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[0058] 9, 10— - FI4JE -3 (S) - (4— FHE —ntkig —2- %) -1,3,4,6,7, L1b (S) - /NE —2H- hit

WEFF [2,1-a] FrEmk -2 (S) - 2%,

[0059]  9,10- —FI&EZE -3(R) - (4- B —nikmg —2- %) -1,3,4,6,7,11b (R) - /5& —2H- it

WEFF [2,1-a] FrEmk -2 (R) - 2%,

[0060] 4}y JiE -9, 10— — 4 -3B —(6—- I & — b we —2- 3£ )-1,3,4,6,7, 11b B - /5

A —2H- MEREIF [2, 1-a] MMk -2 o - JEH%,

[0061] 4}y JE -9, 10— — 4 -3B —(6- I & — b wE —2- 3£ )-1,3,4,6,7, 11b B - /5

&, —2H- MEwEF: [2, 1-a] FEmk -2 8 - 3%,

[0062] HNVH E -9, 10— A EE 3B -(5- AL -k mE -2- K )-1,3,4,6,7,11b B - /5
—2H- MERE I [2, 1-a] bk -2 a - L%,

[0063] AN BE -9, 10— — A I -3 B - (5 AL — b iE -2- 3£ )-1,3,4,6,7, 11b B - /5

2 —2H- MEREFF [2, 1-a] ek -2 B - JEli%,

10
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[0064] YNV TE -9, 10— AR EE 3B -(4- AL - kg -2- ) -1,3,4,6,7,11b B - /5
—2H- HEBEIF [2, 1-a] FdEmk -2 B - JEi%,

[0065] 9,10~ —HF4FL -3 (R) - (4~ FHE — ke —2- %) -1,3,4,6,7, 11b (R) - /N& —2H- 0k

WEFE [2, 1-a] Mk -2 (S) - Bk,

[0066] 9, 10— —HI4JE -3 (S)—(4— I —nibwg —2- 4% ) -1,3,4,6,7,11b (S) - /& —2H- it

WEFF [2, 1-a] FrEmk -2 (R) - 2%,

[0067] 4}y € -9, 10— — F4 & 3B -(3- & —nibwe —2- 28 )-1,3,4,6,7, 11b B - /5
—2H- MERE I [2, 1-a] Ml -2 a - %,

[0068] A}V JiE -9, 10— — 4 3L -3 B - (3— 3L — b mg —2- %£)-1,3,4,6,7, L1b B — /5

& —2H- MEwEFF [2, 1-a] Sk —2 B — 3L,

[0069]  AFVH JiE -3B - (4— Z % —nibmg —2- 3£)-9,10- — P4 3L -1,3,4,6,7,11b B - /5

2 20— e FF [2, 1-a] Sk -2 o - FEZ,

[0070]  AFVH JiE -3B - (4- Z HE —nibmg —2- 3£)-9,10- — P4 FE -1,3,4,6,7,11b B - /5

& —2H- mEwEF: [2, 1-a] FEmk —2 8 - 3%,

[0071]  AMHBE-3B-(4- &5 - 2K )-9,10- %I -1,3,4,6,7, 11b B - /& —2H- it

WEJF [2, 1-a] SRk -2 a - FEli,

[0072]  A}EHE -3 B - (4- ZFE - 5K ) -9, 10- — %I -1,3,4,6,7,11b B - /N& —2H- it

WEFF [2, 1-a] ek -2 B - L%,

[0073] AFyH E -3B-(2,6- — L - KL )-9,10- — A H & -1,3,4,6,7,11b B -/

2 —2H- mkwe I [2, 1-a] Tk -2 o - B,

[0074]  4FVH JiE 3B -(3- 3 A & - A FE )-9,10- = F % % -1,3,4,6,7,11bB - /N

S -2H- MEREIF [2, 1-a] Sk -2 a - 5%,

[0075] AP HE -3 B — (6— FIARCIE — mkbiE —2- %5)-9,10- — P43 -1,3,4,6,7,11b B - /5

S -2H- mEnE I [2, 1-a] SEmEmbk -2 a - 3%,

[0076] 47§ BE -3B-(2,5- — & - X 3E)-9,10- — 4 & -1,3,4,6,7,11bB - /N

& —2H- mERE I [2, 1-a] FerEmk -2 8 - 3%,

[0077] 4}V JE -3B-(3- % N & - &KX & )-9,10- = H

& —2H- MEREFF [2, 1-a] RMEmk -2 a - %,

[0078] 4}V JiE -3B-(3- 3 N & - & £ )-9,10- = H

A 20— mErE I [2, 1-a] FerEmk -2 8 - 3%,

[0079] 4} ¥ JE -3B-(3- % 5 - 2K F)-9,10- =

A 20— mERE I [2, 1-a] FerEmk -2 8 - L)%,

[0080] 4} ¥ JE -3B-(3- % AL - 2K FL)-9,10- =

A —2H- MEREFF [2, 1-a] Rl -2 a - B,

[0081]  AMHE -3 B —(4- FIAZE —2- 2L - 2R3E) -9, 10- — 4 -1,3,4,6,7, 11b B -5

2 —2H- keI [2, 1-a] Tk -2 o - FEHZ,

[0082] ANVE TE -9,10- — FE L -3B-(3- I IE kg -1-3£)-1,3,4,6,7,11b B - /N
—2H- ke JF [2, 1-a] uéﬂﬂi -2 a - FLj%,

[0083] HMIYTE -3 B - (3— &l - K3 ) -9, 10- —FI43E-1,3,4,6,7, 11b B — /& —2H- ntmE

T

EE‘[‘ % _173747677’11b6_ﬁ

T

EE‘[‘ % _173747677711bﬁ_ﬁ

T

EE‘[‘ % _173747677111b6_/‘<

T

EE‘[‘ % _173747677711b[3_/‘<

11
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I [2,1-a] FmEwk -2 B - FERZEh R,

[0084]  APIYHE-3B-(3-5& - KK )-9,10- — 4 I -1,3,4,6,7, 11b B - /NEA —2H- ALRE

I [2, 1-a] FrmEmk -2 « - FLfEER IR L,

[0085] APV HE —[2-(2a — & 3% -9, 10- — 4% -1,3,4,6,7, 11b B — /N & —2H- Nt ig If

(2, 1-a] FeWEmk -3 B — 2k ) — nikie —4- %% 1- AR,

[0086]  APIYHE 3B —(4— i I — mbmE —2- ££)-9,10- 4 -1,3,4,6,7,11b B - /5

A —2H- MEREFF [2, 1-a] Wl -2 o — SRR 5,

[0087] AP E -3 B —(4- F T — mbmg —2- %) -9, 10- — 4 E -1,3,4,6,7,11b B - /5

A —2H- MEREFF [2, 1-a] Rk -2 « - %,

[ooss] Iz

[oo89]  REHILIERESA (1) WEWIER -

[0090] 9,10- — A& -3®R) - [A) - I -1,3,4,6,7, 11b (R) - /N & —2H- niLmg 3F [2,

1-a] FrEmk -2 (S) - 2%,

[0091] 9,10- —H4EF -3(S)-[A) - B XFHE -1,3,4,6,7, 11b(S) - /N & —2H- nLmg 3fF [2,

1-a] FrEmk -2 (S) - 2%,

[0092]  9,10- —FI%EZE -3(S) - (4- B —nikmg —2- %) -1,3,4,6,7,11b (S) - 754 —2H- it

WEFF [2, 1-a] FrEmk -2 (S) - 3%,

[0093]  9,10- —HIEZE -3(R) - (4- B —nikmg —2- %) -1,3,4,6,7,11b (R) - 754 —2H- it

WEFF [2, 1-a] FrEmk -2 (S) - 2%,

[0094]  AMVY JE -3B-(4- & FE —mibmg —2- 3£ )-9,10- — P43 -1,3,4,6,7,11b B - /5

2 —2H- MEREFF [2, 1-a] Sk -2 a - FEh%,

[0095] 4Py JiE -3B -(4— & FE - mk g —2- 3£ )-9,10- — A4 3k -1,3,4,6,7, 11b B - /5

S —20- MERE I [2, 1-a] FEmk -2 B - JEH%,

[0096] 4} JiE -3 B —(2,5- = 1 & - X J& )-9,10- = H 4 % -1,3,4,6,7,11bB - /5

S -2H- MEwEFF [2, 1-a] FrEmk -2 o - FE%,

[0097] Ay BE -3B-(2,5- — R - X 3E)-9,10- — F4E & -1,3,4,6,7,11bB -/~

A —2H- nkreE f [2, 1-a] aﬂé‘ﬂﬂi -2 B - %%,

[0098]  AMIYHE -3 B —(3- &l - 25 ) -9, 10- — 43 -1,3,4,6,7, 11b B - /NE —2H- MLRE

it [2,1-a] j‘%‘ﬂ’i‘ﬂﬂi—zﬁ—ﬁﬂ IR,

[0099] A}V NE -3 B —(3- & — K3 ) -9, 10- — 4 HE-1,3,4,6,7,11b B - /NE —2H- NiLig

I [2, 1-a] FeMEmk -2 « - ZLfgEhiR e,

[0100] 4} 34 #E -3 B -(3- 4 1 & - 26 3£ )-9,10- — 1 4 % -1,3,4,6,7,11b B - 75

A —2H- MEREFF [2, 1-a] Rk -2 B - i,

[0101] 4} 34 BE 3B -(3- 4/ A % - 2K 3£ )-9,10- — F 4 & -1,3,4,6,7,11b B - 75

A —2H- MEREFF [2, 1-a] ek -2 a - B,

[0102] HNTY E -9,10- — AL 3B -(3- AL kg -1- %5 )-1,3,4,6,7,11b B — 75
—2H- MERE I [2, 1-a] FMElk -2 « - L%,

[0103] KA ER.

