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ERFIRPLLBFITEBIR Y AL 7 1 VEEBHEERADOR L v %, R

o) W, 1 STOO0REHREMERWVWT, REE220C, 235

MBES OCHOLMTHEREL, 1812, 7mm, RX63. 5mm, B

H3. 2mmDT AV y NEEHEBRFEZKEE, | S—K—-7110ICE#H

DFTEDOV/vF (A¥47) #An, HBFE L, FRELAEERBRRE %,

23TCT1IFEMULERE L CRERMZIC. REBREHET IS NEERAR

BEBWTTA Yy REESERETWVL., 74V y REERIZHE L,

[0085] 4+ TO—4A VT v U RDAIE

QIR ULLBBITHALRY AL 7 1« VEEEEXRMORL Y &, LR

M (BmEO—)L (%) #E TPEW-5040]) #AWVWT, EE220T

DEETTLAL. EE T mmDY— 2B, BohAY—NDMIT0O—

ATy IR (BBE. Y1) %, G8E5t (AZAHI /ST vy ()

HICM-—3500d]) ZAWTAE L, s, Y INNMIWEE &

BAEI I TWE I EERT,

[0086] BH&EFIT1 : ARYAL 74 iR (A—1) O8LE
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B¥FHE2004—-182981F5RMOEREH1ICEEOHLEICKN. EES
fREASLE L, REAMELAVTORE-SHEESZICLY. 7OEL YR
Bl LT7REL VBERESHRRD 7 OEES . TFLVRHAEEHE
LTCTFLY—FOELYS VY LHRESFERD 2 1EEHEAEET R
VAL 74 VkE (A—1) 28/ELL, B8ONhERYAL T 14 VEEOD X
Jh7O—L—hk (230C, 2. 16kgHE) k. 259/ 109TH
o RUAZL 74 VEEE (A—1) ICEEND, 7OEL VEMESHERK
2 (PE., 7OELVREEPpp 1) OBEBMEIZ. 1. 1d1/gThHo%
o Fleo IFLY—TOELYSVYLHEGHES (EPE. TFL V%R
HEGKep 1) OEBMEIEZ. 2. 8d 1 /gTHY. TFL UV RHEEEHR
ep lICEENZIFLVICHRTZ2EEARBMNOEEERIFL VRAE
BEROMEICEOWVWTIIEEN TH o,

[0087] &ERFI2 : RYAL 714 UEEE (A—2) OEE

B¥FHE2004—-182981F5RMOEREH1ICEEOHLEICKN. EES
fREASLE L, REAMELAVTORE-SHEESZICLY. 7OEL YR
BEEE LT7OEL VYBHMESRHRKRI 8 9EBEE., ITFL VY RAESGHE
LTCTFLY—FOELYS VY LHRESFERD 1 1EEHEE2EET R
VAL 71 VkE (A—2) 28ELL, 8ONhERYAL T 14 VEEEOD X
Jh7O—L—hk (230C, 2. 16kgHE) B, 989/ 1049TH
o RUAL 74 VEEE (A—2) ICEEND, 7OEL VEMEESHERK
5 (PE. 7OELVREEprp 2) OEBMEIF. 0. 79d1/gTHh>
foo Elzo TFLY—TOELYS VY LHESEKRS (EPE. TFL Y
RHEEAKep2) OEAHEIZ. 7. 0d | /gTHY., TFLUVRHES
e p2IlBFNEIFLVICHRT I2HEEREMNOEREIFIIFL U RHE
EAFORMEICESVWTIS 2EBEY TH T,

[0088] &LE63 : EHERRILY (C—1) SETRY -y FOELE

BHBEEREY (C—1) (2, B=UAFIL—2, 5= (t —TFIN
—FF2) AFHY) 108EH%A., 7OELVYEKRERYT—9 OFEERIC



WO 2020/218574 40 PCT/JP2020/017828

[0089]

[0090]

[0091]

[0092]

[0093]

[0094]

