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Av7OENL—2, 2-ER (4—AKF2T7zZ)V) IFLVYITIV (
DAIPEN), 1—7zx=)—2, 2—-F2 (4—XrFLTzZ)) T

, 2=z ITFLVIFXTY (DPIPE

FLYITIV, 1, 1—ER (4—XAKrFTTzZL) IFLYITIY
(DAEN) . 1 —4qvy7OElL—2, 2—ERX (3—X I F¥T7z=))
IFLYYF7IY (3—DAIPEN) EA%Fon3, FELWVWH,N-Z
—NH, &, %ZEFEHRT, 2-Y 72 )VIFLYYTPIVIET—a4Y T
AEIL—2, 2= (4—XNFPT7x2Z)) TFLVITIVTHB,
Fho ZHAT7TZNWNEXEC s 7LAF O Tz ZIIEEETRHBEICEWL
T, bFFrEY O [2. 2. 1] AT VEBEETRT DL DIC. =T
IZNNEXIFC, s PLIAF DTN EEERT 2RERETO1DH, LT
TOLRFEBEEELTVWTH LWL,

T 1 Tld. FTIEOBERRTIEAEY (3) ZARICAEIE, BRIEE%
MAT. BEROKIHEERTEHRTERT %, RIC. @BEHE (5) 2mMx
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[0024]

[0025]

[0026]

[0027]

-k, [HEEKFZHZATERL. FMEDOKRRE. KRFEHITTHERT S, K
INARPICTHEPOKRAZNRL YR T KRB EIIC. BERTIE
MNEFE LW,

BEIL. b (3) ZAMBERETHY. EMKRRTEES LAVARE
ThhELW, BEIE, RVEY, MLIV, ¥V L UVEOFERIRIEKE
CANFHYATYVEORBBKKRIEKE. Yooaxsv. 1, 2=
AOT¥ Yy, sO00XRVEY, JoOoaKRyEYEONOT VBRIEKE.
VIFILI—FI., VA4V TOELI—-FIL, ThSIEROTSY, AFIL
tert—JFINI—FTI, DVARVFIAFII—TI, 2—XFILTF
FSEROZSVEDI—FTI. X9/ —b. TH /=, 4V TOELT
VA=, n=FFLF7INA=, 2=TFILF7ILA=I, tert—TF
V7=, TFLVJY)a—, FAELYSYI—, 1, 2—-70O
NoIF—=)b, FYVYVEO7NLA—=I, PEFZMYI, N, N=IX
FLRILLTIR (DMF) . N, N=UXFLTERNTIRENZEFSN
%, INHDAEEIF., BE—AEE LTHAWTHLL, AFRISEELTAHAWT
HEW, bEY (3) ZARBIURERERICSEVT, KERELTHLW, §F
FLWAEIFZ, T—F/I. 73—, FEMZMJILRUVTKDLZBERI N
DK EBTETH D,

BEOFERE. £E (3) OEIEES, 0. 05~1. 5L
ERBDEBTHDIEMFELL, 0. 1~0. 9FI/LERBETHBC
ENLYITFF LWL,

MBI, BEMOEBETHNIEELIV, ERIERE S LT FIZIE,
REBHY DL, REEFT N VL, KEBEY DL KEBKEFEDY DL, REEK
RNV D L, KBIEAY DL, KBIEFN)DL VVB=AYD L, Y
VEEEFRYDL, VUBBKEZAY DL, VUBKEZFN) DL Y
BRZKFRAY DL, VVBBTZKEFN)DLDNREFONS,

WRIEEDOEAEIZ. &B#HF (5) OTLHIHLT. 0. 1~50H
ETHo>TEL YFELLIFT~204ETHD,
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[0028]

[0029]

[0030]

[0031]

[0032]

[0033]

eEEAE (5) OFEAEIE. &YW (3) OB, REFHRUVEEHEAE (
5) OBEFICL>TEAZN, —BMWIC. &Y (3) OEILFICH LT,
0. 1~25FN%. LYFFEFLLIET1~5FILB%THD,

RGBEIL. FRT2AREOBBICE>TERSZN, —50~50TCTHT
DIENTES, BELULWKRNEEIRK., —20~10CTHB, RIGEED
BIEX2&, EaY (3) OBRBUEMETT2HE1HY. RINBEESET
X2&, bEaYW (3) . &M (4) XIZEEHERK (5) IO T 2HBED
HB5

