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AREE = vk ElES FEHY] BEl 2482 2 2R sdE e, HAsA, BEA, 7 A e e
T 3 A g A A2 T Ao s e A ARgele A H A JIAE B xastEd S EAE)

XL A WHE g BEoko FAH Atk oE EW, &3 [Prescott, Ed., Methods in Cell Biology,
Volume XIV, Academic Press, New York, N.Y.(1976), p.33(o]3} %=)]& =3I},

Blol ALgE wiel 2o go] "opstdoR HEHE True'e AQH o8t wu 99 N, e
T, AT, e B F el A9 R 85 SEel 2Ase 4o Agalel 4gaa, Fead ol
A 5} | e d A, B

01]*1 “71 ﬂﬁ“‘wl SFEZE A A 4 Ay, GAS =ovt B Ha Ad8H Ed[HE: T.
Higuchi and V. Stella, Pro-drugs as Novel Delivery Systems, V. 14 of the A.C.S. Symposium Series, and
in Edward B. Roche, ed., Bioreversible Carriers in Drug Design, American Pharmaceutical Association

and Pergamon Press(1987)]ol] A &=o] lt}.

2 ougdo] HgEe wheal 1, 2 % 3o AuE Ao Az 5 Yk, G wsa) oFo] Myw Auky
ﬂ%%iéﬁ%lﬁ%éﬂdMlﬂ%&%ﬂ.
[¥h&-4 1]

Agd Au= FoA 9 3+2 F71E s} 9% 8-X@-Ad=-E9 FA

Br

| X B3 X AA i A
R—r‘ Rj" - R—I'—
F F P
0 o)
NBn NH
3+2 | AN 1. Y82 ‘
SRda i R 2eas L
o} Ry
NCO2R3 NH
1.N-BE | IS 1.N-BRZ ; A
Z R R_.
2 A% N L
R2 R, R> k,

[QFS-2] 2]

A& A9 FelA o] ¥ Au(Beckmann) ALl & Ael=-FE] FA4

OH

o]

~ aq o AA
R+ — Ry~ PP O SR

P a

2 +2
‘rﬂ'&ﬂ'
NH

g]}iu]- LAH 34
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[0102]
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ABE A2-AB-d k2N oF o] 2H= o)A
312 $A@sto] % 8-A B389 4

o]
t _ NBn
N IEY-d 22 e X 3+2
Rl R 27gis} \
| e COsR4 R
P |
/ COzR4

NBn NH
17k N tHEL
R__.
R—ti— I
2 A o)z L 2. 5438 P
3 xgd-gezx R
[e) 1
NCO,R3 NH
1N-EE i S 1.N-BHE I X
o R—— E——— R—1—
2. I
R2 Rg
R1 R1
AnkH el 4 2

HPLC #4241 2 AA= Waters 2525 o] ) 3
254nM) 2 Waters Micromass ZQ ZA7|&¥% A
54 ol (4o Y5 At =25 H 50) &

sheleh:

Waters XTerra MS C18 50 x 4.6mm 3.5um ZA

, Waters 2767 AZ #a]7], waters 2487 UV AE7](220 %
F AEVE AHEste] F33elth. Micromass ZQv 94 42
ool tiste] A4 e, 44 HPLC 242 o3 o] 43

ML [

ol A pl 5.759] 10mM oA EAIYRE 45 W ol EYEZ

OFMEVER: 3,58 10 WA 75%, 3.9%] 75 WA 99%, 4.287}A] 99% 5A], 4.5%] 99 WA 10%, AHI

#®

wH8 HPLCE ohedt o] F3akqltt:

Waters XTerra Prep MS C18 50 x 19mm 5um A&

o] 57t pH 5.759] 10nM P EARIRF 9hFd Bl oA EUEY

OFNEYUEZ: 88 10 WX 99%, 9E7FA] 99% A, 9.5%0] 99 WA 10%, 333}
MMR 492 Bruker BioSpin UltraShield NMR(300MHz)S A}-8-3te] 4=33}ic).
[AA]<]]

A 1

5-H|EA]-8-1E-1,2,3,3a,8,8a-NA}sFo| =2l H=[1,2-c] ¥ =

9 A 3-ER2E-5-UEA-1-A 0= (A 1)

N-B2 RN U E=(12.1g, 67.9mmol) 2 2,2'-o}FH| 20| AREIZYUEZ(0.1g, 0.6mmol)S AFA 3 e (104m
L)% 5-H15A-1-1t4+=(10.0g, 61.7mmol)e] &Aoo 7}ttt whE E3}HES 85T AlA] 3AIZE &<t wykst

o
5
deow YAHES 9. W TYEL AUOlEE Bd oud F, olF CICL(0MLE AH A,
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[0108]
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oS AF(50mL)Z M A3, NgSO2 AZRAIZ|IA, FFAA HA 3FES 5312, ol F71e AHAlglel

ol
B3HATE. CHBrOgtol digh NS AkA): 241, A0 241,

oA B. 5-HEA]-2ldl-1-&

DBU(9.2mL, 61.7mmol)ZS THF(100mL)% 5-w|EA]-3-H 2 X2 -1-Q1t}=(14.8g, 61.7mmol)e] &M -10CA 10%
of AA Ayttt AAE S9E -10ToA 208 Fek wwkela, ¥3E 44 NHCI(100mL)E H7iste] A

AAZ)3L, EtOAc(3x100ml) & F=3}ch. &3 F7] FE2ES AF100ml) 2 AlHsla, MgSO.E HAFA|7] L,
FEAZG. = APES 0 WA 35% g ofMEHo]E~-A FulE Algste Ai AZRtEIHI(SI0)E A
Aste] 5.4g(556 - 2 WA FAl HFES FEeHETh.  H NMR(CDCL; 300 Miz) & 7.42(d, 1), 7.38(d,

1H), 6.62(s, 1H), 6.60(d, 1H), 5.89(d, 1H), 3.85(s, 3H) ppm. CipHsOsHol tigk MS ALEA]: 161, HSFA]:
161.

@A C. 2-WlE-5-H5A]-2,3,3a,8a-H| Eg}slo]| =2 -1H-2-o}A}-ALo| S 2 3 EHa] Q1 H1-8-2
N-(HEA W E)-N-(EWE A e) A Zoldl(17.3nL, 67.6mmol) 2 TFA(3.4mL)ZE CH.Cl,(165mL)S= 5-H|EA]-

QAdl-1-2(5.4g, 33.8mmol)2] &He] 0CAA 7Iallth. REEES 3AIF 59 A2ollA wwksta xstd 54
NaHCO,(165mL) 2 AN AL, §7] =& 2, d5(100mL) 2 MAsa, MgS0,2 AFXA 7)1, B2AA ¥

A sgtEs F5etaL, olE F7ke] AAIgle] ARSI, CiglgNOAHl tHEE MS AIREA]: 294, A=A 294,

9 D. 2-AA-5-uEA-8-wEa-1,2,3,3a,8,8a- Ao =2 W = [1,2-c]H] =

HEEHIEAYEF HErlo]=(18.1g, 50.7mmol) ¥ ZHF 3F-F-EALo]=(5.7g, 50.7)5 F o€ =(68mL)
Z 2-WlA-5-WEA|-2,3,3a,8a-E| E&}&}0] =2 -11-2-0} A -ALo| ZF Z A E} 2] 91 d1-8-2(9.9g, 33.8mmol)2e] LMo
Zhebdeh. WS ERES AR IAZE FoF wHkek § Adilo]EE F3 ofHeigirtt. Aglo]EE JdEHE
(200mL) & A& &tar, oJAs FEAATY. F AAES 0 WA 35% g oA g o] E-aAL FulS AL&3t= Ay
AZatE I (Si0)Z GAsIe] 8.1g(82% - 2 EADS H-A| 3FES 53T, CyloNOHHO sk NS A4t
X1 292, AZx]: 292,

97 E. 5-vlEA-8-E-1,2,3,3a,8,8a- Ao 2= [1,2-c]H =

ry FEWolE(8.1lg) % T (FAEA 10F%%, 4.02)S MeOH(140mL)Z 2-wl&-5-1]| & A]-g-of| & 2-
1,2,3,3a,8,8a-dA}slo]| =21 H|=[1,2-c] ¥ =(8.1g, 27.8mmol)e] &M 7}etHct.  wkS E3ES 60T A]
4A7E BQF nRke & Aglo]EE F3| oHeiqirtt.  AZolEE MeOH(200mL) =2 AH 3t A& FFHA|A

5.6g(A=FA &) #A FES TS5, EAHFY £ AHEES 94 A AZvEIYIZ GA e
¥A FAES F53ATE. CllpNOHHA i3k MS AlREA]: 204, A2 204.

AAd 2
5-3fo]| == A]-8-1E-1,2,3,3a,8,8a-FAlEto] B2 W = [1,2-c] =

NH
HO.

oA A, N-o| & F}ufe] o] E-5-m| EA]-8-1|El-1 2,3, 3a,8,8a-3NA}elo| =2 el H [ 1,2-¢ ] 3] 2 ()F

olo
.
—_
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[0124]
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[0126]
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[0128]
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SIHS3d 10-2013-0047765

A2UEE(11.7g, 139mmol) 2 ogd Fzaxa=w|o]E(3.2mL, 33.4mmol)S THF/H,0(140mL, 1/1, v/v)=

Al-8-M€l-1,2,3,3a,8,8a~AASlo] 21 =[1,2-c]3 & (A Ao 1, @A E2HE)(5.6g, 27.8mmol)<]
Aeha, Aedd WAl awsieih. W EEES L 8200, 1oL Arkeked AHA7IL A
BtOAC(3x100nL) 2 FESITh B8 A7) FEHL NgS02 AZA/DL $HAAY. & A4EL 0 )

A 35%e] old obAlElo]| E-Et S AbEehs AY ARvEIHI(Si0) 2 GAlske] 2.7¢(35%) 9] Al shet

Mo 2 it

29 FEAY. N NMR(CDCl3 300 MHz) & 7.07(d, 1H), 6.78(m, 2H), 4.09(m, 2H), 3.79(m, 5H), 3.63(m,
3.52(m, 1H), 3.32(m, 1H), 3.07(m, 1H), 2.95(m, 1H), 1.26(m, 6H) ppm. CigHyNOs+Hol thdt MS AAFA]:
276, AFA]: 276.

GA B, 5-3to]=FA]-8-1E-1,2,3,3a,8,8a- A}t =2 d=[1,2-c] ¥ =
N-ol| & 7}u}H o] E-5-w| EA]-8-w|€l-1,2,3,3a,8,8a-dA}slo| =20 H| =
HCl(2mL) <ol g3allslar 20417 B<F 120TCo A nHksFHT).  whe goS A2

3
AA7)a, EtOAc(BnL) 2 A&ttt =8NS ~¥ = #M(speed vac)FollA sFAA FA FES Ao
2 FEIIATE. CpHNOtHol tigh NS AlREA]: 190, A FX]: 190.

AAle 3

5| EA-6-Z 2 2-8-WE-1,2,3,3a,8,8a- A sto] E Rl E| - [1,2-c] 9] &

Ci

@A A, N-o & Iufr] o) E-5-1| EA]-6-F 2 2-8-1El-1,2,3,3a,8,8a-AAslo| =2 H =1, 2-c] ] Z (9324 1)

N-SZ 2 A Alo]n =(0,22g, 16mm01) 2 oA EAH(8mL)S  DCE(8mL)Z  N-oll &7}l o] E-5-m| & A|-8-m| & -
1,2,3,3a,8,8a-AA}slol =22l d|=[1,2-c]H (A4 2, ©A AZHE)(0.45g, 1.6mmol)e] &oMe] 7}&}ar, 3

AIZE Fek 60Tl Al k33T, &% EFES Ao WA Z|aL, CHLly(50mL) 2 84 A17]an, H0(50mL) 2
AHEFATG. F7] FEES NgSO,E AxRA7)AL, $FAZT. 2 BEES 0 WA 35%9] od oA o] E-3)
Ab - FulE AbgeteE AW A20EIdSi0)E AASe  250mg(51%) 2] FAl IFEFES 53U
CigHaoCINOsHHOl T &k MS A%2kA]: 310, A4 310.

4

ol

@A B, 5-vIEAI-6-F 2 2-8-ME-1,2,3,3a,8,8a-F S0l 2Rl H = [1,2-c ] ¥ &

Akl 8973HE(0.63g, 2.0mmol)&  MeOH(4mL)%  N-ol&7huld| o] E-5-w| EA|-6-F £ 28| g -
1,2,3,3a,8,8a-8A}slol =21t =[1,2-c] 9 =(61mg, 0.2mmol)e] {Mol| 7}alar, 24x7F St SkFol A wuks}
Aok, Hkg EES deow P77 A HCI(B0mL, DS AMESY] pH=72 F3sid.  AAHES
CHCL,2 F&3ta, MgSO,2 AXAZ|aL, $FAZHT. = AAES 94 A4 azveagyz gAste] 14

TES 5590, CliCINOHHA T3t MS AlEA]: 238, A3 238.

Al 4

_12_



[0130]

[0131]
[0132]

[0133]

[0134]

[0135]
[0136]

[0137]

[0138]

[0139]

[0140]

[0141]
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5-glo] =5 Al-6-F 2 2=-8-7"-1,2,3,3a,8,8a-FAsto| mm I H = [ 1,2-c ] 9] =
NH

Cl

& HC1Z N-ol&7luld| o] E-5-1| A -6-F 2 2-8-WE€-1,2,3,3a,8,8a-AALalo] =2 QU] [ 1,2-c] T E (A A 4 3,
G AZF-E)(61mg, 0.2mmol)e] &N wha 120Co|A wwtelich, wks a8 Aeom WZhA7|a H4
AZoR FEAAG. % ANES o4 A4 AzvEaduz ZAste TA HAES FSIAG.
NMR(ds-DMSO 300 MHz) & 7.04(s, 1H), 6.73(s, 1H), 3.52(m, 1H), 3.22(m, 2H), 2.83(m, 3H), 2.41(m, 1H),
1.18(d, 3H) ppm. CyHyCINOHHOl thgh MS AAFA]: 224, A 224,

AAle 5
6-F22-8-vd-1,2,3,3a,8,8a-FAl3o] =R QI E| = [1,2-c] ¥ &

NH

Cl

A A, N-o &t o) E-5-3lo]| 2 A]-6-F 2 2-8-1|E-1,2,3,3a,8,8a- Ao =2 1 W [ 1,2-¢ ] 7] S(¥H&-2]

1

olo

BBrs(3.7mL, CH,Clys 1.0M)E CHClo(32mL)% N-o&7lulv| o] E-5-H| EA-6-F 2 2-8-H[¥-1,2,3,3a,8,8a- A}

stol=z el [1,2-c]F S (AA o 3, DA AZRE])(0.49g, 1.6mmol)e] EHo| 7}atar, Ao wha wukal
PiA= IeFe] BBryE H0(10mL)E A7kste] AAAZI, 23kd 4 NalHC0,(50mL) 2 €4(50mL)=

ARG, f7] FE2L WSO AEANIL, BEAA FA FFES 1555, ol F7H) Al AE

SFTE. CisHisCINOsHHO Tigk MS AJARA]: 296, A=X]: 296.

9GA B, N-o&Ftulu o] E-5-dlo| EZA|-6-F 2 2-8-1|E€l-1,2,3,3a,8,8a-AA}slo] B2l H x=[1,2-c]HE, 0-E
YEZEF 2retd T ol E
9219(0.23mL, 2.85mmol) % EZF2WebdEA F4E(0.32mL, 1.90mmol)S CHyClo(10mL)E N-of & 7))

H o] E-5-3lo| EZ A -6-F 2 2-8-H|"-1,2,3,3a,8,8a-dA}slo| =28 x=[1,2-c] ¥ =(0.28g, 0.95mmol)e] &N
o 7F&tar, 1.5A1%F FobF AH2oM mukeTh. WFSES CHCl,(10mL) 2 3XA]71ar, H0(10mL), 4

HCI(1.0M, 10mL), ¥3}¥ 44 NaHCO;(10mL) % 4(1omL)E M AHEFE. 7] FEES MgSOE AFRA 7|,
FEANA FA AFAES F53ta, olF Frto] AAGe]l AFEEAT. CellFCINOSHION thak MS Al4kA] 1 428,
AZ2]: 428,

@Al C. N-olle7lulro] E-6-F 2 2-8-WE-1,2,3,3a,8,8a- Ao =20 W = [1,2-c ]9 &

MeOH(0.5mL) = DMSO(0.5mL)Z N-of & 7}ulr o] E-5-3}o]| =2 A|-6-F 2 2-8-HEl-1,2,3,3a,8,8a- A} 5o =2l
d=[1,2-c]¥ &, o-EfEF2Hed I Y o|E(60mg, 0.14mmol), oFAIEAF Z&}&E(I1)(6mg, 0.028mmol) 2
1,3-8] (gl £ ) T2 3 (12ng, 0.035mmol) 2] EgHEof Et,N(0.2nL, 1.4mmol)E 7}eb3ich. A" &g

E8 A7 Fok 80TColA muke & Aoz JYZAIFHY, kg EFES EtOAc(5mL) 2 3AA71 % H0(2m
L2 AASGL. 7] FZ2ES NeS0,2 AZRA T, 5FAA 16mg(35% F8&)9 A FEe 4=

= F7kel AAglol AFEskth.  CilisCINOHHOl Tt NS A%kA]: 280, A=4]: 280.

fFar, o

o

_13_



[0142]

[0143]

[0144]

[0145]

[0146]
[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]
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@A D. 6-FEE-8-7E-1,2,3,3a,8,8a-F et Q1 H [ 1,2-c ]3] &

BA SES AAd 49 oz N-o|ditulr o] E-6-F R 2-8-WE-1,2,3,3a,8,8a-FA}5lo] =2 QI 2=
clFEE A3t AxSAY. 2 AANES I A F2RvtEOHIE AASY A FFES ?Efﬂ‘i’it}
CiHyCINHHO T3k MS AIXEA]: 208, X=X 208.

5-(4-ZF o 2l A LA )-6-F 2 2-8-1E-1,2,3,3a,8,8a-FAFo| =2 AW = [1,2-c]H =

F
\Q\/o NH

Cl

@A A N-oEIelE o] E-5-(4-ZF 0 2 A A )-6-F 2 2Z-8-1|8-1,2,3,3a,8,8a-AA} o] =Rl H = [1,2-
clFZ(ke4 1)

4-Z2F 07wz BEulo]=(23uL, 0.19mmol) % EAFZH(100mg, 0.78mmol)S oIHNEYEZH(3ml)F N-o &7}
vl o] E-5-3lo]| EE2A|-6-F 2 2-8-1|E-1,2, 3, 3a,8,8a- A} E}o| =2 = [1,2-c ] Z (A A 4 5, A

AZH-E])(46mg, 0.16mmol)<] Eool] 718k, 80Tl wAl wwkslch, W& S ALoz WzhA7|a, 3)A
SHAA FHEAZIL L0GmL) o] &3AIATE.  AAPFES EtOAc(3x10mL) 2 FEsHSth.  3dk /7] %%%g

MgSO, 2 AZRAIZIZ 5F5AA FA FES 5313, o5 F7F] HAIGlol AFESFATE.  CollosCIFNOsHI] T
3k MS AR 404, A=A 404.

G B. 5-(4-ZF L2 ASA)-6-F22-8-ME-1,2,3,3a,8,8a-3A}3lo]| =R W= [1,2-c] T =

A sgEs Arld 3, 9A BY JH oz N-d g7t o] E-5-(4-EF 22U %A )-6-2 2 2-8-1d-
1,2,3,3a,8,8a-FALsto] E2 QI H| [ 1,2-c |9 &5 AREste] AlZsleh. = APES A4 A4 ARvtEIY

2 AA st ¥A FFEL 55399 H NMR(d-DMSO 300 MHz) & 7.51(m, 2H), 7.23(m, 3H), 7.09(s, 1H),
5.18(m, 2H), 3.63(m, 1H), 3.27(m, 2H), 2.7-3.0(m, 3H), 2.45(m, 1H), 1.18(d, 3H) ppm. CiHCIFNO+H] )
3k MS AAkA]: 332, A= 332,

Al 7

5~ A G A -6-F 2 2-8-ME-1,2,3,3a,8,8a- A5l o] =2 H| [ 1,2-c]H &

@A A N-odipH o] E-5-wld SA]-6-F 2 2-8-"E9-1,2,3,3a,8,8a- Ao =R W [ 1, 2-c ] F] S (¥HE-2]

o[o

B4 3gES AAd 6, @A A9 W oz N-odIlulro] E-5-3lo]| == A -6-F R 2-8-WE-1,2,3,3a,8,8a-%
E(AAd 5, @A AZFE) Z wld B2efo]=E ALE3te] A FsT. = AAE
Ak, ColoCINOsHHO] Th3k MS AlAFx]: 386, AZ3]: 386.
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[0156]

[0157]

[0158]

[0159]

[0160]
[0161]

[0162]

[0163]

[0164]

[0165]

[0166]

[0167]
[0168]

[0169]
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@7 B. 5-wlA2A|-6-F 2 2-8-"E-1,2,3,32a,8,8a-AAlslo| =20l d = [1,2-c]-T &

YA 3RS AAd 3, 4 BY WHoZ N-dEitulu o] E-5-Hl A S A-6-F 2 2-8-1|El-1,2,3,3a,8,8a-AA}
stol =2 u|x[1,2-c]F &S AME3te] Az, X AAES 9 A A=ZvEaHIR AASIe] 1A

e FSaAY. NMR(ds-DMSO 300 MHz) & 7.28-7.60(m, 5H), 7.19(s, 1H), 7.10(s, 1H), 5.18(m,
2H), 3.63(m, 1H), 3.27(m, 2H), 2.7-3.0(m, 3H), 2.45(m, 1H), 1.18(d, 3H) ppm. CigHyCINO+Ho] th3F MS A
Ab=]: 314, A=x]: 314.