[0104] X T LG HEA =AU 2 AXERRRR IR 1, I H AT DLAn LR B A7 AR et 4l

12
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RIXF AR, AR X AR TR 400 5 SV ey » BCIEXS RS (RSN Be D KR 5. AR WAL
PR
[o105]  {EALIESEHETT S, R SEWEIf [2, 1a] Srmh 22 11b fr ERSAL T AL,

IMALEIE I [2, 1a] 7w 42 2 A7 Az 6 AL T+ e 2R A, B
[0106]

—Z

[o107]  7E5—fRILSEHE T b, RVIERETF [2, 1a] S7vnth B 42 2 A7 225 LU 11b A7
S HRAE T A 2L, R

[0108]
NHZ NHZ
: R' R
H/[j H
N N
i o 1 o

[0109] MY ERAA, P] DA R B (D S5 WTE S se AL RT4E, LA BILE /K P RE
AR B S YIRT YD o

[0110] AR BHIEE Kl #4817k, WA R 7 & 1 2 Bl & A& B 4L
“W)

[o111]  F& 1

[0112]
0 R!-Br, Pd(OAc), Q "
© N R TES, THF o) N
0 0
| l
1 2
R R’
NH,OH.HCI | H ] H
NaOAc, EtOH 0 N H,, Ra/Ni o} N
o] 0
| 3 ' 4

13
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[0113]  3—ZRFLHN 3— MEREFEAT W) 4 1 -E B b 707 2 1 b, 3 BT LASE A 1 VR4 gk,
A 1 A2 AU A FIA G4 [Chem. Ber. 95, 2132(1962) 1. 1 R 7 X1 () R V.2 B4 & -
TN, I BAESE RS ik, BRAEC) 1331053k — I 07 260 3. DU i< e 1m0
AL o

[o114]  ARJ5 IR ORI 7V i ARz s o — BT Re It 2 450 FH P2 i SRR R0 £ R4,
TEVE W STERT s, W M 2R A R 3 B ] DLIE I 491 4 48 A0 A0 T 2 A i e 24 1)
a4,

[0115]  2a,3B,11bB FMMAEE R & LY, @t AR E ¥ MWL e ik
R R 43 B R

[o116]  F-Hh4H 7 AT B ARVR S ) 1) 43 B nT LU i - A ok ST .

01171 &2

[0118]

0 NH,
COOR® ' N COOR®
MeO MeO
5 6

1. NaBH, NHBoc Curtius NHBoc

TFA, COOH FHE ' NH,

THF H
——> MeO 11b MeO
2. Boc,0 N
3. KOH

MeO
R100 R10

MeO NHBoc =

DQG — J@Qg
HOAc, MEBE

[0119] R =R LE R = R10 g C(0)-R'™, Hrp R = H, T&ﬁkﬁﬁdﬁﬁﬁ%&ﬁ
[0120] 7% 2 BEIR T LRg —1- ZEATAE) 10 (6 1 %A BOT M T B - BilE 5 (R = F &S
HE) , ARSI A — LS4 (Helv. Chim. Acta 1958,41,119) o 5 Fll Z % E 1 W1 FR
I SO, £33 B — Mg Ik — B8 6, BriZAb Sk IR, R IE AL S / =3 CIRIEIR,
RBHRNI B - 25 - Be. ARG R A R T 1, JF FLAS ok, D3 S A AL
SN, EK / USRI R A+, %@E%ﬁﬁﬁ BRW T, T 2a,38,11b 8 SRtk
ﬂzazEfL% T T 18] & i 5 5 AL B RT B R AR Bl S A A 3 B HA R
[0121] @it Curtius EHER NG 7 %%Mﬁ 8o ZHALKIILIL T WA IRy, Horp

14
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B ST iR B R SRR L S A B (it = g ) A 2- ( AR EE ) - &
F (VR B A0 0 TS VAR TP, 7R 4 T0-110°C FTRE T . 4R )5 FH #Akd, 1) a0 sk,
VU T B4, 76 THE 1, 25 50°C 1, a2 IR 2- ( = AR Ak fe 58 ) — S b )4 22 AR 9
(Tetrahedron Lett. 1984, 25,3515) .

[0122] iz 8 FHEE 4 AR K 2,5 = AL DU S WG 78 S 1R / ML e b 18 Je W (J. Org.
Chem. 1998, 63,6715) 7E47 100°C33 9, fff A AU O AN J7 64 9 AL i 411X 10 16
=x/B

[0123] AU BHIRIE Jed et b SCR ikl ¢ i b Ll (D tLa9.

[0124] G BPTIR, AR (D Btb-&9n] LU TER T/ 8L 5 DPP-1V A5 2 14 5
(K125, BT ik 55 DPP—TIV A S (1505 LTal R » 45 Sl A S ok 5 3= AR 00 R s , ] 2 A T 2
WA, RYEW, Itz S5 I %, R BRI (B 28, HEJHE, A1/ BRI £R-A A B B — 48 i fr¥, AR
TR By 2= OB BONE PR AT/ SR TR SRR D3 AR R B AL S P mT DL AE R PR 5 Bk
HHT IR/ B s .

[0125] AR BRI B0 R i b AL G- A2 8RR / BRI 25 A&
[0126]  J34b, AR B K tn o UG, H VRIS 36 Y o, Re = e AT A/
BT 5 DPP-TV A JC IR B VA T7 35 T4 5T, Ik 5093 T il PR » e i) e A Mok I 22 g Y
B I s » o] 2 B i B ALK, R VR, Bt Tt 5 B R, R BRIk [R] i %, HEJRE, R0/ siARE 2R A
ksl B — 40 M Ry, AR IE ARG I/ BP9 I 25 MR M P A/ B3 265 B T 22 0k
BB E YR 4, AR B Jan b e SCRAE9, JERAER) R BGE FHFiRr fi /
B T e s P 98 7 e PR A T

[0127] 7B — KT S0, AR WIS K Gy A/ sl iiBy &5 DPP-IV A 5k I 1 77 1%, B
TR 53 TR PR R i A A E R B 2 (RS ZRRE PRS2 B I B0k ALC, 28 T e, 5t g Tk 5
%5 PR TE 98, NERE, F1 / BARRER GRS B — 41 AR, ARIE I Tya 7 A/ s bs AR
B F AR OB PR A/ B A i ek ALK 1 7 O VR T N B A n e
WEW . FHN, AR W R b SCREsy R/ sk ) 7512, Ferp Birads s A2 . s sl
HRR PR A 28 R 0 o

[0128] AR B HME Kon b KRG ARG TT R/ BT 55 DPP-TV 45 5K 19490 1 1)
I 5 B 593 oAl PR » e i) s S MR I 2= MRS R B JR o » ] 260 M T 9K, 98 1 e » i 0
M4 %, FPRYER iz 28, NERE, R/ SR 2R-B AR E B — M ORy, ARIE TR VG 7 0 / BTk
AR B Z2 MR B PR AT/ B 25 BT =gk AP N o 4, AR B R b U,
FH LA BT I 93 A2 fa 10 BRAE A 1) R R

[0120]  5y4b, AR WS Kodn b e LIRS PAE 2 259 N, Bk 59 F 3697 F /
BT 5 DPP—TV A ¢ IR , I ad 5 9 T BE PR » 5 701 A 3 J I 22 MROMS ZRL 0 ks » ] 2657 B
M 29, RVEW, Sz P Gl 2, R PRI [R5, HEJRE, A/ BRARER 275 AR B B — 40 e fk
I, BTk 250 FH Ta 7 A/ s P A R ) 2 fOM BB R T/ B3 e R i B I o X 28
A bR LAY . Ak, AR BHEE an boE SCH N, A Bl 5 s A2 e s
BAE il RS TR A H o

[0130] KT b SCHITTVERMIN L, 0 S AL S 77 22 8 PRI e ) a2 AR B
BRI N PR s » ] 25 B B A, AR, R0/ BARM 2R SRS B - A SR AP, LIt R B 2=