. BRTEEL. EHERLEY (C—1) 21 0EBE%SEI SR SO
Ly F—%a85E LT,
EHEEREY (C—2) EBYRY—1N\vF

BHBEEREY (C—2) #8HEEREETIYRYI—N\vFEFERLL,
EJEH 1
BEMTTRAER)AL 71408 (A—1) 21 00EEE. &HiEHI3
TH/RETRY—NyF& 1 EEE (EHERLLY (C—1) 2#0. 1EEE
2895%) . RO, &M (B—1) ELTEREZFOHE, XI55 —
GMO. 14EBEEEEL. H—ITRE LR, ZEEYWE. 30mmfE
O ZBHIRHREH (FH9 i (%) B, NAS 3 ORFHME) ORLER
AIORERBEAONSIEAL, YV UF—EE220C, HHE2., 4k g/
BE. 22 Y 207 0 r o mOEXETAMER L. RREH—S8I
RUFA LT 1 VEBEERMONRL v N &G,

RMEBI2~4, LLEHIT RV2

EHBEREY (C—1) OZEE. tE&W (B—1) RUBKEBERLYOD
SHEERVICEHOEBYICER LA ELUAMAERBH 1 SAKICL T,
RUA L7« VEBEERMORL v h &G,

EiEf5 RV 6

t&®W (B—1) ICRAT, &% (B—2) &L THEREZMEOE, X
ISAHY-GSEBAW, t&¥W (B—2) OSEEER1ICEHOEBYIC
BRELUAEIELUMNEIERGIT ERABRICLT. RUFL 71 UEBERERIOR
Ly N&EBT,

LEEk5l 3

&Y (B—1) IZRAT. &Y (B—3) ELTI7IURVZERW b
&Y (B—3) OEFEER1 IO EBYICER Lz & U TERES
1E@ERICLT, BT L 74 VEEEERMORL v &5k,

EEdl 7
HWEP2THER)AL 71 VEE (A-2) 27 7TEE8. TFL V-
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[0095]

[0096]

T7V—1HEEGHK (eb 1, ARILE (#f) B TExcel len FX
555, TFLVICHRTZ2EEFBEMNOEEE: T6EEN. 77V —
1ICHRXT2BEBHRENOEEE: 24EE%) 52 3B, RV, B
BEEY (C—2) 28FBT2IRY—N\yvF%, BBERBEY (C—2)
DEI’KRIVICRITEERZIELZHELE—ICEA LER. XEEYWE. BHX
SRR EREM TEX 44 o | | OB ERAIOBERRZAONSEAL.
YN —BE230C, HEE50k g /BE. A7) 2EEH200 r
PmMOEFGTERMERL. RBZH—28I ., SiEERDRIRE (815
HREY) ORLy baBk, TOLDICLTHEAERLY M1 0 0EESRIC
L. ba® (B—1) #1. 6 4HEEL. RV, 8EH3 THRA-BHIMAE
It (C—1) Z28BTBYRY—N\vF%,. EHERER LY (C—-1) O
PRIICKTEERZIELZFTEL. FOH—ICEE LR, ZBEWE. H
AEURFE BB TEX44a | | OB ERAIOEMIEAONSIEAL
VYA —BE230C, MHE50k g /BFE. XY 2@EH200
romOFETARBERL. RREH—SEIE, RUAL 7 1 UEBEEK
MORLw N &E1B,
LbE 5l 4

BEEREY (C—1) RWMEEYW (B—1) ZRmMLAN > &4
IEEREF7 EAFICLT, RUFL 71 UBIBEERIORL v b &5,
EREG 1 ~7 RS 1 ~4 THRABMEERMOR Ly hZ2AWT, £
BBOFEICHKEN. Xbbyao—L—k 7A4Vy NEERIRFMIO—A
VTV I RERE L, BONERE., SEIEHERMOMEEHICRTIC
Y. BB, RUAL 74Ul (A—1) |k, LEZEOBY., 7OELVE
MESERD 7 OEERE, IFLY—FOELYS VS LHEAENRSD 2
1EEWEEZEF/L. RUFL 748 (A—-2) & LEOBEY. 7O
ELUBHMESFANRS 8 OEEL S, TFLYy—7OLYS VS LHRES
HEERS 1 1EEREEET, . KR1HPOB-3FEILRYTHY., KF
BRICEH T 5165 (B) ICHYET 2EEWTIERWL,



WO 2020/218574 42 PCT/JP2020/017828

[0097]

[0098]

[0099]

