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BIEOFERAEE., FICHRINDELEDTIEAEVLS, (ETx/ —ILFEK
(2" ) (EE8) ) - (A (FEH) ] TRLT, BE. 1:1~1:
100, FFELLIET1:83~1:40ThHb.

EZx/—ILEEEK (27 ) OXFREEKEEYEARTEROTIILE
MENLIEERAT DRIGIE, FICHIBRE LA, ERMICIE, LT (
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[0053]

[0054]

[0055]

[0056]

a) ~ (c) OFEREZEHIRTEENTES,

(a) BEDOBEFETOMETIZ, ETz/—LFEEEK (27 ) DS5EIK
BEMERFEECT I ULEYOMEEZBEICEREL-OL, EEEL
CIEARTIC, MEBFITEERBB 1T A%,

(b) BEDBEFETHOMETIZ, ETz/ —ILFEEK (27 ) ErPENR
DT IVILEYMORMEEEBEICERLI-DOL, BRTITEREDENEE
EMZBDHE,

(c) ETx/—)LEEEK (27 ) #ELULBEICBBIE-EE, AFE
M7 IUILEVOMEEZRML., £2BZEBHRT L5,

CORKIE. EZT/—ILFEEEK (27 ) D2BEBOXRZEEKRDS &,
—HDOREEREERDAHANKEFES T I UILEMEEERRAT HEDTHD
o ETZI/—LFERE (27 ) O2EBEOREREERDSI L, ELLDIZE
EMENSEBENITEZMRT S2ME. AVSAFEEST 2 VEEMITHIK
795,

E7z/—LFEERK (27 ) O—FOXZREREXAZEFEST I ULE
MEDIEIT, BEBREREME LTRERNOHET DT, RERER
BFBHET, ETx/—ILFEKR (27 ) O—ADXZEMEEREAZEN
CTIVILEMEDEERBETEHENTES,

RNT, BRL-ET T/ —LFEERK (2" ) O—FDAFREKRELRE
EECT I ULEYEDEEIKBEERBE LBEKBRDESBERT
TEBRLE L&, 28T 5. Bon-EKEEERBEEEREBTHL
[TV, FREDORFERE D2/ —ILFEK (2) #EAPHMETED &
AHES,

CCTRVLBIEKBEEMBESE LT, BIZHIBRZEL. flxiE, Ro4
DoNFHU ANTRY TAVIR—E, FAVIN—GEDTILH VRIBE
AU EY, FLIV, AR FRDLUEDEERRBE  BlEAFL Y,
sg00m)LL, PY/O00IFY, JOORVEVEDNOS DRIEE ; BFEE
AFIV, MBI FILEOIRTILRBE  PTFILI—TI, o870k
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[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

[0064]

WAFILI—TILFEODI—TLRBE RO ODBED 2L LML
LEEHE  MBITEoNE, ChoDHTH, FEERERNSFHEICERATES
AR RERED & KA ARBEOHERIIGE. (ARHERERED
(EE8) ] : (FRKiAMAREE (F28) ] T, #%1:1~1:50
CIEFFELCET 83~1:30THD,

ERMEKBRE LTIE, BIEKE, REBEOERBOKER . Jot
AU, AFURILKRUBEORRBOKER  NMERATE LN, ZAME
RN DIEEAIFEL L,

BRMEKBROBREICTFCHBREL S, BEEMNO. 1REDKABERL
SEOBEIKERE CHEATRETHIN, BEENO. SHE~SHREDK
BROEFELLY,

BMKBRDERER. BRELERESEYDIILEERE TN HAE
DRFFEDT I VLEVEITRET I, AFEECTIELEYM 1 EL
[CHLT, 1~20fFFE/IL, FFELLE2~10FEILTH D,

HREREY ZFKBEARBE L BEKERDERBERD TESNE
- HBRTHAROEBEL. FKBEARBELBEKIROBEANORRET
BEIZITO CEMNTARRTHAMN, IFELLIFOC~50CTHD,

Ff-. ET7x/—LBERK (27 ) OXFEMKEEMERFEEFREDT S
VEEMEDRGEENS, ETx/—ILFEEER (27 ) —ADRFEMKRE
REFUEDCT I LEMEDELTHEBEL-RORERICIE, ET7x/—ILE
BK (27 ) O35 —ADREERENEENATVS, COET T/ —ILE
B (27 ) O35 —ADOKREEERE, BRICLYRSENSERET L
ENTED,