15
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PRSI PRI/ R T A i B AT

[01311 X (1) kAT LLE ik DA AR (1) 57, 303 18 a7 St 9 Hh R AR 9 5 vk B 18
S RAATTIER 2 o AT ERAN SO0 R A Y S N 4 2 AR U AR N B2 BT A S o SR R
AR M BN T DL I SR DT B S A rh e A ) 7 v IR 3 BROE AR A N T i
il 2% o

[0132] AT ARSI A I 52 =X 1 4k S v 1

[0133]  DPP-TV FfFI7E M2 U B A MK R R AR N DPP-TV B3 F 20 A\ DPP-TV Il
R ok B AFFEIRE AT R R, £ & N 0. 2 Ok E L8, IF B
Im1 ISR MRFEEA, 76 -120°C M7 B2 o 75 100 1 1 SRES A, 78 B . DPP-1V
WE A 5 2 10w L AMER, RS A EA 10w 1 NMRVE BRI R R+ N- i
S R 2k Rk ) 2 25 R 31— 3] 766 [N DPP-TV J7 4[] cDNA, 5e %l Pichia pastoris Hi.
FIEN DPP-1V, JF HAE FH & BLAE B, A8 RO HERH DL & 5 7~ R BH B8 7 s, o A RS
FEFEAAL R o F R FRIBE R0 5 T35 SDS—PAGE 4l > 95% . {F LL 4, DPP-1V i3
{8l 20ng F41 A DPP-1V, 7E5¢ Y658 Hh# ] 2ng FEZH A DPP-1V B B, SR (AR N
100w 1.

[0134]  7E% JGiRE ., /# H Ala—Pro-7- Bt & J& —4- = % F L FH & 2 (CalbiochemNo
125510) TENJEA) . ¥4 20mM ] 10% DME/H,0 " IfHAE —20°C M7 E 24 . 78 1Cs I
SEH, A8 50 u M R ZRPIIRE » FEDE B )5 B30 K Voo~ K BRI, JRADIR FEAE
10 u M 1 500 u M 2 [A] 284k

[0135]  {EEC AR5, 18 F H-Ala—Pro—pNA. « HC1 (Bachem L-1115) YENJEY. & 10mM
) 10 % MeOH/H,0 H I HAE —20°C MEfF H R A o 7E 1Cs I, 48 A 200 w M 5 £
JEAIREE o LB BN 1A H0U Ko Vi K BRSSP, R BELE 100 1 MR 2000 1 M 2 [8]
AL

[0136] f# A Perkin Elmer Luminescence Spectrometer LS 50B, £F 400nm 3§ A& Kl
505nm & SRR, B 15 BRI E— k520, FESEN B 10-30 23 8h. i S LA L vk Rl
HAIEEEL

[01371  H Packard SpectraCount 7& 405nm A&bH M EG G SR RE L) pNA HIWROG S, &F 2
O3RN — 0, ARG 30 B 120 J3dh. Tl SRR A LR ME IO A T AT £

[0138]  DPP-IV J& RIS 278 96 FLAR [, 37°C R, 76 100 1 1 ({2 R AR rh AT 1. iR
WM S 0. Img/ml BSA [#) pH 7.8 [f] 50mM Tris/HCL F1 100mM NaCl ZH%. #iiRik
EVEARAE 100 % DMSO 1, I 10% DMSO/H,0 #ike B T ok e B2 o 1056 7 ) e 28 DMSO ¥ &2y
1% (v/v) o TEMCIREETR, DMSO XTI KiE < 5% . ML SMHFBETRE (37T°CTF 10 43+4%h)
BEATATINRS . AR, BEJE S RIRA, TG R Y o

[0130]  JRAL W 1Cy, R IEEX 20 5 AN AFLA WU EE ) DPP-IV FPH AT AR e 1t A
HERLE RIS . BRI S %S HR 2D b NAFEREYIREF 2D 5 A4
ANFI IR A R B T H B

[0140] G F ER PR, A R WAL & ) 2 IR 1) IC,, B o4 0. InM 2] 10w M, AL IE 4
0. 1-100nM

[0141]
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SEHER] | TCs[ 1 M]
2 0. 029

9 0.0115
30 0. 005

33 0. 0054
35 0. 0042

[o142] X 1 B4 &AL / Bee AT 25 #hn] AR 259, 6l an UL 25 dl5n i U T4 1
1 B AR A 2 . AT LR RELA 2y, B an e 1025 25, HoB R i 371 B A7) BEEE )
TEHFE 4 B R e B 1) LA B VR R s B a2, i LAReRE o0 s Ah a2, LAy o)
WY 2 BCE REhgs 2, W LLECE R FLE R saR e . Rk DREE 2

[0143] 254l 570 ) il 45 1T DL AR SR AR B2 8GR 1 75 AT I, iR X T G
WL/ BCE AT 25 R B R e T A A G JE R A IE R AR EE R B e
1)< Y897 AH 25 1 [ AR B AR B A e L R 2R 7 2, 530 0 1) 2 W R — R el i 45 2
R

[0144] BB B AN TCHLEAARM B T BA AL R BRI, BT DS A
FUBE TR VER BT A 1A IR IR B Eh AR A F 1 7 30 A0 R 351 R B 51 Rl B e
R HE AR . R I 3 ) A G AL A5 S A2 deh il i 7 DA R [ AR R A
% JUlE ({H2, AR VS TR 10 I PR BT, SR W B IR 3 T BEAN T 28804 ) o 2 v v BB 2R 1)
TE BB A, WK 2 TORE REME, Fe AR S o T SR A TG AR LA, 9 oK, BEK,
% JUIE, HtRIAE) i o AT A TG BB A, 400 40 AR SRR, 7 5 T J0 R0~ VA4 BRI
2 TOEE . JRH T B A G AR A B I BRI 2B ORI A B T RS S S I VA I
VAT I VRS TR D I S B 58 L RN AT Y Z AT

[0145] ] 2% FEAd H 5 FH A& s 301 < 7 s 7)Y e R0 LA 00 A e ) L B A ) P e
VBB R R ) B B R U DL RN R BT A A T S 25

[0146] R4k AT B 4 il AT « BB O AF IS AN AR W L R 25 24575 3, A T AL & 71 &
A] DATE 58 PR 9 A4k 28R, ZE RS A 9] o FUANR T SRAHIE Ao A isr 3, )
ZIEWHFE L 1 2] 1000mg, FrAlE L 1 2 100mg. HIH 29 1™ 5 1 RS 1) 2590 3
D15 g, T DAL S LA 1 ANBULAS HFE AL Fl Ll 1 2 3 FEPALLS 2,

[0147]  Z5Hil5R)E AL & 40 1-500mg Lk 1-100mg KX T &4

[o148] G I SEjfe FH T SEPE4IHb U BHAC A B o AR, ‘& AT DA A2 DI TAr] 7 2B i) A A B 1)
SENEER

[0149] ’_ﬂﬁ jﬁl :
[0150] S 1
[0151]  APETE -9,10- —F4IE -3 B - 8] - FKFE -1,3,4,6,7,11b B — 755 —2H- nibie 3t
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[2,1-a] FMEML —2- FLfZ Eh IR
[0152]

[0153] &) AMHHE -9, 10— —HI4EE -3 8 — Al - A -1, 3,4,6,7, 11b B — /N4 —2H- MERE
I [2, 1-al- Wk —2- K

[0154]  TESEST, % OTRAE (21mg,0. 0lmmol) <4 T BE4N (276mg, 2. 87mmol) F1 =4 T %
% (23mg,0. 115mmol) WAETEVUZMRIE (2mL) o 7RG A FIUF A 3— IR (164mg,
0. 957mmo1) FIHNHBE -9, 10— 43 -1,3,4,6,7, 11b B - /NE -2 % F [a] Ml -2 fii
(250mg, 0. 957Tmmo1) , Jf HAF A IR N HERE 12 /o B S NV -& W F KRR T B 2 k2
W= F6 A HLUZ K ok gk, AR a1, ik sl It Hose sk da, 15 2084
BRI (OB ) BT EREaii, 152 139mg (0. 39mmol,41% ) MIZMNHEE -9, 10— —
4 IE -3 B - 7] - FIREE -1,3,4,6,7, 11b B - /S& —20- MEE 3F [2, 1-a] MMk —2— fi vk
B A

[0155]  MS(ISP) :343. 3 (M+H)".

[0156] 'H NMR(CDCl,) : 6 = 7.29-7.24 (m, 1H),6.99-6. 73 (m, 2H) , 6. 62 (s, 1H) , 6. 59 (s,
1H) , 3. 96-3. 92 (m, 1H) , 3. 89-3. 80 (m, 6H, 2 4~ H 4 %& ), 3. 76-3. 72 (m, 1H) , 3. 43-3. 38 (m,
1H) , 3. 19-3. 93 (m, 5H) , 2. 79-2. 64 (m, 3H) , 2. 32 (s, 3H, Ar—CH,) .

