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OFffl. FELLCIF100BAEWLWL 1 ORKBTHD, BBIEEHETET B8
OEMERMAIE LTI, B, BREE. LA ABRENZEFONBEL, A
BeE LTISEFEE, MY JILA OB, BHAILAVE (B, p— FLIVUR
IWRVEE, 10—HVT7—RIILKRVER) GLEDTOFUVENEITFLN, B
Wl & U CIHIEEE. RIEKFREE. MBI TFON, LA REBELTIE. BF,
-Et,O0, TiCl,, AIClgs, InClys, Dy (OTFf) 5. Yb (O
Tf) 3. Sc (OTf) 3. La (OTf) 5, Eu (OTf) 5, Cu (O
Tf) 20 Zn (OT f) ., Zn X, (XENOFURERF) GEMNEFLND
o FELITARBAETFON, SLICIFFELLITAEBRAILRVEREITFS
N, H32ELFFELLE 10DV T7—RIKRVEBHIBITFLND, BER
mEIDFMEE, BEO. O1HEMSHT10HETHY., IFFELLIE, O.
THENL2HETHD. FIFDEETEE—100THENLT100%C,
HELLIZOTRHEWLA0CTHD, BERNFNIIZDEE, HAHWLNEIANF
B, MLIY, D004, KigEDBEITERLTHMT 5,
I8 — 1N LIE8—2~ANMIREIZIDOWNTIE, BFEMET, (X117
a) BFLU/FIE (X1 1" b) FEEILIIELIROIBICHNSC
EHLTED,
TE8—2THOLNIILEY (11 a) BIU/EHLEY (11 a) I
CFEICE Y, BRI TREESYNSEREL, ThBERISLXHMDOFE
CREZR HE, R, P, BB, X8, BRE&. vO07 N304 —
HREDNBFEICIYBRBICRET L ENTED,

L&Y (1) FE (17 ) ZEHTAIDICBLELEEY (1V) FUT
DHETEETES,
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[0113]

[0114]

[0115]

Thbb, L&YW (X1 11) &kEY (X1V) ORIBICEYELND
L&Y (XV) #HWL, &% (XV 1) OF7I/EIZTVILEL, L&Y
(IV) NEFHTE S,

[T 9]

[1£25]

O 2

HZN)\(
HO-N
5 o COOH X3

/
O o) i X7y
Z
z M (XIV) \Yko,hi; o) N Z\Y N)\(Xz

Y OH

I%89 o T#E10 COOH
(X1 o0 (V)

[XFDESEHLRERAERTH D, ]
TIEOEFAILARVEE (XT11) EERFAFIIFE<KEBAIF (XIV)
EMEIET. TATIL (XV) ZEHTHIRIETHS. ARIEDEEHIE
LTIE, :=&21E 1, 3= 90AXVILALRSAEI K (DCC)
1—IFI—8— (B—=UAFITI/TAEL) hILKRDA = FIEERIET
ENXALLND,

EFEFXFDIEFCBAII R (XIV) OFERER, BE0. 5HENS10
LETHY., HFELLE, 1HENS2LETHY. SHITHFELLCIE
1THEND1. 2HETHD, BREICGLT, BEEMATH &L, &R
X, PUIFILTEV, DAVIFTAELIFLTIURENANGNS, K
REDBEIE, RIENETTIRYBIREIAGVDL, BHTEHEIAFIL
RILLT S R, PAFILRANLKREY FIRENMFELL, ZBELULOBES
BELTAHAWTH &L, RIGEEF. BEOTCHWLL100C, FHRLLIE
10CHEWNLA0CTHD, RIGHMIZESE 1FFMEMLLL 1 0 OFFME. 1FF
LLIE 1RGO L2 4BRTH D,

[TF810]

TIFE10E. TRXTIL (XV) 72/ (XV 1) #EsET, 73
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F (V1) ZEHTARIGTH S

TI/B (XVI) OFERAER., BE0. SHENL10HETHY., #F
FLCIE, 1HENL2HETHY., SHITHFFLLE, 1=, 2
LETHD, ARGICE, BEE LT, REBKRFFYDL, REBKEHY
Vi, REETRDLGEDEBREBEREOCN)IFILTIV, D4V TREL
IFLTIVREDQDEREENANLNS, ARIEDBEIE. RISHETT
HRYFICERESMNGELD, TMTEK, DAFILKRILLTI R, PAFIL
ANRFLRGENFELL, ZEBELUELEDBEEZREALTAVTL &L,
RIGREX, BEOTCHEWLL100C, FFELLIE10CHWLLA0CTH
b, RISEEITER 1AL 10 0BM., IFELCE 1BREAELL24
RETH S,