S5, RIGICAW=XEFZEDCT7 I UILEMEREEN S, BEIZKY
EUR L CTEFRAT S ENTE S,

EFROARICHAE., ET/—LFERK (27 ) IhoXkFFEHET T/
—ILEFER (2) EHMBRLILHBTEIENTEDN. CORRIL. LEY

i
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[0065]

[0066]

[0067]

[0068]

[0069]

[0070]

DARVEVREICNAT VRFESHBTILFINEZEREEL L THIT S L
[CERT S, £z, ChoDEBEBREE, BHET ITIFEHARMLFOERK
FREIZHELC T, TROIILA RABUNEIZLYBEICBRET S ENTES,

LA REERILA REEAER)

RAWDILA ABEE LTI, 1B1EER, 1BIEFESR, IBIET7ILZ =V L, 4181
FRU, BIEDLAZVLENETONS, ChoD/LA ABEE 1EERT
CBWE2EULEERAEDHODETRVNS CENTED,

WA ABOEREX, AFFEE T/ —ILBERK (2) 1ELIIHLT
. 0. 01~20fFF/L, FFELLEO. 1~10fFEILTHS

CORIGE, REEBEDTITSENTED, AVDBELELTIE, R
DR ANXYU ANTRY TAVIR—E, FTAVIR—GEDTILH R
B ARVEY, LIV, AR LUEDOEBRRBE  BIEAFL
v, o00FRILA, PO/ROIZY, yO0ORVEVEDNOT DRIBE
RUINLDBRED 2L ENS R EEEEE  KNEFS5N D,

FILADRHDWENOT URBEEZERATHESICE, AFFEET T
J—ILFEE (2) hoRBTE2NOFVREFOT7HOETE2—ELT, RNy
T, LIV, AU LRI L VEDOFBERBEEETERET 5 2 &MY
FLUL,

BEOFERAZE. FICRESNGZOA, [REFEET =/ —ILEEK (
2) (EE%) ) : (FE (BFE#) ) TRLT, @&, 1:3~1:10
O, HFELLIET1:4~1:40Th5.

WEBREISBEOMANSHRETHEREICTI CEMNTRETHIN, FF
LLIZ0OC~50CTH5,

2) RFEHE, Ff-, AFFHE T/ —ILBEEK (3) OREHAETH-
T, BIEERX (1) (e, R, RUXIE, #IERX (2) FITERITEKE. [
LEKREERT, ) TRINDAEFHEE6, 6 —PB#H—5, 5° —I/nO
/-2, 2" —ET7z/—I)LEEEX (UT, TRFEEEET/—LFEE
(1) 1 EVWSTENDHD, ) EBHLTHEREZICETSLDTH S,



WO 2009/087959 15 PCT/JP2009/000012

[0071]

[0072]

[0073]

[0074]

RFEFEETz/ —LFERK (1) L FFERARETOERPBKELT
ERTHD,

RFFEHE T T/ —ILBEER (1) &, AESENBIZEYBLAERE
EHETT/—IEERK (2) ITTLURTY FEEREERTHZETRH/SC
ENTED, SHITHEFEHET T/ —ILEEKR (1) [T, ABEERT
HI LT, AFEEET T/ —ILBFER (3) 2/IIENTED,
(APFEHET T/ —ILEEK (1))
TEF2RICAFFREE 7/ —ILEERK (1) OEKFIZERT ., XHKH
DAXFFHE T =/ —ILBERER (1) FIALIREIADHDTIEAL,
BIRF, c—PriEy07OELEZ, c—Penldd/ORVFILE
. c—HexEY P OAFVIEEZTNRENERT (UWTICTRALTH D)

[e]