[0157]  b) 4MHJE -9, 10- —F4IE -3 8 — i) - F2E3E -1,3,4,6,7, 11b B - /& —2H- HiLmE
I [2, 1-al- FerEpk —2- SR bR #h

[0158] ¥4 4MVHTE -9, 10— — FF4H2E -3 B - Al - KA -1,3,4,6,7,11b B — 754 —2H- it
eI [2, 1-a] SHEmk —2- i (62mg) \NaOAc (16mg) FIFZ %R L (14mg) VEMAAE LBE (2mL)
o I HAE S T HFE 3 /NN IIAK (2mL) FINi-AL A4 (100mg) o ) 1% a5 ¥ 3% i
32% ) NaOH 7K ¥ (0. 35mL) » AR H X MR GWARER . BRI NREVEZSERT
PirE . IO R 2 BB Ni-AL 5 2, 3 B ROV e =00 T AR 3 /b g
TREW e, H BB & P A 3 K. A IR NLE /K UEs SRR B T8,
A IF AR YE . St EERC A (CH,CL,/MeOH/25 % [#) NH,0H 7K 100/5/1) 13RI - F1
K - AT W R RIR G . Bz iR AE — &P e, JF A HCL [ SR 28K
), B RS L A4 (46mg, 67% ) o

[0159]  MS(ISP) :353. 3 (M+H) ",

[0160] S5 2

[o161]  AMHTE -9, 10- —H43E -3 B - [A) - FI2RZE -1,3,4,6,7, 11b B — /S& —2H- mbRe If
[2,1-a] FrMEmE -2 B - ZEfi%

[0162]
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[0163] &) MHHE -9, 10— —HI4EE -3 8 — Al - IR -1, 3,4,6,7, 11b B — /N4 —2H- MERE
I [2, 1-a] FrEmk —2- fi

[0164]  7E80°C ¥ LIRHE (1. 72g) BUT WEEh (22. 01g) FIAMETIE -9, 10- —H4HE 1,3,
4,6,7,11b B — /N&, —2H- &3 [a] MEBE —2- i (20. 0g) [D. Beke, C. Szantay, Chem. Ber. 95,
2132(1962) ] KR AWTE R A PR, FFH AR 3B 5 IRIER T, TEIRMAL Y
SN (220mL) o i R NVIR ST IR T BidE 15 538D, I+ H ARG 2848 =80T 25 (1. 86g)
13- A ZE (13, 75g) RN . EE N RNIBEWLE 20-25 CHidE 4 /M. KH Kk
M= MEIAEUK / K (L) b, JEHRUTIEY) . BB HABUT 2 IR HY 2 k. WR%6A HIAH, ¥
B ARV B3R PTG I, I HIEfAe P hed, KR K% . BAaUEH
R TEIF e RN FRRWAHEOE (R, 325) 4tk {TH 1 @ 1R
P/ T8 SBEVE e i, 1220/ e -9, 10— —F4R3E 3B — A - FI2E3E -1, 3,4,6,7,
11b B = /NE —2H- mbig 3f [2, 1-a] Fmmk —2- B (11. 9g) v (ol 44

[0165]  MS(ISP) :352.4 (M+H) ",

[0166]  b) AMHBE -9, 10— — 4L -3 B — [ - AL -1,3,4,6,7, L1b B - /N& —2H- MERE
I [2, 1-a] Wk -2- §ilf5

[0167]  [4MHHE -9, 10— —FF4E -3 B — A - IR -1,3,4,6,7,11b B — 735 —2H- NikiE
I [2, 1-a] Stk —2- Fid (26. 95¢) £E L (500mL) [IEVE P IR h R £ (5. 82¢) Al
LN (6. 92) o ¥ [ N VRA AR 2058 R hidE 4. 5 /NI, INAYA K (1. 5L) « SEHUTIEY, ¥k
PFFVA K Ve, FF B PO 7B R B gt 0, 15 B AME i -9, 10- — 4 -3 8 — ) - Ff
RH-1,3,4,6,7, 11b B — /NE —2H- MEREFH: [2, 1-a] FWEME —2- Hill5 (26. 48g) Jota[Elf4 .,
[0168] MS(ISP) :367.4 (M+H) ",

[0169]  ¢) AIHIE -9, 10— —HI4EE -3 8 — Al - AR -1, 3,4,6,7, 11b B — /N & —2H- MERE
I [2, 1-a] FrrEmt -2 8 - L%

[0170] [ A1HE -9, 10— 4 3B — [A) - 2R3 -1,3,4,6,7, 11b B — /N & —2H- MERE
I [2,1-a] FrEk —2- Bif5 (30.2¢) 1 @ 1 L8F / —WEkE (2400mL) ¥ H AR Ra/
Ni (150g) o H4 [ NIRA W28 I e o 1 Bhid 55 45 I Ak NH,OH (45mL) , Ff H It A X
Mo fE 1.1 EAEWT 4.5 /DI, AR g iE OVIRGY (At ), H Sl dk i
AT, WRARVET » F R AR AR i alid, AF P U e / B / W&k 95 2 5 1 0.5 Hl
90 : 10 : 0.9 1EAVEMIE, IR1F 2 Uy RIS AL &) (3. 0g) o 1 WAE (il i B
SR ok

[0171]  MS(ISP) :353.4 (M+H) ",

[0172] S 3
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1-a]- SmEmk -2 (S) - FEfi%
JE

[0174]

o)

|
[0175] @it ChiralpakAD A%, H] 156% L BE / BEbEAE A PRI, F 21 BE -9, 10— — 4
FE-3B -0 - R -1,3,4,6,7, 11b B — /N& —2H- MEE I [2, 1-a] SFwmk -2 8 - JEHE (5
W) 2) 53 B RIGAR A G . IR TRCR 115 438
[0176]  MS(ISP) :353. 3(M+H) ", [a ],+156° (c 0.558, 51 )
[0177] St 4
[0178]  9,10- — 42 -3(S)— [A] - 3K -1, 3,4,6,7,11b (S) - /N & —2H- M iE JF [2,
1-a] Sk -2 (R) - 2%
[0179]

[o180] @it ChiralpakAD A%, H] 156% L BE / BEBEAE A PRI, F A1 B -9, 10— — 4R
=3B - - R -1,3,4,6,7, 11b B — 73& —2H- iEWe JF [2, 1-a] Fndmk -2 B — ik (5K
W 2) , SRAGHR A A . PREE I TER 159 4345,

[0181]  MS(ISP) :353.3(M+H) ", [a ],~154° (c 0.523, 547 ).

[0182] S 5

[0183]  AhiHJiE —9,10- —FSEIE 38 - 0] - FRHEL -1,3,4,6,7,11b B - /NE —2H- ALnE IF
[2, 1-a] FRMEMk -2 a — ZEfi%

[0184]
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[0185] 7 5K i 51 2 JIT 3l 1) e S 1) (53 o, 3R AT AE 0 58 Z Rh AL & W i H R B
(20. 2g) , B L dn 1A

[0186]  MS(ISP) :353.4 (M+H) ",

[0187] S i) 6

[0188]  9,10- — 4 FE -3(S)— i) - A 2R3 ~1,3,4,6,7,11b(S) - 7S & —2H- mpwe I [2,
1-a] FFWEk -2 (S) - L fi%

[0189]

[0190] ¥4 AhHTE -9, 10- 4G 3B — [A] - 2R3k -1,3,4,6,7, 11b B — 7 & —2H- MERE
IF [2,1-a] Sk -2 a - FLfk (SZEf) 5) @ik Chiralpak AD #E43 5, A 20% 5 N EE / B
B R BE Wi, AR SV DR B IR 270 738
[0191]  MS(ISP) :353. 4 (M+H) ", [a 1,-57° (c 0. 345,54} ) »
[0192] S 7
[0193] 9,10- —FF& A -3(R) - A - F2KE -1,3,4,6,7, 11b (R) - /N & —2H- BLE 3 [2,
I-a] ek -2 (R) - L%
[0194]

NH,

[0195]  H4AMHHE -9, 10- —FF4IE -3 B - 1A - &K -1,3,4,6,7, 11b B — /& —2H- nkie
F [2, 1-a] FWEML -2 a - FiE (S 5) @id Chiralpak AD #2405, H 20% RAEE / BE
Bl R UE N, AR ST DR B INR) Y 158 43

[0196]  MS(ISP) :353.4(M+H) ", [a ],#57° (c 0.545, 547 )

[0197] SE ) 8

[0198]  AFJH JE -9, 10— — 4 3B -(4- & —bwE —2- 3£ )-1,3,4,6,7, 11b B - /5
2 —2H- mErE f [2, 1-a] Pk -2 a - FLfi%

[0199]
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[0200]  ZRALT-SEHtifsl) 2 il & An AL G . IRIFRSF LM R . %Pl Fe b 5 — A
BEVENL ( LLRL St 15) o

[0201]  MS(ISP) :354. 3 (M+H) ",

[0202] St 9

[0203]  9,10- —FEIE-3(S)-(4- 3L —ntkig —2-3£)-1,3,4,6,7,11b(S) - /NE —2H- itk
mEF [2, 1-a] Sk -2 (S) - ZE %

[0204]

[0205]  RF AN E -9, 10— 4 3E -3 B —(4- A 3E — nibme —2- 2% )-1,3,4,6,7,11b B - /5
S -2H- MEnE I [2, 1-a] SmEbk -2 a - Fefig (SEHif] 8) 1id Chiralpak AD AE43 55, H 20%
FENBE / BB BN, SRAFAR LAY . PR BEINTR) Y 350 4380,

[0206]  MS(ISP) :354.3(M+H)", [a ],-67.5° (c 0.527, &1 ).