5-(2-EF o2 E LA )-6-F 2 2-8-1E-1,2,3,3a,8,8a-AA}3Fo| =2 = [1,2-c]H =

Cl

A A N-olgFlupe o] E-5-(2-EF e 2l A S A )-6-FE2-8-ME-1,2,3,3a,8,8a-ANA}slo] =2l ¥l = [1,2-
A

P SEES AAel 6, BA A W OE N-of Yrhrlro] E-5-sho] =% A|-6-F 2281 E-1,2,3,3a,8,8a-F)
Apstol =R QH (1, 2-c]H E(BA) 5, B ARVE) % 2-EFORNA BEvle|=E Agste] Axsr.
= AAEE F7he) Aol FEHUT. ColluCIRNOHHOl ol NS AA: 404, A33: 404,

@A B, 5-(2-FF2HAEA])-6-F 2 2-8-1E-1,2,3,3a,8,8a- ALl =21 H = [1,2-c]H &

#A srES AAld 3, WAl BY WHOo® N-o@7huH| o] E-5-(2-EF QL 2l S A))-6-F R =-8-m Y-
1,2,3,3a,8,8a- A sto] =2l H I [1,2-c]¥ & AMgSte] Alxs3ltt. = WS A A4 A=vtEgy)

2 AAE ¥4 ST £539ch. H NR(d-DUSO 300 MHz) & 7.58(m, 1H), 7.44(n, 1H), 7.25(m, 2H),

7.19(s, 1H), 7.09(s, 1H), 5.20(m, 2H), 3.63(m, 1H), 3.27(m, 2H), 2.7-3.0(m, 3H), 2.45(m, 1H), 1.22(d,
3H) ppm.  CiHiCIFNOHHO] thgh MS AAFA]: 332, ASA]: 332.

5-(3-ZFLZMA LA -6-FZ2-8-ME-1,2,3,3a,8,8a-FAlsto] =2l H [ 1,2-c ]9 &

NH
.
F

%74] A, N-dE7lulH o] E-5-(3-Z 2o 2l A 2 A))-6-FE&E-8-7E-1,2,3,3a,8,8a-3A}eto| =2 el d [ 1, 2-
A

BA 3leES A 6, ©hA AY Yo = N—oﬂ%a}u}wﬂo]E—5—6}o]E—%A]—G——;L?L?L—g—wﬂ%—1,2,3,33,8,83—21
Alslol E 2l (1, 2-c]H Z (M Ao 5, @A AZHE) 2 F-FFe2ME HInfo|=g Al&slo] Azs19T).
Z AAES F719 AAQle]l 531U tE.  CyHaCLENOsHHO] thak MS AJAFX]: 404, AZX]: 404.
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[0170]

[0171]

[0172]

[0173]

[0174]
[0175]

[0176]

[0177]

[0178]

[0179]

[0180]

[0181]

[0182]
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@A B, 5-(3-EF2HAEA])-6-F22-8-"E-1,2,3,3a,8,8a- ALl =2 H = [1,2-c]F &

FA SHFES A 3, @A B wWHoR N-odilupdo] E-5- (3— o=

Ao ])-6-222-8-wd-
1,2,3,3a,8,8a-AAL8lo| =21 H = [1,2-c]F && AM&3le] #2313}, § ES 94 A azvfEy

2 AAE %A FFES FE349ck. H NR(d-DMSO 300 MHz) & 7.38(m, 1H), 7.23(m, 2H), 7.14(m, 2H),

_ﬂ

7.02(s, 1H), 5.16(m, 2H), 3.58(m, 1H), 3.24(m, 2H), 2.7-3.0(m, 3H), 2.45(m, 1H), 1.14(d, 3H) ppm.
CioHiCIFNO+HO T3k MS AlMEA]: 332, A& 332.

AAldl 10

1,2,3,3a,8,8a-8A}slo| =2l d|=[1,2-¢c ]9 &

NH

WA A, 2,2a,7, 7a- Bl Eglelo]| B2 -Alo]| ZF R RE ] 1 dl-1-& (982 2

~

S E] Z(100mL) = 219 (1.2mL, 10.0mmol) % A o}d(1.6g, 25.0mmol)e] & ErH| o Z(40mL)F EZEER
olME Z2gto]=(3.4nL, 30.0mmol)9] &NS 7lstATt. AHE EFES FFANA 4AZE T wEESITE
SES Ao WA, AZoEE FI AFsta, AZoEE o HZ(2x100mL) = M. 771
S HO0(100mL)E  AlFEa, MgSO,® AXRAA L, FFAAG. 71 ZHFES MeOH(100mL) ol
Fa gHo] 0}A(5.0g) ¥ NILCI(4.029)& AA3] 71eksitt.  wbe EFES 3hRolAl WA wyt

EFES ALow WAL, ATolES Ed o, Ato]EE MeOH(200mL) = A& &}aL,
Z AAES 0 WA 35%2 ddE olAlElo]E~-EAM FHlE AlSSle AY AZRvPEIHI(Si0)E

oo 2 T
12 o
m{

ol
QL
38

(<0
-

t}
Lo
t}

off
32
= I

Akl 1.4g(89% - 2 ©ADe] ¥A HFEL FEath.  H MMR(CDCL; 300 Miz) & 7.24(m, 4H), 4.06(m,
2H), 3.63(m, 1H), 3.29(d, 1H), 3.10(m, 1H), 2.88(d, 1H) ppm.

@A B. 2,2a,7,7a-E| Eg}Slo]| ER-ALO| E R

)
=
2,
rO
r&
+
o
Ao
o>,

UEF olMEH | E(1.45g, 17.7mmol) % 3Jfo]=FA o}l slo]=2F 28] =(0.68g, 9.75mmol)E MeOH(18mL)
%= 2,2a,7,7a-H Eg}slo| e g2-Alo]| F 2 FEHa]dl-1-2(1.4g, 8.86mmol)e] &Ho)] 7}alar, vhal A Lo A wyt
Tt BkS fAS 3 FUAA FEAAT. AFES CHCL,(100mL) o &3ita, H,0(50mL) 2 A& 3}
i, MgSO,Z AFAIZIAL, FFAA FA SES F5311, olE F7F AAfle] AFESHATE. CyHyNOHe o
3k MS AR 174, A=) 174,

<A C. 3,3a,8,8a-H Ed}tslo] = 2-20-2-0}A}-Alo] 2 HEH a] 9l ¥l-1-2

Blod F2Zdlo]=(1.9mL, 26.4mmol)E 1,4-UJ22H(44ml)= 2,2a,7,7a-H Eg}dlo]| = 2-Alo] 2 e} a2l wl-1-
= 5A4(1.5g, 8.8mmol)e] &Yol 7psfar WhA] Ao M uwkeiqity.  whg-ES E3t® 4 NalC05(100mL) =
AAA71aL, EtOAc(3x50mL) & FE3I3Ath.  F7] FEES 5= AFHstaL, NgSoE ARA7|aL, FFAA F
Al sEHE 2 ool #lA Lol Al (regioisomer )& F53kL, ol& F7F AAglo]l AREsITE.  CyHNOHHO] o

gk MS AlAtA]: 174, ASA]: 174,

@7 D. 1,2,3,3a,8,8a-ALslo| =22l d=[1,2-c]¥] &

THF(44mL)Z  3,3a,8,8a-H E&gslo]| & 2-20-2-0}x}-Alo] E 2 A EFHa] A &N-1-2(1.5¢, 8.8mmol) 9] =y
THF(26.4mL, THFS 1.0M §-90)% LAHS] & lEsAzitt. A" &AE 70ColA 42 <k ugkst &
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[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]
[0190]

[0191]

[0192]

[0193]

[0194]

[0195]
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S H0(ImL), 448 NaOH(lmL, 2.0M €91) 2 H0(3nl)E ©AHE=Z H7}std
Ak, AAE EFES AolEE I oJysia, Mlo]EE wpEEd MeOH(200mL) 2 A& dlar, o A&
7 ° AE 53513, ol5 F7ie AAGl] AHEsTE.  CuHpN+Hel gt

&
>
to
o
ox

G E. N-35-5 e 7 o] E-1,2,3,3a,8,8a- A A eto] 2l H = [1,2-c ] &
O-33-549 f7lEv°o]E(2.0g, 9.4mol) % EAFFAYUYEF(4.0g, 47mmol)S H,O/THF(46mL, 1/1, v/v)=

1,2,3,3a,8,8a-dA}slo] =2 v =[1,2-c] 9 =(1.5g, 9.4mmol)2] &Ro] 7}alar A-2o|A whAl wakalge). Wl
£ EFES HOGBOML)E 3|AIA]7)aL, EtOAc(3x100mL)&E FZ38tqdtt. &3 F7] FEE5S MgSO,E AxA 7)1

FHEAZFTG. 2 AGEEIALNZAY £3E)S 0 A 3559 oE ofAE|lo|E-EAE FHIE AlgsteE AH
AZvEIYY(Si0) 2 AAStL 25t 110mg(5% & - 5 @A) FA 3FES 53R, CullaNOoHH

of thgk MS A4k 260, AEFX]: 260.

—

@A F. 1,2,3,3a,8,8a-AAlstol =2l d|[1,2-c] 9] =

N-3F-#-g 7l 0] E-1,2,3,3a,8,8a- A a0l =2 Q1 ¥ % [1,2-c] 9] & (110mg, 0.42mmol)& HCl &9 (5mL, 1,4-
OEAES 4.00 &)l Gafstar dolA 22413F S anbsiiny. WeES A FUAA FFAZG. =

AAES o ox Zzrteades AAste] ¥4 SRS £Sagith. H ONR(ADNSO 300MHz) 6

7.16(m, 4H), 3.71(m, 1H), 3.25(m, 1H), 3.0-3.18(m, 2H), 2.79-3.00(m, 2H), 2.72(m, 1H), 2.45(m, 1H)
ppm. CplN+ol ofgk MS AAEX]: 160, A FX]: 160.

AAle 11

6-F22-1,2,3,3a,8,8a- A} slo| =20 = [1,2-c]H &

S NH
Cl

G A 6-FE2-1H- (34 2)

32 o
o
rE
oo
ﬂ
E':
=3
—
o
S
=]
Z
LU
L
o
l
111
@)
&
a
w
>
ol
o
S
=]
S
il
o
Y
of

gul

0ColA 1A1ZF 5k mutalAT}. WeEe Aeo
, EEAA 6.92(76% - 2 DA HA HRES FEIAL, o5 F719 Al

Wl B, 5-FE2-2,2a,7,7a-H| Ed}eto| E2-Ato] 2 EEHa] 9 W-1-2

BA FFES A 10, 9A A W ow -FEZ-1H-¢1(3.4g, 22.6mmol)S AFE3te] AzsTH. =
AAES F7F AAglel F583Tt.

GA C. 5-F2E-2,2a,7, 7Ta-H Egsto| ER2-Alo] Z2 2 FEMa] A dl-1-2 4]

B SRS AAd 10, ©A Be WHow 5-FFF-2 2a,7,7a-HEg3Io|E2-Alo]F 2 HEHa] ol Wl-1-&
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[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

[0206]
[0207]

[0208]

SIHS351 10-2013-0047765

(2.0g, 10.4mmol)& AREslo] Az, = AHES F719] AHAglel 533t Cull CINOHHO sk MS
AakA]: 208, AEA: 208.

%A D. 6-F=22-3,3a,8,8a-H Edsto]| =2 -2l-2-0} A -Alo]| E 2 HEH ] A Wl-1-&

BA sEES AAd 10, ©A Y wWHoZ 5-F22-2 23,7 7a-HEgSo|E2-Alo]| F 2 HEHa]d-1-2
(2.0g, 10.4mmol)& AR&3lo] Az, = BAES F71e] HARel 53U C11H10C1N0+H°ﬂ ol gk MS

AR 208, A=3]: 208.

oA E. 6-F2%-1,2,3,3a,8,8a-3A}Eto| =2 = [1,2-c ] =

BA 33ES AA 10, @A Do WHOo R -F2=2-3,3a,8,8a-H ETlslo]| = 2-20-2-0}A}-Alo| F 2 FEHa] ¢l
d-1-2(2.0g, 10.4mmol)S AFE3t] Azt = AAHES F719 AGAgle]l 533t CullCINHIol o)
3k MS AAER]: 194, A=3]: 194.

oA F. N-33-REglutdo| E-6-F 2 2-1,2,3,3a,8,8a-AAlslo| =28l d|x=[1,2-c] 9 =

B 3ES Al 10, 9A Eo wWHozm -FZ=-1,2 3,3a,8,8a- Ao B2 H=[1,2-¢] 9] =(2.0g,
10.4mmo )& AREslo] Az, = APESFIIY AAglel 533t CiglloCINOyHIO) o gk MS AlAEA]
204, AZHA]: 294,

w9 G, 6-F22-1,2,3,3a,8,8a- Ao =2 W [ 1,2-c] 9 &

FA FggES AAd 10, @A Fe WHo R N-3g-FEH7PH o] E-6-F 2 2-1,2,3,3a,8,8a-AA}slo]| =2 20§
[1,2-c]T &S AEslo] Az, = ARES 9 A Z=ReEagRE ZA st 314 ES 5
srth. H NMR(de-DMSO 300 MHz) & 7.25(m, 3H), 3.71(m, 1H), 3.19(m, 2H), 3.05(m, 2H), 2.88(m, 1H),

2.77(m, 1H), 2.45(m, 1H) ppm. CyH;sCINtHO] tgh MS AAbA]: 194, A S50 194.

AAle 12

6-(2,6-T)ZF 9. 29d)-1,2,3,3a,8,8a-AAslo| =2l v [1,2-c] ¥ =

]

olo

oA A, N-3F-HE7pH o] E-6-(2,6-1ZF 2 29d)-1,2,3,3a,8,8a- Ao =2 o d| [ 1, 2-c ] 9] = (6

EAdEZ~A(2ng), oFAEA ZEE(ID(Ing), 2,6-0ZF o Zdd HE2(20mg, 0.12mmol) =D 4 ek}
EH(0.15mL, 0.3mmol)S oFHMEYEZH(InL)F (N-33-F-E7Mvo]E-6-F22-1,2,3,3a,8,8a- A5} =221
He[1,2-c]9Z(AA e 11, wA FEXE])D(30mg, 0.lmmol)e &M 7}atar, 24A17F =<k 80Tl A
ety WkS EIES =ZA7]3, EtOAc(Gnl)E 3|AA17]11 HOGmL)E AHsdrt. 7] FEES
MgSO, = Zﬂi/\]ﬂ—ﬂ, %%"]ﬁ —‘?—Zﬂ ﬁ]‘@'%% 4\‘%5}—7’— ]%‘ ‘7—r“ ]’/] ;GXJ]Oio] /‘]'%'5]'91‘:]'. szstFzNOz*'Hoﬂ =]
3k MS AR 372, A=) 372.

ot
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[0209]

[0210]

[0211]

[0212]

[0213]
[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

[0222]
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@A B. 6-(2,6-t&F 2. 25d)-1,2,3,3a,8,8a- A3 o] =21 H| = [1,2-c] 9 &

FA FES AAd 10, 9 Fo WEe s Axsdrt. = BAES 9 AA aRvtEIHIE GAE]
S 5. CullFNHIol & NS AAEA]: 272, AZX]: 272,

=

AAl 13
5-vlE-8-md-1,2,3,3a,8,8a-FAbeto] =R H [ 1,2-c] ¥ &

NH

GA AL 3m-EEH-ok T HAE A" o =E 2 (k2] 3)

KHMDS(4.0g, 20.0mmol)E THF(200mL)F o€ [R]2(2,2,2-EE|EF 0 2~ SA]) E 23 d oA H o] E (4. 7nL,
20.0mmol) % 18- 2}--6(10.6g, 40.0mmol)2] &-Mol -78ColA 7}slar, 30+ F<F mUHEIGIT, m-EF <o
SFol=(2.1nl, 18mmol)E 7}skal WHE E3HES 3AI7F FoF -78C WA A2oA ulwk . RS

AAH(IM & 100mL) o2 AAXAZIL, FAHES EtOAc(3x100nL) 2 F=3IPTt. #7] FE2ES 95(100mL) =
AFsta, MgSOE  AXAIZIAL, FFAA FA FFES F53t32, oE F7F AAglel A&t

CioHpOotHoll 3k MS AlXER]: 191, A=X]: 191.

@A B. 1-Wld-4-n-EF-9 S H-3-7}5 A4 dE o =HE

2A ggtes AAd 1, @A Co Ho R 3p-Ed-ola it o’ o 2 =(18.0mmol ) S AM&Ete] A28
. F AAHES 10 WA 50% oE olMEHo|E-gat FulE A&t AY AZvEIHF(SI0)E HAS
4.7g(81% - 2 @A BA FFELS FEAUTE.  ColpNOotH that NS AAEX]: 324, AZ=x]: 324.

@A C - E-d-m-EE -] S d-3-7k A4

-l A -4-n-EE-9 2 d-3-7H5 A4t 2H 2(4.6g, 14.5mm0l)E 4 HC1(73mL, 18.0M) <ol @EA]7
aL, 80°CelA WAl mwtsgitt.  wkg EdEs 3 SEAA EFA7IA A 2elel T CiglaNOsHHel
uigk MS AlAEA: 296, ASA]: 296.

GA D, 2-WA-5-v"-2,3,3a,8a-H| Eg} 50| = 2-1H-2-0}A}-Alo]| F 2 HEF a] 9 Wl-8-2
DNF(16 W&) 2 243 Zzgo]=(4.1nL, 43.5mmol)E CHxC1,(29mL)% 1-¥ ¥ 22| d-3-715 2 At
(4.3g, 14.5mmol)e] Mol 0ColM 718liet. Whe EFES W) Ao witdt 5 3d FHAA FFA
715 oW AAlglo] 7 #@lel FAT.  CHCL(29L)F AF ZReo]l= F3hAle] &8 CHClL(29mL)F
AIC13(4.9g, 43.5mmol)e] &ell 0ColA AMA3] 7Fakodth. wke EFES 3AF ¢ 0T WA Ao A ank
g F FEUES 23} 8o0(200nL) & AAE] Hrbsted AT BdES CHLCL(3x100mL) 2 FF 8l
FEES s AlFGAL, NeSo,2 AXA7IAL, sFAZT. = AAEES 10 WA 50% ol'E ofAlE o] E-
A2 HIE AbgelE Ay ARntE2Y9(Si0,) 2 AAske] 0.91g(23% - 2 ©ADS] FA 33E 2 0.12g(3%
2 vADel #ALo A 2-MA-T-vE-2,3,3a,8a-H| E&}e}o] =R -1H-2-0bA}-Ato] FR A EH a] 9 W-8-2 &
FESITE.  CioHiNOHHOl tigk MS AlAbx]: 278, HEX]: 278.

i
,.J;
B
m}m
.
&

w

oA E. 2-¥lA-5-ve-8-w| & @-1,2,3,3a,8,8a-AA}slo]| & 2-2-0}A}-Alo]| F 2 FE H a] ¢ El
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[0223]

[0224]

[0225]

[0226]

[0227]

[0228]
[0229]

[0230]

[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

[0237]

[0238]
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A EES A 1, 97 Do WHoz o-wlA-5-uE-2 3 33, 8a-H E #}3}o] = - 11-2-0}x}-Alo] Z = 7
8-2(3.2mmol )& ARE3te] AZ3GTE. = AHES odE oMAHCOIE-FAM(E/1, v/v)oE §FA]Y

R
Eh= A
gz Gkl 0.88g(98%) 2] F-A| SFES FEETH. Gyl N4l Siak NS AR 276, A=A

g}

-

I1dl-
27k <

oA F. 5-HE-8-1€-1,2,3,3a,8,8a-ANA}3Fo| =2 Q| = [1,2-c] 9 =

A4 eSS AAd 1, 94 Eo #hio s 2-wiAE-5-wg-8-mwgd-1,2,3,3a,8,8a- A}l o] =R -2-0}x}-A}o]
QEI(3.2mol) & AMEElY] AxsA. BARO 2 ANES A AA AxviEIHY R FAS)

A SRS S5, H NMR(dDISO 300 MHz) 6 6.98(m, 3H), 3.55(n, 1H), 3.25(m, 2H), 2.85(m,

SH), 2.45(n, 1H), 2.24(s, 3H), 1.22(d, 3H) ppm. CighiNHHOl Th3E NS AREA]: 188, 2310 188,

Ao 14

4-m|el-g-W&-1,2 3,3a,8,8a- Aol =2 w-[1,2-c]F =

A A, 3-o-Ed-otT LAt olE o ~H (92 3)

A BEES WA 13, @A A WUOR -EFATSII=(9.0moD) E AHgStel AzAAG. = AYBS
F7re] AAlel FESFATE. CollyOHHel 3k NS A4k 191, A 191,

)
A SRS AN 1 W
AZSIT. 2 AAEE 10 WA 508 o e ohAlElol=-et TS ok ARl AzelEA(Si0)R A

=
Adhe] 2.30(79% - 2 DAY FA| FHEES FEFATE.  CollNOAHS] T NS AAA: 324, AZ3: 324,

A col WHoR 3-o-EF-ola U ofd o 2E|=(9.0mol)E  AHgEte]

q
i

B RS AAd 13, @A 0o o 1-MA-4-0-52-3 22| d-3-71 222k o g of| 28 2(7. lnmol ) &
AL&3Fe] A 23S ] S350, CuollyNOHIol T8k NS AlAFX]: 206, A=

296.

