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Z-12H)- AR E}-4-~a g A)BRAFELL-—F AT

BE(301E %0694 E ) RB(10EA)E = T A (0.24%
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BEaAap Pz ttemz e b ER Bt B BESE > &
=3 A

K#3 1-({4-12,3- = & [1,4] =5 3t ¥ [2,3-c] R -T-& F

E)EE]-1- AN A ®wREA}TF E)1,2- = &-4H,9H- % = #
[1,2,3 -ij]-1,8-2R-4,9-— & B & B
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B (1.7E 7 > 23.2%%#)19%12 BEORREMAETER
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£, 1-=—F £ L%)a%]m%})};%) 1-7% & o %
A3 [(RAFR)AA]IRBEL T &
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(e) [I-Q-BA-1-{[(REAFHA)AKX]F AT H)-
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ATFAEOC » £ =T HE(O.046F 5 > 0.333%;{4)“
® AL F A2 8E(0.026E# > 0333 E L )R IF - 6 R 4005
10 BREETR O BALBETHEHUING - ShBHl28E=
L R(0.046F 7 > 0333 % 3 ¥ )81 A1t F 72 88 (0.026 %
00333 EF) EMRBERNEFTERTHHEBRE - H5H
Sp1.2% =2 8(0.046 #0333 3 F )81 R 1L F #4588
(0.026Z 4 » 0333E X H)> BBRERMMESOC » BE6
15 N o {EERAEETR 0 AwiaFNaHCO, K ER(10E
#) > i 12220% MeOH/DCM (3 x 100Z A)E R AERZ - &
@  Gizds o AMgSO M A > B AAK - BE B
MAEME M > R0-15% MeOH/DCMiE 2 - A48 & 5 &
o REBRRBRTRE  HBIFEHOBOE R > 48%) -
20 MS (ES+) m/z 552 (MH*) -

(i) (2,3-= &[1,4]=73 3 #[2,3-clw=-7-& F £){1-[(4,9-
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INBE o BIRAMAEETER 0 B U FNaHCO,(10% #)
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'H NMR#LC-MS+# 48 FI A E#I3AZ £ 4 -

ARz > #dBENDCM QLEM)T  ARITEAB T Z
IMHCIR 2 > $ 2B AEA M A b EHREILRAHCIE - K
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KHl4 1-({4-[(7- 3% % -3-40 & B -3,4- = & -2H- % =2 #
[3,2-b][1,4]*B~#-6-% F H)ak £]-1- X G2 X} F £)-1,2-
= §,-4H,9H-%k = 3 [1,2,3-ij]- 1,8-v22-49- — AR A EL B8 1
A~ f
owo H/;j\\j\s
NS =

AF1-[(4-BR A -1- &b B ) F 5 ]-1,2-= & -4H,9H-=
o 3[1,2,3-1j]-1,8-22 2 -4,9- — &R — B & B (51 % % ° 0.136%
EH)MPEHE > 2K #2(n)4£DCM £ )8 F 82(0.1
EA)VPZRAY NEARERT B UR=ZCTEGOHFA
0438 X H)R®E» A A TR THH025 8% > KRIL K AoT-
8 A -3 B A -3,4- = & -2H-ok o 5 [3,2-b][1,4] 7K o4 -6- % &%
(B 7 4 A 4 BIW02002056882 F 4133(e)) 37%& %,°0.136
EEH) - BZ BRAOMNEBTHRAEUNE > K% Ao
NaBH(OAc);(86 % #0408 E X H) - BREYN EBTH
BA0S e BE R RBE AN KERQIEA) - &
200F 8 /DCM B x I00EMH) X RLESY - HF R ERBAK
2t MgSO,) » %4 » R E #(0-20% F & /DCM) » #1542
Mitethzad i AZABGCOE L > 48%) -
MS (ES+) m/z 558 (MH") -
8§ H (CDCl;, 400MHz) 1.32-1.51 (2H, m), 1.81-2.00 (2H,
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m), 2.20-2.41 (2H, m) 2.50-2.75 (3H, m), 2.93-3.03 (1H, m),
3.04-3.15 (1H, m), 3.46 (2H, s), 3.98 (2H, s), 4.32-4.41 (1H,
m), 4.52-4.61 (1H, m), 4.98-5.04 (1H, m), 6.22-6.32 (2H, m),
7.48-7.51 (2H, m), 7.75 (1H, s) °

oA —FELIA4-_AHE ‘#z4M§ub§L & #
A B TFEARAD P A GERBILRIZABES -

£H#5A (AR)-1-({4-[([1,3] & #1412 B [5,4-c] "% =2 -6- & F
B)EE]1I- XA w2 A} TP £)1,2-— §-4H,9H-k o #
[1,2,3-ij]-1,8-"42-4,9- — R B & B

— (O
AGOS

(a) 2,2-= F & -N-[6-(F & £&)-2-tk vz & 175 8 B

1 = 9 A T B B (18.08 % - 178.744 & ¥ E ) -~
Cs,CO,(68.823 % » 211.242F ¥ H) ~ sz(dba)3(1.488ﬁ, ;
1.625% ¥ H )& #% #i (xantphos) (4,5-4 -(= % & 8 £)-9,9-
— 9 R - Hokd) (1.880% 3.249%%3)&&*&%&
Z1,4-—fHHBEQ@0EH)PZHFR AR FTHK.2S
B B EU2-RAE-6-(F AA) W2 (1932 # » 162.494
EEH)RE - R B RAMEQR T w2485 o k3
A AK(AH)RIE » # ADCMER3X (1#4 > £ 2 A2 x
500 7F) - A BERBAKILIEMgSO,) > A% REH
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(50-100% DCM/40-60.% it &% > 2 1% % 0-5% F 8 /DCM)
FEAEIEEY 0 AR & E 251915 > 121 111%;:;
15%) - ARG EEENMBALIODEAGRLEESE) BF2 5
EH(A.9905 > 23990 E £ H > 15%) - 44 & % £90% -
5 MS (ES+) m/z 209 (MH*, 100%) °

(b) N-[3-:2%-6-(FARA)2-sbox £]-22-—F A H 8K
FEARIPBEFZI=ZHIAKRBET EERT > &

® 2,2- = F & -N-[6-(F & & )-2-w ¢ &£ )75 & 8% (55.011 %, >
10 264467 £ H)ATHF (450 )P X BR A 2-78C > i
MIE-T %4232 45818472 B F)R B 15048 B % >
EHEBREOC EANOCTHR#HETIF - KB R4 A

AP E-T8C > BR12-—2THRQT3EH ZITEEH))AR
1004 B F HEERBAREZETR S ENERTHHE30
15 S48 ELBREMAN . CHARIAFERGE—RER -
ABGALBEATHEL  ABFABLLAZENE P —EE
® sy A& CHK00ESN) BEI0NH - B F
A B o2 KGOOEA) > R T E(3 x 500% F)E KRR A
4o Rk > A ZHBRIEB B KEIEMESO,) > BIE
20 AE KA BAEY - BE O GHEENIEIABEIE(00E
)Y EEEAEAALRBETHFEBR - BEAMBARZILE LN
BB kA L%(ZO%%)%%&  REBAZEFHIE R
HEM BHEERERR(45.6605 159011 E F-60%%F F)-
ARBER  LEZGYE M (0-25%8 8 T 85/40-60 % 4
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B) BT E Mz AWM E (726455 349E X ) - A4
AatEB.038% 0 27992 8 E » 10%4& %) - #NMR
BICMS T AL RERAEYBENZEMGAME >

3 R

MS (ES+) m/z 287/289 (MH*, 100%) -

() (RE)-3-[2-[22-—F A @A) A]-6-(F & %)-3-9

% 5 ]-2-5 M BE T &5

AN-[3-78 K -6-(F R 5)-2-abog £]-2,2-= F X B EE A
(78.7835%, » 2TAZE £ H) - #(=-F =-T A M)&0) (1% -
19572 X B)R A (— X2 F A RE)=4(0) (0.892% -
09714 L F ) o KBRAZ14- A EBEG0EH)F =
e AARMBIE-TEEM@TIZHF 329ZEF)R KT
AFEROGISEF R2EXZH)RE - £ %> BREREY
#80C FAhushd N od RZEAIC FI N -BEABFRE
M A AAKQ000EH) B R &G xS00EHA)EREL
Moo R EESHXIABRBER B AKIELEMS0,) > BIE -
KA R BEY - BE AL ENDCM GOOEA)F
B R #7(10-30%EE &% 7 &5 : 40-605 k) RELELA AT T &
B REFEY AEGEEB@BT4AI2R 0 95%) -
MS (ES+) m/z 335 (MH*, 100%) -

(d) 3-[2-[22-=—F A REBE)BEA]-6-(F AXK)3-hrwA]
R BT &5
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# QE)-3-[2-[2,2-—F A mEE X ) A )-6-(F &4 %)-3-
g K ]-2-A M B T B5(43.7065% 0 131 E )£ LEM450%
M)PZEk > WERRFTERET > R4/55.0% 4708 %
F)VRE RBEATERIAABRZI A FTIHHIO G - K14
BB EIZEABRRBERERSY  BAEMRBIZT
BRQROOEH)BBRMK - B EABER  RIFAN AFE
4 (43.549 %, > 99%) -
MS (ES+) m/z 337 (MH*, 100%) -

(e) 7-(F & %)-3,4-= &-1,8-2% = -2(1H)-&

AF3-[2-[22-= F A REBE)EA]-6-(F AK)3-un=
£)1mE TE(86.01% » 256% ¥ F )4 8 # (500 # » 3000
EEHF)OM> KBER)P ZRAMWNEOTC T A6/ oF o &

REH AL » AKGO0EFF)RE > 5 E5HHEHRK > &

UNE R B (FRH20) b Fo(FRFSAM)-
B2 BREA4H020% MeOH/ DCM (3 x S00E #)E &K o
Bk A2 R IS B R K%K MgSO,) > B 0 R &
BoBEBFMAEN AR EBERG5845% 0 79%) -

MS (ES+) m/z 179 (MH*, 100%) -

() 7-(F & %X)-1-[QR)-2- A T #* F £]-3,4-= £-1,8-
ok oz -2(1H)- &8
F7-(F & 44)-3,4-= §-1,8-w8 9 -2(1H)-2 (4.974 %, >
2792 X H )4 DMF (100 )P 2 5%k » AOCRARAT °
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M8 1648(60% > 1.340% * 335E X )R » A A0C
TFIRH20048 - B F 5 RE RS W L3-8 & E 5% 8 (25)-2-
AL AFEETO60 293EXEFH)RE > HOC F#HH
R HEREZFER AAZTRETHRHELIF - BHE R
5 KGEEH)  ABREY > RE S Ex 8B KER
(500 ) FADCM B xS00EA)ERESY - H ¥ > &
SHZAEBRBERIBKELHEMgSO,) B RAE EF
mEM -
® MS (ES+) m/z 235 (MH*, 100%) -
10
(g) (1S)-1-(#& F £)-1,2,5,6-w & -4H,9H- =k o 3 [1,2,3-ij]
-1,8-v% 9% -4,9- = &R
A 7-(F A E)-1-[CR)-2-R AT/ A F A]-3,4-=
1,8-vA 0z 2(1H)-E8A(1.167 %, » 4.98% ¥ H )£ DMF (20% #)
15 P2 BRBRANEBATWHRELIC  BEONE - £ EABR
i > BRRH(0-20%0F8/DCM) » 1524 » AKEE R
® (339% %, > 31%) -
MS (ES+) m/z 221 (MH*, 100%) -
RECREMTERMASDZE » H160C F /w2405
20 4% -

% 132,8,9'@ g -4H,7H_ n;‘k "i #-

(h) (1-{[(2R)-4,9- = 4] &, #
Z-2- R )F R} -4- A Ahw )R

[1,2,3-ij]-1,8-¢& ¢
axl,l-:—?_*_z)éa
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4 (1S)-1-( & F % )-1,2,5,6- @ & -4H,9H- =k & #
[1,2,3-ij]-1,8-v5 oz -4,9- — &1 (1.909 %, > 8.67% ¥ )£ DCM
(I0EH)F 2R WOCRART » R=T H(1450%
#1040 E F) B EURILF R EB0.743%H > 9.54
EFEH)RE R BHERETER EAFTRTFHEHEI
b BE O ORRBEBRS MU EHRBBKER(00E
H)RE - EUDCM 2 x 100EFA)EBRLAY - K1k > &
At ABAEBBAKIELEMS0,) BK » RAH  EiF
MY P R4 F b s% 8k [(25)-4,9- = ) & £ -1,2,8,9-m &
-4H,7H-% & 3 [1,2,3-ij]-1,8-2 sz -2- 2L |F s - B A EN &
KTHENOOEFA)Y » HZE Ubog (1402 0 1734 B F)
BA-XNEUTABRATFTHELI-—FRACEGATE  17.34%
EH)RE > irﬁﬁ70C‘F7’mzﬁ.‘h2OfJ~ B o 20/ 8574 0 A B %
4-55 & vt oE AFE#LI-—FHALEEQGB47S > 17342 8
)b (1402 - 17342 ) AR EHwER
R BRARIRISTC) TR REMH LB E T BIFH4] 85 o
R ABRERSY » %5 g fo NaHCO; K & #%& (200
Z£)> BEADCM (3 x 200 )X RR A4 - Kk 5
PR RAEBIB K EMSO,) @i > RAR > #iEHR
Eth BB EEAR -

MS (ES+) m/z 403 (MH*, 100%) -

(i) (1-{[(1R)-4,9- — f] & #* -1,2- = & -4H,9H- =k =& 3
[1,2,3-ij]-1,8-28 ez -1- R ]F A }-4- N A g X)BRAT
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Bl,1-—F A T 85

# (1-{[(2R)-4,9- — ] & % -1,2,8,9-w & -4H,7H- =k =&
#[1,2,3-1j]-1,8-98 oz -2- A JF K }-4- N G g X)) K 7 &
1,1-— F & Z85(5.710% > 14.19% ¥ B )4 1,4-— & 4 B (50
5 ZEH)PZER > HERTUDDQ (4.835% > 21.28F ¥ F)
R BFA120C Aokl eF o Kk B REYAHE
£R - RRERSHM UK, CO;KRER(5% » 1000E #)
mR¥E > BUADCM (3x500EF)ER - %% EEH A K
® o amARBMESO,) @ RRE RARAN - A
10 BEERE - BREERS —AELA-—AEBEGIEH)T X
B A P 5 E5(2.889% > 7.18F . X)mDDQ (2.444 %, > 10.77
EER)EHL BREZLERBTHARE  BEAHZIRY
ﬁv#ﬁ(O-lOO%@’* B L BS ¢ 40-60.6 b &k > 2K 1% A 0-20% F

B - BABR L BS) HIFAY ABERBREA532%)-

15 MS (ES+) m/z 401 (MH*, 100%) -

o () (IR)-1-[(4-B £ -1-% fowox £) T
ok ot 5 [1,2,3-1j]-1,8-v4 9% -4,9- — #F — BB g5 B8
4 (1-{[(1R)-4,9- = fa] & % - 1,2-:- 2, -4H,9H- ok =& ¥
20 [1,2,3-1j]-1,8-22 o -1- 2 ) F A }-4- X Aoz R A Fa1,1-
— TR TE(1.532% 0 3.83% ﬁ#)ﬁﬂw(zoaﬁ)*z@
RPN ARREERT R1,4-—AME +24M HCl (10%
F400EEF)RE  FAFTEBTFTHIF025 6 - £ F 5
mPEQIESNS) ERREDBHEHFO025 - REABR
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dh » TRTBQOEA)AL - % ZERAAETTHR
BRoEAAGEY ABEEME(.4435% 0 101%) -
MS (ES+) m/z 301 (MH*, 100%) -

F— BRI EFEHS@-0)FEARZ1-[(4-Bc&-1-5%
ateg A)F &]-1,2-= &-4H,9H-=k =& #[1,2,3-ij]-1,8-92 g
-4,9-— #F — B8 8 B 14 & & ¥ £ M HPLC (Chiralpak AS-H (5

BOR) A BERGAE-—HEEHRH BT AR

(k) #ZREiLeH

## (1R)-1-[(4- Bz A -1- X & b w2 &)
AH,9H-%k o 3 [1,2,3-ij]-1,8-95 o2 -4,9- = &) = 8 & B (R &
Ed) 515 % > 15408 8 B )4 5

462EE F)RE » T AEBRTHHO025) 5 - % > Bix
R[] E R B[5,4-clabog-6-% FPRE(BAN AR » £ B
W02004058144 » §#161) (258F % » 1.540% ¥ F )& 32 »
B BBH05/ 8- K% #45& A NaBH(OAc); (979% #, >
42EEH)RE > ENEFBRTHEBHOSIF -LFE > BRE
) LA 48 Fo NaHCO; K5 & (100 E #)E 2 > B 120% P &
/DCM (3 x 200 F)HE B o A0 2 H #% X R B K %R
(MgS0,) » BiE » %% » B E#(0-20% ¥ & /DCM) » # 4%
BRItz adbER AXBEERGTIER > 1.273%
£H > 8%)-

§ H (CDCl;, 250MHz) 1.25-1.45 (2H, m), 1.75-1.95 (2H,
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m), 2.20-2.45 (2H, m), 2.45-2.55 (1H, m), 2.60-2.75 (2H, m),
2.90- 3.00 (1H, m), 3.05-3.15 (1H, dd), 3.85 (2H, s),
4.30-4.40 (1H, m), 4.55-4.65 (1H, m), 4.95-5.05 (1H, m),
5.75 (2H, s), 6.25 (1H, m), 6.30 (1H, m), 7.20 (1H, s),
7.45-7.52 (2H, m), 8.00 (1H, s) °
MS (ES+) m/z 452 (MH"*) «

#DCM/MeOH 2:1 (15ZEH) P X B BN T B P 2
IMHClR 52 » B % A%  HREALREBHB -

K#5B (IR)-1-({4-[([1,3] & 5115 B [S,4-c]® =2 -6- % F
E)BE]-1I- N A} F E)1,2- = §-4H,9H- =k =& #
[1,2,3-ij]-1,8-%¢-4,9-—EFA X F & B

% (1R)-1-({4-[([1,3] A s 12 B [5,4-c]t o€ -6- K& F £ )AZ
E]1-x & &) F £ )-1,2- = & -4H,9H- =k = #
[1,2,3-1j]-1,8-24 a2 -4 9-—EBRE N FEE T » T A RXFENE
B)RE - BM  ULBRE  RARBTABED  #45
Eh BABRFTERE -

K#5C (AR)-1-({4-[([1,3]1 &. 5112 B [5,4-c] s =2 -6-% F
A)BRE]-1-A 8w A} F £)-1,2- = §-4H,9H-=k =& #
[1,2,3-ij]-1,8-24 o2 -4,9- — B —-Z A B2 % B

455 8 B[4 A (2 %5 0.1% TFA) % 2 10% MeCN] % =
(1R)-1-({4-[([1,3] A B 12 B [5,4-c]wb =€ -6- & F &) A& K& ]-1-
N Ak AT A)1,2-= &-3H,8H-23,5.8a-= f. & 5 B
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BB BEWERAEZIEMHPLCER Y-S54 4 A&
Mz B RME > BEREEMRYE - £P,O, L2 #EH4
AGAR)E  EAMGHEERBR A& LA -

K #6A (1R)-1-({4-[(2,3- = & [1,4] & 5L K B % [2,3-c] "
w-T-BFH)EE]-1- X & weg A} F H£)-1,2-— £-4H,9H-
ok okt #[1,2,3-ij]-1,8-"892-4,9- — B B
S
l—(\N\JN/\@\j
0« _N_ _N_ _O H N/ O
L

A (AR)-1-[(4-B 2 -1- X Rabog £)F £ ]-1,2-= &
-4H,9H-= o 3 [1,2,3-ij]-1,8-75 v% -4,9- — & — 88 f§ B8 (511 &
Ao1369ZEEH)(MP» R £ M KT #50)4& &5 QOEH)
HAFYB(NZEA)FIRIR AEERAAT  RZLE
(0524 41 EEH)VERE > £ A T BT #0251 8% ¢
Rk > BERUA23-= A [1L4]8 5B MW [2,3-clog-7-%
FEL(M A A &R » 2B WO02004058144 > £ 4)60) (248 % %, >
1369 £ F)R ¥ > B BEEH0S5/8F - KRk > 455 % M
NaBH(OAc);(870% %, 411 E B F)RE > i N TR T H#
0.5 8% « 3£ % » 3§ R B4 A 885 NaHCO, K 5 #& (100Z 5)
BRI AU20%FE/DCM 3x200EH)ER - A5 24
#iii&ﬂi?Kéﬁﬁ%(MgSO‘,)’ @R RB o BREF(0-20%F
B/DCM) EF 2RIz B AR X8 & B 499
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ZEN 0 18%) -
MS (ES+) m/z 466 (MH*) -
§ H (CDCl,, 250MHz) 1.21-1.48 (2H, m), 1.72-1.92 (2H,
m), 2.12-2.39 (2H, m) 2.41-2.78 (3H, m), 2.89-3.22 (4H, m),
3.78 (2H, s), 4.28-4.48 (3H, m), 4.50-4.61 (1H, m), 4.96-5.04
(1H, m), 6.19- 6.32 (2H, m), 7.01 (1H, s), 7.42-7.53 (2H, m),
8.00 (1H, s) *

#DCM/MeOH 2:1 (152 /)Y 2 8 G s — 5 &4
e P2 IMHCIRE » B 545 RALEEB&5 -

K #6B (1R)-1-({4-[(2,3- = & [1,4] £ 5L k& B 5 [2,3-c] &
w-7- X FA)EE]-1I- N A g X} F £)-1,2-= §-4H,9H-
ok ok 3 [1,2,3-ij]-1,8-28 0% -4,9- — &7 HA &k BB
% (1R)-1-({4-[(2,3- = & [1,4]) & B Mt B M5 [2,3-c] s =
AP EOIBRE]-l-aweg A} F RX)1,2-— &-4H,9H-k
ok 3 1,2,3-ij]-1,8-v2 0 -4 9- — &R ;XM P EE P 3 LA X F & (1
TE)VRE - ARBTARBEER BIFAEY ARXFTHB -

£#6C (R)-1-({4-[(2,3- = £, [1,4] & 5 & B 5 [2,3-¢c] &%
w-7-HFR)EE]-1- N A%} F £)-1,2-— §-4H,9H-
wk ot 3 [1,2,3-ij]-1,8-2%-49-— B (Z A EEEKB)

#F (1R)-1-({4-[([1,3] A #i1a B [5,4-c]oth® -6- 2 F A )i
J-1-7x & ooz A} F £)-1,2-= £.-3H,8H-2a,5,8a- = & & 4
L 3R-— BB ERAHBZEMHPLCE & - 7 10%
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MeCNAE A £50.1% TFAZ K P 225N - 4K AW
Z BB R RBEREBWHRIL - £P,0; L X 3 IEHEA
#% > AM(E-TFAB V2 B m e &6 B8 -

K#7 (AR)-1-({4-[(5,6,7,8- =3 £ -3- R S o} K F &) &
El-l-x & weg X} F ¥)1,2- = & -4H,9H- =% =& 3
[1,2,3-ij]-1,8-"%°2-4,9-— A B & BB

N =

1SS

(a) 5,6,7,8-m3 £,-3- & o off ¥ B T &S
B1L7-F 5 @4.00EH# 3018 E )@ {4 F & 285

954 301X F)a s KkEMAx],4-— & & BE(S00

EHR)P2BR NEAARTET UBAHEE-&0)-=

#0814, 4522 L H)RE > £ F A G R T Ao k18] 85 o

Rtk B REMHRE AT RAWEA)RE  BAE &

HDCM (100E#)¥ » @5 E 258 B/E > UDCM

EBEfE A R E R AS B H(0-100% DCM : 40-60.5 i &%

#B%A0-10%FE/DCM) » #1F E4 > AR 448 &4 (1.27

# 0 21%) -

MS (ES+) m/z 206 (MH") -

(b) 5,6,7,8-@&-3-&@“&%?@?
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#5,6,7,8-m@ 8,-3-R bk BT ER(1.275L 0 6.19%8 %
F)ETHF S0 H)YP 2z Em&k > -T8CREAEAT » K
LiAIH,(£THF ¥ 2 IM;Z& * 6. 19 # 6. 198 L H)E 52 >
EHEEBHREETR ATRTIONGER > BESWK(E
#)~ 2M NaOHXKZER(AEH)ARKAEH) > B#HFLEHN
TR THEBOSIF - R LBwELt2ERBELL
# > ATHF (S0E7)i5dk r 8% > AR ERARE  EH
(0-20% ¥ B2/DCM) » #1413 £ 4 > 4% &4 (0.572% » 57%) -
MS (ES+) m/z 164 (MH*) -

(c) 5,6,7,8-m3 &,-3-& vb ol 5 F 8F
#5,6,7,8-m0 &-3-Ebep K FE(ST2£ > 3508 ¥

HF)EDCM)(102H)F2ER  NEBRREAAT U4
4bﬁ£(3.047i 3502 F)ARE > XA TR TFTHHE2DN

CARBBBRELZERRBERERSY UDCM (50
%ﬁ)i@as&  ARBERERER BB RAEAY ABEHMA3ISE
% 77%) -
MS (ES+) m/z 162 (MH*) -

(d) #BIEY
#(R)-1-[(4-Bc K -1-x B R A)

-4H,9H-=k ok 3 [1,2,3-ij]-1,8-9% o -4,9- — &) — 8 & B (87 &

o 0233BER) (MARE > KR HIS0))E KB GEH)

AFEHO2EM)FTZIRER R E T oo
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745 > 0699 E L H)RHE > LA TR THH025) 8% o
Rk BERS,6,7.8-m §-3-Bobofk i FEOB7.6E %
0233Z2X B)RE > EABHOS I - BE > BERU
NaBH(OAc);(148% % * 0699 L H)E ¥ » £ N T B T#H
#0585 - Ktk B REM R 48FNaHCO, KE &R (100%
AVEFE > B IA20%F B/DCM (3 x 200F F)3E R o 1 A4
Z H AR RB KR (MgS0,) > BiE 0 k% RE#(0-20%
FPE/DCM) EEFBZALb TR AXBEEH
(66% % ° 64%) -

MS (ES+) m/z 446 (MH*") -

5§ H (CDCl,;, 250MHz) 1.22-1.51 (2H, m), 1.71-1.99 (7H,
m), 2.15-2.38 (2H, m) 2.45-2.82 (4H, m), 2.61-3.22 (4H, m),
3.85'(2H, s), 4.29-4.42 (1H, m), 4.50-4.61 (1H, m), 4.96-5.04
(1H, m), 6.18-6.32 (2H, m), 7.00 (1H, s), 7.47-7.59 (2H, m),
8.21 (1H, s) °

K #18 (1R)-1-({4-[(6,7- — &, -SH-Z /X ¥ [c]®=-3-K& F
g)&%]'l'f\. ﬁu% 'E‘Eﬁs} ? &5)'192':‘ ﬁa"‘Hng"’* “i#‘
[1,2,3-ij]-1,8-42-4,9-— R B E& B
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H\N&A{ﬁ
N \

Oo. _N_ _N_ _O H N
T

(a) 6,7-= &-5H-3% /& H# [c]® =2 -3-% B T &5

M1,6- — (124244 1085SEXEF )AL A A FE T
B5(1.063EH » 1085ZEEXF) AR KERMAZI4-—AH%E
(I00EM)FZER PDARRERT  ABAIHA-8)-
= 502935, > 1.628 E X H ) 32 » H F A @R T s 18/
B o R1Z B REMASE  AF LU00BA)EE > Bk >
BAWDCM (100 4) ¥ LBkt 2 m% kR iBJE  UADCM
S AR R MR AR B #7(0-100% DCM : 40-60.% i &k
K1k A0-10%F 82/DCM) » B 45 E 4 > A 438 & 4 (427
B3R 21%) -
MS (ES+) m/z 192 (MH*) -

(b) 6,7-— &,-5H-3 % #F[c]mr-3-% F &

4$6,7-= &-5H-38 % H[c]ob o -3-% 8 C B (427 & %,
22332 £ F)4(THF) Q0EH)FP2ER&R > H-T8C R & A
F » LiAlH, (1M £THF %) (2.233% 4 > 2.233 &£ ¥ ®)
RE > B HBRETR - AFTETIONSEEL > HEFH
K(AZH)2M NaOHAKRBER(IZFH)RK(EFH) BHR
SN ERBTHEHOSIF R LByELTzmRhidR
R4t ATHF (S0£F)58 > 3% > A B ER AR
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R #(0-20%F 82/DCM) > Hi3 A4 > A& H(189% % >
57%) °
MS (ES+) m/z 150 (MH"*) -

5 (c) 6,7-= &-5H-3% /% # [c]h=-3-% F 8
A 6,7- — & -SH-3 /% ¥ [c]t=2-3-& FEE(189% % >
1.267Z2 £ F)4£DCM (10EH)FP 2B R R ERBRAR
TR 642(1.101% 1267TEEH)E R B2 AT S

Q@ 0w omEwHLzEEEBE XDCM@0EHF)
10 BEE o ABAMER KSR AEW ABE R0 E

59%) -
MS (ES+) m/z 148 (MH") -

(d) #RBitEY

15 #AR)-1-[(4-B XA -1-x gz £A)F £ ]-1,2- — &
-4H,9H- %k =& 3 [1,2,3-ij]-1,8-74 =2 -4,9- — &) — 2 8% 8 (82 &

Q@ ;020 F)MARE 2MEHSHERSCER)
BFEO2EH)FZIRIFR NERRAAT UZTLE

(92%% - 0659FEE H)R®E > L £ TR TFTHFHF025)8F -

20 Kk BIERRG6,T-— 8 -SH-38 /& F[c]obog-3-% F 82(32.3
ZEn0220EEF)RE > EHEHOS I - BE > BB

% ANaBH(OAc);(140% %, > 0.659E B H)E @ - AN £ 5
T483£0.5/ 8% 2K 1% > 4§ R JE 4 24 48 o NaHCO, 7K /& #& (100
EF)RE » 3 R20%F & /DCM (3 x 200EH#H)ER - 4
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4#1%#%#’-2&%*%3’\&:%804) CBIE 0 AR REH

(0-20% F 82/DCM) » E 52 B4z B aEdk > BXB

EERGCIZER 41%) °

MS (ES+) m/z 432 (MH*) -

6 H (CDCl;, 250MHz) 1.32-1.59 (2H, m), 1.82-2.40 (6H ,m)

2.51-2.72 (3H, m), 2.82-3.18 (6H, m), 3.95 (2H, s), 4.31-4.42

(1H, m), 4.50-4.61 (1H, m), 4.92-5.08 (1H, m), 6.19-6.32 (2H,

m), 7.23 (1H, s), 7.42-7.53 (2H, m), 8.38 (1H, s) -
#DCM/MeOH 2:1 (15 )P 2 B & sk —

T gL
LEPZIMHCIR I » 5 A% HIF2REB/RB

o

K #9 (IR)-1-({4-[(1,3- = & =k %% ¥ [3,4-c] =€ -6- 5 F &)
&%]'1'7‘; ﬁ%ﬁg} ? &)'192'; ﬁ,-4H,9H-",‘k "é#
[1,2,3-ij]-1,8-%2-4,9-— A B & B

N
O~ _N_ _N__O H N
T

(a) 1,3-=— & ok =k #[3,4-c]utb o2 -6-% BL T &5
AF=-2-Fk-1- A 8GO0l > S32EXZH)ARAF&#
LEG2IEASB2EEX)ALBKERAZLA—A%E
GCOOEA)FZER PARRERTFT RBASGgOEA-4-
—5(1.437x TV EER)RE BE AV R(mHARRE
B120C)F Ao s 18/ 8F « 8 R B4 &5 > A F X(100& 7)
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B> BB AZMWDCM (100EH4)P » @it zs
P hiBIE 0 ADCMiE sk » A M FER AL » B H(0-100%
DCM : 40-60.% ;b && » 2K % A 0-10% F 82/DCM) » % 15 & 49 >
BAR#BHeBARO0871) X gd A Z EH(2.684
%) EBEIHO0-10-10%FEE/DCM) » B E S HE
BB EE(1.2615) L mBFzEHAHQ132% 0 21%) -
MS (ES+) m/z 194 (MH*) -

(b) 1,3-= & k% H[3,4-c]obe-6-& F &

#%1,3- = & vk o H# [3,4-c]ok =2 -6- % &% T #5(0.871 %, -
451E X F)ATHF Q0 A)F 2 E&k » »-T8CRART
ULIAIH,(IM > £THF$) .51 & 451 £ F)RE > i
EHERZZER AFRTI0ONESK S HWKAE
#) > 2M NaOHAKRBERAZA)RKAZEFH) » BHF RS H»
TR TFHIFEOSIE - KA LBy EITZHERRBERS
# > ATHF (S0Z&F)ixdk 8% > AR ERAE  EW
(0-20% ¥ 82/DCM) > 15 £ 4h > BHAE & H(66E % > 10%) -
MS (ES+) m/z 152 (MH") «

(¢) 1,3-= R ok #[3,4-c]otb o2 -6-% F &

#1,3-= &, ok o 3 [3,4-c] 72 -6- & F BL(66% %, 0.437
EEH)EDCM SEH) P25k  PEBREAT » A=
21480 " 43TEEF)RE » X A TR T2
N BB RITZHRABIE > ADCM 40E H)8 F &2
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(10EH)msE ABEAMBER EiFREW BB EH6S
Z % 0 100%) °
MS (ES+) m/z 150 (MH*) -

