KoCO3

R-0O NHOH

Scheme 34

o

- NH,NH
H—O-N¢© _R7Br R—O~N® — 272 R-0O-NH,

Scheine 35

DMSO, 80°C

R-0-N=C=0

o}

0]

R-0-NH,

B TE ) N VMBI, T ONFEMEZBIE LICRER, SUE L — L7,
T, XMEBBIL, INVAIVBIATVORRET 720, IWRRFRETH -0 TH
L NaXIn 7 I U EBEOYER E DR %21T - 7-( Scheme 36, Table 1) 3D,

0 B N
PNESNEN < |
O L2 0| e O™
OH  cpi(13eq) o~ NH,OH-HCI o=
—_ s e} Imidazole (4.0 eq) (e}
0—  solvent 00— 0
Ph Ph Ph
2b - N 3b
Scheme 36
Table 1
entry solvent NH,OH-HCI Imidazole  yield of 3b(%) recovery (%)
1 acetonitrile 10 eq 4 eq 36 60
2 CH,CI, 10 eq 4 eq 32 56
3 CH2Cl» 5eq 4 eq 3 86
4 CH,Cl, 30 eq 4 eq 47 52
5 CH,Cl, 30 eq 10 eq 33 65

CORERNL, B ReF T I UEMEOYBEOENVWTE LSIEREL L, TOLEDHEM
WS TR 5720, ZORSTIE, & Fafin T I VIEREARIS CHREICEER
BEZRIZLTWD I LRGhoT,
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1—3 HEMRBEOES/T N A—NDINNRI VBT AT VOERR |
F7-. Tablel OFERZEIZ, LV EMREEDOE=ZRT NI —ADEDINNI VR ATV
DA A 1T - 72( Scheme 37, Table 2 ),

Scheme 37 N o
CDI (1.3 oq) T sone P ph.><_J
Ph\>(OH . Ph\><o—<N Imidazole (4.0 eq) OH + 0~ “NHOH
CH,CI additive
%12 [0)
1c 1ic 2c
Table 2

entry addive  NH,OH-HCI  yield of 1c(%) yield of 2¢(%)

1 - 10 eq 72 6
1 - 40 eq 77 21
2 DBU 10 eq 78 7
3 Cul 10 eq 66 14

additive DEBHE 9 ROHIT, Tablel & FEEICE Koo L7 < L HEEHED % EOEAICHEL
LRI 5 Z L AR SN,
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1—4 Lossen L OKETERO

B LIEEFAVRADOINAI VEBRE AT L% VT Lossen E3{ DIRETERR %47 - 72( Scheme
38 ). O-BH#L FuFo A7 IvEF0OEETIIEEL SOV, RELL LT/ 2o X@ms
U E RV,

K,CO3 (1.0 eq)

0
Z-chloride (1.5 eq)

PSS . -~ _N__O._Ph o~
Ph” "0~ “NHOH DMSO (2mL), 90°C Ph~ O \([)( + Ph” OH
2a 3a 4a

Y. 8% Y.64%

Scheme 38

B TIEH D8, BHOMEIF/ LN,

CORERNBIE, KREWCER LIZN PV T v a— L3 Z-chloride & HANI VBT AT LD E
HHLDHEEDSDOPEHWTT LI ERTERY, DD, BlIOKEREL LT BocO ZHWT,
Lossen =7 ORETEBR %17 - 72 ( Scheme 39, Table 3 ),

o base (1.0 eq)

~ /U\ Boc,O (1.2 eq) Ph/\OH

Ph O NHOH pyiso omL), 90°C
2a

4a
Scheme 39

Table 3

entry base yield of 3a(%)