[F2]
®2E
X “"\
|
R \j/xy‘l\g H ()
R - UK '
/ T
o
R' X
CH, Gl
CH, Br
CH; 1
CH, Cl
GH, Br
G, H; Br
C.H; Br
n-C.H; Br
i—C.H, Br
n—C;H, Br
c—Pr Br
c—Pr Br
c—Pen Br
c—Hex Br
(FLYATY FEBRUITLURAT Y FERALIE)

AEBFATHWSITLVAT Y FEEE LTIE, BEE. HRBEFOERMKE . /{5
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[0075]

[0076]

[0077]

[0078]

[0079]

[0080]

FLIZURIRVEE, AR VALK UBREOERIIILAVE K J)LA40
BEg. /X—JA07T0EFTUBEOIIILAOTILVAVE; M) TLAONR
BRUORNWKRVEE, N—TNADOTRZURLKRVBEDOILAOTILADRIL
RUBE BRTFRAILKRVEE  ENEFond, ChoDTLURTy REEIX
1HEEMT, KAWL 2BUEEEAESHOETAHWS I ENTES,
AEBRICEWNTIEH, ChoDHhTE, ) IILAAAZ XK UEE, /N
—INAOTRURILKRVBEDIILAOTILA DRI EATFE LY,
RFFHET T/ —ILFERK (2) ETLUATY FEEOFERBIGE, (
AFEHET T/ —IULFEER (2) ) . (TLUVARTY RER) DEILELT,
BE10:1~1:10, FELLEF10:2~1: 4THS,
RFFMHET T/ —ILFERK (2) ETLURATY FEEEDRIGE, B
BBRBATITICENTES, AVBDBEELTE, RV AFH U,
ANTRBY TAVIS—E, FAVYNR—GEDTILHORBE  AoE> b
WI, FILEX DL UFEDOFERRBE  BIEAFLY, y00KRILL,
TCH/OO0IARY, y7O00RVEVEDNOTVRAE  RUIh L DBEED
2EUENGLGDERBE . AFEIFoN 5,
TILADRHEWEINOATORBEEERT HEHECE, AREREET T
J—IVEER (2) DoBBTAITILFILEDT I ET2—ELT, RoE
V. MLID FURX DL UFOFERRBEEZEEES T 5 E0MFE
LLy,

BIEOERAEE. FICRESAGOL, (2FHET T/ —ILBEEK (
2) (EE8) ) : (TLYRTy FEBOKBZK (B8 ) T, B8
:383~1:100, FFELLIFT1:56~1:50THb,
WEBREISBEOMANSHRETHEREICTI CEMNTRETHIN, FF
LLIZ0OC~50CTH5,

LA REERILA REEAER)

RAWDILA ABEE LTI, 1B1EER, 1BIEFESR, IBIET7ILZ =V L, 4181
FRU, BIEDLAZVLENETONS, ChoD/LA ABEE 1EERT
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[0081]

[0082]

[0083]

[0084]

[0085]

[0086]

[0087]

CBWE2EULEERAEDHDETRVS CENTED,

WA ABOEREX, AFFEE T/ —ILBERK (1) 1ELICHLT
. 0. 01~20fFF/L, FFELLEO. 1~10fFEILTHS
CORIGE. FEEBERTITSIENTED, AVSBEELTE, R
VR AR ANTEY TAVIR—E, FAYN—GEDTILAVR
B RUEY, LIV, AU MR L UEDOFBERBE  BEATFL
Y. 280/RLA, D002, Y0ORVEVEDONOT ORIBE
RUINLDBRED 2L ENS R EEEEE  KNEFS5N D,
TILADRHEWEINOATORBEEERT HEHECE, AREREET T
J—ILFEEE (1) hoRETE2NOFVREFOT7OETE2—ELT, RNy
T, LIV, AU LRI L VEDOFBERBEEETERET 5 2 &MY
FLUL,

BIEOERAEE. FICRESAGOL, (2FHET T/ —ILBEEK (
1) (EE®) ] . UAK (B=E8) ] TRLT, @%. 1:3~1:10
O, HFELLIET1:4~1:40Th5.
WEBREISBEOMANSHRETHEREICTI CEMNTRETHIN, FF
LLIZ0OC~50CTH5,