(d) ALY

A (IR)-1-[(4- B A -1-x @ s A)F X]-1,2- = &
-4H,9H-%k o #[1,2,3-ij]-1,8-v4 w2 -4,9- — & (121 & %, » 0.324
EEF) (M» 24 2HTHSNERNGCEF;)L T E
02€H)F2RFR NEBRAAT » A= T H(0.136
EFH092E L F)RE £ F B TFHHE025 65 K4
A B R AL3- = R ok vl HF[3.4-clb o -6-% F AR (48.3% T
0324 X H)RE > EAMPHOS I - £ BERK
NaBH(OAc);(206% %, * 0972 L )R ¥ » £ N T B TF#H
F05/ 08 - Ktk - B REYH At FoNaHCO, KiE &R (100E
)R > BH1R20%F &8 /DCM (3 x 200% #H) K B o 18 A4
Z B ERBMAKIHEMgS0,) @K A BB H(0-20%
FE/DCM) > BFLALE-HzadEw A 5B
GB7E % > 26%) -
MS (ES+) m/z 434 (MH*) -
6 H (CDCl;, 250MHz) 1.21-1.52 (2H, m), 1.78-2.00 (2H, m),
2.15-2.40 (2H, m) 2.49-3.15 (5H, m), 3.95 (2H, s), 4.31-4.48
(1H, m), 4.50-4.62 (1H, m), 4.92-5.19 (5H, m), 6.19-6.32 (2H,
m), 7.27 (1H, s), 7.41-7.54 (2H, m), 8.45 (1H, s) *

#DCM/MeOH 2:1 (15E/H) P2 A EHBUA—E B4
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cat b 2 IMHCIAT » # 5 4%  AAREES -

K#10 (IR)-1-({4-[(3,4- = & -2H- "% % # [2,3-c] "% % -6-
EFR)ERE]-I-Na%TE}F £)-1,2-= §-4HIH-=k =
'#'[1’2,3'ij]'198'"§"£'499';ﬁﬂ&Q

\
Ty

#F(AR)-1-[(4-BE A -1- N &g HA)F £]1-1,2-= &
-4H,9H-7k o #[1,2,3-1j]-1,8-2 =2 -4 9- — FR(M » H#H > 2 8
THEISONGI1EL 0. 14E R F)AE KA - FEE(9:1 3EH)
P BER NEBRRAAT LZLEO0.06EA)EE >
EAEBTHRFIONE - K% > FERRLI-— R vkh
[3,4-c]oub 2 -6-% F 85 (B 7 6 R » £~ B WO2004058144 » &
$1126(e)) Q1ZE 5% * 0.133E X H)RIE > B HHH2) 65 o
# % HERUNaBH(OAC); BTEL)RE » ENFRTH
2o Kk 0 B RE W R4 F NaHCO, K5 & (10% 5F)
R H20%FE/DCM B x SOEFH)ER - A2 4
#ERMAKIEMESO,)  BIE - AH > REM(0-20%7F
B2/DCM) > EFEMBitoHmzad sk A3%8 & B 2120
3 32%) -

MS (ES+) m/z 448 (MH*) -
§ H (CDCl;, 400MHz) 1.15-1.49 (2H, m), 1.61-1.95 (2H,
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m), 1.99-2.09 (2H, m), 2.20-2.38 (1H, m), 2.45-2.85 (6H, m),
2.92- 3.02 (1H, m), 3.05-3.15 (1H, m), 3.78 (2H, s), 4.20
(2H, t), 4.30- 4.42 (1H, m), 4.52-4.61 (1H, m), 4.95-5.05
(1H, m), 6.23-6.32 (2H, m), 7.00 (1H, s), 7.47-7.50 (2H, m),
8.07 (1H, s) -

ADCMyY 2 B EHR U —FEL LB ¥ ZIM HCIR
BoBREAE O E/ZREBRB -

? @'J 11 7'[({1'[(4,9' —_— ﬁ'j it g "1,2' — ﬁ '4H99H' "* '& #‘
[1,2,3-ij]-1,8- % -1- B )P R]4- XN e X} BEE)T
E]-23-—8-14-EH 5 RS- FTHBKBR:S22:124

#)
O
Bvosihee

(a) (1-{(2R)-2-5& & -3-[7-(F & #)-2- & £-3,4-= £-1,8-

weR-1CH)-A]AA}-4- X A R)BAFEELI-—F

A 285

HFT-(F RA)1-[2S)-2-3RATHATF A4 &
-1,8-04 s 2(1H)-BA(R B F HI5() 2 — & F & » 1248 A 3-54
AXBHBQR2-ZEACHEATELR)G14 13358 )
MA4- XA ABRATHILI-—FRALEQRTIL 133838
H)#£DMF GEMH)Y 2 R44 » H110C F Akl 8§ - 4
%%HDMF- 8 EMBWB B > £/ 0-10% T &5/
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—ARFRMER REAAEZEZILSH AXTEEHE > B
EARHETEHMOBIL : 89% ; 90%4 &) -
MS (ES+) m/z 435 (MH*) -

(b) {1-[(4,9- = @ & # -1,2,8,9- W % -4H,7H- =k =& #
[1,2,3-1j]-1,8-22 o -2- K )F K ]-4-~ @ wog A A F
B1,1-—F R ERSZ2:1:A44)

AF (1-{(2R)-2- ;«‘%-3-[7-(‘? E)-2- A K-34-— &
-1,8-v4 ez - 12H)- A ]A A }-4- XN A ng A)BR X FEELL-—
FRZEGCIR 897%3@#)& #5150 )8 = ¢ B
GlEMH)PXHER  RARRETRT » R F s ELEG.1
RO VTZEEF)RE » B EAQRT w25/ 8F - K5
A BERDGHENTHASOEA)P » B A iE4n(6.7
% 14485 B H)RIE > BRAS0C Fhodh - 45484 - %
BURBE HERGHHKQR0EH)E20%FE/ R F I
QSOEA)ZFH R RRE; 8RR > 3L U20%F 8/=—
TR x 250EF)ERAKE - 6 H I ABRERNG LS
ERAKEEE  BIE > RAR - BHEEYBEEL &
AO-10%FE/AFRAHER » REMEZILSY  AEHH
Be k(1835 57T%  Réh  BEH=ZCLRAEGY) %
BARE BEUAVGRE EHER  RABANH  EHF
27TAREBE# - FRABENTFTEY TEREZUNTERE
TMEZSCXEBH L - BE2HUFEGOEH) KLU FE
PZIMAGOEH )M - ZBEFEFZ2IMEA - BHF4E
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M BEEBEEQR0ER) BEARSZ2LIREAY -
MS (ES+) m/z 403 (MH*) -

(c) {1-[(4,9-= ] & % -1,2- = & -4H,9H- = o 3 [1,2,3-ij]-
1,8-v5og-1-X)F K] 4-~a g XA FaEll-— ¢
AT ERSZ2:1EAY)

% {1-[(4,9- = fa] & % -1,2,8,9-w & -4H,7H- =k o 3
[1,2,3-ij]-1,8-22 ez -2-R)F A ]-4- X A e A A Fagl,l-
—FATERSZ2:1RA44M)(1.83% ° 4.55% 32 F)#1DDQ
(1.6 * 683 EH)A14-— A= BH0EA)F ZRA
# o HOCRERTHIHBR -FHiwE $5DDQ(1.6% 6.83
ZEH) ERREMPHOOCTHIEHLINGT - EREMS
EER RS5%HEIFKEROGOEA)RE > B R20%7F
B/ R FHROxS00EA)ER - & 46 2 F % KR ABREK
SBAKRHEFE BE REAZ BFREY A/ &M -LCMS
BT R~8%NARLMEGT KB LBAEN—FHE P2
KABERMEKZE SREYMEQ0ERL)EH 0 x4
—AMEBA0ZA)F - U1E EDDQRE » R AE60C TF Ao
#108F c LCMSBEATREAR T4 > &5 w0.55DDQ» A
HREMHO0C FHBFOSIE - N HEEBEFTRELR
R MR BEYASY LS KIERGOOEA)RE » iR
20278/ —R FRQ xS00EH)ER - M HBER
MELBR MK BE REAR BB AY AEBE
BARMAZ > 50%) -
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MS (ES+) m/z 401 (MH") *

(d) 1-[(4-BxRk-1- X &g &£)F £]-1,2-= & -4H,9H-k ok
#1[1,2,3-1j]-1,8-25 52 -4,9- — & (R:S2.2:1;2 4 4%)

5 % {1-[(4,9- = ] & % -12- = & -4H9H- =k ¢ #
[1,2,3-ij]-1,8-72eg-1-£)F A ]-4-x A vbog KA A& Fakl,1-
—FHACERSZ2IRSY) (14 .5%;@#);@%;{,@
(10E5) % » H4 F 8 F R 1,4-= § 5 B8& ¥ 24M HCI

o (I0EA)RHE - BIBGRAER KA Ww—FH FEE > Ugd

10 Bl % O LCMSETREBC AR K HmE % T
UNEMAEBERBER HEAFRCESOEFA) £RBT AH
FRARER HATCEM - EERENIOEHTFEY &
#1 Amberlyst A21Bt A5 — A B H 1/ 05 - KRB BE E A B
HHRTFE KRB0 BERYE BBEENTFTEY LK

15 BREUTFTEAMBABISCXERL - KEHUTE  £FU
FEPZIMA LK - A FETIMA BB EH 0 A

Q@  izemE©06% - 80%) -

MS (ES+) m/z 301 (MH*) -
R — I EE AR AL EHH T M HPLC

20 (Chiralpak AS-H (5#% ) $£90:10:0.1Z 8% : ¥ & : E A B
B RSB H c BHMZ BB EARS)AKH2:1 -

(e) #ZABitewm
AEZBRRAAT > BRI[CEE-I-NA®TH)TF
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% 1-1,2- = & -4H,9H- =k o& # [1,2,3-ij]-1,8- o4& oz -4,9- — &
(R:Sz2:1:244) (60 % » 022 F)Mm7-FaE4-2,3-=
f-1,4-KH =3 H-5-FRRAA SR 2B WO006014580 >
#4413 £W02007122258 » E#|31(d)) 37.8% % > 0.2%
5 BEHE)AN—RFR/FEEQNOIZH)Y AT B THHI
e 3% 0 48 £ ANaBH(OAc);(85% %' 04E B H)E 5 >
HYEBEHRHIITF  RE S htefog B amar(1524#)
#R20% FE/— R FROGX3SEHERKER - HEAHZ
¢ FHMERNDGELG LR KSR BIE RAZ - BRAlH
10 BB REI L EA0-20%FE/ R FIRAPER 24

BRALASMZEBER AXFTEBETQR6ER > 27%) °
§ H CDCl, (250MHz) 1.15-1.45 (m, 2H), 1.53 (bs, 1H),
1.70-1.90 (m, 2H), 2.15-2.35 (m, 1H), 2.35-2.55 (m, 1H),
2.55-2.75 (m, 2H), 2.85-3.00 (m, 2H), 3.00-3.15 (m, 1H), 3.68
15 (s, 2H), 4.25-4.45 (m, 5H), 4.50-4.65 (m, 1H), 4.90-5.10 (m,
1H), 6.20-6.35 (m, 2H), 7.00-7.10 (m, 2H), 7.40-7.55 (m, 2H) -

® MS (ES+) m/z 474 (MH*) -

BRALLEYGhEedEAEdERENDCMY > B4 H

1$ 842 P2IM HCIEEmE R - Kt > R AHZ
20 %8 THEP,OGFAT  NEZTHBERFHIE -

KH112 1-[(4-{[G-# A % -3,4-= §,-2H-1,4- X # *& =} -6-
A)FR|EEL-NE®RE)F K]-1,2-= §-4H,9H-=k =
# [1,2,3-ij]-1,8-22-4,9-— A BB B(R:S22:1:24 %)
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Nesiaees
L

EEBRBERAAT RLI[G-BE-1-Na®hgH)7F
% 1-1,2- = & -4H,9H- =k o 3 [1,2,3-ij]-1,8- o5& =% -4,9- — &R
5 (R:Sz2: 1864 P EHE 28 EH111(d) (60F 5 0 0.2
ZEHX)A3-A A K-3,4-= §-2H-1,4- KX H Eoh-6-% F &
(B4 A& » 2 B W02002056882 > & #5]6(c)) (38.6% %, > 0.2
EXH)EN_AFTHR/FTEQNOIEMY LA TR THHE
Lheg o 3% > £ ANaBH(OAc); (85 51 0.4 £ H)&
10 o BAGERIFLIE - R A mtah# 8MERQOE
) BR20%F B/ — R F G x 35%%%)%&7&4}& o f§
B EMERNFE S ERKEIE  BE o RAE - B
HMEMBRIBREHLIL  ER0-20%FE/ R FRBHE
R RBFZRBILEMZTEHER AFTEERGBTER
15. 39%) -
6 H CDCl; (250MHz) 1.20-1.45 (m, 2H), 1.70-2.15 (m, 4H),
2.15- 2.40 (m, 2H), 2.40-2.75 (m, 3H), 2.95 (d, 1H),
3.05-3.15 (m, 1H), 3.40 (s, 2H), 3.76 (s, 2H), 4.30-4.45 (m,
1H), 4.50-4.65 (m, 1H), 4.90-5.10 (m, 1H), 6.20-6.35 (m,
20 2H), 6.85-7.00 (m, 2H), 7.25 (d, 1H), 7.40-7.60 (m, 2H), 8.53
(bs, 1H) -
MS (ES+) m/z 478 (MH*) -
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ZRLe WGt EhEE b ERENDCM/MeOHY » A
BERIE A B TZIM HCIRE M R - 7% 4 4
ABERB BLAP,O;HFLAT MNAZTHBE B PHIBEIX -

£#13A (AR)-1-({4-[([1,3] A 742 B [S,4-c]h =2 -6- % F
E)EE]-1-x 8w X} F &)-1,2-— £-3H,8H-2a,5,8a-=
REeHE3IS-—BED

—
TU L

(@) 6-(F A %)-3-75 K -2-9t o2 Bz

H2-RA-6-(F R 5)-3-s ok v2 (65.750 » 348E X )
£ F BT Z2MA(S00E 7 > 1000E ¥ H )& & K (500E # >
A8 E X B )P 2 Bk / B iR 0 N65C T#H 418/ 8% -
B TR R HEM  BUAKQ2x 100EH)kK-
FPERAATHRBY NMOCTFTRBZBR EBFAEH A
HEA% 6 ERR(52.14% 0 84%4 B » ENMR > 74%) -
MS (ES+) m/z 170 (MH*) -

(b) 6-(F AK)-2,3- & —B%

LAEBREARAT > 4£6-(F A K)-3-5 & -2-91t o2 B (26
RI29ZFZ )R FENTEGOOEZH)Y » &3 /515
R I4I02EF) (10%HE)RE - BREDEIRARZ
ASTHHBR LB REILRBEREY 3£ AT EE(500

97



1431006

10

15

20

20134 10 B 23 B{ZIE

)RR R RBLE EBFAEAY A¥E4H2068%
AR ) o
MS (ES+) m/z 140 (MH*) -

(c) N-[2-Bz%-6-(F & 4)-3-nbog & ] BBk T 85
AEBRRARAT » £6-(F AE)-2,3-%E = B (21.7
U A8T%AE  136E R F)ENTHEGOOEA)F -
BB EE4F(2438% 0 176 3 B 5 a8t . 85(18.13 %
F13ZEF)RE - BREMVAEZTETHHBR - R
HEEZTHBRLBE - BRBEERE£6-(FAK)23-%w—
B2(20.6835, » 87% 4 K > 129 ¥ H )£ T (S00E #) ~ 5 8%
47 (23.23 %) R % B ﬁx&@a(l7 27T)F £48 0 L BEREH P
FmTH—RIFHEBG ﬁ"ﬁ”"’“l’%}‘"&ﬂa o {E 7% G YK
7J<(17+)ﬁzzﬁ%£wa(lﬁ)zraﬁ4’ﬁ RE > By #RRE - &
—‘:Auiﬁ’éﬁxz,@a(l‘f‘l‘)ﬁﬂydkﬁé' , JE&’&‘HZ%’#%?—?&LX
MgSO, K&Kk » B » RAHE » B35 6 4(644%) &
st ADCM (BO0EF)RE » EE L R EMBE - 4DCM
ARERZESOLHB F4 L B 00-2% MeOH/DCMiE
B BIF406 M EZ A4 0 A & EE(LCMSHftNMR%&
BISUABZEAMHRBEISHNERILEHO-(F A X)-1,4-
— & o H[2,3-b]t o -3(2H)-8 — 2 ) $16.4 % IR L E B
6-(F A 2 )-1,4-— & b ® 3 [2,3-b]ok o -3(2H)-87 > A % & B
% °
MS (ES+) m/z 226 (MH*) ©
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(d) 6-(F & %)-1,4-= & o T #[2,3-b]wit = -3(2H)- 5

LAEBRAAT » EN-[2-B2K-6-(F A %K)-3-shw ]
BB LB (40.65 0 135 X F)EN @ &k (THF) (1#4)
Yo BRE=-TEHFAS1TL 135SEEF)RE - £ TR
F2/854% > A4 FfoNH,Cl (500 #) R #% % THF - &
Ao K (500% #) » 3 % 420% MeOH/DCM (14) 5 & H R
W E o ALBEK BAAETERET > WNA0C T KB
R-EEMEZAEY  AFEBRA53%): LCMSHfNMR
% E M —R(ENMR > 9%&E AL EH L) -

R EEBESRBY > L o8 - BAKE R20%
MeOH/DCM (2 x 500%%)%’3231@:* » B AR A B2 R MK
RIUAMESO M KSLHE > BIE » RAR  EBBEBE &
EUREZLHAK BELEMEXEN AXGeE R
(7.73) : LCMS#u NMR 14 $2 & # — 3 (3 NMR » 20% £ &, 1k
g AFA) -

MS (ES+) m/z 180 (MH*) -

HRER

18 N-[2-8% % -6-(F & £)-3-vbow £ ] Bk 8 2 85 (16.2
Ao NEEF)EFE R kHG00EH)Y > LEAZATA
EOC(RBAE) HE BFAURE =-TE4 (M £THF
T 80F S 80EE F)RIE - 1.5 854 » B R B AEE
BMEIZEF)RE > RAH  EEEEH# - £ k(200
EA)AE > BB  RAATPHBECZE ZE) £A
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Zz 8 EH—F it -

(e) 6-(F & A )-3-1 & 4 -3,4- — & ot & # [2,3-b] wit o
-1(2H)-#: 8 X & P &5
P RIR A 2 B BE T B5 (600 % 71 )/ 5% BE & 48 (# Fo
BR) Q00 )+ 2 6-(F A & )-1,4-= & ok & # [2,3-b]nt
#-32H)-8R (6355, " 354ZEHF )N AERTAMAT B
¥EG3EH 3TI2EEF) 450 8% RECER ° »
BERRE BAERMEVERBLE LK BB RAR
BiFmE2 AN ARAGEBHEALEL  99%) -
MS (ES+) m/z 314 (MH*) -

() 6-(FAE)4-[QR)2-ZEALHEE T A]-3- A H%-3,4-
= & b H[2,3-b]ub o -1(2H)- % 8 % );!s%a
AEBREARAT » £6-(FAK)I-MAK-34-= &

w3 [2,3-bl et -1QH)-# & X A Fas(11% > 35.1 8 ¥ H)

BHWDMF B0 A)F » AR EER - Rk > BIER U

KisAhHsp o B AAILR1.685%  NRIZEEF)VRIE - 85

RBHREETR - 20041% » Hho3-5 K XgEg(25)-2-18 &

KA FE(.565 » 369 E F) - 1.\054% > FRA ALY

A URRED AR EE MERGBSOESA

B EUADCM 3 x400E )X RAR - EEHIAFBRE M

REREE LMK IR C BIE 0 RAS  EBEABEH(1693

R) - BEDUAREMERNT—F5HF -
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MS (ES+) m/z 370 (MH*) o

(g) (1S)-1-(& ¥ %)-3,8-=—fa] & # -1,2,3,4-w % -5H,8H-

2a,5,8a-= R e M B -5-# 85 KA F A5

AEBRTF > #£6-(F AKX)4-[2R)-2- & -
B1-3- & A-3,4-= &b #[2,3-b]ub et -12H)- % 8 X £
FEEGRE Y » 15934 0 &3 £432.8% 8 )z »DMF (250
EH)F > 2 £130C F o2k ENI20CTFIR - REC
T A& ¥ A DMF 0 3t 3% 5% 4 4 s K/ 8 K (350/50 % ) &2
DCM (500 )R - 3% B » B FH—RUDCM (500%
F)EBRKRE - EHZABRERNFEBRE LR AKERE > B
B RAB RABEH BAELSATTHRALKRESR
BR - BBEMHATBENGIL > ER0-10%FE/—RF
HBEER BEMEZEN AL EBAMB.6K30.9%)-
MS (ES+) m/z 356 (MH*) -

(h) (1S)-1-(38 ¥ & )-1,2- = & -3H,8H-2a,5,82- = & 2 4 3¢
-3,8-—&A
EEBT 4&(13)-1-(‘;& P £)-3,8-= 1l & £ -1,2,3,4-
m &,-5H,8H-22,5,82-Z S M K -5- % X A Fas(1.64 »

4.50%%@):@%&@%(1%%%)4’ ’ %%LX@E/E&(IO%%%%‘?J)
(15> 0940 EXF)RE - B MENETBRRIAAREREZ

ATHRHEINF - AL LB ELRBEREY EUNE S
LEEhRMBEE - BF > B AEHWUDMF Q00E )58 > &
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AHEDMF > #1348 6B B(80E #) - K4 2 ERE I
30% MeOH/DCM (150 #)F » £ A F B FTH A4
(1.1745 » 1351 EEF)—R\FHS I F > KA LB EL
BBE BFHER20%FTE/ R FIRAEA)R#KE - ZB %

; B AR EZAAY BB EERIS0E L » T6%) -
MS (ES+) m/z 220 (MH?*) -

(i) F % 8 [(1S)-3,8-=—1a) & % -1,2-= £ -3H,8H-2a,5,8a-

® R E-1-A]T 8

10 £ERRERAAT > £ AS)1-(& F £)-1,2- =
-3H,8H-2a,5,8a-= 2 4 % -3,8-— R (750 % » 3.42% ¥
H)M R £ AKDCM (100£5)F » # % %= T (0.572%
FA4NNEEF)RE - Kk A KKBSBEREMAS -
BEMABUICT L mERO0293EH# 3.76EFEF) E#ER

15 BHBHRESGEZTR - S0041% BB YMEYGT &k
iR A ¥y LA 4 Fo NaHCO; (100 & # )k #% » $220% MeOH/DCM

® 2 x 100EF)ERKE ; BAHZABERNREBELE LR
Kk B RAZ BAAY ABELRHA05%
90%%4t & > £ LCMS) -

20 MS (ES+) m/z 297.9 (MH"*) -

G) (1-{[(1R)-3,8- =l & & -1,2- = & -3H,8H-2a,5,8a- = &,
e E-I-AIF A} 4- A awg X)) B A FEELL-—F
A T 85
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# F ko & B [(1S)-3,8- = M A& £ -1,2- = &
-3H,8H-2a,5,8a- = R H $-1- X P 85(1.05%°3.53 £ ¥ H)
AERBAKTEFEGCOEAR)PZXER NERRAAT » Uokog
(0343 " 424 Z 2 F) B ER4- N AU RABKATFT &
LI-—F A Z85(0.884%, 424 E X H)RTE - 5244470
CTF Ao 1.5 8% » K1 7 90°C F3/ 8% - LCMS25 %=~25%
ZAEM M MOSE TR RTHROSE E4- A hTABAT
B1l11-—FRCE EBRREHEIOC FhoHBR  BE
HEBTHEHZLR - RECTAR - AEER BERGHN
£ 5 NaHCO; #220% F 82/ — & F % (100 /100 % #) = F4
R RRIE - BERE  EHKEBE—RUR20%TF 8/— &
FHr2 x 100EA)ER - 45X AR ERNRELE LR
Ktk Bk BB BRRLILARY ﬁ%’fﬁ%ﬁfvﬁ’ﬂgﬁ’
Mébib ERO-S%FE/—RF IR E REY AR
& E8(0.57% > 40.2%) -

MS (ES+) m/z 402 (MH*) -

(k) (IR)-1-[(4-BeA-1-< & ww £A)F &]- 1,2 = #,-3H,8H-
2a,5,8a-Z Qe X -3 8- FR —_EA gL BB
# (1-{[(1R)-3,8- =2l &, % -1,2- = & -3H,8H-2a,5,8a- =
REemB-1-R]FRA}4- a8 g XA)BEAFELI-—F &
LE(0.575% » 14208 £ H )£ §L475( EH)FZEmR R
BmF R 4-— B FYZAMHCI(TEFH)RIE - B 8140
AT B ROWAE T B TR - 0.5 5% » o pu— 3

103

B

,.\



1431006

10

15

20

2013 £ 10 A 23 BEE

NTE S ABAFHIERER  BEATL LBRAME
BE o BIFAEN AFEERO.53% 0 100%) -
MS (ES+) m/z 302 (MH*) -

() #BRILEM

# (IR)-1-[4-BE A -1- N Anww A)F £ ])-1,2-= &
-3H,8H-2a,5,8a- = & j& M 2% -3,8- — &9 — BB &%
0441 ZEE F)ARH(10E H )& F &2
RONEBREAT > A=ZCO.184%F# - 1323 £ F)
BRI B|HO2SNF(LBFREBERER)  BEH o
[1,3] & % 42 B [S5,4-clt & -6-% F & (M N5 & » £ B
WO02004058144 > F#161) (73.7€£ % » 0441 E X H) > A #
RENDAZEBTHRHFOSIF - RE R W= CEBAEM A
MB0ER1323ZEEH) ERREHNERFIHHE-15
W5 LCMSE T A — R ERELENRLSSL T » &
AmlEBEZCHBAKXAMAILH - 1.5 » Hodsh
NaHCO;(50&#+) > # % 520% F 8/~ R FHB0E ) B
EBRKE KRB ABFEBRETHE - BFKEUR20%FE/ AT
HEXx8OEH)BERMR -FAHZIABRERNBRBELE L
PLKIIE  BIE > RAR BIB58hRih BLEY
B H AL ER0-20%F B/ R P M Ak 0 KAEMA
ftehzadEm AREEMBUSSERL ° 93%) -
6 H CDCl; (250MHz) 1.20-1.45 (m, 2H), 1.75-2.75 (m, 8H),
2.94 (d, 1H), 3.00-3.15 (m, 1H), 3.81 (s, 2H), 4.30-4.45 (m,
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1H), 4.50- 4.65 (m, 1H), 4.90-5.10 (m, 1H), 5.74 (s, 2H),

6.34 (d, 1H), 7.19 (s, 1H), 7.77 (d, 1H), 7.87 (s, 1H), 7.99 (s,

1H) -

MS (ES+) m/z 453 (MH*) -
HAEALEYHEDEATERENTE/ZATR

PoOABMARIEELA LB PZIMHCIAE M & & - %14

BHABEZHE LAEP,OsHAT NAEETHBEE P& -

K #113B  (1R)-1-({4-[([1,3] & 5L 15 H [5,4-c] "k % -6- & F
A)BEE]-1-N & A} F £)-1,2-= §-3H,8H-2a,5,8a-=
RAEHB-IS-—FHETED

#(AR)-1-({4-[([1,3] &% 12 B [S,4-c]ob sz -6- & F &)
£1-1-x Aoz A} F £)-1,2-= £-3H,8H-2a,5,8a-= f. /2 %%
F-38-—_BREBASEN 0092 E F)E AAD-H¥E 4 >
UACH;CN : CH;0H : 1% & & B éhib - WE X &R & >
EHRER AFHRBHLEGELSMENMeOHY » A
Nh—EZRXFEMER - BERBHUNGE BREHE -
HZEY -

K #13C (IR)-1-({4-[((1,3] & 51 4& B [5,4-c]®H R -6- % F
A)EE]-1-XNaA®wg X} T £)-1,2-— £-3H,8H-2a,5,8a-=
REHB-IS-—_EHRTH KB

£ (1R)-1-({4-[([1,3] A &1 B [5,4-c]tb =2 -6- & F BBk
Al-1-x Aobog A} F £)-1,2-=— £-3H,8H-2a,5,8a-= §. /2 %
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% 38-—_FBBBMUIE L 0100 X F)EnI10E F
MeOHY » # X R ESCXELFH2R (R FEERMA)L - 4
HHRMELER L BEUAFESEA)AKER - KA
mERFEFZIMNH(1SEH/)58 X8 2R EAEMZE
By S AGEREWUISE R  92%E k) - LCMSHu
NMR#GZ S ZH— B -8 B & B BEEN Y EDCM/MeOH ¥ >
UNIEERTH_B(0.6ER)RE » #1054 - B%
B BB RAZESEC,O)FHIEBR - HIFAEYD
HBAEEBEGIE L > LCMSfHNMRL $2 & 4 — %K) o

K #1114 (1R)-1-({4-[(2,3- = &, [1,4] £ 51 F= B 5 [2,3-c] H o2
'7"& ? i)ﬂ g]'ll‘f\- ﬁ%ﬁi} ? &)'192':- ﬁ,-3H,8H-23,
58a-Z Qe M E-38-—MBKB

— N&u Ny
INU /Uoj

# (IR)-1-[(4- B K -1-x A=z &) F £]1-1,2- = &
-3H,8H- 2a,5,8a-= R & M % -3,8-— & — B B B(160% %, »
0428 X ) (M» €4 £ 8T #13(k)%15(d)) £ &4 (10
EA)ATFEEO0A0EH)TZRER NARRERT » M
ZCTB0.179E 412838 B )E £ £ 8 F #4025
N (ENMEYIER) BE MWL A[14]A KBS
[2,3-c]otb®-7-# F & (M 4 & » &K W02004058144 > §
$160) (7T7£5x " 0428E X H ) AR REHNE R T HH
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0.5/ 8 - RAE SN CEHBAELMALNQIZE % » 1.283
EEH) EBREMAEERFEME 15854 FLCMS >
mAE— TG AE KNI EEZCBALMEtHm -
UNegig > B e foNaHCO;(S0Z ) » 4 % A20% F 82/ =
RFHRQEBOEH) BXERAKBER  RELABABREH -
KB R20%FE/Z—RFHRQCxS80EH)FERH R - 44
Z A MERNMESO, LR AKEIE > BIE 0 R AR > #IF215
EaBAY  BERYBREM &I £H0-20%7 8/ &
FhR#BpER  BEFERALA 2z adaEéd AT e LRy
(179% %, » 90%) -
6 H CDCl;, (250MHz) 1.20-1.50 (m, 2H), 1.85 (t, 2H),
1.95-2.40 (m, 3H), 2.45-2.75 (m, 3H), 2.94 (d, 1H),
3.05-3.20 (m, 3H), 3.69 (s, 2H), 4.30-4.50 (m, 3H), 4.50-4.65
(m, 1H), 4.90-5.10 (m, 1H), 6.33 (d, 1H), 6.99 (s, 1H), 7.67
(d, 1H), 7.86 (s, 1H), 8.01 (s, 1H) -
MS (ES+) m/z 467 (MH*) -

AL S WG EhE B dEKRENDCM/MeOHF » A
BEUIEEALA LB PZIM HCIRAE mE & - K > 4
AEERB BAP,OGFAT  NEZHBEESTHE -

K #11S (1R)-1-({4-[(2,3- = & [1,4] = =5 & # [2,3-c]H R -T-
EFE)EE]-I-Naw%gH} T H)-1,2-= §-3H,8H-2a,5,
Sa-Z R AEMB-38-—F—_BED
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— NQ\{: O
o1y O

(a) (1S)-1-{[(w%aﬁ%)§n,%]¥ﬁ}-3,8-;4aq§g%-1 2,3,4-
s,-5H,8H-2a,5,8a-= R jo M & -5-#% 88 X X F &5
AEBRREART » FAS)-1-(£ F X)33-—f A%
5 -1,2,3,4-m £ -5H,8H-2a,5,8a-Z S M X -5-% 85 X 2 7 &
(242 5%, 0.681 Z X F) (M» E 4 - 28T H13(g))E»n
Q@ DeM0EM)E B ERZLB©OI4EH 08175 % F)
RIZ - Rt BERAKKBBERESMAS - BESWAILT
AR ER(0.0S8E S » 0.7T49EE F) R REMBHREFT
10 B 18544 A48 Fo NaHCO; (10% # )ik #5244 - LDCM
CxS0EFF)ERAKR > B A ZH # %% »MMgS0, LR
Ktk »BIE > RAR HFAY AHebLikHmQ32E
% 0 95% E > #LCMS » 74.7%) -
MS (ES+) m/z 434 (MH*) -
1@
(b) (IR)-1-{[4-({[(L,LI- = F A ZA)A A A mA)1-X
Ao A]F A}-3,8-—f & #X-1,2,34-w & -5H,8H-
2a,58a-Z QA M R-5-tk XA T Es
EAEBRARAT » FAS)-1-{(FEBRA)AKX]T
20 £31-3.8-— A %£-1,2,3,4-w £-5H,8H-2a,5,8a- = §, 7% #% %
S-HEORATERI2ER 0508 X F)ENEKTAH0
EM)F 0 A %R(0.049FE 4 - 0610E X F)RE - £ ¥
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Fxmd- N A wg EABRAFTHEILI-—FREATEE(27TE 4 -
0610EX F) BB REMLETOC T m#iBR - K1k #
0,049 oo B 127% H4- N B hoe A A FE11-— F
ACLBEHIAWEREMFY  HEBEEWWEZC » B LY/
BB % BREMAZTETHEHBR - A% EH > B4
7% 9 4 % 48 Fo NaHCO; 8 DCM (50/50 & FH )= Mk &
Hon#RlE LHKERA - RADCM 2x50EH)ER -
A2 A MERMALIEMESO,) Bk RAR  #
HF20Z AN  BRERYBR AT > £ A0-5%F 8%/
—RFRHBER HEBFAEY AFEBEAINE L -
47.6%) °