L&Y (1) RU/XIE (17 ) 1&, EFRLEIN02005-1058025 K Y EME 2
FAW02008-1530275ICE LT, RETESBMA B, 2HSHE. BESH
ECEE. £ESE, OF%. EMMEEER. EREANMEND) NK2ZBKE
MELLTERI I ENTES,

BNNQZERKEREREETHEEN (1) RU/XIE (17 ) (X, H
e BRIE, TR, Y b, NLAREA—, X, o, 41X, O
CEYYDHIL, BERGE) ITHLT, BIRE, RELLLET LA
HE BIZIE 7RE—, BEX, NLRR, &, MR, [REXX, B
FAEMMER, BR, X, VoI FEEX, ERUEEE. BFHRE. 2
RUREILAE. FEIRK, BhRA L) | &R, RERE. BEE. BFE. %, &
SICHREBEROER BRI, HEXFE. A—FUVYIR, 50/ F
KRR, REMERE, DREES, BE BIZE, TILIYNSAT—RKFLE
E) 1RE) | HIEBEER (FIAE, BEEEHLERE BRI, BEERE
B#., EEOLGIVHIEARLGE) | ERMEXEBR., 78—2K, vL7—€
BEEDS KT T LREE BIAIE A)anNsa2—-EQYRKE) ITE
HdoEF BIzE. B, BEELGLE) L) . B, HREE BIAE
. SRR, RERELGE) | MEBEE GBI, BME, SOE, ODF£2, 0
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BEGE) | RERE, 2. NIVERE., DMERSE. BARERL, MK
e, EPERA. BHEEFEE-EIHMR ) X LEELEDREDFHE LUV
FIEABRAE LTHERATH D, BHNTH, BEEHHELLERE BRI &
BULRREIRE. BEOLWVAELETRRLGE) OFHE LV FIFAERFEL
THATH A,

L& (1) RY/RIE (17 ) 2EEELT, £ FFOHEBYICHERET
BIZH->T, BEFTRE, BIAE, &H. hTELE (VI A TEIL,
RAOAATRILEEY) | BEl. BHAIEE LTEON, 5 0ET5H
EF Ry bEELTEROMICRETE S, TFEREOL (TE, BIRA
. RN, BT, BHEA, SERN. KRR, SR, RR, BEER. BR, BE
N, EERE. BEEOENE~NOBRSESLVEENLRBRE~DEREEET,

L& (1) RY/RIE (17 ) OBREER, BEIL— b, ERFIZEST
RGN, HIAE, BEEBERBORE (RA, KEL04LVLE80 ke : =&
Z1£60kg) IZRO/_ET H5HEE. HIAIL1HO0.01~1000 mg/kgRE, 1FFL <
[£180.01~100 mg/kgAE. S 5IT8FFEL < F1H0.5~100 mg/kefRE, I
##FE L <IX180. 1~10 mg/keglRE., T5ITHFELCIFTAT1~50 mg/kelkE,
FICIHFFELLCIETIBI~25 mg/keAETHS. COEZI1HIEF=E2~3EI(C
DFTHERETHENTES,

L& (1) RUY/RIE (17 ) &, EFMICHEINDIIBHEREEEL, &
&l B TwILEL BHEL, BFFOEBESR . £ 0y TH EHEF
DRREF E LTROFLEEROMNITIRETHIENTES,

SE it 451
[0116] LITFIC, BERE L UEEHIC K Y AFKHAEFFICHMICHBAT IR, KH
BHIECNICBREE N D LD TIEAL,
[0117] &ZHI1 N-4-TREFETz)V)-2-Z FARVEVRIKRVTE R
[1£.26]
Br O2N
T
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[0118]