1 K,COs5 86
2 DBU 92

BHEIIEONT, XU UAT A= LDEHEREL T, T b, Scheme 9 TREIZAE
LR OAT N a— g, AVAI VB AT VAZEOSEDTHDZ EB4500 . Fdm
IKGEEIZ L Db D EEbins,
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1—5 Lossen E{\f DRFTERO
W, XERCEDS & | EMEIEHFZ BV 72 Lossen (7 DM EIEER 21T - 72 ( Scheme 40 ) 32,

o) CDI (1.2 eq) o

(o]
allyl alcohol (3.0 eq) )L
_ K wetd@oey f
PHT 0T NHOH e (amLy s0°c PhT 07 O + ph” 07 TNHOH
2a 5a Y. 83% (recoverd)
Y. 16%

o) MesSO,Cl (1.0 eq) 0
)j\ TEA (1.0 eq) )J\
Ph/\O NHOH PN -080O Mes
DMF (1mL), toluene (4mt) Ph* O N
0°C
2a 6a
Y.91%

Scheme 40

HEIWEIXEONT, E Fax A7 I VOl aB 7T VAT va— ) VZBRINLTE S OBRDES
B, KERDIEIFCRHENY & 72 o 72,

1—6 Lossen B DRFIERO

ZIT, BEFANASIVBEIAT AN b —EBETOERITELNT, RO Fu X &ED
FeR R T 2 IE ML S TERMRISZIT ) BAUEIZIES Z i Lz, AEE, AV VBT
NV DBRFETF D ANK =/ ALETT > 72( Scheme 41 ) 39

o MesSO,CI (1.0 eq) (o}
b TEA'(1.0 eq) L _osom
. A~ g Mes
Ph™ O NHOH pye (4mL) toluene @mL)y Ph™ O H
0°C
20 6a
Y. 91%

Scheme 41
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SCERIZREV S, AR = bR & IR TR T,
= LT, B LAV =MEEEZ AW T, SBARIE%4T > 72( Scheme 42, Table 4 ),

NaH (1.5 eq)
DMAP (0.1 eq)
/(l)l\ allyl alcohol (3.0 eq) H
~ _0SO,Mes o N O
Ph” 07N DMF (fomL)  PhT 0TS
(0]
6a 7a
Y. 6%

Scheme 42

Table 4 A

entry  conditions  vyield of 7a(%)

1 rt trace
2 50°C 7

RINETIIH 2P, BRWELIFE LN, BEO LFICHVERPETHEM L,

9k
&

&

BZMT N A= VDANNI VR AT VOEROER, B NaF LT I VIERIEOYED
E
-

I UHEBENRIS TIERICEERZREEZRZLTWALZ ERghoT,

TELIINENPE L, ZOLBOEAMIES TIRPEMT D, £DID, & FrFijv

BN VR AT NVING O—BEFETOEMNKGTIL, REEE LT/ XBU U rER
WEBEAICHEMENELIL, REICERLERVIOAT A a—UE, ARSI VBT AT VE

SEDOHDTHD I ERThoTz,

TERDE Fo XV EOBRRT 2 EEL S TEBARIGEZIT 5 ARIETIE, JEINETITH 525,

BERMERELN, BEO EFITHNRBRIETHEML,

C. Mr3thHE

80



eS|
AR LI s Il T o@ ) TH D,

s FRAMRUR AT b _
PERKIN ELMER FT-IR Spectrometer PARAGON 1000
B A ket FT/IR-4100 '

- RSB AT bV

BRUKER DRX - 300, 500
BB Y B A MILTOBY TH5H,

VBTN T AT A NS T T 4 —
Cica-reabent silica gel 60N (BRiR, i, 62-210 pm)

@B/ n~ N T T 40—
0.25 mm E. Merck silica gel plate 60F254

TN VBT AT VDAL

(2a)

b RaXxi L7 3 R 2.08g(30 mmol), fREEH LT T A 2.07g(15 mmol), =—F /Li7k=1:1
VAW 14ml % 0 50ml A7 Z 22l A, BB T 2 BRESEE%, 7 o e FE§B U0 83.41g(20
mmol), %X T OCT 20 FEEE#E L7z, FUSKTH, AL, Y=F Lz —7 /(50 mlX 3
FOHH L, Z0%, B~/ XV AERAVTHEISY L, AB#%, =/ RL—va VTR
ML, e~ hoema, 1 BT CHERSE, INE 1.7.g (R 51 % TERWEET,
1H NMR (300 MHz, CDCls) §5.18 (s, 2H), 6.59 (s, 1H), 7.35 (s, 1H), 7.36 (s, 5H)
INBOT—ZIXEk 290 T HNMR 7—# L —# L7z,