MS (ES+) m/z 538 (MH") -

(¢) (1-{[(1R)-3,8- = fal & % -1,2- = £ -3H,8H-23,5,8a- = &,

e E-1-K]FRE}4-~aw g A)mAFPELI-—F

A T8

AFERT  RAR)-1-{4-({[(L,I-=F A H)AEX]H
AYER)-1-ANawwgA]FEA}-38- A K-1,234-w 5
-5H,8H- 2a,58a-Z fe W 2-5- %8 X A Fa5(130% % »
022E X F)BENLENOEA)Y » 3 /5 (10%H4F)
(100 % > 0.04EEF)RE - B2 MWELETRRIKXA
B2z QTFTHHEIFG - RELBYELRBEREY iU
RH5CUEGOEM) K ABCLE BEHREBE(9E
) EBENDCM (~M10EH)F » BAETR T H —_A1L4E
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(63.12 5% " 0.725E X H)—REHBR - BEHWE S
EEZXZ_AMEGC2ERL) ERREHNEE TFHHEINL
B - ALCMS In e B A > WA w2EEZ 41t
4 c WREYVATETIHEMH2IE > REBBETRSE
JE o UDCMik a3 » RABER Hi3AH BB
& ERET6OER *» 78%) °

MS (ES+) m/z 402 (MH*)

(d) (IR)-1-[(4-p & -1-< @ e A)F £]-1,2-= &-3H,8H-
2a,5,8a-= f.jo M 2% -3,8- — fF — E5 g% BB
# (1-{[(1R)-3,8-—f] &, % -1,2-= &,-3H,8H-2a,5,8a- =
REamB-1-A]JFRA}4- N awmw ) A FaElILlL-—F 4
CE(T6E % 0189 ZEEF)ARHQLEAR)FZHER M
BTFRLA-—f B ¥ 24MHCI QE )& 32 - Bl 8 14 50k
HEH EHEREHAEETRTHEH 051 3% RECER
U —35FEE  UERIFPEBBRER BEAHAFR
BB ASE  BiFEAH  AFZFEEBET0IER
99%) o
MS (ES+) m/z 302 (MH") -

(e) HA‘LESY

# (IR)-1-[(4- Bz & -1-x & g K) ]
-3H,8H-2a,5,8a-=Z Rje M £ -3,8-— @A — BB B (70 % %
0IBTEZR)EAMHCEMRFEO2EH) TR FR
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NREBRERAT » A= O.078ZH# > 0561 ¥ F)A&
o BHEH025 05 2IRMEHER BEHFM23-Z ]
[1,4] =% % H [23-c]h2-T-% FE(HMMN 4R > £ H
W02004058144 » & 4#]2(c) > % WO003/087098 » F 4] 19(d))
09 "0.187TZEEH) EHREMAEETRTHHH0S5)
B o RE S CEBAAMAILMNAIOE S » 0561 F 2
H) BRREHHEBTHRF - 150 B% > ZwE 1%
EXZCLEHBAKXMAILS - 1 oF1g o Fhoafo NaHCO,(50
EH) & % 520% MeOH/DCM (50& ) # X B]AB >
Kk B AR » 8 - KB U20% MeOH/DCM (2 x 50%
H)BEERBR - EH 2 H B ERNMMgSO, b AK I >
@R RABR O EBELMAEY  BEBHEBE N4
#ER0-20%FEE/—RFIRBER > BIFEALS WA H
i A X% EBEO60% % 71%)- § HCDCL,, (250MHz)
1.25-1.50 (m, 2H), 1.86 (t, 2H), 2.10-2.75 (m, 6H), 2.93 (d,
1H), 3.00-3.15 (m, 1H), 3.79 (s, 2H), 4.20-4.45 (m, 5H),
4.50-4.65 (m, 1H), 4.90-5.10 (m, 1H), 6.33 (d, 1H), 6.82 (s,
1H), 7.76 (d, 1H), 7.86 (s, 1H), 8.11 (s, 1H) »
MS (ES+) m/z 451 (MH*) -

BRBILEHGEhE A b EKENDCM/MeOH P » i
BEU2EEA LR TZIM HCIAEmE X - 4% 0 4
ABREHBE BAP,OGFAT RMETHBREFTHE -

¥ #116A (2R)-2-({4-[([1,3] & &1 4% B [5,4-c]H "2 -6- & F
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B)EE]-1-AaE®wRE}TF &)-1,2-— £,-3H,8H-2a,5,8a- =
ﬁa}%ﬁ%'3’8'——m§&§
NS S

N

o N/—< 0]

[ (@) 2-{[6-(F fLA)3-A-2-ox K] &}-1,3-F =8

5 HEREBAT > H6-F A K-2-RA-3-8 £ atog
(36.94 %, > 195. 9%;-i#)ﬁ12 Be A A rr-1.3-—8(35.65%,
013EEH 28 ) LEGOOEA)FT B3 - IR
EMANEER BEEBR  -BEABARBRTHSHLS
(EH150EF) BEHAMMARIERATERRBANAKKS

10 )P BHFRE - FRASMBEHINE > REL LS UM
RIBIE - BEREUKALSKQROEN) AL RRE » EI1F42

@ RRibet AHAEHAREERA5.035% » 94%) - LCMSEA 5« £
RZEMO3%) LT%REHE - ERALEY > £F & —
¥ it o

15 MS (ES+) m/z 244 (MH") -

(b) N-(2,2-=—F £-13-— A M E-5-%)-6-(F & 4)3-s 4
2ok 0 B
RERT o #B2-{[6-(F & & )-3-85 & -2-1 & K 1%
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#£131-1,3-5 =85(53.93% 2287 E X F)a22-—FAAAK
(O00ZE )P I » B hwH-FRBEHEEKRLHA.00%) -
HREMNEBTHEHEBR BREAUN_KFRAA)FHE
a%ﬁﬁﬂzﬁkazigﬁwxée’z%vzmxﬂ@wk%ﬁ&(20%ﬁ)-fﬁz[ﬂﬁ“ﬁ
BB A AMQ0L)RIE B HAEHGE) - FRSMiKIE
H20048  REL DA BEKBESN > BREZLYGK - Ui
ABERLASY » BUADCM (S00EH) A KE R - £KRET
ARBEAOHZERMEAR  EEFECEE > BFHAL BB
(40-60°)— A FEH EBB R - LRI ABETHEH U
% b EE(40-60°) etk RR#  BIFHEALSH ASHR
& E 8 (57.83% 1 92%) -

MS (ES+) m/z 284 (MH") -

(c) N>-(2,2-=F &-1,3-— R HEE-5-%)-6-(F &%)23-%
R R
HN-(2,2-=— F K-1,3-= A r B -5-%)-6-(F & #4)-3-5
A-2-whog BE(35.00%, 0 123.6Z X e 2% m L H
—BENLA-—arEBG00EA)P - 4 10% Pd/zg (M
B l:lwwr BFEK 400%) L M RXKARAAREER
TARALBR - FREGMEBBELIUBABE > £H A%
B RSB EAMBATRZIBEEERMK - £RB TR
BER BEHAEBLESY ARLEH BFAIBFPHEARN
FT—F%F -
MS (ES+) m/z 254 (MH*) -
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(d) N-[2-[(22-=— F A& -13-— A EB-5-%)%4]-6-(F &
#)-3-vbh g 2 ] BE B T BS
HERT T H16AC) P A E Rz EHN-(2,2-
ZFA-13-ZAMER-S5-K)6-(FAK)23-UR _HKUBE
B123.6% % F)EN £ KDMF (500 )P » it Fxfv & K58
BA47(37.563% " 228 ) BHEASMMTE(231EH >
09 ) - HRAMWAZETHHBR - EXREBTHER
# oo REAAHRZ LB E R RHDCM (1.2&),@;*(300%«
XD RRIE - o 8EA #A48» B AKBO0E H)k ik o
AR EESRL K EEIE > BIE RARB T AR  EBF Rt
o EHBENRYVZDCMY » A B LEERR W41
(BA B it &% (40-60°) F 2 5%-60%B4 Bk . Bs 5 dk) - D48 %
B REARBREB T AE  BEREALEY AERBE
(35.42 %, » 84%) -
MS (ES+) m/z 340 (MH*) -

() 4-(22-—F A-13-—ArEB-5-%)6-(F & %)1,4-=
%% 3 [2,3-b]vtk o -3(2H)- 27

BEN-[2-[(2,2-= F A-13-— A % B-5- %) £]-6-(F
QA3 A H BB LEGS42% 104452 H)Ean e
KATHF (500 ) ¥ £ M B RAZRA TR ER0E BILH
(4.173% » £l ¥ 260% w:woH 2% > 1.00% §)4& & K THF
BGOOEA)PZ2EAHFOC)RFRA > BLLNE - Ao
B bR ERIBEABEAEREE - B RSB0
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CTHEHISHE KB HHEBEREZETER ENTER
BHUNG - 25 HAE0C » B/t R1b4%
(I5SZEHA) BRAFHERLL)  £RALCIHFLE  #R
CMBAREER BEHAIG B E UK TES00E )
MR EAMABIE UBEBELEGCOEA)AKERZ &
LERBTFABAMZAERMNEAR G FBECEHE - B
H ¢ A & 4 E£(40-60°) (500% 7+ )Av b B4 8% 2 85 (20 #+)48
H2 > BRI RBE EAREIBEEAR - B HEUT
&% (40-60°) (100%%)%% » B3 0 BAFAERILEY 0 B
EREEBEERRQ537H 0 82.8%) -

MS (ES+) m/z 316 (MNa*) -

() 4-Q22-=F A-13-— A B-5%)6-(F & &)k i
[2,3-b]w o -3(4H)- &R
AF4-2,2-= FR-13-— & & B-5-5%)-6-(F & %)-1,4-
= & vtk 3 [2,3-b]o o -3(2H)-# (25.37 %, ) #1751 2 — &, 1k
(120, * ~15¢ &) ®DCM (S00EH)¥ » £ ER T #H#
2N BEBR - URIABIERLSY > BADCM (2 x 100
ZH)EBER - AREBTABAHZERNMERR  BF
BeEOAY  BEAZBLEREETHERNALIL(R B & &
(40-60°) % 2 0%-100%E4 &% L B5 5 88) - A 4F8 L 584
RAERBRTAE EBALHILA M AXTRBEREE17.40
% 0 69%) o
MS (ES+) m/z 314 (MNa*) o
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(g) 4-[2-5 A&-1-(FHK)T X]-6-(F A%)vﬂz #[2,3-b]u

u;+-3(4H)-m

#4-22- = FA-13-—AME-5-%)6-(FAX)U=®
#[2,3-b]wt = -3(4H)-88(17.40% » 59.7E L H)xn w & o
% (THF) 220 #)+ » 5 eE T & 8K - HwIMHCIKZE
RCOEHF)(EERTHEY ZRESCHGE) EH B2
XREBRPERBTHRHFI G - 2B KX ABLEZLERS
Kis > BRAMEEBEAHIOEH(ELEZFHM  — 5
Bl A8 44 JUR) » B F MBI BB KRB 258k 8
MOGEE " &RB) BB RS MEApH 8B - B dh UM A
BEREMBRZIETECEE > AAQx20EH)ikik AR
o EFERBEE Y AEREREEEA3.805%°91%)-
MS (ES+) m/z 252 (MH*) -

(h) F 4% % 8% (3,8- = fal & £ -1,2,5a,8b- m £ -3H,8H-2a,

5,8a-= fLa M #-2-K)F &5

AIABDEREK T HE4R-BA-1(BFAR)L
#A1-6-(F & K)ok og 3 [2,3-b]tt v -3(4H)-#1(11.330 %, » 45.1
EEFE) B AKAHQIOEA) B2 A= m;(31.4%
225 L H)A PR EE AT (31.4% 0 180 ¥ H)
BRBEER - AR PIRREEFAM > B4 RS ,EH%
RIAERBEB BB - KRS HNERRERATRKIEHLS
B o EREMAHNETER O UDCMAHRE 4600% 4 »
BUKRQOOEA)RM - A #HA > 3 UDCM (2x200%
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F)EBRAKME - A ZAEBRERAE KRG BENMAKELLE
BIE RABRBT A% RAARLFHRRELE ARB S
# o {8 H £40-60°% b & (200€ 7 )/w EDCM (S0ZF)F 94
EBR LBAUBABETHABEAZIER  R4ls4
B : DCM (2 x 50 A#)k#k > AR » HIFEZBLAY
BB e IS EEHEG6.950% 0 52%) -

MS (ES+) m/z 332 (MNa*), 298 (MH*) -

(1) {1-[(3,8-=—1fal & % -1,2-— & -3H,8H-2a,5,8a- = £ & %
E2-R)FR]4-xawg A RAFTELL-—FRCT
B
& 4 B F bt oe% B (3,8- — 1) & A -1,2,5a,8b- m £
-3H,8H-2a,5,8a-= f. /g Wi 25-2- K ) F 85(6.950%, » 23.38 & &
H)ENEKTBHEQIOEH)F » BB RS URE(T.55%
FMO0EREHF)RE  BEAI- NAUREBATHRILIL
;?%ws(losoi ' SIAZEER) BRRAAMABIAR A
THIHINE RENSOCTHEBBR -BE > BFady
EIOCTHH2IGF  REARBRTHBREZEDY L1
3% G M #DCM (600% )81 K(100E ) SR E R -
nEERHAE > BADCM (2x 200 #)FE BRAK48 - FH5H 2
AHERUKR x 100EH)k# » UBKFEBMNRKE
BoBE RARBTA®R KBS EZRCEE . L%
HERVELADCMY 25% MeOHR » RAZB L EH » 1
DCM ¥ 20-10% MeOH:x & - &4 8§58 m » RARE
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FAE EFRABALESY  AEKETXFTSEE (5444
% 0 56.8%) °
MS (ES+) m/z 424 (MNa*), 402 (MH*) -

(J) 2'[(“"%%‘1'7‘; ﬁl‘ﬂtbv;{_)i‘s)??;%]-1,2-_‘_@,-3H,8H-2a,5,
Ba-Z ReH H-38-— BN AR BEHETEEYIR2E
&) |

K iEAGPERESKR)

% {1-[(3,8- =1 & % -1,2- = & -3H,8H-2a,5,82- = & /&
M -2-R)F R 4-Namw A A FEll-— ¢ & &
(1.630%, > 4.06% 2 F )& ;¥ »DCM B0EH)¥ » it F Ao l,4-
—AMEBEF24I4M HCI (15EH#) H#EFHAFT &R FR(E
ARMEBL) HHARERSWAZTETHELNF - LCMS
BT aREDERYG  PNREBTHRER > HEmEMA
RETHBRBR  EEFLALI W —_BESB . ALY
FREBRATOL)CHMIA BB 2R EiT EEA
ARG EBHEL)-

=AY —BRERBOSIBL)ENFEGEH )
EARAEA)F > EHWESCXER(10E) (R2FAEHZ
FTERAZ)Y - BZ2 A FNT REREAGOFTERXS0
E4) (D)FEFZOSMAGCXxS0EH IS )EHE - 448
EHEEN RLABRTAEZ RHRAAEBLRILY  AF

REFLATERBRUIOER) HA4AFFERAELHE  #
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LCMSi# & m H R(TRARILSE) 2 FEQGCOE
F)—RKkRE > BBEIBFR - AFEQIEA)RKE
B REBRBTABAOMZERALLR  HFELAILLESY
(360% 3¢, * 87%) -

MS (ES+) m/z 302 (MH") -

¥ %8B

1 {1-[(3,8-=1al &, % -1,2-= & -3H,8H-2a,5,8a- = & /&
M 2-2-R)FR]4- N abw XA Fasl,l-—F 4 ¢ s
(9.735%,'2425 L )R FNDCM (0EH) ¥ > i F Aul 4-
—ArEBEF24M HCl (45ZF) BEFHATEBTR(A
ABEL) - BHPZLALOYET R THEBELNE - BB
BRTBHRER BARY BB A5HFRGEHZH
Bl% &9k & 4 B #(10.420%) -

b —BEBB(1047)# AHEIHEHHPLC: &
A Chiralpak AD (2044 :K)FA# & 4 > 2£50:50:0.1Z 85 : ¥
5 BABRAARME  AZHREVALREHT LR
e ald B3]l AR GHLEMIRBAEETHRE -
RERABEG LRABEHZTERYW(AHE GEK)ELE R
>99 8 ec F &f o

(2R)-2-[(4- B X -1- XN &g £)F & ]-1,2- = &
-3H,8H-2a,58a-Z f. i M X -38-—_ B (L A2 ¥ — %
) (330% 0 KEkREBHE - #HEMHPLC : 100% ee).
MS (ES+) m/z 302 (MH*) -
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¥ % aD=-120°(C=1.00 » ¥ & > 21.8C) -
(2S)-2-[(4-B A -1-x &g £)F £ ]-1,2- = £-3H,8H-2a,5,
Ba-Z R e M % -3.8-— (R BEBHZE A ) 3.30%
Kk HE AR HEMHPLC : 99.8% ee) -

MS (ES+) m/z 302 (MH*) -

¥ #% © aD=+122°(C=1.00 > ¥& > 21.8C) -

BT > B QCR):-2-[(4-B K -1-Xx ahmr i)Y
#1-1,2- = £ -3H,8H-2a,5,8a- = £ & % 2 -3,8- — &1 (100 &
A0 0332 X F)A[1,318 %15 B [5,4-c]H2-6-% F & (B
AR 4B W02004 058144 > F461) (45F %, » 0.811%
B)ERD C FEG:Lvive SEF)F —RBH2IE R
% BREMAZTCHBAAMAILMQIIES > 3.08F)
RIP > BATRTHINEHION4E - £ dFHotafom g &
MAKBRAZAVMERESHER - HZmDCM (10 H#)» £ 4%
FHAEHI0OE BEoERBGEAKREEH) - £RE
TARBEAME  BEREAVDNEB LETHE W &0
DCM ¥ 2 0-12% (££MeOH ¥ 2 2M NH, )5 2#) - /—\4# #E R

By REAEBREBTASE  ENATETREELIBEBAXLR
é%ﬁ—#%ﬁéﬂ:/a\%zé B & & %5kﬁéi€i$%(70ﬁgi ,
44.3%) o

MS (ES+) m/z 453 (MH") -
'H NMR (CDCI,) 8.00 (1H, s); 7.82 (1H, s); 7.77 (1H, d, J =
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9.7Hz) ; 7.18 (1H, s) ; 6.39 (1H, d, J = 9.7Hz) ; 5.73 (2H, s)

5.03 (1H, m); 4.55 (1H, dd, J = 12.5Hz, 4.6Hz); 4.38 (1H, dd,

J=12.5Hz, 9.2Hz) ; 3.80 (2H, s) ; 3.13 (1H, dd, J = 12.9Hz,

3.5Hz); 2.93 (1H, m); 2.70 (1H, dd, J = 12.9Hz, 9.0Hz); 2.67

5 (1H, m) ; 2.50 (1H, m) ; 2.33 (1H, dt, J = 11.4Hz, 2.6Hz) ;

2.25 (1H, dt, J = 11.4Hz, 2.6Hz); 1.85 (3H, m); 1.36 (2H, m)-

+L#DCM (1E/) P2 8 b BB (TOEL)U— 45 B A

LB PYZIMHCIZ R > AR THRRER %L  HFEHR

@  iwm o mBEBARRAKERUISEL)-

10 MS (ES+) m/z 453 (MH*) -

KH17A (2S)-2-({4-[([1,3] & 52 B [5,4-c]h=g-6-% F &)
E %]-1-7‘\‘ ﬁ.%'ﬁi} ? g)'laz'; ﬁ‘-3H,8H-23,5,83-__:_ i‘.
%ﬁ%'%s-:—ﬁﬁﬁﬁﬂ

HN N
)

0) N/—_-\N (0]
REBT > Q)2 [A4-BEA-I-NAUREA)T
#A]-1,2-= &-3H,8H-2a,5,8a- = R, &2 % £ -3,8-— 8 (M » &
# 0 £ MK H16AG)) (100 % » 0.332% ¥ F) 8 [1,3] &5

2 B [54-c] s € -6- % F & (M » & & ° % K

121
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W02004058144 » £#61) (45% % » 0811 ¢ B)L & F
B2(9:1> viv  SEF)P —RBH2G . Kk BHRESYH U
CLHBAAMAEILMRIESL 30 B)VETE E AT B
B3I -HaR bR B aMmKER(EF)E
;sb/—\éh#%a ° AmDCM (10Z#) EFFKHRARF10
B ESBRRAGKEEMN) AREBT AT A#KM
TmAEMNYB L DCM¥ 2 (£MeOH¥ 2 2M NH,) >
ﬁ%ﬁﬂﬁ%woAﬁﬁé%%%’&&ﬁ@?%%’ﬁ
HEZEREEBREBBR EHFLRILSHZABE
i AR E éiﬂi*#h@l%i » 61%) -
MS (ES+) m/z 453 (MH") -
'H NMR (CDCLy) (2QR)H E E# 4R > F#16A) 8.00
(1H,s); 7.82 (1H,s); 7.77 (1H, d, J = 9.7Hz) ; 7.18 (1H, s) ;
6.39 (1H, d, J = 9.7Hz); 5.73 (2H, s); 5.03 (1H, m); 4.55 (1H,
dd, J = 12.5Hz, 4.6Hz) ; 4.38 (1H, dd, J = 12.5Hz, 9.2Hz) ;
3.80 (2H, s); 3.13 (1H, dd, J = 12.9Hz, 3.5Hz) ; 2.93 (1H,

'm);2.70 (1H, dd, J = 12.9Hz, 9.0Hz); 2.67 (1H, m); 2.50 (1H,

m) ; 2.33 (1H, dt, J = 11.4Hz, 2.6Hz); 2.25 (I1H, dt, J =
11.4Hz, 2.6Hz) ; 1.85 (3H, m) ; 1.36 (2H, m) -

L#DCM (1EH)F X A daﬁiéﬁu——""”*ﬁﬁaﬁi‘?z
IMHCIZ R » £ BB THRER % > BIF2ALESY
HBEBERCBEBOSER) -

MS (ES+) m/z 453 (MH") -
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K118 2-({4-[([1,3] R BL4E B [S,4-c] e -6- 5 F &) Bk
;E,]-l-'i‘\‘ ﬁ‘% “E:E-} ? g)-l’z-:- ﬁA'3H98H'2395983'—:— g‘}é

ﬁ#'%s'—:ﬁﬁﬁﬁ
HN XS
NEL

N

0) N N (0]

MEBRT > BB R2[G-BEA-T-NAU®EL)T
#%1-1,2-= ®,-3H,8H-2a,5,8a-= . /& % 2% -3,8-— & (M A &
# 0 2B E#16AG)) (400 5 > 1.327F ¥ F)f[1,3]4 %5
2 B [S54-c] %t = -6- % F 8 (M » 4 & ° % B
W02004058144 » £ #]61) 200£ % » 09 E)E & - F
BE(O:1> vive 15SZEF) P —RWH305% . Rk KREY
UEZLEAAMAIMGBI4EL 308 B)RE B AT R
TR HI0ON4E - E O Hwiafos B RN KERGCEN)
EREFR > BERCYNERTHEESHISE - A A
A8 L& KNa, SO M AKEIE > RARBTASE - ERAEWD
NERBEEEREE W AEILOADCM Y 20-12% (£ FEE P 2
IMR)E &) o BEEES  RAREBTAE  #FUH
HBR)ZRALEHZ EDER AXR @/@/*45}(290%}5
46.8%) -

MS (ES+) m/z 453 (MH") -

123



1431006

10

15

20

2013410 A 23 BfEIE

'H NMR (CDCl,) (82 ] # ¥ # 3 448 F (% 6 6ASL17A) »

B NHz {2 B 50)8.00 (1H, s); 7.82 (1H,s) ; 7.77 (1H, d, J
=9.7Hz); 7.18 (1H, s); 6.39 (1H, d, J = 9.7Hz); 5.73 (2H, s) ;
5.03 (1H, m); 4.55 (1H, dd, J = 12.5Hz, 4.6Hz); 4.38 (1H, dd,
J=12.5Hz, 9.2Hz) ; 3.80 (2H, s) ; 3.13 (1H, dd, J = 12.9Hz,
3.5Hz); 2.93 (1H, m); 2.70 (1H, dd, J = 12.9Hz, 9.0Hz); 2.67
(1H, m) ; 2.50 (1H ,m) ; 2.33 (1H, dt, J = 11.4Hz, 2.6Hz) ;

2.25 (1H, dt, J = 11.4Hz, 2.6Hz); 1.85 (2H, m) ; (NH + £ HOD
B ETF > N1.70F); 1.36 (2H, m) -

1% 8 & E#(290% £)ENDCM SEA)F - £ — ¥
FACLEPZIMHCIAT - AR B TAREH HE2E
bt BAAFAFLEERQIIEL)-

MS (ES+) m/z 453 (MH?") -

K4#116B (2R)-2-({4-[([1,3] & %L 42 B [S,4-c] % =2 -6- & F
H)EE]-1- N a%-g K} F H)1,2-= £-3H,8H-2a,5,82-=
fEmE-33-—HMEFHRBR

K #17B (28)-2-({4-[([1,3] A 5145 B [5,4-c]®"2-6- & F %)
Be]-1-% Ao £ F £)-1,2-= £-3H,8H-2a,5,8a- = §,
RHE-IS-—_HARXTEB

A TS ZHEMHHPLC (£ A 21 x 250% % -

Chiralpak IA (S8 R)FEHEET4) RLITH(EH0.1%E A
BB TE(2A0.1% TFAE A i S48 > #8200% 5 5h 4 %
2-({4-[([1.3]Aa s B [5,4-clabse-6- 2 F A)BEK]-1-% &
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e &) F £)-1,2-= £-3H,8H-2a,5,8a- = £ j& 4 %-3,8-=
BB BAN AL REHEREY -
(ZR)-2-({4-[([1,3] A i 12 B [5,4-c]tt = -6- & F &K )B4 ]-1-
N A wer A} F £)1,2-= £-3H,8H-23,5,8a- = £ & %
S38-—HR(BEBRZE A BIER) -

% {a}D £23.9C F=-8558°(C=0.798 » £MeOH¥)
MS (ES+) m/z 302 (MH*) -

\\

REHERENTFEF EARXTFHROAETZ)RE -4
BB TARBEER  BIFAEADTHI6B) AEXFHE -
(28)-2-({4-[([1,3] A %R 42 B [5,4-c]b =2 -6- 5 F A ) Ak & ]-1-

N A AT A)1,2-= £-3H,8H-2a,5,8a- = £, & 4 %
B —ER(BEBEZE ) (T6ER)-
%% : {a}D £23.9C F=+84.9°(C=0.798 » £ MeOH ¥ )
MS (ES+) m/z302 (MH") -

A BERENTFTEY EUREXFTHR(IEE)RE -4
BB T ARBEER  BIFAHEHILIIB) ARXFEEB -

T HI19A (2R)-2-({4-1(2,3- = & [1,4] & 5 Bt B % [2,3-c]

w-7- R P R)EE]-1- X Awee )P £)-1,2-= £,-3H,8H-
2a,5.8a-Z R £-3,8-— B
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HN I\ j
N~
N
6) N/_< O
WEBT BHQR):-2[(4-Br#-1-X &g £)F £]-1,2-
= §-3H,8H-2a,5,8a-= R g W £-38-— (AN 2 # > £ 5
4 16A(G)) (600% %, 1.991F L F)~23-— £ [1,4] A 5%
5 B M [23-c] s =& -7- % F B (M » 4 & ° % B
W02004058144 » & 4]60) (325% % » 0.900% )& 2044 #
BB A RD C FEEO:1viv 302 FH)PIRIHE2 85 K1k
HFRAMA=ZCEARAILM(1.266% » 3.0% )R Z
PAEFRTHINEHIOSE - FhHmtafos 88 S 49KA
10 ROEF)E RS WER > HHwDCM (60E ) » B 3 45 % 7
WHI04 > BESERBGUKREREM) ERXEBTF A%
® A48 o jt{ii%ﬁé%ﬁ’:%?ﬁ?\_t%ﬁ"‘g’#iﬁ’#frét'fb(uDCMﬂP‘
2.0-12% (£EMeOH¥ 2 2M NH,):5 88) - A48 & 584
TABRBTARE REREZTHHRBR  EEFLEHLLSY
15 ZEHER  AXREELEERBOG8ER)-
MS (ES+) m/z 467 (MH*) »
'H NMR (CDCl;, 400MHz) 1.25-1.40 (2H, m), 1.80-1.90

(2H, m), 2.20-2.30 (1H, m), 2.30-2.40 (1H, m), 2.45-2.55
(1H, m), 2.65- 2.75 (2H, m), 2.90-2.95 (1H, m), 3.10-3.20
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(3H, m), 3.75 (2H, s), 4.35-4.45 (3H, m), 4.50-4.60 (1H, dd),
5.00-5.10 (1H, m), 6.40 (1H, d), 7.00 (1H, s), 7.75 (1H, d),
7.85 (1H, s), 8.05 (1H, s) °

1 B B E&R(650F % ° 1.393% ¥ )% 57 &£ KDCM
(10EH)F  EHmwRICALE B P ZIMBERA33M%H
1.000 2) - 2 4RIFEH > RIRZ104E > BENRE
THBRBER LTEAGHMERETHE EEFLH1L69
BELEZECEB62ER) -

K620 2-({4-[(2,3- = & [1,4] &5 & B H [2,3-c] % 5 -7-
EFR)EE]-L-NAE%wRE}TF X)1,2- = & -3H,8H-
2a,5,8a-=Z R #-3.8-—FAKD

K H19B  (2R)-2-({4-[(2,3- = £, [1,4] £ 50 & B # [2,3-c] %
R-7-% FR)BER)1-x Bk £} F £)-1,2-= §-3H,8H-
2a,5,82-Z e X-38-— AR HES

A

T 5121 (25)-2-({4-[(2,3- = 8.[1,4] £ 5 & B 5 [2,3-c] % =
T AT AR - X AR F £)1,2-= §-3H,8H-
2a,5,8a-= §, & ¥ #£-3,8- — &
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HN '\]
N~

O N N o
199

HEBRT > AR 2-[G-RE-1-X A R)T

#%1-1,2-=— %, -3H,8H-2a,5,8a- = £ & % 2% -3.8-— &R (B 7 &
® % %M F #16A(G)) (360% 5 - 1. 195%,% H)#23-= 8
5 [1,4] £ &7 = B W5 [2,3-clb =2 -7-% F 8 (M » & & 2 8

W02004058144 » £ #160) (195% % > 098 B)E &% : F
BE(9:1 vive ISE)F —AEH3004 AL FRAY
UEZLHBARAMEILNOT0E L 308 B)EE St AT B
THABHFIOTE - BB EBEAMNKERGCEFN)
10 ERERBR  BRERAEYHERTIRESTSE - 2 F
80 A8 KN, SO MAKELIE  RABRBTA#S AW
Q@ o EERBRAILUADOME 20-12% (& F 8+ 2
IMA)EeE) A B GRS RARBTAE  HiFi2
MM ZEhER AXFTELAMQRISER > 42%) -
15 NMR#AvLC-MS# 2§ 6] 19AZ £ 48 R -
1A ERQSEZL)ENDCM SEH)F » A — %
EALRTZIMHCIRE - £RBR T AEER  EFE24
L& (EHI20) AEAREFDLETRBQHEL)-
MS (ES+) m/z 467 (MH") »
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b REHZHEHRHPLC (£ A 21 x 250% 3 Chiralpak
IA (S# KB E4)> R2:2: 198 L %E_-Tﬁ?(%
AOIEARB)EA MRS 0 HEOEARAII A BB (F
B120)@ A AR A REH L EHY -

(2R)-2-({4-[(2,3- = &.[1,4) & %% r& B % [2,3-c] o =% -7-
2 F A )R A ]1-x & % £} F A )12 =
-3H,8H-2a,5,8a-= R e W5 £ -3,.8- — BRI (L B 8k 2 & — 7 &
) (31% %) MS (ES+) m/z 467 (MH*) -

2R H A98.7%4 K 5 # # 4AHPLC » » Kromasil 54
HKC-18F A1 E%x 250 £ )E » 249:1k(+0.1% TFA)#1
LAE(+0.1% TFA)Z 8 (3k4z4F) > Mt —H 41t » #E 45
- ABEBB(TH19B) -

(2S) 2-({4-[(2,3- = & [1 4] & 5 px B % [2,3-c] "t o= -7-

EoymAll-xaweg A} F £)1,2- = & -3H,8H-
2a,58a-Z R e R38-—_ (B EHEZE A H) (32
ZR)(EH2) - bbbz B it d by Fx-4t4
& 823 % - MS (ES+) m/z 467 (MH*) -

K122 2-({4-[(2,3- = & [1,4] =°F 3 #[2,3-c]wR-7-& F

E)yme R)-1-X Bwbg £ F #4)-1,2-= £-3H,8H-2a,5,8a- =
RehE-3.8-—mBED
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g‘@@f}

N

—~
O _No__N__0O
1901

FTET > BohH»R2-[G-BEA-I-NawgRX)F
;_'%]-1, -= #,-3H,8H-2a,5,8a- = &.j& # 2% -3.8- ‘(Eﬁﬁ’:‘ﬁ%
B 2B EHI16AG)) (S0E L 0.166%F 3 F)f#2,3-= §[1,4]
— v B OF[23-c]lwm o -T-% FEHE(HNAES KR £ 8
W02004058144 & 4] 2(c)’ 3 WO03/087098 & #]19(d)) (28
ZERI0EE)ENL vivAHh - FEQEFA)T —A&£EH30
nhE o BEOBREYRZCHBAKEMEILN(05E R >
3.0 B)RIE > BHAEH - BEF2508% > BdH o
AR BRAMKERQCEF)EREFR > AR T HMH
B BAFTBTHABH20048 - AL BEANER
M) RABRBRT A% BERBEBE BREADBLER
B A 46 (ADCM ¥ 20-12% (££MeOH ¥ 22M NH, )i
B - S BEEBEN REABRBRTAL  EBFEALEYD
zZAdER AILREFLEERQGCOESR > 40%) -
MS (ES+) m/z 451 (MH*) -
'H NMR (CD;0D) 6 7.98 (1H, s) ; 7.88 (1H, d, J = 9.7Hz) ;
7.77 (1H, s); 6.94 (1H, s); 6.37 (1H, d, J = 9.7Hz) ; 5.12 (1H,
m); 4.43 (2H, m); 4.35 (2H, m); 4.29 (2H, m); 3.73 (2H, s) ;
3.07 (1H, m); 3.03 (1H, m): 2.83 (IH, dd, J = '13.2Hz,
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8.3Hz);2.70 (1H, m); 2.44 (1H, m); 2.26 (1H, dt, J = 11.6Hz,
2.4Hz); 2.18 (1H, dt, J = 11.6Hz, 2.4Hz); 1.85 (2H, m); 1.33
(2H, m) -

