z Ham's F-12 5% & &
(Thermofischer scientific/NE))H » DAEFLL.Ox10°{E4HREE 2 /U HEFE R
96 FLUVAR » R5%COF/ET ~3TC THERE - NHEEREREZE
B ININESHNE & R SRR I A 2 578 sk 120 b o A EDR ~ O
TEEAUNG - B8 VNG - FH96FLUVIRE L& 77 e e E 5T (FDSS-
7000 » Hamamatsu Photonic/y 5]) F » JAIEMAEA 5B - /RHI30 pL 2
BESERE BN < AT H & &SR VETIE - AR RERIE
S FE M BT AR IR 57480 nm 2 3258 » JAIE 5S40 nm 2 B2 55 E i 41T -

[0431]
(2)EP2 ~ EP4 R IPH B EENEHIE (cAMPEE 2 A %E)

¥ X EP2-CHO ~ EP4-CHO K IP-CHO - JA I E & KK /2 BR 4 A i
Ao RN EE2 nmol/LEEFZNEE 2 D-PBSH » jY=0 N#E(T500 g ~ 377
ML AR EBER - BENAMEREEER2E - DLEFL
2.0x10°{# (EP2-CHO) ~ 5.0x10*{# (EP4-CHO) 2 1.0x10°{f# (IP-CHO) . 4H
A 2 0o BILA10 pLop FE Y384 LR « AHI20 pL 2 B& ZiERE 2
B 2 O E & A IR2 - R EDR T RIE NG - cAMPIRIE 2 HIE {558 H
cAMP HTRF HiRangeZE4H(CIS bio International /Y 5)#E(T  {ZIEELHT
W& Z W25 75 (Two step protocol) » Sy VRIS pL &% ZEAE &% 1% (Lysis
Buffer) #% ¥ 2 cAMP-D2 [z Cryptase » R ZE A THEE1I/NE - B&E1/NEF

& > {#HSynergy Neo(Bio teck /2 F] ) HIE LA340 nm 28K 2620 nm k2 660

26 218 H(EEHRIAE)
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nm [N ZWffE] o7 PO o K HE{E (TRF ratio) »
cCAMPEE -

IR N GET R

[0432]
<&ER>

PR LU E R E A L &P S YR R 288 2 E RS
M o HEP3AZHG Z BN EIE M (ECsolH) L MG RN R L - HEPL »
EP2 ~ EP4 R IPZ A8 2 BB EME(ECsolH) Z ME S TR R2 - ATHERT
KPR AR LEYE RS HEP3Z 88 2 580 2 M EEEM: - HAHE

& EEPL ~ EP2 RIPAZ G 2 BRI ME - B EP3SE M M B B S 4

[0433]

[Z=1]
SEYE EC50(umol/L) SEYE EC50(umol/L)
Bt 511 0.01 EHE{526-9 0.05
EHE3 0.02 EHiG126-17 0.02
Fh7-13 0.02 EHi5126-19 0.03
F i 517-30 0.04 B Hi 1512620 0.05
Bt 58 0.03 FHEl26-21 0.02
Bt 59-5 0.03 B 5128 0.03
Bt 510 0.003 B 15]28-2 0.01
BhEfki11 0.01 EHE 32 0.004
12 0.01 EHi{532-6 0.02
Bt fs13 0.01 Bt fo41 0.01
EH525-7 0.05 EHG41-2 0.01

55219 H (SRR E)
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[0434])

[722]

A A EC50(umol/L) NS EC50(umol/L)

E P > ¥,

2L EP1 | EP2 | EP4 | 1P 2L EPL |EP2 | EPA | IP
i 3.5 1 63 004 ] 69 B 526-9 >10| >10]| 08 | >10
=Hif3 73 | 62 1002 | 3.1 | &mif26-17 | >10] >10] 06 | >10

Ehu17-13 6.3 14 | 09 | >10 Ehif5126-19 >101 >10| 0.1 | >10
EE517-30 >10 >10| 1.5 | >10 B 5126-20 >101 >10| 8.1 | >10
518 27 | 72 1002 | 7.4 B 5126-21 >101 >10| 6.6 | >10
B 519-5 >10]| >10| 86 | >10 5128 >10 >10| 1.1 | >10
=y >10| >10| >10| >10 B f5128-2 >101 >10| 04 | >10

=i >10| >10| >10| >10 5132 >10]1 >10| 7.8 | >10
FHEE2 35 | >10| >10| >10 Ehi5132-6 >10| >10| 25 | >10
Ehi13 >10| >10| >10| >10 41 >10| >10| >10| >10

EH125-7 >10| >10| 5.7 | >10 Eh41-2 >10| >10| >10| >10

[0435]

SEHE A2 - AR aPIERAEE KRR T 2R EES R
= flHI{E A Z7HE

[0436]
< g B R >

i A 68 M SDT Fatty KB (CLEA Japanfie{n AR E]) - A
BUALLE - 8HEE ~ 168N TR - i EHmHEeE - B hi@K iRt
TEIESY) > & T E #2610 CRF-1(Oriental Yeast Industry iz {75 R 2
g]) e

[0437]
<8I E>

RIETARBYE Z2RARBWCERREEET o 24/ 8RR - 10
TallYE 2 —RMNERBES KRB - ZRSEIRKBEH/K
HLEEETEE(ACR) R B 2P E - FE oy Btk T oo -

26 220 H(EEHHRIAS)
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[0438)
<sBYE KT >

LS mL/kg&% O T EHEHI9-5 ~ 10 ~ 11~ 12~ 25-T K32 2L EYIGA
B LA RAE B /B Z RS K (CRIR B EERp AIR A ) — K Kig T
Fill & FCE R3S -