3) AFEHE, Ff=. ETx/—IEBRK (27 ) OEEAXICEHTILO
THb,
EZx/—LEEEK (27 ) &, Ak (4) (X, R, Rz, RUX
(X, #IRExRX (27 ) ATRIEKRE, ALEKRERY ., ) TRENDH5-E
o—A4—n\OF/)—2—Ef—TJx/—)LEEEK LT, [Jx/—)LEFEE
K (4) ] EVWSTENHD, ) [T, MEBERUVARERE, XEAFn045
AesR (1) AIEESEAZIER TSI ETHICENTE S,
(RIS R VA RMIEE)
RAWARERUVERIERE, fAiEE L TIL, BILE—H. RIEE—H, 3
JE—LHAENBIFOo N, AHEELTE, TrFIAFILIFLUOSTIY
CUAFILIFLODTEY, IFLUUT S, DABCO, DBU, R IFIL
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[0088]

[0089]

[0090]

[0091]

TEV, PAVFTOELIFILTIV, DAFILTIV, PIFILTIU,
CITFLTFIV, SAVYTAELTIY, EQYDY, FUEZT., A FI
TFEV, IFLTEV, TFILFEU, AVTOELTEIY, RUDILTE
U, t=TFILTEo, EYDU, 2, 6—=ILFTU,  DNAP, EUS DU,
T N=AFILTZ) N N=DAFILT7Z) 2, N—AFILEILR
Jo, STIZVIFLYDTIV, JIRFILTID, yanxthod
TR, ANUWTA, DoazU&FhEITond, B TH, TEIAFIL
IFLYCTEY, STFLTEIU, t—TFILTIV, JZRFILTIY
MaFFE L LY,

CNoDMEE 1 BERT, IVE2EULEHEASHETAVNSZEMNT
b, -, ARIERL, 1EREMT, INVNI 2B LEEHEAEDETAL
B ENTED, CNoDRESLUVAREREZAVERIGE., BREET
HLKIFBBILFIFEETTITOENTES, BREAETETHAZELTIE
BRFEASTLLIEERFAR[TET S AFTFLoND,
FIEOEREE, 7/ —ILFEERK (4) 1EILITHLT, 0. 01~2
OfEEIL, FELLIFO. 1~10EEILTHD,

EREEQOFERER. HE1ELICHLT, 0. 5~5FF/IL, FFELL
F1. 0~3. OfEELTHD,
(X047 4e (1) ARIEEEEE)

T, LEOINERVEREENSHOoMN LOHRE LA F /057 1k
8 (1) BREEEARLRANSIENTES,
Axona7Ued (1) BREEEARDFERAZE. 7/ —ILEBEERK (
4) 1ENLICHLT, 0. 01 ~20fFFEIL, FFELLEO. 1~10FE
IWTHB,
CORIGICAWSBEE, RIEZEEE LA FTRIEFICHREZOL, AF
Yo, voanFHy RUEY, MLIVEDRIEKFRR, BIEAFLY
L Z0amiLA, BiEbRE, JOORVEUOSERRBE, P2
W ROJVZFJIVEDZ ) LRBE, TR, TFLLAFILT R,
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ter—JFILAFINT FUFED TN ORBE, DMF, N—AF)LEOY
DU—2—42 (NMP) | N, N' =UAFIAZIEFY)Dv—2—-F>
(DM1) FO7 = FRIBE, DMSOFENERATE S,

[0092] &Ff-, KEFHBEED2BR-_MRATREEITICEDITES, 28K
MRTRIEZITIHEICIE. AFHU, o0O~xHy RU¥y, bLI
SEDRIEKFR, BIEAFLY, y00ORILA, Y O0ORDEUEERRR
BEEOFKBEBTEZERHIVTESGLTRHVSZENFFELL, &Y
BELIEAFY L, o0AFH RoEY, PLIVFDORIEKER
BREFBRMBHLIVNIEEBTEL LTHAVWSIENTE D,