[0207] S 10

[0208] 9, 10— —HI4IE -3 (R)— (4— AL —nikiE —2- 3£ )-1,3,4,6,7, 11b (R) - /N4 —2H- it
W It [2, 1-a] SRk -2 (R) - £Efiz

[0209]

[0210] AN E -9, 10— 4R 2E -3 B —(4- A 3L — mikme —2- 2% )-1,3,4,6,7,11b B -/~
Z 2H- MEREIF [2, 1-a] FergEmk -2 a - Rl (SEHEf9] 8) Tl Chiralpak AD #E73 %5, H 20%
FENEE / PEEAE B, SRS PR & DREFIT TR R 200 Z3 %P

[0211]  MS(ISP) :354. 3(M+H) ", [« ],+68.8° (c 0.520, %4 ) -
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[0212] S 11

[0213] A} 9H b€ -9, 10— — A4 AL -3 B —(6—- A 2 —mib e —2- 2k )-1,3,4,6,7,11bB - /5
2 —2H- g Jf [2, 1-a] FrEbk -2 a - FLfi%

[0214]

[0215]  ZRALTSLHER] 2 H AR @ W) RIFIEM AR % WA IS FE 2 = Ak
Vel (LLBLSEE ] 12) .

[0216] MS(ISP) :354. 4 (M+H) ",

[0217] St 12

[0218]  A}9H i€ -9, 10— — P45 -3 B —(6—- A & —mibwe —2- 2% )-1,3,4,6,7,11bB - /5
2 —2H- mErEIf [2, 1-a] FerEbk -2 B - JLfi%

[0219]

[0220] AL T-SHifs] 2 Hl AR A AW o AT TR R . 1% AR i R 2 — 4
Ve ( LLAE S Efe) 11) o

[0221]  MS(ISP) :354. 4 (M+H) ",

[0222] S 13

[0223] 4191 i€ -9, 10~ — F 4 % -3 8 - (5— A7 & - mb e —2- %6 )-1,3,4,6,7,11b B~ /5
A -2H- mErE I [2, 1-a] FerEmk -2 a - FLfi%

[0224]

[0225]  SRARLT-SEEf 2 dil & An @it &9, HAE K A ARG & e il FE
ARG (LB SERER 14) .

[0226]  MS(ISP) :354. 3 (M+H) ",

[0227] S 14
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[0228] ﬁ[\?\%ﬁﬁ _9710_:Eﬁ§%_36_(5_ Eﬁ%_utt%_2_%)_173747677711136_/‘#\

& —2H- MikREFf (2, 1-a] Spemk —2 B — %
[0229]

[0230]  RMAFsitifsl] 2 &A@ 6. SRR AN K. - YEaE IR HE—1
BEVENL ( LCEL STt 13) o

[0231]  MS(ISP) :354.3(M+H) ",

[0232] SRt 15

[0233]  4FJH I —9,10- — 4 3B -(4- & —ibmE —2- 35 )-1,3,4,6,7, 11b B - /5
A —2H- Mg I [2, 1-a] FmEmk -2 8 - Kk

[0234]

[0235]  ZRALT-Sitifsl] 2 il & An AL G4 . RIS ER Ko 2 WIAE il i R 28— A
Ve ( LLA S fs) 8) o

[0236]  MS(ISP) :354.3 (M+H) ",

[0237] S 16

[0238] 9, 10— 4L -3 (R) - (4- S — ki —2- 3£ )-1,3,4,6,7, L1b (R) - /& —2H- it
WE I [2, 1-a] SRk -2 (S) - 2%

[0239]

H.,
~ o N

~
0
[0240] AN E -9, 10- —FI4AIE -38 - (4- AL —ntkmE —2- 3£)-1,3,4,6,7, 11b B - /5
S —2H- e 3F [2, 1-a] FFMEmk -2 B - 3EH% (SZEfs) 15) J8id Chiralpak AD AE43 5, H 20%
LT ) PEGEAE BRI, SAFPR AL &4, RN TR 200 4386,
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[0241]  MS(ISP) :354. 3(M+H)", [a J,+129° (c 0.511, 54 ).

[0242] SEE) 17

[0243] 9, 10— —HISEJE -3(S) - (4- AL — kg —2- %) -1, 3,4,6,7, 11b (S) — 7 & —2H- it
WEJf [2, 1-a] Mk -2 (R) - JEZ

[0244]

[0245] BN TE -9, 10— 4L 3B - (4- IS —mkme —2- 3£ )-1,3,4,6,7,11b B — 75
—2H-MEREHF (2, 1-a] FrEmk -2 B — 2% (SLEf) 15) @it Chiralpak ADAE4rE, 1 20%

m% / BEGEAE A VRN, AT hs AL &4 . IR TR R 159 434

[0246] MS(ISP) :354.3(M+ID ", [a ],-127° (¢ 0.597, 54/ ) -

[0247] S 18

[0248]  4}JH JE -9, 10— — 4 3B -(3- & —mbwE -2- 3% )-1,3,4,6,7, 11b B - /5

2 —2H- W f [2, 1-a] SpmEmk -2 a - 2EfiZ .

[0249]

[0250]  ZRALLT-Sgtifhl] 2 il & An AL G . IRIF K AR R & el Fe b 5 — A
B ( ELB st 19)

[0251]  MS(ISP) :354.3 (M+H) ",

[0252] S 19

[0253] ANV iE —9,10- — 4L 3B -(3- A& — Mk mg -2- 3£ )-1,3,4,6,7,11b B - /5
A —2H- mkrEf [2, 1-a] FerEik -2 B - JLfi%

[0254]

[0255]  SRALFSid] 2 Hl bl 59, PG KA AR Er-YECIE TR R

25
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BEVENL (LU Sl 18) o

[0256]  MS(ISP) :354. 3 (M+H) ",

[0257] St 20

[0258] 4Py JiE —3B —-(4- & FE - mk g —2- 3£ )-9,10- — A4 3k -1,3,4,6,7, L1b B - /5
A —2H- MERE T [2, 1—a] Mk -2 o — B

[0259]

[0260]  ZRMLFsitifsl] 2 &A@ G SRR AN K. - YEaE IR E A
BEVENL ( BCBLSETt) 21) o

[0261]  MS(ISP) :368. 1 (M+H) ",

[0262] S 21

[0263]  AMVH JiE —3B —(4- & % —mibmg —2- 3£ )-9,10- — 4 HE -1,3,4,6,7,11b B - /5
S —2H- MERE I [2, 1-a] SFmEmk -2 B - ALk

[0264]

[0265]  ZRARLT-SLEW 2 Hl AR @ &Y. SR KA ER K. % WEEESFREPE A
B ( EeB St 20)

[0266] MS(ISP) :368. 1 (M+H) ",

[0267] S 22

[0268]  AMIHE 3B -(4- 5 - ZEH)-9,10- “H4HEE -1,3,4,6,7,11b B — NE —2H- it
e Jf [2, 1-a] FrEmk -2 a - JEH%

[0269]
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[0270]  ZRLFSLHEW] 2 H AR @ G SRIF KA K. %A SFEPE A
e ( ERB St 23)

[0271]  MS(ISP) :367. 4 (M+H) ",

[0272] S 23

[0273]  ANIHHE-3B-(4- K - Z5H)-9,10- “H4 K -1,3,4,6,7,11b B - /NE —2H- it
WEFF [2, 1-a] SEmk -2 B - Ffx

[0274]

[0275] AL TSEiifs] 2 Hl AR AW . ST KA B K. &% A R 5 —A4
BEVEE ( bLEsEitf) 22) o

[0276]  MS(ISP) :367.4 (M+H) ",

[0277] S 24

[0278] AP VH i€ 3B-(2,56- — 3L - 2K 3L )-9,10- — HI 4 3& -1,3,4,6,7,11bB— /5
& -2 MERE S [2, 1-a] SWEmf -2 o — %

[0279]

[0280]  RARLT-SLEf 2 Hl ARt &9 RIS KB ERR. &% WA SR P A

Byl ( ECB ST 27)

[0281]  MS(ISP) :367.4 (M+H) ",

[0282] S 25

[0283]  4h ¥ Jig -3B-(3- 3 A & - A FE )-9,10- = F 4 % -1,3,4,6,7,11bB - /N
27
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& —2H- MEmEIF [2, 1-a] Mk -2 o - FEf%
[0284]

[0285] AL TSilifs] 2 Hl AR AW . ST KAEKM K. %W ST A
BV ( EeBsETtf 29)

[0286] MS(ISP) :379.3(M+H) ",

[0287] St 26

[0288] AP HE —3 B —(6— FIARIE — MEwE —2- ££)-9,10- — 4 -1,3,4,6,7, 11b B - 75
A —2H- MERE I [2, 1-a] MMk -2 a - FE

[0289]

[0200] AL FSilfs] 2 AR G . SRR KA K.