4-TJnEF7=Yr (5.82 g LEFEESFUTVL (554 EZELIR/—IL
(25 ml)-7k (25 ml) BEKIZ, Bt 2= rOREVRLAEZIL (12.3 g)
EERTMAT =, RIS&EZ T0CIZFEL., 47MEBH L&, ERITHH
L71=. 7K (300 ml) Z&AmME, REBRZAVRISED pH = 1-2 £ L. LB
MEBERLIz, BonfzEEZET42/—/)L 40 m)-K (10 ml) HhSEES
FiclbEY (13.0 g) ZREREBEMRELTH-. MR 111 °C,
'H-NMR (CDCl3) & © 6.90-7.29 (6H, m), 7.54-7.58 (1H, m), 7.66-7.70 (1H,
m), 7.78-7.86 (2H, m).
EEZfHl2 QRI-3-[RI-E FOFI (TzZ)L) AFIL]I2-FFVEDQY DY
“1-ANLRUBARAUDIL BEU GRI-3-[(SH-ERFOF (T L) AF
WI-2-AFVER Y DU-1-HILRVERUDIL

[1k27]
C O 0 @]
HQ H HQ
g B
Ph PH
(R"R") (R* S%)

JFQLANZTHAFILOOSOR (1IN, 37 ml) @ THE (90 ml) B/&RIZT
IWIVEEKT 78 CT, 2-AFVERY DU-1-AILRVERD DL (T.15
g) @ THF (25 ml) BHEZEMBTF LI, -78 CIZTT 30 NfEEHE. RUX7
ILTER 3.97ml) @ THF 25 ml) B&i&%E —78°CTHTL, 51T 1EMH
B Lz, RERICENELE7Z VE-VLKEBEREMZ, BFEETF/LTHE
L7z BHKITH LEBKRES ) DLEZAVERE, BETITEEZEEL
f=o BBMEL)ATLIOI IS 74— L. AXHU-EFBETFIL (
9:1—=1:1 v/v) THEH LT, BE—AHEBMLL R, R)DIZERILEH 345 g)
FEEHRME LTER.
'H-NMR (GDCl3) & © 1.71-1.78 (1H, m), 2.13-2.23 (1H, m), 2.48 (1H, br s
), 2.90-2.94 (1H, m), 3.54-3.61 (1H, m), 3.78-3.82 (1H, m), 5.28 (2H,
m, 542 (1H, d, J = 2.4 Hz), 7.27-7.44 (10H, m).

EZAEENrL R, S DRELEY 4.13 g ZERBBRMELTHER
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[0119]

[0120]

[e]

'H-NMR (GDCl3) 6 : 1.65-1.72 (2H, m), 2.85-2.92 (1H, m), 3.50-3.57 (1H,
m, 3.76-3.78 (1H, m), 4.66 (1H, br s), 4.88 (1H, d, J = 8.9 Hz), 5.
29 (2H, m), 7.28-7.44 (10H, m).

ZZH13 GRI-2-E FOFI-3-[(S)-E FOFI (T L) AF/LIERY
DU-1-AIRUBR VDL

[1E28]

HO O
HO W )]\
N™ O
Ph

BRY-3-[(SH-E FOFI(TzZL) AFII]-2-AFVER ) D2-1-AIJR
VEERUTIL (1.09g) DRLIY (35 ml) WK, PILTUFERT —7
8°CT KFRILDAVIFILTILE=yL (0.99M, 7.09 ml) #FF LIz, K
BiR%E —18°CICT 1 FRERE., A2/ —ILEMARKEELSE, EET
B Lz, TEDETRBIREICTRER, BREEMLI-&. BEWELY
ATNIAI T T T4—ITFL, AFYU-EFEETFIL (112523 v/V) T
BHE L., ZRiEE (160 mg) FEEMRME LTH,

H-NMR (CDCl3) 6 1.91-2.10 (1H, m), 2.37-2.55 (1H, m), 3.21-3.68 (3H,
m, 4.55-4.88 (1H, m), 5.13-5.64 (1H, m), 5.14 (2H, s), 7.29-7.41 (1
OH, m).

SEZH 4 CRI-3-[(H-EFOFI (T /L) AFIL]I-2-A X EQYD
D1-AILAR VBRI (BB TRATLAT—E, BEEDTRT LA
T—IK ; MARERE (EFRRE)

[1£29]
MeQ o) MeO @]
0O 30
N N
Ph Ph
{EHE £ =
DTFRATFLFAT—& DFRATFLAR—&

@RY-2-E FOFI-3-[(N-E FOXFL(TzZ)L) AFIIEQY D -1-7
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[0121]