RiGlE. BETIT>TH &L, FIEDEANTTITo>THLW, FAIE. T
LBONV—VICKBRHREH LAH T, NI—r%5REE (75R3%) O
FOBBICERT 2HETIT>TH LWL, RIGBOETICHWL., KEARINEE
INDD, TDREODKRHAREZFERT 2D, RISDEATKRAR %M
7Y %,

REETT2EEIE, BROIMEERNEEAXTERLLE. BEIKGL
T. @B#ERE2E L. M, BRb. &8, 8807 N5 7 14—,
BEAVWONIBEEABRNITEEEAGHOE TRRTZIENTE S,
(T#22)

AEBMEBICEDHEE. &YW (4) &d& (6) EDRIBICLY.
tEM (7)) 2B2ITREFICEATHLIL, X (7) IKBVWT. RTRTA
rik. X (4) ICBIT2EEERALUTH S,

[1E10]
O 0

A ~ X

- -
- — ~

\ R — 1
L~ (6) R
(;kJNgH (:kjﬂf
o b Step 2
T,
Ar

O]
00 ©
T he

4) (7)
& (6) XIER (7) ICBWVWT. Ar3lE@BHIhTuwTsLnr7ZY) —ILE
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THd, Ar3ilBI2BHRINTLVTELIVWTY—ILEI, Ar DEERE
ALTH>TLWA, Ar RUA r3ldBEWNCERZETHD I EAIFFL
Wo FELWAr3E, o—=—bhO7zZ)VE m——bO7zZ)VE, Xid
p—=—hAT7IZIETH B,

[0034] {b&¥ (6) . L&YW (4) OKBEEZT7IIIETEIEETHZ, & (
6) ICHVWT, XIIGBETHD, MEEE LTI, BIZAE. NOFVET
B2 7vRREF. BRRT. RRRET) . LBHEFVWT VI T F
HE BAKE EXNOMILAFIE) BEIFLN S,

[0035] THRE27T. FIXE FMEOEZFTLES (4) IZ. BEICH L TARK
 BERCEMEIZMA T, &Y (6) ZMAE. FMEDRKRE. 1887
%,

[0036] ®ISIE. BMAETIT>TCH L, BEPTIT>TEHLWL, RGIE. BEE
WRTITONZZENFELL, ERINDZBEIE. LEY (4) . LEY
(6) ZAET B ENTE, RISZHEELAVWEOTHNIEL VL, AES
LT, Bl RyvEy, MLIv, ¥ L UVEOFERRIEKR AF
B ANTHUEDOREMERRIEKE, BFEETFIL. BBV TOELZFD A
IWRVBEIZRFI, Yroaxdy, 1, 2-ysOO0x4y, yO0aRy
o, YonanvEyEonnsUbRib KR YIFILI—FTI. VA
V7OEINI—FI, FhZEROTSV AFtert —TFII—F
e YOARVFILAFILI—FI, 2—AFIF I SEROTSVEDT
—TFILDEFOENE, ChoOBFERR, B—AmEE LTRAVWTE L. AR
IWERELTRHWTELW, BEOCEREIZ. &Y (4) OEIVREDN. O

2~1. 2FIN/LERBZETHD I EMNFFELL.

[0037] RRISEMET 27010, BEERISARICMATSE LU, EBEE LT,
BlZIE, NYUIZFILTIV. N, N=IJIFI-N—qVYFOBLTIVE
DRYTFILFILTIV, EVIY, 2, 6=IAFIEY S VEDESEERE
BRIEEMLIETOND, BEOFERER. &YW (4) OBICIYERD
B AEEY (4) OELBICHLT, 1T~10HETHDIEMNFHRLLWL,
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[0038] /. RIGEILICIMRT B/HIC. 4—JAXAFILTI/IEYDY 43
F—I, N=XFIAIF—ILEORMEEZMATE LW, HMFIDOME
AER. t&%W (4) OERCIREOERRVCEREICLIYERSZD, &
¥ (4) OELEICHLT, 0. 001~0. OSHEBTHBZENFFL
W