[&1]
{(A] {(B) (c) . : Izod
B AT 4 IR fLam k1 1. 2570 Bl AR [PV IR
Al [ A2 [ebl | BT T B2 T8 a1 | e | WO (letoml
11 100 | — 7= 1014 — = o1 1.0 77 115 | 0
5| o0 = = 1027~ B I TR S B 19 16 1o
(3] 100 | ~ | ~ |o0.54] - — T2 | = 120 68 116 | 5
Wwla| 100 | — | — o082 - : 0.3 | — | 2.0 48 |17 | 10
w5 100 | = | = 7= T0.18 01 T T 0 g7 |12 | 5
61 100 | — | = = Toes = o1l = Tzo0 54 | 13| o
71 = 77 | 23 |1.6a| — | = | 086 |0.06] 20 88 |22 | 4
17 100 |~ | =TT = — - 31 141 0
LT [ === ~ T oy T = 0 | a7 s Toos
2’; 3100 1 — 1 = ~Tos 01| = Tz 53 1 16 | 28
i 77 | 23 | — R ~ To0s | < g2 1111 o0
FEDOTED (X%) PO L—rERUOPDLRLLES 1 EAOKEFZEHEE

28T 3EW (Ba) 2AWVWS—RBFRICEWTIE. (A) 100EEID
R)FL 74 U8E. 0. 01 ~5HEELDILEY (Ba) . K. (C)
0. O1~CEEMOERBEELMEILLRCELEZETSE. EEHI1~70
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HEDODOMEBENMEWVERTH >, . AFRPOILEY (B) (&WUb
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& (B—4) OER
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VCBRBLE®, MLIVEBAEKTOOmM | T3EYEEEEITL, LT
VEEBMERUGEL, 6, 6 —XFLVER (2, 4—IAFIT)
—J)) #43 g, INEALI 1%, #ME7%THEL,

Bo5N/6, 6 —AFLVER (2, 4=UXFIT/)—I)) 542
9g. ¥¥L V%43, 29, NJIFILTIVEL3, 29, TUYUL
Ba12., 0gZMDAO7SRAAICfIAH. 7T5CETHRELLE, BIEK
ZAEYIT19. 0g% 2BEMITET L., ZD%3 O oEMBREE L7,
ZD%. K130 g TIEAPEE&EToLE. ¥ L UELRELZE LM
R E. D) ATINAZLTREEZITV. ROKX (B—4) TRINSI
aaE6. 79, INE13%, #MEI8RTHL,

[1E15]

O

OH O/ﬂ\%?

(B-4)

[0100] {b&% (B—4) O'H—NMRRUMS ORIERHRITRDEY TH 5,

TH—NMR (CDC I, 400MHz) :82, 12, 2. 17, 2,
21, 2. 24 (s, 12H, Me) ., 83, 69 (s, 2H, Ar—CH,
—Ar)., §6. 05 (dd, J=10. 4, 1. 2Hz, 1H, CH=C
Hy,). 8§6. 66 (dd, J=17. 2, 1. 2Hz, 1TH, CH=CH,
). §6. 37 (dd, J=17. 4, 10. 4Hz, 1H, CH=CH,)
. 86. 74, 6. 79, 6. 84, 6. 91 (s, 4H, Ar)

MS (ESI1) m/ 7z (rel intensity) 309. 5 ([M
—H-], 100)
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[0101] {&% (B—5) O&ERK

2, 4—-2H =y )—TFNT7xz/—)I%E30g (0. 15FIL) . b
JAFHv%2, 3g (0. 025FJ)L) . F¥Lv14, 4g, K26,
4gBLUVI8WHEET. O0gZEOOT7ZRAAIMHIAALDS, 1207T
ETHEL. BERRETI 2EERFE L. TO%. KEEZ9RRELLRER
FULUEEHMAEAKTIOO0m | T3EEELE, FD%, BREEEL
EDEAFH 60 g TNMRABIE, BEREITWVL. TEME5ERT
L, 6, 6 —XFLVYER (2, 4-S89—Sv)—TFLTx/)—
V) #8209, INELE 7%, ME99. 7%THRL,