[0439])
[Z23]

HEYE  [Emyke)
EHaf9-5  [0.1-0.3
10 (0.01-0.1
FhafE11 [0.01-0.03
FhafE12  [0.01-0.03
FHafE25-7 (0.003-0.01
FhafE32  (0.03-0.1

[0440])

< ACR ZMIZE >

AMERBEB/RABEEEACR) LIFHE S SV 2R A ES R
E - RTABYER > REBVUCERE#HEED > 24/NFKEK - (EHEEY
fréc B 7180(Hitachi High-Techf (AR A FDMER B & B K RHLEEEF 2
ZiRE > ARBEERERURIEENREMELACR -

[0441]
<&ER>

i AE G RN R4 - ATRERY - R RCECZ A SER L P PR 7 5
RRBFEANGRTEESIREE Z/EH -

55 221 H(EYIEHE)
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[0442]
[F24]
ACR(ug/mg)

BB s Ly (mean) SRR

(S.E)

i 7 7604.9 978.4

BHi19-5 0.1 mg/kg 7 4691 .4 415.8

0.3 mg/kg 7 4466.2 649

i 6 1699.9 311.4

Eh110 0.01 mg/kg 6 909.3 203.7

0.1 mg/kg 6 751.6 175.3

i 6 1822.9 811.5

Bl 0.01 mg/kg 6 1010.5 183.4

0.03 mg/kg 6 575.3 114.9

i 6 7874.4 1459.6

B2 0.01 mg/kg 6 4602.3 517.1

0.03 mg/kg 6 3887.3 533.3

i 6 3419.8 504

EHEE125-7 [ 0.003 mg/kg 6 3217.6 382.8

0.01 mg/kg 6 2331.6 314.3

i 6 5709.6 359.2

Fhi132 0.03 mg/kg 6 3391 391.2

0.1 mg/kg 6 3086.1 324.2

[0443]
ZEWHE W3 ¢ AL SN KES/ 6B YR IER > B85 > §8 N 8%
ST A

PRHEMERE - SHEARZIL eS0T VR 2 BB E 2 i8N EE
o i AS16%E VPR R AL (E A8 M Bm R A - SR B M B R B AW
BN EEREE( (EEAE S - TR AEEEZ(Am J Physiol Renal
Physiol)) , 20224553224, 695, F639-654F) -

[0444])
< f) & R >

HCLEA Japanf {3 AR A& ASHEE 2 Il © Wistar(Wistar) K

55 222 H(BEYIEHE)
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B R EER - RNEMESE - BRBK 2R TEESY -

[0445]
<5/6% Ulkx >

RAEEEEEBE R ERAEE ZTHRKE - MERER - LU
k£ 60 mg/kg 2 /5 F LA1 mL/kg 2 | & 5 RE BE W #& T =] 0] & EE 2% #R
(IONAL SODIUM - HE& Theln AR T ETREE - A5 sEm HAY - o
AIPA4 mL/kg Z W& F2 T & T T ZRBER(0.01 mg/mLAER - KRS
AR AE) - KRKEALMIEE 2 F81% - HIHEM L8 Kisodine JF
o UIBHAEMNEEEAT R - (EAKHIEESBFK MR > VIFREY
237 F o BRUIBRE B E M & 45 (SURGICEL) - fEFZ IR M & - F2 5 2K
$H o R BRI 2 REEL - @S VIBHE - KH > £L0.04 mg/kg Z &7 T %
THEmAE L T RN - AT UIRRER 1ER - AERER - N EH
(Mylan B EE e (A IR A B AEE T > £L0.04 mg/kg ZHE K THRT T
ERYEN - AR KEAAER 2 EE%K - AHEHALE Klsodine/H »
VI AREEEAE L - @ AT IFIRGEE IR - VIRREHEEG
B @GV - XH > 210.04 mg/kg ZHIER T 1T HIMEE L T B R LE
o

[0446]
<8I E>

A B VIRRMT&E @6 %R - ANRE ~ MFKER(BUN) ~ MFHLEE
AF (S-CRE) ~ [ & 48 g [ B (T-CHO) ~ ARG (TG) ~ R & E B (U-
TP) ~ R HEH (U-ALB) ~ HLEZEFBFRZR(CCr) M EE - DUESHHEZ
MBI EEAMNE L T UET2H -

26 223 HEEHRIAE)
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[0447]
<sHBPE T >

KB E RIERNE 2 ENAKRKEHER HARASF)LLS
mL/kgEGREOF T 1R - FERSHE - KT RIS E RS -

[0448]
<AL B AE >

Fe MR B RAFIRE RSN ST TER M - &F % B U 110F 7 B
B (BD Microtainer)§ » L7 B - BFMIEF - BRERIK - AT E
A [ 88 R} KoK Z ik T B K B XS 58 (CLEA Japanfg {77 A R A =)
FEJ24/ NFER IR

HEG 2 REAETE O BEEFRERIZE - FHET
7180 & 84> H74E B (Hitachi High-Tech Fieldingf% {5 A R /A F))HEBUN -
S-CRE ~ T-CHO - TG ~ U-ALB - U-TPR R H fl.E4EF(U-CRE)EFE -

[0449]
< B 9 T 4 A B A >

R EE B E E 10 vole R & R SR+ - IIREH 7L
AR EEDR » BEEHRANR-PLH&E) & ~ Bl -Z K
(PAS)Zy ¢t ~ B M FE 2R /N op AL DU RBZ $R (PAM) 2L B8 S Ak = e (MT) L 1
Ko OB NEEMES ELR > sTRUR EZ 2B/ N R 2 E
LZFNE /N BRI A PSR 2 BN Z BR R -