[0039] RitlE. BET7ZVIMERISICEBINZBEETITO) I ENTE S, RINVE
BiE, B, —20~60CTH>THELL, 0~30CTHB I ENET
F LW,

[0040] AEp¥pis, HH. &b, %8B, fE/O0Y M5 74 %, BERAVLS
N2BEHEZERRIEEEEAGHOE THERTZIENTE S,

[0041] (I#*&3)

REBFEICZDTEE. &YW (7) 2AEHA, BEETUIETZ &I
Y, &Y (8) IKEMTBIIREZRICEATELL, R (8) ILBWT
. RYWEK (7) ICBT3EERERLTH S,

[1E11]
HQ
- .\\RZ
<.:|\/\/R1
— > W :
) o Step 4 (1a) O
Q)K: J\ ? 2
N R1 q s “\R
= 1
% / - I~ > ~_R!
: §) Step 3 - Step 5 R
00 Ox i : OH P HO H
N W OH (1b)
1
Ar (8) e
(7) ~_ R
L
Step 6 <_j\/\_/R1
HO OH

(1c)
[0042] T3 T BIAIE. FMIEOCERPTHEN (7) IKABEZMATREEL
EBEEMZLE. FIEORRA. BT 2,
[0043] TRRIICHITZIERIL. BRIERTH--TH L, EREETH-THL
o BRIEEE LT BIAE. MUZFALTIYN, N=YTFIL—N
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[0044]

[0045]

[0046]

[0047]

—AV7OELTIVEDMNYTILFILTIV, EYIV 2, 6—IXF
WEYV S VEDEBRRFERIEEW. T MIDLANEI R, AYDTLXADL
FUR FRIDLIMNEFUR, AYDLIMNFYR FRh)DLtert
—TJhFVR AYYLtert—TrFYREQEETINIAFY ROBT
bhd, EEEEE LT, FIAIE REHY DL, KRBT N DL, KB
UL, REBKERD) UL, REBKEF N DL, KEBIEHY DL, KR
eF M) L, VVB=R) DL VUB=FMN)DL, ) VEBKERZALY
Db VUBKRZF NI DL, VUBITKERA) VL ) VETZKERS N
VO LDETONG, BEOFERER. &Y (7) OEICLYELRSZD.
e (7)) OFELBICHLT, 1T~10HETHZIEMNTFELL,
TRIICHFIZAEIE. HAE. RvEY, MLIY, ¥V L VEOEE
RiRIEKER. ~NFH Y, ATYUEORBKxIEKE. YrsOoOxsr, 1
, 2=YsOOx4dy, sOoaKRvEY, IoOoaXRvEVYEDNOF VL

i

RIEKFR, PIFILI—FI, 4V 7TOELI—FI, T3ROS
V. AFNtert —=TFII—FTI. POARVFIAFII—FTIL, 2
—AFLFISEROTISVEDI—FTIV, A5 /)=, TH /=, 1Y
ZOELTII—=b. n=FFILTIO=., 2—FFILF7INA—I. te
rt—7FITNaA—, TFLYTY)a—L, TRAELY T a— 1
, 2—=7anyIA—, )Y VEOFINO—N. FEIZMYIIL N
, N=UXFLKRILLTIR (DMF) . N, N=YUXFLT7EINT7IRE
DETFOND, ThoDBRER, B—FEELTRAVWTH L, ERISES
LTRWTH LW, FELLIE. KRXIET7ILD-ILEEST,
BEOFERER. & (7) OEIEES, 0. 05~1. OFIL /L
ERDETHZZENFFELL, 0. 1~0. 5FINLERBETHDZT
ENLYITFF LWL,

RIGERMIE, My, ERb. 2B, 8#8/O0Y NS0 1% BEHR
WO BEEABEMNIGEEEASHOE TRETZENTES,
AEBEREBICERDI AL EEYW (8) »olbE® (1a) XiE (1b)



WO 2020/195437 17 PCT/JP2020/007196

BT 2ODITREBICEATE LN, CNHLDITRRIF. FEFXEi1 ~
4 RUOHERETXHR 1 DEEHEZSEICT DI ENTES,
[0048] (T #&4)