(2b)

500mL > A7 5 A3 2¥F 7 b= 5.0 g (17.5 mmol), VY 7 ==/)LiRAT 1> 459g(17.5
mmol), T RSt Fr 75> 200mL., XA T7a—1 2.1ml(20 mmo) & A, L, 7
SO HNR BT TV 7.7ml(17.5 mmoD Z AN %, 48 BEREIIRHE LIz, TR T /N\FRL— g T
BREL, rmmArAx iz, KK VHH Lz, ZO®RMEE~ 7R LZ2MATREL,
HARSB L%, BEZBERE L, BEMEL VAV a~ NI 7 40— (Y aaAi
VOANFPU=IDIC L OB BRREAEERE TS Z & TINE 5.09 g (INE 77 %) THY
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WE BT,

TLC (/7 mru A By ~FHr=1:1)Re04

IR 3516 cm™!

1H NMR (300 MHz, CDCls) §7.98 (d, /=9.1 Hz, 1H), 7.92 (d, /8.8 Hz, 1H), 7.88 (d, J/=8.0 Hz,
2H), 7.46 (d, 9.1 Hz, 1H), 7.42-7.14 (m, 10H), 7.11-7.00 (m, 2H), 5.11 (d, /12.6 Hz, 1H),
5.07 (d, /~12.6 Hz, 1H)

[a]=+2.8 (c 1.2, CHCl3)

INHDF—FIIXHER 0D ' HNMR 57 —% & —& L7z,

(3b)

T A 50ml FARTZF R 2b & 7.0 g (185 mmol), ¥ wwm A F 92.5ml, CDI3.9g(24.05
mmol )& A+, EET 3 EEERE. I 4~/ 503g(74 mmol), & FuXi 7 I HERE
38.6g(555 mmol) &Mz, 20 BFfEEE L7z, £D#%, 2 N HCl KERZ N2 TRINBE—IZ72
HETHEL, Yrurx &y (16 mIX4)THIE Lz, BEEICHE~ /x> v L2 THE
L. BRABUIH%R, BWEEBERE Ui, BEWEL VANV ra< V57 40— (BT
W/ P =2 N LV RBHRL, BREKELBERET5Z & CINE 3.30 g (NF 41 %) TH
I & 15T,

TLCEA—F /L : ~FH =1 : 1)Re0.2

1H NMR (300 MHz, CDCls) §8.12-7.89 (m, 5H), 7.52 (d, #=9.1 Hz, 1H), 7.49 (d, J=8.8 Hz, 1H),
7.43 (d, #=8.0 Hz, 2H), 7.27 (d, J=9.1 Hz, 1H), 7.24-7.14 (m, 10H), 7.01-6.89 (m, 2H), 5.11 (d,
J=12.6 Hz, 1H)

(2¢)
ZH50ml AT T AT 1c & 3.0 g (20 mmol), 7w XK 50ml, CDI4.22g(26 mmol )
A, EIR T 24 BRI #RE . A 2 &Y —/1 5.45g(80 mmol), b KX /L7 I HEEE 41.7g(600
mmol) &N %, 24 BEfEIREE L7z, Z D%, 2 N HCl KR E I TRNNE—IZ70 5 FTHEBE L,
vruuAZy 15mlX4)THE L, AHEBIIHRB~ 7RV ULAZMATEEREL, BRABL
T, BB BRERE Lz, BEWE VWGV a~ NI T 74— BTN/ ~FHF =
1:3CEVBRL, BEBEEZBERE TS L TIE 0.90 g (NFE 21 % TENYE B,
TLCHEEEA =T /L : ~FH¥ =1 : 1)Re0.3
IR 3029, 2931, 2346, 1752, 1470, 1379, 1285, 1240, 835 cm" !
1H NMR (300 MHz, CDCls) 88.07(s, 2H), 7.70-7.19 (m, 5H), 7.52 (s, 2H), 3.19 (s, 3H), 2.05 (s,
3H)
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OBt FuXx L7 I OER