[0450]
<&EFR >

AN EZTE > FHEASIF(EEYR RES/6F U REA 518

5 224 H(BEYIEHE)
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(52 AR N EERL - i B IR TRM&EER 2 F24/ N L IRTPTHEB DT E
ZHEGERRINERe » #Ul/ EZ2EE/NRT 2B /NERRBER £ 2 EER
AN RT - RFGE CABFLEVHIFIHRESE 2R PFEESTEE 2
BT BB RS N RN £ 2B/ Z R - BRI AT hERY - A%
LV AEAREREBINENEEIR) ZTH K/ ECEHEIUR -

[0451])
[=5]
SEEE | BlEmg/kg)
EHEGI10 | 0.1
FHiH11 | 0.01-0.03
FHif112 | 0.01-0.03
[0452])
[26]
e e PR H ZE HHEH 2 (mg/24 h)
> s FOT e
s E il 2l e SE.
Hid 8 75.90 7.98
FHA10 | 0.1 mgkg 9 35.47 6.52
-~ 0.01 mg/kg 9 46.01 547
BB make | 9 37.94 374
e 0.01 mg/kg 9 66.09 8.81
B2 0 make | 9 44.16 6.24
[0453])
[#27]
EX >4 2 PavArg:4 >
b EA L T P i, =] /J\ﬂ@%ﬂ%iﬁﬁa(i IZIB =] /J\BJ_{EPZ%)
s E il 2l e SE.
Hid 8 38.69 1.99
FHiA10 | 0.1 mg/kg 9 27.33 2.67
2y 0.01 mg/kg 9 27.65 2.14
HHEI = 0 make |9 27.07 1.07
e 0.01 mg/kg 9 27.67 2.56
HHEN2 0 0 make | 9 2635 1.94
[0454])
LM E R4 - RIS RRERFEERER K E A 258 N SRS
5 225 H(HIRERHE)
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Y1 7 2 TTPEU 6 FR 935 #0781~ s M SDT.Cg-Leprfa/JttIc1(SDT-fatty/Jcl -
CLEA JapanfE{3A R T X B < B HIE BBy - 2m & THK - fEE &
REHE PRI PE B A o JOARE R R RE (A B L &) s PRI M B R 2 88
NEERY o FRECHY T < TIADNE PRI IE AT » AR A o o] 385 22 1] B il PR 1
% £2 % H (D, > BF £ (Clin Exp Pharmacol Physiol, 20224F, 5494, %4
5%, 5492-500H) » &R ] AEREE A S IR L &) HPE PR IR 1 B R 2 38
FH o] g 2 fEAY o

[0455]
< )& R >

5 CLEA JTapanf A48 > If 4 SDT.Cg-Leprfa/JttIcl(SDT-fatty &
) N ER - NEBRE - BRWKZGETEEHY) - 8 EZER]R
% T ta)F} Purina5008(Japan SLCHE{7HIRAF]) - HEZHE 2 HE VIR
®“IA RIS T /K BEEVUR1IARZRS T0.2 w/vh NaCUER -

[0456]
<HEEUkRLEE>

HiMbeaE R - AERE » PRER MylanBLEEHS (7575 R A 5) AT
ET 0 LL0.01 me/kg ZEIE R T T EFRYER « LR KBGHEE 2 F
B21% > FHEM LB Klsodine’)H% » UM AHIEHE LSBT - HES
G EEIRFARGS B DAbm - VIRBEAES - S VI - XH - £L0.01
mg/kg < B E 2 M & TR EE < T A FYEA -

[0457]
<JrégRJiE>

IHE B VPR EIER T rH - BB E - MBRER(BUN) ~

26 226 H(EEHHRIAS)

C263865A.docx

113108935 FEHESE A0202 1133176295-0



202440095

& AILEZ BT (S-CRE) ~ [J% &8 HE & A% (T-CHO) ~ [ & (GLU) ~ F1 ¥ f5
(TG) ~ PR EEEH (U-TP) ~ R HEH (U-ALB) ~ ALEEETE R (CCr) »
PAE 4R 2 Rt 28 o P EE A E 2 R ET 4 -

[0458]
<sBYE KT >

B f125-7 ~ 10 ~ 11~ 12 2 L&Y BLE 5B R ME RHER R HIH
8% 2 % /b (30 me/kg) K2 AF ey Ay B s 55 41 61 28 2 RN FE 510 (10
mg/kg)GfH - RGO T IR - FERSHE - Ehiaf125-7 ~ 10~ 11~ 122
{EEYI & VR 73 RS R R RS K ORI B8 TRg R AR A EDHH » |
AR FI R REIFE TN 0.5% B AL 44k 5 K (FUJIFILM Wako Pure Chemicalfi%
mAERAEDS » BEHEE TR - HR-145 > DS mL/kgBREOXTER
7SI ECE R F125-7 ~ 10 ~ 11~ 12 24EEW 2T E TR K= > B
2.5 mL/kgBRETHE T B RAIEHE 2 " EHI0.5% HEBER AR —
R FERESIE o HEE-24HT 0 LL2.5 mL/kg 2 & TR E & K& O T IARR
ER A KF 2%/ (30 mg/kg)—R > LA2.S mL/kgZ e THRIE®GRLED
TP ROETN0.5% A S 4E R AR 2 RHFEF1I% (10 mg/kg)—RK > LL2.5
mL/kg Z & THIEGRE X TER/REREI25-7 - 10~ 11~ 122{EEVZ
ERES K — - FERE8HE - BiE TR EC & %8 -