TE41E. tEW (1 a) 2857HODIRTHY. BHOEBEILR-
TWTH LW, &YW (1 a) & flzE. ¥/ 7OXNEOTORY TS
VIVF, 8K EXMNTORNETHYED,

[0049] (I#&5)

T51FE. &YW (1 b) 285-HODIRTHY. BEDEENILR-
TWTHEW, &YW (1b) & HIXE 7L7ARETIL, Ve TOR
NEDTRRI TSV VEEEBE P/ AR MNEOTORY TSI VY
VE.FEARTHYED,

[0050] (T#6)

TiE6IE. &YW (1 c) 2857HDIRTHY. BHRDEBEN,ILR-
TWTHEW, &YW (1) 1 BIXE 549/ 7OXANETORY TS
VIVF BB ETHYEFD,

[0051] AFERRAOMOEERERZ. &YW (77 ) TH3,

[1E12]
o

o

-

(D

/ b
: 0
0.0 ©
2\
(7

[0052] X (77 ) KBWT. Rid. BERXE T ZIETERINKLC ¢TI
FNETHD, ROEHEIF. X (12) ILETIR'OERERLTHS,

[0053] = (77 ) ICHWVWT, A, RYEVEOZFI ML, A YA, /SSALOW
ThADMEICHEELTWS = AETH D,
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[0054]

[0055]

[0056]

[0057]
[0058]

e (77 ) d. B—DOYVTRAFLAT—TH>TH L. BHOVT
AT LAT—DREWMTH>THELW, EEW (1a) . (1b) . X (
1c) ZHET2LHDICIF. &YW (77 ) BAZEHESSVWIENFZL
W,

&Y (77 ) OXFMER., BERLETI &I YmLEIER L
DNTED, FBELICERT2AEE L TR, FxE RyEY, Ml v,
FULVEOEERRILKER. ~NFH Y ATYVEOREERIEKER, BE
BITFI, BV 7OELEOHIRVEBIRTIL, YrvO0xd v, 1
, 2=YsOOx4dy, sOoaKRvEY, IoOoaXRvEVYEDNOF VL
K{LKFZ., VIFILI—FI, VA4V FOELI—FI. T3ROS
V. AFNtert —=TFII—FTI. POARVFIAFII—FTIL, 2
—AFLFISEROTISVEDI—FTIV, A5 /)=, TH /=, 1Y
JOELTII—=I, 1 =T8/—ILEOT7ILIA-NLEIETFLNDE, Th
LOBREIE, B—REE LTAVWTELL, FRISEELTHAVWTE LW,
FELCIE, AVRVBIZFTIVXIETIILI-ILEED, HEMEDEWE
B (7 ) &, BREIXISCTHNELANS, BRICAFEIE, R4 /A
TEHIEILE>T. REMEOLIYEWNMEEY (77 ) 21822 &HTES
ey (77 ) FESEICENTSY., AEHEOSWEEY (1 a) |
(1b) ., Xix (1¢c) Z2HETH-HOOHEFEFKE L TERTH .
== i )

AFEBAO—EmPEEZ, ERMIZAVTIYFMICERAT 5,
UTORBICEWTHERAINZIEIE. BF. YRS TFORMEBZIC L
MoTEMBINDIRETHD, BEORKIE. BEMICIK. UTOEHYT
HB5
Bz : RVYAI
CAN:AFHZI S rEYDIL (IV) B7VEZD L
CSA:10-AhAYI77—RIKVEE
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[0059]

[0060]

DIBAL—H:K&KFLIAVITFILTIIZDLbL
DMAP : 4 —IXFILTI/EYDY
DMF : N, N=YXFLFKRILLFTIR
Et:TFI
| PA: 4y 7OELTILO—IL
n—: /<
NMR : RS HEBR Y ML
p— /33
ph:7x=)l
PMB : /XS X MEFIRVIIL
Me—THF : 2—XFIJ)LF ROV
TEA: NYIFLTIV
tert 44— vl)—
THF :Fh>ERFOTSY
THP:FrSkEROESY—2—-a1
"TH=NMRIRZ MUIF. TEIAFILSSVZHNEEE (Oppm) &
LTHELEEST ME (8) THRL. DRI —2E, UTOLD I
D, s:¥VFLybh, d:¥TLy bt MY)TLY b a: B
Fy b, dd:FTUNFTLy b, ddd : FTNETTINETLy b, dit
A TILNY Ly b, m:iTIFFTLy b, br:7O—R,
EREF1 Y/ 7aR v OEMESE
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[0061]