)
o=
oX
1
filo
o
N
o
oX
2
£

o

G D, 2-wlA-4-wWE-2 3 3a,8a-H Eg}3}o] = 2-11-2-0} A}-Alo] S 2 HE} a] ¢l Gl-8--
B4 SFES AN 13, wA DY WHow 1-Md-d-0-5Y-7] S22 P-3-7- 2 A 2H7 Immol) & ALEete] A%
k. = AAES 15 UA 60% EtOAc-FAF g o] gshs Ay ARvEIHY(SI0)E FAEY
Al B3ES FEFATE. CollNOHIol ek NS AREA]: 278, A0 278.

o
~
[9¥]
R
w
N
=
|
N}
oy
2
©
4m

G E. 2-91A-4-wE-g-v| " -1,2 3,3a,8,8a- A5l o] =7 -2-o}A}-Ato] E R EH a] 91§

B 3tES AAld 1, 9A Do WHom 2-wlA-4-ve€-2 3, 3a,8a-F] Ed}slo] =2 -11-2-0}x}-Alo] 2 = E}
[a]Qlel-8-&(2.6mmol ) S AF&3lo] AZ3HAT. 2 AAES EtOAc-A2H3/1, v/v)o2 £3A7)= Agy =
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[0239]

[0240]

[0241]

[0242]

[0243]
[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

SIHS3S 10-2013-0047765

Y2 GAste] FA SHES FESIGITE. CyluNtHel tigh MS Al4tA]: 276, AS5A]: 276.

GA F. 4-v9-8-w€-1,2,3,3a,8,8a-FAato]| =2 H| [ 1,2-¢] 9] =

FA FFES Aol 1, @A B wyor 2-wld-4-vd-8-vdd-1,2,3,3a,8,8a- 8 A}5}o] E Z-2-0}A}-A}o]
SZMEHalJAN(2.6mmol )& AHESF] Azttt EHFS] = AHES A4 A ARrtEIHAE ZAS
o] ¥4 SFES $55ATH. H NR(d-DMSO 300 Miz) & 7.10(m, 1H), 6.98(m, 2), 3.72(m, 1H), 3.48(m,
1), 3.22(m, 1), 2.97(m, 21), 2.72(m, 1), 2.45(m, 1H), 2.21(s, 3H), 1.22(d, 3H) ppm. CysHyN+Hel o g+
NS AAEA]: 188, AZA]: 188.

AAl 15
6-mE-8-m9-1,2,3,3a,8,8a- et =2l E| [ 1,2-c ] 9] &

NH

G A, 3-p-Eg-olT @t e o AE 2 (3L 3)

HA setes AAld 13, @A AS] o p-EFdEstel =(4.5mol) S ARESte] AlxzsY. = A=
7k AAQlel 58T CpoluO el tigk NS AlMkA]: 191, A4 191.

@Al B, 1= d-4-p-E- E2d-3-7H544E o" o=

FA SEES AAd 1, @4 g WHez 3p-EH-ofmadll od d2HE(4.5mmol)E AFE-38}]
Az, 2 AAHES 10 WA 60% EtOAc-FAF Fu|S o] &dle Ay ARnEIHI(Si0) R AAse]

1.15g(79% - 2 ©AD S A 33FES FE5UTE. CoulyNOstHe] e NS AAEx]: 324, A=x]: 324.

oA €. 1-HA-4-p-E-9 Z 8 U-3-7H52 %)

WA SRS AAel 13, WA Col Yo 1-Nd-dp-B Y- Ee W37 o ol 28 2(3.6mol) &
AREEFe] A ZE AT, X AAES F71e AAIgle]l 5T, CioHyNOHHO W3k MS AR : 296, A=H]:
296.

—_

By

97 D. 2-WA-6-wE-2, 3, 3a,8aH E&}s}o]| = 2-11-2-0} R} -ALo]| E 2 HME} a] Q) ©l-8--&

Ba e AAd 13, ©@A Do Wiloeg 1-WE-4-p-5H-YEFH-3-71 5423, 6mmol ) & AHE3Ee] AlZ
st = AAES 15 WA 60% EtOAc-E4t FulE ol&steE AW AZrEIHI(Si0) =2 AAISHA

0.50g(50% - 2 @A) {7 3 531k, CHNO+Ho Tk MS AlMEA]: 278, A=X]: 278.

oA E. 2-WlA-6-we-8-w| & 2-1,2,3,3a,8,8a-AA}slo]| = 2-2-0}A}-Alo]| F 2 FEH a] ¢l |l

2 3etES AAd 1, @4 DY WHow 2-wlA-6-1E-2,3, 3a,8a-H Eg}slo] = Z-1H-2-0} A -Alo] S Z A E}
[alVd-8-=(1.8mmol )& AFE3le] Azt = AAHES EtOAc-HLH3E/1, v/v)o2 &A1& A8t &
Y12 GAste] FA| SFHES FEIITE. CypluNtHel digh MS Al4kA]: 276, HSX]: 276.
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[0254]

[0255]

[0256]

[0257]

[0258]
[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]
[0266]

[0267]

[0268]

[0269]

SIHS351 10-2013-0047765

@Al F. 6-HE-8-mE-1,2,3,3a,8,8a-dAleto] EER1H = [1,2-c] T &

EA 3EES AAd 1, @A Eo] WHow o-wld-6-vE-8-mdl-1,2,3,3a,8,8a-AA}5}o] = 2-2-0} &} -Alo]
SEAEHal A (1. 8mmol )& AF&3te] Axrh. FFHZFO = AAES I HA ARvEIHIE FA S

o] ¥4l FREL FSedT. NMR(ds-DMSO 300 MHz) & 7.00(m, 3H), 3.61(m, 1H), 3.30(m, 2H), 2.9(m,
3H), 2.42(m, 1H), 2.27(s, 3H), 1.22(d, 3H) ppm. CysHyN+HOl ik MS AJAFx]: 188, A=x]: 188.

AAld 16

7-HEl-8-1El-1,2,3,3a,8,8a-AA}Eto| =2l H =[1,2-c] ¥ =

NH

A AL 2-A-T-WE-8-W e @-1,2,3,3a,8,8a-FALEFo] =R -2-0}x}-Alo] SR HEH a]

=

(Wk-g-24] 3)

BA FES AA 1, @A DY WHoz 2-mMA-7-wWE-2 3 3a,8a-H Eg}slo] = 2-1H-2-0}x}-Alo]| F Z HE}
[a]El-8-& (A A e 13, @A DERE, #X 201444 (0.43mmol ) S AF&3te] AxePTE. %= AAFES EtOAc-
SXH(3/1, v/iv)o R SEAYIE ATt YR AAGte] BA IJTES F5ESIATE. CyluN+Hel tisk MS Al
AP 276, AEX]: 276.

oA B. 7-H€-8-1€-1,2,3,3a,8,8a-AA}sto| =2 [1,2-c] =

A FFES AAle 1, 9A Eo] Wgoer 2-uld-7-ve-8-ved-1,2,3,3a,8,8a- A A}l o] =2 -2-0}A-ALo]
F23EHalAR(0.43mm01) & AHE3Fe] AxaSivt. EHAFY 2= APES A A ARvtELRYE A

o] %A §F}ES FSardth. H NMR(deDMSO 300 MHz) & 7.05(m, 3H), 3.62(m, 1H), 3.39(m, 2H), 2.99(m,
3H), 2.77(m, 1H), 2.28(s, 3H), 1.27(d, 3H) ppm. CyHyN+HOl ok MS AAEx]: 188, A=xX]: 188.

AAE 17
4272 2-8-md-1,2,3,3a,8,8a-FAbeto] R H [ 1,2-c] ¥ &

F

G AL 3-o-EFE-olaHAL ofld o 2 = (¥HE-2] 3)

BA SEES A 13, WA A9 WHo g 2-ZT 2o 2wl =od5l0]=(9.0mmol ) B AFEEIY] AT, =
APES F719] GAIgle]l 53T, CullFOAH gk MS AlAEA]: 195, A5 195.

@A B, 1-W1E-4-0-FF 0 2-9 FEdU-3-71E544 od g EHZE

A geES AAld 1, @A Co WO 3-o-EFE-ofA gt " o AH2(9.0mol)E ARESF] Alx3)

h=} =
Aok, &= APZES 10 WA 50% EtOAc-4F FullE AMESh= AR AZnfE T3] (Si0) 2 FAste] F-A s}3t
ES AR 82 5P, CyHpFNOAHA thdk NS Al4EA]: 328, A=X]: 328.

_22_



[0270]

[0271]

[0272]

[0273]

[0274]

[0275]

[0276]

[0277]

[0278]

[0279]

[0280]
[0281]

[0282]

[0283]

[0284]

[0285]

ZINE3 10-2013-0047765

WA C. 1-WE-d-o- BT 0 2o Bel9-3-7434

FA sREs AAd 13, WA CY e =
(9.0mmo)E ARE3lo] AlxsAT. 2 BAHES F7F] AAIRlol 58T CisHiFNOy+He Eﬂfﬂ NS AlREA]:

300, A3 300.

1 o
o
fi
Ak
T,
w
N
dz
>,
2
é
2
> >
2
i

=
o

A D, 2-WE-4-FF 9 2-2,3,3a,8a-H Egleto] =2 -1H-2-0FA-Ato] S 2 3 [a] 71 ¥l-8-

24 3eES A4 13, @A Do WhHo R 1-¥ld-4-0-ZFQ 2-1 28 d-3-7}E 229, 0mmol ) & AFEE}o]
Az, = AEES 0 WA 50% EtOAc-3AF FHlE AMgste A" AZnEIHI(Si0)2 A ASHe]
0.59g(23% - 4 @A) A 3ES 581, CgHiENOHHOl &k MS AAEX]: 282, A=x]: 282,

A E. 2-¥lA-4-ZF 0 2-g-udd-1,2,3,3a,8,8a-A}8lo] = 2-2-0}R}-Alo]| F 2 HEF a] 21 9l

FA SHES AAel 1, @A Do W R 2-MlW-4-FF 2 2-2,3,3a,8a-H Ee}ato| = 2-1H-2-o}Ap-Afe] R
et al 1 -8-2(2. lmmo 1) & A}ﬁé}oq Az, = AES EtOAc-FRH(E/1, v/v) o2 &&A17]= A7)
Seaw AAlste] w4 SRtEs TS CoHsPNH BiEh MS AREA]: 280, A5A]: 280.

@A F. 4-ZF 2 2-8-""-1,2,3,3a,8,8a-AAI3to| =20 H| = [1,2-c ]9 &

EA GRS WA 1, WA B9 WHoR 2-d--EF e 2--0lFRI-1,2,3,3a,8,8a- B AFsho] = 20} 1~

)

=
AtolE 2 HEHalJIHI(2. lmmo )& AFE-8Fe] AU TE. FHFY = AHES 94 AA A=2vtEaI= A
Aol Al BHRHEL FSagh. H NMR(dg-DMSO 300 MHz) & 7.26(m, 1H), 6.99(m, 2H), 3.83(m, 1H),
3.39(m, 2H), 2.99(m, 3H), 2.51(m, 1H), 1.26(d, 3H) ppm. CpHuFN+Holl thak MS AALx]: 192, A=x]: 192.

AAlef 18
5-EFQ2-8-1E-1,2,3,3a,8,8a- A} slo] =2 A = [1,2-c] 3] &

NH

G A 3 m-EFE-ofaEAL ofld o 2 2 (¥HE-2] 3)

3Fe] =(18.0mmol ) & AFE3le] A3, =

A eSS A 13, 9A AY WHoR p-ZF o 2wz
NS AAEA: 195, AZFA]: 195.

=
BAES F7ko QAR FEHAT. O] R

@A B, -8 -4-n-SF 29 52| d-3-7} 524t dE o ~HE

FA eSS AAld 1, @A Co] WHoR 3n-EFZ-ola8lt g o 2H Z2(18.0mmol ) E AFE-3te] A=
stk & AEES 10 WA 50% EtOAc-3 Ak ?HHE AbEstE A AZvETHI(SI0)E AASY FA st
FES AFH FEE F5IUTE. CollFNOHHO T3k NS AIMEA]: 328, AS5%]: 328.
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[0286]

[0287]

[0288]

[0289]

[0290]

[0291]

[0292]

[0293]

[0294]

[0295]
[0296]

[0297]

[0298]

[0299]

[0300]

[0301]

ZINE3 10-2013-0047765

FA gEES AAd 13, @A 9 #Hyez 1-WA-4-n-ZFLE2-9EHU-3-71545F old
(18.0mmol) & AR&3ste] AxeAvk. = APd=S F7he] AAglel =533, CillifNOAHl gk NS Al4EA]
300, A=5A]: 300.

my)
)
(e
¥
=,
i)
3
mlu
-

Q. 2-2 3,3a,8a-H Eg}slo] =R -1H-2-o}A-Ato]| F = A EH a] 2l Wl-8-=

Ao 13, &7 Do WHoR 1-WE-4-n-EFQ2-IE2 U-3-7H5 2 4H(18. 0mmo 1) & AFE-3}o]
Az, &= AAES 0 WA 50% EtOAc-A4t FulE AMgste A AErEIHI(SI0)E AASH
2.7¢(53% - 4 @A) FA FFES F5ATE. CliFNOHH thek NS AlMEX]: 282, A FHX]: 282.

=]}

g

@A E. 2-Wld-5-ZF 2 2-8-"d#-1,2,3,3a,8,8a-ANAI3} o] == -2-0}x|-Alo] S Z A E}[a]

o

EA eSS AA 1, @A DY WEo R 2-MlA-5-ZF 9 ®-2 3 3a,8a-H E&dto] = §—1H-2-o}x}-4o1a§
HAEHalAA-8-2(9.6mmol ) S A3l A Z3AT. ZF BAHAES EtOAc-FLH3/1, v/v)e®E &FA7]|= 287t
ZH a2 At HA e 5. ColgFNHHOl tidk MS Al4bx]: 280, AZ=X]: 280.

GA F. 5-ZF 0 2-8-1€-1,2,3,3a,8,8a-AA}3lo| =2 H| = [1,2-c] 9=

EA FFES A 1, @A Eo] WHowm o-wld-5-FF e 2-8-wEdd-1,2,3,3a,8,8a- A} 0] =2 -2-0}x}-
Atol E 2 al A (9.6mmol ) S AFESI] AT, EHF = AHES 94 A IA2nEIYIE A
Aste] ®A BHFES FE89ck. H NMR(A-DNSO 300 MHz) & 7.18(m, 1H), 7.02(m, 2H), 3.68(m, 1H),
3.33(m, 2H), 2.98(m, 3H), 2.45(m, 1H), 1.21(d, 3H) ppm. CpHyFN+HOl o3k MS A2EX]: 192, A =X]: 192,

ARl 19
6-=F22-8-1e-1,2,3,3a,8,8a-FA}slo] =2 A = [1,2-c] 3] &

NH

GAl A, 3-p-EF e R0l HA ofel o AEH = (Y34 3)

PA SFES A 13, @A AY WHOoR p-EF e 2WM=dsel=(9.0mol) S AHEEte] AxsAT =
ARAES F719 AARle] 538t CullFOAHo 3k NS A4k 195, A=) 195,

oA B, 1-18-4-p-ZF 2 2-9 ZF-3-7} 224 o o AHE
B S3ES AAY 1, @A (Y WHoR 3-p-ZF 0 Z-olA A o8 o AHZ(9.0mmol ) E A&t A =38}
Ak, = AAES 10 WA 50% EtOAc-EAF T-HlE ALg3lE A™ AZvE 29 (Si0)E AAste] FA 3}gt

S ALY 82 F53AUT. ColaoFNOLAA T3k MS AlMEX]: 328, A S5X]: 328.

1-Wld-4-p-=

= 2 FoR-IEYU-3-7EA oY clzHE
(9.0mmol) & AR&ste] Az, = Ad=S F7hel AAlel +5

S TE. CgHigFNOy+Hell i3k MS AlXEA]:
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[0302]
[0303]

oA D, 2-wlA-6-=

RESs S
1.12g(44%

[0304]
[0305]

2-2,3,3a,8a-H Egsto| =2 -1H-2-0}A-ALo] &

50% EtOAc-3AF S-S Algsl:= Ay

ZINE3 10-2013-0047765

8-

BER

2 3EHa
2 2-¥ 58 Y-3-7H3 229, 0mmo1 ) & A}-&-3Ho]
AZRE S (Si0,) 2 A 8k
CiaHiFNOHHO! ek NS AlxkA]: 282, ASA]: 282.
ZAeHalQdl
29 2-2 3, 3a,8aH E# s o] E2-1[-2-0}A-Alo] 22
71 A7}

3

_E'_r
2R 3FES AAd 13, @A DY #Hozm 1-HA-4-p-ZF
Z AAHES 0 A
-4 @A) FA FgES 555
oA E. 2-91A-6-ZF o 2-g-wd-1,2,3,3a,8,8a-3NALE}o] E & -2-0} A -A}o] &
FA stES AAld 1, @A Do WHe=R 2-Mld-6-5F 3]
HeH al 2 wl-8-2(4.0mmol )2 AF&3lo] A %3} o ANES EtOAc-EAH3/1, v/v) o2 EFA]7]
Zela2 AASI] BA SddES F53TE. CuolliFNtHel digk NS Al4kX]: 280, A3X]: 280.
[0306] WA F. 6-ZF 9 2-8-1E-1,2,3,33,8,8a-dA}3tol =gt =[1,2-c] 9=
[0307] FA 3gES AA9 1, @A Eo WyoR 2-wld-5-ZEF e 2-8-we-1,2,3,3a,8,8a-dA}Elo]| = 2 -2-0}A}-
AtolE 2 HEHal 1 dI(4.0mmol )& AFE8F] AZ3FATE. FHFY = AHES 94 dA A=2vtEaIR A
Aste] ®A F}FES FESATH H NMR(dg-DMSO 300 MHz) & 7.18(m, 1H), 6.99(m, 2H), 3.62(m, 1H),
3.29(m, 2H), 2.87(m, 3H), 2.45(m, 1H), 1.22(d, 3H) ppm. CyHyEN+HO th3F MS AAEX: 192, A=X]: 192.
[0308] A A4 20
[0309] 5-F=2=2-8-"E-1,2,3,3a,8,8a-dAlslo| =22 dx=[1,2-c]T]
cl NH
[0310]
[0311] A A, 3-m-EF22-0}THAk o o 2H= (g2 3)
[0312] A 3FES A4 13, 9A AY oz 3-F2 2wl 2YHslo] E(9.0mol ) S AMEste] AZsIAT. = A
AELS 719 AAIQel £539t. CuHiCl0.4He] tigk MS AER]: 211, A== 211.
[0313] @A B. 1-M14-4-n-S 2 2-9 Z2|d-3-7H5 A4 g o ~HE
[0314] A 3tdES Ao 1, 944 Co WHoR 3-m-F2E-ofaEA o8 o 2H Z(9.0mmol)E AFE-SFe] A Z35HS
o = AAPES 10 WA 50% EtOAc-4F ol s AlEste Ad I ZetEadd(Si0,) 2 AASIe] A4 3tdE
AFA g8 FEIYTE. ColuCINO+HO] ek MS AALR]: 344, ASX]: 344,
/\ETA
I 02 -MA-4-p-F22-T 2 U-3-FHE 24 o  of 2~H 2 (9.0mmol )
= AAES F71e AAglel 531, CiglisCINOtHol ik MS AlAkA]: 316, A
aleldl-8-2

@7 €. - A-A-n-F 2295 Y-3-7}
Jel 13, @7 Col ®
o=

[0315]
[0316] A 3}
316.
— 25 —

dwe A

ARE-ste] Alzs 3Tt

=1k
A D. 2-WA-5-F 2 2-2,3,3a,8a-H Eg}ato] &2 -1H-2-o} A -Alo] F £ 3 E}

[0317]



[0318]

[0319]

[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

[0327]

[0328]

SIHS3d 10-2013-0047765

24 3gteS AAld 13, @A Do WHow 1-Md-4n-F22-9E2d-3-715 429, 0mmol ) S AFE-3le] A
Z&Ac. = AAES 0 WA 50% EtOAc-4F & Algsls Ad ARvlEIHI(Si0)E AA|EH

0.59g(22% — 4 ©ADC FA 3gE 2 0.20g(8% - 4 @A) @A LA 2-MA-7-F22-2,3,32,8a-HE
g}slo] = 2 -1H-2-o}x-Alo]| S = AMEH a] A W-8-2-5 AZ3FATE. CisHcCINOHHO wheh NS AlAkA]: 298, A SA]:

298.

oA E. 2-¥lA-5-F 2 2-8-vdd-1,2,3,3a,8,8a-A A5l o] =2 -2-0}x}-Alo| F 2 HEHa] ol

A SEE AN 1 9 DSl WY 2 A5 FRE L, 5 dat B Gol S Ui 2ob-Alol g
EHal 1 d-8-2(2.0mmol )& AREste] Al x8tth. = YA ES EtOAc-FAHE/1, v/v)E A7 A2t <
Ham gAste] §A| setaES TSI, ColisCINHHO Bk MS AR 296, A5 296.

me &,

@7 F. 5-F2=2-8-vd-1,2,3,3a,8,8a-Al5}o]| =2 -2-0}A}-Alo] S 2 FEF a] Sl |l
ACE-C1(1.08mL, 9.9mmol) 2 K,COs(1.4g, 9.9mmol)Z DCE(10mL)ZF 2-¥1Z-

5-
Apafo] = 2-2-obx}-Atol Z 2 MEHal 1 H(2.0mmo )€ Fho] 0CAA Fhsich. g EFES 308 F 0T
A A F, 60T WA ettt W EFES AOIEE B ofwetm AetolEE CICLE A%
40°C

S2=2-8-vd-1,2,3,3a,8,8a-3)

9

3taL, oJAe FHAATC. 7}11}131]015 Z7HAE MeOH(10mL) ¢ &3)35t1 oA 1AZF Fob wHk3FATE,
LAS Aoz YA FH FTIAA FFAZT. CplpCINtHA gk MS AlAER]: 206, A5 206.