[0291]  MS(ISP) :370.4 (M+H) ",

[0292] S 27

[0203] 4} 34 JE -3B—(2,5- — A % - K H)-9,10- — B4 -1,3,4,6,7,11bB - 75
A —2H- MERE I [2, 1-a] FmEmk -2 8 — &k

[0294]

[0295]  ZRALLFSLitif] 2 il hrdifb 54, RIS KA EM K. &Y AE TP E—1
FUERE ( Eei st 24) o
[0296] MS(ISP) :367.3(M+H) "
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[0297] S 28

[0298]  4hVH JiE -3B-(3- % A & — A 4% )-9,10- = F 4 % -1,3,4,6,7,11bB - /N
2 —2H- Wk Jf [2, 1-a] FrEbk -2 a - FLfi%

[0299]

[0300]  ZRALT-SEHtifh] 2 Hil & hrdifh &9 . PA3 KB ER K,

[0301]  MS(ISP) :381.4(M+H) ",

[0302] S 29

[0303]  4F ¥ JiE 3B -(3- 3 N & - X £ )-9,10- = 4 % -1,3,4,6,7,11bB - /N
S 21— MERE S [2, 1-a] SEmEmk -2 B — L%

[0304]

[0305]  SRARLFSLiEf 2 H&An @t 9. SR KA B K. %A SFREPE A
BEVENL ( LLEL STt 25)

[0306]  MS(ISP) :379. 4 (M+H) ",

[0307] S 30

[0308] 4} WY JiE 3B -(3— R 1 A& - A )-9,10- — B4 £ -1,3,4,6,7,11bB - /N
2 20— mEREf [2, 1-a] FerEbk -2 B - JLfi%

[0309]
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[0310]  ZRALT-SEHtifsl 2 il & hn G RIF KA K. &P g fe s — 4
Bl ( ELB St 31)

[0311]  MS(ISP) :371.4 (M+H) ",

[0312] S 31

[0313]  4h ¥ JiE 3B -(3— | & - A & )-9,10- = 4 & -1,3,4,6,7,11bB - /N
2 20— mEREIf [2, 1-a] FerEmk -2 a - FEfi%

[0314]

[0315] AL FSEilifs] 2 A A EY . SFFKAEKM K. &% WE SRR A
BEVENE (LU St 30) o

[0316] MS(ISP) :371.3(M+H) ",

[0317] S 32

[0318]  A}HME -3 B —(4- FIAAE —2- AL - 2R3 ) -9, 10- — %K -1,3,4,6,7, 11bB - /5
A —2H- MERE I [2, 1-a] MMk -2 « — K

[0319]

[0320]  ZRADLFSitifl 2 Hill & hn @b G SR K AR K.
[0321]  MS(ISP) :383.4 (M+H) ",
[0322] St 33
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[0323]  4FVH E -9, 10- — 4R 3L -3B-(3— AR L —mk & —1- % )-1,3,4,6,7,11b B —
& —2H- MEmEIF [2, 1-a] ML -2 o - FEf%
[0324]

7
[0325]  a)2- & -9, 10- —F4IE -1,6,7, L1b- PUST —4H- MERE IF [2, 1-a] Fmemk -3-
% 2.
[0326] 44 9,10- — A4 —2- 448 -1,3,4,6,7, 11b— /N & —2H- ML BE 3F [2, 1-a] S0é
Wk —3- . & & BE (Helv. Chim. Acta 1958,41,119 ;4. 00g, 12. Ommol) F1 Z & %% (13.9g,
180mmo1) 7 I b (KR G AE S50 F B4k 5he fERHIZER G, BikARWAE S P 1M
SEMNBKBRZ BB . BAVLE T MgS0,) , H R, 5 Rbr 8k &4 (3. 71g,
93% ), K A0 44, MS (ISP) 333. 2 (M+H) ©
[0327]1  b) A VH JiE -2 — U T S Bk 2 2 -9,10- = F A K -1,3,4,6,7,11b B - /5
2 —2H- mERE f [2, 1-a] FprEmk -3 B - IR L MF
[0328] 7EOC F¥ = LR (120mL) AR 2- 25 -9, 10— 4 -1,6,7, 11b- P4
& —AH- MERE I (2, 1-a] FMEmK —3- R LE (6. 90g, 20. 8mmol) KPS (60mL) ¥R
W, 30 23 BhE, B AU B A AL Eh (1. 64g,41. bmmol) 4bFE, If HFE HEHE 40 23 %h. ¥
VR FL S IR TR AR IAE 2M S A AL BN K VRN — & e 2 TR B A HLE F R
KPR, T4 MeS0y) IF HZ&E R« IR RYEEHEAE — A Pt (80mL) H, I HAE W T N
AN ZWRIR —BUT I (4. 98g,22. 8mmol) ) 5 4t (50mL) W F s v 78 =30 T B #
SEA, W 4a, FF B B R W AE PEbe rh ik B, 45 2 bR AL 54 (7. 44g,83% ) o 3R B (8 [ 4K,
MS (ISP) 435. 4 (M+H) ",
[0320]  ¢) AR VH IE —2a - BUT A R E A -9,10- = F A & -1,3,4,6,7,11b B - /5
A -2H- mERE I [2, 1-a] FprEmk -3 B - IR
[0330] HESAALBT (86%,4. 47g,68. bomol) I AFISMEIE -2 « — BT S RIE 2K -9,
10— — P4 2 -1,3,4,6,7,11b B— /N & —2H- ML BE 3F [2,1-a] F ¥k 3B - B % & Mg
(7.44g,17. lmmo1) 7EVUSREME (7T0mL) F7K (70mL) H [ EIFHH » B 5h 5, KR
EMEIWRG . KRR E T I BRI (ol 6. 85) MG Wi, IF A &1,
B2 RGEIG ARG . s BA N, H KGRI ek, 5 2br 64 (6. 91g,
99% ). VRE 1A, MS (ISN) 405. 3 (M-H) .
[0331] ) AFJHBE - (Qa—- BT E e = & -9,10- = 4% -1,3,4,6,7,11bB - /N
A —2H- MEREFF [2, 1-a] ek -3 8 - 55 ) - HIE IR 2- — IR - fF
[0332] % bV E -2a - BT AR A A -9,10- = AR -1,3,4,6,7,11bB - 55
A —2H- WL g JF [2,1-a] MWk -3 B8 - = & (6.91g, 17. Ommol) \ — 2% Ji& i Bt 2k & A AL
W) (7. 40g,25. 6mmol) « = Z % (1. 72g,17. Ommol) \2—( = FAL Ak LE 3L ) - Z B (30. 2g,
256mmo 1) FF 2 (40mL) HITRGAERA Z T N T 80°C N 48h. 2R 5 I N VR -5 ) E
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TUAE, AR 44k (S10,, CH,CL,/MeOH/NH,0H80 1 : 0.2) , K= srfE 1 & 11
Okt / SR CBEES , 15 265 AL A9 (5. 22¢,59% ) o LA 4, MS (ISP) 522. 4 (M+D) ",
[0333] ) HPHME- (3B — 2K -9, 10- —HI4KE-1,3,4,6,7,11b B - /N& —2H-MLRE JF [2,
1-a] FWEmk -2 a - 3% ) - AT RBCT BE

[0334] % A1 JH BE —(2a — BT A P g & 2 -9, 10- = A2 -1,3,4,6,7,11bB - /5
A -2H- MEE I [2, 1-a] Rk -38 - 2% ) - @A T K 2- =R E - 48 (5. 22g,
10. Ommo1) 7EFRALPY T FEEH M (IM 1) THE %5, 42mL, 42mmo 1) 71 BT IRAE 50°C T Ik
90 738, Wi fT BV R SR 40 JF B A (i 4tifk. (CH,C1,/MeOH/NH,0H 95 © 5 1 0.25),%3F
BhREAL 5 (3.598,95% ) o VREAELEA, MS(ISP) 378. 4 (M+H) ",

[0335] ) 41 ¥ e —[3 B —(3— HF Bk 2% — ik & —1- %5 )-9,10- = H 4 & -1,3,4,6,7,
11b B = 7S5 a —2H- MEREFF [2, 1-a] FWEmk -2« — 5 J- AT AT B

[0336] 4 2,5— — FIAIE DY SRR —3— I (73mg, 0. 41mmol) A RIS E - (38 — 2
F-9,10- —HHEE-1,3,4,6,7,11b B — /NG —2H- MEEE I [2, 1-a] WMk —2 a — 55 ) - &3t
IR AT S (140mg, 0. 37mmol) ¥ Z % (1. 7mL, 29mmol) FIALEE (1. 05mL, 13mmol) ¥¥E .
WIS EAE 100°CF k90 73 8h, SRIE 28 R, I R A (i aifl (Sio,, Bkt / L1 L
FEEEVERL ) , 15 2P A& (T5mg,44% ) o AO[E A, MS (ISP) 456. 3 (M+H) .