[0093] BEOCFEAEX. BIIRESNGLD, (Tz/—ILFEERK (4) (EE
) ) . A (BERR) ] THRLT, @&, 1:3~1:100, #FFL
{IZ1:4~1:40ThH%b,

WEBREISBEOMANSHRETHEREICTI CEMNTRETHIN, FF
LLIZ0OC~50CTH5,

[0094] WFTADREIZEVWTH, REBRTHRE, AHEHLRICETIREDR
MEIRE, RU, BEICKVRERLANMDONBRBEFRERT ZLICL- T,
B ENELCHEET LI ENTES,

[0095] HHMOEEIL, "H=NMRARY kL, I RARY kL, RRARY
IWDRAENS, TROMFICEY, RE - HRTLHENTES,

& it 451

[0096] KT, EMEGARUVSEFIZEL > TAFKAZEARMIZHEAT 50, ARHAIL
INBIZREINDELEDTIEALY,

[0097] RISEBMOAFEMEIL, XFFEAH S LEAVTRDT,

REHEIRDZ LOBIEEHETRITRT,

[0098] - HPLC#HS5L:CHIRALCEL OG (0. 46cmpx25cm
. T EILEFEEE)

XX YT  n—A"FXH TR/ —I)L=97 73 (1m|./57)
-BRHEK: 254 nm
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- AWSLEE: 30C
-REFERE 1259
[0099] (SEHEMHI 1)
SEIEDN6, 60 —UAFI—5, 5 —LTOE-3, 3 =T (t
—JFI) —2, 20 —ET/—IILDRXERE
[0100] [1E8]

[0101] St=z={AkdD6, 6" —CAFIL—5, 5 —TJOE-3, 3" =¥ (t
—JFI) —2, 20 —ETz/—)L (2. 42g,. 5. 00mmo l) |
(R, R) —1, 2—=Y7zx=)L—1, 2—YF7=2> (0. 80g., 3. 7
Emmo |) . FILIY (Bml)  RU, AFxHY (256m 1) ZESL
. BF%70°CT 1 ERBEKRE, SCITANLT 1 BB EET-.
L-fRERENERSIN— FTHBESE# L. O— FROKREREDZEO
CHOREBFE [FMLIZTY: n—A~FXH2=1:5 (v./v) ] I[TTHEEE.
BEEIE LT,

[0102] #EEMEREMIE—DOTRTLAI—TH-1=[1. 57g:6, 6’
—CAFI—5, 5 —=YTJOE-3, 38 =V (t—TFIL) —2, 2’
—EJ7z/—ILD—ADIFFAI—¢ (R, R) —1, 2=z )L
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—1, 2=CF72oM1: 1 EEYMBRETIEQIO. 2%] ,

[0103] "H—NMR (CDCl,) dppm:7. 5 (s, 2H) , 7. 3—7. 1
(m, TOH), 4. 1 (s, 2H), 2. O (s, 6H), 1. 4
18H)

[0104]  LECIRETRA-FBRMURED (1. 57 ¢, BMEELEK: 2
1) . FILZY (25m 1) . R, 2NIEEE (40m 1) #EALEERT
1EREREBIE R, 2R LTz, ARNEEKELRET I R LATRRERELR
ELT, XFEE6, 6° —UAF)L—5, 5° —YTJAE—-3, 3’

(s,

26 mMmo

g
(t—TFIL) —2, 27 —ETxz/—)L%E1. 06 gfif- (EINES 8
%, AFHME: >99%ee) ,

[0105] "H—NMR (CDClg3) 6ppm: 7. 5 (s, 2H), 4. 9 (s, 2
H), 2. 0 (s, BH), 1. 4 (s, 18H)

[0106] (EHEHI2)
KEFEE, 67 —UAFI—5, 5 —YTJAE—2, 20 —ETz/—
ILDER

[0107] [1E9]

[0108] SEHEH 1 THRE-AFEEE, 6° —VAFIL—5, 5 —LTOE-3,
3 =Y (t—=TFNL) —2, 2" —ET7z/—JL (1. 06 g, KFEME
:>99%ee. 2. 2mmo ), FILIY (BmI) ( RU., FJTIL
AOAZUAILEUEE (750mg, 5mmo |) #RBEL. £8%5°CT
1EEER L, RISEAWISK (10m 1) Ry 0AOR/LL (20m |