IWIRVEER VD)L (139 mg) DAR/—IL (4.5 ml) B&IZ, 10-A2T7—
RILRUEE (9.80 mg) ZERTMATz, RIGiK%E 07MHEHE, FUITF
VP22 (9.00 pl) MR BREEIEEEICL-, BiEk. BEHELUD
FIVIORAI NI ZT74—I2F L, 200RILL-EEEETFIL (9:1 v/v) THEH
L. E—ALE& YETILEY EBESTRATLAY—, 55.1 g %286
HikME LTH -,

'H-NMR (CDCl3) 6 1.53-2.19 (2H, m), 2.29-2.39 (1H, m), 3.32-3.58 (5H,
m, 4.76-4.83 (1H, m), 5.08-5.22 (1H, m), 7.35-7.38 (10H, m).
FAHMELVIERLEY EBYECTRATLAT—, 64.6 mg) ZEEMIK
e LTH,

'H-NMR (CDCl;) & 1.36-1.48 (1H, m), 1.90-2.04 (1H, m), 2.50 (1H, t, J
= 8.0 Hz), 3.30-3.47 (5H, m), 4.33 (I1H, dd, J = 42 Hz, 8.0 Hz), 5.14
-5.28 (2H, m), 5.45 (1H, d, J = 42 Hz), 7.28-7.42 (10H, m).

SEH S5 QGRI-3-[RY-{¢@W-TJAETZ7zZ ) [(2-= O Tz /L) RJLRZ
WITE/1 (T2 AFIL]I-2-A RFR2EQY D U-1-AIIRVERO DL
[4£30]

[ oA

NC»

GRI-3-[(SN-E ROFI (T ) AFIL]-2-4 X EQYSU-1-HIL

RUBRUDIL (BIEBECT7RATLAT—K, 10.0 mg, 29.3 umol), N-(4-
JOFET7zo)L)-2-=Z bARVEVRILARVYTEFR (15.7mg), )Tz =

IWHRRX T2 (23.0mg) DRILIVER (0.4 ml) (2, ZILTUFEKT,

AV TOEL FYPTILRFIL—F (1M, 46.0 u)EFmMLE, &

&% S0°CICT 1 fEEHE, BRI FILEZMARBL-, Rk, BEY
ELUATLYAR NI ST oI L, () yBR0OKRIILL, (i) MLT



WO 2010/038435 57 PCT/JP2009/005006

[0122]

[0123]

-BEEETFIL (2001 v/v), (PiD) ANFHYU-BFEETFIL (211 v/v) THEH

L. REELEY (4.6 mg) ZEEMKRME LTH,

'H-NMR (CDCl3) & : 2.31-2.42 (2H, m), 2.49-2.63 (1H, m), 2.82 and 2.98

(total 3H, s), 3.37-3.68 (2H, m), 4.38-4.52 (1H, m), 4.93-5.22 (2H, m
), 5.63 (1H, d, J=9.6 Hz), 6.55 (1H, d, J=7.6 Hz), 7.01 (1H, d, J
= 7.6 Hz), 7.16-7.67 (10H, m).

SEZH 6 QGRI-3-[RI-[U-TAETZzZJVTFT /1 (T ZL) AFIL]-2-
ARFIEQUDU-T-AILRVEBRU DL

[{E31]

ok

MeO
Br
TR
N~ “Ph
H
BR)-3-[R)-{4-TOnEZ7z=Z)L)[Q-=rAOTZZIL) RILRZILIT E /]
(ZzZIL) AFIL]I2-A X2 EQ D o-1-AILRVEERDDIL(12.0 mg)
IREBHYUDL 4.40mg) DTFER=ZFRYIIBHK O.5ml) (T, FAT/
—JL 3.30 ul)FE=EETHmMLI-,
RIGi®&%E 10°CICT 2 g #E. BRIREICKYRBTMERYKRL -, B&
EEE®R. BEYELUASLIAT N TS T4 —I2F L, FILTU-EFEET
FIL (20:1 v/v) THEHL., ZE1EY (7.80 mg) ZEEMKME L THES-
'H-NMR (CDCl3) 6 : 2.10-2.32 (3H, m), 3.16-3.62 (5H, m), 4.34 (1H, br s
), 4.47-4.74 (2H, m), 4.98-5.22 (2H, m), 6.37-6.45 (2H, m), 7.11-7.42
(12H, m).
SEH T (A PXTTEFIL-1-(-A PRIV EDQYDU-2-F

v
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[0124]

[1£32]