@ G N-3H-E Fhubrle] E-5-F R R-8-vd|l-1,2,3,3a,8,8a- F A8l o] E 2 -2-opA-Abo] S 2 A B [a] Q1K

t-359-%¢ t7}5 4o E(0.43g, 2.00mmol) 2 DIEA(1.0mL, 6.0mmol)S CH.Cl,(10mL)Z= 5-F2=-8-vedl-
1,2,3,3a,8,8a-&A}8lo] =2 -2-o}x}-Alo] Z 2 HEFH a] A €1 (2. 0mmol ) 2] &Nl 0CAA 7F8Fgict. vk &3

H
0T A AedA 2A7 EQb Wi F 4 HCIGmL, 0.0 AFAAG. 7 FEEL 9
AHFIL, UgS02 AN, FHEAA PA AFES ABH FEZ FESHUG. ClCINOHo] TIF I

AR 306, AEA]: 306.

9A H. N-33-F¢ Ziuldo]E-5-522-8-1|el-1,2 3,3a,8,8a- A 5}o] EZ2-2-0}x-Ato| S 2 HEHa] A &l

N-33-5-¢ FhlH| o) E-5-F 2 2-8-w| e dl-1,2,3,3a,8,8a-AA}3fo] = 2-2-0}R}-Alo| F Z 3 E a] 219(0. 6g,
2.0mmol)& EtOAc(10mL) Zroll &3lstal No2 HAA AT, ©ihA ZE5(0.2¢, 10559 S 7I8ta E823E

N2 QA7 5 Hol ME(balloon) o2 SR, wbg ETHES Aol 2417 St wrkstal Aol E
2~
ES

& & oaeiit. Ae]lEE EtOAcE AlHsta, o9& wFHAA FA sEEs APH
TESFATH. CulloCINO A theh NS AIREA] 308, A =A]: 308.

GA 1. 5-FE2-8-vE-1,2,3,3a,8,8a-dAlElo] =2 H = [1,2-c] T =

N-33-58 Fhuldj o) E-5-F 2 2-8-W|8-1,2,3,3a,8,8a- A} 5}o] = 2-2-0} A -Alo]| ZZMEF a] 2 @l (10mg,
0.03mmol)= HCI £ (3mL, THAF & ADE S35, HHeES Ao 2A17F &QF nukslt & F=4]
A BA FES FEINY. BFHEe £ AHES 9 A a2vEadqdR GAsted w4 SHES &
=319k, H NMR(deDMSO 300 MHz) & 7.21(m, 3H), 3.68(m, 1H), 3.31(m, 2H), 2.92(m, 3H), 2.45(m, 1H),
1.22(d, 3H) ppm. CpHyuCINHHO gk MS AlAEX]: 208, AS5X]: 208.
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[0329]

[0330]

[0331]
[0332]

[0333]

[0334]

[0335]

[0336]

[0337]

[0338]

[0339]

[0340]
[0341]

[0342]

[0343]

ZINE3 10-2013-0047765

AA e 21
5-rlE-6-FZ22-8-vE-1,2,3,3a,8,8a-FAslo| RN H| = [1,2-c] I &

NH

Cl

oA A, N-o & Fupe o) E-5-m|&-8-1|El-1,2 3,3a,8,8a-3NA}elo]| =2 el H [ 1,2-¢ ] 9] 2 (HFS-4] 3)
g ZFZ2¥EMWo|E(0.29mL, 3.0mmol) % DIEA(1.6mL, 9.0mmol)ZE CH)Cly(15mL)% 5-E-8-H&-

1,2,3,3a,8,8a-AAslol =2 =[1,2-c]H = (A Ao 13, &4 FE5E)(0.56g, 3.0mmol)e] &M 0TA
7bakith, WESES 2A17F Bk 0C WX Ao ksl WHSES A HCI(15mL, W)E A HAC.

548 AAES CHCL3x15mL) 2 FZF33th. 7] F2ES 452 AAHSL, NgSOE AZA7AL, $5AIH
o, = AAES 10 WA 60% EtOAc-NAF TulE ALg8ts A ARvEIHT(Si0) = A 0.36g(46%)
o] BA IFES FE5EATE. CoHuNOotH] 3k MS AAER]: 260, A2 260.

@7 B. N-d &7l o] E-5-mE-6-F 2 2-8-1E-1,2,3, 3a,8,8a-AA}3to]| =20t = [1,2-c]F =

NCS(27mg, 0.2mmol) 2 obHMEAH(InL)S DCE(InL)% N-of & 7hulw|o] E-5-wel-g-w€l-1,2,3 34,8, 8a- S A} 5} o]
E2u[1,2-c]9&(50mg, 0.2mmol)e] &Kol 7hshitk. W &S 60T 343t Feb wwksigivy, vk
=85S CHLly(3mL) 2 H0(3mL) 2 3] AI712 A A9 (Extrelut colum)S 3 ARt AHE CHLl,
2 AHES L AdE FHFAZYG. = AGES 0 U] 60% old ofMElo]E-EA ol E AlgstE AW A=Zw}
EI#9(Si0) &= FAste] FA sFES F53ATE. ClyCINO O tHEk NS AlMkA]: 294, ASX]: 294,

oA C. 5-HE-6-F 2 2-8-1€-1,2,3,3a,8,8a-AA}sto| =2 [1,2-c]H =

=
,2c Ai" AF%M ZﬂJ—O}Oj‘ﬂr =S *Mae o ouxﬂ AwvtE s 2 AAste] ®A 83
Th o CugieCINHIO T3 NS Alabx]: 222, A5 222,

A Ald 22
5-HE-6-H 2 H-g- -1 2 3, 3a,8,8a-AAL3to| =R E| = [1,2-¢c] =

NH
Br

A A, N-o & Iletu o] E-5-mE-6-B 2 B-8-v|El-1,2,3,3a,8,8a-A}slo]| =2l g = [1,2-c] 9 S (924 3)

NBS(34mg, 0.2mmol)E oFHIEYUEZH(InL)F N-ol€7lvld o]l E-5-wE-8-w|E-1,2,3,3a,8,8a-dA}slo| =220
w[1,2-c]HE(AA A 21, @A AZFEE)(50mg, 0.2mmol)e] &Holl 7}&tar, A-2oA whA] wwtslic), Wk
< CHLL(3ml) B HO0BmL)E S AA7]151 A AhS Sl AFsqrt. 7S CHLLE AlFeta oA ds 5

ANFHG. 2 AHES 0 WA 50% EtOAc-FA4E TS A183te Ad A2uE T (Si0,) 2 AAsI FA g
FES FEFATE. CiyBrNOAHO ik MS AlAbx]: 338, A1=x]: 338.

GA C. 5-HE-6-B2R-8-HE-1,2,3,3a,8,8a- A& =2 H=[1,2-c]¥ =
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[0344]

[0345]

[0346]

[0347]
[0348]

[0349]

[0350]

[0351]

[0352]

[0353]

[0354]

[0355]

[0356]
[0357]

[0358]

SIHS31 10-2013-0047765

FA BHHES Al 3, 9 BY W oE N-dldstuiv|o] E-b-rd-6-H 2R -8-md-1,2,3,3a,8,8a-FA}5} 0]
T ARESY Axsdy. = Adws 9% A ARnEIdE gAste] w4 3
1

ES5 5519 H NMR(d¢-DMSO 300 MHz) & 7.29(s, 1H), 7.12(s, 1H), 3.70(m, 3H), 2.92(m, 3H),

[
fru
rO
=
b
.
[N
2,
3

2.45(m, 1H), 2.29(s, 3H), 1.22(d, 3H) ppm. CisHieBrN+Holl thdk MS AAEx]: 266, A=x]: 266.

A Al 23
S-EF R 2-6-WE-g-me-1,2,3,3a,8,8a-A}slo| =&l x=[1,2-c] ¥ =

NH
Cl

o[o

A A, N-o&7tuale o] E-6-wE-8-mE-1,2,3,3a,8,8a-FA}3lo| =2 | = [1,2-c]F (W22 3)

B 3dES AAd 21, @A AY WHom 6-HE-8-1E-1,2,3,3a,8,8a-FAA}slo| BRI =[1,2-c] ] =(A
Alell 15, ©A] FEE-E)(1.8mmol)& AR&3te] Azt & AHES 10 A 60% EtOAc-3A Ful & AME-3)
= 29 A2vEadd(Si0) 2 AAS 0.25g(54%) 2] FA| SFES F53ITE. CiglloNOgHHel gk NS A4k

2260, DA 260.

@Al B. N-ol g7kt o] E-5-E 2 2-6-H€-8-1E-1,2,3,3a,8,8a-FA}eto] =21 H = [1,2-c] T &

FA shehEs Al 21, @ Be] W os N-odrbubv o] E-6-mE-8-H-1,2,3,3a,8,8a-FAleFo] =211 E|
=[1,2-c]9&(0.2mo1)& AHEste] Azttt = AA=S 0 WA 60% EtOAc-3Itt & Ab&slh= Ad =
2rtEI Y (Si0) 2 GAlste] FA stgtas #5530, CillyCINOptHOl ek NS AlAEA]: 294, HSA]: 294,

@A C. -2 2-6-mE-8-WE-1,2,3,3a,8,8a-FAsto] ==l H = [1,2-c ]9 =

A 3EES AAe 3, WA BY HH o2 N-dditulHo]| E-5-F R 2-6-wg-8-1E-1,2,3,3a,8,8a-FA}3}0]
EZ2QAd%[1,2-c]H &S AFESo] Az, = AAES 94 dqA A=vEaYIE GAS 1A %

2o SEagg. H NMR(ds-DMSO 300 MHz) & 7.21(s, 1H), 7.10(s, 1H), 3.61(m, 1H), 3.29(m, 2H),
2.88(m, 3H), 2.45(m, 1H), 2.29(s, 3H), 1.22(d, 3H) ppm. CiHiCINH+HO thak MS AAEx]: 222, AZ=x]: 222.

A Ao 24
5-H 2R -6-wE-8-me-1,2 3,3a,8,8a-AA}sto| =2 [1,2-c] =

NH

21 3)

o[o

A A N-dlE7}nl| o] E-5-H 2 ¥ -6-1|El-8-1|El-1 2 3 3a,8,8a-AA}slo]| =R el = [1,2-c] 3] = (3}

B 3RS A4 22, WA AY HH o 2 N-o gyl o] E-6-w|E-8-wE-1,2,3,3a,8,8a-FA}3Fo]| EE QT
w=[1,2-clFE (A 23, GAl AZFE)(0.2mmol ) S AHE3le] AxsAct. = AXAES 0 WA 50% EtOAc-3)
2b FlE AMSEE Y AZvEOT(Si0) 2 AASY FA gEES 53T, CiglaoBrNOHel Tl sk MS

AlAkA] 338, AEA]: 338.

Al A
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[0359]

[0360]

[0361]

[0362]

[0363]
[0364]

[0365]

[0366]

[0367]

[0368]

[0369]

[0370]
[0371]

[0372]

[0373]

[0374]

SIHS351 10-2013-0047765

@7 B, 5-E2E-6-v&-8-W¥-1,2,3,3a,8,8a- Aol =2 A [1,2-c]H &

A E-5-H 2 R-6-wg-8-w|8-1 2 3,3a,8,8a-3NA}5}0]
2-c] 1—%" A}ﬁokﬂ AzsRT. 2 AAES 9 A I2vlEadggR GAste] %A 3%
th.  CygHyBrN+Hel thak MS AAEX]: 266, A=32]: 26

>

Ao 25
4-F 2 2-5-v|EA]-8-v|el-1,2,3,3a,8,8a-A}slo| =28l H| = [1,2-c ] =

Cl

o[o

SA A N-oldatupe o) E-4-ZF 2 2 -5-1 EA]-8-1|€-1,2,3,3a,8,8a- A} 3lo] =2 W =[1,2-c]F = (&4 1)

N-F2224410]1=(0.39g, 2.9mmol) % OFMIEAH3mL)S DCE(3mL)F  N-of &7} o] E-5-v 5 A]-8-v & -
1,2,3,3a,8,8a-ALsto]l =29l bl e[ 1,2-c ]9 (XA o] 2, @A AZEE)(0.80g, 2.9mmol)e] &Ao] 7}8}3itt.
AAAE £AS 60TCAA 347 Hot wkaldth, Wb EFES Aeow WAL, CHCl(50mL) 2 34 A]7]

oo
r }01

I, HOGOmL)E AFsAE.  F7] FEES MgSOE AFRAZL, FFEAHY. =

EtOAc-3N2F T u S Algsle AY A2nfE g9 (Si0)E BAse] 50mg(6%)e] H-A IJTE(Fo HAELS N-
o & Ftulr]| o) E-5-1| EA|-6-F = = -8-HEl-1,2,3,3a,8,8a-A}slo| =2 = [1,2-c] T Z(78%) o] thH) & 5319
. CiHaCINOsHHO) Th3k MS A4k 310, AZ3]: 310.

WA B. 4-F 2 E-5-dEA]-8-HE-1,2,3,3a,8,8a-FA}Fto| =2 AW = [1,2-c] =

Al TS AAldl 3, B B WO N-o Aot o] E-4-F 2 5 -5-W 5 A-8-WF-1,2,3,3a,8,8a- S A5}
o= 2l il1,2-c] 9 (0. 16mmol )& AHgke] ARFATH £ AHES o oA ARvtEadu GA)

o] ®Al HFEL 5=, H NMR(A-DNSO 300 MHz) & 7.08(d, 1H), 6.98(d, 1H), 3.81(s, 3H), 3.64(m,
H), 3.47(m, 1H), 3.29(m, 1H), 2.91(m, 3H), 2.45(m, 1H), 1.21(d, 3H) ppm. CyHiCINO+HO thgh MS
AR 238, AEX]: 238,

A Ao 26
5,6-t 22 2-8-WE-1,2,3,3a,8,8a-FAlsto| =2 W = [1,2-c] 9 &

NH
Ci

Cl

& Ao 13, @A A9 WHow 3 4-UFRl=cld|slo]=(9.0mol)E AE3le] Azt
= AFES F71] AAQC] 53U, CulloClL0s+Hel tigh MS AlAER]: 245, AS5X]: 245.

A B. 1-91d-4-(3,4-t)F 2 2-9d)-¥ Z¢d-3-7+ 544 oE o=
2 st AAld 1, @A Co WHor 3-(3,4-tF22-dd)-oladA od o Z~E 2(9.0mmol ) S AFE3}

\=ie]
==
of Azttt = APES 10 WA 50% EtOAc-34E o5 AHgshs ARl ARntE 289 (Si0) = G A8kl
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[0375]

[0376]

[0377]

[0378]

[0379]

[0380]

[0381]

[0382]

[0383]

[0384]

[0385]

[0386]

[0387]

[0388]

SIHS3d 10-2013-0047765

FA T ES A FERZ FESUTE. CuluCLNOAHO] tigh NS Al4A]: 378, A5x]: 378.

GA C. 1-HA-4-(3,4-T)F22-94)-9] 2 d-3-7= 2t

A seEs AAd 13, @A o e 1—%@—4—(3 4-tF22-99)-F ED-3-7H5 2% old o 2~
2(9.0mmol )& AFESFA AT, = AHES F71Y ARl F53FATE. CigllsCLNOHHo tigk NS A4t

|1 350, AEFA]: 350.

@A D. 2-WlA-5,6-t)F22-2,3,3a,8aH E&}5}0| = 2-1H-2-0}A}-Alo]| 2 2 HE}H a] QI §l-8-2
Ba 3EES AAd 13, @A Do Wwoz 1-WA-4-(3,4-YZF22-9Y)-¥ 2 d-3-71522H9. Ommo 1) =
Abg-3te] Alx31S] = AHES 0 HW 50% EtOAC-F el & AbEste AH ARvE I (Si0,) = A

3to] 0.59g(20% - 4 HADS FaA sEE 2 0.30g(10% - 4 ©ANY @A LoldAAG 2-WRA-6,7-T)F2 2~
2,3,3a,8a-H| Ed}slo] = 2-1H-2-0}A-Alo| F 2 e a] A d-8-2S5 53T} CigligCLNOHH sk MS

AR 332, A=3]: 332,

oA E. 2-¥A-5 6-t)ZF22-8-H e d-1,2,3,3a,8,8a-dA}s}o]| =2 -2-0}x-Alo] Z 2 E}a] @l

HA SFES HAAld 1, @A Do WHoR 2-WlA-5,6-TF R R2-2,3,3a,8a-H E&}3to] =2 -1H-2-0} R} -Alo] &
ZHEHa]0) el-8-2(0.9mmol ) S A}&3te] A=At 2 AAES EtOAc-3AH3/1, v/v)E £E2 47| A8}
S gAste] FA seES F5SIAT. ClisCLNHHAl gk MS AlAFA]: 330, A=4]: 330.

GA F. 5,6-t]F22-8-1d-1,2,3,3a,8,8a-dA}&to] =2 -2-0}x}-Alo| S EZHEH a] el Al

B gAES A 20, 94 FY Woz 2-wA-5 6-T]EF22-8-Hg-1,2,3,3a,8,8a-FA}Elo]| =2 -2-0}
Ap-2to)| FZHEH Al A9 (0.9mmol) S AFE-3le] A Z3A T x AAFES F7H AAglel F5SSl.
CioHoCINHHON w3k MS AlAEX]: 240, AZA]: 240.

A 6. N-39-5%4 Fhue o]l E-5 6-T| E 2 2-8-w g @-1,2,3,3a,8,8a- A} 30| = 2-2-0}2}-Alo| S 2 HE  a] ¢l

B2A eSS AAd 20, @A GO WHoeR 5,6-tER2-8-vwEd-1,2,3,3a,8,8a-AA}EFo]| = 2-2-0}2}-A}0]
S2IEHalA7(0.9mmol ) S AFE3FA AxeSt. = AHES F719 GAIgle]l 5383t CiatlyClLNOL

)& MS AlAEA]: 340, A=x]: 340.

oA H. N-38-34 Flapdo|E-5 6-t]F 2 &2-8-1E-1,2,3,3a,8,8a-3A}elo| = Z-2-o}A}-Alo] S 2 FEH a] ¢l &l

BA s3rES AAd 20, ©A He W o g N-33-5d8 FlulWolE-5 6-t]E==-8-Wddé-1,2,3,3a,8,8a-3
Ateto| =R -2-ofx-Ato| 2R HEH al (0. 9mmo 1 )& AFE3ke] Az, = AAPES F71e AAglel &5
SFATE.  CiHaClNOAHO t3E MS AAbX]: 342, A=X]: 342,

%A 1. 5,6-tF22-8-1E-1,2,3,3a,8,8a-A}lslo| =2l H|x[1,2-c] =

BA 3EES AAl 20, ©@A 12 WHo 7 N-3g-F4E Julyo]E-5 6-t]Z 2 =-8-1E-1,2,3,3a,8,8a-NA}
spol = 2-p-ok4-Ato| ZEMEHal WS ALgte] Azah. BB = APES AY A A=rhETY
92 gAstel BA SFES FEAAG. Coll CoNHON BhE NS AXEA: 242, AN 242,
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[0389]

[0390]

[0391]
[0392]

[0393]

[0394]

[0395]

[0396]

[0397]

[0398]

[0399]

[0400]

[0401]

[0402]

SIHS3d 10-2013-0047765

Al 27
6,7-t] 22 2-8-¥19-1,2,3,3a,8,8a- 3 to] =2l vl = [1,2-c] 9] &

NH

cl
el
9 A, 2-91d-6,7-t)F 2 2-8-wda-1,2,3,3a,8,8a-AA}slo] ER-2-0kx}-Ato] SR HMEFa] A W (BFSA] 3)

HA 3ES A 1, @A Do o R 2-MA-6,7-tJFE2-2,3,3a, 8a-H|E}SIo]=2-11-2-0}A}-Al0]
ZEHalA-8-2 (A A o]l 26, @A DEF-E, @A) dA)(1.8mol)S AMEEte] AzsAT. = Y=
EtOAc-FAH(3/1, v/v)E &&AI7I= A7l Zdax AAste] FA s9tEs 555300, Ciell i CLNHI tigh

MS AAFA]: 330, A3 330.

=
=

KN
=
3

@Al B. 6,7-t]E22-8-wE3l-1,2,3,3a,8,8a-AA}l3to] R -2-0}x}-ALo]| EZ HEHa] Q1 H

FA sitES AAld 20, @A Fe e R 2-dld-6,7-tE22-8-"d-1,2,3,3a,8,8a-3NA}elo] =& -2-0}
A-Atol 22 el 9(1.8mmol ) S AFRSFe]  A|xsT). x AAES FU7H AAglel FSsT.
CioHpoCLNHHOA df gk MS AlAEA]: 240, A ZA]: 240,

@A €. N-3F-F9 Jhitrlo]E-6,7-t]E 2 2-8-medl-1,2,3,3a,8,8a- A teto] =2 -2-opAl-Abo] E = A EHal ¢l

A 2 AA) 20, 9l 6ol WHOR 6,7-UZ22-g-vEe-1,2,3,3a,8,8a- FAFako] = 2-9-o}x-Ato]
SR AEHal AW (0.9m01) S AHEate] AzFAT. = AABE Fhel AAGC] FEAATE. ClClNOHIo
9 NS

AlREA] 340, AZA]: 340.

@A D. N-33-F8° 7iupeo] E-6,7-1F 2 2-8-"Y-1,2,3,3a,8,8a-F A slo] =R -2-ofA}-ALo] S 2 A EHa] A &

FA S Al 20, @A HO| WO R N-3F-HE Jhibilo]E-6,7-H I R 2-8-¥"-1,2,3,32,8,8a-F
Apstol = 2-2-olal-Ato] F 2 MEHal QW (1.8mol )& AHEate] Azt = AAES 7o FAglel +5
oIt CulooCLNOHIOl thed MS AREA]: 342, AS5A): 342.