[0459]
<AL B AE >

Fe MR B RAFIRE RSN ST TER M - &F % B U 110F 7 B
B (BD Microtainer)§ » L7 B - BFMIEF - BRERIK - AT E
W [5G gk KoK Z AR E T - FR R B AU RE TP 24/ NI R R~ BHUS Z FRER

55 227 H(EYIEHE)
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AEITHEE L HE o B FOREREYRIE o fEFHEILTI80 8 8y AT
(Hitachi High-Technologies) il & BUN - S-CRE - T-CHO - TG - U-
ALB -~ U-TP » GLU L U-CREFE -

[0460]
<GEH >

AU EZ L FHE AR RSN PERE M SRR 2
H o R E & TG ES % ~ MIE NLBEET (sCre) )R & 2 AIE &5 For i 2R 9
K10 - fHE IR -240 » N T ARSI L&Y 2 dH e 2 2 105 FLBE BT
(sCre) 2 FAHIFIRER - BIL PR - ALY EATBEBIOERKR
M BIR) < TRPG R /BOE R RUR -

[0461])
[Z=8]
SR E i & (mg/kg)
Fhf525-7 0.1
B0 0.1
B 0.01-0.03
B2 0.01-0.03
i 30
RLFETF 10
[0462])
[Z29]
R N o SEANEE /dL
PR SEE | BB | I i@%ﬁ’ﬁ“@@ﬂmg o
-1 9 0.62 0.05
i EHHE-2 9 0.56 0.02
RAET Fhif125-7 | 0.1mgkg | 9 0.45 0.01

26 228 H(EHRIAE)
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[0463]
[#210]
R \ N MEHEE BT (mg/dL)
gz =B oy 1
-1 9 0.58 0.03
Hid-2 9 0.59 0.05
bt FHiF10 | 0.1 mgkg 9 0.50 0.03
SAZ S H
! i wrrp) |00l mekg | 9 0.46 0.01
REIEIE 0.03mg/kg | 9 0.47 0.02
e 0.0l mgikg | 9 0.51 0.02
e A |
A2 03 make | 9 0.45 0.02
[0464]

SEF G5 © AP LEYI AlportfiE (FEREIE /)N B i 2 #8 N BE ST ik
{55 FH 7 By AlportfiE {2 B 2 BB E N AYCOLAAS BBk /NG, » 3P A 2505
(LGP Alport i {5 B > BE N BERY « AN B PTBRZZ 51 B Alport i {2 B 22 5
¥5{l > B2 (Biochem Biophys Rep, %124, F 179, $£81-86H) » 1A
H] FIEREAE A b & AlportE M BE 2 B nTRe 2 fR AL -
[0465]
<@V 2 ER >
{65 I 1 B A BN BB BRI ME COLAAS BB NI FR /N8 A » 18
FET - MRET ZERE > SE#EMECOLAASHEBEE R AR /NG -
[0466]
<GB RG>
KRS 2 B 8 HiReE - B BoK 2RO TE®E - 4 T8k CE-
2(CLEA Japan)
[0467]
g IE>

LU S eH 6Bl < A8 E - IR B EA/RTHIRRE L EE AT 2

55 229 H(EHIEHE)
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FEC ERYEET o R EXSUS10.0& Jiti 77 4 -
<sHBPE T >

KB E RMERNE Z EFHHK(REHER HAHRAE)LL10
mL/kg& R 1R ~ FERF17H -

HIE-32H P ROES HKLI0 mL/kgEREORT 1R ~ FERFLTH -
HEE-44H 9 - FES FKBEE BB RME RRR AMGEE 2 L HIVIE 2%
TR HIAS mL/kgHE&REEG » ERED/TIRX ~ FERFITHE -

FFRERMI2ZLEYEERE RMERER 2MIH8 2o HbiE
I RS T RIS mL/kgHEERE  BREOE T IR - FERF17H - &
T REENELL -

[0468]
<AL B AE >

RBNTI/NE 2 BRFIRVIGE /N - {55 B I A1 A BE %5 (hematocrit) T 4
EETTER M - BIMRETEE L o BEM S MmEE - BERERIR - 70 B i
[i] 8% Bk KK 2 R F T - /N AU SE R T &Y 16/ N 2 BRFR - LS
CIRIEAEITHE LB B E EBRENHE - EHHEIL71808 8 i
% & (Hitachi High-Technologies % {7 A R 2 5 ) Hl £ &k & & H (U-
ALB) ~ JRHHLEAEF(U-CRE)ERE » i ffLabAssay Creatinine(FUJIFILM
Wako Shibayagifs 77 R 5])HNE mm4E F LR EHRRE -

[0469]
<&EFR >

BRI EZTE  sHEARZIEEYIN AlportiE (EEFIE AN 2 88
NEERL - K B TRAK B 168% 2 A H LR IR E 2 HE &R RN %

26 230 H(EEHRIEE)
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12513 > KPR HEB /R PABEEF L 2 AEE R R T 14 K 15 - RPED

B NP EY)

A A
L B

PRERF A E B H R IET 2B PR - S5l

il AlportfiE fo: B R AU/ N o 2 1% TP AILEE BT ~ IR B E B /R T LB BT EE
Z. BTt o BIEATHERD - ALY BEABES(PIAAlportfE (%EE) 2 TH
B B/ B a Uk o