DFILOAYTAELTI R (A4 TRELTIY (19.2 8 &Y n-
TFILYFoL (1.6M 110m) KYFAE) O Tr>EFOT752/0-TF
WU F oL (250 mI-110 ml) BEIZ, 1-U-A FFIRUDL)EQY D2
A2 23.7¢g OTrZEROT7ZY (15 ml) BEREZEFRSFERT -18°C
TMA., 0RMERE LIz, A FEIEFERATFIL 22.8 ml) ZHETLER, R
RiEZEERETHREL., 16BHEBH L1, BAFELL7 v E=DLKBZREM
Z. FBRTFILCHiltk,. MEREEKFRES M) VLTERL, BETE
AL, BEMZLUATLASLIOR NI S T4 —I2F L, ~AFY
-EFEETFIL (91 v/V)-EFEETFILTHRE L., ZEIEEW B0.1 g &%
BEMRME LTHEE,

'H-NMR (CDCl3) & © 1.96-2.10 (1H, m), 2.45-2.61 (1H, m), 3.16-3.40 (2H,
m, 3.46 (3H, s), 3.69 (1H, dd, J =9.3, 6.5 Hz), 3.80 (3H, s), 4.26
(1H, d, d =17.9 Hz), 4.30-4.44 (2H, m), 4.65 (1H, d, J = 17.9 Hz),
6.79-6.92 (2H, m), 7.08-7.18 (2H, m).

SEH8 QBD-3-(1-7=U/-2-A+FLIFUTU)-1-(4-A FF IR
CinERY o2~

[1£33]

S
OMe OM

(A FFIT7EFIL-1-4-A RFIRD))EQYD2-2-F> (30.1 g)
EF7=1)2001g DRILI/OONXHFD (400 ml, 1:3 v/v) B&
(2. p- FILIZ DR LRVEE—KF (0.52 g) MR, T4—> - RE3—9
FEFA 2BBMBER L, BERFEFTHHNE. RERERETIEZE

e
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[0125]

Lz, BEMENHD U AT ILAS L2 ORI NI ST 4—I2f L, AFH -
BEETFIL (91 v/v) BT FIILTHRHL, ERILENOHEERMEXRE
BHKYME LTH-, BonHERYME S0CTOAVYTOELI—TIL (
200 ml) ITHAMRL., B# L, BRRZMA, BEZ0CICTFR oMK
T, BRI, REREL., BELEY 2429 ZREBKEREELTE.

BREREER. BEMENH VAL LAS LA T T T 4—ITF L. A
FHU-EFEERTFIL 91 v/V) BT FILTHEH LR, LELRAKROBRE
EETRES LT, 1Z0RILEY 2.6 o) #hERERLE LTHE, Bis 67
c.

'H-NMR (CDCl3) 6: 2.77 (2H, t, J = 7.3 Hz), 3.23-3.32 (2H, m), 3.37 (3
H, s), 3.80 (3H, s), 4.05 (2H, s), 4.42 (2H, s), 6.82-6.91 (2H, m), 7
.00 (1H, t, J=7.3Hz), 7.07 (2H, d, J =7.5Hz), 7.15-7.33 (4 H, m)
, 10.11 (1H, s).

SEZH O GBR-3-LUAR-1-F=1)/-2-A rFHLIFII]-1-4-A FF IRV
CinERY o2~

[1£34]

L,
OMe OMe

[Rh(COD) 10T (Tfik, FUTZNLABAZVRILKZILEZEZTRT) (53.4 mg)
E O-1-IR)-2-2-@B,5-EX(FYTZNLADOAFI)TT=I) KRR T 1/
JIAEZJITFILD-tert-TFILEKRR T 4> (101 mg) 2ELTaL 2y
I, TILTUEEKT. BBEAZ/—IL (10 ml) ZmMZ 1=, 207REEHE
AR LAEREE. BD-3-(1-7= ) /-2-A rFLITFYT)-1-(4-
ARFRIRUDIVERYDU-2-F2 (1.0g) DAZ/—)L (10 ml) A&
BASEHZFRA—F I L—TBHRIIH Lz, REEREKRFESRT (1MPa)
. SOCT24REEEH L=, LREDREZBETLEL., BoNZD2OREE
EhHEE. RERELI-. BBYVELVITINASLYIAI NI 5T 4—
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[0126]

[0127]