% 8 B ERBENDCM (1E£H4)F » 3 R A4 A 4£ T &
PZIMEROGIMA 10 E)RE BEEZFH BAT
mTRFSTE BENRETHBRER > EIFEZALEY
ROZERL - BEA -3 At bt N AEKEEB FFRA
) -

MS (ES+) m/z 451 (MH*) -

K423 (AR)-1-({4-[(2,3-= £.[1,4] £, 51 & B 55 [2,3-c] b &
T-RFRVER]A-FRA-1I-A A w2 A FA)12-— &
-4H,9H-%k =& 5 [1,2,3-ij]-1,8-4 22 -4,9- — &7 B8 & B8

f‘”@ﬁ@j
NS =
(a) 4-F K -4-({[(* A)RAIBRAIEA)-I-NA®R
?’Mﬁl,l-:_‘?);'sz,aa
AFAL-{I(LI-—FRACE)RA]HRE)4-F A-4-7 &
X HE(12.092% 497X F) A F XBOOEH)F 2 5%k
NEZTRE(385EA > 9EEF) BEUB /L KAH
BE(21.42EF 99E X B)RIE > /w# E90°C » B &2/ (4
RAB) REXAFE(03MEAN > VELF)RE - £ ¥
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HREMNHIOC T B Ao B 18/ N0F » RSB A8 Fo 2k B
AMmAKERGOOEA)RE » 2 EAHER » £ R T 8200
EF)ERKER 462 H HERBKHLEMgSO,) >
W@ 0 R B EH(0-50%B58 LB 40-60% ik &k > Rf=

5 04> £4:1B5E5 85 1 40-60c it F) #1344 BB
#(15.473%, > 89%) °

(b) (A-FHRA-XNAUhREA)EATERREATEH

® HA-FRA-([(REAFR)AREIHEEA EE)1- X &1
10 EHEEL]I-—F K L E5(15.473 5%, 0 44 %ﬁﬁ’-)ﬁDCM (50
EM)FZER PARRETERET » R=ZABBGOEFA

(9OEEF)RE » XA FBTFTHHOS ) -BE  FRE
RAMARE > BEHKQOEA)F 0 AT EOB x200E )%
Mo RiE - BB BR 4718 KABdR AL > 2A20% F &2 /DCM (3
15 x200FA)FER - B % > AR ERBRAKLEMgS0,) @&
e REBE CKEFAEM AR EH6327% 0 57%) -
@®  Ms (ES+) m/z 249 (MHY) -

(c) (1-{[(2R)-4,9- — M) & % -1,2,8,9- w3 & -4H,7H- =k =& H#

20 [1)2)3°1.]]-1 8'“#”'2'%]?%}-4-?%'4'7\; g(‘nbbnig)
- .
4 (1S)-1-( %8 ¥ % )-1,2,5,6- @ & -4H,9H- = = 3

[1,2,3-ij]-1,8- =& oz 49-—_%1(55175'\ # % B ¥ #5A(g))
(1.494 %, 6.78E X F)ADCM (50 #H) ¥ 2 5% » N0C A&
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BAT RZCLEATEH  12208EF) BEURILT
AR ER(0.800Z 7 - 1027TE X HF)RE R HEHZ
ERB CENFTERTHRBFIIG - BHE > BRERASH U4
ERBBAKRERQRIOEA)RE - AUDCM (3 x 200% 7)
BB Rk £ 66 X F HKIE B B KEHEMgS0,) »
BiE o ARB OEFRE FRREEE(QR.082% 6987 X F
103%48 & £) - PRBEBEEBEEINEKRKTHEGCOEA)F » &
EFUuE(1.097EH# > I3S5TEEF)HG-FRA-4- X AU%R
AV AFTEHEXATEQGILI6M4L 127142 L X)E £ KT
QOE)Y Z B RAEIE » EMNBA(wHERRISC)TF fu 6
INBE o BRIk R R R A LA 48 o NaHCO; 7K & 7% (200
E)RE > BUDCM (3 x 200 )X RZ L4 - # %
oA MIBEBBAKILEMES0,) BIE » A% BF
mAM BABCEE K ﬁﬁﬁ’#ﬁ(O-IO%‘F’ #/DCM >
Rf = 05> £10%F&8/DCM+ ) #5424 > AR & E#
(1.848% > 61%) -

MS (ES+) m/z 451 (MH*) -

B4

(d) (lR) 1-[(4-Be A -4-F A-1-x Robw £)F £]-1,2,5,6-
g §,-4H,9H-5k ok #[1,2,3-ij]-1,8-9% oz -4,9- — &)

# (1-{[(2R)-4,9- = fa] &, £ -1,2,8,9-w & -4H,7H- =k o&
F#[1,2,3-1j]- 1,8-wkeg-2-1F K }-4-F A -4-X S ob g )
A PEERXATE(S48L 4 I10EEF )AL E Y Z AR
MEBREAT  A48/35(10%% %)) (0.462% 1434 5 )
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20% ww)k 2 > FAIRXRAEBRZATH#2IF > BB E
2z AR BERERLSY  ATENOEN)EHE - BE
oA de /5% (10%% &) (0.462%, - 434 XL F)RE » AN
ARABRZ A TFTHRHFISIE - ERERLSYHRL B ELZHE
BRBIE > RTEGOEA)EZHE BEAZTER HiFAE

i BE 6 EE(1.294% 0 100%) -
MS (ES+) m/z 317 (MH*) -

() (IR)-1-[(4- B REA-4-FA-l-xanwg A)F £]-
1,2,5,6-19 & -4H,9H- % ok % [1,2,3-ij]-1,8- 7 #z -4,9- =
&

#O(R)-1-[(4- B & 4-F £ -1-X A= £ ) ¥

#1-1,2,5,6-w9 & -4H,9H-%k =& #[1,2,3-ij]-1,8-94 oz -4,9- — &7
(1.294% > 4.09% 3 F)EDCM B0EH) P 2Bk > & A
BEBT »  R=ZTHEO684EH 491 EHEFE) 2 U
e —-F =-TEQ04SEH 450 B F) > &R & 1% U4-
— ¥ R AR (0.050% 0 0409 ¥ F)EE » 4 T B T4
#H1)F - BRERSMUAHE M KERN00E H)E
® > BADCM (3 x 200 ) E R ° & & 4 2 45 B K $1%
(MgSO,)» BiE » R#AH RAEAAY  AFELEE > A
#% 0 1% B B #(0-10% F 82 /DCM > Rf=0.5> £10% ¥ &/DCM
P) BiFAEY AGEERGOERL > 40%) -

MS (ES+) m/z 343 (MH") «
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() (AR)-1-[(4-B % -4-F K-1-x @ A)¥F £]-1,2,5,6-
g &, -4H,9H-%k o 3 [1,2,3-ij]-1,8-95 & -4,9- — &7

HAR)-1-[(4-E R EA-4-FA-1- N aunwwH)F
#%1-1,2,5,6-m &,-4H,9H-=k =& #[1,2,3-ij]-1,8-2& vz -4,9- — &7
(561% %, » 1.638% ¥ ¥ )£ THF (10% #)£ & (10.00% #)
PZAER O PHEBRTRAEALILMGESS » 1000 2 F)E
B oAAFTRTHHEUF - R BREHREHCI(5E
o I2M)RE > BN FERTHRFISNEF » B FKHE - Har
BMARZERAFEQIEA)RE KL aBBMEHEH -
BAR HBIEEY ARG EBER(6ITEL  108%) -
MS (ES+) m/z 317 (MH*) -

(2) N-(1-{[(2R)-4,9- =48] f, % -1,2,8,9-v9 &, -4H,7H-k ok 3
[1,2,3-1j]-1,8-2% =2 -2- K ] F K }-4-F K 4-Xx A% =
£)-222-Z R EBE
A (AR)-1-[(4- B K 4-F A -1-x a2 H)7F

#%1-1,2,5,6-m &,-4H,9H-k o #[1,2,3-ij]-1,8-95 vz -4,9- — /]

(687% %, 1.765£ ¥ ) ADCM Q0 A)H = 2 (1476 %

F109FEEHF)P 2R MOCREAAT » A=A BEE

BF(0.299Z #2118 E F)R > £ A T8 T8 65 o

A R E 4 LA 8 Fo 5% B 849 (S0 A 0 B X DCM (3 x 100

EF)ER - Rk > B 64 2 F B IE B B KR MgS0,)

BIE - AE B REY ARLCER BE > HHEBH

(0-10% ¥ 8/DCM » Rf = 0.4+ £10%¥ 8/DCM¥) » 12
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A AXRGEEBEBRGISEL > 52%)
MS (ES+) m/z 413 (MH*) «

(h) N-(1-{[(1R)-4,9- = ] & # -1,2- = & -4H,9H- =k = #
[1,2,3-ij]-1,8-2% s -1- K] F K }-4-F A -4-x G bg &)-
2,22-Z 8. T & B&

# N-(1-{[(2R)-4,9- — ] & % -1,2,8,9-w & -4H,7H- %

3 [1,2,3-1j]-1,8-28 o2 -2- K 1 F KA }-4-F A 4- X G %

£)222-Z RTEEEGBTSERL 0909 X )1 d4-— A%

BQROEA)FZER  EBRTFTUADDQ (248 %, » 1.091%

FH)R®E » HEFASOC T hosled- RiE BERESDS

EER - BRERASH AWK, CO;KER(B%  100F

) EZUDCM (1002 H)R 2 > L LB % LiBE R

Mo pEERF AL > BUADCM (2x 100E F)ERAE -

%o BB HHIEBI R AKERMSO,) BE - R EE

EERAEAY BEEH AELERIO0-10%F & :DCM >

Rf=0.4>4£10% MeOH/DCM¥ ) #1524 BiEHH (171

E 3 0 46%) -

MS (ES+) m/z 411 (MH*) -

() (R)-LI(- R oot P o155 9k % R)F B 122 &

4 N- (1 {[(IR) 4 9-,_4aJ§L
[1)233-1.]]- 178- 1 %] ?

136



1431006

10

15

20

2013 4 10 A 23 B2IE

£)222-Z R CEBE(TIZER P 0417TEE F)U B K72
T%%RA0E L » A2EHK/SEAFETIRE > ENE
BTARF2 N KRB ATOC FLI8/ o5 4 F A% BAEMN
5% MeOH/DCM (100 #)F > @iE » BR3#ESCX&IL(55%, >
A MeOH » # #% $£0.5M NH,/MeOH - & % 11 2M NH,/MeOH
BE) BEABFLSFAMZ BN EBFAEY Ahad
B 22 (60% % ° 46%) -

MS (ES+) m/z 315 (MH*) -

(G) #BAEitsi

HFAR)-1-[(4-Bz #-4-F R-1- N &g £)F £]-1,2-=
&, -4H,9H- ok =& # [1,2,3-ij]-1,8-98 o2 -4,9- — &R (34 & %, >
0.108 % ﬁ#)&ﬂﬁ(Z%ﬂ)ﬁi?ﬁ%(O 1Z2fH)P ZRBFR
NERBRREAAT > R2,3-= ([1L4] 857 F B M [2,3-c] =
T-3 FE(1960% % 0108 X F) (M»n oAk 28
WO02004058144 > F#60) % 32 » E I H 2.\ 0F - 5K1% » B &
RUAZ T HEAKT AL (688E L » 0324 X H )R 12
BAZBRTHEHAHOS ) - H3F ¥ REH A4 FNaHCO,
KAERQCIEA)RIE » it :X20%F 5/DCM (3 x 100% )%
B oo &5 0FZ A M EIRB K EEMgSO,) > B 0 &E
B J& # (0-20% F &82/DCM » Rf=0.4> £ 15%F 8/DCM ¥ ) »
R ERBLbhZahER AEREEREG2E % 0 0.067
ZEF > 62%) -
MS (ES+) m/z 517 (MH*) -
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§ H (CDCl,, 250MHz) 1.14 (3H, s), 1.42-1.70 (4H, m),
2.30-2.45 (1H, m), 2.50-2.82 (4H, m), 3.05-3.22 (3H, m),
3.68 (2H, s), 4.28- 4.48 (3H, m), 4.51-4.63 (1H, m),
4.96-5.11 (1H, m), 6.20-6.35 (2H, m), 7.04 (1H, s), 7.46-7.51
(2H, m), 8.00 (1H, s) *

#DCM/MeOH 2:1 (10 ) F 2 B Em AT B T 2
IM HCIA 2 > # ¥ # % BALAE-BHBE > A4 6E
BGIER) -

K#124 (1R)-1-({4-F % -4-[([1,3] &. 5145 B [5,4-¢] " =Z -6-
EFE)EE]-1- XA ®w-g A} P E)-1,2-= §-4H,9H-%k =
#11,2,3-ij]- 1,8-2292-49- — R BEE B

r—fNQé N
@) N N (0] H | >
N =
| 0]

199

HAR)-1-[(4-B A -4-F RK-1- A X)F X]-1,2-=
& -4H,9H- =k & # [1,2,3-ij]-1,8-94 o¢ -4,9- — & (26 & %, -
0.083Z2EH) (M» R » 2T H220)EAHQCEA)A
FEOIEA)FZRFR AERREAAT > A[1,3]18%5#
15 B [5,4-c]otbwe-6-% P& (13.83& % » 0.083FL 2 H) (M »
Ak £ BWO02004 058144 » BHI61)ERE » EATETH
HUNE o KRB B BERUNZCLEAABEILNG26E S
0248 X H)RIE > AN EBTHEHOS | F - ¥ BR
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JE 4 A 48 Fo NaHCO, K E R (10E H)E 2 » B X20% ¥ &

/DCM (3 x SOEH)EIR & &6 2 FH # 8 o B K % 1%

(MgSO,) &g » %% R R #(0-20% F 8/DCM - Rf=0.3 »

#£15%FE/DCMY ) R EZHLohz a8k A%
5 EEBQIZ L > T5%)

MS (ES+) m/z 466 (MH*) -

§ H (CDCl;, 250MHz) 1.14 (3H, s), 1.40-1.71 (4H, m),

2.30-2.46 (1H, m), 2.51-2.82 (4H, m), 3.08-3.22 (1H, m),
® 3.73 (2H, s), 4.28- 4.42 (1H, m), 4.51-4.65 (1H, m),
10 4.92-5.09 (1H, m), 5.72 (2H, s), 6.20-6.34 (2H, m), 7.25 (1H,

s), 7.50-7.51 (2H, m), 7.98 (1H, s)

#DCM/MeOH 2:1 (5E#)P 28 & &
IMHCLR 22 » B3 %% > HBAZHEBHKD -

15 K #125 2R)-2-({4-[(2,1,3- KX H *E —=2-5- & F L)k & ]-1-
7~ ﬁ‘ i “ﬂi} ? 5)'1,2'; ﬁ,-3H,8H-23,5,83-3_ g“% ﬁ %

® Ls3-mBus
HN =N
N

(o) N N (0]
#FQR)-2-[(4-m K -1-x g A)F A]-1,2- = |
20 -3H,8H- 2a,5,8a-= fLje #H %-3.8-—EA(50& %, > 0.166 & &
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F)(M»EeB > 2BEH160)H82,13-XHE —k-5-%F
BQSER098E )AL vivaAY - FEUZH)THH#
2508 c BHEU AN LALLM AILMN05E S,
3000 ) LR REAMAETRTHIFHIONEE - A4
Amtefo i B A MKEROSES) BHEAH R F KO0
ZH) BBARSGHPERTHRIEHI0ONSE > 53k 48
(BikMesg#) LARMBTARERAME  BiEHEHNTE
L EEREE W SHEIEUADCME 20-12% (£ MeOH ¢ % 2M
NH,)z8k) - 60t BE58m RARBRTAS Hi3ELH
tbhzadliR AFLEBUAIER)-
MS (ES+) m/z 450 (MH*) -
'H NMR (CDCl;): §7.95(1H, d, J =9.0Hz) ; 7.90 (1H, s) ;
7.83 (1H,s5);7.77 (1H, d, J = 9.7Hz); 7.61 (1H, dd, J = 9.2Hz,
1.8Hz); 6.39 (1H, d, ] = 9.7Hz); 5.03 (1H, m) ; 4.56 (1H, dd,
J =12.5Hz, 4.6Hz) ; 4.39 (1H, dd, J = 12.5Hz, 9.2Hz) ; 3.98
(2H, s) ; 3.14 (1H, dd, J = 13.2Hz, 3.5Hz) ; 2.94 (1H, £ &
m) ; 2.69 (2H, m) ; 2.56 (1H, m) ; 2.34 (1H, dt, J = 11.4Hz,
2.6Hz) ; 2.25 (1H, dt, J = 11.4Hz, 2.6Hz) ; 1.89 (2H, m) ;
(NH> »HOD®& % F > £1.48F); 1.37 2H, m) -

B aERGSER 0 0.078E £ F)ENDCM (1£#)
P B R TEPZRARN.OM) (788 H » 1.0E ) - &
A4 EH RAFTARTRAELI>E  BENBRERTHBHB A
B BERLBECESY  AREBBGIER)-
MS (ES+) m/z 450 (MH*) -
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K#126 (QR)-2-[(4-{[(7- & %-2,3-=— §,-1,4- X 3 — 0% % -6-
B)FRIBERE}-1- XA E)F £]-1,2- — § -3H,8H-
2a,5.8a-Z A M X-38-— BB

ors
@

Vel

° |
s #OQR)2-[(4-m A -1- % AR A)F £]12-= &

-3H,8H- 2a,5,8a-= R, & #H 2%-3,8- =8 (50 % » 0.166 & ¥
)M RB ST H160G)ET-RA-2,3-= &-K#[1,4]
— o2 R -6-#%EBQ8E L 09268 ) (MM A& 28
WO02002056882 » F #]23(a))£ 91 vivRy - FEE(IZH)F
10 BH25 M F - BEU i CEHBALMEILMm(105F
30008 ) EHRRAMEFTR T HINBHI054 -
RNt B aQMKERODSEA) BEA_AF R
o (10 ) BERRAMAETETHIEHIONE > Lok
RABELAKMEN) £RBTAEAKRME > BEREHD
1 W E§EF R A4 AL(ADCM ¥ 2.0-12% (£ MeOH % 2
2MNH,)ix8) - 6HBEEEN  RERBRTAZE  #15
BALS Bk A8 EBHBMU8ER)-
MS (ES+) m/z 468 (MH*) -
'HNMR (CDCl;): 6 7.82 (1H,s); 7.76 (1H, d, J = 9.7Hz) ;
20 6.79 (1H,d, J=7.2Hz) ; 6.57 (1H, d, J = 10.5Hz) ; 6.38 (1H,
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d, J = 9.7Hz) ; 5.03 (1H, m); 4.54 (1H, dd, J = 12.5Hz,
4.4Hz); 4.38 (1H, dd, J = 12.5Hz, 9.4Hz); 4.23 (4H ,m); 3.71
(2H, s); 3.12 (1H, dd, J = 12.9Hz, 3.3Hz); 2.92 (1H, m); 2.68
(2H, m) ; 2.68 (2H, m); 2.47 (1H, m); 2.33 (1H, dt, J =
5 11.4Hz, 2.6Hz) ; 2.24 (1H, dt, J = 11.4Hz, 2.6Hz) ; 1.83 (2H,

m) ; (NH > »HOD®& %% F > £1.50F); 1.33 (2H, m) -

1% B b R (48 % > 0.103F ¥ F)E»DCM (1 £ #)

P XN EFZRALNOM) (103%# » 1.0% F) -
o BEAAEH REZETHREIDE BENRERTHBRE
10 B BIFARBILEY AFEBBGSER)-

MS (ES+) m/z 468 (MH*) -

£H427  QR)-2-({4-[3,4- = £ -2H-[1,4] & 51 + B 5 #
[2,3-c]thR-8-% F R)BEA]-1-A AR 2} F£)1,2-= &
15 -3H,8H-2a,5,8a-= S e E£-3.8-— BB & B

D

(@) N N (0]
A& CR)-2-[(4-m K -1-x g A)F £]-1,2- = &
-3H,8H- 2a,5,8a-= f. /2 % %£-3,8-— 8 (50 % » 0.166 & &
H) (M»E4 0 2BE#16(G)83,4-= §-2H-[1,4]8 %
20 B 4% #[2,3-clotb=g-8-% Fa2(29% % » 0.895¢ &) (7T a1
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2,3- = 8 [1,4] & &1 1 B #5 [2,3-c]ob w2 -7- % F &8 2 4 &

(W02004058144 > £4160) {2 X — e AKER B TLHEM

W) £9:1 vivafyh - FEOQEH)THEH25 M - B 3

R— = CEBALMAILMN05E R »3.0008 &) i
5 BREMATRETHRINEHI0S4E - RiE St Ffosg B &

MARBEROSEN) BEA-_RFRAOEF) > BB RS

MR ERBTHINEHIONE  EosErBEEAKEHEH)-

LERBRTABAMA BERAEAMDABLEESHR W&
® {E(ADCM ¥ 20-12% (£MeOH¥ 22M NH,)ix ) - A4
10 BEgAdktr RERBT %A% RBEFER[Ctsbhzadi

i AXFTEEBOGSER) -

MS (ES+) m/z 481 (MH") -

'H NMR (CDCl;): 6 8.12 (1H, s); 7.82 (1H, s); 7.76 (1H, d,

J=9.7Hz); 7.17 (1H, s) ; 6.38 (1H, d, J = 9.7Hz) ; 5.03 (1H,
15 m);4.55 (1H, dd, J = 12.5Hz, 4.5Hz); 4.37 (3H, m); 3.79 (2H,

s);3.13 (3H, m); 2.94 (1H, m); 2.69 (2H, m); 2.52 (1H, m) ;
o 2.30 (4H ,m) ; 1.86 3H, m) ; 1.37 (2H, m) -

1 8 EMROGOE R > 0.125F E )R F» £ KDCM

QzA)F > A wRIACAAE B P 2 IMERA2584FH >
20 1.0008 ) A4 RFEH > RIRB1o&E BENRAE

THBRER  BERGMAEETEREHIE  EFEAL

o BES&EwEBERGOGIZER) -

MS (ES+) m/z 481 (MH*) -
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K 4128 (2R)-2-({4-[([1,3] A B4 B [4,5-c] "t =2-6-5 F &)
& ;E,]-l-;’\‘ ﬁ."bh“iﬁ} ? %)'132':‘ ﬁ:'3H,8H'2395a83'3 ﬁo
e F-3.8-— BB

PDU?

N

~
(o) N N 0]
(a) [1,3]&a.% 15 B [4,5-c]t2-6-#% F &%
BABLEMGEATEFXEAR 0 5-({[4-(FEK)
ZAIFAYAR)4- A R-1,4-= ﬁ,-z o wE R ) B AR F A5
(B A 2 & » 2B WO02004058144 > & 4#60(c)) sk = X A B -
BR AR ERBERTEZIRE  £F{5-({([4-(FAX)
3 z%] AIAER)4[((RETFR)ARL]-2-hg A )88 F
() S-({[4-(FARA)XA]FEIAL)4-[(RATFRHA
%]2%@2%} BMYEUA-_ABRA-CLAYRZIRE
BEFS-BRAA[(EAFRAARA]2- o A )88 F 85 = £
BR BB (i) {S-AK-4-[(RAFHR)AK]-2-w-z A 88T
BE = A BEEBLLI-ZA-N-XEA-N-[(ZAFH)E 4]
THREBKA-ZLKBRIRE  BHFG(XATFHRAEL
EIS{{(ZERAFA)RBEIAL}-2-abow X)EEEE F &5 5 (iv)
@G-[(REATFR)ARX]SH{(ZRAFAR)FBA]AKX}-2-H %
R)BE B FEEAR)-(H)-2,28 (=X ABA) -
ER2-FR-2-ARAELMZRE > BF{5-[(1,1-—F 4
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CER)FRE]4[(REFAR)AK]2 kB EE FEs ;5 (v)
5-[(L1-=FRTR)GRA4-[(RAF A )?L 1-2-9t o2 K }
BEFENIRARZATURE/R2ZRE  E1F{5- [(1 1-
;?%L%)E}ﬁ%]4 il R A-1,4-— & -2-wt o K} B

s(vi) {S-[(LI-=F R K)HRK]-4-REAHK-1,4-— &-2-
ot ,a)%} B FPEE AR BB 2 R 32 > #IF2-(BF #£)-5-8
-4(1H)-wt s &7 5 (vi1) 2-(#%& F %)-S-Q‘ﬁ;‘;'s-4(lH)-"tt"iﬁﬁ]m}k
BRAP 8L -8 P ez R I - #43[1,3) A& 545 B [4,5-c]ok o2 -6-
A F B> K (viil) [1,3]8. %12 B [4,5-c]to2-6-X% FEE L =
béa 2z RIE » BIFAZAILEY -

(b) HFARILEM

& QR)-2-[(4-B A& -1-x & s X)F £ ]-1,2- = &
-3H,8H- 2a,5,8a-= f & # 2 -3,8-—&(50& % » 0.166 & ¥
)P R4 28T #16G) #1314 442 B [4,5-c]w=
-6-% FEQSER 09018 )Nl vivals - FEAZ)
P2 F  BEUA -G RN EBA KM R4 (105
254030005 ) X LEOMAEETETHINFHION &
KAt io s B B KB ROSET) BEARTRE
(10E+) BB REHN TR THINEHI10454E - i 2
BAB(ERAKMEHM)  £RBTABEASKRA > B REHN
W LEEERER M ALIE(ADCM Y 20-12% (£MeOH ¥ 2
2MNH,)z8) - 668 E58m RARBTFTAE B
BRBLEGHZEDER AXFTEELEERMU8ER) -
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'H NMR (CDCl;) § 8.22 (1H, s); 7.82 (1H, s); 7.76 (1H, d, J
= 9.7Hz) ; 6.80 (1H, s) ; 6.38 (1H, d, J = 9.7Hz) ; 5.77 (2H,
s); 5.03 (1H, m); 4.55 (1H, dd, J = 12.5Hz, 4.6Hz); 4.38 (1H,
dd, J = 12.5Hz, 9.4Hz); 3.81 (2H, s); 3.13 (1H, dd, J =
13.0Hz, 3.5Hz) ; 2.93 (1H, m) ; 2.68 (2H, m) ; 2.49 (1H, m) ;
2.33 (1H, dt, J = 11.4Hz, 2.6Hz) ; 2.24 (1H, dt, J = 11.4Hz,
2.6Hz); 1.84 (3H, m) ; (NH» » HODR ¥ % F > £1.66F)
1.34 (2H, m) -
MS (ES+) m/z 453 (MH") »

FRBILSHZ BB ERMUSE R 0.1068HE F)% %
R/ ADCM (1 EH#)¥ > EH AR AL B FZIMER
(106844 » 1.0008 E) - 2 KR IFEH > RIKF 154
BELABRBRTHBRER  XEREGMWNETETR EHIE
KRR BIEE AGERECEEMSER) -
MS (ES+) m/z 453 (MH") »

K129 QR)-2-[(4-{[(3- ] & £ -3,4- — & -2H- % =® #

3,2-b][1,4] ok -6-34)F B 1B £ }-1-% B &) F £]-1,2-
= §-3H,8H-2a,5,82-Z S A H £-38-— B KB
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o) N N 0]

#F QR)-2-[(4-B A -1-x A mm A )F £A]-1,2-= &
-3H,8H- 2a,5,8a-= fje #H %-3,8-—8(50& & > 0.166 % %
H)(MA» R 28T #16G) &30 A 4-3,4-= &-2H-ot
€ ¥ [3,2-b][1,4] R #-6-% B (29 5  0.90% ) (N4
& 0 % B WO02003087098 » & 4#]301(d)) » #9154 : ¥ &
(IZA)F £AEZETHER#3IIF > BE2HFw=CHBALM
fALM(I0SE R > 3008 ) - BHRAHN TR T HEH30
wAE o RE A hodafo 8 RMAKBEROSEH) i ADCM
(I0EH)HFEAMKAE - BROMHKIABIHIONE - £EH
BABABEKREREN) RABRBTAE - ERGWEN
DCM (#43%& )+ 173 MeOHF » £ NE7 B L 3 % 4 B ¥ 4h
{E(BADCM #F 2.0-12% (££MeOH ¥ 22M NH, )5 k) o A 4#
BB LAE  BEERABALSYIadEK A%
&3k & % B A -

'H NMR (CDCl;) 5 8.58 (1H, & &s): 7.83 (1H, s); 7.77
(1H,d,J=9.7Hz) ; 7.57 (1H, d, J = 7.8Hz) ; 6.97 (1H, d, J =
7.8Hz); 6.38 (1H, d, J = 9.7Hz); 5.04 (1H, m) ; 4.55 (1H, dd,
J=12.5Hz, 4.5Hz); 4.38 (1H, dd, J = 12.5Hz, 9.7Hz) ; 3.82
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(2H, s); 3.47 (2H, s); 3.14 (1H, dd, J = 13.0Hz, 3.5Hz) ; 2.94

(1H, m); 2.69 (2H, m); 2.51 (1H, m); 2.33 (1H, dt, J =

11.4Hz, 2.4Hz) ; 2.25 (1H, dt, J = 11.4Hz, 2.4Hz) ; (NH * #

HODR i 4 F » ££2.06F); 1.85 (2H, m) ; 1.37 (2H, m) -
5 MS (ES+) m/z 480 (MH?*)

BARBILAMZ A G EHRA3E L 0.090% 5 F)En
DCM 2EA)F > £ F AR A LB FZIMER - 4 4
GRBEH REEIV S BEIARETHRER > L4
RYMNATER LR BABRALOH AELE S
10 AR ACLE S AK

MS (ES+) m/z 480 (MH*) -
BHREE BEEBAEZBEEP,0)PHBER £
RAEYD  BEEBEEGLILESR  LCMSFfNMR14 # & 4 —
%) -
15 4
T#30 (AR)-1-({4-[2,3-=—8-14-FZH w3 H-6-R F &)
@ Ll AEmRE)FE)L2 S B -4HIH-% & #
[1,2,3-ij]- 1,8-8%-4,9-— S BB & B

20 # (IR)-1-[(4-B2 A -1-5 & g £
-4H,9H- %k ok 3 [1,2,3-ij]-1,8-4 52 -4,9

\lt
% ~—
I
i
o
B
P4
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Lt FHEHSAG) (02X 0161 EEF)EAH(2E
) FEEQ.I0EH) P2 RER NREBERAAT U=
LE:(0.067EF > 0482 L F)R ¥ » £ 4 T B F 15
B o K1k BIERIU2,3-—R-1,4- K5 o5 H-6-% FEE(F
BT4F) (2375401452 X )R E» A BIEH3045 48 -
Rt BABERUAN=ZCEHARXMAILN(102E 5 > 0482F 3
FYRE > BN EBTHH3004 0 300481% » LC-MSE T
—oREMERLE  AWES=ZCHALMAILMAI
EH) BREMBIHISHE - B £ 45 NaHCO,
KERAOZEF)RIE » B R20%F 8/DCM (3 x 25F )%
BR oo g A XA MR R KR (MgSO,) 0 B - A
B R #7(0-20% F 8/DCM) » £ 15458144 A A b &R
(483> 67T%) AmE&BE -
'H NMR § H CDCl,;, (250MHz) 1.28-1.51 (m, 2H), 1.75-1.99
(m, 2H), 2.13-2.38 (m, 2H), 2.41-2.80 (m, 3H), 2.90-3.15 (m,
2H), 3.75 (s, 2H), 4.22 (s, 4H), 4.31-4.42 (m, 1H), 4.51-4.62
(m, 1H), 4.90- 5.08 (m, 1H), 6.20-6.32 (m, 2H), 6.81 (m,
2H), 6.84 (m, 1H), 7.42- 7.53 (m, 2H) -
MS (ES+) m/z 449 (MH*) -

RISz B EBREN Y EDCMY U —% &
LB PZIMHCIR 2 » &£ 5 A% RERLALEH A
B -HCIE (44 %, » 53%) - LCMS44 82 & # — & -

K31 (AR)-1-[(4-{[(8- A £ -23-= §,-14- X # =5 %
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-6-B)F RIBEEE}-1- N A wRE)F £]-1,2-= §-4H,9H-=k
o 3% [1,2,3-ij]-1,8-2 2 -4,9-— A B B
] NQ\N/\CEOJ
0) N N 0] H
190 ;
NN =

A (IR)-1-({4-[(1,2,3- X # "F — o -5- K F X)X )-1-
N AR} F A)-1,2-= &-4H,9H-k o4& #[1,2,3-ij]-1,8-2%
Z-4.9-— R _BEHEBMHPMEH 28T HI5A(G)) (50% % -

MEER)ARVQLEA)ATFTEO0IOEA)T 2B F
ROPEBREAAT R=CTE0.056F > 0.402F% ¥ H)
RIZ - EEFTRBRTHMEISr4E K% BERUS-AK-2,3-

-14- K F =% R 6- K FR(MAESE R £ H
W02007122258 » € #/8(b)) (21.96% % > 0.121 &£ ¥ H )&
¥ BRI KERA=ZCEAXMAILHBS
Z2%° 0402 X H)R®E > ENFTETFHHE3I054 > »30
w4t LCMSE TN AARMMERLEMZ ER/ - Wi
FE2=ZCBHBAAMAILNUA0ET L) BREMBLHEIN
48 - MK HME LCMSETRECER °~ K1k B R
JE 4 oA 48 0 NaHCO, KB &R (10 E A )& 2 > B 1X20% P &
/IDCM (3 x 25 F)E R - &é\ﬁz%%%&fﬂi*%ﬁe
(MgSO,) » g » A% » R # (0-20% F 8/DCM) >
BABLEHMZBHEROENL96%) AXREER &
—HoAEN(SER 24%) AT EX R LB HH4E
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ASCXE it BIFE 5AAREAEY > Bk -
'H NMR § H CDCl;, (250MHz) 1.15-1.50 (m, 2H), 1.70-2.10
(m, 2H), 2.15-2.39 (m, 2H), 2.41-2.58 (m, 1H), 2.60-2.74
(2H, m), 2.85-3.11 (m, 1H), 3.11-3.15 (m, 1H), 3.69 (s, 2H),
4.22-4.45 (m, 5H), 4.50-4.62 (m, 1H), 4.90-5.09 (m, 1H),
6.20-6.35 (m, 2H), 6.60-6.72 (m, 2H), 7.41-7.52 (m, 2H) -
MS (ES+) m/z 467 (MH*) -