@A E. 6,7-HE22-8-74"-1,2,3,3a,8,8a-FA3to| =20 H = [1,2-c] T &

EA SRS AN 20, WA 19 PO N3F-RY Fhuieo] E-6,7-t| 22 2-8-99-1,2,3,3a,8,8a- 314}
sfol=R-g-opxj-Atol FRAMEHal SIS AHESlel Axsgh. BAZY x AYES A 44 A=k

W2 AA BA SFES SS9tk H NMR(A-DMSO 300 MHz) & 7.46(d, 1H), 7.20(d, 1H), 3.68(m,
1H), 3.51(m, 1H), 3.23(m, 1H), 3.08(m, 1H), 3.88(m, 3H), 1.37(d, 3H) ppm. CpHuCLN+Hol thdk MS
AALR] 0 242, AZA]: 242,

A Al 28
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[0403]

[0404]
[0405]

[0406]

[0407]

[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

[0414]

[0415]

[0416]

[0417]

[0418]

SIHS3d 10-2013-0047765

4,6-0F22-8-me-1,2,3,3a,8,8a-AAleto] =2l d e [1,2-c]9] &

Cl

Cl

A AL 3-(2,4-tEFEE-Hd)-oladt " HEZ(E2 3)

2A SEES AAY 13, A A9 WhHo g 3 4-T]EFE 2= sle] =(18. Ommol)e ALgEFe] A 28T
Z ARES F7te] AARlel 53819, CulliClL0HHel tigk NS A

@A B. 1-W1E8-4-(2,4-UF22-9d)-3 E2d-3-F 525} ofg o~ =

B4 3EES AAY 1, @A Co WHEoR 3-(2,4-HFE2-Hd)-olaPA od o ~E =(18.0mmol )= AR
ste] AzeSIY. = AAES 10 A 50% EtOAc-AA FulE AMEshe A AZvlEI(Si0) 2 FAS)

0
of FAl setes 4B 78R 583t CullpCLNOAO Bt NS A4kA]: 378, A=A 378.

A C. 1-1A-4-(2,4-t 22 2-9d) -9 EHd-3-7H 524t

B 3AES AAG 13, @A Y WHoR 1-HE-4-(2 4-T)ZF22-9d)-9 S8 P-3-712 24 od o 2~
2(18.0mmo1) & AF&3F] Az Y. = AES F719 GAglel 53k, CiglisCloNO A tisk MS A
2k 350, AEA]: 350.

@A D. 2-wld-4,6-tEF22-2,3,3a,8aH E&}3}o]| =2 -1H-2-0}A}-Ale] S 2 HEH a] Q1 §1-8-

B4 3ES Ard 13, @7 DY oz 1-MEd-4-(2 4-UEFR2-¥d)-¥ Z Hd-3-7}52 218 Ommo 1 )
ARgste] Azl ARES 0 WA 50% EtOAc-AF & ALg3le] Ayl F2vlE 89 (Si0) = A

slo] 1.5g(25% — 4 ©AD S HA 3FES =590, CiglicCLNOHH] ik MS AlAEX]: 332, A=x]: 332,

@A E. 2-Wld-4,6-TEZ2-8-Mdd-1,2,3,3a,8,8a-FA}slo]| =2 -2-ofz-Ato] E 2 FMEH al T F

A S3HES Ao 1, @A Do WyHom 2-wld-4,6-tFRZE-2,3,3a, 8a—EﬂEE}3}°]Ci—lH—Z—O}X}—/\}O]a
ZHMEHalA-8-2(4.5mmol )& AE3le] ARG, 2 AHES EtOAc-FH(3E/1, v/v)oR2 §EA7E A
7b 28R AAste] A sghes 5. ColliCLNHIOT tigk NS Al4bA]: 330, A5A]: 330.

WA F. 4,6-t)EF22-8-wE@-1,2,3,3a,8,8a-dA}Elo]| = 2 -2-0}2}-Alo]| EE M EF a] ¢l ¥l

B SRS AAdl 20, 97 F) PO 2-wa-4,6-t) F2-g-| € -1,2,3,3a,8,8a- 3} sfo] = 2o}
A-spolZZAEHAl WA 5moD S AHgsel AzSGT.  ® AYES Il gAlel FEssd.
CioHisCLNHHO T3k MS AlMEA]: 240, AS5X]: 240.

A G. N-39-FE Jhutdo] E-4 6-t] 2 2-8-e¥-1,2,3,3a,8,8a- A A5t o] E 2 -2-of A -ALo]| F 23 EF a9
2A 33ES AAd 20, @A G WEORE 4,6-UFE2-8-Wdu-1,2, 3, 3a,8,8a-A}E}o] = E-2-0}A-A} o]

ZEAEHalAN(4.5mol) S AHgte] AxaATh. = AYES F7H] Al FEHATE. CllaCLNOH
gigt MS AlAEA]: 340, A=A 340,
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[0419]

[0420]

[0421]

[0422]

[0423]

[0424]

[0425]

[0426]

[0427]

[0428]

[0429]

[0430]

[0431]

[0432]

SIHS3d 10-2013-0047765

oA H. N-33-539 Flupe|o] E-4 6-T]Z22-8-WE-1,2,3,3a,8,8a-AA}5lo] EZ-2-0}}-Alo] S 2 FEF a] 21 ¢l

A slgES AAld 20, @A Hel WHog N-3u-HE Jhupdo]E-4 6-tZZ2-8-WE-1,2,3,3a,8,8a)
Abatol = 2-2-okxl-Ato] ZF 2 HEHal 1 F (0. 9mmol ) S AF&EFe] A F3ro M 0.33g(22% - 4 ©HADY HA 3=
S F53IAY. CullpaCLNOAHS g NS AlAEA]: 342, A5 342.

9A 1. 4,6-T)Z22-8-1WE-1,2,3,33,8,8a-FA}5lo| =2 = [1,2-c] 9 =

EA SRS AN 20, WA 19 WPOR N-3F-HY Fhuieo] -4 6-t] 2R 2-8-99-1,2,3,3a,8,8a- 34}
sfol=R-g-opxj-Alol FRMEHal SIS AHEatel Az, BAZY x AYES 9F 44 AzrkE
A2 gAste) EA SRS FEHACT. CMCLNHO] B NS AN 242, AZ: 242,

AAle] 29
5~ EA-6-F 2 2-8-1"-1,2,3,3a,8,8a- A Aleto| =2 E| = [1,2-c ]9 &

NH
\/O

Cl

@A A, N-old 7t o] E-5-3lo] EEA]-6-F 2 2-8-"E9-1,2,3,3a,8,8a-AAI3F o] =Rt =1, 2-c ] F] S (¥HE-2]
D

BBr5(0.31L. 0.30mmol. CHLCLE 1) N-o|El7jubuo] E-5-w|EAl-6-2 2 2-8-E-1,2.3.3a.8,8a- A A}l o] =

ZAHw=[1,2-c]HE(AA o 3, @A AZHF-E)(46mg, 0.15mmol)2] &Ml 0CAA 7}slar, AoA Hha] uwb
it W RS HO0E AAAZIZ A AFE 3 AT, AHES C(HCLE A, qdAs 55
AR, 2 AAES F71] AAglel 5359, CislisCINOsHHO tidk MS AlxEA]: 296, A S52]: 296.

GA B. N-oe7lutH o] E-5-o| EA-6-F 2 2-8-HE-1,2,3,3a,8,8a-AA}&o]| =2 H =[1,2-c] ¥ =
HZ R g(17mL, 0.23mmol) 2 K,CO5(105mg, 0.75mmol)E CHsCN(1.5mL)5 N-of & 7}nlu]| o] E-5-3}o| EZ A -6-F

22-8-7e-1,2,3,3a,8,8a-FAlo] =R Q1 H %= [1,2-c] ¥ E(44mg, 0.15mmol)e] &oo] 7habglct. wHeE& 70
Col A WA wkatar, H0 2 CHCLE SN 7 3, B4 AAE €3 o#fsdnt. APS CHCLE AF st

ods FFEARG. = AHES F7H AARle] F58T. Cull,CINOsHIO B NS A4k 324, AS5A):

324.

A C. 5-dEA-6-FRE-8-E-1,2,3,3a,8,8a-AAleto| =2l W = [1,2-c]H] =

A SES A 3, @A BY Wwyom N-o"slup o] E-5-o| BA-6-F 2 2-8-¥€-1,2,3,3a,8,8a- A A} 5}
O] =R QlEx=[1,2-c]9E(0.15mmo ) & AH&-ste] Azt = AdEs 9 A A=viEIde R AGAs

o] A HFEL £=5%ck. H MR(A-DNSO 300 MHz) & 7.18(s, 1H), 7.00(s, 1H), 4.09(m, 2H), 3.68(m,
1), 3.31(m, 2H), 2.99(m, 3H), 2.45(m, 1H), 1.33(t, 3H), 1.21(d, 3H) ppm. CuHiCINO+HOl th&+ MS
ARk 252, A3 252,

A Al 30
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[0433]

[0434]
[0435]

[0436]

[0437]

[0438]

[0439]

[0440]

[0441]
[0442]

[0443]

[0444]

[0445]

[0446]

ZINE3 10-2013-0047765

5-HEA]-6-H 21 -8-w€-1,2,3,3a,8,8a- A A3l =281 ¥ = [1,2-c ]9 =

NH

Br

A A, N-o & 7}ale] o] E-5-1| ZA]-6-H 2 ¥ -8-1|El-1 2,3 3a,8,8a-AA}slo| =2 [ 1,2-c ]3] = (52 1)

s

NBS(70mg, 0.4mmol)E CHiCN(3.6mL)% N-v€7}uleo] E-5-m| S A]-8-¥|E&-1,2,3,3a,8,8a- A} &Fo] == 2l ¢

[1,2-c]-FZ (&AMl 2, @A AZYE)(0.1g, 0.36mmol)] &foll 7}atar, 2oA] wha) wwkagict.
S N0 % EtOAc®E IAMA7IaL FA AHS &3l A#sisivt.  A#-S EtOAc®E AlHstar ofds &
120mg(94%) 2] H-Al 3}3HES 53T, CoalloBrNOzHHol thgh MS AIAEX]: 342, AS5X]: 342,

¢

e =
>, ol
2 i

SA B. 5-WEA-6-H2R-8-HEl-1,2 3 3a,8,8a-AAlsto] =Rl E w[1,2-c] 9] &

FA SFES A 3, 9A B W o® N-ojdute| o] E-5-w| A -6-H 2 R-8-wE-1,2,3,3a,8,8a- A5}
olEREIx[1,2-c] ¥ E(0. 17Tmol )& A&t Az, = APES A N4 A=vtEIHIE GAs

o] mA HFES =39k, H NMMR(DNSO 300 MHz) & 7.29(s. 1H), 6.93(s. 1H), 3.81(s. 3H), 3.61(m,
1H), 3.28(m, 2H), 2.98(m, 1H), 2.83(m, 2H), 2.45(m, 1H), 1.33(t, 3H), 1.21(d, 3H) ppm. CysHieBrNO+Ho]
ek MS AAER]: 282, A=X]: 282,

A Ao 31
5-3fo]| EEA--H 2 R-g-WE-1,2,3,3a,8,8a-FA}eto] B2 W x=[1,2-c] T =

NH
HO

]

olo

A A, N-o|glut|o]| E-5-3lo| =2 A -6-H 2 -8-w|E-1,2,3,3a,8,8a-FA}sto| =2 ol [ 1, 2-c ] 9] = (5}
1)

BA SFES A 29, @A A9 WO R N-ogitupe o] E-5-m K A-6-H 2 ¥ -8-¥¥-1,2,3,3a,8,8a-FA}
stol =R eld (1, 2-c] T E (A Aol 30, @A AZF-E])(0.09mo0l) S Agatel AZsirt. = AAES F719
Aol 533t C15H18]31’N03+H°ﬂ gk NS AlAkA]: 340, A S5 340.

Al B. 5-3lo| EEA-6-HEH-8-1|E-1,2,3,3a,8,8a- A} eFo| EER1H = [1,2-c] T &

TA 3FES Ao 3, @A BY W o=z N-o gl o] E-5-slo]| =2 A]-6-H 2 2 -8-w|E-1,2 3, 3a,8,8a-3)
Abetol =2 d % [1,2-c] T E(0.09mmo] )& ARE3lo] Az, = AAES 9 9A AZvEaIR A
Zﬂﬁ}oq EZ'“ :ﬂ'—g'%e —,——,o]—g’iﬁl— C13H14BI'NO+HOﬂ EH‘;} MS 7‘-“}\\1'5(1 268, /\]%‘1: 268.

A Al 32
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[0447]

[0448]
[0449]

[0450]

[0451]

[0452]

[0453]

[0454]

[0455]
[0456]

[0457]

[0458]

[0459]

ZINE3 10-2013-0047765

5-H| EA]-6-(2-Elo| 9 )-8-M|El-1,2,3,3a,8,8a-AA}slo]| =2 ¢l = [1,2-c ] H =

NH

\_J

A A N-olld 7hube] o] E-5-w| HA]-6-(2-E] o d)-8-HE-1,2,3,3a,8,8a-ALsto] ==l U 2= [ 1, 2-¢ | 9] & (RH-6-2)
1
E] ¢ #-2-H 22F(44mg, 0.34mmol), Pd(PPhs)4(19mg, 0.02mmol), KyCO3(71mg, 0.5Immol)  H,0(0.17mL)E ¢

AHBuL) % N-dld7trbH o] E-5-H| EA]-6-B 2 ¥ -8-1|El-1 2 3 3a,8,8a-FA}lo| =2l d = [1,2-c]F (A A 4
30, ©A ARHEE])(60mg, 0.17mmol)&] -&Ael 7Fala 100°CelA ®HA] nwbaleivt. wh$ E3HE-S EtOAC % H0
2 FgAA7IaL, BAl RS El HEth. ARS EtOAcE AlHar, odg sHAZ. = WEES 9
AH/ELOAC(2/1, v/v)E &FAI7I= A7t E21E Tl AASIATE.  ColusNOsSHHOll thgk MS AlAFA]: 358, 4
=] 358,

G B. 5-mlEA|-6-(2-Elol| d)-8-WE-1,2,3,3a,8,8a-FA}slo] =2 A= [1,2-c] ¥ &

A HEE AAd 3, WA Bl W om N-of dFbuu] o) S5 54 -6-(2-E] o] )-8~ E-1,2,3,3a,8,8a- 7]
Abstol E 2 el H] i 1,2-c ]9 B(0. 17mo )& AHgste] Axsith. = BHEES 9 A AzvhEadvE 4

Aete] ®A BFES S5a9Tk. H NMR(A-DNSO 300 MHz) & 7.52(d, 1H), 7.49(d, 1H), 7.41(s, 1H),

7.10(t, 1H), 6.97(s, 1H), 3.88(s, 3H), 3.66(m, 1H), 3.31(m, 2H), 3.00(m, 1H), 2.88(m, 2H), 2.45(m,
1H), 1.29(d, 3H) ppm. CiH;oNOSHHO] tgh MS AAA]: 286, ASA]: 286.

A Ao 33
5-H| EA]-6-Alo}=-8-H €l -1,2,3,3a,8,8a- A A5l E 21 B[ 1,2-¢c] 9 &

NH
NC

GA A, N-o D7l o] E-5-m| E A -6-Al o} =-8-1|©l-1,2,3,32,8,8a- 3 AL Sto| = 291 Hl 2= [ 1, 2-¢ ] 9] = (HH3-4] 1)

CuCN(68mg, 0.85mmol)& DMF(1.7mL)% N-o@7huleo] E-5-H[HA]-6-H 2 K-8-m9-1,2,3,3a,8,8a- A3} o] =
2= [1,2-c]FE (A A ] 30, ©A AZFE)(60mg, 0.17mmol)e] &oel| 7}atar 100ColA v wnketsict,
Hhe EEES EtOAC 2 HO0Z 3MA7|a, Al APS T odaeidrt. AYS EtOAcR AHsti, oJods

EZAAT. F ARES AA/E0AC(2/1, v/v)E §EA7|E At Ze R ZASATE. CulN0stHol o)
MS AlakA]: 301, A 301.

@A B. 5-HlEA]-6-Alo}=-8-mE-1,2,3,3a,8,8a- A A5l 201 ¥ [ 1,2-¢c ] T &

EA AFES A 3, A B WHoR N-ojdstube] o] E-5-H| FAl-6-A| o} -8~ €-1,2,3,3a,8,8a-F A} 5}
o=l u=[1,2-c] ¥ Z(0.17mol) & AH&3te] Azt = ARAES 9 A ARwEIYIAR HA S}
of TAl HFES £S5, H MR(d-DSO 300 MHz) & 7.44(s, 1), 7.04(s, 1H), 3.88(s, 3H), 3.65(m,
1H), 3.23(m, 2H), 2.88(m, 1H), 2.78(m, 2H), 2.40(m, 1H), 1.21(d, 3H) ppm. CyHN0+Hell &k NS AHAFA:
229, 22 229,
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[0460]

[0461]

[0462]
[0463]

[0464]

[0465]

[0466]

[0467]

[0468]

[0469]

[0470]

[0471]

[0472]

[0473]

[0474]

[0475]

[0476]

SIHS3d 10-2013-0047765

A Al 34

4,5-t) | EA]-8-W€-1,2,3,3a,8,8a- A alo] =2 %= [1,2-c] ¥ &

A A, 3-HER-4 5-T | EA]-1-2th= (R34 3)

o, T

A TELS AA A 1, @A A9 WHOZ 4 5-TuEA-1-01=(26.0mmol ) S A}&38le] A=, = A
& F7HY AARel 5390, CulyBrOstiel oigk MS AlbA]: 271, ASA]: 271.

S AAd 1, YA B WHoZ 3-BZ R4 5-UuEA-1-A5=(26.0mol ) S AFE-3}]
Az, = AAES F71 AAglel 5. Cull0stHol tig MS AIMEA]: 191, AS5X]: 191.

@A C. 2-wld-4,5-t W EA]-2,3,3a,8a—H Eg}3} o] =2 -1H-2-0}A}-Ale] S 2 HE}H a] Q1 §1-8-

BA 3etEe AAd 1, @A 9 ‘%}t’éii 4, 5-T)H EA] -1 dl-1-2(26.0mmol ) & AF&3&Fe] A x3AT}. = A
HES ANX/ELOAC(3/1, v/V)E £EA7|= AgdF a2 AASIY 4.2g(50% - 3 @A) FA ES 5
S99, ColyNOgtHOl thak MS AALx]: 324, A=) 324,

@A D. 2-Wld-4,5-tHEA]-8-H & 3-1,2,3,3a,8,8a- Ao =2 A E| = [1,2-c]H &

HA BHES Al 1, A Do e s 2-wWld-4,5-T]H| 5 A]-2,3,3a, 8a-H|E}eto] = m-1H-2-0}A}-ALo
=2 % -2(13.0mmol )& ApE-3te] Azatdvt. & AAAES FAAH/E0AC(3/1, v/v)E &FA7]=
A

1=
e
gAlste] FAl etEs AFH FER F5SSITh. CullpNotHel Bk NS Al4bA): 322, ASA:

r
)~l OO

97 E. 4,5-tHEA]-8-HE-1,2,3,3a,8,8a-FA}5to| =2 = [1,2-c] 9 =

Al SeES A 1, 9 B9 WRlew 2-WE-4,5-T 5 A]-8-m " -1,2,3,3a,8,8a-FAteto] =R QI H| =
[1,2-c]¥E(13.0mmol )& ARE-3le] Azttt = =& F7ke AAflol =583k, CullNO el g
MS AlGEA]: 234, AS5X]: 234,

GA F. N-d @7l o] E~4 5-T W 5 A]-8-wW&-1,2,3,3a,8,8a- A3}l =2 8| =[1,2-c]H &

BA eSS AN 2, @A Ae] WHo R 4 5-UH|EA-8-HE-1,2,3,3a,8,8a-ALEto| =2l W= [1,2-c]H]
=(13.0mmol) S AFESF] A F3AT. F AAHAES 0 WA 50% EtOAc-3AE Fuj S Al 835l Ae I=EnlE 17
9 (Si0,) Z AAste] HA SFES TS5 CrllNOHe disk MS ALk 306, 2Z%]: 306.

Al G. 4,5-THEA|-8-#"E-1,2,3,3a,8,8a-AALsto] =R QI W = [1,2-¢c ] T &

A BFES AAld 3, @7 Be] Wiow N-old7bubu o] E-4 5-t] W HA]-8-wd-1,2,3,3a,8,8a- A to] =
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[0477]

[0478]

[0479]
[0480]

[0481]

[0482]

[0483]

[0484]

[0485]

[0486]
[0487]

[0488]

[0489]

[0490]

[0491]

[0492]

SIHE S 10-2013-0047765
Z2AW%[1,2-c]9E(0.03mol )& AHEsle] Azt = AGES 93 IA A2vlEaY IR GAst F
A gF}ES =S H NIR(d-DMSO 300 MHz) & 6.88(d, 1H), 6.79(d, 1H), 3.72(m, 7H), 3.32(m, 1H),
3.21(m, 1H), 2.84(m, 3H), 2.40(m, 1H), 1.19(d, 3H) ppm. CyHioNOoHOl tH3F MS AAEX]: 234, AZX]: 234,

A Al 35
4, 5-t | EA-6-F 2 2-8-1|El-1,2,3,3a,8,8a-A}slo]| = 2¢lH| = [1,2-c ] =

o

/TSNH

Cl

oA A, N-ldapuld o] E~4 5-T W 5A]-6-F 2 2-8-"9-1,2,3,3a,8,8a- Ao =21t =1, 2-c ] 7] S (¥HE-2]

o[o

BA SRES AAG 3, @A Aol W oz N-ogituldo] E-4 5-t W EA]-8-#|E-1,2,3,3a,8,8a-3NA}Elo| =
2ol w=[1,2-c]TZ(AA e 34, A FERE)(0.58mo0l) S AFE3le] A=, = APZESL F71e AAG
FEBAT. CullCINOAH ik MS A|AFA]: 340, AZ=x]: 340.