[Tl AFHU-EFRRTFIL 91 v/V) BT FILTEH L., EiELED
DERM (1.76 g) ZXREBERE LTHER. BoN-HERYME60CT
TA4YT7RELI—TIL Q0 ml) ITHEBL, BELIz, ~AFF 2 (20 ml)
ETEIEREMZ, SHITAXHY (60ml) EHTF LR, REEOCICTIFE
SICIREES®R, BREEMN., BEZEL. BEILEY (1.26 g ZXEE
E&mE LTH, BiR 56 C,

'H-NMR (CDCl3) & © 2.00-2.15 (2H, m), 2.80-2.86 (1H, m), 3.11-3.20 (2H,
m, 3.31 (3H, s), 3.48-3.52 (1H, m), 3.61-3.66 (1H, m), 3.77 (3H, s)
, 4.02-4.08 (1H, m), 4.28 (1H, d, J =144 Hz), 441 (1H, d, J = 14.4
Hz), 6.65-6.80 (5H, m), 7.09-7.20 (4H, m).

SEZH10 QS)-3-[U)-1-7=1)/-2-A FLITFIL]-1-4-A FF IR
DUV ERYDU2-FY BXUFREIE GR-3-[UR-1-7=1 /-2-
ARESIFII-I-U-A RFIURDD)EQY D U-2-F Y

[1£35]

@NH O N ?
WK‘:&/ /\© ome OMe

RD-3-(1-7=V/-2-A+FLITFIT)-1-(-A FFIRUD)ERD
1) 2-2-ZA> (88 mg). [Rh(COD),]0Tf (Tfik. FUINLABOARUR)LKRZ
IWEZERT) (46 mg), BELUXAREREARRT 42 (R1 (R1-1) ) %
BOAZRA—RIL—TIT, lRERAZ/—IL 2.5 ml) &mMA. KEFH
ST (IMPa), 50°CT24REfEIBIE L1=, RIERZBERAKIOT LI FT7 14—
[CTHM LTz, IR, REKERIRZRT (R1—-2) IZFT,
[& 1]
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[£&1-1]
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@i\(% @ HICHg ~CH"‘

(R)-(S) L1 FaC (RHS) L2 Q (R){S)L3
F MeO
f 1CH3 i\{ 'CH
@ (R)}-{S) L4 Q (RH{S) L5

Q
Tk Sy
P~ (Fe ~X'CHa 'CH3
& @
VoS (RH-(S) L6 Fd (RHS)LT

(R)-(R) L10 (R)-(R) L11
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[F&1-2]

Uik S EY FLHFAYI- VU STUFH
(R)-(S) L1 (5.4 mg) B87%ILE 59 %ee (8,9) 98/2
(R)-(S) L2 (6.8 mg) >09% g2 70 %ee (S,8) 97/3
(R)-(S) L3 (6.4 mg) 71% ULE 62 %ee (5,9) 92/8
(R)-(S) L4 (5.8 mg) >99% UNEE 69 %ee (S,9) 98/2
(R)-(S) L5 (6.0 mg) 98% UXFE 63 %ee (8,9) 98/2
(R)-(S) L6 (8.3 mg) >09%IYEE 60 %ee (8,8) 98/2
(R)-(S) L7 (6.1 mg) 79% ULEE 56 %ee (5,9) 92/8
(R)-(S) L8 (9.3 mg) >99%IYEE 55 Y%ee (S,9) 98/2
(R)-(S) L9 (6.9 mg) 80% ULE 44 %ee (R.R) 95/5
(R)~(R) L10 (9.4 mg) 90%IYE 58 %ee (R.R) 7525
(R-(R) L11 (6.9 mg)  71%IE 65 %ee (8,9) 79/21