[0470]
[#211]
e Bl & (mg/kg)
Ehuf25-7 0.1-0.3
12 1-3
JEEVIH 50
[0471]
[#212]
NI, - I AZ  HLELET (mg/dL)
= e ey =
¥Hd-3 9 0.922 0.242
rine 4 | O.1mg/kg | 9 0.758 0.055
HHOI25T 05 haike | 9 0.628 0.055
[0472]
[#213]
P . i %1 I AZ WAL ET (mg/dL)
o 2P A f R e =
g3 | 9 0.885 0.054
\ wiiE4 | 8 0.771 0.034
VIR E[
JeRPH ersplle | Lmefke |9 0.709 0.082
=t 3meke | 9 0.722 0.014
[0473]
[#214]
N e PR HEH/FRFHIEEETLE(ng/g)
2P A f R e =
¥Hg-3 9 51455.96 11815.49
errmine - | O-lmekg | 9 31781.76 6292.97
HHO257 =3 mg/kg | 9 19605.92 7198.52

C263865A.docx
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[0474])
[Z215]
i o o / % y
prse | smeE | omim | iy 0 TR0k PR g
HE S.E.
-3 9 49769.31 5992.95
. -4 8 31414.47 3969.01
SIS
JBRVIA arspin |l me/ke 9 11637.91 204233
Bt 3mgkg | 9 21945.67 3921.74
[0475])

SEHE R PI6 © AL YR K B B 6k £ (ischemia reperfusion :
IR)IE AT i 7 B5 A B R i

(B RER - FIEAZRELeYETIREG ZER - AT ME
EEBRBEGEARAELLESN R TR B REERHERZAEEY
(QPI-1002%F ) F B R HAW M 2 BEB( (ZEFEE G HJ Am Soc
Nephrol)) , 20094, 2045, F 8%, F1754-1764H) -

[0476]
< g B R >

H Charles River Laboratories Japanf&{7 AR/ S A 3548 # I
PECrl : CD(SD)KE > Bt EER - IWEM#E - Hh#KZ R T B
Yo BRI RS T 6 FR-2(Funabashi Farmig{p AR AF]) - REF Dbk
Z— A4 T E A2 A CE-2(CLEA Japanf& {3 A R F]) ©

[0477]
<HBFVIREE >

Fiftea &R - REIREEZYTRAIAERAES - BRINE @ (ERER
A ZEw Bt (Mylan BLEERE {77 IR 4 5D E e R EE - 2L0.01 me/kg#e T 1F f A

EE L T ERBERN KR ER M ARAFD) - VAR > fraER
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4 S UIGAED o

[0478)
<HRIMFAE LR E >

FEEUR&BNTREZETEIREE - BERiME - HAELS0
mg/kg < Bl & FYREPENTE T I EEE 28 RSB LR (7 A IR A 5D &E i
WifE - DL0.01 mg/kgts TE Rsaim%E T & JRHEA - UIFAAREED - FIZCHH
(2 HEMERT R A IR A B S B BfAk - fERA M358 - fOmRk M iETE &
KRBFFENHRE H38C 2 imitk b - &35 R - #ITH
T - HREER B R MKER - BT - % - sham&l KR Fin
Ho REMMEFETREE

[0479])
<Jr#RJTE>

NEIREE ZAI—K » UESME BE P EMEZE 2 U HEHY
T reH » W Fodm ot

[0480])

<HBBYE T >

HheO 7 2ALEYGEGEEYE) K fE B8 2 A B KRR ER A
RAFDHNEIREE LS8 AT ERAVER LS mL/kg M&T - BN
[F5A5n 2 shamif » T AEBEK - K& TRIECENRIG6 -

HEHFI~3~5-2-7-13-7-30 - 82 BAL AV RER/ M E 2 £ HE
KGER 2 ZEBZE(DURECTR 3 AIRAE] » 1003D) » H EHIREER]— K
o DAL pL/h N T3R - BERME » REIREE ZAI—X @ HERER
AR BB E TR - 2L0.01 me/kgiE T F Riafmas 2 T B RYEA - YIBHA
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BB HAETARBYE &R 3 ~5-2-7-13+7-30 - 821k
YN 2 B ERRIE - ] Dermabond Advanced(Johnson & Johnsonf&{7H
[RABDREEVIFE - Bt EEE 2 shamdl - AT E 2R IEA °
TR ESCE 16

[0481]
[#216]
B YIS TR HTHIE Bz
B NN 2EBRRFERT 0.3-1.0 ng/kg/min
B3 BT BB R T 0.1-0.3 ng/kg/min
Ehf5-2 BT BB R T 1.0~ 3.0 ng/kg/min
B 7 HTHET 0.1~1.0 mg/kg
Ehif7-13 T 2B R ET 0.3~3.0 ug/kg/min
Ehaf7-30 T BB R R T 0.3~ 3.0 png/kg/min
B8 NN 2EBRRFERT 03-1.0 ng/kg/min
[0482]
<HE (2B AT >

BHIREE & > ftDayl » Day2 Kt Day3 H AR M - AL/ MIE -
o BIRKEER » fRDay3 38 ifL 2 sl i Br T B RE 55 K B AR B 55 A B
ZERESE - BN EREPIS-22 (L&Y 27l - BT EDay2 Ry 1k Z5h5R - #(F
ME

{57180 5 ®)5 #1 4< B (Hitachi High-Techf% {374 IR 22 5)) HIE MMJF
HLEZREF (sCre) ~ MFRAEZRBUN) Z ZIRE -

[0483]
<&ER>

RALLEZ A HE ARG I KEE fh i FE £ AR)H A &
ZAER - FFILFHLBEET (sCre) R E Z B &SR R R17-1 &% 17-2 > ke
FRREZRBUN)RE ZHEGS R R R18-1 K 18-2 - R ask L A3
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L EPNHIR R 51 2 MF LEERT (sCre) ~ MR EZR(BUN) Z EFF - &
BEAThERD » AR eV E A EREWINEIEEBE) Z TP R/ ECEF