@A B, S5-I SEAI-6-F 2 2-8-ME-1,2,3,3a,8,8a-FAso] 2R H [ 1,2-c ] ¥ &

E2A sEES AA ] 3, @A B WHo = N-og7lutHo|E-4 5-TH| 5 A|-6-F 2 Z-8-W4E-1,2,3,3a,8,3a-3
Apstol ERQIE = [1,2-c] ¥ & (0. 12mo1) & ARE-8to] Al = AdES 94 A AzvEagy 2 A

Aste] ®A BHFES FS59ch. H NMR(A~DNSO 300 MHz) & 6.88(d, 1H), 6.79(d, 1H), 3.72(m, T7H),
3.32(m, 1H), 3.21(m, 1H), 2.84(m, 3H), 2.40(m, 1H), 1.19(d, 3H) ppm. CyH;sCINOAHO] th3k MS AAFA:
268, ASA]: 268.

ATl 36
4,5-vH5A-8-"€-1,2,3,3a,8,8a-FAteto] =R QN H [ 1,2-c] 9] &

NH

O

A A 3-HEE-5 6-T] v S A]-1-Q1 Tk (g4 3)

ox -

A sEs AAld 1, @A Ae] WHeR 5,6-HMEA-1-I5=(52.0mmol )& ARE-SFe] AlxzsY. = A
=2 77k AdAlgle] 58k, CulluBrOgHel gk NS ARkA: 271, AS5A): 271,

S AAd 1, YA B WHoz 3-BZH-5 6UuEA-1-A=(52.0mol ) S AFE-3}]
Azttt = AAES F7H AAglel 5tk Cull0stHol tig MS AIMEA]: 191, AS5X]: 191.

@A C. 2-wl&-5,6-tH|EA]-2,3,3a,8a—H Eg}3} o] =2 -1H-2-0}A}-Ale] S 2 HE}H a] Q1 §1-8-

A sehEs A 1, @A Co M eR 5,6-HmEA-QH-1-2(52.0mmo 1 )& ARE-Ste] AlxEAT. = A
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[0493]

[0494]

[0495]

[0496]

[0497]

[0498]

[0499]

[0500]

[0501]

[0502]

[0503]
[0504]

[0505]

[0506]

[0507]

SIHS31 10-2013-0047765

AES FAH/EL0AC(3/1, v/vV)E SEA7I= A7t Y2 GAste] A ES 53T CopllyNOsHI
ek MS AlXFA]: 324, AFA]: 324,

-

oA D. 2-¥1A-5,6-t)HEA-g-H e @-1,2,3,3a,8,8a-FA}to| =2t = [1,2-c] ¥ =

A S A 1, @A Dol Wyloew 2-MA-5 6-tHEA]-2,3,3a, 8a-H EE}slo] = 2-11-2-0}x}-ALo] &
ZHEHalAw-8-2(3. Immo1 )& A3l Az, F AYAES 4/Et0Ac(3/1, v/v)E SE A7 AE7t
SH IR A FA 3RES dF FEE 5T CullpNOotH tigk NS AlAkA]: 322, AS5X]: 322,

oAl E. 5,6-tHEAI-8-#E-1,2,3,3a,8,8a-AAI3to] =21 v = [1,2-¢c] I &

B2A eSS AAd 1, @4 Eo Wi oz 2-wE-5 6-TH|EA]-8-w g d-1,2,3,3a,8,8a-AAElo]| =2l |
[1,2-c]¥Z(3. Immol )& A}&-3}o] xﬂ SR, = AAES F71 AAG]l F5EIATE. CulligNOotH] o gt
MS AXEA]: 234, A=X]: 234,

@A F. N-33-3g 7 o] E-4 5-tH| S A]-8-1|E-1,2,3,3a,8,8a- S A}lo] =2 0 v = [ 1,2-c | 9 =

FA sEs AAlo 20, @A G2 WHeR 5,6-UuEA-8-wE-1,2,3,3a,8,8a- Ao =20 H = [1,2-c]F]
Z(3.1mmol) E AF&3t] Az, = YAES 0 WA 50% EtOAc-AF TS Algste A9 I =2nE 9
3] (Si0,) 2= AAst FHA FFES £S5t CoglloyNO Al Tl sk MS Al4bX]: 334, AZX]: 334,

A G. 4,5-TH|EA]-8-H|El-1,2,3,3a,8,8a-A}lslo| =2l H|x[1,2-c] 9 =

FA FFES AAA 20, @A He HHoE N-3F-FEItnlro] E-5 6-U M| EA]-8-W[€-1,2,3,3a,8,8a- A3}
olEZu=[1,2-c] 9 E(0.15mmol )& AREEFe] AFEUTE. F ALES 94 AA A=RnEIYIR AHA§

o] A FES =319k, H NMR(d-DMSO 300 MHz) & 6.92(s, 1H), 6.80(s, 1H), 3.72(m, 7H), 3.55(m,
M), 3.21(m, 4H), 2.65(m, 1H), 1.26(d, 3H) ppm. CyHNO#HOl th@F MS AlXEX]: 234, A=) 234,

Al 37

5-¥|5A-6-2 2 2-1,2,3,3a,8,8a-FAlsto| =Rl W= [1,2-c] 9] =

NH
/°j©i9
Cl
GA A, 2-wlA-5-WEA]-1,2,3,3a,8,8a-FA}E}o)| & Z-2-0}A}-Alo] FZHEMa] 9l H-8-L(WHS-A] 1)

NaBH,(0.27g, 6.8mmol)E MeOH(17mL)% 2-Wl&A-5-w|EA]-2,3,3a,8a-H Eg}slo] = 2-1H-2-0}A}-A}lo] = 2 FE}
AN el-8- (A Aol 1, @A CZHE)(1.0g, 3.4mmol) <] &-Mol| 7}8far, Ao 2413 Fob wukalict,
S S48 3 FTUANA FHEATAL FFES EtOAc Foll SAHTG. 7] §9E& NallCo; 23} 89 2
2 Ak, MgSo,E AxAI7IAL, FHFAATG. 2 BAES F71e GAfle] 5T CillzNOAHe o
3 MS AlAkx]: 296, A=X]: 296.

B
o
w2 =

o,

4

@A B. 2-wlA-5-w 5 A]-1,2,3,3a,8,8a-AALSFo| =20 W [ 1,2-c ]9 &

InCl15(0.38g, 1.7mmol) 2 Fz2oddA@ (1.3, 6.8mmol)S  DCE(17mL)%  2-Wl&-5-W|EA]-

_38_



[0508]

[0509]

[0510]

[0511]

[0512]

[0513]

[0514]

[0515]

[0516]

[0517]

[0518]
[0519]

[0520]

SIHE S 10-2013-0047765
1,2,3,3a,8,8a-3A}sto] = 2 -2-o}xp-Alo] F 2 HEH a] Q1 N-8-2(3.4mmo1 ) & &Nl 7latar, 60°ColA WA wwk
iy, Wk E3IES H,0, NaHCO; E3F 589 2 A5z gHa90. &7 FE2ES MgSO4?L Az 73 =

A APES 2710 AAIQlo]l 58U TE. CioluNOHH] w3k MS AAEx]: 280, AZx]: 280.

BN

A C. 5-HIEA-1,2,3,3a,8,8a-FALslo| =20 W [ 1,2-c ]9 &

BA 3FFES AAd 1, @A EY #HoR 2-wld-5-wEAX]-1,2,3,3a,8,8a-FA}sto| =& H| = [1,2-c | H =
(3.4mmol)& AR&3te] Az, = BAES F7Ho] AAflol F5ATE. CpHpNOHH digh NS Al4kA]:
190, A=A 190.

A D. N-ol&7lulr o] E-5-1|5A]-1,2,3,3a,8,8a-3AA}eto| =29l = [1,2-c] ¥ &

BA 3gES AAd 2, @A A9 WhHoR 5-wEA-1,2,3,3a,8,8a-3Alslo| =Rl H| = [1,2-c] ¥ =(3. 4mmol )
2 Apgste]l Azttt = BAAES 0 WA 50% EtOAc-32F THjS Al gets AY I ErE 2189 (Si0,) &

AAste] FAl 3FES FESATE. CosHiNOstHol thek NS AlAER]: 262, A3 262,

@A E. N-ol&7lalr| o] E-5-1| = A]-6-F 2 2-1,2,3,3a,8,8a-AA}slo| =2 H = [1,2-c ]9 =

BA FAES A 3, ©A A9 WMoz N-oEFlulHo] E-5-HEA]-1,2,3,3a,8,8a-AAslo] =2 QI |
[1,2-c]¥&(0.19mmo1 )& AFE3le] Azt = APES F71] GAje]l 533t CistisCINOgHHel o)
3k MS AR 296, A= 296.

oA F. 5-HWIEAl-6-F 2 2-1,2,3,3a,8,8a- Ao =20 W = [1,2-c] 9 &

A FES HAAd 3, @A Be WHo=Z N-o|€yluld o] E-5-HEA]-6-F 2 2-8-1,2,3,3a,8,8a- A5l o] =
ZAHX[1,2-c]=(0.19mmol) & AF&ste] A x5ttt X AAHAES A} Ax g=zufEag =2 AA st &

A 2L SS9t H NIR(d=DMSO 300 MHz) & 7.17(s, 1H), 6.97(s, 1H), 3.81(s, 3H), 3.62(m, 1H),

3.00(m, 5H), 2.60(m, 2H) ppm. CiHCINOHHO gk MS AIMEA]: 224, HSX]: 224,

A 38
4,6-tE22-5-"5A]-8-W2-1,2,3,3a,8,8a-FA}sto] ==l H| = [1,2-c] 9] &

Cl

Cl

oA A, N-old7lule o] E-4 6-T] F 2 E-5-H| EA]-8-HE-1,2,3,3a,8,8a-FA}eto| =2 ot 1= [ 1, 2-c ] 9] = (9+-2-2]

1

olo

NCS(63mg, 0.47mmol) H o}AEAH(1mL)< DCE(ImL)S N-ol &7lubv o] E-5-w| S A]-8-¥"l-1,2,3,3a,8,8a- & A} 5}
=Y [1,2-c]HE (LA 2, GA AZH-E)(43mg, 0.16mmol)2] Mol 7}&ta, Wk &NS 70Tl 3
AP E9E antakglth, WhEES HO0E AAAZIAL &S Al ARls S8 ol AyS CHCLE Al

Hsta, AdE FEAAGY.  HA FFES F7re AGAgle]l 53T, CillisCLNOHel gk NS Al4kA]:
344, AFA]: 344,
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@7 B. 4,6-HF2E2-5-m5A-8-ME-1,2,3,3a,8,8a-FAteto] =R E [ 1,2-c] ] &

¥4 gES AAd 3, @A B W oz N-odIhluo] E—4 6-T] F 2251 EA-8-HE-1,2,3,3a,8,8a
Abstol =291 [ 1,2-c] 9 = (0. 16mmol )& AFg-38le] Axadtt. = YNBSS 94 A azvieEagyz 3

Aste] TAl SES FSarolth. H NMR(dDMSO 300 MHz) & 7.28(s, 1H), 3.78(s, 3H). 3.71(m, 1H),
3.29(m, 2H), 2.84(m, 3H), 2.60(m, 1H), 1.21(d, 3H) ppm. CiHsCLNO+Ho| sk MS Axbx]: 272, A=X]:
272.

A Al 39

S-AM| R X2 AW EA-6-F 2 2-8-WE-1,2,3,3a,8,8a-AAIto| =2 W [ 1,2-c] ¥ &

A N

Ci

A A, N-o| d7lu}H] o] E-5-3}o] == A]-8-H|E€l-1,2,3, 3a,8,8a- N} 8lo] =R el H| = [1,2-¢c] 3] Z (R}

o[o

1 1)
BBry(1.1nL, TIEZE2ZdE3E 1.0M)< CHCl,(10mL)E N-o] € 7}lut| o] E-5-| E-x]-8-H|E€l-1,2 3,3a,8,8a-NA}a}

o= 2olY[1,2-c]IE(AEA 2, A AZFE)(0.31g, 1.lmmol)el EMo 0TColA 7}3tar, HHAY
wEralch, ko] BBriE E(2ml)S A7ste] WAAIZIa, E3FE $A NalHC0;(10mL) 2 94<4=(10mL) = A&

st 7] FZES MgSOE AXRA7A, AR, FA IFES F71 AAG FEIIT.

CisHigNOgHHO tsk MS AlAkA]: 262, HAS5A]: 262.

F

|

A B. N-ole7nlH o] E-5-Alo]| F 2 L 2 AW EA|-8-H|El-1,2,3 3a,8,8a-FA}slo| =2l v = [1,2-c] 9] &
(BRERHE)AL]F2 X2 3 (13mg, 0.09mmol) 2 K.C03(24mg, 0.17mmol)= CH;CNZF N-ol € 7}u}H| o] E-5-3}o] =

8-md-1,2,3,3a,8,8a- A }eto] =21 H = [1,2-c] T E(23mg, 0.09mmol)e] &Moll 7}elar, 80THA] HHAY
. 9kS EFES HO 2 (HLLE A7, A4 Ad9S 58 J3sigd. d9S (HLLE AF

o
M
shar, ofolg ARG, FAl GRS F7he) Aol FESHAT.  CulloNOsl T MS AXR: 316, 2

94 C. N-o|g7hutdo| E-5-Alo| F R Z 2 AW EX-6-FE2-8-1|€-1,2,3,3a,8,8a-ANA}slo| =2l v =[1,2-
cl¥E

NCS(38mg, 0.28mmol) = OFHEAHImL)S DCE(2mL)F N-oE7lupu| o] E-5-Alo] F 2 X 2 I | E A]-8-H & -
1,2,3,3a,8,8a- A5t =2 A H = [1,2-c] 9 =(89mg, 0.28mmol)e] &M 7}5}ar, Wk fMS 70TCoNA 3A7F
¢ wHkESiY, HWFSES 02 AN 898 AA PSS T3 AP Ah S CHLlL=

AFstar, s FFAZT. FA sgEe F7ke] AAglel 58It CigllyCINOgHIol Tk NS AlAEA]
350, A=A 350.

@A D. 5-AlO] SRR I EAI-6-E 2 2-8-Wd-1,2,3,3a,8,8a- Ao E2RAH = [1,2-c] T &

¥A TS AAY 3, 9A Be wWHoz N-o|gdIlulyo]E-5-Alo|EF 2T 2| EA-6-F 2 2-8-1]| -
1,2,3,3a,8,8a-AAL3lo] =201 H = [1,2-c] 9 &(0.32mmo 1 ) & AF&3le] AZeAT. = AHES 94 44 2=

ntEIg ] AAste BA FFES T I NMR(ds-DMSO 300 MHz) & 7.14(s, 1H), 6.9(s, 1H),

3.88(d, 2H), 3.24(m, 3H), 2.84(m, 3H), 2.45(m, 1H), 1.21(m, 4H), 0.58(d, 2H), 0.32(d, 2H) ppm.
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CigHaooCINOHHO T8k MS AIXEA]: 278, A FA]: 278.

A Al 40

5-EZEF 2| FA|-8-9WH-1,2,3,3a,8,8a-FA}sto| =2 H = [1,2-c] 9] &

NH
FaC

A AL 3-(B-EYEF 2 EA-Hd)-ot At old o AH = (RHE4] 3)

A sgtEs Al 13, @ Al Wer 3-(EfEFeade)Wl=dusto] =(12.5mol )& A8l Az
A, = AEES F7He AARlel 58T, ColluF0stHel ﬂﬁf_ NS AlREA]: 261, A5 261.

WA B, 1-Wl A4 (3-E el EF 0 2o 5 A - -] Bl 8- oY o e 2

2A FFES AN 1, @A o WMHoR 3-(3FEYUZFOEWEA-FHY)-olq=A oY oAHE
(12.5.0mmo1 )& A3l AxsIATt. F AAHELS 10 WA 50% EtOAc-AXL FHjES A}g3sl= Ay JEnEL
G (Si0)E A 3.5¢(72% - 2 @ADS FA| SJFES F53FATE. CuHpFNOstHel ok MS AlAHX]: 394,

AEA] 394,

@A C. 1-W1A-4-(3-EgZEF 22 EA - d)-T 22| d-3-7}5 24t

SA e A 13, 97 o WHOoR 1-NA-4-(3-E EFLRHEA-Y)-9 2 W3- A4 e
o 2<E 2(8.9m01 )& ALga] AxFAG. = *@H%% F7kel AAGel FESAT.  ClliFNOgtHol ThF S

AAkA] 366, AS5A]: 366.

@A D. 2-WA-5-EZF Q2|5 A-2,3,3a,8a-H| Eg}5} o] = 2-11-2-0}A}-Alo] S Z FE}F a] 1 ¥l-8-&

24 sgES AAd 13, @A DY wHoR 1-HA-4-(FEZFLEWEA-HY)-9 2 d-3-7} 24
(8.9mmol) = AFE3le] AxsATt. = AAES 15 WA 60% EtOAc-AAL FHl S AL88= A I =EvE gy
(Si0,) = A3} 0.50g(16% - 2 ©A)S] H-A 3tAES 53T, ColligFsNO+Hol thgk MS AlAEX]: 348, 2
=2]: 348.

@A E. 2-AA-5-E &R 2| 5 A-8-m e -1,2,3,3a,8,8a- Al slo] =R -2-ofA}-Ato] F 2 M EHa] Q1 7l

A 3etES AAd 1, @A Do Mo r 2-¥MlA-5-ETEF L 2 EA-2,3,3a,8a-H E# o] =2 -1H-2-0}A}F
Aol Z 2 HEHa] A N-8-2(0.5mmol )& AFE3le] AZEGTr. = AAHES EtOAc-AXH(3/1, v/v)OoE 8247
=AYy ZYaR ZAsle] 34 FEES 559, CollsFNOHHo th3k MS AlAFX]: 346, A= 346.

9 F. 5-EEZF 9 2o EA-g-1€-1,2 3,3a,8,8a-A}slo| =2l v x[1,2-c] ¥ =

EA TS QA 1, @A B PR 2-MA-5-Eel EF0 2 A -89 = d-1,2,3,3a,8,8a- S Aksfe] =
Zog-obA}-Abol 22 Mekal W0, 5mol) & AHESte] AxSAT. RAFE x PYEL 9 A ARviED

g2 AAste] TA SFELS FE59ck. H NR(d-DMSO 300 MHz) & 7.19(m, 3H). 3.65(m, 1H), 3.28(m,
2H), 2.83(m, 3H), 2.45(m, 1H), 1.25(d, 3H) ppm. CysHuFsNO+HO) thdk MS AlAkx]: 258, A=3]: 258.
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A 41
4,5-0F22-8-me-1,2,3,3a,8,8a-AAleto] =2l d = [1,2-c]9] &

Cl
Ci

A AL 3-(2,3-tFEE-Hd)-oladt " ozHZ=E

S A 13, T A9 WHo R 3 4-tEFR 2wl =du|Eo) =(29.0mmol ) S AFEEFe] Al ZEFT).
Z AAES F71e AAQlel 58kt CulClO4Hol 3k MS AAEX]: 245, A 245,

@A B, 1-W1d-4-(2,3-UE22-9d)-F Z2|d-3-F7H5 A4 & o ~HE

BA sgES *E‘/\]cﬂ 1, @4 Co WHo=z 3-(2,3-yFZ=Z-Hd)-olad st e o ~HZ(29.0mmol)E AF&
sto] A =3kl ARAES 0 WA 70% EtOAc-3AF FHl S AFR3l= A8 I2vE 29 (Si0,) 2 AAE]

5.3g(49% - 2 @A FAl SES 53T, CollpaCLNOAHS g NS AlAkA]: 378, A4 378.

A C. 1-MH-4-(2,3-t 2 2-9d) -9 EI-3-7H5 24t

A 3gES AAd 13, 9A 9 WHo R 1-W3A-4-(2,3-tZF 2 2-94)-9E¢d-3-7} 524 oE o 2H]
2(14.0mmo )& AF&3F] Az Y. = APES F719 GAglel 53k, CiglisCloNOA tisk MS A
k2] 350, A& 350.

@A D. 2-wld-4,5-1]F22-2,3,3a,8aH E&}3}o]| =2 -1H-2-0}A}-Ale] S 2 HEH a] Q1 §1-8-

B eSS AAd 13, A DY WHor 1-HA-4-(2,3-tUFRE-dd)-1 28 d-3-7} 22414, 0mmo 1 ) &
AbEste] AZE(Y. F AAES 0 WA 50% EtOAc-AE Fuj S A&l A3 ARvEL Y (Si0)2 A

ato] 52l shgh=s 5. CisllCLNOHIO thak MS A|4kA]: 332, H5A]: 332,

@A B, 2-wE-4,5-vF R 2-8-mEd-1,2,3,3a,8,8a- Aot o] R -2-opAl-Abo] S 2 A EHal 91 H

24 GBS AAG 1, @A Do Wy o 2-Mld-4 5-tFEE-2,3 3a, 8a-H ED} S0 =2-1H-2-0}x}-Alo]
ZAHE a]lol-8-2(14.0mmol ) S A3 A ZF3AT. F AAHES EtOAc-ANXH(3/1, v/v)oE §EFA7]= A
27b SenE AAste] 1.7¢(35% - 3 @ADS FA sEs Skt CulliCLNHI tigh NS Al

330, A5A]: 330.

WA F. 4,5-tJEF22-8-wge-1,2,3,3a,8,8a-dA}Elo]| =2 -2-0}2}-Alo]| E 2 EF a] ¢l ¥l

FA eSS Al 20, @A Fo o R 2-id-4 5-tEE2-8-He-1,2,3,3a,8,8a-FA}slo] =2 -2-0}
Ap-Atol Z 2 e al QW (4.9mmol ) S AHREFS] A 28T = AAES F7F AAglel F5EiT
CioHioCLN+HO tH3E MS AlAEx]: 240, AZX]: 240.