Bo5Ni6, 67 —AFLVER (2, 4=V9—v)—TFIT7x/
—J) 19, 7g, ¥¥Lv%20. 0g., NYUIFLT7IVE20. O
g. Z77VIEE3. 3g&MOA7SRAICMHIAHAR. 7TECETHREBELLE
BIERZAKYILE. 8g& 1. SEEMNMTITHET L. TORIBEMBREE
L. D%, K45 g T3EPBEHRToE. ¥ L UBEZREEZEL
FHERME. SV ATILHS LTREEETW, XROX (B—5) TKRIN
ibEM%aE8. 9g. INFE4L 0%, HMEI 8N TH L,

[1&16]
O
oH N
tBu tBu
(B-5)
tBu tBu

[0102] 1t&¥W (B—5) ®'H-NMRREUMS DAIEHRIZROBEY TH D,
'"H=NMR (CDCls; 400MHz) :81. 15, 1. 30, 1.
36. 1. 37 (s. 36H, t—Bu). 8§3. 70 (d. J=3. 9H
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z, 2H, Ar—CH,—Ar), §5. 15 (d, J=0. 5Hz, 1H,
OH). §6. 09 (dd, J=10, 5, 1, 2Hz, 1H, CH=CH,
). §6. 67 (dd, J=17, 3, 1, 2Hz, 1H, CH=CH,) .
§6. 41 (dd, J=17. 2, 10. 4Hz, 1TH, CH=CH,). &
6. 76, 6. 98, 7. 23, 7. 30 (d. J=2, 5, 2, 4, 2,
4. 2, 2Hz, 4H, Ar)

MS (ESI) m/z (rel intensity) 477. 5 ([M
—H-1, 100)

[0103] {t&¥ (B—6) D&

2—H—v)=—TFI—p—YLY—IL%E306g (1. 86FIN) .
FULUE169mI, RLUYIIANBL (fEEHMRAESHE) #6. 129
BLUV2., 3%BMEA3 13 gA2WODAT7FRIIMHEIAH. 50CETHE
f=o ZDH%, RNSTILTEREL43. 9g (3263IYEL) & 2BREHIIT
THETF LA, MT%. 95CETHREL. MBEERRETERBAREET
oo TDHE., 60CETHSLERE, NS T7ITERZ0. 5449 (4.
033IYEN) 2BIL. ZORBEISCTETHREL. BRIRET1 58
BRELE, TD®., OCEXTHAL. TiEMZ=2BL. KKEL. HERY

Blzo HERDEANFHI350m | TMERFEIE, BHRILLAHSS0

CETHHIL., TEMELEDOAFHUTHRAEL. 6, 67 —XAFLVEZR
(2=9—2 v )—TFI—4AF)7x/—)l) #1333 g, #MEII%
THEx,

BoNi6, 67 —AFLYVER (29— )—=TFI—4XFIL7T
z/—J) #66. 5g (1883IYEJ). F¥Lv%66. 5g. bV
IFLFPIVE39. 9g (3943IYEL) ., PUYILEE13, 59 (
1873IVEIN) 220735 XAICMHAH, 5 5CHETHRELLE. BL
RARYIT1T, 9g (11 7X)EIN) Z1BENMITETFLE, TO®R
ERFETHRALAR. KERNMLTRBE VIV F LK. i LES
EHERVKEL, HERDER, HERMEXSY /- THEL, iR
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ZiTW RO (B—6) TRINDELEWE65. 19, INE85%., #f
E99%TH L,
[1£17]