= o,
[0484])
[F217-1]

=gl dayl day2 day3

n 598 S.E. 598 S.E. 598 S.E.
Sham 4 0.28 0.01 0.27 0.01 0.25 0.00
R30S 9 1.95 0.34%* 1.66 0.41%% 1.24 0.32%
IR 0.3 ug/kg/min 9 1.30 0.27 0.84 0.17 0.56 0.09
IR 1.0 ug/kg/min 6~9 1.06 0.22 0.70 0.11 0.54 0.08
s dayl day?2 day3
] . HE SE _ BE  SE _ BE  SE
Sham 9 0.24 0.01 0.21 0.01 0.24 0.01
R30S 9 1.53 0.26%%* 1.03 0.25% 0.83 0.21%
IR 0.1 ug/kg/min 9 0.75 0.108 0.55 0.07 0.52 0.06
IR 0.3 ug/kg/min 9 0.51 0.048 0.40 0.0288 0.39 0.0288
s dayl day?2
EFH5-2
=] . BE s BE  SE
Sham 4 0.21 0.02 0.23 0.02
IR ¥:F e 8 1.07 0.15%* 0.72 0.09%*
IR 1.0 ug/kg/min 9 0.91 0.11 0.62 0.07
IR 3.0 ug/kg/min 8 0.79 0.16 0.50 0.05

Aspin-Welch#Bs T E2Sham&A FLET © *p<0.05 ~ #+p<0.01 ~ *+¥p<0.001

Steel g o BAIR ¥ HELE LLE: © §p<0.05 ~ §§p<0.01

C263865A.docx
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[0485])
[F517-2]

A dayl day?2 day3
Lty w BB SE____BE SE____BE  SE
Sham 4 0.31 0.03 0.30 0.02 0.26 0.01
IR¥FHE 9 1.75 0.23%%% 1.32 0.25% 1.07 0.24%
IR 0.1 mg/kg 9 1.08 0.20 0.72 0.148 0.52 0.118§
IR 1.0 mg/kg 8 0.99 0.18 0.62 0.09% 0.44 0.058%
. davyl day2 day3

B p7-13 » “BE  SE 5E  SE 5E  SE
Sham 4 0.25 0.00 0.25 0.00 0.26 0.01
IR ¥+ Hi 9 1.43 0.31%* 1.08 0.27% 0.82 0.18*
IR 0.3 pg/kg/min 9 1.01 0.16 0.60 0.08 0.51 0.05
IR 3.0 ug/kg/min 8~9 0.87 0.18 0.60 0.12 0.52 0.07
e dayl day?2 day3
HHE17-30 w _HE  SE____HE  SE____HE  SE
Sham 9 0.26 0.03 0.26 0.00 0.27 0.01
R30S 9 222 0.19%x 1.56 0.22%%x 1.08 0.14%%x
IR 0.3 ug/kg/min 9 1.78 0.29 1.42 0.26 1.00 0.17
IR 3.0 ug/kg/min 9 1.45 0.29 1.10 0.25 0.83 0.18
A dayl day?2 day3
B w BB SE____BE SE____BE  SE
Sham 4 0.24 0.01 0.25 0.01 0.27 0.01
R30S 8~9 1.21 0.29%* 1.00 0.39 0.49 0.08*
IR 0.3 ug/kg/min 9 0.61 0.07 0.41 0.04 0.38 0.02
IR 1.0 ug/kg/min 8 0.49 0.05 0.35 0.03 0.35 0.02

Aspin-Welch## B F ESham&H [LET @ *p <0.05 ~ *#p<0.01 » **%p <0.001
Steel g o BAIR ¥ HELE LLE: © §p<0.05 ~ §§p<0.01
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[0486])

[7518-1]
s dayl day?2 day3
] T SE. EE  SE BE  SE
Sham 4 23.2 0.5 23.2 0.7 24.8 1.0
IR ¥:F e 9 119.2 16.5%*% 128.1 27 6% 111.3 26.2%
IR 0.3 ug/kg/min 9 88.5 11.3 78.5 13.4 63.6 9.8
IR 1.0 ug/kg/min ~ 6~9 78.0 8.9 72.0 9.4 60.8 9.3
s dayl day?2 day3
] n BE SE. HE  SE BE  SE
Sham 9 21.5 1.1 21.5 0.5 24.1 0.8
IR ¥:F e 9 97.8 Q7% 94 .4 14.9%% 79.1 16.1%*
IR 0.1 ug/kg/min 9 63.7 6.9§ 59.7 8.6 55.5 8.3
IR 0.3 ug/kg/min 9 45.9 3.288 44.7 2.988 41.2 3.2§
s dayl day?2
EHili5-2
=] n A& SE. HE  SE
Sham 4 21.6 2.1 25.2 1.9
TR 8 76.1 6.9%%% 68.3 6. 2%k
IR 1.0 ug/kg/min 9 75.5 5.9 65.3 6.9
IR 3.0 pg/kg/min 8 63.4 7.1 54.9 6.4

Aspin-Welch## B F B Sham&H FLET  *p <0.05 ~ *#p<0.01 ~ *¥*%p <0.001
Dunnet tigf5s - IR BHHEAR EERS @ #p <0.05
Steel g o BAIR ¥ HELE LLE: © §p<0.05 ~ §§p<0.01
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[0487])
[3518-2]