[0337]  g) HMYHE -9, 10- —FI4IE -3 B8 - (3— 3L - mEms —1- 3£ )-1,3,4,6,7, L1b B - 75
A —2H- MEREFF [2, 1-a] MMk -2 « — i

[0338] % 4hiH JE (3B -(3— A7 Wk &5 —mib g —1- 2 )-9,10- = 41 % -1,3,4,6, 7,
11b B = /N —2H- MEWE IF [2, 1-a] WMk -2 a — 25 ]- SR fE (75mg, 0. 17mmol) %¥
FRIEVAEIE] OCHI =R LR (ImL) o, I = Z3EAEEE (55mg, 0. 46mmol) AbHE, 7F 0°C R fitH¥
Lh, i HESEK . AW A4tk (S10,, CH,C1,/MeOH/NH,0H95 © 5 : 0.25), 1335
&4 (48mg,85% ) o A 14, MS (ISP) 342, 2 (M+H) ",

[0339] S A 34

[0340]  A]YHE -3 B —(3— & — 23 ) -9, 10- —FF4IE -1,3,4,6,7,11b B - NE —2H- nikieE
I [2,1-a] FMEmk -2 B - FEpL R h

[0341]

oO—

~

O

[0342] &) HMEHE -3 B8 - (3- & - 23 ) -9, 10- — P43 -1,3,4,6,7, 11b B — /N& —2H-nit
WEJF (2, 1-a] SeréEmk —2— i

[0343]  WIsKJEf] 1a) BTk, A8 1, 3— —5 - ZRSFAFIR IO E A E] (40mg, 11% ) o

[0344] MS(ISP) :372.2(M+H) ",

[0345] 'H NMR(CDCl,) : 6 = 7.38-7.06 (m,4H) , 6. 64 (s, 1H) , 6. 59-6. 58 (m, 1H) , 4-3. 7 (m,
8H) , 3. 5-3. 35 (m, 1H) , 3. 2-2. 6(m,7H)

[0346] b) HMEHE-3B-(3-& - #3L)-9,10- — 4K -1,3,4,6,7,11b B — <& —2H- Nt
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WE I [2, 1-a] ik -2 B - ZEERER 31

[0347] KA IE -3 B —(3- & - #5H) -9, 10- “FH4EFHE -1,3,4,6,7,11b B - /NE —2H- 0t
WEJF [2, 1-a] Sk —2— i (60mg, 0. 16mmol) HSFLE A EE (10mL) A1 —ZF ke (5mL) 1o J
AN LR (248mg, 3. 2mmol) , I HIG [ NATE =R T A . MAF I AE (13mg,
0.2mmol) » 7EZIE FHLH: 1 /AN, B NIRE WA AKMRE, A A 3 IR WA
HIANUZ R KYEE DR T88, I IS T8 iRy RIS (i 44 (CH,CL,/
MeOH/25 % NH, 7K = 97/3/0. 5) , 13 271, %7~ WE R AERT WL A A 22— 55— BRI o 4%
HHSARAE QB I BN HC1 SRR 75 RS0, )R s ta [l AR (22mg, 33% ) o
[0348]  MS(ISP) :372.3(M+H) ",

[0349] 'H NMR(CDCl,) : 6 = 7.4-7.10(m,4H),6.69 (s, 1H),6.62 (s, 1H),3.9-3. 7 (m,6H),
3.6-2. 35 (m, 10H) , 2-1. 9 (m, 1H) o ISP-MS :m/z = 373. 3 (M+H) .

[0350] S A 35

[0351]  AMIYHE-3B-(3- & - 2% )-9,10- — 43 -1,3,4,6,7, 11b B - /NE —2H- MERE
I [2, 1-a] FeMEk -2 « - ZEZEh IR
[0352]

A

[0353] RS 1b) Fridk ()85 g () il SRASAE 0 55 AL S e i =) o ¥ )
WARAE CBET, I HM IN HCL () SRR 25 R, R iR st [ 4 =4 (26mg) o
[0354]  MS(ISP) :373.3(M+H)",

[0355] 'H NMR(CDCl,) :8 = 7.31-7.15(m,4H),6.73(s,1H),6.60 (s, 1H),3.9-3. 8 (m,
7H) , 3. 4-2. 2 (m, 9H) »

[0356] S 36

[0357] APl E —[2-(2a — & 3L -9, 10— — 43t -1,3,4,6,7, 11b B — /NA —2H- ML e If
[2,1-a] Sk -3 B - & ) — nikhe —4- 2 ]-

[0358]

[0359]  a)2- ¥R —4- (T 3k - 5L - mEpe IR L R L ) — ke
[0360]  7F 0-5°C N, n] 2- Y& —4- (B FF3L) mikmg (Lancaster, [CAS 118289-16-0]) (7. 3g)

33



CN 101090901 B WO B 28/33 T

ke (2. 65g) B @ FHE (80mL) I i AU T JE = IE A REpi AL & (5. 85g) &
FREHE (20mL) , [ 15 438 R NIR-EWILE 0-5°C T 4t 3h, BI7EUK /7K b, JF HH =
AP GEAE o KA AUAR FHIK Rk B8 S VRN Eh K Pk, R B T 0k 4 o Tl e Tk i
(200g) I PEFANAEY), FHH S PEEEN . B EG - MRR 5 28R 2T, AT 2- 1R -4- (BT
S - THH - REREER A AL ) - ke (10. 3g) LK.

[0361]  MS(ISP) :302.0,304. 1 (M+H) ",

[0362]  b) HMHHE -3 B —[4- (BT 2 - —H R - RGeS AL ) — ke —2- 26 1-9, 10- —
4 -1,3,4,6,7, 11b B — /N& - MEREFF [2, 1-a] WMk —2- Wi

[0363]  7E 80°C ', ¥ LFRAE (0. 84g) BT BEHY (9. 8g) MAMHIE -9, 10- —HI4ZE 1,3,
4,6,7,11b B — /NE —2H- X 3f [a] MelE —2— fii (8. 90g) [D. Beke, C. Szantay, Chem. Ber. 95,
2132(1962) 1 KR AWIE R EZ PR, FFHIPHRES 3 35 K. RS T =ML
AVUEMERG (200mL) o g R NYRA WAL S N HiHE 16 7080, ARG RS RN D0 N =80T 2506
(0. 76g) 12— IR —4- (RUT Zk - Z 3L - b pe LA R 0 ) — EmE (10. 3g) o R, ¥ %
NARGYIT 20-25°CHidE 18 /NI o BRI N EIFEDK / K (1L) b, FH 2N ZhEg o, I H.
FHAUT 25 FRBEIEAS HY o KA ATUAH AR Bk BEs , FHAR BREE T -k 4 - IR R AR (i
(HERZ,400g) 4ifb, T 1 1 1R T / SR SBsVE A VRN, 13 214N TE -3 B —[4- (X
T - TS - mE R AR L ) - ke —-2- 3k ]9, 10- AL -1,3,4,6,7, 11b B - N
A - g I [2, 1-al FerEbk —2- B (6. 9¢) IR,

[0364]  MS(ISP) :483.4 (M+H) ",

[0365]  c) NMIYE -3 B - (4- B FFE - kg —2- £5£) -9, 10- —FI4HE-1,3,4,6,7, 11b B - /5
S - Mg It (2, 1-a] SEmEmk —2- i

[0366]  [a] ZHJE -3 B —[4— (BT 2k - — L — ke U 26 ) — ikmg —2- 26 1-9, 10- —
A JE —1,3,4,6,7, 11b B - /N & — ke JF [2, 1-a] 5 M0k —2- [ (6. 85g) ¥ PU &L Wk i
(340mL) VEW P I =K G R AP T 854 (11, 2) o ¥ R IR & WILE S 1R FHEFE 2h JFik
o MERRPIPIMAIK /0K, F B SRR A WA R AR SRS ik, D B kT8¢
I HIRYE . R R AR ERSai b, AT & e / FEE / S EAEAE AP, 34340
W HE -3 B —(4- B HE - nikng —2- £ ) -9, 10- I -1,3,4,6,7,11b B - /NE - MEIE I
[2, 1-a] F#réEmk —2— fi (4. 6g) BEEEH K.