) EMZHE - K%L, BEAEKEL, BKBEI I AP0 LTEER
. BEEREZEL, BoXZ)—KMIZ, n—A"FH> (10m 1)
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[0109]

[0110]

[0111]

[0112]

[0113]

[0114]

EMAZEETER - REBLTAAITEHIILIZEST, EEES6, 6 —2
AFJI—5, 5 —<JAOE—-3, 3 =L (t—TF)) —2, 2’ —F
Jx/—J)LEB- (76 1mg., INEI3%, {XFHE: >99%ee) ,

TH—NMR (CDCl,) 6ppm:7. 6 (d, 2H, J=9. 00) ,
6. 8 (d, 2H, J=9. 00), 4. 6 (s, 2H) , 2. 1 (s, 6
H)
(EHEHI 3)
KZEEESG, 67 —DAFIL—2, 20 —ET/—ILDERK
[1£10]
Br
%_EIW c@l'?m

o, l*on H, ] oH
Br

XNl 2 THRI-AZEE6, 6 —PAFIL—5, 5 —TTOE—2,
2" —E7x/—)L (372mg., HKFEME: >99%ee. 1. Ommo
1) . MLTY (Em1) . R, BIEFILEZ=DUL (400mg, 3. 0
mmo | ) ZEAL, 8% 40 CTIBMERLI-. RISEEMEKSL
-FEH (1N20m 1) [IHIF, y08/KILL (30m 1) ZWMZHEE -
PRIz, AEEKEL. BKBEBI IRV LTERE, BELHES
ELTze Bo=RAZ)—KMIn—~"FH>2 (10m 1) EMA, EETHE
H-RBLTAHABI S ELICEST, (S) —6, 687 —UAFIL—2, 2
" —ETJI/—LERE (197mg., IRFEI 2%, AFHME: 99%ee
) o

(el 4)

SEIEDN6, 60 —UAFI—5, 5 —LTOE-3, 3 =T (t
—JFIIL) —2, 2" —ET7z/—ILOEE
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[0115]

[0116]

[0117]

[{E11]
S
H ~OH '

4—7JAFE—2—t—TFIL—5—AF)ILTx/—)L (97. 3g. O
4mo |)  AXRIVEIE (1) TEIAFILIFLUODOT I UK (4
6g. 5mo | %) . RV, KTFUIIEEF )L (17. 3g, 15m
o1%) Z/K (400m |) [CEHSE, BRFEKXT O 0CTORMEL
LI, ROT, AXVERE (1) TRIAFILIFLODT I U
K (2. 2g, 2. B3mo |1 %) ZEML, SHIC2KEBHLE. RIGE
BYMEZERICHELI-DL, P MBI FIL (300m 1) RUVIRERE (
10m 1) ZHRML, it - &L, BREESIML-, KHEET7t EEE
IF)IL (200m 1) THHELEL-. AEHEZHHLE. Kt (300m | X
2) Liztk, BAKRET IO OLTEREL, Bt - ZE L THERD (9
8¢g) B, HERMEEERICTn—AXHY (200m 1) IT5HEL 1
BEFEIIR IR, 2B - B2 L. REILEWESR- (37 g, WEI5%) ,
(EHEH15)

SEIEDN6, 60 —UAFI—5, 5 —LTOE-3, 3 =T (t
—JFIIL) —2, 2" —ET7z/—ILOEE

4—7JAOF—2—t—TFIL—5—AF)ILTz/—)L (243mg, 1.
Ommo |) | BILH (9. 9mg. 10mo | %) \ RUTIRFIT =
Y (24mg, 10mo | %) ZBILAFLY (2m 1) ITHFEIE. EXR
F20CT20RMBMLIIBH LI, RIEERTE, BFEETFIL. KRURNED
ZTHEPESH—) VI FTILTEER (19. 6mg, 0. 1Tmmo |) F#FHML
fzo HH - PBRLTHEEMEESRL, BKREBEI IR VLTHEL, B
M- EELEHERYMO T H-—NMRAHZITL, INEERDH (IRFE6 1%
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[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

) o
(EHEH16)