BE BEBLoMzBaEBRAN— T L UE T2
IM HC1E 2 » B3 284 AEBEB(16.7% % >

27.5%) c LCMS#4 #1 & # — & o

K132 (AR)-1-[4-{[(7- R % -3-R & X -3,4-— & -2H-wt ¢
F#[3,2-bl[1,4] "5 -6- K ) F KB K }-1- XN A%z X)F
#£1-1,2- = §,-4H,9H- =k = # [1,2,3-ij]-1,8-%5 < -4,9- — & =

BB
H
NQ\N NeN._0
S I
O~ _N_ _N__O Cl Z o
L
P10ZE S B R F » AF(AR)-1-[(4-B A -1-5% &b ®
A)F #]-1,2-— & -4H,9H-=k & 3% [1,2,3-ij])-1,8-8 v -4 9- —
BR(BNEH o 2MEHISAG) BOE X » 02668 B F) ~ 7-

AR -3-4 R -3,4- = &/ -2H-ok 5% 3 [3,2-b][1,4] 72 o -6- %
FEMMNAR » 2K W02003064421 » T #]15(c)) (62.3%
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02 EEF)R B AMN00E L > 1.190E X F )4
DCM YEM)ERFEANEM)F S  EABEER - Hiv
FEEANQRO0ZE R 1408ZE R H) E B REHYN TR THHF
BRISIBE Fho=CeARAMEILMN(II3E £ 0.533
ZEEXH) BRBRREDA2ZSCRAATHEHELIEF - ERE
RAYVRMEYB E > 4 A0-10% MeOH/DCM (1%
NH,OH)#:. 1t ¢ & 4 2 LCMSH'H NMR14 £24Z f21b 4549 —
®ooABBER- |
'H NMR § H D-4 MeOH, (400MHz) 1.24-1.45 (m, 2H),
1.79-1.96 (m, 2H), 2.22-2.31 (m, 2H), 2.46-2.53 (m, 1H),
2.59-2.68 (m, 1H), 2.87-3.09 (m, 4H), 3.89 (s, 2H), 4.42-4.51
(m, 2H), 4.69 (s, 2H), 5.07-5.15 (m, 1H), 6.26-6.35 (m, 2H),
7.39 (s, 1H), 7.75-7.81 (m, 2H) -
MS (ES+) m/z 497/499 (MH") -

#A2BILSYZ 8 b EKREN10% MeOH/DCM ¢ -
# 1IN HCIR 2 » U s R A c4 » A _HCIE(55%
% 36.2%) o

K #133  (AR)-1-[(4-{[(4-& £ -7- A £-6,7-= & -1H-E R

#[54-b][1,4] =5 o} -2- K)F BB X}-1- N A mwRE)F
#1-1,2-— &-4H,9H-%k =& ¥ [1,2,3-ij]-1,8-54 52 -4,9- — &1
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O N N

AN =

PI0ZF B ERZEMA T » FAR)-1-[(4-Bg K -1-7X & w g

A)F £1-1,2-= & -4H,9H-= & #[1,2,3-ij]-1,8-v5 vz -4,9- —
(RN R 2MEHISAG)) (0% > 0.178F £ F) - 4-
fBA-T- 8. 4-6,7-= &-1H-7E & # [5,4-b][1,4] 9% o -2- %
P ES (B A A& 0 £ M W02008009700 » & 4] 124(g)) (38%
R00178ZE X F)Rw B (150 50 1.78% ¥ ¥ )£ DCM
CEMERFENETH)TEH BFREER - H B BMm
0025 14BEEFH) ¥ REMEFTRTHEER -
15.588%% » A ZCHALXMALMIIZESL ° 0.533£ 3
H) BHFEREMP2SCRARTHME4NE - f RERS
WRM EE B L > it4E M 0-20% MeOH/DCM (1% NH, OH)
it BFRBILSWUEEL  BEERE > 451%)-
'H NMR 6 H CDCl,, (250MHz) 1.28-1.51 (m, 2H), 1.75-1.99
(m, 2H), 2.13-2.38 (in, 2H), 2.41-2.80 (m, 3H), 2.90-3.15 (m,
2H), 3.75 (s, 2H), 4.31-4.42 (m, 1H), 4.51-4.62 (m, 1H), 4.8 (s,
2H), 4.90- 5.08 (m, 1H), 6.25-6.32 (m, 2H), 7.51-7.53 (m, 2H) -
MS (ES+) m/z 498/500 (MH*) -

Oy

K134 (IR)-1-[(4-{I(7- W & % -6,7- — & -1H- & = 3
[5,4-b][1,4]Fef-2-K)F KB A}-1- X &) F £]-1,2-
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= #,-4H,9H-=k =& 3 [1,2,3-ij]-1,8-9% uz-4;9-;aa;g %8
N N (@)
Y
U
(2) [(2,4-:_4&1%%-1,2,3,4-@ 8-5-"Fog KB A B B S
A 5-i8 % -2,4(1H,3H)-%F-2 — 8155 * 19E X F)a H
ABEBE T B (8.58% 4 » 79%##)&DMF RO0EA)F 2 &
R AW T AR S AEL B (6.675 0 19.64% ¥ H ) a; 8L 47
(2388 1TBEEHF)RE  ENERRBETHRHFBR -8B
RBER ' REBBRTRGE AL RAZR/LEH AFE
o HAERB T AM
MS (ES+) m/z 231.1 (MH*) -

(b) [(2,4-—&-5-Fog A )BR A |8 8% T 85
BQ2,4-—f A £-1,2,3,4-10 £,-5-Fxw R A8 #g
BECREME) (18.19% » 19 £ H )£ KA EE (100 # >
1073 X H)P 2B R A=F XBQ.5008 4 » 19.72%
PH)VRE > BRRBEH B ERR > BFEH2/06F - 5
REMEER  BREBEMBEIZAKRE > U{EiBF A8
oo — B4R R E R BP ACH,Cl, £ R (3x)K B - /a\ﬁf?ﬁ
#E > ANa,SO KSR BiE > RARBR TR - A
DM E1# A0-50% EtOAC/T R Z M EREH - Atk E

BER B R & o
'H NMR (400MHz, #.4%-d) ppm 1.22 (t, J = 7.07Hz, 3H)
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3.71 (s, 2H) 4.15 (d, J = 7.33Hz, 1H) 8.53 (s, 1H)

(c) [(4-%2%-2-%%-5-%0;{%)1,.L%]a*a Z &S

Wt B E P 0 B[R4 R-S-Fw A ) A B A
5 (2.0%, ° 7.49% ¥ B )£ DMF (75%%#)#1;@& » LB RER

PZRTA9EH M49TEEF)RE - FEMHwE > LM

REVNBHEBETHE NARE  BERAERETE

Yo BR¥% UABKBREMEZEDMF SR E M E 14 A0-10%
® R/ R ZMERRN - Ao A VY ELBEILHE (R
10 HBF—SBzAEN)  EMGHREEREFTCEE -

MS (ES+) m/z 248.0 (MH*) -

(d) 2-#E-1H-*E=g #[5,4-b][1,4]°% = -7(6H)- &R
M[(4-BrA-2-8 A -5--Fog L) L | 8% B 2 &5 (0.786
is 03 1TEEF)VATEGOER) T2 BIERNBKETOC -
Achoeg 8 46(1.0345% 3 NTZEERE) BB RBWHBSH
@ L ocommLtIvaABRARKE  ARETRASSE
B X BMBENKP 0 FAINHCI:E R pH=5° XK E
S CH,Cl, % B (2x) » &4 % # /B » 5\ Na,SO, B K & 4% - B
20 B REBRBTRE AL XmeBER -
MS (ES+) m/z 202.0 (MH*) -

(e) 2-T ks #-1H-F % 3 [5,4-b][1,4]°% o -7(6H)- &)
%'ﬁ&?&’]‘ﬁﬂﬁaq’ ’ 7‘1%2'%(.%'1H'“?E ,(ﬂ-[5,4-b][1,4]“§
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wt-7(6H)-87(0.63951°3.17TZE £ F)R =T A T 1 A 4(1.388
Z5 0476 L F) (= X 8)4(0)(0.293% 5 0.254% &
F)eld-—aABEUEMRAFREAZENTRE-BREY
R P £ 140°C F Ao #2045 48 « AEtOACH FEIE R » 3t A
£#F NaHCO; B & ik # © 45 KB LEtOACE BR(2x) - &4 &
HeEk » UANa,SOMAKELIE  BE > RABRRBRTREE - 4
% 4 %4 B 0-60% CH,Cl,/(CH,Cl,/ MeOH/NH,OH)
O0:10: )M EREY » BV GBRERRAMEZAYH=
XBzRoY ROAEBFTHME  BUATEEK - Z
W teth BB AG & BB -
MS (ES+) m/z 194.0 (MH*) -

() 74@1;@% 6,7- = &,-1H-"& € # [5,4-b][1,4] K o -2- % F

3

% 2- T ¥ A& -1H- % =% 3 [5,4-b][1,4] °%& =% -7(6H)- &
(0262% > 1356 X B )4a FE/DCM P 2 8k A% F-78
t’ﬁuaiﬁﬁ’ﬁﬂ%ﬁﬁ%ﬁ§6%¢°%ﬁﬁ%
T8 C T AEHSIE - b= FRGOEH 676 %
H)y B ARABEZTR  BRFEBR - BEREBREEZY
Bt BRm¥4% %1 mA0-100% CH,Cl,/(CH,Cl,/MeOH/
NH,OH) (90:10: 1)z ¥ ERBH#H - AW GBEEREREITE

B
MS (ES+) m/z 195.9 (MH") -
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(g) BAitsH

#(AR)-1-[@-B & -1-x A X)F £1-1,2- = &
-4H,9H-% o #[1,2,3-1j]-1,8-22 52 -4,9- — & (B A E # » £ B
& #15A()) (0.0605,°0.179% £ F)4£1:1 CH,Cl,/MeOH (10
EH)F 2 RFR > OART-R A K-6,7-— & -1H- 4 &
[5,4-D][1,4]°E#-2-% F 8(0.035%, > 0.179% ¥ H )15 8k &
(0151, > 1.7 EE F)RE - HwiBh ENa,SO,» £ H K
BHHERTHEFIE)NETF - Hhw=CEkaREMAItsHn
(0.114%, > 0.538E £ H)> BB REMHE TR THELEF -
BERBEEABLE > B AR HE % A0-100% CH,Cl,/
(CH,Cl,/MeOH/NH,OH) (90:10:1)Z 4% & ;& & #5 - 2 %8 1t &
Mz Bd Bkt ERARTEEMO0.0275%) -
MS (ES+) m/z 480.1 (MH") -
'H NMR (400MHz, #.4%-d) ppm 1.62 (d, J = 2.53Hz, 1H)
1.61 (& FEs., 1H) 1.90-2.09 (m, 3H) 2.20-2.42 (m, 2H)
2.59-2.78 (m, 2H) 3.14 (dd, J = 12.88, 3.03Hz, 2H) 3.53 (s,
2H) 4.05-4.14 (m, 2H) 4.41 (dd, J = 12.38, 9.35Hz, 1H) 4.57
(dd, J = 12.63, 4.04Hz, 1H) 5.04 (dd, J = 7.96, 4.42Hz, 1H)
5.32 (s, 1H) 6.28 (dd, J = 16.29, 9.22Hz, 2H) 7.49 (d, ] =
3.28Hz, 1H) 7.50-7.57 (m, 1H) -

g A ERENCHCLY » RFEH0.113F H#IN
HCl/& » # x4 28 —-HCI# -

£4135 (IR)-1-({4-[(1,2,3-E A E=2-5- % F £ )@ &]-1-
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A AR AIF R)-1,2-= §-4H,9H-k = % [1,2,3-ij]-1,8-2&
%-4,9-— A BEB

N =

# (IR)-1-({4-[(1,2,3- K F ==& -5- K F K)sc K& ]-1-
5 X AR E)F £)-1,2-= & -4H,9H-k ok #[1,2,3-ij]-1,8-05
Z-4,9-— BB BN EH - 28K HISAG) (60
0.161Z £ )& KB (QEF)HE FEE(0.100E F) P 2 8 ¥
RN EBRIAAT A=ZCTH(0.067EH > 0.482% ¥ H)
R¥E > BAFTRTHIFLISNE - K& BERRL2LI-XH
10 g ek -5-3 FES (M A A R 0 2 BIW00208224 5 F 1520(a))
(2375 % > 0145 X F)R ¥ » B BEH3054 - Kig
BEBRUAZCCHBAKAMAALM02E SR » 0482FE £ H)R
¥ N ERTIWHASn 4 455481% LC-MSBEATRE
Tk EE KA U NaHCO, KER(I0EHA)RE > A
15 120%F B2/DCM B x 25 ) ER - S Z AR ERR
K3 K (MgSO,) » BiE > %% BREH(0-5%F &/DCM >
5% F &8 /DCM) » #iF2MtoHhzadhEHQ6E % >

36%) AKX EEE R -
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'H NMR 6 H CDCl,, (400MHz) 1.30-1.49 (m, 2H), 1.80-1.98
(m, 2H), 2.21-2.39 (m, 2H), 2.51-2.61 (m, 1H), 2.61-2.75 (m,
2H), 2.90-3.02 (m, 1H), 3.05-3.19 (m, 1H), 4.04 (s, 2H),
4.31-4.42 (m, 1H), 4.51-4.61 (m, 1H), 4.92-5.05 (m, 1H),
6.20-6.31 (m, 2H), 7.45-7.53 (2H, m), 7.71 (d, 1H), 8.11 (d,
1H), 8.56 (s, 1H) -
MS (ES+) m/z 449 (MH"*) -

#FZALEMZ A REREN DV EDCMY U —F E
B PZIMHCLR I » £ 3 %4 BEERCLe6H A
% -HCIE (16.2% % » 20.8%) - LCMS4 1 & # — & -

K#36 (AR)-1-({4-[2,3-— & -1- X H=%H-5-K F X%
El-1-x g &} F K)-1,2-= £,-4H,9H-=k =& 3 [1,2,3-ij]
-1,8-v5v2-49- — AL B

o N N O

A =

# (IR)-1-({4-[(1,2,3- K 3 & — =2 -5- K F &) & ]-1-
XA A} F R)-1,2-= &§-4H,9H-%k o #[1,2,3-ij]-1,8-5

% -4,9-— 8~ B A B (AN LA ﬁﬁa;ﬁJSAO))(w%i
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0.161% ¥ ¥ )& A5 QE#)8 T8 (0.100% #) ¢ 2 & i%
ROV EBRAAT R=TA0.067£F > 0482 ¥ H)
RE > ZAFTRTHEMFISNEE - KL HERR23-—8-1-
KHFokoh-5-% FRE(THTH) (00204 » 0.161 € £ F)
R¥E > BBEHIONE - RE > BERU=ZTLEBAKLA S
L (102% % » 04828 £ H)AE » B A T8 FIHHASH
2 o B % K HE U8 FNaHCO; K ER(I0ZE A )R 2 > H I
20%F 8/DCM 3 x 25ZEH)ER - 5 X H M m K
4. %% (NaSO,) » B/ » %% RE M (5-25%7F &2/DCM) » #
FREABILES Y ABERQCIZT R 0 345%) AGEEE -
'H NMR 6 H CDCl,, (400MHz) 1.22-1.49 (m, 2H), 1.79-2.10
(m, 2H), 2.21-2.40 (m, 2H), 2.45-2.58 (m, 1H), 2.61-2.72 (m,
2H), 2.90-3.01 (m, 1H), 3.05-3.15 (m, 1H), 3.21 (t, 2H), 3.72
(s, 2H), 4.32-4.42 (m, 1H), 4.51-4.62 (m, 3H), 4.95-5.05 (m,
1H), 6.22- 6.33 (m, 2H), 6.72 (d, 1H), 7.14 (d, 1H), 7.19 (s,
1H), 7.45-7.52 (2H, m)
MS (ES+) m/z 433 (MH*) -

Bz adERENY EDCMY R —F F
B FZIMHCIRE ¥ %% BEEALAY A
¥ -HCI® (22.7% % » 28.6%) - LCMS#44 82 & # — % o

£#137 (AR)-1-({4-[(3,4- = £ -2H-"% & # [2,3-¢] °l =% -6-
2P EA)mE|-1I-xa%E}F £)1,2- = & -3H,8H-
2a,58a-Z R e R-38-—HBED
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,_(NQH ,}, /0
0 N N (0]
#FAR)-1-[(4-B K -1-x B EA)F £]-1,2-= §
-3H,8H- 2a,5,8a-= R e M % -38-— & — B B B (M » ¥
B ZFHEHI13(k)&15(d)) (S0 L » 0.100E £ F )£ &4
S QEA)ETFEO200EHM)FIREFR  RERAAAT
UEZZAE(0.042E 4 - 0301 B E H)E 2 > 3t $#54£0.25/ ) 8F
(R F R % R IER) « 8 2 7 Av3,4-= 8 -2H-v% % #
[2,3-c]otbwe -6-% F &8 (B 7> & m ° £ B WO02004058144 » &
%]126(e)) (16.35£ %, 0.100E L B ) E ¥ R EMH L TR
10 WHOSINE - RESW=ZCHBALMAEILNO6TIE L
0301 EXH) BB REMNEBTHRE 3154 > 0 F
— Iy AREYE > HAWI0E L CHARMAILM - 1
NBEAE o s po Ao o R BLAN KB IR (2SE A) 0 42 A20%
FE/DCM(Q5ZF) BHERAKR REBAELE » & - K
15 KB LA20%F 8 /DCM 2 x 25 ) B ERB R - 4542
ABRENREBEMERKIE  BE > RAHE  BIF0E %
A Y - K E YR ER M H18(0-20% MeOH/DCM) »
E/FRRBLeoMzT bR AFEBREOBIZE L 87%) -
'H NMR 6 H CDCl;, (400MHz) 1.25-1.45 (m, 2H), 1.78-2.08
20 (m, 4H), 2.22-2.38 (m, 2H), 2.45-2.60 (m, 1H), 2.62 (d, 1H),
2.67-2.80 (m, 3H), 2.93 (d, 1H), 3.05-3.14 (m, 1H), 3.78 (s,
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2H), 4.15-4.25 (m, 2H), 4.30-4.45 (m, 1H), 4.50-4.60 (m,
1H), 4.95-5.05 (m, 1H), 6.33 (d, 1H), 6.96 (s, 1H), 7.75 (s,
1H), 7.87 (s, 1H), 8.07 (s, 1H)

MS (ES+) m/z 449 (MH*) -

5 BRABLEMZBaEmEND EFHE/DCMY - &
1% »EZJZ&“PZIME@&E&E BB R > AL E AR
BEPOHAT) T #BEBBR  BAEZALL
# ;%ﬁ HCl1# » A% é@%ﬁ(406~gﬁ,’79%) LCMS 44

® BAEH B -

10

K #1138 (AR)-1-({4-[(2,3- = &,k % # [2,3-c] " =-5-& F
E)EE]-1- & wwX}F X%)1,2-= §-3H,8H-2a,5,8a-=
fEemE38-—mBnH

#NQ” N/ ©

(@) N N 0]

o LI
15 #AR)-1-[4-B A -1-x &g A)F £]-1,2- = &
-3H,8H- 2a,58a-Z R E M X -38-— R — B E B (AR
% SBIEFI13(k)R15(d) (S0=E 5 0.100% & F)4£ /4
RQOEA)ETFEOIEMPIRER  NERRAA
T R=ZE0.042F 5 > 0301 L F)E 2 > i #84£0.25

20 NELBFREBERABER)  BEFM23-— 8%
[2,3-c]ott ok -5-7% F & (B 74 & © £ B W02007 122258 > %
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#143(f)) (1494 % ' 0100 X F) B REHAEZEER
BHOS)IE - KRG ANWNZCLHBARAMWAEILHNGTIE L
0301 X X)) E B REVNERTFHEHE -3 %% 4
— oL E > KA MIEALZCLEHBAKLM A o 1
Nt A otafe B AMAKERQSEN) BEAH20%
FE/DCM 25EFH) BERKR  REBABRR » 8 - 4B
KB A20%F 82/DCM 2 x 25ZH)AERABR - EEHZ
ABERNEEMN EBR KL  BIE > RAE  EFS0E
RAAEY o LA E WHEY BRI (0-20% F & /DCM) »
EEFERBLte YWzl AT CBRBGLIERLT1.2%)-
'H NMR & H CDCl,, (250MHz) 1.25-1.43 (m, 2H), 1.81-2.00
(m, 2H), 2.22-2.35 (m, 2H), 2.49-2.54 (m, 1H), 2.66 (d, 1H),
2.71-2.74 (m, 1H), 2.92 (d,” 1H), 3.07-3.12 (m, 1H),
3.19-3.24 (m, 2H), 3.82 (s, 2H), 4.37-4.42 (m, 1H), 4.56-4.62
(m, 3H), 4.96-5.06 (m, 1H), 6.33 (d, 1H), 7.18 (s, 1H), 7.76
(d, 1H), 7.86 (s, 1H), 8.06 (s, 1H) -
MS (ES+) m/z 435 (MH*) - |

R BICAS 2z ERENY EFE/DCMY - i
UNIEEA LB TFZIMBERE - BRER > LEBED
UBRBAEPOHFAT)THBREBRBAR  BEFZHALSLS
o HE-HCIE > A & B 8B3.5% % » 67.4%) - LCMS
HEEH— B -

K #39  (2R)-2-({4-[(3,4- = & -2H- % % 3 [2,3-c] " =% -6-
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g ? %)HQ%]-I-'}\‘ ﬁ%ﬁi} ? 5)'192':" ﬁ"3H98H'
2a,5.8a-=Z R e X-3.8-—EBEH

HN I\
N
# QR)-2-[(4-B A -1- X w2 A)F A]12-= &

-3H,8H- 2a,5,8a-= ﬁféiﬁ%a,s-;m(ga%iﬁi% » 2B & 51
16A()) (60% % > 0.199% ¥ F)#13,4- — & -2H- 9% & #
[2,3-c]otb o€ -6-% F &85 (B 7 &k ° % K WO02004058144 > &
#]126(e)) (292F % 0.17T9E E HF)E R QLE )AL F 82
V061ZEA)FXIREFR  RERBRAAT  RZCLHAK
A EALM(127TE 5% 0.597T £ £ F)RE » £ £ FR T £330
n4E o ARiE 0 B REW A4 F NaHCO; KB R (10E )R
# o B20%FE8/DCM 3 x 208 ) XM - 46X A #
ERBAKILEMESO,) BiE > A48 > A BEW&
1£(0-20% MeOH/DCM) » # 32 M bdhz a b i A
KB e BB -

'H NMR 6 H CDCl;, (400MHz) 1.28-1.40 (m, 2H),
1.78-1.86 (m, 2H), 1.96-2.01 (m, 2H), 2.14-2.34 (m, 2H),
2.45-2.52 (m, 1H), 2.62-2.74 (m, 4H), 2.91 (m, 1H),
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3.07-3.11 (m, 1H), 3.74 (s, 2H), 4.16-4.18 (m, 2H), 4.32-4.37
(m, 1H), 4.48-4.52 (m, 1H), 4.97- 5.03 (m, 1H), 6.34 (d, 1H),
6.93 (s, 1H), 7.72 (d, 1H), 7.77 (s, 1H), 8.03 (s, 1H) -

MS (ES+) m/z 449 (MH*) -

Y EDCMY 2 BB HWZ BHERA—FTEL
LB P ZIMHCI(0.17EH)RE » A% INHBR BT
HRBR HFERILESY > HAE-HCIE(ST3E R » 56.4%
EF) - LCMSH#HEMH—2 -

K#140 (Q2R)-2-({4-12,3-— &-14- X H =5 H-6-F F &)
BRA]-1-A fwsg )P £)-1,2-= §-3H,8H-2a,5,8a- = &
Eﬁ%'3,8':—ﬁ§$§

oy A@Q

#F QR)-2-[(4-Br A -1-x oz A)F £ ]-1,2- = &
-3H,8H- 2a,5,8a-= £, /& # 2%-3,8-= ﬁﬁl(ﬁﬁ H 0 LB F B
16A()) (60E 3¢ » 0.199Z ¥ H)#12.3-= §-1,4- K H# =5 3%
6-% FEE(THTH) 9451 0.IT9ZEF)VEADH(2E
)R FEQOIVEA)FZREFR PEERAART U=
LEBAAMABILN(27TE % 05978 B F)EIF > # #5490
S 90N %  LCMSEFTRE R A& ° 54 U fad

NaHCO; K& &R(10EH)RE > B 220% F &/DCM (3 x 25
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EF)ER - 5 HZABRFRBAKELIEMgSO,)  BIE
A REH(0-20%% &8 /DCM) » #4312 BLA 2 B &
RE kR (468 % > 58.4%) AL B E -
'H NMR 6 H CDCl,;, (400MHz) 1.20-1.41 (m, 2H), 1.73-1.91
(m, 2H), 2.09-2.38 (m, 2H), 2.42-2.55 (m, 1H), 2.61-2.72 (m,
2H), 2.85-2.95 (m, 1H), 3.05-3.15 (m, 1H), 3.68 (s, 2H), 4.32 (m,
4H), 4.32-4.42 (m, 1H), 4.49-4.59 (m, 1H), 4.95-5.06 (m, 1H),
6.39 (d, 1H), 6.71-6.85 (m, 3H), 7.75 (d, 1H), 7.81 (s, 1H) *
MS (ES+) m/z 450 (MH") -
ERBIlLebmzadERENYEDCMY A —F &
AT PZIMHCLRIE » 23 A4 EFEHESH B
B-HCIE (43.8% % » 53.4%) - LCMS/t 81 & # — 2% -

K #1141  (2R)-2-[(4-{[(8- #. & -2,3- = £,-1,4- X 3§ — 5 % -6-
E)FPRIBEE}-1- A% X)¥F £]-1,2- = & -3H,8H-
2a,58a-Z (A RX-3.8-—EFBMEH

— (- ~@°
N
O N N 0] H j
Ty °
N N/ F
#QR)-2-[(4-B A -1- XN A A)F £]-1,2- =
-3H,8H-2a,5.8a-Z R e H X3 8-—FH(MN 2% > 2T 5

16A()) (58.5% %, » 0.194% ¥ B )m8-F A-2,3-= &-1,4-%
H o2 3-6-3 FEEMINS R » 2K W02007122258 » £ 4
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8(b)) B1.8F 5 ' 0.175E ¥ ¥ )£ A (2% 7)& F 8(0.100
ER)FPZRBFR > AETERIAATEHFOSoF o 3
BHREU=ZCZBAAMEILM(123E 405828 X )R ¥ »
R0 4 - K% A H U4 FNaHCO;, KB &R (10E F)
"I BUR20%FE/DCM B x 25EFH)ER - 662 A
HE R B KR (NaSO,) @8 - A% RIEAWBR 4
1£(0-20% ¥ 8 /DCM) > R R AL HZ B dER - AR
B E @449 % > 49.5%) -
'H NMR 6§ H CDCl,, (400MHz) 1.24-1.55 (m, 2H),
1.78-1.85 (m, 2H), 2.21-2.36 (m, 2H), 2.44-2.51 (m, 1H),
2.64-2.73 (m, 2H), 2.92 (d, 1H), 3.10-3.14 (m, 1H), 3.65 (s,
2H), 4.26-4.30 (m, 4H), 4.35- 4.40 (m, 1H), 4.52-4.56 (m,
1H), 4.99-5.05 (m, 1H), 6.38 (d, 1H), 6.62-6.67 (m, 2H),
7.76 (d, 1H), 7.81 (s, 1H) -
MS (ES+) m/z 468 (MH) -

ERABILEMZ B EREN Y EDCMY R —F &
AL YZIMHCIRE » 3 A8 AN BEFPELIEE
R HEABRAIESY HE-HCIE(G0.1E % °29.2%)-LCMS
hELEYH— R -

K442  7-{[(0-{[CR)-3,8- = @] & £ -1,2- = £ -3H,
8H-2a,5, 8a-= R e M E-2-X)F A }4-xamwg X)X T
E}23-—8-14-XH 5 H-S-FHABKHR
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—~Over
N
Os N_N.__0O H j
Ty °
NN Il
N
A& QR)-2-[(4-Be K -1-x &g X )F £]-1,2- = &
-3H,8H- 2a,5,8a-= 8.6 H X -3, 8-—ER(B N E 5 » 2B F )
16A(G)) (60 % > 0.199L L F)m7-FEa A -23-= £.-1,4-%

5 F o2 B 5-FR(MMN AR 2K W006014580 - # #13 »
® £ W02007122258 » §#31(d)) B7.7% %, 0.199% ¥ F )4

RHQREF)AFEOIOEMFZIRFEFR HERERALAA
T UZCEHBAaAMAam27E % 00597 2 F)E 5 >
EEH905 42 o HFE - K H U4 FNaHCO, KB &R (10ZE H)
10 R > BA20%FE/DCM B3 x25EA)ER - 40424
#E R ALK (NaSO,) » BIE » A% RIER B E 7 4
16(0-20% ¥ 82/DCM) > EHF 2oz B d sk AR
& EM@0ZE L > 42.3%) -
o 'H NMR & H CDCl,, (400MHz) 1.24-1.56 (m, 2H), 1.79-1.86 (m,
15 2H), 2.21-2.36 (m, 2H), 2.43-2.50 (m, 1H), 2.65-2.72 (m, 2H),
2.93 (d, 1H), 3.12-3.16 (m, 1H), 3.68 (s, 2H), 4.29-4.41 (m, 5H),
4.53- 4.57 (m, 1H), 5.00-5.06 (m, 1H), 6.39 (d, 1H), 7.06-7.09
(m, 2H), 7.77 (d, 1H), 7.83 (s, 1H) *
MS (ES+) m/z 475 (MH*) -
20 BRI M Z A S BBAEN DS EDCMY % — B
ACTEPZIMHCIERE » A% ENHEBBSTHBRER
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BIFAZEILS Y BAE-HCIBASE R > 42%) A X & B
2 - LCMS{2 8L W — 3

K #1143 (2R)-2-({4-[(2,3-= &,k % # [2,3-c]HE-5- X F &)
E %]'1'7‘\_ ﬁ.%ﬁg} ? g)'laz':‘ ﬁ,-3H,8H-23,5,83-__:_ ﬁ.
e #-3,8-— R BEK D

r_(“Cﬂ ()
0 N N (0]

A QR)-2-[(4-BE A -l-x A ww £ )F £ ]-1,2- = &
-3H,8H- 2a,5,8a-= R je ¥ 2 -3,8-— BRI (M » H # - £ 8 ¥
16A()) (70& % > 0.232%F 3 H)#12 3- = & o % 5 [2,3-c]H
Z-5-#% FEE(M»E &R 2B W02007122258 » F #]43(f))
(34.6E 5 > 0232 E F)AE AMH (SCE ) FE(0.250F #)
PZREFR NEBERIAATHEFOS I FHEBEFREE
RABER) RESMWZCBAEMEILHNASSE L » 0.697
EEH) BHRREMEETRTHIE -3 Sebd
EYGT &hmtafg B 8 KERQSEHN) BE 520%
Ta/DCM 2S£ ) BEBRKE > Kk B A RE Bk o 3
K A20%F 8/DCM 2 x 25EH)BERMBR - 462
ABERNDFHE BN EMRKELE > B > RAH  £4F902
A AEY - KB EDEYBEN I (0:20%
MeOH/DCM) » # 32 Bt oMWz BB A X F&B
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BOTZ 5 76%)
'H NMR 6 H CDCl;, (400MHz) 1.28-1.48 (m, 2H), 1.81-1.89
(m, 2H), 2.21-2.36 (m, 2H), 2.43-2.55 (m, 1H), 2.64-2.72 (m,
2H), 2.93 (d, 1H), 3.10-3.14 (m, 1H), 3.19-3.23 (m, 2H), 3.81
(s, 2H), 4.34- 4.40 (m, 1H), 4.52-4.61 (m, 3H), 4.95-5.08 (m,
1H), 6.37 (d, 1H), 7.17 (s, 1H), 7.76 (d, 1H), 7.81 (s, 1H),
8.06 (s, 1H) -
MS (ES+) m/z 435 (MH*) -
FRABILSMZAbEREN Y EFE/DCMY > it
Ulg g4k Z,%‘leM%ﬁ;E;‘EIEE ° ﬁ%f‘k;‘gw » B AE Bl
3% B (AP0 54 F)F 4% AR EEFRALSE
o BE-HCI® > Ak a él%(m 9%3&, 68. 5%) LCMS
oL EH— 3% -

K #l44 (AR)-1-({4-[2,3-=— &R -14- X H =5 % -6-% F %)
B A& ]-1-8 8wk &) F %)-1,2-= &-3H,8H-2a,5,82- = §
e k-3.8-—mAnY