OH /lk/

tBu tBu

[0104] &Y (B—6) ®'H-NMRREUMS DAIERERIZROBEY TH D,
"TH-—NMR (CDC1l;, 400MHzZz) :81, 35, 1, 36 (s.
18H, t—Bu)., §1. 46 (d, J=7. 1THz, 3H,L Ar—CH
(—=CH3) —Ar). 82. 15, 2. 35 (s, 6H, Ar—CHj3) .
§3. 85 (g, J=6. 8H=z, TH, Ar—CH (—=CH3;) —Ar).
§6. 16, 6. 78 (d, J=1. OHz, 2H, CH=CH,) . &§6.
45 (dd, J=6. 1, 4, 4Hz, TH, CH=CH,)., §6. 4—7
1 (s, 4H, Ar)
MS (ESI) m/z (rel intensity) 407. 5 ([M
—H]-. 100)
[0105] &% (B—7) DEK
2, 4—IAFNT7/—)L%E230g (1. 88FIN) . F¥LvE&I
10g (1. 20FIN) . XZF7INTERZ44, 8g (0. 339FI)
. KE2230g. 98%EEA7. 3g (0. 074 FN) BLURLYY
ANBL (fEEHARHMHA) 2. 54 gZEOAOT7FRAIICMHEAH 120
CETHRELE, TR, ERRET20RFERELLE. NFF7ILTER
Z10. 9g (0. 082%J) EML. BEMNBER%Z 8 IrEME L /.,
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BAITETIAE A 8 BFRIRIT L 2R OMERRERE 2 8IFE%IC. /857
IMFE R4, 35g (0. 033%FJ) #FBEEML. EIC1 IEBEERF
BAEBELZ, TO®R, ¥LvAE151g8ML. 70CICHAERL %,
RIELAALERIETRAS L, ZORTEMZ2BL. 2¥W%EK500m
| T3EEFE LR, L, NST7ILTERZ43. 99 (3263
TIV) Z2BEMFITET LA, ETHR. 95 CHETHREL. MBZEMIRAE
THOBREBIREET >/, TDE., 60CTETHALIZE. NSTILTERE
0. 5449 (4. 033IVYEIN) ZEBML., TORBEISCETHER
. BRIRET SEEFELE, 0%, ¥ L %1561 gEML. =&
ITHRELE, Tz 2BL. 2WEKE500m | T3EHEELE, BL
Ni-a¥aBEREGRE%E. MLITY 789 gllEARItE. WEG6 O0OCTICH
BURET, AFHU64 1 g%xMA. BEEITHEREALAL, BLE
Ex%z58L. 2WEAFHL800m | TIEMEEL, BEEEERLTEM
MTHadl1l, 1-EX (2-kFOF> -3, 5-IXAFILTIZI) T4
%1469, INELET%., #MEII%THE,

/onkl, 1-EX (2—ebFOF>—3, 6-IUAFITZ)) T
4v%145g (0. 537%FI) . F¥Lrv%&E1469g, NJIFILTX
vE116g. PTUOUILEEE38. 49 (0, 5333IYEN) #lm>OO7
SZAOICHIAHA. 6 3CETHREBLALE, BERZAKRYILEO0. 99 (0.
322FN) A 1BE15ANTITET LA, CORORNERIZ7T5~78TC
ThHo7, TDHE. 7 2CTIFEMBRELE. 60CEXTERITHD
L7z, K440m I ERMLIZIVE500m | &A=, BICMILIVT750
ml EDBORBEBKERMLILE. 2REERkRELL. TORMIVEEZER
BAKAEOm I, 4. 8RBT M) VLKAKRLI3IB8g, RIEKA4E5Om
| DIETHEFZEIT o, TDHE. BEAMET M) D LTEZEEToE. R
ETFCREZREET o/, BONLEBREHSL/OY NI 57 4 —THREHE
L. ROKX (B—7) TREINZ{EMWE64. 69, IRK3 7%, #WE9
6 % T1H7=,
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[0106]

[0107]

[1618]

OH O/l\¢¢

(B-7)

£E® (B—7) O'H-NMRRUMS ORERZRIGRDBEY TH S,
TH—NMR (CDC I3 400MHz) :81. 50 (d, J=7. 4
Hz, 3H, Ar—CH (—CHjy) —Ar)., 82, 12, 2. 16, 2,
19, 2. 30 (s, 12H, Ar—CH3) . 4. 04 (s. 1H, Ar
—CH (—CH3) —Ar), §6. 08, 6. 69 (d, J=10, 8, 1
7. THz, 2H, CH=CH,). §6. 40 (dd, J=25, 6, 10
4Hz, TH, CH=CH,) ., §6. 6—7. 0 (s, 4H, Ar)
MS (ESI) m/z (rel intensity) 323. 5 ([M
—HI-. 100)
&t (B—8) D&M