(6a)

HREBEEIZ 2a % 0.167 g (1 mmol). DMF: k /b= > =1:4(5ml) . 2-mesitylenesulfonyl
chloride0.219g(1 mmol), kU =F/L7 2 > 0.102g(1 mmol) & A, 0°CT 24 BEEH#R L1z, %
D4, 2 N HCL KK M2 TRABE—IT2 5 FTHEE L, Y=F Lo —7 /(15 ml X 4) THi
HU, BEBIZET N ULAZMX T L7z, BEBICHEBE~ 7 R U L2 THEEL,
HRAB LTk, BIEZMERE L, BEWEY Y SNV u~ NI T 40— BT,/
AFY =1 DL VB L, BEREELZBEAE T2 2 & TINE 0.32 g (INE 91 %) TEHY
/I,

TLCHER=F L : ~FH¥ =1 : 1)Re0.5
1H NMR (300 MHz, CDCls) §7.84(s, 1H), 7.88-7.17 (m, 5H), 5.02 (s, 2H), 2.61(s, 3H), 2.30 (s,
3H)
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ERECEBRT 7 b OFHER

A. WHIEER

TEMRVE L, EHRE AR L. METERTIAEEEDE - BREENETHY ., HE
WHIERERICFEE L. TOMEDCFEAREEABIERABH LI SN DO TH D, WK
NEANIEFRNVE S LITE BRI AHEEWE CH Y . EYEBRFHIHEYFLEL L LT
RESNTVLDRBEEHETH D, DI LESBEINTWVD HDIE, F—F v, IV
V. ZFVLU TITVVUVEE A MNIA=VED 5 EETH D, i REYARE L ORERIX
BERM L T, 1979 4, Grove HIZL VA I 77757 40 kg DIEHHHS IS X T 1
A NEWREETHIEDEERENWE 7T /) 74 RBrassinolide : BLAFER ENZD, 77/
74 FidH$9 4 mg D m.p. 274~275°C DfEdR & L CHBES L. X MRS EREMITIc L v e
BRE SNz, AT 04 FIIEEHHCEBROFLVEL E LTIEALNTWER, 7533/ T4
NIEmEEDICST U CORWAEBEEEZ F WD TOEITh - 7=,

6-Deoxocastasterone Dolicholide

DT T2 T4 NI UTHREICHETIER L, AREE - ERSLORE - 2 b
L AMHE A - B OF L, =F 1 A ERROMRESE, e REBEEEZRT, £z, LOtEY
AT LB LR ERTZEREL A—F T 0RF A PIA =2 L HERHIZB Z L2
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£,

FDH%, 1982 FIT TV ) T4 RERBEDIENZRT I A ¥ 2T 1 (Castasterone : CS)NED
H2WILVEEEIN 29, BETII, J0BELZBXD T IV 74 FEREEILEMRBEINT
BY., ZRHIEIRHLTT IV AT A REREINTNWS 9,

TV T4 RO LIEE

TTV ) TA FOEEBICE, ABRICHEET D o kKBE L AISHICHET 5 o kEREE, A/BE L
FUAEEBRD 6 A XV -T-AFXY T 7 F S AEOERT D 4 DOREFRREDTFEL,
INOLNEMORBFICEEREE THHZ LB RENTVWE, ZhboiEER2E2UEx/FE>T T
V) TA R, BEOLIAboLbEERRT IV ) AT, RTHD, ZOBEIZBNT,
BIZBEROTZ 7 P AEEIL, VA X T AT LV BRENEEZAMEBRIL LEETHZLICL
STEDERERBET L2 ERBESNLTNDS Y,