0
NC>>N/\©\\>
— " 7
OTN N.__O
|
AT
#F(AR)-1-[4- A -1-x A wg A)F £]-1,2-= &

-3H,8H- 2a,5,8a-= f & % £ -3,8- — &% — 28 Bk BB (B N
o £MEHIBOXRISW) (G0F % » 0.100% % F)k fH
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QEH)AFEQO20EA)FIRBEFR  PNERRAAT
UEZ TR(0.042F 5 > 0301 ZE H)R T > £ 4§4£0.25/) 8%
(WBFRBERBER) BE2HFM23-Z&-1,4-KH# =5 3%
6-% FERE(THTH)(1645£ %0100 £ H) BHRE
MAEFEBRTHEFOSIE - REFw=CEAKLMAILH
(6712 % 0301 X H) A BREMATETFTHHE -3/
5k A B $40E L LEBA R A/ o L5 0 K
B E30EARZCEHEARMAILE - 1% Riodad
NaHCO;(25% #) » # % %20% MeOH/DCM (25 +#) it
BAEKRB Y>EEKE - KB 220% MeOH/DCM (2 x 25%
H)BERBR - 45 ZHHERUNASO M KL > B
e RAB O ERIFRAEY  BRAEAMATBE EREFHIL
(0-20% MeOH/DCM) » #4327 & # 2 B1Loih 2 B & &k
(59.9%4 & %) -

'H NMR § H CDCl,, (400MHz) 1.21-1.42 (m, 2H), 1.70-1.92
(m, 2H), 2.21-2.36 (m, 2H), 2.41-2.55 (m, 1H), 2.58-2.78 (m,
2H), 2.88-2.98 (m, 1H), 3.05-3.14 (m, 1H), 3.68 (s, 2H), 4.25 (s,
4H), 4.43-4.52 (m, 1H), 4.51-4.62 (m, 1H), 4.98-5.06 (m, 1H),
6.34 (d, 1H), 6.75-6.84 (m, 3H), 7.76 (d, 1H), 7.87 (s, 1H) -

MS (ES+) m/z 450 (MH*) -

BAEMILESMZ B & ERIEN Y EMeOH/DCM ¥ »
1% E2HCIEELOP 2 IMBERAIE - B A% B 18 B
BAEHBZEBP,0,)FHIEBR HFEBILS4% B E-HCI
BRO6EN 0051 EHEF »507%4F %) AL B -
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£#45 ((AR)-1-({4-[([1,2,5]"8 == 3% [3,4-b] st =2 -6-3k F
E)VEE]-1-Aa %A} TF H£)1,2-= §,-4H,9H-=k & #

[1,2,3-ij]-1,8-24 € -4,9-— R B K B
N<

@
O

N

e
1991

#(R)-1-[(4-B A -1-x aswg X)F £]-12- = &
-4H,9H-=k o # [1,2,3-ij]-1,8-9% o -4,9- — &) — B 8% & (B
W FHEHSAQG) (605 @ 0.161EEFH)F » K
HBEH) FEOIZEF)AZTE0.067EFH » 0.482F %
H) - BREMAERKATIRHI0548 - B FHH[1,2,5]%
Z o F[3,4-b] e -6-% FE(M M E & » £ 8 F #149(b))
(252 % 013X F)- BREMBHIEH2) > REH
MmEZCEA KM AaILM(102ZE 550 04828 £ F) 5B
#1688 c Atz =CBAAMALsmn02E %
0482 £ H) > HigH30048 - ZhB X =CHAKAM
811025 » 04828 X H)» B/ GH{H2F - £ R
JE 4 3 48 Fo NaHCO, 81 DCM ¢ 2.20% MeOH = R 45 5 ik &
oo BAKRERUDCME 220% MeOHit — 5 E IR » B A
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ML ABERBBHRAREN  REE HEFLBEBH
(~65FE )  MEZZB R H I » ADCM ¥ 2 0-20%
MeOH& # > A RABlLoHz aa ik HAXRBER
E(8% ) -
'H NMR 6 H CD,0D 400MHz 1.30 (m, 1H), 1.42 (m, 1H),
1.88 (br d, 1H), 1.98 (br d, 1H), 2.28 (q, 2H), 2.63 (m, 2H),
2.89 (dd, 1H), 3.01 (dd, 1H), 3.06 (br d, 1H), 4.08 (s, 2H),
4.45 (m, 2H), 5.10 (m, 1H), 6.28 (dd, 2H), 7.76 (d, 2H), 8.41
(br d, 1H), 9.08 (br d, 1H) -
MS (ES+) m/z 450 (MH") -

2B AS M2z B b EsiEN2:1 DCM : MeOH (1%
#)d » & WHCI (IM > £ 28 F) (0.040F 7 > 0.04E %
F) #BERH > RAXABELEAMQER 0 28%) -

K146 (AR)-1-[(4-{[(4- R E-1H- KX k=2 -2-%)F &8
AE}-1- X g k)F X]-1,2-= &-4H,9H-=k =& ¥ [1,2,3-ij]
-1,8-v22-4.9-— R —_ B KB

N
O,
/_(\ H N
O N N 0O
L F

NS =
AI0EHB KRBT > HwDCM GEH)ATFEAE

)+ 2 (IR)-1-[(4- B A -1-x &g £)F £]-1,2-= &
-4H,9H-%k o #[1,2,3-ij]-1,8-% % -4,9- — BRI (M R R 65 £}
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EBHI5AG)) (B0F 51> 0.238F X F)~4- A K -1H- X 5 ok ok -2-
#% Fat (BN 4R £ KMW02003087098 > & 4320) (42.9%
%0261 EE F)RHEAMU00E % > 1.190E L H) > #
BBRERFER - AaiBmQ00E L > 1408 £ F) > %
REMLEEBTFTIHRIHBRE - 150814 > FSho=C AL
14101 £ 55 0475Z 2 F) AR REMH2SCTR AR
TH#A NG - FRELOMBRMESE L $45 A0-10%
MeOH/DCM (1% NH,OH)#: 1t » #1312 Bt Sz & & A&
#% - LCMS#t'HNMR/4Z S/ E2 A4 — %K o
'H NMR 6 H D-4 MeOH, (400MHz) 1.35-1.55 (m, 2H),
1.90-1.96 (m, 2H), 2.30-2.41 (m, 2H), 2.71-2.81 (m, 2H),
2.91-2.99 (m, 1H), 3.05-3.15 (m, 2H), 4.20 (s, 2H), 4.41-4.50
(m, 2H), 4.69 (s, 2H), 5.10-5.20 (m, 1H), 6.25-6.36 (m, 2H),
6.91-7.05 (m, 1H), 7.16- 7.25 (m, 1H), 7.31-7.39 (m, 1H),
7.75-7.81 (m, 2H) -
MS (ES+) m/z 449 (MH*) -

#EARBILAS M2 8 b EREN10% MeOH/DCM ¥ >
$UINHCIR®E > M RZHEILsSH » HA-_HCIB(1TE % -
0.033 2 X » 13.73% % %) -

£#147 (AR)-1-[((2S)-2-{[([1,3] & %115 B [5,4-c]"h 2 -6- %
FREEEIFRA}4- 52K E)F £]-1,2- = §,-4H,9H-5k =4
#11,2,3-ij]-1,8-"202-4,9- — & —_BE B
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of
—~

o) N N O

NS =

(a) [((2S)-4-{[(2R)-4,9- =— 18] &, % -1,2,8,9- @ & -4H,7H- =
3 [1,2,3-1j]-1,8-% & -2- K ] F A }-2- Bk X)) F K]

® BB FEELLl-—F & T BS
5 ZOCT 100 F B KA T » & DCM (20E )
t 2z (1S)-1-( & ¥ % )-1,2,5,6- @ & -4H,9H- =% -« #
[1,2,3-1j]-1,8-v4 92 -4.9- — B (B N 2 # > £ B & 5 5A(2))
(450 % > 2043 X F)® = A (0.342F F » 2452 8
H) EBFBEER AT REEE0.174E F » 2.248
10 EER) BH#EREMEHREETER > HEH 18 - LCMS
BT P rmEEE Ak o ADCM (100EH)H B RE RS
® # 0 B2 x25F A 2 48 FoNaHCO; KB R He - 28 A H
A8 > i ANa,SO, KM - B REAETETRE > LEN
L (20.00EH)F o FAuvk ez (0.500F #) > 4 2 A[(2R)-2-
15 Bk A PRAIATHILI-—FRAZEBEBINASEA 28
W02008009700 » & 4]89(e)) (884% % * 4.09% ¥ F)» i 45
REM mk 275°C - R EMIEHS I EF > )eF - LCMSH
TARRE - EREMANEZER  REETTRE - U
DCM (100 E #)#H F R B R A4 > B 25% 748 /v NaHCO,
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KIBR A o EEA A48 > B UNa, SO, B KEMRE o A
K2 %G ey B0-10% MeOH/DCM L ¢4t » B 42 S84t A
WBOSE R 15398 F » 15%E R4k B Rt d -
MS (ES+) m/z 419 (MH*) -

(b) [((2S)-4-{[(1R)-4,9-—fal & % -1,2- — &, -4H,9H-=k & i
[1,2,3-1j]-1,8-72 o2 -1- K] F K }-2- BBk A)F R A
FEEl,l-—F A T 8s
AEBERAAT  HS0OZEAREBAEF > Hiwld-—

ArEBA0E )T Z[((25)-4-{[(2R)-4,9-— M A, % -1,2,8,9-

W & -4H,7H-%k o4 3 [1,2,3-1j]-1,8-2 € -2- K ] F K }-2-"5 48

HA)FRIBEATFELI-—FRAZEWBSESL > 1.924F 5

H) BHBEBER - H/wDDQ (655 5% » 289 X &) >

BREMERBRSE - BREMHHBEEHHEIC >

BHIONE - EREMAHNEZTR HW200%E #5% K,CO,

Kk > BIADCM (3 x 200% # )% B R M4 o 1A 4859 NaCl

KIBRABEGZAERR S 8 A B R > i ANa, SO 8L K

R ORRE EEFRAY BRREAMEINESBESH T

B 240-20% MeOH/CHCl, /5 & » #1312 1L 44 (830F &, »

17942 2 F > 3% & &) Bt b o

MS (ES+) m/z 417 (MH") -

(c) (IR)-1-{[(2S)-2-(B A FHA)4-BahA]F X}-12-=
£,-4H,9H-=k o 3 [1,2,3-ij]-1,8-4 % -4,9- = & (HCI)
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ASOEHBEBLAT » HwDCM (10 H#)F =
[((2S)-4-{[(1R)- 4,9- = fa] & % -1,2- = &, -4H,9H- =k & #
[1,2,3-ij]-1,8-24 52 -1- & ] F %}-2-9%#%%%)?%]5;%? B
1L1I-—F R EEQRIOE L " 1.993EHE H) #HEFBEER -
5 A —AMEERFTZANHCI (24914 - 996 Z X H) > 4%
RERAMNEB TR - 300414 EREFLE &
ANh2ZHFTFE BBEREMBEFIONE PHEETRE
REY HAmEZAN  AHCIE(S20E X » 1.474F 3
HT40%EZ) AR GER #RAxzmETE—F I -
10

(d) BRI sY

AI0EA B KRBT » HS40DCM dEF)BFEAS

)P Z (1R)-1-{[(2S)-2-(Be & F &K )-4-Hiavh L]F &K }-1,2-

= &,-4H,9H-%k o #[1,2,3-ij]-1,8-25 5z -4,9- — & (HC]) (85%

15 %0241 2 F) 1,318 512 BE[5,4-c]t=2-6-% F £ (40.3

Z% 02412 X F) (M4 &R £8W02004058144 » &

@  L61)ANIHCO,(60.7% % - 0TBEET)  KAK 6B %

R MREMIBIHBR  EH = CEE A XM AILM(102

250482 £ F) - ¥ REHIBHA N > KL LB %

20 + i > 010% MeOH/DCMk ## R - RE B LB » X

0-10% MeOH/CHCI; (1% NH,OH):x % » #3428t A 4 2
A& £ FLCMS -~ 'HNMR — % -

'H NMR 6§ H D-4 MeOH, (400MHz) 2.02-2.13 (m, 1H),

2.34-2.49 (m, 2H), 2.60-2.78 (m, 2H), 2.85-3.08 (m, 2H),
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3.40-3.68 (m, 2H), 3.72-3.89 (m, 1H), 4.40-4.51 (m, 2H),
4.89 (s, 2H), 5.10-5.20 (m, 1H), 5.80-5.89 (m, 2H),
6.23-6.38 (m, 2H), 7.72-7.82 (m, 2H), 7.90-7.96 (m, 2H) -
MS (ES+) m/z 468 (MH*) -

R BILAS M2 BB ERENI0% MecOH/DCM ¥ -
I A50084 A B P2 IN HCIAHE - RAZT P EBAR
KEFRAILESYH A_HCIEMIE L0091 X F > 37.6%
ER) ArBHoBg -

K 148  (IR)-1-{[(2S)-2-({[(7- & £ -3- 1 A £ -34-= &
-2H-wt 2 3 [3,2-b][1,4]°5 54 -6-35) F X 1B B} F £)-4-54%
WA F A}-1,2-= §-4H,9H-% =& # [1,2,3-ij]-1,8-2% 5% -4,9-

—ER_BRB .
N N O
0] N N
CY LS

0] N N 0

NS =
WI0E S B EBA T » HwDCM AEH)BLFE(E
)P Z (IR)-1-{[(2S)-2-(z A F &£)-4-BH@h X]F £ }-1,2-
= 8,-4H,9H-5k =4 3 [1,2,3-ij]-1,8-75 =2 -4,9- — & (HCI) (B »
Wem > 2BEH4T(C)) BSEx 0241 EFE F) - 7T-R4-3-
il A X -3,4-— & -2H-1,4- K H 5o -6-% F B (51.0% %, >
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02412 X)) (AL A& 2B W02003064421 > F #]15(c))
ENaHCO;(60.7Z 5 " 0.723EE H) BFFEBFR - H
#Na,SO,(171 & 5%, > 1.205ZE 2 F) B REMBHAR
jﬁ#ﬁ/]a;_z,agéi%% AAL4(102% % 0482F L H)- B R

5 Bniga ) d > £Br % TiBE > 3E12210% MeOH/DCM
hHER N BERMN 0 2£0-10% MeOH/ CHCL, (1%
NH,OH)iz % » #1542 Mt Hx B dEsk > £ FLCMS -
'"HNMR&G Srr ez Zdh— 8 -

® 'H NMR § H D-4 MeOH, (400MHz) 2.05-2.13 (m, 1H),

10 2.32-2.49 (m, 2H), 2.59-2.80 (m, 2H), 2.88-3.07 (m, 3H),
3.42 (s, 2H), 3.40-3.49 (m, 1H), 3.58-3.67 (m, 1H), 3.72-3.96
(m, 3H), 4.42- 4.51 (m, 2H), 4.68 (s, 2H), 5.10-5.18 (m, 1H),
6.22-6.35 (m, 2H), 7.39 (s, 1H), 7.72-7.80 (m, 2H) -
MS (ES+) m/z 513/515 (MH*) -

15 RIS Z 8 & EREN10% MeOH/DCM ¥ >
3t 5008 F £ BE P 2 IN HCIRE - R A X FRHEER

o BiFZAAILSY A _HCIE(61F 5 0.104% ¥ F > 43.2%
ER) AXRABERA -

20 K449 (2R)-2-({4-[([1,2,5]"8 — =& 3 [3,4-b] "t =2 -6-%& F
By ik)-1- 8wz X} F £)1,2-— £-3H,8H-2a,5,82-=
&Eﬁ%'3,8';m
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@

N

0) N N 0]

(a) 6-[(BE)-2-RKAETHAI[1,2,5]% ==& #[3,4-b]ut -z

#6-i% A [1,2,5]98 — ok 3 [3,4-b]b-2 (M » 15 » £ B
EPEALZ T > EEB: 4B ELL 2 A #ILE(1979),
17B(1), 13-16) (1.9%, > 8.79E X H )~ [(E)-2- X A TH 4]
Ak (1.5613% > 10.55€ ¥ F) R £ = X #i42(0) (0.508
% 00440EEH)VY > Al d-—EEBEQGSEH) BE A
KAIEH)P Z s 82 47(1.2765, 0 9.23Z E F) - RiE > B R
B AEBRTHRFELSNF - FECAIFZIRENMD RS K
ZRETRREIE - USRAKMEHsEERME  REEAHE
ROEFEZEEAR/BEGC24)  BULAERWENYE L
BB AL 0 B OHKE P 220-50% EtOAckx & » #4154
o BAEE/HEEHEO0885%)-
'H NMR § H D6-DMSO 400MHz 7.36 (t, 1H), 7.45 (t, 2H),
7.55 (d, 1H), 7.70 (d, 2H), 7.78 (d, 1H), 8.3 (s, 1H), 9.51 (s,
1H) -
MS (ES+) m/z 240 (MH*) -
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(b) [1,2,5]%F =& 3 [3,4-b]L "2 -6-% F &

7 6-[(E)-2- K & T 4 & J[1,2,5] %% = o 3 [3,4-b] %t &
(0.885%, * 3.68E X F) P » KwABGBGOESN) K+ 250%
% N-F A-5@%h-N-R1cH(1.525€# » 735£ F) >
BEAHKYZmAEALHKO225ZH > 0.037E X F) - Ktk o
HREDEH20/0F c REXBEFRP » BB ut g
(3154 > 14712 E F) > B HFHHASH4 - B @8 X A
BRI ER > BERGETNABAKRZIEE»RRE

uﬁwﬁ—yﬁm*%ﬁ’iﬁemzﬁﬁﬁﬁﬁ@m*
ﬁﬁﬂ’&%%’ﬁ”%é%é@%WAm°ﬁ~%%k

HOSTSE)N B L E B it » LB & P 220%
EtOAcA# AR X ® & B8 (160Z 1) -
'H NMR 6 H D6-DMSO 400MHz 9.18 (s, 1H), 9.49 (s, 1H),
10.30 (s, 1H) -

(c) ZAet

77‘(2R)2[(4B§§si2'%6 1-1,2- = &
-3H,8H-2a,5,8a- = £ j& # 2%£-3,8-= GES X
% B & #116A()) (100%i  0333EEH)F » AwAH(G
EH) FEE(0300EA)R =T A(0.139F 5 > 0.999% ¥
H) RS WMIBH200 48 48 2 5w ([1,2,5]F =& 3#[3,4-b]
Wog-6-%# FPEE(S22E % ' 0316E 2 H) B R EWIEHB
R AL CHBAAMAECMQRIZE S » 0999
H)> HEEHELIF - FoB X ZCBARMALH
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RI2E X ' 099FE X X)) BB REMHIFHIE - ERE
4 7 48 Fv NaHCO,; 81 £.45  220% MeOHzZ 4 5 & &
o ULAP F220% MeOHit — H X BRAKBER > 552
FMERBBH KM > BB EMET(~110ZE £)EE
¥ 44 0 ADCM ¥ 2.0-20% MeOHx 8 » 324t & 4 (46 %
2021%) - R ALA-—REBRYE  BREFLHALSY
BRBEBRRUASER * 25%) -

'H NMR S H CDCl; 400MHz 1.38 (m, 2H), 1.91 (t, 2H),
2.25 (dt, 1H), 2.35 (dt, 1H), 2.58 (m, 1H), 2.71 (m, 2H), 2.96
(br d, 1H), 3.16 (dd, 1H), 4.06 (s, 2H), 4.40 (dd, 1H), 4.56
(dd, 1H), 5.04 (m, 1H), 6.40 (d, 1H), 7.78 (d, 1H), 7.83 (s,
1H), 8.26 (s, 1H) -

MS (ES+) m/z 451 (MH") o

KH50 (IR)-1-({4-[3,4-= B-2H-S 35-7-% F £ ) £]-1-
N ﬁ."ﬂi“}ii} ? &)'192':‘ ﬁ.-4H,9H-“§E "i# [1,293'ij]'138'"§
®-4,9-—FBARD

#(IR)-1-[(4-m & -1-x A g A)F A ]-1,2- = &
_4H’9H_n,‘-}§ 0&#[1,2,3-ij]-1,8-“§§ @‘:’]
4 2T HISAG) (1882 %, 0 0.503& 8
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(0175 1256 EE F)ERB@GSEH)RFEOSEHN)
FPZAR MNEBRTHFINE #£F AFTETERESH
BB QEA)F 23,4-= &-2H-% % -7-% F &5 (M 7 4
& > 4 B W02007067511 > 4119 (7%,-7-% F 8)) (68% % -
0419EE F)- BRERZAYMMNERTHRHELINF > RE U
— AN CEBARMAILN(A44E 0 2.096E £ F) i
BRERSCHMAZTBRTHHFBR - LCMSET A4 ~ — 3
FSRYBZIRAY  c AhANZ =LA KX R ILK(267
£% 0125825 F) ARRBYNTBTHIECNE - U
NaHCO;(k E &) QOZE F )% R B FE K » £ %R 20%
MeOH/DCM (3 x 30 )X B - & &4 2 H 4 & A MgSO,
BKEKE > BIE > A% RE#(0-50% MeOH/DCM) » 14
BLEERLE 2z dER AXTECEABMIE L
0.11E X F » 26%) -
'H NMR § H CDCl,, (400MHz) 1.28-1.42 (m, 2H), 1.78-1.87
(m, 2H), 1.97-2.01 (m, 2H), 2.17-2.31 (m, 2H), 2.47-2.55 (m,
1H), 2.62-2.68 (m, 2H), 2.74-2.77 (m, 2H), 2.95 (d, 1H), 3.07
(dd, 1H), 3.71 (m, 2H), 4.17 (t, 2H), 4.35 (dd, 1H), 4.56 (dd,
1H), 4.96-5.02 (m, 1H), 6.23-6.31 (m, 2H), 6.72 (s, 1H), 6.77
(dd, 1H), 6.98 (d, 1H), 7.47-7.50 (m, 2H) -
MS (ES+) m/z 447 (MH") -

H2EHADCMTY 2R BEEERU—FEALLT
BP2IMHCIRE » 8% %% BHFER1Lts44 » A FE-HCI
B AXEE N RGIERL » 25%) c LCMS44 81 & 4 — 3 o
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K#151 (IR)-1-({4-[(2,3- = & -1- X H %k H-6- 5 F 5 )&
Al-1-X 8 B} F £)-1,2-= & -4H,9H-% =& # [1,2,3-ij]
-1,8-w49%-4.9-—F R B
#N\D\N °
O~__N._ N__O H/\Ci)
1901

(a) 2,3-=—&-1-FHkh-6-% F &8t

W6-i8 R -23-— f-1-F£ H %k h (1908 % > 09558 &
HE)Y&£ETHF AEA)F2ERAN > £-78C F » 7 soen-BuLi
(1313 # 2100 £ F) - #RERLSHPH-T8C T H#
ASi4E » B % > %A WDMF (1.109& 4 > 1.6M > £ Tk
P 14322 FH)ATHF QEH) P25k L EREMA
-I8C TR #1054 KB B % E TR B#FEH 1/ -LCMS
BTraReEMERYE  BREVNERTHEIHE25 8 -
FRBE RS W N SEN2MHCL(S0Z )P » 3 ABEER T &5
G x SOEH)ER - FAHXIAHRERRBAKGOE )R
# o BAMgSO, B KE IR - BIE > A% 0 REH(A0-100%
EtOAc/T i iz dk) - B A M B X 5oty > RARHE  UFH
B AERARKREHMIERL > 0297TEEF > 31%) -
I'H NMR 6 H CDCl;, (400MHz) 3.28 (t, 2H), 4.64 (t, 2H),
7.26 (s, 1H), 7.33-7.39 (m, 2H), 9.91 (s, 1H) -
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(b) #EARieMm

#F(IR)-1-[(4-B A -1- X &g K)F £]-1,2- = &
-4H,9H-= =& #[1,2,3-1j]-1,8-75 o2 -4,9- — &F — B8 &% 8 (] 7

W 2MEHISAG) (1338 % 0 03568 8 H )1 = LB

(0.124E5 089 ZEE HF)E RV USEH)ATFEOSESHN)
?z%ﬁ’%iﬁT%#wAﬁ’&%’ﬁiﬁ % H A
mMEHQCEH)FPX23-Z8-1-KHFkh-6-% FHU4ZE
#0297 EH) BREZLASYNEBRTHHBR - U
NaHCO,( 7k & &) Q0% # )4 R B # & © % 20%
MeOH/DCM (3 x 30& )X B - 18 &4 2 & # & 1A MgSO,
BLK$L IR » BIE > K% REH(0-50% MeOH/DCM) - 4
HrAMBZEM8G > RAR UBLARBLeHZEHE
R AXRELEABBERL » 0.04E X F > 26%) -
I'H NMR 6 H CDCl;, (400MHz) 1.40-1.53 (m, 2H), 1.85-1.92
(m, 2H), 2.16-2.30 (m, 2H), 2.54-2.68 (m, 3H), 2.98 (d, 1H),
3.08 (dd, 1H), 3.16 (t, 2H), 3.78 (s, 2H), 4.33-4.38 (m, 1H),
4.52-4.57 (m, 3H), 4.96-5.02 (m, 1H), 6.24 (d, 1H), 6.29 (d,
1H), 6.79 (s, 1H), 6.84 (d, 1H), 7.13 (d, 1H), 7.47-7.50 (m,
2H) ©
MS (ES+) m/z 433 (MH") -

M2EHADCMY 2 Mt BB BEBRA LB P
IM HCI1 (0.04E4 > 0.04ZEH)E AR E » BEFALS
% AE-HCIB > ABEHRKQ0E R » 14%) -
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K452 (IR)-1-({4-[(3,4-= £.-2H-H 15 -6-% F £ ) £ -1-
NE%E R} T R)-1,2-= 8 -4H,9H-%k =4 ¥# [1,2,3-ij]-1,8-2
"2‘4,9'—:@%&&

# (1R)-1-[(4- B 3k -1- 5% & b =2 X
-4.9-

)F A]1,2-= &
-4H,9H- %k o 3 [1,2,3-ij]-1,8-7% 52 -4,9- — &) — %@

B 28 (B »
R 2K EHISAG) (122 % 0 0032 E F )R = LB

%

(0.139% F > 0999 £ B )ADCM (4.5 F#)H FE(0.5%
)P ZERNEBTHESNEE - H w3, 4-= 8 -2H- 1%
-6-#H FTEE(THTH)ASERL  02TTE R H) » BRI KR
ZERBHEBE  BLISNE - LCMSETFTHRYT » ma
YT o AmBSz(R)-1-[@-BEA-1-XA T RA)TF

& 1-1,2- = & -4H,9H- =k & 3 [1,2,3-ij]-1,8- =& =% -4,9- = &
(120% &, ° 0.321%3:-3-).&517“7 7]*2;65?(0.138%?1- » 0.999
EZXH) BBAHMRZIRSOYHEFIIE - FoFibz=

L%%g%ﬁmmawii43Wzé#rﬁ%mmﬁz
AR H 60/ 8 - UADCM (10€ )B4 8 R 4B R (10E
H)HBEREY BLEAZTRETHFHI054 > 24 FE - DCM
(20% ° 3 x 1S0EF)EER - £ 46 2 A # X BB K%L
(MgSO,)» &g » %% » BREA(0-50%F & : DCM) - R 4
ERBH B3R EH BHEEBREIMO0-50%F 8 : DCM) -
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SHEMBZEEG  EARALSWZEGER AA
6 EEQTE S > 0.06% EF > 22%) -
'H NMR & H CDCl;, (400MHz) 1.76-1.86 (m, 2H), 1.91-1.97
(m, 2H), 2.04-2.06 (mm, 2H), 2.15 (t, 1H), 2.24 (t, 1H), 2.62
5 (dd, 1H), 2.75-2.81 (m, 4H), 3.06-3.14 (m, 2H), 3.85 (s, 2H),
4.12 (t, 2H), 4.40 (dd, 1H), 4.51 (dd, 1H), 4.96-5.02 (m, 1H),
6.22-6.29 (m, 2H), 6.77 (d, 1H), 7.25-7.27 (m, 2H),
7.47-7.50 (m, 2H)

® MS (ES+) m/z 447 (MH*) -
10 BAaHGSCEH)IRFEQCEA)FZERILEMHZAH

gk BT ZEEE(OM 0.068H#H 0 0068 F)R AR
2o B RALLEY BRE-HCIE - A EER6ERL
4%) o

15 K #153 2R)-2-[(4-{[(5- & % -2,3-= &,-1,4- X 3 =5 3£ -6-
E)FEIBEA}L- N A% EE)F X]-1,2-= §-3H,8H-2a,
® 58a-= RE M £-3.8-—EFAEB

Ot
o L

(@) S5-;A-23-=&-1,4-KH =5 3%
20 3-8 A-12-% —8(5278% » 41.2% ¥ ¥) £ DMF
(SOZEA)P 2 imk » e B4 (17.0857 » 1248 3 F)#1,2-
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—BRUKRQGIEAASIEET)RE  ENER TFTHHET2
B e BREMAKQIOEFAF)RE > B3 x 200€
(EtOAC)E B - &4 X A H E R AR (200% #) ~ B 7K (200
Z )k BLK 3R (MgS0,)> &% B & #7(0-20% EtOAc-
BOW) EF AN ABERABQ4375% 0 38%) -

'H NMR 6 H CDCl;, (400MHz) 4.22-4.39 (m, 4H), 6.60-6.82
(m, 3H) -
— e 3%
JES-AA-23-— R -1,4- % =23 (0.335% > 2.173 %
FE)VEAFEAOEA)FZER > »OC T RIE(0.134F 7 >
2601 EX M )RE > B A BHREZETE BI04 B A
TR TFHFISNEF o B E 0 R E W 8 Fo 4 B M 8K 4
KER(0EA)RE > U3 x100E 74 (DCM) X B - & 4 4
z%‘#ﬁfaﬁﬁuﬁ:ﬁ%ﬁ%(MgSOo  BIE 0 A B H(0-50%
EtOAc: o k) HBF A4 AZAS  HGAELREF
Blit - #4%F & é@%(BSI%i ' 59%) o
I'H NMR 6 H CDCl;, (400MHz) 4.20-4.39 (m, 4H), 6.52-6.65
(m, 1H), 6.91-7.05 (m, 1H) -

o
S
bt
A
b
&
-
ety
I
"
:‘g

(b)

(c) 5-%%-2,3- f]-1,4-X# = n%i 6-# F &

A 6-78 K -5- 8 % -2,3- -1,4- K # —oF 3 (146 %
% 0 0.627% ¥ )4 THF (S%ﬁ)ﬂ}’zfgi& » A-T8C A ALK
£ F > sAn-BuLi (0.551 & # » 1378 E H)E 5 » it £-78
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FTHR#F1S554 > AR UDMF (02434 3. 13Z £ F )4
THF QO0ZEH)FPZERAEE - B REYMN-T8C F#HH10
T4 BE O OBREYERZIER BEI0OSE > BATE
B FRH05/ - R EH U2M HCl (20 #) & 32 » B 4
BB CE(G x 100 R - AR ERASE > MALE
(MgSO,) > Bk » %% » E#(0-100% EtOAc: R T )
BiTEH AHAAEBEBQSERL  22%) -

MS (ES+) m/z 183 (MH") -

(d) ®RAasY

#F QR)-2-[(4-BE A -1-x &= A)F £]-1,2- = &
-3H,8H- 2a,58a-Z R M R -38-— A — B B (M» E
% 2B EHI16A(G) N EHHPLCS L - 18 B 3 1L &
—BEH) G132  0137TEEF)EABGCEH)A T &
OI1ZEA)FPZREFER NEBRREAAT ° =T (0.057
EF0ANZEEF)RE A TR THHF025 )05 Kig >
BERRS-ARA-23- 2R -1,4-%H =2 %-6-% F &£(24.95
Zx03TEEH)RE  AABFHOS 5 - Rk > HiE
RA = T B R R &L4b§4’9(174"’£i ’ 0-822%5‘—3-) ¥ i
HERTHRHE2NT > KZE S B A A 81t (174
ERCO0OTIEER) BREMBHEHLIG  BF > KR
J& 4 A 48 Fo NaHCO; KB R Q0 FH)E T » B X20% ¥ &2
/IDCM (3 x 20 FH)E B » £ 46 2 F # X & M K &%
(MgS0,) » BB #7(0-20%F & : DCM) » £ FE8bd Mz
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BhEd AGBBERQIZERL  0.062EEF » 45%) -

'H NMR § H CDCl,, (400MHz) 1.20-1.46 (m, 2H),

1.73-1.95 (m, 2H), 2.15-2.39 (m, 2H), 2.41-2.55 (m, 1H),

2.61-2.75 (m, 2H), 2.88-3.00 (m, 1H), 3.10-3.20 (m, 1H),
5 3.78 (s, 2H), 4.22-4.42 (m, 5H).4.51-4.60 (m, 1H), 4.95-5.09

(m, 1H), 6.38 (d, 1H), 6.62 (m, 1H), 6.71-6.80 (m, 1H), 7.76

(d, 1H), 7.81 (s, 1H)

MS (ES+) m/z 468 (MH*) o

® #DCM/MeOH 2:1 SEF) ¢ 22k bHhz 8 bk

10 B(Q29% %) AT E P 2 1M HCI (6244 #H) &% 32 » 3 2 % % >
HBEBILSYH 0 BE-HCIEGIE L 0.062E X F) - 4
e BB -

K #1154 (AR)-1-{[(2S)-2-({[(7- R £ -2,3-= &, -1,4- X 3} =
15 ER-6-E)FREIBREIFTRE)I-HREREIFRELL2-=&
-4H,9H-=k =& # [1,2,3-ij]-1,8-8¢-4,9-—ER — A & BB