SEIERMD6, 67 —TUAFI—5, 5 —¥y/nop—-3, 3 =¥ (t
—JFI) —2, 20 —ET/—IILDRXERE

SEIERMD6, 67 —TUAFI—5, 5 —¥y/nop—-3, 3 =¥ (t
—JFII) —2, 27 —ET7xz/—)L (278mg, 0. 7mmo ) . (
R, R) —1, 2—Y7zx=)b—1, 2—YF73> (110mg, 0. 52
mmo |) { FILTY (0. 7ml)  RU, AFH 2 (3. 6m 1) ZiE
&L, 28%70°CTO. SEHMEERE. 5TITAML T 1 HHEBHEKET
tzo MHLEHEEUBREDERSIO— TAAMEL. O— FRO#ERMER
EMEOCHREABE [MLIY : n—A"FXH2=1:5 (v v) 1IZT
%, BERE LT,

EREREMIE— DT AT LAYI—TCH>- [180mg : 6, 6’
—UAFI—5, 5 —=¥HnO0—-3, 3 =Y (t—TFL) —2, 2’
—EJ7z/—ILD—ADIFFAI—¢ (R, R) —1, 2=z )L
—1, 2—=C73I0M1 ;. 1 EEYHBETINES 6%] .

FEIRETHEEREREY (180mg., BEEILEH: 0. 29mmo
1) . FLIVERU, 2NERBEFRSLERTO. SEHEBRE, 2% L

o ARMEEKAELBBI IRV LTEREREZEL T, L¥EHLE6, 6
T —=UAFI—-5, 5 —vHn0O0O-3, 3 =Y (t—TFIL) —2, 2
" —EJx/—I%E110mgfiEf- (BEIRFE 3%) .

TH—NMR (CDCl,;) Sppm:7. 38 (2H, s, ArH), 4. 8
8 (2H, s, OH), 1. 96 (6H, s, CH3), 1. 40 (18H, s,
t Bu)

(el 7)

yEMe, 60 —UAFJ—5, 5 —<HsOoO—2, 28 —ET7x/—
ILDERK
=il 6 THE-AFEEES6, 6 —UAFI—5, 5 —HO0O-— 3,
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3 =Y (t—=TFI) —2, 270 —ET7x/—)L (110mg. HFHE
:>99%ee. 0. 28mmo |) . FILIY (BmI)  RU, T
WAOAZDRILKRVEE (45mg, 0. 5mmo |) #EAL, 28%5
CT1HRFHEEBH Lz, RIGEEMIZK (1m 1) RU/O00/KR/ILLAZEMZH
H- &L, ARAZKEL, BKRET I ROV LTERER, BEZR
EBELz Bof=AZ—KMIZ, n—A~"FH2 (10m 1) EMAEE
TER-RELTHABTEHILITEHT, AFEMHEE, 67 —DAFIL—5

5" —v90o0Aa—-3, 3 =Y (t—TFI) —2, 20 —ETz/—)
/- (70mg. IRE8 2%, XFEME: >99%ee) ,

[0125] "H—NMR (CDC 1) Sppm:7. 37 (2H, d, J = 8. 7 H
z, ArH), 6. 88 (2H, d, J = 8. 7 Hz, ArH), 4. 63
(1H, s, OH), 2. 04 (BH, s, CH3): [alp2*= — 88. 5
° (¢ 1. 00, MeOH)

[0126] (EHEHI8)

SEIERMD6, 67 —TUAFI—5, 5 —¥y/nop—-3, 3 =¥ (t
—JFI) —2, 2" —ETz/— L8

[0127] 4—9OA—2—t—TFIL—5—AF)LT7xz/—)L (2. 7g. 18
6mmo | ) RO, X VIEWRE (1) TFIAFLIFLIOOT I VEK
(0. 16g. 5mo 1 %) ZEEAFLY (10m 1) I[THEHFESHE, R
F20CTT1 ORMEBLLEHLE, RIGERTR, 7t MBI FILRUA
WEEEAML, e - 2R L., ARMEESEL-, Kk, BKRETI R
UULTRRL, BiE - CELMERYMESR-. HEBRMEn —~FH %
AWCE#RL., RELEMESR (1. 05g. INFE39%) ,
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SRR D #EH