TI v AT A FOERITET, BEZAE BRIL © 70-7 VBT A 7 ¥ NEORKEERK

BRYEZEEFOEEL
(TCHAEETE E)
ID-LRR2IZT T ) T4 RBFEETHI LICL Y, Mg —EERoa Y VB 5k
L. ZOEEEERCHIEBNOE ZRIERCZEDEILES LD, TCHYe RET IV AT a A
RIZE 2FEZAEKERRESNTVDZ &b, FRIIBBMICETET I B2 OND, =
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Z T BRIL i, 2 TCOLZMEEYEZB LT, AT REODLOZ Y H o RETIHESZSHFEERTH
AT ENRIBHENT-BRHIOETH DN, BcBNThH, AT a4 Me&it, rrer il
EZERCEERBE 2L OMETH B,

TTv ) AT uA FOMEEEMEE

RIKT T ) AT a4 FOLFEEEL, BEE REOBHRE, AEOBHBEDENCLYZ
OB EEEFEN DD Z LR ENTRY . ZRICHE- TEE L 1SRRI R R -
Nic, ERBREDERT TV /AT 0, FHEDT, BICHILSINTWDI A RESEHT R b
LIT) % AW CTHEEEHEHEBENAN N, TOREEIDL,

(@ C2a, C3al C22R, C23RD _#HD v ARIEEEY 4 — 1 3

(b) 24077 NFIVEHE

(0 A/BF T v AfERiEE

() BROTAXVFTI hoE, Eid6e s b

D AODOEREEIIFEERFICED TEETHY ., ZNHD 1 DTHRITDH LIEENEET S Z
ERHESNTZ 9,

~~
Q)
~"

()

) —

Brassinolide (BL)
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HO,.

HOY

H
Alr°
9)

Brassinolide (BL)

HO.,,
( g O< OX( ” ( /K L g (
HO" HO" ™ HO 0
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INDOEREEIIOVWTHE SN TV DABREEESBEWIBIZELTIZRT,
HWEEEMEBEORRN b, RRT TV 74 ROPTRBRICTAFYI 7 M e2HTHT7 b
VEIT S5V ) AT aA RREOIEEDRHELS, TORTHLT 7V T4 NOEERR bIRN -T2,
57 FURHEE TRAICIIR Do TWRW 64X P T 7 b/ s LB L, ®iC
MNEME R TS b OEBED 6 KA hATRot 64 NET T ) 2FadA KTHY, 7
T3 ) T4 ROEERRIBRE L FHRENDIHIRAZ AT Thole, RERIZIE, 6 Ll b &
EEZRNT IV ) AT RUYEETDIZEDNHERINTVWDIN, 674X VT T ) AT
O RIXEEAEEEERS RN ERREZNTVD, 6017 b EEFD, 2 fLOKEBEN
RIFT2TAXRVET T ) 270, REEMET T2 L8 TW5,

PUEnS, 773774 Rid, BEMLNTWET F ) A7 a1 ROR TR BIEENEVEE
MThHhdZ bbb,

target compound
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O B

TI) T4 VERE

UETEETIET IV T4 NERE L LTEISR LIS ERLEmD—> L L TARHF
FREATHoTWB, TOLEVMIRIEMWETHDHT T T4 REHBETHE AROFFRESLCER
DY T UAEE, MEDOT AT IVFEEOHANRES BRI, A RV —IIEEEZHELTNDS
=, BIC P T U AMEREE, BRO 73XV I 7 NoBEDRIIT IV 54 FOEK LR
UHE &% BRI RS TV D,

T IV T4 RIGBEIEL RERESER SN TE 2R, 20 L 572 ARSI UE U,
CEINILT VIBEEETHT TV 7 T4 FEREIZOW TSR 20,

T, EORICRTEIRARICRVEVRBERELTWT, EEEETLIT7 IV 54 NER
ERHEINTEY, FLCROYT UEEICEL UL, A7 A MW THL s AT 0
YO INIEBERTEZET 5 114XV re s 27 i, RAEO TS 270 2T 2
EOPEIIMBENEEZE D Z ERMBILTND 7,

KR EProgestrone [CHAT
2{EDHEIMMFEE
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NO. ' R pPEDsgo(mol)