) OYF I

AN =

WI0EH B KRBT > HSwDCM GEH)EFPE(E
)P 2 (IR)-1-{[(2S)-2-(Bz &K F X )-4-"5 B h A ]F K }-1,2-
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= #,-4H,9H-=k o # [1,2,3-ij]-1,8-95 5z -4,9- — & (HCI) (85%
X 0241 EX F) (BN EHH > LB T H147(c)) ~ T-8#-2,3-
—HB-1,4-KHF v R-6-% FERMU83E %0265 £ F) (M
AR 4 B W02002 056882 » & #]23(a)) & NaHCO, (60.7
ERLCO0TBEER) EHFBTERBFR - Ahosm#EmndTI]
ERNI205CEFEF) BREMBHBR > bF > Hp=
LEER AWM atm(1022 3% 0482E X F)- B REMBH
4,85 pb 85 LCMSEA 7 R fE € % R ° 45 R & 324 4 A DCM
¥210% MeOH Q0 ) #Z » B8 >  RMEWHE L - &
N Ey BB ;B 464k 0 220-10% MeOH/CHCI,; (1% NH, OH)
B ERRARLSMZ A EsK > £ PLCMS  'HNMR
UMM EBEZ AN — R -
'H NMR § H D-4 MeOH, (400MHz) 2.03-2.10 (m, 1H),
2.33-2.49 (m, 2H), 2.51-2.68 (m, 2H), 2.83-2.95 (m, 2H),
2.99-3.07 (m, 1H), 3.39 (s, 2H), 3.41-3.50 (m, 1H), 3.55-3.63
(m, 1H), 3.68-3.80 (m, 3H), 4.42-4.51 (m, 2H), 4.79 (s, 2H),
5.08-5.18 (m, 1H), 6.22-6.32 (m, 2H), 6.58-6.62 (m, 1H),
6.81-6.88 (m, 1H), 7.73-7.80 (m, 2H) -
MS (ES+) m/z 483 (MH") -

BFRAILS M Z A b &AL 5% MeOH/CHCL, ¥ #
B fum P 2INHCI 100 A R > RiES > HIF2A
iba4 > B _HCIB(SE R > 009 £ F > 41.1%4 £) -
AEXEEEM -
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K 4155 (1R)-1-[((3S)-3-{[([1,3] & %L1 H [5,4-c]H =2 -6- £
FR)ERITE}-1-w 8 ®wER)F £]-1,2-= §-4H,9H-%
4 3 (1,2,3-ij]-1,8- % %-4,9-— A —_BE& D

wilee
—~

O N N o

‘ NS l =
5 () BS)-3-{[(Z=RCEA)EAIFA}-1-wa kB KK
— ¥ X LB
WI100E AR EZAEFY > Hw(DCM) Q0 F)F =
(BS)-3-(EAFA)l-mawEHELI-—FRATE(THT
%) (502 3. T4ZEH) KB RLEBR - FAWZTHE
10 (1044 > TA9ZEEH) RFEREMAHFZEOC ° =
ABSELBF(0.635E 7 P 449EHE F) BB REMEHRETF
P B B 14 8F o R100E A DCMBHE B AER » 3 448
#aNaHCO, KA R S5 NaCIK B R b - D 2EAH BB >
UNa, SO KEKE BE > REE RGN BE L
15 XRM 0 HIFAEMO990% 0 334FEEFH > 9% A X)) A
XE & h e

MS (ES+) m/z 297 (MH*) »

(b) 2,22-Z&-N-[CBR)3-mwa gt AFR|CHmBLBRE
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£25CTF » MI00EH B EZEAF » HAwDCM (25%
H)F2@S)3-{[(=ARTEA)ER]FA}-1-w H & H K
1,1-—FAZEEGBIOEL 2808 E F) A LEER
A —_—AMEEBEFZ4NHCI(B.50EH#H - 1401 E 8 F) > B %
5 REMBRHEBR LEEZTRERED BEMEZILEL
oA BHEERANT—RETY & F&—F 4 -
B $222-=Z £-N-[BR)-3-w &, b5 £ F & ]2 & 5 (550
ZE3 0 2364EHE F > 84%F R) -
MS (ES+) m/z 197 (MH") -
10

(c) N-[((3S)-1-{[(2R)-4,9- = f] & % -1,2,8,9-w & -4H,7H-

ok ok #[1,2,3-ij]-1,8-98 sg -2- K& ] F £ }-3-w A % £)

FA]-2,2,2-Z R T EAE

£OCTF » »100E B KREM ¥ » & wDCM (20% #)

15 $ 2z (1S)-1-( & ¥ £ )-1,2,5,6- @w & -4H9H- =k =+ #
[1,2,3-ij]-1,8-22 =2 -4,9- — & HCI (B # £ # » £ B T #147(c))

® (B50% %, 1.589Z X H) =LA (0266EH » 1.907& &
H) BFBEER - HmAALFH#HEEEO.1355 7 » 1.748

| EFEH) B RBEHEHREETR > BHHF1|EHF - LCMS
20 BT R BE LR - FREHUADCM (100Z #)#H
B B2 x 25 A 45 NaHCO, KB R AN - N3 A 4

A8 RUNa,SOMKEHEE - LATTREER » UL

(20.00E H)#H 5F > & FH Aok g (0.500F F) ° H402,2,2-= &,
-N-[BR)-3-w Sl b ®x A P RICEAEGSOE % » 2364 %
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) BB REHMHELC > £4F4#25/) 8% - LCMSE 5w
ERRBE - EREMAET R BAATTFiR4%  ADCM
(1002 H)HERE R A4 » 3 A25%F F 4840 NaHCO,; /5 &
Mo pEEA AL 0 BRUUNa,SOBRKENE - B EHAE
B L4t 220-15% MeOH/DCM:E 8 > 43 A M (240% % >
0.602E £ H »379% & X)) BXF &M -

MS (ES+) m/z 399 (MH"*) -

(d) N-[((3S)-1-{[(1R)-4,9- = 4] & % -1,2- = & -4H,9H- =&
#[1,2,3-ij]-1,8-24 s -1- R ]F A }-3-mw b K ) ¥
£1-222-Z R T EERE
AFZBRAAT A2 EHBEERBHAF > Hiol4-=

a % B GEAF)F 2 N-[((3S)-1-{[(2R)-4,9- — fa] & £

-1,2,8,9- w &, -4H,7H- =k = # [1,2,3-ij]-1,8-72 < -2- % ] F

A)3-m R a8 A)F A]-2,2,2-Z £ LB (240F %, 0 0.602

EEH) EBEMHEEER - H/mDDQ 205 %  0.904% 3

H) BREYVERBRE - SREMAEHS T ok 280

C:» 3t BHI0 NG - EREMALEETR  H/5%K,C0;,

KAERQRIZEH) EHFREHUDCM 3 x 100E A )FE B -

REeFoNaCI KB REBAHZARRE LA KRB

Na,SO, Kk > Bk RiRE > B A - BFREY

AmERBEET > BH1.0-20% MeOH/CHCL 5 2 - % 15

AMBSEHX 0214 FH - 356%F %) A ER -

MS (ES+) m/z 397 (MH*) -
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(€) (IR)-1-{[(3S)-3-(B& & F &)-1-va & ok o8 K] F £ }-1,2-

= &,-4H,9H-=k o 3 [1,2,3-ij]-1,8-v5 oz -4,9- — &)

W2SEHBEBEF > A FEOEA)LK(.00E
)+ Z N-[((3S)-1-{[(1R)-4,9- = & % -1,2- = &-4H,9H-%
o #[1,2,3-1j]-1,8-2 vz -1- £ | F A} 3-mw A g X)F
R£1-222-Z R 08EEBSEL 02142 H) #5565
oo A EESF(593E R 0 0429 E H) R REMIE
#iBR - LCMSE = ARKAE - :£20% MeOH/DCM (100%
M)VHEREY » UNa,SO,BLKELKE » BIE » REH » #
HEMOGOZESL P 0200E R F > B%ER) AFKELER -
MS (ES+) m/z 301 (MH") -

() ZABLsY

W10E 7 B R BR AR T f"ﬁaDCM(“a‘ﬁ')ﬁi?ﬁ%(loo
ZA)F 2 (IR)-1-{[BS)-3-( A FA)Il-m R B X]TF
£13-1,2-= & -4H,9H-=k & # [1,2,3-ij]-1,8-2& =z -4,9- = & (60
£ % 00200 % F) - [1,3]A %15 B [5,4-c]ut o2 -6-#% F &
(33.4% %, 0.200F £ F) (B 4 » & B WO02004058144 >
EHI6)RAEEMNQS0E R > 1.T60E E F)» #i34EE %%
R MREMERATRHFEBR - "= CEBAKXMAAL
MEBSE X 0400 XL F) E R REMBHIIEF - BRE
A A 10% MeOH/DCM RO0ZEA)#HFE > B8 » RN 25
Bl R BEHBRMHIL » 220-10% MeOH/DCM (1%
NH,OH)/z % » ZHF R Ht4d Wz ad ke AF &S -
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LCMS/NMR 2 7 & 2 & 4 — %

'H NMR 6 H D-4 MeOH, (400MHz) 1.34-1.43 (m, 1H),
1.85-1.96 (m, 1H), 2.15-2.30 (m, 2H), 2.38-2.51 (m, 3H),
2.68-2.75 (m, 1H), 2.04-3.17 (m, 2H), 3.41-3.50 (m, 1H),

'3.69 (s, 2H), 4.42-4.51 (m, 2H), 5.08-5.18 (m, 1H), 5.83 (s,

2H), 6.26-6.32 (m, 2H), 7.33 (s, 1H), 7.73-7.78 (m, 2H), 7.94
(s, 1H) -
MS (ES+) m/z 452 (MH*) -

HA2ZBIAESHZ B G & L10% MeOH/CHCL, #
2 im0 A& P2IN HCl» $ N AZEZTFTREERA
o EIFHRBILASY A_BEEBMATE R 0.090FHX HE
449%E %) BEHEEHE -

T#56  7-{[A-{[(AR)-3,8- — fa] & #£ -1,2- — £ -3H,8H
-2a,582-= KM E-1- K] FR)4- N B uwE)ER]T
£}-23-—8-14-RH =T HS5-FHBER

29?3

TU

F(R)-1-[(4- B X -1- XN ABwwg £A)F £]-1,2-= §
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-3H,8H- 2a,5,8a-= R je ¥ *-3,8-— 8 — B 8 B (M » ¥
% 2R EHI13(k)H15(d) (S0€ £ > 0.100% ¥ F )£ &
QEHEFEQORRIZH)F2RBEFR  NREERAAT
MUEZZBROS8TEH 421 FE F)EIE » B #1504k
BFRBERBR) BEZEHWT-FEBE-23-—8-14-K#
ZoER-S5-FRE(BAN S R » £ BIWO006014580 » #H 413 - 2
W02007122258 » € #31(d)) (18.95% % > 0.100& ¥ ¥) >
BB REMBHEION4E - RE S =ZCEBAKLMAILH .
(63.7£ % > 0301 X H) B REHEHLE - 185
#% > LC-MSEA T — 5B YHY  RAWmE S =ZCEHBEA
AP AALM(63. 725 0301 HE F) B REWIFH2/
B o Eb R ML >  LCMSTABE T ERETMM - S
% = Lea A 844 (63. T£ % 0301 EXH) B KR
BB BEHRHBRA6EF) b &5 % >  LCMSEE T &
AL ks M H o I fw 48 Fo NaHCO;(10 £ #) » #& # A 20%
MeOH/DCM (20& ) B X ERK4 > REL B HABE » &

4§ 7k 48 5220% MeOH/DCM (2 x 20E #)HF — R 3 B - {8 A&
B2 #ERBKIHENaSO,) B8 > RAE  KiFai
M o A MR B E I L1 (0-20% MeOH/ DCM) » #

BiEALS Mz ERGIEL 0 69.4%) -

'H NMR 6 H CDCl,, (400MHz) 1.15-1.41 (m, 2H), 1.72-1.91
(m, 2H), 2.19-2.39 (m, 2H), 2.40-2.52 (m, 1H), 2.53-2.78 (m,
2H), 2.89-2.98 (m, 1H), 3.02-3.14 (m, 1H), 3.68 (s, 2H),
4.22-4.49 (m, 5H), 4.51-4.62 (m, 1H), 4.98-5.08 (m, 1H),

197

¥



1431006

10

15

20

2013 % 10 A 23 BEIE

6.32 (d, 1H), 7.06 (m, 2H), 7.78 (d, 1H), 7.88 (s, 1H) -
MS (ES+) m/z 475 (MH*) -

2Bt ehzedEREN Y EDCMY > E R —F
FEACLETYZIMHCIR®E - B FEM144% > A EHCI
B(3ER 65%)-

K 6157 (AR)-1-[4-{[(7-#A %-2,3-= &,-1,4- X # —°F 3% -6-
E)P X1 E}-1-x8nwg )7 £]-1,2-= & -3H,8H-
22,5.8a-Z R E M X-3.8-— BB B

O
i

#(AR)-1-[(4-B A -1-x aw=rw &A)F £A]-1,2- =
-3H,8H- 2a58a-Z e % -38-— A —_ B HB(H»H
# 0 2B EH 13K HK15)) (50 % > 0.100%.%1)& A5
CGEHETFEQO.ISOEA) P2 RFR RERREAAAT

A Z T RE(0.042% H o 0.301%;‘:3-);&@ i 484 0.25/) 8%

(LB FRBERER)BERMWT-AA-23-Z8-1,4-2 #
ZvE R -6-F F RN A AR £ KB W02002056882 > & 4
23(a)) (1825 % ' 0.100E X H) BAEREMAETRT#H
BFOShF RS m=CEmA LM EILM(67.1F % »0.301
ZEF) EBRREYNERTHEHR UL HFmES
ZLEHBAAMAILNOGTIESL > 0301EELE) AHRE
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MEEBTHHBR BEANWES=ZCEALM AN
(671 % 0301 EX F) LB REHNERTHME - 1)
i > BB ERYE o HwiafoNaHCO;(30EF) K1k
#%20% MeOH/DCM 30E 7)) BERAMB HZ B AKRE
N o 457k 48 1020% MeOH/DCM (2 x 30 #)H X W&
R oo fEAOBEZ A M KR ANSO, M KSR B RAH
HiFgRAY  #BREDDZEB LERK I (0-20%
MeOH/DCM) » #F35E xR ALbHh2z B b MK AR
&, Bl 22 (74.7%) -

'H NMR 6§ H CDCl;, (400MHz) 1.21-1.41 (m, 2H), 1.76-1.92
(m, 2H), 2.10-2.39 (m, 2H), 2.41-2.52 (m, 1H), 2.61-2.79 (m,
2H), 2.86-2.98 (m, 1H), 3.05-3.14 (m, 1H), 3.72 (s, 2H),
4.18-4.29 (m, 4H), 4.38-4.43 (m, 1H), 4.51-4.62 (m, 1H),
4.94-5.05 (m, 1H), 6.33 (d, 1H), 6.58 (d, 1H), 6.80 (1H, d),
7.77 (d, 1H), 7.86 (s, 1H) -

MS (ES+) m/z 468 (MH*) -

RIS Z BB E®REN Y EDCM/MeOHY > i
R1EEEF2ZHCIAELOP ZIMA R RIE - KA H > B4 E
BN BP,0:,)F 88k BERABLEY  ABRKD
L FLBEBGCOER)

£4#)58 (1R)-1-[(4-{[(8- A £ -2,3-=— £,-1,4- % 3 —-2 %
6-R)F R E-1I- XA ®wgE)F X]-1,2-— £ -3H,8H-
2a,5.82-Z R M B£-38-—RBKED
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Qﬂ3
TU

# (IR)-1-[(4-B A -1- X &g X)F £ ]-1,2- =
-3H,8H- 2a,5,8a- = £ j& ¥ % -3,8- — & — B &% ;@(EQ%@
0 M EHI13(k)&15(d)) (S0£ L » 0.100€ £ F )& &b
Q5EH)m FEEQ. 250%7‘%)?1%&& » N E R R A
T A= TB(0.042% 4 > 0301 3 F)R 12 » 3 484£0.25
NEFGLRFREERBR) BEF D wB-A4-2,3-= 8-1,4-
KA T 3H-6-% FEE(B WA M0 2B W02007122258 > &
#8(b)) (19625 > 0.I00EX H) TR KREHAEZER
BHOSIF - RAESW=ZCHBARLMELMNO6T1IE X
0301 EHEH) EBRREMMNTRTHME - 154 1 E
RIEME AWM CTEBALMEILMN6T.1E F 0 0.301
EEH) EHRREMATAEATHFBR ALY YE -
HAMZLEBAXMAILMNOGTIE L > 0301 3 HF) >
BRIEMHEERTEHFLDGF o Zossfo NaHCO; (30
5t) > # ¥ £20% MeOH/ DCM (30& #) » B ¥ RAda > %
% B H B B - #& k4 220% MeOH/DCM (2 x 30% #)
BEBRRR -EEHZHHBERAUANASOM K I BIE -
BRABK BEFHAEM - BREDNE LERK #415(0-20%
MeOH/DCM) » # 1326 12 Bt odhx A d k> ARF
& E g -
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'H NMR 6 H CDCI,, (400MHz) 1.20-1.41 (m, 2H), 1.72-1.89

(m, 2H), 2.09-2.35 (m, 2H), 2.42-2.52 (m, 1H), 2.55-2.78 (m,

2H), 2.85-2.99 (m, 1H), 3.08-3.15 (m, 1H), 3.63 (s, 2H),

4.22-4.48 (m, SH), 4.51-4.63 (m, 1H), 4.95-5.06 (m, 1H),
5 6.32 (d, 1H), 6.61-6.72 (m, 2H), 7.75 (d, 1H), 7.89 (s, 1H) =

MS (ES+) m/z 468 (MH*) »

BSOS M2 Bh EREN DV EFDCM/MeOH ¥ » it

U1 E22HCIAELOFP X IMAERRIE - BHRIER > B3 E
®  rnmECOo)tHRER BEEEILSY o B
10 B ASAEMQO6ES  EAM—H) -

TH159  (AR)-1-[(4-{[(2-1] & & -2H-og M -7- &) F & | #&
B)l-x Bk B} F & 1-1,2- = & -4H9H- =k =& 3
[1,2,3-ij]-1,8-2% =2 -4,9- — &

0P
N
o Os N _N__O
199

15

AI0EFA B EBRETY » Hiw=RFHDOCM) GEH)
FEAZA)F ZAR)-1-[G-BE-1I-XAEUHRRE)TF
]-1 = & -4H,9H-vk o 3 [1,2,3-ij]-1,8-7% =z -4,9- — &) —

BRB(M»EE > 28T HS5A0)) B0 0266 £
20 H—)\Z-{ﬁd%%-ZH-“i‘ T-# TE(MAE R 5B
WO02008009700 - & 4] 224) (464 % 5 » 0266 % ¥ H )&
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NaHCO;(100Z 5% * 1.190Z £ ) » 3B/ EER - i
BRNQR00E L 1408ZEH) ERREHLEETRTIHHB
R15/) 04 » Amw=ZCBAXMAILN(113E 5 > 0.533
ZEEX) BRREDMN2SCRAATHFESI NG - B RE
REMRMEYB L #£4 A 0-10% MeOH/DCM (1%
NH,OH)#:. 1t #1F 2 B b 4 A8 & EHBOE % °0.064
ZE2F 2407T%A2 %) A EHLEH - LCMS & 'HNMR
B EZ A — K -

'H NMR 6§ H D-4 MeOH, (400MHz) 1.20-1.39 (m, 2H),
1.72-1.89 (m, 2H), 1.90-2.09 (m, 1H), 2.13-2.31 (m, 2H),
2.39-2.50 (m, 1H), 2.56-2.70 (m, 2H), 2.90-3.10 (m, 2H), 3.83
(s, 2H), 4.32-4.58 (m, 2H), 4.98-5.18 (m, 1H), 6.20-6.39 (m,
3H), 7.19-7.28 (m, 2H), 7.39-7.51 (m, 3H), 7.62-7.71 (m, 1H) -

MS (ES+) m/z 459 (MH*) -

K460  (IR)-1-[(4-{[C-0 B B -2H-% % 7- %) F £ | &
£)-1-A Bz R) T AI-1,2- = £, -4H,9H- 5k ok 3 [1,2,3-ij]
-1,8-v2vz-4,9- — &7

. H
N N\>
N
et tanes
T

PI0EFHBERBZEAF » B =& 7 H(DCM) 4% )
AFHEAZA)FT ZAR)-I[E-BEA-1- XN Kb k)T
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W

] 1,2- = &, -4H,9H- %k o& 3 [1,2,3-ij]-1,8-94 o -4,9- — &7 —
BB(MPYEMEGE > 2B FHSAG) @S5 > 0134 %
H)~ 7-R3-3,4-= &-2H-7% "2 #[3,2-b][1,4]°3 v -6-#% F &8
(ATFEFXER () T-RA3-AHK-3,4-= &-2H-7t g
# [3,2-b][1,4] =% = -6- % F & (M » & & ° £ B
W02003064421 » F4]15(c)) A LiAlH, 2 & B 46 A - # 43(7-
A5 -3,4-— & -2H-9t =% 3+ [3.2-b][1,4]°F o4 -6- &) F 82 - # %
A 2)MnO, Z 14 A) 292 % » 0.147% ¥ F))A
NaHCO; (100 5, * 1.190Z ¥ H) > BIFBERIFR ° Fho
FEANQRO0ER1408ZEEH) BB REHAE TR TIEH
BR IS AW CHBA XM EILN(56.6F % °0.267
ZEEH) BBREUMN2SCRAATHMEA G - ERE
RAMBRMEYB L > #4 A 0-10% MeOH/DCM (1%
NH,OH)#: 1t #1324 A 8 & E#(9.4% #0.019
ZHH > 14.5T%EF &) -
'H NMR § H D-4 MeOH, (400MHz) 1.49-1.70 (m, 2H),
2.00-2.17 (m, 2H), 2.28-2.49 (m, 2H), 2.72-2.81 (m, 1H),
2.89-2.94 (m, 1H), 3.05-3.20 (m, 3H), 3.38 (s, 2H), 3.50-3.58
(m, 1H), 4.18 (s, 2H), 4.20-4.24 (m, 2H), 4.43-4.50 (m, 2H),
5.08-5.18 (m, 1H), 6.28- 6.35 (m, 2H), 7.06 (s, 1H),
7.78-7.83 (m, 2H) -
MS (ES+) m/z 483/485 (MH*) -

¥#61 (AR)-1-[(4-{[(7- & £ -3,4- :.. g -2H- % ® ¥#
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[3,2-b][1,4] "B #-6-5)F KB E}-1- X K =) ¥ £]-1,2-
= 8,-4H,9H-%k = 3 [1,2,3-ij] -1,8-2 ®-4,9- &
H

N N\>
0 N N (@) Cl
19@]

W10 F B EIEMT > HSwDCM AEA)EL FEE(E
)P 2 (AR)-1-[4-B & -1-X & wg £)F £]-1,2- = &
-4H,9H- =k o # [1,2,3-ij]-1,8-5 0% -4,9- — 7 — B &% & (B »
HyE > 2MEBISAG) (58 % 0223FE F) - 7-8 4-3,4-
= &, -2H-9t 5 # [3,2-b][1,4)E o -6-3 FEE(A Tl X #
A (1) 7-8 A3 A &4 -3,4-= B -2H-9t 52 3 [3,2-b][1,4]°&
t-6-%% FEE (M A A AR » £ B WO02003087098 & 4 #]306(e))
MULIAIH, Z B RA/FR » £4F3(0-RK-3,4-= &-2H-9t 52 #
[3,2-b][1,4]"K =4 -6-5K)F 8 > & # A (2)AMnO, Z &4 A)
(47.8?;;?, » 0.223% ¥ X )& NaHCO;(100E % > 1.190% &
) BEHBERFR - S mEBEBEMQRIE L » 1408 %
H) EHREHAZBRTHEFBRE - I5)HHE > Fw=0C
BAAMAItnO4E5L  0445Z X F) B R EHN25
CRAATHEMH4 NG - BRERSHMRBRHEYB L 14
A 0-10% MeOH/DCM (1% NH,OH)#:. 1t » % 4342 S8 4t 4
Mo BB HERMSER0.090FHEF 40.5%% £). LCMS
&'HNMRGHFEZ A —RK -

'H NMR 6 H D-4 MeOH, (400MHz) 1.20-1.45 (m, 2H),

204



1431006

10

15

20

2013 4210 B 23 BEIE

1.65-1.92 (m, 2H), 2.19-2.39 (m, 2H), 2.42-2.71 (m, 2H),
2.82-3.10 (m, 5H), 3.65-3.80 (m, 4H), 4.40-4.50 (m, 2H),
5.05-5.20 (m, 1H), 6.25- 6.35 (m, 2H), 7.22 (s, 1H),
7.72-7.83 (m, 2H)

MS (ES+) m/z 483/485 (MH*) -

£ 4162 (1R)-1-({4-[(3,4- = &, -2H- %2 % [3,2-b][1,4] & =
6-E FR)EE]-I-NAwRE]F X)-1,2-=— £-4H,9H-%
ok 3 [1,2,3-ij]-1,8-24 w2 -4,9- — &4
/ ‘NQ\N Naw “
NN =

# (AR)-1-[(4-mx A -1- XN A bg A)F £1-1,2-= &
-4H,9H-%k o # [1,2,3-ij]-1,8-v4 v -4,9- — &7 — & & & (§§ »
W 2METHISAG)(0.075% > 0201 EEH)E A F R
CEMEFTEIERFZIRIEFZRNERRARAT KR3,4-
= §,-2H-"b 52 3 [3,2-b][1,4] "R o -6-% FEE (A T A X &
A0 (1) 3-4al {5 -3,4-= &-2H-v & # [3,2-b][1,4]°E =4 -6- %
BE (B & A% 0 £ BIWO02003087098 » & 4]301(d)) A LiAlH,
2 RBAER > B453,4-= 8 -2H-wt % 5 [3,2-b][1,4] 9K o -6-
A FE  BEAQ)UMn0, 2 £164 M) (0.036%  0.201%
EE) . ek 840150 % » 1.786% ¥ F) A& & & 44 (0.300
ROo2IN2FBER)RE > AN TR FHMESIF - K1k B

,.\
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BRI Z LB A A iuwm(o.lzsi » 0.603FE 2 F)E 2
BRHEBBR BLOS)IEF o 5k %A%  A»CH;0H
Yo RMEZB L REFBERH(EDCM (A4 1%
NH,OH) ¥ 2 0-15% CH;O0H) » #3144 A B d &
W(S9EX » 63%) ARREER -

'H NMR DMSO-D6, (400MHz) 1.02-1.27 (m, 2H), 1.61-1.78
(m, 2H), 1.81-1.96 (s, 1H), 2.01-2.19 (m, 2H), 2.28-2.38 (m,
1H), 2.67- 2.79 (m, 1H), 2.82-2.98 (m, 4H), 3.50 (s, 2H),
3.55-3.61 (m, 2H), 4.21-4.34 (m, 2H), 4.91-4.99 (m, 1H),
6.10-6.19 (m, 2H), 6.48- 6.52 (d, 1H), 6.69-6.75 (s, 1H),
7.12-7.19 (d, 1H), 7.71-7.82 (d, 2H) -

MS (ES+) m/z 465 (MH*) -

K163 1-[(4-{[(2,3-= 2, [1,4] £ 51 k& B %% [2,3-c] % =2 -7-
A)FRIBEEL-NE®RE)F £]-1,2-= §-4H,9H-=k =%
#[1,2,3-ij]- 1,8-422-4.9-— B EHE B(R:SZ2:1:24 %)

N
—
Ox N _N__O Ho T N\—S
| L)

RABICSCHHERET #1122 K F ik Hal[4-%
B -l-x B £)F A J-1,2- = & -4H,9H- =k o #
[1,2,3-1j]-1,8-22 =2 -4,9- — B (R:SZ.2:1:8 454 » MW # -

£BEH11(A))82,3- = & [1,4] 8 5% B % [2,3-c]a =
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% FER(MNAS R £ W02004 058144 » & #60) -
'HNMR -~ LC-MS & ¥ 8 & B s 14 4o M) » F 5] 6A -

£ 4164 1-({4-[([1,3] KA 45 B [5,4-c] 2 -6-% 7 £ )&
£l 1-xN R £)F £)-1,2- = £ -4H,9H- ok =& 3 [1,2,3-
ijl-1,8-492-4,9-— & (S : R22:1:24 %)

OO
hO ;

BAILGMGERBETAI2Z—FF ik BAal-[4-5%
A -l-x & w A)F A J-1,2- = & -4H,9H- ok =& 3
[1,2,3-ij]-1,8-94 =2 -4,9- — 87 (S:R2 2:1:2 & 49 > #E L T
la-d)E &) 28 AT-(FAX)I-[QR)-2-BEATLHRAT
#£1-3,4-= &-1,8-% - 2(1H)-BA (B & & * £ B & #15()
#2.3-— S [1,4] 850 M B M5 [2,3-clobwe-7- % F &8 (B 7 &
& 4 M WO02004058144 > & 15 60) o
'H NMR - LC-MS & ¥ 5 & 5 & 14 4o B 7 & #]6A -
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21 RBREBEEGCSKZFE BRI T ZREMET H R

8 X s fe Wy
iz‘: o (M» 84 2Km3lAx
&)
,~ 1-[(4-BR 1o Ao
5 | =-HCl . Mo [(IR)-1-[(4-A: 4
6 MS (ESH) | oM™ - DD ety P22 aan
m/z 432 s A OH-vk o 3 [1,2,3-ij] -1,8-u&
- - s B (B 15
(MH™) igﬁ-—.m_;-@;&m(gm
1H-=K o4 3 [4,5-b] st = -2- %
FE(TE)
N £
4E sAMS NS (1R)-1-[(4-B X -1-75 & vk
’ (EE:F;& ) D = |emyrari2-aan
m/z 431 NFN( OH- o 3 [1,2,3-ij] -1,8-7%
(0} fo) _ ] e
(MH™) P igi-——ﬁﬂ——ﬁﬁﬂﬁi(ﬁ‘m
1H-ot,%8- 3 [2,3-b] et o2 -2- %
FE(TE)
| 67 |=-HCI ) | ARG 1% B
MS (ES+) |, . 0 uAQ° RE)FAK]-1,2-= &
m/z 480 A -4H,9H-=k o 3#[1,2,3-ij]
(MH") -1,8-o40%-4,9- — 8 — B ok
B (K 115A0))
8- A3 AK-34-= &
-2H-1,4- X 3 o5 of-6-% F
BN A& » £BWO
2006014580 - # #15)
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& 19
YR

B A

5

WY
(M»E# - 28m3Ax
1))

68

—-HCl
MS (ES+)
m/z 466
(MH™)

(1R)-1-[(4-B& 35 -1-55 & 7%
)P &)-1,2-= £-4H,
OH-=k o #[1,2,3-ij] -1,8-v&
% -4,9- = &R — BB BL B8 (K 15
5A0))

8-FA-34-— £-2H-1,4-%
Hogof-6-% F BTl
KE& (1) 8-AHA-3-4 A,
#-3,4-= 8-2H- 1,4- %5
"5 off-6-7% F B (B S Ak
£-BIW02006014580 » % 4
15)ALiAIH4Z R B4E A
HAFB-AK-34-— 8
-2H-1,4- X3 °3 o4-6-%) F
8% 8 A(2)AMnO2Z £,
1LtE M)

69

B & A dMS
(ES+)

m/z 484
(MH")

(1R)-1-[(4-Bc 2 -1-% & o
R R)F HK]-1,2-= &-4H,
OH-=k o 3[1,2,3-ij] -1,8-2%
oZ -4,9- = &R = B8 & 6B (X 15

SAQ)

7,8-=§,-3,4-= §,-2H- 1 4-
R HoZof-6-7 FETF K
FRER (1) 7,8-=&-3-
B E A3 4= 5 -2H- 14-
FH o oih-6-7 B F 85
LiAlH4z B RER » #43
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T 15
%ok

B X

£33

RiEWE
(BN E#4 > 2Mm3IAZ
1))

(7,8-=£.-3,4-= £,-2H-1,4-
EHTH6R)TEE BF|
£(2)AMnO 2 RALHE A

70

B & & #MS
(ES+)
m/z 513/515
(MH")

(1R)-1-[(4-B& A-1-5 &t
g &)P #]-1,2-= §-4H,
OH-k o #[1,2,3-ij] -1,8-2%
7% -4,9- — fF — 8 &% B (% f5
5A())

T-RE-3- A K-3.4-— &
-2H-wt oz #[3,2-b] [1,4]&
-6-% F BRI G & » £
B WO03087098 » % 451
306(¢))

71

¥ -HCl
MS (ES+)
m/z 453
(MH")

(1R)-1-[(4-A& &-1-75 8ok
) ¥ %]-1,2-— &-4H,
OH-=k ok #[1,2,3-ij] -1,8-05
Z-4,9- — 87 — B 8L B (K 15

SA())

6,7-— &,-5H-"£% #[3,2 -b]
ohoy-2-H T EE(HIA A A
2 KW02007122258 » & 1)
88(c))

72

B _HCl
MS (ES+)
m/z 454
(MH")

(2R)-2-[(4-R A-1-7% &
wA)F &J]-1,2-= &-3H,
8H- 2a,5,8a- = §j 4 2%

3. 8-—E(FHIL6AG) H ik
B)
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£ 15
B3k

B KX

ik

WY
(B Ee > 2MmIIlAX
1))

6,7-— &,-5SH-"E% 3 [3,2-b]
okl -2-% FEE(BN 6 A%
£ BMWO02007122258 » & 451
88(c))

73

¥ _HCI
MS (ES+)
m/z 454
(MH™)

(IR)-1-[(4-BE £-1-% & o
" H)F K]-1,2-= &-3H,
8H- 2a,5,8a-= S i &
-3,8- = &F — 5B &% B (K 17
13A(k) % 15(d))

6,7-— &,-5H-"%£%#[3,2-b]
kol -2-# F B (BB KR
% KHWO02007122258 >

& 1#188(c))

74

—-HCl
MS (ES+)
m/z 448
(MH™)

(1R)-1-[(4-B& A-1-5X &7k
2 A)F A])-1,2-= &-4H,
OH-wk o 3#[1,2,3-ij] -1,8-7&
"Z-4,9- — & — B Bk B (h
£)

75

—-HCl
MS (ES+)
m/z 492
(MH™)

(1R)-1-[(4-B& 2K-1-5% & 71t
&) F &]-1,2-= &-4H,
9H-=k o #[1,2,3-ij] -1,8-=2
v¥-4,9- — &R — BB EL BB ('R 15
5AQ))