(P, RTE, BERMEZALTLTHIELVERFH1~T10D1#HEBLCIE2

M7 LFILEFFEEREZAELTVTHLLIVRFHI~100>007L

FIILEERL, *TBFAFPLERT, ) TRENhDH6, 6 —DEH—2
2" —EJx/—IIFEKROHEERETHH>T, X (27 )

[{k2]

R2
(Xh, RIL, BIRBERLEKRERL., R2IRFHRI~6DIH/TILFIL
HEEzRL, XEINOFUVRERFERT, ) TrRehd6, 6’ —VEHR—5
5 —onAF/—3, 3 —VEH—2, 2" —ET7x/—ILFEREEL
FEEOCTIVEERASETHLOADEENEEL., RT, ZEZEFNT D
ZeEiz&yY, K (2)

[1k3]

s

R? YLDH
. ' (2

RL__~. OH

J\\\\// L 2

X B R
(X, R, R2, X, RU*IL, FIEEERLEKRERT, ) TRINDHL
2EME, 60 —UEM—5, 5 —U/nN\OF/—3, 3 —TEHR—2
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[2]

2" —E7x/—ILEEKESR. EolIX (2) TRENBILEDITILLR

BREFRASESILEZERMETHR (3) TRSNDHIEEVORESTIE.
X (3)

[1E4]

(P, RTE, BERMEZALTVTHIELVERFHR1~T10D1#HEBLCIE2

M7 LFILEFFEEREZELTVTHLLIVRFHI~100>0071L

FIILEERL, *TBFAFPLERT, ) TRENhDH6, 6 —DEH—2
2" —EJx/—IIFEKROHEERETHH>T, X (27 )

[1£5]

X.. ’/Q‘\\‘\\TRZ
RY S oM

R1 /fIOH
X/L§/ ‘

RZ

(29

(X, RIL, BIRBERLEKRERL., R2IRFHRI~6DIH/TILFIL
HEEzRL, XEINOFUVRERFERT, ) TrRehd6, 6’ —VEHR—5
5 —onAF/—3, 3 —VEH—2, 2" —ET7x/—ILFEREEL
FEEOCTIVEERASETHLOADEENEEL., RT, ZEZEFNT D
ZeEiz&yY, K (2)

[1L.6]

Rﬁ/ . JOH
I

S g2
(P, R, R2, X, RU*[&, AL ERLCEKREZRT, ) TREINDHHA
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[3]

2EE6, 60 —VE#—5, 57 —¥nNO4¥/—3, 3 —TEHR-—2
2" —E7zx/—ILFEEKRESR, RWTH (2) TRINBEEMIZTLY
ATy FEZERSERX (1)

[1k7]

(P, R, X, RU* (&, HIRBEBRLEKRERT, ) TRINHAFFNE
6, 6° —VE#—5, 5 —YnOH¥/—2, 2 —ETz/—ILFERK
/], S5IIK (1) TRINDELEDIILA RBEEASELLEHE
EFBHR (3) TRINDLEMDEESE,

X (27 )

[1.8]

X‘\ i
|
RVL(

R1

.\\\J:
e
Tf, ‘ .
e

X

Rz
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)
o @&

R2
(P, RTE, BERMEZALTLTHIELVERFH1~T10D1#HEBLCIE2
M7 LFILEFFEEREZAELTVTHLLIVRFHI~100>007L
FILEERL, RZIRFHA4~6DIH/T7ILFIILEZRL., XIINOT VR
FE%RT, ) TrENd6, 6" —YEH—5, 57 —onAsF/—3, 3
' —UEM—2, 27 —EJz/—LFEREAFFRCTIUEERSE
TRONDIEEHNEHL, ROT, REEZFNT LI LEH/HMET IR (2)

[1£9]
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[4]

[5]

[6]

[7]
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[1£10]

(P, RTE, BEREZALTVTHIELEVERFH1~T10D1#HEBLCIE2
M7 LFILEFFEEREZAELTVTHLLIVRFHI~100>007L
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X (2)
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X A _R?
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* 2)

RL A OH
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X (27 )
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X Ao

wj%%Lw

o /\/w(m
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