@Al G. N-oll g FiupHlo] E—4 5-T] E 2 2-8-Hd-1,2,3,3a,8,8a- A} elo] E2-2-0} A} -Alo] Z X2 HEF a] A H
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24 3gES AAd 2, @A A9 WRloR 4 5-tFR2-8-ved-1,2,3,3a,8,8a-Aslo] =R -2-0}x}-Alo] F
ZHEHa]AN(4.9mmol ) & AFE3F] Az, 2 AAHAES 0 WA 60% EtOAc-EAF S Ag3te= AY 2
ZolEaH 3 (Si0)E AAS 0.32¢(21% - 2 @A) FA SFES 5390, CislyisClNOAHA tigk MS Al
AR 312, A=A 312.

oA H. N-olg FhuHo] E~4 5-T] &2 2-8-Wd-1,2,3,3a,8,8a- A} slo]| =2 -2-ofz-Ato] Z 2 3 EHa] |

FA SES Al 20, @A HY ¥hHo =R N-od Fhiido]E-4 5-t]E& 2 =-8-wgdl-1,2,3,3a,8,8a-A}3}
o= 2-2-olx-Alo]| F 2 HMEHal A (1. 0mmol) & AHE3Fe] AZ&t. = APES 0 WA 60% EtOAc-FAF
S AFgShE A9 I=2rEadY(Si0,)E AAs] 0.10g(32%)2] A 3ES 5390, CsHiCLNOL+HH
of tidk MS AAFx]: 314, AZA]: 314.

9A 1. 4,5-t)ZF22-8-1WE-1,2,3,3a,8,8a-FA}5to| =2 [1,2-c] 9 =

EA BFES WA 3, 9 B WHOE N-od o] E-4,5-t) 2 2 2-8-¥-1,2,3,3a,8,8a- S AFspe] =
Z-g-obA}-Abol 2= MeHal 1 9(0.06mol )& AHEate] Azt EAF) = AYES 9 44 AzviE

s 2 AASY] ¥4 SEFES SEs9ch. H MR(A-DNSO 300 Miz) & 7.46(d, 1H), 7.16(d, 1H),
3.76(m, 1H), 3.36(m, 2H), 2.85(m, 3H), 2.45(m, 1H), 1.23(d, 3H) ppm. CipHisCIN+HOl th3F MS AARA]:
242, AZX]: 242,

A Ao 42
-ERR2-7T-2F22-8-1WHE-1,2,3,3a,8,8a-FA}slo] =2 A = [1,2-c] 3] &
NH

Cl
F

@A A 3-(3-EFLEA-EEE-d)-ola A WY o 2H 2 (WA 3)

A 3EES A d 13, @A A9 WHoR 3 4-tjF22H=dd ko] =(34.0mol ) S AFE-3le] A zE T}
Z ARES F71o) AAQlel 53U, CillCIFOAHl thEk NS AlIAEA]: 215, A=4]: 215.

@A B, 1-Wld-4-(3-EF L 24-F22-7d)-I ETd-3-7524 fEd o=

A BlgES A 1, @A Co WHoR -(3-TFeRA-FEE-vd)-olaHa wE o ~H = (34.0mmol )
2 Abgate] Ax3TE. 2 AANES 0 WA 45% EtOAc-IAF FulE AL88tE A™ AEnE I (Si0)E
BAske] 6.3g(53% - 2 @7l ¥l HES S5 CuiCIFNOAHA i@ NS AREA: 348, A5A:
348.

oA C. 1-HF-4-(3-ZF Q0 8-4-FEF-3d)-¥ ¢ d-3-7} =2 4]

A e Al 13, 9@ Co wer 1-WE-4-(2,3-HE22-3d) -9 ED-3-7H5 A4t olE o
2(18.1mol)E AR&ste] AzxsiArt. = APES F7Fe] AAlglol #5830tk CiliCIENOo ol gk MS 7]
ARA]: 334, AEFA]: 334.
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9A D, 2-HA-6-ZFER2-7-ZF 9 -2 3 3a,8a-H Eg}slo] EE2-1H-2-0}A-Alo] F = EH a] ¢ dl-8-

24 S3ES AAd 13, w4 DY WHoR 1-dMA-4-(3-EFoEA4-ZFE2-¥Y)-¥ 2 d-3-7} 524
(18.1mmol) & AF&3le] A|x3FYTE. = APES 0 WA 50% EtOAc-AF FH]E X188l A8 m=nlE 1)
(Si0 = AAst] FA 3= F5330vh.  CallisCIFNOHHe) gk MS Al4kA]: 316, AS5A]: 316.

GA E. 6-FREE-7-ZF 9 2-2 3 3a,8a-H E#3 o] E2-1H-2-0}A}-Alo]| F 2 HEH a] ¢l H-8-&

BA 33ES AAd 20, 9A Fo Wy o g 2-HA-6-FRE2-7-ZF Q2 2-2,3,3a,8a-F| Eg}&lo] = 2-11-2-0}#}
-A}olZZHMEH ] A W-8-2(2. lnmo1) S AFE3te] AZFIT. 2 AHEL Z7te AHAGe] S5
CiHoCIFNO+HO gk MS AlFA]: 226, AZA]: 226.

GA F. N-og Jleluo]|E-6-F 2 E-7T-ZF 0 2-2 3 3a,8a-H E&}slo]| E2-1H-2-0}x}-Alo] 2 E}[a] Q1 Hl-
8-

2 a]Ad-8-2(2.2mmol ) E AFESle] A XEAY. F AAES 0 WA 55% EtOAc-NAF oS ALg3lE= 4
g A=nfEIY(Si0) R AAste] FA e ALY 82 5T, CulCIFNOs+Hl tigk MS A%t
2): 298, A=x]: 298.

2A 3gES A 2, @A A9 WO R -FRE-7T-ZF92-2 3, 3a, 8a-EHlET o] =R-11-2-0}A-Alo]
?_] _

)

GA G, N-old IPHo]|E-6-F R 2-7T-EF Q2 2-8-Wdd-1,2,3,3a,8,8a- Al 5to] = 2-2-0}2}-Alo| F 2 HE}

[a]S!

=

B 3RS A 2, dA A9 WHoZ 4 5-rEF22-8-uWEd-1,2,3,3a,8,8a-FA}E}0]| = 2 -2-0}A}-A} o] =
ZHEHalolw(1.5mmol ) S AF&3te] AZEAY. Z AAES 10 WA 55% EtOAc-AF FulE Algsle AH
ARZE YT (Si0,)E  AASF] 0.43g(66% - 2 WA HFA sEES AFH FER S5

CistlisCIFNO.tHO ti gk MS AlRkA]: 296, AS3]: 296.

A 0. N-old i o] E-6-S R E-7T-FF 2 2-8-ME-1,2,3,3a,8,8a- A5 o] 2 -2-0}A-Ato] S =M EHa] ]
il

FA ShgES AAlel 20, ©A| HOl WO R N-old JhulHo]E-6-S R 2-7-EF 2 2-8-HH-1,2,3,3a,8,8a-
FApsto] 2 -2-op A -Ato] S EHMEHa]l A 7I(0. 2mmol ) S AHE-Sto] AlZsle. = AEES 0 WA 60% EtOAc-3]
A TE ARgshe AW ARrtEIN(Si0)R AFAstel wAl detes AR s8R 5l

Cistli,CIFNO.HO ti gk MS AlxbA]: 298, AS3]: 298.

a9 1. 6-FRE2-7T-ZF22-8-14-1,2,3,3a,8,8a-Alslo| =22l = [1,2-c]T] &

A eSS AAd 3, WA BY Ao R N-og Jluldo|E-6-F R R-7-ZF 9 2-8-1E-1,2,3,3a,8,8a-3
Apsle| =2 -2-olz-Alo] 2 FEH a] Q1€ (0.06mmol )& AF&3le] Azt EHF] = AHES 94 9A
azvtEagsE gAste] ®Al SRHES FSerdh. H NMR(ADNSO 300 MHz) & 7.30(d, 1H), 7.19(d,
1H), 3.92(m, 1H), 3.65(m, 1H), 3.44(m, 2H), 3.30(m, 2H), 2.88(m, 1H), 1.33(d, 3H) ppm. CyH;sCIEN+He]

3k MS AAER]: 226, A= 226.

A Al 43
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[0592]

[0593]
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[0595]
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[0597]

[0598]

[0599]

[0600]
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[0603]

[0604]

[0605]

[0606]
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5-Hld5A-8-m"l-1,2,3,3a,8,8a-FAFstol =2 Rl Hl [ 1,2-c | 9] &

@\/O "

A A, N-o & F}ufe] o] E-5-8lo] =2 A|-8-H|El-1 2,3 3a,8,8a-AAlslo| =2l [1,2-c] 9 (882 1)
CH.Cls% BBrs(1.1mL, 1.1mmol, 1M)E N-ol€7}u}Ho]E-5-w|EA]-8-H|E-1,2, 3,3a,8,8a-dA}3lo| =20 H =

[1,2-c]¥Z(AA e 2, @A AZRE)(100mg, 0.36mmol)e] &Mo] 0TNA 7}etgdrt. whe EFES 0C WA
Ao A WA whaksta H0= FAAAIRT.  FE £9S A AHE T AdFstm, ZAHES CHChLE

AFskaL, ods FFZART. = BHES F7He AAglel S5t CisHiNOgtHel thak NS AREA]: 262,

GA B. N-old7}upe o] E-5-dl1 A2 A]-8-m|E-1,2,3,3a,8,8a-AA3}o] =20 dw=[1,2-¢c] ¥ =
wid B Zulo]=(15ul, 0.12mmol) = K,CO5(70mg, 0.5mmol)ZS CHsCN(2mL)Z N-ol & 7}u}H| o] E-5-3} o] == A]-8-

WE-1,2,3,3a,8,8a-FAlelo] =2 AW =[1,2-c]F =(26mg, 0.lmmol)e] &Me) 7}ttt AAPAE ZIES 80
TolA WA wykslgdoh, wheES Aeom WA 7|, 3H ZUAA A7) H0(2.5n0) ] g3isglitt.

AAES g ofMH O EBxL) 2 FE3It. & 77 F MgSO0,2 AZA7|L FHAA FA 33

==
g 58k, of& F7he AAIglol AFESIATE. CoollosNOsHHoll ek MS AREA]: 352, A5A]: 352.

GA C. 5-HALA-8-wE-1,2,3,3a,8,8a-AA}elo| B2 H = [1,2-c] T &

TA FEELS HAAd 3, WA B WMoz N-of|eytulvo] E-5-wl AL A-8-H|El-1,2,3,3a,8,8a- Ao =2
Ad=[1,2-c]E(0. Immol )& AFE3le] AZX3GTE. F AAES 9 A A2 2 AASY XA
3188 58T, CllyNOHHOl T3k MS AlXEX]: 280, 2=3]: 280.

Ao 44

5-(2-FF =W AEA])-8-Md-1,2,3,3a,8,8a-AA}eto| =21 H [ 1,2-c] T &

oA A N-dE7hlH o] E-5-(2-ZF 0 2l A2 A])-8-HE-1,2,3,3a,8,8a-A}slo| =2l d %[ 1, 2-c ]9 & (4}
A1)

olo

A 3HES AAlo 43, @A BY WHH o g N-oldlubro] E-5-slo] == A]-8-1|d-1,2,3,3a,8,8a-FA}E}o| =
ZAYR[1,2-c]FZ(AA 4 43, v}ﬁl AZRED(0.1mmol) 2 2-ZFo=zuwld HIZulolBE  ALL5lY
AzstATh. F AFES F7to AHAglol 53T, ColloyFNOHHl ik NS AXEA]: 370, A 370.

oA B, 5-(2-ZF 2 2MALA))-8-HE-1,2,3,3a,8,8a-AALlo| =2 W[ 1,2-c] 9 =

¥A SFES A 3, wWA B oz  N-dEIIulH o] E-5-(2-ZF 9 2l A2 A])-8-1]| &~
1,2,3,3a,8,8a-3Atslo] =& el v x=[1,2-c] ¥ =(0. Inmo1 ) S AFg3to] A FsIAT. = AAHAES o

o

2,
2
Hu
tt
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[0608]

[0609]
[0610]

[0611]

[0612]

[0613]

[0614]

[0615]

[0616]
[0617]

[0618]

[0619]

[0620]

[0621]
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vtz AAste] A 3FES TSI, CilyFNOHHo] T3k MS AlI2FA]: 298, 2=3]: 298.

AN 45

5-(3-ZF o 2wl AL A])-8-1d-1,2,3,3a,8,8a-AA}sto] =2l d|=[1,2-c] ¥ =

/Q\/ "
O
£

oA A N-oE7lulH o] E-5-(3-ZF o 2 Wl A2 A])-8-1|E-1,2,3,3a,8,8a-FA}Leto| = 2l %[ 1, 2-c ]I = (4}
A1)

olo

B 3etES AAd 43, @A Be WH o 2 N-o| ' luly o] E-5-3lo] == A]-8-w|El-1,2,3,3a,8,8a-F A}slo] =
2ol w[1,2-c]TE (Ao 43, Wa] AZRED(0.1mmol) 2 3-ZFo=zwlzd HIZulolBE  ALLElY
Azxzsde. = AHFES F712 AAG]l 53U TE. ColloFNOsHHA] T3k MS AEA]: 370, A SX]: 370.

oA B. 5-(3-ZF o 2MlAL2A])-8-7d-1,2,3,3a,8,8a-ALeto| =2l = [1,2-c] ¥ =

A FFES Ar]d 3, 5}741 Be] wWHo=m  N-od7hubH o] E-5-(3-ZF 2 A KA )-8-HE-
1,2,3,3a,8,8a-3A slo] =2l gl =[1,2-c ]9 Z(0. Immo 1 )& AF&3Fe] A Z3Her. =2 AAES 94 A 3=
nfEO Y2 FASt ®A RES }\%5]'91‘:]' CioHooFNO+HON 3k MS AlAEX]: 298, A=X]: 298.

5-(4-FF 2 2MAEA)-8-ME-1,2,3,3a,8,8a-FA3te| =2 AW [ 1,2-c] T &
F .

W A, N-ol @Al o] B (4-E 50 2 A% A))-8-mD-1,2,3,3a,8,8a- S sho] ER QI W = 1, 2-c]9] B (4
4D

oo

Aol 43, WA Be] W o N-oldjul|o] E-5-glo] =EA|-8-E-1,2,3,3a,8,8a- S A} &}o] =

A sees A
z2ld 2-c]FE(HAl 43, ©A AEZFH)(0.lmmol) % =FeEdd  BRuloEg ARESlo]

= 1 4-= =
Azt 2 AAES F71 AAglo]l 53T, Coollo FNOs+HO gk MS AlAA]: 370, A4 370.

WA B, 5-(4-ZF o 2 AL A))-8-HE-1,2,3,3a,8,8a-AAL3Fo| B2 d| = [1,2-¢c] T =

4 FFES AAd 3, @A BY WRoeg  N-oEIHHoE-5-(4-EF 2l E S A])-8-HE-
1,2,3,3a,8,8a-dA}slo| =20l H = [1,2-c] 3 Z(0. lmmo1 ) & A}&3}e] A =xsAdrt. = AHPES 4 A4 a2
nfE 2y 2 GAsle] A FEES 559 F. CiolyFENOHHO thak MS AlAkx]: 298, A=x]: 298.

A AT 47
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[0622]

[0623]
[0624]

[0625]

[0626]

[0627]

[0628]

[0629]

[0630]

[0631]

[0632]
[0633]

[0634]

[0635]

[0636]
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5-(2,6-tZF 2 29d)-8-1€¥-1,2,3,3a,8,8a- A5l =2l v [1,2-¢c] 9 &

o[o

Al A, N-dl 7t o] E-5-Eg] Z o] E-8-WE€l-1,2,3,3a,8,8a-FA}alo| =& [ 1,2-c ] 9 Z(§F& 2] 1)
92(0.9mL, 1.08mmol) ¥ EZFL 2B EA F4E(0.120L, 0.72mmol)S CH,Cl.(4ml)F N-ol & 7}ujv|

O|E-5-3lo] EEA-8-H"-1,2,3,3a,8,8a-AALsto] BRI E| = [1,2-c] T E (A Al 43, @A ARHFH)(94mg,
0.36m01)e] &l 0T 7ttt W AL 0T WX ALol A 223 Bk WuHE F CLCLE 344

Ao = APES A HCIW, x3kd 54 NallCo; R 2 AlFslt.  #7] #5585 NgS0,2 A=A

713 &S AIA 52mg(58%) ] H-Al ehES 53T, Cilli o NOsSHIo thh NS A|4kA]: 394, A5 394,

A B. N-d| & lutu o] E-5-(2,6-H ZF 0. 29|d)-8-1E-1,2,3,3a,8,8a-AA}8lo| =2 H| = [1,2-c] =
2,6-0EF 029 d B E2H(41mg, 0.26mmol), Pd(dppf)(5mg) 2 EtsN(0.2mL)ZS DME(2.6mL)% N-ol| €& 7pu}e]| o] E-

5-EgZd o] E-8-WE-1,2,3,3a,8,8a-AA}sle]| =2l v = [1,2-c]-3 =(52mg, 0.13mmol)e] LMo 713t 90T
oA ¥kAf mukalich, fNS Ao g WYZAF|aL, CHCl, 2 H0 Abololl Eujstar, Ax AdS F3) o3}

Ak, AL CHLLE MHsIL, Ads FHAHTL. = AAES F71 GAlgle] 530, CullyFoNOyH
o] thak MS AXFX]: 358, A=x]: 358.

97 C. 5-(2,6-tZF o 25 d)-8-1E€-1,2,3,3a,8,8a-ANA}slo] = &2l v [1,2-c] 9] =

A 3¥ES AAd 2, w@A B HWHoz N-oditulH o] E-5- (2 -t EF o 2 d)-g-mE-
1,2,3,3a,8,8a-Alslo| =2l g =[1,2-c] 9] Z(0. Immo1 ) S A}-&3}o] A 23T}, ARES 94 IA 2=
vfE a2 AAste] A4 FFES FEIAT. CoHy PNl that MS AAEA]: 286, A4 286.

Ao 48
5-M|EA]-8-o|€l-1,2,3,3a,8,8a-FAlslo]| =22 Hl = [1,2-c] ¥ =

NH

A A, 2-HA-5-HEA-8-o| & al-1,2,3,3a,8,8a-FALEto| E 2 W = [1,2-c]-F Z(WH2] 1)

NEEYHAIEAELEF HZulo]=(0.6g, 1.6mmol) % ZHF 3F-FE5A]=(0.18g, 1.6mmol)E F4 ﬂﬂi
(2.2mL)F 2-¥1A-5-1|=A]-2 3,3a,8a-H Eg}slo| = 2-1H-2-c}x}-Ato] F 2 FEH a] A dl-8- (A A e 1, &4 C
$¥1)(0.32g, 1.1mmol)e] &l 7}alolrt. Whg EFES ALoA 1A S wwtst & Ao EE F3 04
ettt At EE o Z(10nl) & M AL, NS A7 Z AES 0 WA 35% EtOAc-&4t
HlE ARl Y ARRE2HI(SI0) 2 FASte] FA ia‘%% g SSFQATE. CyHaNOHHOT
ek NS AXFR: 306, A2 306.

Ho

o
i
o
o
ol
4

1

AV
ht)
o]

. 5-H|EA]-8-o|€l-1,2,3,3a,8,8a-AA}slo]| =2l | = [1,2-c ] =

XE2W0]E(0.3g) ¥ THw(ZA4 @2 105%H%, 0.32)S MeOH(bmL)%F 2-W1E-5-v| S A]-8-o g &~

2
aul
o
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[0643]

[0644]

[0645]

[0646]
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[0648]
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9

1,2,3,3a,8, 83—2“/\}5}0]‘:i°1tﬂh~_ [1,2-c]¥]E(0.34g, 1.1mmol)9] golo] 7}adct.  wke EIES
4N Fot wukg 3 Al EE B8 oitalitt. AgolEES MeOH(20mL) 2 AlHatar o] NS HFHA|ZT

Z AAES oA ax ooz gAste] w4 SIES FS5s9c. H NR(d-DISO 300 MHz) &

7.05(d, 1H), 6.75(m, 2H), 3.69(s, 3H), 3.58(m, 1H), 3.28(m, 1H), 3.05(m, 1H), 2.90(m, 3H), 2.31(m,
1), 2.05(m, 1H), 1.28(m, 1H), 1.05(t, 3H) ppm. CyHyNO+Hol thgk MS Al4kA]: 218, AS5A]: 218.

2 Ao 49
5-3fo] == A|-8-o"-1,2,3,3a,8,8a-3NA}3lo] =Rl H| [ 1,2-c ]9 &

HO NH

A A, N-o & F}ue] o] E-5-1]| EA]-8-o] €l-1 2,3, 3a,8,8a- A} slo| =2 el H| % [1,2-c] T Z(9H-&-2] 1

olo

~

s

el FRR ¥ o] E(0.16mL, 1.65mmol)S CH.Cl.(6mL)F 5-#]EA]-8-9€l-1,2,3,3a,8,8a-AA}8}o] =220 H]
[1,2-c]F = (AN 4 48, ©A BEFE])(0.24g, 1.1mmol)e] &do] 0CelA 7ttt AAHE gAS A LoA
LIRS AL e = H&% EES HCI &9 20mL, 1.0Meg AAANZ|I PAAES EtOAc(3x10nL) 2 F+E3S
o, @3 f7] FEES NgSO,E ARA FFARHY. F AAES 0 WA 35% EtOAc-F FulE AL&-3)
© 29 AZvEIHISI0)E HASY 40mg(13%9)9] FA FFES 53T CullNOstHol ek NS A4t
21290, ASA]: 290.