4-fp) 8, #-2,3,4,5-1 §-1,5-
R A A E-T-% PRGN
A& * £ BW02004058144
& 171128(e))
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£6 |BHX 4% fe g
5% (FANE#H - 2MAm35IAZ
T14))
76 | =-HCI /_(_Q” °o\) (1R)-1-[(4-B& -1 &%
MS (ES+) Os N __N__O ) F &]-1,2-— &,-4H,
m/z 463 A OH-of: ok 3 [1,2,3-ij] 1,8-0%
(MH™M) o%-4,9- = &F) — B8 Ak B (K 1)
5AQ))
8-F A-23-= fi-14-% 5
® o2 3-6-3% F AL (36 & de
1EStillefg 4 >
R TR #Ha8-2K
232 Bl 4% o2
6 FR(MAAAR » 2
W02007122258 > & 4
31(c)))
77 | & & RBMS M| (IR)-1-[(d- 2 1- Bt
(ES+) N/—( Q‘”A@D wR)F £]-1,2-= 5-4H,
m/z 464 o9 OH-of o 3£ [1,2,3ij] -1,8-u
(MH™) w2 -4,9- = &R = B 5k 85 (17
® 5A())
3,4-= §,-2H-1 4- X 3 s o
-6-% ¥ &8
(BN E > 28
WO02003087098 » F41214)
H
78 | =-HCI N (1R)-1-[(4-Bz & -1-% £ ok
mMs@Esy | QNA@D ZR) T R]1,2-= 841,
m/z 478 Y OH-of ok 3 [1,2,3-ij] -1,8-u&
(MH™) % -4,9- = 8 = B #% B (F 41
5A())
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1)
-

B X

LMY
(M4 2MA3AZ
1)

2,3,4,5-m £-1,5- % H# 55 £
F-7-7#% F (R 840 A%
-2,3,4,5-m §-1,5- R H# 5 &
of-7-3% 8% FES (BN AR
% BW02007016610 » % #
18(c)) » & & A s kE-THF &
2 > #432,3,4,5-1 £-1,5-
R B E -7 B P ES
BE B EULAHE

2 > #4%$2,3,4,5-m9 £-1,5-
RFBH R P-T- A FEE > B
%t AMnOo & 72

79

—-HCl
MS (ES+)
m/z 466
(MH™)

(1R)-1-[(4-B& 2 -1-7% & 9
g A)F &)-1,2- = §-4H,
OH-= o #[1,2,3-ij] -1,8-7%
w2-4,9- — &F) = BB B BB (‘B 15

SAQ))

7-fh-3,4-= £-2H-14-%
FeEoh-6-% FEE(E DB UR
B THEETE HAT-
AR3-REARK-34-— 8
2H-1,4- % # o2 o}-6-F B
(M ER 2H
W02002056882: & 1]8(b)))
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HEA:6,7-= 8[1,4] =5 £ H#[2,3-c]E-3-% F &
(a) 3,4,6-= R %%
H 14 & b Kasnar% A, *z%ﬁﬁx%aﬁ(w%), 13(1-3),
459-79F% h Z M % A ™ #H &
EMBEBEBGCIEBRENRKQRSOEN)F » B E@
Ao B ERBAAIREIET H —BF(90.38%) - KA AR
M F o4/ B > KRIEAFETER - &L RE L2297 M 5
B S3n 2 A TH BT RI30EFAKEHE - BB K
BB AAKE AR BAASHZHBAEAATPIH
B BAFA-R A -12-= §-3,6-%4 —8F > A b E L3
) e
BREMRPZERBAABHEBQRx200E4)KE > #
ﬁaﬁ&iﬁm  BE3SIE - RIREMAL 0 KRB RE
ﬁ%oﬁ&%%%:ﬁ?ﬁﬁ%ﬁﬁ&ﬁmm%ﬁz

s

Fawﬁ RIE > BUDCMAEBR AR - HFHERRKE
o aﬁt’&tb&%%%%%;t T EnBE
R4 (3005%,) (DCMAE A s e &) > #4346 &E (10155 »
87%)

(LC/MS % #7 BE -~ #20-30% R &b dh > 2 — A% 2 £ 44
%) -

MS (+vedt F &8 %) m/z 184/185/186 (MH+), = & %o -
MS (+ve#t + & & &) m/z 228/229/231 (MH+), &-— f %

u#-o
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(b) 2-[(3,6-— & -4-%w A)VAR]T B

B _BGSEN) AN A% HQRI0EF)F X ER
HOCCRkBAH)TF > Aagibsa(Ed ¥ 260%n 48L& 5.9
HR)VREAON 4 - A A RE RN EFRE-Z A%
oz BMMEARGEN23,4,6-ZREHFQTEL) EUAE S
& k. THF (50.@%)/9"; o BBEAASHHOCFHRIFLNGE
RBATERTBR BALOMRBRB(ELZHEMH) B F U
BREMKBERFER  TURRHGOC)ABBETEC)ER -
BAOBZABERUKER  UBREMBRKERE » BA&
o A BB ARCHCL A BRKX3) RAL R F
PA0C FT#HIBEBR » HF2H — 58474 % (10-15%)
Z 8 &R R2555% 0 83%) -
MS (+vedk F & "# %) m/z 209/211 (MH+) -
MS (+vedk F E -5 &) m/z 255/7 (MH+), &-$7 &£ 4 o

(c) 3-#%-6,7-= g [1,4] =75 3 3 [2,3-c]*4 4

BFAERE -y g-TAMZ2-[(3,6-—R-4-4#K)E
£ EE(15.46% 5 0.0703 8 F)a & K1,4-— A BE(1.29)
PZERAAGILEZQR3IL028EF )0 RERE ENFR
BRERTIBIHL NG KB AL£110C FhohiBRE - A4
—RHER BEURARK ERERASMER - EERAR
E-—FHEMH USMEE T EpH 8 RAHKEZHE - Ko
Ko BB GH AR FERSx ) BMAKGLBE(EEMN) RA
B> BB AeBREA24% 0 H.77%) (5 H15%2 4 H
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#) -
MS (+ve#t F+E 5 %) m/z 173/5 (Cl MH+) ; 217/9 (Br
MH+) -

(d) 3-TH%-6,7-= &[1,4] =% 3 #[2,3-c]% =

HERT B2 FAIS%EAMBEZI-RK-6,7-= &
[1,4] =°F 3% #[2,3-c]4#(13.65% » 0.079E F )£ = F &4

HA00EFA)P B R A0 48 > B E R (= XB)
42 (0) (2%) > % B 47(10.33%)2,4,6-Z L H A B M A M
Bt 5 Mm(11.325)VRKGSEH) - BRGMAEISCT
Ao B ABNEE  BoA  RABZHE - HRSH UK R
KB R R FE 0 B ADCME B (5x) 1§ 3 /&% BL K $0 4% (B
Be4n) A BB YGHNE LR (S005) $20-100%
BB LBS-Thiim gk BT A M(6.435L 0 50%); [FA#EF—
Wy R xeEm(1.85%L)] c MS (+vedt FE&5 &) m/z 165
(MH") -

(e) #ZALEY

#3-T o &-6,7- = 8 [1,4] =% 3 #[2,3-c]=% =#(11.58
F)EL4-— A E/K(600F /180 )b 2 &8k A4 R
R A RALR KB IR (4% 0 wiv o 25 FF) 41 18wk B 4y (43
AIRE - RUWREMBREFTR > BABHT I FHE
RAMABELB BHIA—_AHEBREB - Sl -
1L 4-—aBRAY B RSV ABTEHLBER  BE
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AmEWBEREAOOL)Y  REMH LA H AL RTHKE
P 2 0-100%8 8% L E5 5 8 - 15 6 & B 8 (7.55% » 64%) -
MS (+vedk FEEE) m/z 167 (MH+) -

EHETH
WA FHERB
Dl MAEY TR GEA O ERAUSBRAL £
RERATHRFRELECLSDAERZIEF > X
M7-A7> "HAURER I AL K@ AIRBR IR RSB Z
FiE"  BILAMAERE B0O0IEIME/EHZ A5 HE
MHRER P AR -

K& P REMIC)GERE A4 TRA KX
Mz RBRE R —RETFHERSE LY B EMICK
2 -

B HH B REFHFHKE  WELEKE - F
REEH G EBHBHREGHKEZ 3 KGHE & 987
1E

ok > B MHHBA AL 2E BEEZEA
HABRE FAHBRERE  TEELHEE RAEBEE
BEARABEE W E g EHRKERESR FStenotrophomonas
ZEEHRERLEDBEAERLS -

WA AP FEFTAHERZEIN TZEH > BT H
T1-73R76-T9%5h » AL E DV —HRH 2B R E & EBM
ARRK -BRFAFHEA FREGARXZEHHHE) -4
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Exmypl A BzIERE BEAMICS2%/EH# BE
O S » AHHEL—BLXAI TAYDBZIHE A
EMICS A A/ EF - HHLXHAIITHBE L HBZED
—HpENET 2 —EEMNEEMICS2BA/EH -

# 4 7 # A7 BFH3 TR 4] 4 B
HRHEERRILSHWZRB/BHHREMIC)ZE & -
HAEICH FREBRRXLHMBEAR T BT - BITA400 M
TR NAUDMSOFY 2+ 4 RELEYHRFE - FEMHA
% B4 5k A o 29544 FF Middlebrook 7H93x & & ¢ (4 T
@ EZHAHT F1-105]))F - BEARETHRFAEHR
wiE R HELAIOMZEH ' THSEZEXBREZINH
1 FE R 0 I A5 ST b BB dh 42 ho A 954% FF Middlebrook
7H9 (Difco B %% % # 3£ 271310) + ADC 32 % £ (Becton
Dickinson B 4% £ # $:211887) (#11% > £A-HT)+¥ - 8 &
I @& DMSOR w2 R 127](A KA Z aRBHRa)d
BHEEHYREILE XHIx1I0cfu/EF > 3 L1100
# % 4 Middlebrook 7TH9+ADC:t &% A #10.025% Tween 80
(Sigma P4780)% > 1 # 4 H37Rv# # (ATCC25618)2 & #%
B  B—BHALBEEDANEEBEAR P » 12G-12
SH- 12} (ZERBRHYBA)RI - BAAERKELE IHH
FF U LABHEE EHHLAIICTRARNR M
kI/EEFE o B EMR(resazurin)/E R 2 & dE — @R B 2
DERGRELRRZ Y £ K B £ #£330884Y VWR
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BERAE)ERAEIEH L EPBS (BB BEHIBK)P
B R E2SMABERANMEEH T B BHREE
% st (Spectramax M54 F £ & » #5308 K » 454590
FHOE) SR & MIC/E -

F11-4 ~ 5A~6A~7-9~12-~13A~14~15~~16A -
17A ~ 19A ~ 20 ~ 23-32 ~ 34 ~ 37-44 ~ 46-50 ~ 53-57 ~ 59&
6314 £ B4 5 B AR AH3TRvIp FI R B F R - FH2- 4
5A~6A~7~8~12~13A~14~16A ~ 19A ~ 20 ~ 23-26 ~
28-32+-34+~37-~39-40~42-~44~46-~49 ~50~56~59
R 638 T~MICHEBEMN2.084 5t/ EFH - EH4-5SA~T7~8~12
13A ~ 14 ~ 16A ~ 19A ~ 25~ 26 ~ 30-32~ 37 ~40~ 49~ 50
B 568 T~MICHEA1.08 /2 FH B °
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+ - PHEHED
1. — AL HWREE2L LTRSS 2B
A—NR? —UR®

e
R1b Z1 ZZ R1a (|)

-

(i) Z' B 72%*45 5 CH ;

(1))Z'HZNBZ*%CH ; %

(iii) Z' 5CHAZ*AN |

RlaﬁiRlb;é] &

R z‘ééfziéﬁ’(f:l-oi}*n% :
R

Y

AN,
A A& (a) (a) .
EbnB AR AHKEAAIWE L &
A% A B (1)
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W!, W2& W3 % & %CH,% W2 & W3 5CH,
EWIR AW BINZ a4t és
X%CR‘RE ER® Z HER* % H# OH ;
R7%H; %

W, W2R W% 8 %CH, ;

X50;

R7%H ;

R® A% E%4EB) LAAS-IERRT
a424E%REF AYED—EANK

NR13
N X1/X2\X3/\
Lok
=AYy
.o
X' %C;

X2 %N -~ NR!? + O~ $(0), ~ CO%CR!* ;
X3 1 X544 98 3L 4 AN K C ;
EY'BAFXBFRBZ 58 Y 5024
BEFREERLA R H—ERFH4HEILLE
AN - NR!? -0~ S(0), ~ CORCR!;
Y?A22z6fB R F24 4 YxH—EER
FiB/ILHEANNRI3 -~ 0~ S(0), ~ CO-~
CR!“» ¥ Y2 @ 4223E# R F £ F—18
ASHI2EAN A+ —RANZ&LLHEX ]
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&R 4455 iLitbxgé H: (C,.)kxmi
BA G AEC .IRE S (C.oi 5 (C)k
.5 5 (Ci-¥ fr;‘;ﬁz (Ci-aH %(Cl 4 )
B EEEAEC . ORE S (Cl.oRAR
Ak ARE G BE S AENMC DORAE
R_BRZBEEIBEARL S X

EZRVGHIAEH ZAF A AE ALK
ik~ (Cramak ~ (Cy. 6)}33@: PSP )
ZAFARKZC .HOK (Cz a) M B
(Cram A smEA S (Cr.)mEE S (Cro)liirm
B BREAKREH 4’5@5%%%’%%%&(&-4)
AR R K A

B xa 1B L B0, 1225 &

RS A#%31EB):
R
v (B)
HPBQ@AHEERF > g H -~ B HRE

R FEEELF

X'AC;

X2 BNz#HCR!'4 ;

X3@mX5 1435 3L ANKC

Y'A2E R FR&EA AV HB—MBER Fi%
B iE B NACR"Y ; &

Zb)ALSZZ24BEBRTHIESTEHRE
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Y?EE3SBEF Y EBE—EAEFHEL
4% AN~ NR!3 - O~ §(0), ~ CO ~ CR!* %
CRUMRY » 4520 —E#EF  £FO-S-
CH, % NR!’#&42 42X’ £ R XA & ' &R

#WANHCOZ N4 X » %0~ S~ CH,
K NH@E 4 4 2X3 5

ZERUVHERIS GBI ESR  H; (C,.)%

A mE S BEC. 4)1*’;?;_& (Ci.a)k %

AxmE S (Comuz A (C1-4)ﬁ5§lﬁi
(Cr- i 8285 BEC, . OrE (Cl.k
2% A RE S BA m%%mwu)
AE-oBmARAZEASEASRL S &

RI4g RIS —de X & fal &4

ARV B BH; A F A AE LK
@ ik~ (Cre)a % - (C1-6)" A~ ® KR
ZAFERAKZ(C .OK (C2-4)ﬁl‘7§>
(Cr-amaEE S (Crmsm ik (Coim
BRI BRARK %M&%%ﬁ%fmﬁ(cl_4)
AR —_BRK A

ExaE L B0, 12 -

WP FEHNEBAEIEZLE N £ FAL X
AhE-4- KR wHagwE-4-AFHA -
W FEAEEFIE2LeY L PRGE
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=

3-fal & K& -3,4- = £, -2H-wb g 3 [3,2-b][1,4]°% o
6-%

3-1a) &, % -3,4-— &, -2H-vt o #[3,2-b][1,4] % o

-6-%
2,3- = &, -[1,4] = °% 3% 3 (dioxino)[2,3-c] "t =&
-7-%

[1,3] 4, 5515 B 5 (oxathiolo)[5,4-c]ut =€ -

6-#A K-23-—a-1,4-KH — vz #%-T7-3&

2,3-=— & [1,4]) & &% = B % # (oxathiino)[2,3-c]
theg-7-3

3,4-— &, -2H-9% =k #[2,3-c]=t 52 -6- %

S- B A 23 = B -14- F F = 03 3

( benzodioxin) -7-%
5-a A AKR-23-—8-1,4-KXHF 2 3-7-% ; &
2,3-= &-FHH[1,4] =75 3 -6-K o
WY HEHEB L IAZLEY  £4EE
1-({4-[(2,3- = & [1,4] =—°% 3% #[2,3-c] " € -7-

AT AE)BRE]-lL-Nauw=wi}F E)1,2-— &

-3H,8H-2a,5,8a- = £, je e

6-% |

ww

(triazaacenaphthylene)-3,8- — A ;

1-({4-[([1,3] & 57 12 B 3F [5,4-c] ok & -6- % ¥
B)mAl-xawrg AT A)1L2- = &
-4H,9H-=k o #[1,2,3-1j]-1,8-25 % -4,9- — & ;
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1-({4-[(2,3- = & [1,4] = °5 3% 3 [2,3-c] 9k =€ -7-
AP RA)RAL-ANaswmw AT A)1,2-=
-4H,9H-%k =& 3 [1,2,3-ij]-1,8-4 52 -4,9- — &R ;

1-({4-[(7- 3% -3-f8] & % -2,4- = £ -2H-tb 5% 3

[3,2-b][1,4] B v#-6-2 F K)BE K ]-1-X s nb o2
A} F X )-1,2- = & -4H9H- =k =% #
[1,2,3-1j]-1,8-95 9% -4,9- — &R ;
(1R)-1-({4-[([1,3] & #i1a B F#[5,4-c]=tb =2 -6- %
FAYBAL-NAawrg AP E£)12-— &
-4H,9H-= o 3 [1,2,3-1j]-1,8-94 92 -4,9- — &R ;
(IR)-1-({4-[(2,3- = & [1.4] & %t &= E % H#
[2,3-c]obog-7-K& F R)EE]-1-XN a o i} 7
#)-1,2-= & -4H,9H-=k = % [1,2,3-ij]-1,8-74 =%
-4,9- —&r ;
(1R)-1-({4-[(1,3-— = "k“r%#B 4-c]ot o€ -6- K
FEBEEA]L-NA®wERA}TF A)L2- =&
-4H,9H-=k o #[1,2,3-1j]-1,8-95 w2 -4,9- — & ;
(IR)-1-({4-[(3,4- = & -2H- %k =& ¥ [2,3-c] s =&
-6-% FA)BA]-1l-xaw X} F K)1,2-—
&, -4H,9H- =k ¢ # [1,2,3-ij]-1,8- 9% 9% -4,9- —
&R
7-[({1-[(4,9- =— 18] & % -1,2- — & -4H,9H- =k o
¥ [1,2,3-1j]-1,8-08 g -1- X)) F K ]-4-75 & ok &
AV A)FT A]23-Z8-1,4-% H —oZH-5-F

ban

d

L5y
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B%
1-[(4-{[(3-1a] & % -3,4- — & -2H-1,4- X 3% & o4
6-H)F A A-I- N A A)F R]-1,2-=
& -4H,9H- = o 3 [1,2,3-ij]- 1,8-94& =g -4,9- =
B ;
(1R)-1-({4-[([1,3] A& 12 B 3 [5,4-c]ot =& -6-
FymAll-xAaww A} F A)12-=
-3H,8H-2a,5,8a- = £ j&. ¥ % -3,8-— &R ;

(kh
e e

(1R)-1-(4-[(2,3- = & [1,4] & zﬁl‘*lﬁ%%[ﬂc]
R-T-%FR)BEEA]L-NA%hgHE]T
#)-1,2-= £,-3H,8H-2a,5,8a- = & j& 4 % -3,8-

— B

(lR) 1-({4-[(2,3- = & [1,4] = »F 3% 3 [2,3-c]"ik
EFA)VEA]-L- N R A} F HK)-1,2-
— #®,-3H,8H-2a,5,8a- = f.j& 4 % -3,8-— 47 ;
(2R)-2-({4-[([1, 3]§Lzﬁ4ﬁ#[5 4-c]utk o€ -6- 5
E)ymAl-l-x &g X} F R)1,2-= &
-3H,8H-2a,5,8a- = £ /& ¥ % -3,8-— &4 ;
(2S)-2-({4-[([1,3] & % 15 B # [5,4-c] =2 -6- %
PRBEA]L-NAEB®REAITRA)2-= &
-3H,8H-2a,5,8a- = £,/ 4% % -3,8-— &4 ;
2-({4-[([1,3] A 5 42 B H [5,4-clb = -6-%& F
E)mAl-~xasw A} P £)1,2-=
-3H,8H-2a,5,8a- = f & 4 % -3,8-— &4 ;

,.\

il
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(2R)-2-({4-[(2,3- =— & [14] & #L M= B %% #
[2,3-c]otbog-7T- R F R)BEA]-1- N Qg ik} §F
#*)-1,2-=— §,-3H,8H-2a,5,8a- = & /& ¥ % -3,8-
— & ;
2-({4-[(2,3-= & [1,4] A B m: B 4% 5 [2,3-c] )
Z-T-% FE)VEA]- - asw AP R£)-1,2-
= #,-3H,8H-2a,5,8a- = £, /& % % -3,8-— &R ;
(28)-2-({4-[(2,3- = & [LA4] & & = B %
[2,3-clotbog-7- A F A)BEA]-1-X Rz A} F
#)-1,2- = &, -3H,8H-2a,5,8a- = &, j& ¥ 2% -3,8-
—BF
2-({4-[(2,3- = &.[1,4] = =% 3% 3 [2,3-c] o oz - 7-
AFR)BRAL-Nasg A} 7 H)12-— &
-3H,8H-2a,5,8a- = §, j& & % -3,8-— &R ;
(2R)-2-({4-[(2,1,3- K H & — =& -5- KX F X )&
AJl-x & s = X} F A )L2 = &
-3H,8H-2a,5,8a- = £, ¥ %£-3,8-— &R ;
(2R)-2-[(4-{[(7- & % -2,3- =
F-6-K)F RIEA-1- N AR EA)F A]-1,2-
:_;1-3H,8H-2a,5,8a 8 b X-3,8-—8 ;

Pl

(2R)-2-({4-[(3 4-=— 8, -2H-[1,4] 8. % + B % #
([2,3-c] ot =2 EP%)B;%] 1-75 & o o2 %}
#£)-1,2- = & -3H,8H-2a,5,8a- = §. 2 & &

-3,8-—&F ;
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(2R)-2-({4-[([1,3] & B[4,5-c]wtog-6-%& ¥
E)BE]L-X &~ /tj_}?);‘s)-l,z-;ﬂ
-3H,8H-2a,5,8a- = £ j& % % -3,8-— &7 ;
(2R)-2-[(4-{[(3-1] & % -3,4- = & -2H- vt = #
[3,2-b] [1,4]"Ko#-6-5K)F A Js A }-1-Xx & ik
wA)F £]-1,2-= &-3H,8H- 2a,5,8a-= £ j
My 3%-3,8- =81 ;
(IR)-1-({4-[(2,3-= &-1,4- X # =5 3% -6- &
E)ymAll-x &g ®x}F H)1,2- =
-4H,9H-=k =& 5 [1,2,3-ij]- 1,8-95 o -4,9- — & ;
(IR)-1-[(4-{[(8- A % -2,3- = & -14- X # —
H-6-FK)FRIBAI- XA E)F £]-1,2-
= &, -4H,9H-%k & # [1,2,3-ij]-1,8-9& 9 -4,9- —

k“}

b
g

sl

e
-

m

(IR)-1-[(4-{[(7- & A& -3-1a) & % -3,4-— & -2H-
o€ FF [3,2-b][1,4] =5 3 -6-K)F AlmA}-1-
N AR A)F K ]1-1,2- = & -4H,9H- =k & 3
[1,2,3-1j]-1,8-9& 0 -4,9- — &R ;
(IR)-1-[(4-{[(4- R & -7-1] & K -6,7- = &, -1H-
% % 3 [5,4-b][1,4] =5 3% -2-K)F K ]mk & }-1-
N AwEA)F K]-1,2- = & -4H,9H- 5k o #
[1,2,3-ij]-1,8-74 w% -4,9- — & ;
(IR)-1-[(4-{[(7-1) & % -6,7- — & -1H- % & #
[5,4-b] [1,4]=Fo#-2-K)F K] A }-1-50 &t

2
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® %) F X ]-1,2- = & -4H,9H- =k =& #
[1,2,3-ij]-1,8-"& <% -4,9- = &7 ;
(IR)-1-({4-[(1,2,3- % # & — ok -5- & & £ )&
El-l-x &g A} F £4)-1,2- = & -4H,9H-=
ok 3#[1,2,3-ij]-1,8-95 52 -4,9- — &1 ;
(lR) 1-({4- [(2 - & -1-RXHFkhH-5-KAFH)
Al-1-x &obog A} F £)-1,2-= &-4H,9H-
v+v4¢a+[123u] 1,8-v5 ¢ -4,9- — & ;
(1R)-1-({4-[(3,4- = & -2H- " “4 3 [2,3-c] " =&
-6-F& FA)BEA-L- N A®RATF K)1,2-=
#.-3H,8H-2a,5, 8a-= £, /& 4 3£ -3,8-— &R ;
(1R)-1-({4-[(2,3- = & " =4 3 [2,3-c] " =& -5-
FEIBEAL-~NA%r AT HA)1,2-=
-3H,8H-2a,5,8a- = £ & # 3 -3,8- —&A ;
(2R)-2-({4-[(2,3-= & -1,4- K =" 3% -6-K F
A)mAl-x&aww A} F £)1,2-= &
-3H,8H-2a,5,8a- = £ & 4 2% -
(2R)-2-[(4-{[(8- & % -2,3- =
B-6-F)F AImA-I- N AR A)F A]-1,2-
= #,-3H,8H-2a,5, 8a-= §, & 4 %-3,8- =& ;
7-{[(1-{[(2R)-3,8- = fa] & A -1,2- = §
-3H,8H-2a,5,8a- = £.j2 k%?ﬁ 2-K]F A)-4-%
Ak AR EA]F EA}-2,3-—§
H#-5-F BF s

B

=

10



1431006

201348 10 B 23 BEE

(2R)-2-({4-[(2 3-— & vk H[2,3-c]bog-5- 4
B Al l-x A A} F £)1,2-= 4
-3H,8H-2a,5,8a-= 8. /& M 22 -3,8-—&A ;
(1R)-1-(14-[(2,3-= H.-1,4- ¥ H =2 3% -6- A F
Ay A]I-xaswrRA}F A)L2-= &
-3H,8H-2a,5,8a-= £ j& #% % -3,8- — & ;
(lR)-l-({4-[([1 ,5]%8 = o 3 [3,4-b]ok 2 -6- %
E)BE]-l-xasw ik} 7 RA)2-— &
-4H,9H-5k o 3 [1,2,3-ij]-1,8-74 vz -4,9- = & ;
(IR)-1-[((2S)-2-{[([1,3] & #5 1= B # [5,4-c] it
E-6-KAFR)VBEEA]FA}4-BRHUEK)TF
#%]-1,2-— & -4H,9H-= =& ##[1,2,3-ij]-1,8-98 v
-4,9-— &R ;
(1R)-1-{[(2S)-2-({[(7- & A -3-f & £ -3.4-— &
2H-ot 7% 3 [3,2-b][1,4]°2 ot -6- £ ) F £ 18z &)
R )4-Heh K]F 4 }-1,2-— & -4H,9H-=k
o 3#[1,2,3-1j]-1,8-25 v -4,9- — &R ;
(2R)-2-({4-[([1 2,59k = o 3 [3,4-b]ot =2 -6- &
A)EAE]l-xaww A} F K)12-= &
-3H,8H-2a,5,8a- = £ ja i 2 -3,8-— &R ;
(lR) 1-({4-[(3,4-= &, -2H-9 & (chromen)-7- %
A)EAFL-Aaw A} F A)L2-= &
-4H,9H-v;+: o 3 [1,2,3-ij]-1,8-94 2 -4,9- — & ;
(IR)-1-({4-[(2,3-— & -1- K Kk -6-KX F X)

Em

11



1431006

2013 5 10 A 23 HEEIE

B A ]-1-X abw A} F 4)-1,2-= §-4H,9H-
ok od 3 [1,2,3-ij]- 1,8-25 5% -4,9- — &7 ;
(IR)-1-({4-[(3,4- = & -2H-%, 5 -6- & F & )&
Al-l-xawwi} ¥ 4)1,2-= &-4H,9H-=
o 3 [1,2,3-ij]-1,8-v5 9% -4,9- — &1 ;
(2R)-2-[(4-{[(5- A % -23- = &, -1,4- % # — o2
FR-6-K)F AIMEAN-I-Naw-gA)F £]-1,2-
— £,-3H,8H-2a,5, 8a-= £ /& ¥ % -3,8-— &9 ;
(IR)-1-{[(2S)-2-({[(7- A % -2,3-=— & -1,4- X #
=% 3% - 6-%)?%]%%}?%)-4-%@%%1?
# }-1,2- = & -4H,9H- ok =& 3 [1,2,3-ij]-1,8- &
g -4,9- — &7
(IR)-1-[((39)-3-{[([1,3] & % 1& B [5,4-c] it =%
6- A FRAYBRA]IF A l-m A A)F
#1-1,2-= & -4H,9H-=k o # [1,2,3-ij]-1,8-5 oz
-4,9-—_ &9 ;
7-{[(1-{[(1R)-3,8- = fal & £ -1,2- = &
-3H,8H-2a,5,8a- = R e W 2 -1- A ]F % }-
o REIEA]FT A}-23-— &-1,4-KH# =%
H-5-F A |
(IR)-1-[(4-{[(7- & % -2,3- = & -1,4- ¥ 3 = =3
R-6-R)FRAIA-I- XAk A)F £]-1,2-
— ®,-3H,8H-2a,5, 8a-= £/ 4 %£-3,8-— A ;
(1R)-1-[(4-{[(8- A % -2,3- = & -1,4- X 3 =%

\*B\

,-\

12

ey



1431006

20134 10 § 23 BEE

H-6-A)FAIBAN-1- N A®TRA)F A]-1,2-
— %,-3H,8H-2a,5, 8a-= f & 4 2%-3,8-—&A ;
(IR)-1-[(4-{[(7- 3,4- = & -2H- & % ¥
[3 2-b][1, 4] v5 3% -6- %)‘F%]Bze }-1-75 & o g
£ ) ¥ £ 1-1,2- = & -4H9H- = = #
[12313]1807& 4,9-—# ;

(1R)-1-[(4-{[(7- & -3,4- = & -2H- & = #
[3,2-b][1,4]n)§a#._6_%)? } 1"/\ & "bt"i

X)) F X ]-1,2- = gi-4H,H-°;+: ok F
[1,2,3-1j]-1,8-v59%-4,9- — &R ;
(IR)-1-({4-[(3,4- — & -2H- 4tk = 3 [3,2-b][1,4]
B -6-K FR)BEEA]L- A ©RA}T
#)-1,2-— &,-4H,9H-=k = 3 [1,2,3-ij]-1,8-v4 o¢
-4,9-— &R ;

& 1-[(4-{[(23- = R [IA]RA B # R T =% #
( oxathiino ) [2,3-c]=tog-7-%&)F X ] X }-1-
N A A)F HK]-1,2-— & -4H,9H-=k o 3
[1,2,3-ij]- 1,8-v5 9% -4,9- — & ;

1-({4-[([1,3] & #i 12 B # [5,4-c]® = -6- X F
A)mA]l-x &g X} T H)12- = 57
-4H,9H-=k »¢ #[1,2,3-1j]-1,8-9% 9% -4,9- — #F];
& T RitSihz 8 d Bk

25

13

Gy



1431006

N
\I/

H

N.

H (o]
o}

I F
XN

14

2013 £ 10 B 23 BEE

(Mg



1431006

2013 £ 10 A 23 BE1E

LD

0, N

™

XA BEFTHESE®E -
® 5. (2R)-2-({4-[(3,4- = & -2H- vk " # [2,3-c] "t =&
-6- K F AR A]-l- N awmwA}F HA)1,2-=
£ -3H,8H- 2a,5,8a-= R e # X-3,8-— & R &
BeraTgxzsd o
6. (2R)-2-({4-[(3,4-= & -2H-9% =% #[2,3-c] o % -6-
AFR)BEEA]-L-NA®wAIFR)12-= &
-3H,8H- 2a,5,8a-= §j&. ¥ 3 -3,8- — &7 BB &% BB o
7. W FEAEEESROCBEXILASY EiAatE

15

Ly



1431006

10.

11.

12.

13.

14.

2013 £ 10 B 23 BELE

AnGkELE -

WP EEAGEE ESR6AZILLY et d
AEHHmTANLE@BARE -

— R HFEAHEERIZEYE—EZIL
YN EB B T2 AR SEBGABLY
MPYRANEHB@ARE -

WP FEAGEEFOBEZRAR HGEANEH
ER/ZT+RERSE - R EHT &R S
B/RRER IR/ RENRD

— R P FEHEE RSB IS INE
B2 AR REBGEAFTL Y AR
bHhmEARLE AP e AR e hiEA LY
EHHKE MHXEKA - CRMEKE 4
BHARRGRAZEBRRGHEADE B
BARATHREE R A  REERAIKE X
BARA - AGBERA - TRYARE - BREBER
ERABRA AEORMAARELFERERA
ZEBREEAYE  RLRHSBADEI £ -
W FEAN LB FIE4EFIE—HE2LL
4 EAABERNEHRLE -

WY FEAHNEEEIZ4BFIE—BEZX LS
Yo HGEELGM TR E@ARE -
—#EBRubtW Hos v EHNaBEIL
FARYE—BAZiLb Y REBEE LTS 2

16



1431006

15.

16.

17.

2013 4 10 B 23 BEIE

wAH -

— B oY RaowPH EHEERS

KOBEZLEMBRBELELTHTZHE -

—#1ts4 0 £ B AFAAIA):
L
0 N/__(N o
R"’UNf (INA)
& (11IB) :

L

OTN N
I
\N A

5 K (3)

R"™ (1IB)

(8)
# ¥L%&-A-NR2°)R> BR2° % & » R2 5R2 %

N-12#% £ H > BA-R2-R'?RR!"Hyo b 3
HMEBEBEIPHESR -

(2R)-2-[(4-mc A -1-X Aweog A)F & ]-1,2-= &
8-— & o

-

-3H,8H-2a,5,8a- = ], /& & % -3

17

LD