1 BL 13.6

0
2 o)kri\ 9.6
wm!vw OH
/[(J)\/'\/
3 07 9.3
oo OH
0
4 ?)kfl\// 105
0
5 ?JKTJ\T/ 10.1
0
OJYL
6 ko OCHg 9.1

£l BB S T AT VBT OMEOHEEEEAEEFME b IThbh T\ 9, EERERITA X
EHFEMT A MK VMBS,

7T/ T4 FUERKE L OELE K 2 5 0EENER T, RREMAEZ 100%, &/NEih
AER 0%E Lizk D 50%EHEL 5 2 23 E EDso(mol) 3R, £ DHik# pEDso Z 1% &
LTWa,

DXy, YHEEAEERLTWET 5 54 NERED., RROWEIZILET 5 L id
FRUEOEESIB TS LEL LN, '
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ZREEEERT 7 b OARER

“EBREEERT 7 NUOARICETY, TOERERIIIYFRECTEEICRE LA
NEX ) UAF RORIGHEEFR LA ZRBULEDOERFE 92F AT 21275, &4
EIRETEITVWEVWBROLERT 7 h - OESIE, BEICHEE Th 5 BB ZDOBFEZIT> T
BYO, IVR= MO FEE LTEFBRY FULERANWTRAT—BLRBLZRESENT VY
LRI XD INVR=NVOBAET ) Vol b DTHY | ZOANKR=NMEDFEZRANWD Z
ETEHMOZRBELERS 7 M2 BAZ LI L TWAR, INEMES 2INROETIZOR
NoTLE->TWS 19, (Scheme 1)

3 steps HCOOLI, Ac,0O, DIPEA,
B Pd(OAc),, dppf
— > O
DMF, 120 °C,5h 0o
21%
.9 _ OAc _ OAc
H g g HCOOLI, Ac,O, DIPEA,
H.J — HT cone. HC! 1S Pd('OAco)zz, dppf
H I H MeOH, rt, o.v.n. H DMF, 120 °C, 5 h
0" sph ort OA® 48% ore ©OH 1%

Scheme 1

T TAEDBERN L LTEETBEDOINR=/MUIBIT 2MEROHA L | 10D VR =V
LD FEEHRE, BT, ETEFT VAR TIREOR EZD I L, ZBRLEWITHA
TAHZLT, BRI ZBHEEET 7 P 2552 L2 BAET5, (Scheme 2)

Scheme 2
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B. LR

BEBRSShEIN R FEOBRR

tBRZ 7 MUAREITOIICHETLY , ETHIEE Th DB Cacchi b23HE L7230k W%
BEWZN) 77— bELRPTRES YT —BILRFEL NF VY LEEZANCH Y /&
ETCHVRVEBRICERT DHIEEZANTNER, TOFEZFMRN LEEROBRHEZ T
2 L7,

FTERNT TS L 34 Ve Fusz<) o 2HEME L LU TOERKRLV— FTET /L
L& 4 %487, (Scheme 3)

0

@E\/\L MeOH,H,S0O,4 ©\/\)J\OM9

o o reflux,5h OH
74%
1 2
o)
Tf,0,DIPEA [:::[j\\/ﬂ\oMe LAH [::j:i\\/ﬁ\OH
CH3CN,rt,23h OTf THF,-4OOC,17h OTf
88% 51%
3 4

Scheme 3

WIZhY 75— EERPCREIRE—BILREL T VU AMEEZANTH T V7 E
W TCHNRBRIZER T 2 HEICBIT 2 KSEB OB %17 > 72, (Scheme 4,Table 1)

Ej\/\A OH _HCOOLi,DIPEAAC,O Pd cat. ligand
OTf DMF conditions @)

4 5
Scheme 4
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Table 1 —EA{LIRBFRABRISIZIIT 5 UGG OGS

entry HCOOLi _ DIPEA Ac,0O  LiCl  PdCl(dppp) Pd(OAc)dppf  RIGHIE RIURE  others  Yields