[0367] MS(ISP) :369. 1 (M+H) ",

[0368]  d) AMgJE -3 B - (4- B FIE - kg —2- 55) -9, 10- —F4HE-1,3,4,6,7, 11b B - /5
A - kg [2, 1-a] FerEmk —2- fijis

[0369] I S ALL T+ S5 Jiti 91 2b 1 J7 ¥4 il 25 & AL & W, AN e -3 B - (4- F2 2R - ik
Mg —2- 4L )-9,10- — 4 L -1,3,4,6,7,11b B - /N & — AL 0E IF [2, 1-a] 5 M bk —2—- [
(4. 6g)  F2 ik #h 1R 1 (0. 954g) LR (1. 12¢) 1) LW (140mL) ¥ ¥ IT 45, 3K A5 40
WE -3 B —(4- FFIE - nikrE —2- 3E£) -9, 10- 4 IE-1,3,4,6,7, L1b B - /NE - mikre It [2,
1-a] MMk —2- Fill5 (4. 67g) kMM,

[0370] MS(ISP) :384.3(M+H) ",

[0371]  e) APMNE -[2-(2a — &I -9, 10- 4 E-1,3,4,6,7, L1b B — /&, —2H- nkig I
(2, 1-a] FrWEmk -3 B — 2% ) — nibie —4- 5% 1- A
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[0372]  FH 28 ALL T+ S5 Tt 9 2¢ 19 07 ¥ il 25 % A0 & W, AN E -3 B - (4- F TR - ik
Mg —2- 3£ )-9,10- 4K -1,3,4,6,7,11b B - /N E - MEREIF [2, 1-a] S MM —2- i 5
(4. 60g) FFafh, FEME A S F bt / FEE / AR ENRER G5, SR8 MNEE -[2-(2a - &
5 -9,10- “HI4EE -1,3,4,6,7,11b B — /NG —2H- MLBE I [2, 1-a] Frsmk -3 8 — 25 ) — it
e —4- Fk 1- FEE (2. 16g) WG K,

[0373]  MS(ISP) :370.3 (M+H) ",

[0374] S 37

[0375]  AMYIE -3 B —(4— i 3L — nibiE —2- %) -9, 10- 4K -1,3,4,6,7, 11b B - /5
& —2H- MEREFF [2, 1-a] FWElk -2 o - IR R

[0376]

[0377]1 &) [ 4} ¥4 JiE -3 B —(4- 52 1 3& — ik mg —2- %5 )-9,10- = H 4 & -1,3,4,6,7,

11b B = & —2H- MEREFF [2, 1-a] Sk -2 a - 3 - 2 FIRBUT iR

[0378]  [A] A JE —[2- (2« — &3k -9, 10- —FI4HE -1, 3,4,6,7, 11b B — /& —2H- nLig I

[2, 1-a] SpréEmk -3 B —J& ) — MEmE —4- 25 1- Il (2. 15g) M S HkE (215mL) WP A

WelR BT G (1. 27¢) o R IRA MR 2h, Wi, I+ HoB 7k 4 P RE IS (i 44k, 45 1)

TRAWEE ) P/ AEMEAE VN, A5 [ AMEBE -3 B - (4- R AL - ke -2- 3 ) -9,

10- —F4 3 -1,3,4,6,7, 11b B - /NE —2H- MEEIF [2, 1-a] SFMEmk -2 a — 3t - A

AT S (2. 35g) R (lE 4.

[0379]  MS(ISP) :470. 3 (M+H) ",

[0380]  b) [ 4} v i -38 —(4- & B J& — ik wg —2- 3£ )-9,10- = 1 4 % -1,3,4,6,7,

11b B = 7N& —2H- MEREFF [2, 1-a] FrEmk -2 a - 3 J- 2 F IR T S

[0381] 7EOC FIa [ AMHIE -38-(4- A - nbmg -2- £ )-9,10- —FHE -1,3,4,

6,7,11b B — /& —2H- MEREF [2, 1-a] Mk -2 a - 3% - ZZEFEACT B (0. 58) M=%

e (15mL) WA — LI B =AM (0.515¢) o KN IREWILE 0-5°C Rtk 2h,

UK/ IR SR, I B & PR A B A MU 2h K Pe ik, B B B8 T 15 IRk 4

IR AR R (1 (50g) 4if, LR ot /2.4 F1 8% I AR A Ve Wiy, 3k73 [ 7MH

WE -3 B — (4— J L — ke —2- 35 ) -9, 10- 4 -1,3,4,6,7, 11b B — /& —2H- MERE I

[2, 1-a] FMEmk -2 a - 5 - ZZEEFIRAUT R (0. 15g) B EAIHE.

[0382] MS(ISP) :472.4 (M+H) ",

[0383]  ¢) #MHHE -3 B — (4- G F 3L —Ibme —2- %) -9, 10- 42 -1,3,4,6,7, 11b B - /N

A —2H- MERE S [2, 1-a] Wbk -2 o - FEIER IR EE

[0384] [ [ 4} ¥ g -3 B —(4— 7 A 5 — b —2- 2% )-9,10- — FI 4 % -1,3,4,6, 7,
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11b B = /N& —2H- MEREFF [2, 1-a] SprEmk -2 a - 58 J- 2 IRBUT 15 (0. 095g) 1 ke
(5. 0mL) VI 4 FE/R HCL/ —WEht (5. 0mL) o ¥4 ) NRA AL =30 N et 4, IF HonA
LBk (TomL) DAPTVE SRR #h o ¥ db ARt 38, FH S mEpES I HAEE, RIS hR 84k 54 (0. 065g)
VR A4

[0385]  MS(ISP) :372. 1 (M+H) ",

[0386] S 38

[0387] APy IE -3 B —(4— J T — mbmg —2- %) -9, 10- —FHFHE -1,3,4,6,7,11b B - /5
A —2H- mERE I [2, 1-a] Pk -2 a - FLf%

[0388]

[0389]  H4AMHJE -3 B — (4 FUF AL — HERE —2- 3% ) -9, 10- — %% -1,3,4,6,7, L1b B - /5
2 -2H- MEREFF [2, 1-a] FpmEmk -2 o - BRI ERER SR (0.040g) 191 ¢ 1 FIEE / /K (5mL) ¥
T B B A i (IRA-400) iy, A0 AR RIS RIPE A Vel . & IF 4oy, IF B
ARET, PAR A E (0. 025g) R,

[0390]  MS(ISP) :372.1(M+H)",

[0391] i il 571 S Tt 451

[0392] syt A

[0393] W] LA MLy 245 B an R Rl iR A A 7 7

[0394]
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5% (=340
1%:
KOWED 10.0mg 200.0mg
HRAESR 23.5mg  43.5mg
FEKEY 60.0mg  70.0mg
&R ZJ&ML s el K30 12.5mg  15.0mg
TR LR 12.5mg  17.0mg
T REmR B: 1.5mg  4.5mg
(ZE) 120.0mg 350.0mg
HWEALK:
RNERESER 3.5mg  7.0mg
B 7,8 6000 0.8mg  1.6mg
Ba 13mg  2.6mg
SMRGER) 0.8mg  1.6mg
—E kR 0.8mg 1.6mg

[0395]

EIR A AR/ BT

[0396]
[0397]
[0398]

[0399]
[0400]
[0401]
[0402]

3 P A o 0 S RO T 4 FR TR A, FH 28 0 LN o ) 7K s VUK VR B ) T R
Pk 5 Ry R BN AN AR AR FREE VR A FE 5 ., 49 21 43 ) FE 120 8] 350mg % . FiZ4% H

SEHtEf5) B

A LR &R 338 AT R o (R R 7
5%

AOHED
FLbE

BAa
TR AL IR SRIGHEN 2 FIeE T,

St C

FESBT LR AU AL
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5%

AOILEY) 3.0mg
B Z._FF 400 150.0mg
Z;&Q‘ HEZE pHS.0
HEFHRAK HIZE 1.0ml

[0403] 3 P B A S AR AE SR £ T 400 RIS K (o) RRET . F SR¥ pH
PWE 5. 00 IIASE AR 1. oml o 8 2 & 1 2m R, B Sd ug, 25 /Ml
oK -

[0404]  SLJf5] D

[0405] W] LA BLT 225 B A il iR B IR S 2

[0406]
gy

REANTYD
KOWEY) 5.0mg
o 8.0mg
SN KEH 8.0mg
HorEA I AE YT 34.0mg
KEH 110.0mg
RENSYER 165.0mg
PR RS A
B e 75.0mg
H i 85% 32.0mg
Karion 83 8.0mg (T#/%)
—EALER 0.4mg
AR E 1.Img

[0407] 35 M 7 WA AE L e (TR AV R A b, R TR RN B T K/ B I T I
Ferb o RRIETE Jm B R e 14 M R P AT AR P

[0408]  SKify] E

[0400]  w] LAHIH MU 2l a6 & A W B o i)/ 25 %

[0410]
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2%

RO AEY 50.0mg
FLBE, 40k 1015.0mg
R 4T 4E R (AVICEL PH 102) 1400.0mg
REPEAERM 14.0mg
T Iz el K30 10.0mg
AR Bk 10.0mg
VARSI 1.0mg

[0411] R i MR Ry 5 SUBH Bl ld £ 4 5ORUER AL 4T 4 AR &, JF FH 2R ARt s e i AT
K BVR B VK FU TR o K R 5 st IR 1 SR AT RS INSRINR &, R N/ g
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