. davl day2 day3
vty ] “SE G - G “SE
Sham 1 232 19 213 0.8 19.5 0.9
IR ¥HH 0 1043 105%F 1005  16.1%* 890  18.4%
IR 0.1 mg/ke 0 746 9.9 58.7 1.1 463 1038
IR 1.0 mg/kg $ 736 8.8 53.1 03 397 6.1
. davl day2 day3

B p7-13 ] “SE = - = “SE
Sham 1190 1.0 202 07 26.1 13
IR¥HH 9 900 15.2%% 9.1  208% 799  19.1%
R03 ugke/min 9 819 9.0 62.1 9.2 56.4 6.7
R30 ugke/min  8~9  78.1 1.3 59.9 119 558 10.2
. davl day2 day3

B P17-30 s THE SE 5E  SE BE Sk
Sham 9 190 22 18.8 12 17.8 13
IR¥HH 0 1063 7% 0903 107%% 819  O.p¥
R03ugkegmin 9 96.6 112 043 153 79.8 147
R30ugke/min 9 89.5 1.6 81.8 158 707 144
. davl day2 day3
vty ] “SE = - = “SE
Sham 1 216 0.3 22.0 04 235 1.0
IR ¥HH §~9 856 1445+ 866 2764 483 8%
R 03 ugke/min 9 492 5.0 40.1 3.9 39.0 3.9
R 10 ugkg/min 8 419 348 37.9 32 37.6 3.8

Aspin-Welchi i B Sham4H LE
Dunnettfig i - BIR ¥ HEAH ELET ¢ #p <0.05
Steel g o BAIR ¥ HELE LLE: © §p<0.05 ~ §§p<0.01
[0488]

[P 5]
BRI

FEHRERTERU TN 2SR eBET
mg & MR o < FERI 1

+ (1R,2R,3aS,10aR)-2- & £

I'W\}:?E'1'%]'2,3,33,9,IO,IOa_ﬁF:TE(‘_IH Y
100 g
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- FREH GRS 20 g
- 0 A % 5 10 g
- SRR 870 g
[0489])

BRI 512

WHERTZEHUL T Z &l Ratk  FAREBRIESRBE  §%
HUEHTES ml > REBETINARE @ EBE —ZHT =H20 mgiEMER s 2
ZEELEIR -

+ (IR,2R,3aS,10aR)-2- B £ -1-[(1E,3R)-3- FE £ -3-(1- 3R EL BB Y 55 )-

1-P9#-1-451-2,3,32,9,10,10a- /N Ei- TH-ZR - [b IR TR 105 PR3 -6- 34 I

200 ¢
- HERRR 20 g
- ZREHK 50 L
[ZE 2 b TR ]
[0490]
AL eV R AR ZEP3FBEME - NIL = A B R TR K/
SOEHEH o
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R™ K RM 0] B3 iy g 45 2 Wk TR+ — 2 2 e (D) T &8 1 ~ 104 5 Z AL 2
C3~6EfMbkIR ~ B(2) i 4K 1 ~ 8l pd ZHU .23 ~ 6 B B FIFfEER -

RAF TR (DA ~SERYEULZ C3~ThiE ~ (2) &8 1 ~ S{ERZH L
ZC3~TIEE: ~ Q) A& ~5S{ERVHEZCI~THRE: ~ () FT&E 1~ S{ER*HL
Rz C2~67E A ~ T (5)Cyc! >

R*' ~ R* ~ RPKER™IFHIB IR R(DEE ~ (2)C3~6IRIE ~ (3)3~
6EFEIR > ZC3~OIRIE M3 ~6 B[ & 1~ 10FE (D E(2)CL~ 257
B

Cyc' TR ()& 1 ~5{EREL 2 C5~ 1058 ~ B(2) & 1 ~ 5
ROZELL 25~ 10 25638
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B0 (12)3 ~ 6 B B FIFERS

RM KR VAT BAFT &S 2 R R F—RE TP R (1) C3 ~ 68E AR ER ~ Bi(2)3 ~
6 = BRI FEER -

R FRARFEFEE
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EEEED
WFERKFEI ST E—H LY - HPRHCOOH -
s oKIHT]
WA KIHL ALY - =t HLUEZII-3) %R
[E9]
HOOC

(I-3)

[ZFf > L1°F/R-CHR"!-E(-CRYRY- » R¥UFIRATLL L ~ 3R HU .
C3~THEks ~ &1 ~3{HRZER 2 C3~TIH A ~ SCyc' » HAMFFHHEFTRmA
s oKIH M A Z 5 %] -

ar KIES ]

WEHRKIALZAbE P EE - HFE(DFR R bV E 5

(1)(1R,2R,3aS,10aR)-1-[(1E,3R,4S)-4-(2,4- — f # £)-3- L H-1- 7%
J%-1-2£1-5-8-2-¥8%6-2,3,3a,9,10,10a- /N &, - LH- %5 H- [b1 BB R[] V2 BE 3L -6-
PR -

(2)(1R,2R,3aS,10aR)-5- & - 1-[(1E)-4-(2- & 2= 55 )-3- FE & - 1- I - 1-

S

B1-2-¥8E-2,3,3a,9,10,10a- N G- TH-ZEH [b] IR K[ 105 BE 55-6-F& % ~

(3)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4- & F) I8 T £1-3- 5 & -1-
P -1-K }-2-78£-2,3,3a,9,10,10a- /N G- 1H- 3 [b] 3R T [ 105 BE 32-6- &
i