[0128] &HI1 1 @BR)-3-[(R)-1-7=1) /-2-A XL ITF)L]-2-AFvVEDOY
U-1-HILRVEE tert-TFIL
[1£36]
.Boc

:‘NHO
N

ome —

@BR)-3-[(R-1-7 =)/ -2-A FFILIFIIL]-1-4-A FFIARUD) ER
Joo-2-F7>2 (1.0g) &7=v—JL 6.1 ml) Z&L +TILAOEE (
9.0 ml) JFRIC, RUTLARARZVRILAVEE G.0ml) #MX. RE&
Z10CT20msMIBH L=, BERMER. BMEREKRT ) ULKBETL
BL, BFERTFILTHEL-, ARAEZRENBIEKTESL. BKRES
) LTRIBLI-%., RETBREBEL. BEMES AT LA LSO
TRITZTa—ITRH L, AXHU-BFEETFIL (91 v/V) -BFEE T FIL-EFER
IFIL-AR/—)L 9:1 v/v) TEHL., GR-3-[(R-1-7=1) /-2-4 F
FOIFIIIERY DU-2-FUDORERYMERTz, 7=t (25 ml)
(ZiafRE, kB o-tert-TFIL (0.81 ml) ENN-DAFIL-A4-FTZ/EY
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Dr (412 mg) EEETMZ, 16KMEBH L. KEMZ., BFEET FILTH
H#k, BREZEKRES N VLTERL, BRETAEEEL-, BEY
EVVATINAS LA T Z 74— L, AFHU-BFEETFIL (41
—1:2 v/v) TEH L. BiEiLEY (686 mg) ZREBMKIME LTHE-,
'H-NMR (CDCl3) 6 : 1.51 (9H, s), 1.94-2.22 (2H, m), 2.85-2.96 (1H, m),
3.34 (3H, s), 3.48-3.80 (4H, m), 4.01 (1H, br s), 4.23 (1H, d, J = 8.
7 Hz), 6.63-6.77 (3H, m), 7.10-7.21 (2H, m).
[0129] SErEHI 1

(3aR*, 4R*, 9bR¥) -8-T O E-4-7 2 =)L-2,3,3a,4,5 %b-~FHE FO-1H-E
003, 2-cl¥/ U-1-AILKRUEE RUDL
[{£37]

ok

O

S

UQ"’%

QRI=-3-[RH-[@4-TBRETZzZI)TEI/I(TTZIL) A FIL]-2-4 bFIE
AYSo-1-AILRUEE ROD)L (26.4mg) O/ OOARER 2 ml)
(2, ZITUBEKT
CERICTI10-A2T7 7=V (5.00 mg) ZMmA. 0-MEEBH L=,
RIGRICFK)IFILTIoEMZ, BREZEEECLZR, BEL-, BE
MEDATLAZLYIAT I ZT4—ITF L, AFHU-FFRETFIL (9
1-2:1 v/v) TEH L, Z5EieEY (197 m) 27 EILT7RELTHT
'H-NMR (CDCl3) & @ 2.02-2.21 (1H, m), 2.51-2.59 (1H, m), 3.32-3.4
9 (MH, m, 3.93 (IH, s), 4.66-4.73 (1H, m), 5 16-5.47 (4H,
m 6.44-6.51 (1H, m), 7.10-7.82 (12H, m).

[0130] ZErEHI 2

(3aR, 4R, 9bR) —4- (A FF T A FIL)-2,3,3a,4,5, 90-~AFH £ FO-1H-EO

O[3, 2-¢c]-¥/ ) -1-hILKRB t-TFIL
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[1£38]

Boc ..

i\

>

©\/Nj"f;/0|\fle

N
@R)-3-[(IR)-1-F=1) /-2-A FF LI FI]I-2-AFVERYDo-1-HI
RUBE t-TFIL (350 mg) DEZKE THF (7.0 ml) j®i&IZ, KFRIEFUIFIL
RORUYFOL (M 1.58 ml) #Z2RFEKT —78°CTHETL. 18HE
#Lfz, RISHEEKTUEL, BFBTF/ILCHdE., BKFEET L) VLT
BIRLT-. METBEEEEL, GR-3-[(R-1-F=1/-2-4 XL ITFI]
2-E FOXIEQY Do-1-ANLKRUEE tert-TFIL
[1£39]

Pt

I

B ?H

m\\/ " N”
OKIVI e e

DHEEBRMZERT-, Gon-HEBRYEAZ2/—I)L 7.0m) [TFELE#&
ERICTI0-A2T7—RILARVEE (293 mg) EMAT-, —REREBHE,
FOIFALTEY 0.29mhZEMZ, RELI=. BRBYMZEL VALY AOT
ST 4= L. AFY BT FIL (9112101 v/v) THEHL T, &
b Q13 mg) ZEEBHMIRYE L TH.

'H NMR (400 MHz, GDCl;) & : 1.46-1.63 (9H, m), 1.68-2.44 (3H, m), 3.24
-3.55 (4H, m), 3.41 (3H, s), 3.74 (1H, br s), 4.08-4.24 (1H, m), 5. 11
-5.33 (1H, m), 6.51 (1H, dd, J =7.9, 0.9 Hz), 6.71 (1H, t, J=7.0H
z), 1.02 (1H, t, J =7.3 Hz), 7.41-7.70 (1H, m).

Boc
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