2, 4—VH9 = v )—TFLT7x/—=)%E102g (0. 49%F) .
FULvESEGmMI, NSTFITERET11, 8g (0. 089%FI) . K
#102ml, 98%MEEA1. 9g (0. 074 EL) BLURLY IR
NBL (fEE%R=#E) 1. 0gA#MOAT S RAOIfIAH, 92CTET
FRLE, TOH, 5FREARELELE. NFT7ITERZS. 9g (0. O
44 F)) EBIML., MBFEHREZ—KERELEL, F2L20%E56m I ENML
7ok, BOCETHALLE. BREMA. BIL25CETHA L., HH
LEBERZKELITDVDEOAFH Y THFRVCEZIEL. BEHMTHS 1, 1
—EX (2-kROFY—-3, 5=V —Sv)—TFILTzZI) THY
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#64. 995, AKRODBIEE2EERL .,

fonkl, 1-EX (2—-&fO*%2-3, 64— v)—=TFI
7)) THVETI. 49 (0, 167FEN) ., FYLVES86mMI,
N)ZFLT7IV%E49. 79 (0, 356mo ). FUUILEEE 1.
9g (0. 166%F/N) #OAO7FRIIMHIAH 80CETHELALE
 BIERZAKRYILG, Tml (0. 104FIL) #5090MFTHEFLE,
RibsEiEE, REN4 5 CETHRS LK. KZ150mIETFL. bLT
VICTHEEIT o7, BS54 M2B%R, 2REK%EL, &ZRL. BiELE,
BoONEGREAY ) —ITHE LI, 54 F2BRO2 EHME/OOK
IWALTHIH, MBS MYV LTEBELAEKR. BEL. 54 28RO 3K
FYUBLNEBEGFRERE LR BEXAY / —ILTHE &L, ROX (
B—8) TRIN2{t&WiE76. 6g. INEII%TEL,

[1£19]
O
o N
tBu tBu
(B-8)
tBu tBu

[0108] 1t&¥ (B—8) ®'"H—NMRRUMS DRIERRIZRDEY TH 3,
"TH—NMR (CDC1l,, 400MHz) :61. 08, 1. 35, 1.

36, 1. 37 (s, 36H, t—Bu)., &1. 51 (d, J=7. 1H

z, 3H, Ar—CH (—CH3) —Ar). §3. 91 (gq. J=13. 9

. 6. 9Hz, TH, Ar—CH (—CH3;) —Ar). 6. 13, 6. 1

6 (dd, J=10. 5, 1. OHz, TH, CH=CH,). §6. 48 (

dd. J=17. 4, 10. 5Hz, 1H, CH=CH,). §6. 76 (d
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d, J=17. 2, 0. 9Hz, TH, CH=CH,) . §6. 5—7. 3 (

s. 4H. Ar)
MS (EST) m/ z (rel
—HI-. 100)

[0109] 1t&% (B—9) DEMK
4, 4—FFER (2—=49—=>v)—=TFI—5—-—XF)IT7x/-=)) (

intensity) 491. 5 ([M

FRILZEHE, WXR) #50. Og (0. 14%E)L) . BrKMLIVE10
Og. MUIFILFPIVAETI41g (1. 4F)L) 202075 IIEA
H. ERTEBHB#EIEL, ZO%, 72Un)is0>4FKF 51, bg
(0. 56FIN) Z8REMNMITET L, RIGTHE., KTHILIVHEEZ
Kk - 2R AEIEITW. MV IVEEZRE RELE, BONCREYE Y
YATNAS LTHEEL, BRYTHZROK (B—9) TRINZLEY
12, 29, INK20%. #MEI I%THL,

[1520]

S
O
Ho A B9
tBu tBu

[0110] 1&%M (B—9) O'H—NMROAIERZRIIRDEY TH D,
"TH—NMR (CDCl,;, 400MHz) :81. 14, 1. 35 (s,
18H, t—Bu)., §2. 27, 2. 33 (d. J=0. 5Hz, 6H,
Me). 8§4. 93 (s, TH, OH), §6. 03 (dd, J=10. 5
. 1. 2Hz, 1TH, CH=CH,) . §6. 34 (dd, J=17., 3. 1
0. 3Hz, TH, CH=CH,), §6. 60 (dd, J=17. 4, 1,
2Hz, TH, CH=CH,). 86. 6—7. 3 (s, 4H, Ar)
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[0111]

[0112]

[0113]

EEFI8~13

& (B—1) 2R 1IEBEHOEHSY LEEBOLDICLTELLEEY (B
—4) ~(B—9) KEBRLLEZEUAEERMT EARICLT, RUZFL
714 VRBEHRMORL Y e, 0%, Ry FERAVWTAINLMTO
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