55 HGEHIHFEAEE)
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(4)(1R,2R,3a8,10aR)-1-{(1E,38)-3-[1-(2,5- ~ G A K) B T £ 1-3-5¢
E 1P )25 2,3,32,9,10,10a- A - | H- 3 3 [b] B8 1 [£]0% B 3 -
FE -

(5)(1R,2R,3aS,10aR)-5-F-1-[(1E,3&)-4-(2,6- ~F A E)-4,4- _F.-3-

(@)

|

§

P

4

Be-1-T M- 1-8:1-2-7855-2,3,3a,9,10,10a- /N & - TH- 2K 3 [b] B2 1K [£102
-6-FR %

(6)(1R,2R,3aS,10aR)-1-{(1E,38)-3-[1-(4- G FEE) BB T AL ]-3- 58 E- 1 -

F

H

i
/5t

Pl -1-F)-2- 38 HL-5-H ££-2,3,3a,9,10,10a- N G- |1H-FE 3£ [b] BB IR [f1IE B
Fr-6-F2 1% -
(7)(1R,2R,3aS,10aR)-1-[(1E,3E,48)-4- 7, FL-3- ¥R EL-7- HH EL-1- 3 0% -

1-A&]-2-F8Ak-5-H 5-2,3,3a,9,10,10a- /N &- 1TH-ZR H- [b]ER K [£]15 BE 52 -6- 74

=
RSP

(8)(1R,2R,3aS,10aR)-2- &£ -5-FH EL-1-[(1E,4S)-7,8,8- = &, -4- ¥R L -
4-BHEE-1,7-32 0%-1-%£1-2,3,32,9,10,10a- N G- 1H- 3 [b 138 1k [£] 12 B 3 -
6-# % -

(9)(1R,2R,3aS,10aR)-2- &£ -5-FH E-1-[(1E,4S)-8,8,8- = &, -4- &L -
4-HH B 1-3E)%-1-%1-2,3,32,9,10,10a- XN & - 1TH-ZFH [b IR TK [ 105 BE32-6-F&
i

(10)(1R,2R,3aS,10aR)-2-¥&FL-1-[(1E,4E)-4-FEEL -4, 7- " HEL-1-3¢ 1%
-1-K£]-5-H%-2,3,3a,9,10,10a- X & - 1H- 7 FH [b]ER K[ 105 BESL-6-FR % -

(11)(1R,3aS,10aR)-5- &, - 1-[(1E,3&)-3- ¥&EL -4 B EL 4 H 1 - [k V-
1-%£1-2,3,32,9,10,10a- /5 G- |H- 3 [bIB K (112 B 55-6-F8 5 -

(12)(1R,3a8,10aR)-1-{(1E,38)-3-[1-(2-@ & H) 3 T & 1-3-FEE-1-§
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Mh-1-%:1-2,3,3a,9,10,10a- N A - 1H- R FH [0 FR K[ £105 BE 52 -6-F2 fiE
(13)(1R,3a8,10aR)-5-F-1- {(1E,36)-3-[ 1-(2- G FH) B T £ ]-3- 50 -
1-N%-1-£51-2,3,32,9,10,10a- N &- TH-ZRH [bI1ER R[0S B3 -6- R L
(14)(1R,3aS,10aR)-5-5F-1-[(1E,3€)-3-¥&F-6-FH FF-4- i HE-1-2
WE-1-%51-2,3,3a,9,10,10a- N E- 1H-ZFK I [bIER K [f]05 PR3 -6- B BE
(15)(1R,3aS,10aR)-5-5F-1-[(1E,38,4S)-4- 7, B3 - ¥ EL -1 -3E )% -1- K-
2,3,32,9,10,10a- N G- TH-ZE 3 [b 138 IR [f1IE B -6- 5 18 -
(16)(1R,3aS,10aR)-5- & -1-[(1E,38)-3- & £ -3-(3- K B -3-F 5B T

B)-1-N i -1-41-2,3,3a,9,10,10a- /N & - TH-Z H- [b] B8 K [f] 12 B 3% -6- &

=
RSP

(17)(1R,2R,3aS,10aR)-2,5- ~ &.-1-[(1E,3£)-3-¥E KL -4- B L 4 ZE 5L -
1-75%-%1-2,3,3a,9,10,10a- NG - |H-ZE H [b IR K[ £105 BE 52-6- F& % ~
(18)(1R,2R,3aS,10aR)-2,5- 4 -1-[(1E,38)-3- & K -3-(3- K K -3-F
IR T E)-1-9F-1-%£1-2,3,32,9,10,10a- /N - 1H-ZE 3 [b ]38 1R [£]0%2 B 8 -
6-# % -
(19)(1R,2R,3aS,10aR)-2- &,-5- &, -1-{(1E,38)-3-[3-(2- & K £ )-3- 5,
BB T A3 - - 1-75)-2,3,32,9,10,10a- AN & - 1H- 58 I [b1 B K [f]
Mg BEL-6-F4 %
(20)(1R,2R,3aS,10aR)-2-F-5-%-1- {(1E,3)-3- ¥ -3-[(2£)-2-FE £ -
2-FFEER T AL-1-NH-1-41-2,3,32,9,10,10a- /N & - 1H- R - [b1ER K [f]02
BEL-6-FEBE
(21)(1R,3aR,10aR)-1-[(1E,3¢,4S)-3-¥& £ -4- H L - 132§ -1- 55 ]-5-H

£5-1,3,32,9,10,10a- 7S BRI I [3,4-b] [ 115K H 15 BE 9L -6- F2 B%

55 7 HEGEYIH EEAEE)
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(22)(1R,3aR,10aR)-1-[(1E,3&)-3- 58 AL -3-(1- R F AR T &)-1-N -
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