Ac0
1 3eq 2eq 2eq 3eq 5 mol% 116h 80°C afiér in 1%
2 gfgq 2eq 2eq 3eq  10mol% 64h 80°C 3.7%
3 qu 4eq 4eq 3eq 5 mol% 64h 80°C trace.
4 g'gq 2eq 2eq 3eq  10mol% © 24h 120°C 25%
: Micro
5 3eq 3eq 3eq 3eq 5 mol% 30min 80°C Wave 4.6%
6 3eq 3eq 3eq 5 mol% 5h 120°C N.D.
o ACZO
7 3eq 3eq 3eq 5 mol% 21h 120°C eierin N.D.
8 22& 4eq  4eq 10 mol% 22h 120°C 1%
9 dry 2 3 0 o o
3eq eq eq 3eq 10 mol% 25h 120°C 11%
10 v 2eq 2eq 3 5 mol% 24h 140°C 9
3eq q q eq mol% 12%

FOD Table 1 236, MEEIIZVNEI B L RIRRE D EWIZ I 23 LWVERSS, BEOELHE
KEFEA DB, RIGEEICIIO TV EESNRNI L, BDREFTLNZALEE L TRWVIERIZK
o TR, BHEREHERDTDHZLIITERDP T, SHICANVKR=AFAITITETEY,
FOERBDBANR VBT, SROBEOKBIZIToTLoETWDAREE LB 2 KBOFHE HIT
ST, ANVKRVBOFEELZHERT 5 Z LI TERMP o7, BIAERYICEL THREERS, b
V77— bEMANTLE L ORHERTE, BWENXLELE THL Z LR THLHT
7z,

L7eBoT, UEDZ et ZOANKR=NMMEDOFTEZXZORD, LERT 7 M OERIC
IE LT WM L, 1E0DH LWAIVR = /LD FEOBRE, BMatE{TH> Z iz Lz,

FER T ==V ERWEH LA AR = U EORE
TERMBRE T o728 25, ESMEEOLHHRE LI 9T, ~"eF v X7 ==/10 Pd fi
A2 W2 VR = ERISBS BEIO B RICB W TSA TE 5 O TIERW &l Lz,

0
rx + L Pd(OAC) P(-BU)HBFuNE ]|

H OPh MGCN,SOOC R OPh

Scheme 5
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ZORIEOBENTZ AT N MICBREPHDIHETOXBT ==V eDH v 7Y VT RIGH
FEFCNELISEITLTBY, by 7V IBRAINVKRZNVEIIA NV MLOBREDOKIZH D
b RSV ERNKETAZLICEY-OPh A7 o/ — /& LTHBEL, I VR= VO ANFERET
HY., BMANVF=NVEMEE LTRAWAZERTELIRTHD, ZORGEAVWDZ LT T7T-4%F
YT 7 hAEEE L VIEMICELND EEX DT, ETET/MEEDIZBNTZ ORIGEDHE
MzITo7,

o Pd(OAG)» P(+-Bu)3HBF4 NEts OH
[:Ij\V/\OH+ Q (Bmol%) (12mol%) (2eq) OPh
OoTf H OPh

MeCN,80°C
(2eq) O

4 6

N.D.
Scheme 6

BHIDILEMIIE SN TEISRT L 22L& 7 IR 66% TE LNz, ZIUTET /ULEY
DOt FaFVERFRT 2 = VKB LUTO X 5 2IGHNEIT L2 TH 5,

0
O e @) (o o
OTf \\;i/f/d?Ph - oTf +

4 7
Scheme 7

Lo T, b FeR v ERRH#LEbOEAVTREOND v 7 ) v RIS & T 1o, Rl
EELTEDTRT AL TWVWTBS B L RENES R T EFNVEDREDO >V, £/
M) 75— EDBBEV T RIZEY U b 732 A2 HNTWAEZ ERbhotzc®TYI H U REL
THXY L P72 AV L BEEOEMEAETY dppf b ) 7T — FELOEERR VL
DBE T8 72728, dppf TOREF H1T-72, (Scheme 8, Table 2)
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