=

GA B, 5-3}o]=FA]-8-0€-1,2,3,3a,8,8a-AA}3to] =2 d=[1,2-c] T =

FA e Al 2, @A Bo WHlew N-odiubv o] E-5-dto] =5 A]-8-oE-1,2,3,3a,8,8a-F A} 5Fo] =
A :=[1,2-¢]9E(0.07mmo )& AR&-3to] Alzskltt. = AEES A A A=vtEa s QGAste] %

Al BHEES FEeAT H NIR(dDMSO 300 MHz) 6 6.98(d, 1H), 6.59(m, 2H), 3.68(m, 1H), 3.44(m, 1H),
3.05(m, 4H), 2.45(m, 1), 1.98(m, 1H), 1.25(m, 1H), 1.05(t, 3H) ppm. CisHpNOHHOl &+ MS AXFX]: 204,
222 204,

A Ao 50
5,6(2-(3-HE)F)-8-M€-1,2,3,3a,8,8a-NA}slo| =2l = [1,2-¢c] 7] &

NH

A A, N-o| 7t} H] o] E-5-H| ZA]-6- 2. 9 =-8-H|E-1,2,3,3a,8,8a-FALEo| =21 W = [1,2-c ] F E (W24 1)

IC1(0.12g, 0.72mmol) % CaC05(72mg, 0.72mmol)E MeOH(3.6mL)% N-o| 7}v}w o] E-5-w| 5 A]-8-m & -

Sold W wuedd. W £ % EMEE el oisteln ABIEE WOl Ao, oIS 5
AR, % BAL BOAc & A FOMBAERGEH §9) % 95z AR, #) FEE
2 AzAZY. 2 AAEE REOCG/, vE SFA7)E A0k Beas Fa) 3

= MgSO0, B‘l ?g'/i:
)o] A SES FEIUTE. CiellypINOgHHOl ek NS AlxkA]: 402, A% 402.

3l 0.14g(97%
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[0649]

[0650]

[0651]

[0652]

[0653]

[0654]

[0655]

[0656]

[0657]

[0658]

[0659]
[0660]

[0661]
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@A B. N-ol & 7upr] o] E-5-3o] EHA|-6-2. 2 '=-8-mE-1,2,3,3a,8,8a- S A8lo] =R QIH| = [1,2-c] V] &
BBr3(0.7mL, 0.7mmol, CH.Cl,% 1DE& N-ol&sluleo] E-5-m| EA-6-2 @ =-8-m€l-1,2,3,3a,8,8a-FAl5lo| =&

Qe %=[1,2-c]3&(120mg, 0.3mmol)e] &Ml 0TCoIA 7Fellet. ¥hg EFES 0T WX A4 ¥hA) gt
st HO0= AAAAZHTE.  &9& A FARE Sl AFsta, AHE CHLLE AAs i, oAAE FFHAZT

& AYYES F7ke] AARlel 583l CislligINOsHHell Tt NS Al4kA]: 388, A5A]: 388.

O

@Al C. N-o e 7hitd| o] E-5-LH & A-6-8. 2 £-8-1|E-1,2,3,3a,8,8a-FA}to] =21 W = [1,2-c] T &
g HRulo]=(52ul, 0.6mmol) ¥ DBU(65uL, 0.6mmol)E CH:Clo(3mL)% N-of @7lH o] E-5-3lo] =5 A]-

6-2.9.5-8-019-1,2,3,3a,8, 8a- S Abako] =21 H| e [1,2-¢] 71 2 (116mg, 0.3mm01)] Fololl 71aha, AeolA 2
Ak ek mukasleh. g golg WO ANV AA ARE B Bt RS ACLE A=

I RS E=EZAZATY. 2 AAES #A/EtOAC(3/1, v/v)E &EFstE Aelgl ZYas Eéﬂ 4 A 5o
50mg(39% - 2 @A Al 3FES 53T, Coallp INOs IO T3k MS AlAbR]: 428, 23]

@A D. N-ol&7tuluo] E-5 6(2-(3-HE)F&H)-8-wE-1,2,3,3a,8,8a-NA}elo] =220 8| [1,2-¢c] 9] &
KOAc(40mg, 0.36mmol), nBuNBr(50mg, 0.12mmol), PPhs(3mg, O.Immol) & Pd(OAc),(2mg, 6pumol)ZE DMF(1mL)Z

N-of €l 7}l o] E-5-U4H L A]-6-8. 9 E-8-1|E€-1 2,3, 3a,8,8a-NA}slo| =2l H = [1,2-¢]7] 2 (50mg, 0.12mmo
el gdof 7}star, 100TCoA & wdtslgdc),  wkbg S90S 1,0 2 CHCLE 3N 7|3, AA dHS T3

ousArt. AP CHCLE ARFT ol FHAAL. = AYES I/ ARl FFaAc

CisloiNOgHHOll T &k MS AAEA]: 300, A53]: 300.

9A E. 5,6(2-(3-W&)F2)-8-wEl-1,2,3,3a,8,8a-FAlslo| =2 H|x[1,2-c ]3] =

FA SHea Al 3, @A Be] W e ® N-ol e Ibutr| o] E-5,6(2-(3-HI") F&)-8-""-1,2,3,3a,8,8a- A A}
stel=m Al ie(1,2-c]9E(0. Imol) & A&l Axsiltt. = Ad=E 4 A A=vtEa R A s
of 4 steES 5T, CistliNOtHel thgh MS ARkA]: 228, 5% 228,

Al 51
5-H|EA|-2,3,3a,8a-E| Eg}slo]| = 2 -1H-2-0}&}-Al o] F 2 HE}H a] o dl-8-2

NH

0]

A FFES AAY 1, @A Eo wHo R 2-mlA-5-WEA]-2 3, 3a,8a-H Eg}sto| =2 -1H-2-0}A}-Alo] S 2 A
EHa] A el-8-2 (A Ao 1, @A CEHE)(2.1mmol ) S AH-&3Fe] AT, F BAES I dA A2vED
#)2 AAste] BA §AES SS90, H NR(d-DMSO 300 MHz) & 7.48(d, 1H), 7.12(d, 1H), 6.95(dd,
H), 3.87(s, 3H), 3.72(m, 1H), 2.98(m, 4H), 2.81(m, 1H) ppm. CpHpNO4Hol thak MS AAFX]: 204, 2Z=X]:
204,

A Ao 52
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[0662]

[0663]
[0664]

[0665]

[0666]

[0667]

[0668]

[0669]

[0670]

[0671]

[0672]

[0673]
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4-FE2-5-MFA]-2,3,3a,8a-H Egleto] =2 -1H-2-0FA-Ato] S 23l BHa] /1 ¥l-8-

Cl

GA AL N-olld Fhabeo] E-5-w| FA]-2, 3, 3a, 8a-H| E g}l o]| = - 1H-2-o}A}-Alo] S Z M B a] 1 H-8-2(WF-3-2] 1)
g FREF¥=29o]E(0.18mL, 1.9mmol) 2 DIEA(1.0mL, 5.7mmol)ZE CH)Cl,(10mL)% 5-WEA]-2,3,3a,8a-HE
ghstol E2-1H-2-obAk-Ato] S 2 EHal 1 |l-8-2 (A A o] 51=2%-8)(0.38g, 1.9mmol)e] &efell 0Tl 7hsa,
Ao A wRkEith. RS 4 HOI(IDE AN 952 AFsdn. 7] FEES NgSo,2
AzA7Ia, w5, = =S F7he AAglel F5s8kdth. ClNOgHel gk NS AR 276, 2=

|1 276.

oA B. N-ol& Flutd|o) E-4-F & Z-5-W|EA]-2 3, 3a,8a-H Eg}sto]| = Z-1H-2-0}x}-Ato]| F Z HE [ a] Q1 Tl-8-&

NCS(0.25g, 1.9mmol) % o}MEAF(10mL)S DCE(10mL)F oll¥ Zlulu|o] E-5-H|EA]-2,3,3a,8a-H Eg}slo]| =2~
1H-2-o}A}-Alo] S Z e a] Q1 dl-8--(0.52g, 1.9mmol)2] &N 7lslar, 60TCoA WA nwkeliey. WESES
FA IR FHA7I S92 AFsSlY. f§7] FEES MgS0E ARA7|1, sF5AHY. = APES
0 WA 60% EtOAc-&AF FulE ALSstE A ZZrtEad ¥ (Si0,) 2 GAste] FA sES dR o] dA9

S}EZA FEIIGTE. CisHiCINO A sk MS AlAEA]: 310, A3 310.

oA C. 4-S22-5-W|EA]-2,3,3a,8a-H| Ed}3lo]| = 2-1H-2-0} A=A} o] Z 2 FEH a] QI Bl-8-

BA 3EES AAY 2, 9 Be WOz N-dE Fluldo]|E-4-F 2 2-5-1|EA]-2,3 3a,8a-EH| Eg}slo| =z~
1H-2-0o}A}-Ato| F 2 HEH a] Q1 9l-8-2(0.32mmol )& AF&3Fe] A X3k, Z AAHES F71e] AAGle] dAL
oA EdEREAM F5FFTE. CpHpCINOAHAl thdk MS AlXEA]: 238, AZFX]: 238.

oA D. N-33-5E Fhutdo]| E-4-F 2 2-5-1EA]-2 3,3a,8a-H EZslo]| = 2-1H- 2-o}x}-Alo] Z 23 EHa]Q dl-
8-2

17 fz}%“jp— e 20, @A Go] WHoE 4-FRE2-5-mEA]-2,3,3a,8a-E| Eg}alo] = 2-1H-2-0}x}-Alo] S &2
WEH al Q1 ¢l-8-2(1.02mmo1 )& AH&3le] Alzstet. = BAES 0 WA 60% EtOAc—i“{\} TH= ALeEE A
o EEUPEJEM(&O»E gAetaL Eelate] FA sekE B oolo #A oA, N-3u-F-E FhuiH| o] E-5-1|

EA-6-F E2-2,3,3a,8a-H| Eg}Sto] =R -1H-2-obp-Ate] 2R AEHal A H-8-2& FEIFATE. CiHyCINOsHol
i3k MS AlAkx]: 338, A=x]: 338.

A E. 4-2 R 2-5-"|5A]-2,3,3a,8a-H| Eg}slo] =& -1H-2-0o}At-Alo] S = A EH a] 1 H-8-

BA BtEs AAld 20, @A 19] WO R N-3E-FH b o] E-4-F 2 2-5-754]-2,3, 3a, 8a-H| E &} 5]
EZ-1H-2-opA-Ato] 2 2 g EH a] 1 H-8-2(0. 10mmol )& AF&-3te] Azt = AHES A4 HA 2=2vE
gz AAete] ®Al FRELS SSaArt. H MR(ADISO 300 MHz) § 7.70(d, 1H), 7.47(d, 1H),
4.18(m, 1H), 4.00(s, 3H), 3.65(m, 2H), 3.58(m, 2H), 3.45(m, 1H) ppm. CiHCINOy#HOl thH3E MS AAEA]:
238, AZA]: 238,
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[0675]

[0676]
[0677]

[0678]

[0679]

[0680]
[0681]

[0682]

[0683]

[0684]

[0685]

[0686]

[0687]
[0688]

[0689]
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A Ao 53
5-H| B A-6-2 2 2-2,3,3a,8a-H EZ3Io| = 2-1H-2-0} A -Ato| 2 2 A EHa] Q1 €l -8

NH

0]

—opA-Abel F =AM EHa] 19I-8-2 (A A o]l 52, @Al DEHF-E])(0.10mmol )& AH&-3fo] Alxskivt. = A

EA eSS AN 20, @A 19 WEoRE N-33-5%49 FhulHo| E-5-HEA-6-F 2 2-2,3,3a,8a-E| E&}3} 0]
= 2 -1H-2
< 9% 94 iiu}ilﬂwi AAst EA ﬁr%%% FEBAT.  CpHCINOAH] th3k NS AlAE]: 238,

A Ao 54
4-F R Z2-5-H|EA]-2,3,3a,8a-EH| E}slo] =R -1H-2-o}A-Ato] EF = A EH a] 1 Wl-8-&

Cl

OH

GA A, N-3F-5E FhalH o) E-4-ZF 2 2-5-1EA]-2 3, 3a,8a-H Eg}tslo| & 2-1H-2-c}x}-Alo]| Z 2 A e} [a] Q1 El-
8-&(Whe2 1)

NaBH,;(4mg, 0.1mmol)E MeOH(2mL)% N-33-5-€ Zvlv|o]|E-4-F 2 2-5-1| 5 A]-2,3 3a,8a-E| Eg}slo] =2 -11-2-

oA -Alol Z 2 HE a] A H-8- (A A4 52, WA DEFE])(20mg, 0.06mmol)e] &M 7}l AL A A7 &
oF mukslgdet. WhHEES H0 E CHCly Atolol Eulstar, FA A"S S8l 7433l AHSCHLLE AF

T 2

ot = Ades F7rel AAglel FEQACIEAY Ed=EA  F5IelY

sta, odE FHAA
3k MS AAER]: 340, A=X]: 340.

C17H22C 1 NO,1+H oﬂ EH

@A B. 4-F22-5-v|EA]-2,3,3a,8aH| E&3lo| = 2-1H-2-0}A}-Alo] E 2 FEH a] QA wl-

oo

-
FA sheh=s AAld 20, @A 19 o N-3u-F9 Fhibv| o] E-4-F R 2-5-W|5A]-2,3,3a,8a-H| E}E}o]

E2-1H-2-olA-Ato] F 2 EHal 91 el-8-2(0. 10mmol) & AFE-3le] AZeAY. 2 AAES I I A=vE
a2 A A 3FES F559. CulpCINOHO thak MS AlMEA]: 240, X=X 240.

A A 55
S5-I FAI-6-F 2 2-2,3,3a,8a-H Eg}sto] = 2-11-2-0pA-Ato] S 2l BHa] 1 §l-8-&

NH

Cl
OH

A A, N-3F-52 Fputd o) E-5-H|EA-6-F £ 2-2 3,3a,8a-H Eg}sto| = Z-1H-2-o}x}-Ato]| F 2 HE [a] Q1 H-
8-2

NaBH,(4mg, 0.1mmol)E MeOH(2mL)% N-35-%¥8 JulH|o]|E-5-HEA-6-F 2 2-2,3,3a,8a-H Eg}slo]| =2 -1H-2-
ofrl-Alo| Z 2 HEH a] A RI-8-= (A Aol 52, ©HA] DEEE, #X 2] dA])(20mg, 0.06mmol)e] &Ml 7}sfar, A
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[0690]

[0691]

[0692]
[0693]

[0694]

[0695]

[0696]

2o A 1AIRE
& CHClL= AlHskaL,
C17H25CINO,

o3

A B, 5-HIEA]

ATt

Bk wukahel

fil

of &
oh

-6-ZF 2 %-2,3,3a,8a-H Eg}s}o] = 2-1H-2-0}A}-A}o]

r“

Sk MS AR 340,

A eSS HAAd 20, GA

| H}
EZ-1H-2-opR}-Ato] S = e a] Q1 HI-8-
T = At EA B3

o

=

SIHS31 10-2013-0047765

U228 0 @ CHCL, Alolol Hujsla, A4 AALS B3] o, A9
FEAZG. 2 ALES F7HY HAAG] FEYAIGAY EFEEA F53}
AZA]: 340,

—

e}
il

2z e alold-
1] Wyo R N-3F-38 Fhulu]o] E-4-F 2 2-5-1| 5 A|-2,3,3a,8a- 6| E2}lo]
151-8-2-(0. 10mmo1 )& AF-&-3ke] A 233}, 4 & A Az
FESHATH. ColluCINO Ol Tl ek NS A2 - 240.

22 o
240,

A Al 56
®oato] ey sgtEel] e otE] Sre] &
oS 33ES 10mm x 250mm 71 P (Chiral Pak) AD-RH 71Z AHS AFE3te] o]g9] 779 odEleHz &
25kt
— AE A [ddEer=
. 29 2d |aqegen| 1T | TERSIEN
1 13.70 2,5,38
AN 2 @A A O SHINES 49 b Loy
. 2 19.24 30, 31, 32, 33, 38, 43,
44,45, 46, 47, 50
. ) 1 30.57 21
Ax 21 94 A H20 : CH;CN (50 : 50)
: 2.0mlL/ min 2 32.70 21
4 ) 1 17.34 15,23
AR 23, A A O RN 060
: 2 21.49 15,23
] 1 28.47 26
AAd 26, @A 1| OO 0080
: 2 31.17 26
1 10.30 27
MeOH
AANd 27, GA D 10.0 mL/ min N 12.13 27
1 23.02 34,35
H,0 : CH3CN (50 : 50) i
A Ao 34, FAF ;
1.8 mL/ min 2 26.44 34,35
1 16.00 36
A6 36, @A F |20 CHCN (45 : 55)
v 1.8 mL/ min 2 23.25 36
1 20.42 37
Ax 4 3794 D H,0 : CH5CN (45 : 55)
e 1.8 mL/ min 5 28.95 37
1 9.92 41
MeOH
AA 4 41, DA H 10.0 mL / min s 10.75 41
1 8.05 42
MeOH
AA 4 42, dAH 10.0 mL/ min B 11.72 42
& AL AHgdtel BiL FEA AEAZAL B odPe EA HFES BAAGT. A A4 A3t

2 ¥ 19 Jehido.
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[0701]

[0702]

SIHS3d 10-2013-0047765

AT oy

AME BHT2¢ G~8A1& E&3tE HEK 293 EBNA(VSV ©]2~3; Burns et al., NATURE 387:30308, 1997)& 10% ¥4
H FBS, 9ng/ml E2EAHS %%"6# DMEMSSell A 37Tl A 5% CO, th7]atel 37gAZTH.

g olE

A}eb 5HT2, 48 A)2 uhAsls HEK 293 EBVA AE(2x10/9)<S Lo 384-91 Zelzl w2y Zgo]=e] A sl
37°CoNA WA 5% C0./95% th7lstel F2xstdet. wAE AAR F-, AxES 243 dE[vs RBexyols
A

9 &2 tulo]A~(Molecular Device) AZFHL], 2.5mM T2HA|= 2 0,080 ZFEZAHE 35l HBSS =
(137mM NaCl, 5.4mM KCl, 5.5mM &322, 20mM 3|32, pH 7.5, 2.1mM MgCl,, 0.3mM CaCl., 0.02mM MgSOy,

3.0mM NaHCO; 2! 0.64mM KH.PO,) 2 A|Z=dzke] A Alell whe} 604 &<t Aelskaleh.  100% DMSOZell &3] A1
=S CsCl H7] 58(58.3mM CsCl, 5.4nM KCI, 5.5mM %32, 20mM @@, pH 7.5, 2.1mM MgCls,
1.20M CaCly) ol XA c=ZR HF DNSO F27F 5%S 238hA FLE= 33, SHIS FA HETo2A
AH&-3FA T e ZdE AES FESNeM 540 34

(Fluorometric Imaging Plate Reader(FLIPR, ®|=F Zg XL o}
=433t

dlolef &4

EE HolgE T F 4.0 AZEYAE ARSI v|AE HA A5 =4 38 (nonlinear least square curve
fitting)sltol #4138kt FLIPROﬂH dE-FEd >o o] AEA A=E A Y = S+ (A - ) /(1 +
10~((LogEC50 - X)) (4714, X & 5% Zagkela Y= F3A4 whgolth) S AE3te] Sxb F4 Fof
2 ukgo I ")
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[0703]

AA B3} 5-HT2¢c EC50
Eik-A (hVSV, M)
NH
o
1 - >10
1, dldE) e 2 <1
o NH
2 <0.1
2, ddEleH 1 <1
2, ddE| 9 2 <0.1
NH
o
3 - <0.1
3, dueed 2 o <01
HO. W
4 <1
4, odgem 2 <0.1
NH
5 <0.1
5, Al dEl v 1 <1
5, dHElLH 2 cl <1
F.
6 \O\/O " .<1
6, dldEl v 2 <1
Cl
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[0704]

12

<10

<10

<10

<10

<0.1
<0.1
<0.1

>10
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5-HT2¢
%fi““ 23} EC50
(hVSV, uM)
NH
13 <1
NH
14 <1
NH
15 <1
15, o FE) o 1 <0.1
15, dldEl e 2 <1
NH
16 <1
&
NH
17 <10
E NH
18 <1

[0705]
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19

20

21
21, o dgl e 1
21, ddE ey 2

22

23
23, dFE L 1
23, ddEler 2

24

[0706]

C

23

H

i

Bl

g

H
Cl

St

<1

<10

<0.1

<0.1

<1

<1
<1
<0.1

<1
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c

NH
/O
25, ddE L <1
2

1
NH
N

26, ldEl L °
1
26, dldE L H cl <0.1
2
H
27
27, el 2H <S1'1
1
27, dldE e cl <01
2 Cl
Cl
NH
28 : <0.1
Cl
NH
\/O
29, oldEl e <0.1
2 Cl

NH
0
30, ldE 2o <0.01
2 Br

[0707]
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[0708]

31,

32,

33,

34,

34,

35,

35,

36,

36,

ddE e
2

ddEleH
2

R A |
2

e
1

ddeeH
2

e e
1
ﬂ]‘gﬂi"i

dde e
1

odE e
2

<0.1

>10

<1

<1
<1

<0.1
<0.1

>10

<1
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NH
57 olE 2 n] /om o
) .
37, O]]]g-'q—?—ui ol <0.1
38 NH
38, ol ¢HE] 2.7 A <3i1
1
38, ol o . <01
2
Av "
O
39 <1
Cl
o NH
AD cm/ \@; >10
41, Sl dE| 2T al NH »
1
41, o dE| 2. =1e
2
NH
42, ddE 2 -
1
42, ddE 2w a L
2

[0709]
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43, ddE e

2

44, o'3E| 2.7
2

45, ddE e
2

46, oldE| e
2

47, el T
2

48

53

54

55

QVCE? R
Iy

NH
/O
>10

NH
e
<1
cl
o

o]
; :NH
/o
<1
OH
. NH
~
<10
]
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