[0062]

[1613]
O O
W/ Step 1 W 4‘ Step 2
(3A) (4A)
X A
O\/\/\/\/ - N Z :
Y BH Step 3 BzO 0
OH }/~—©7N02
(8A) (7A) O
(T 1)

FFEFSCHA 6 DEFEGI 1 & & CHRFFF R 6 DEFEGI 8 ICEEBD AIEICL Y
miRD (=) —Corey Lactone—Benzoate (BRA)
RUOTAFIN—2—FFY —ATFIKRAKRF—bDSEY (3A) %25
WL, t&®W (3A) (20. Og, 54mmo |) R®)VE=HYD
LH (1. 1g) ZTHF (100mL) RU*TH./—JL (20mL) DERK
ICRRBI L, KATTEHEROIEEZEZRARATER L, BEBRIC (R
) —_ RUCY—xy IBINAP (BER{ELKI%., 0. 64g, 0. 52m
mo |) AR, [HBEKRARATERLT245EERLE, SE%
BRAATEM L%, BEEZBEEBELTLEY (4A) (PT7RFLA

—BEEB T %) =Bk, BohitEw (4A) 3. EL2BEHEZTH
I, TRR2ICHER LK.

(T#22)

tE&H (4A) ICEBERTFI (50mL) ZMATABIE., TEA (1
0. 9g) R’'DMAP (33mg) ZMAlk, BONELEKIC, p—=F

ZE&H®/OV R (14, Og) ORI FILIAKR (40mL) ZFETL
1REER L, RIDVBRICHERIFILZMA. KTHELTAEREZD
WU, BEZREBELLE. BONLEEAICTS/—J)L (100mL)
EMAT, MNBLALSABIE, OCETRHRAICAML THRRZESL. &
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[0063]

LN fERETY /—ILTHEEL, BETLELT, &% (7TA) (21
1Tg, 40mmo |, AXR74%, DT7AFTLFAT—BEFRIIY%) =F
1o
mp:105C;
THNMR (400MHz, CDCIl,) : & 8. 26—8. 21 (m, 2
H), 8 14-8, 09 (m, 2H), 7. 91 (dd, 2H), 7. 5
3 (dd, TH), 7. 38 (dd, 2H), 5. 76—5, 65 (m, 2
H), 5. 46 (ddd, 1H), 5. 25 (ddd, TH), 5. 06 (
ddd, 1H), 2, 90—-2. 74 (m, 3H), 2. 61 (ddd, 1
H), 2. 51 (d, TH), 2. 22 (ddd, 1TH), 1, 74 (m,
2H) , 1. 36—1, 26 (m, 6H), 0, 86 (t, 3H) ;
1I3SCNMR (1O0OMH=z, CDC I3 :86 176. 1, 165, 8, 1
63. 8 150, 4, 135, 7, 133, 3, 132, 0, 131, 3
, 130. 6, 129, 5, 129, 4, 128. 4, 123. 5, 83.
O, 78. 5, 75. 8, 53. 9, 42, 4, 37. 5, 34, 7, 34
2, 31, 4, 24, 8, 22, 4, 13, 9
(T#E3)
it&¥ (7A) (20, O0g, 38mmo ) DA% /—=)EK (100
mL) ZX4&AL. xkBAYYL (10, 6g) ZMAT, 4RFERIGIHEL
o KTHRLULLYVEEEZMA. MLIY /ANFHVER (FEKLT1 1) T
wELE, AEZREEBEEL. BOoNCEELZHRIFITHEL. EHE
ZER L, BREOBREZRBEEEL T 6 (8A) (9. 8g. 3
7mmo |, INEIE%) &ifFr,
THNMR (400MHz, CDCIl3) : 8 5, 60 (dd, 1TH), 5
44 (dd, TH), 4. 88 (ddd, 1TH), 4. 08—4, 03 (
m, TH), 3. 97—-3., 91 (m, 1H), 2, 78—2, 69 (m,
TH), 2. 62—2. 49 (m, 2H) 2. 47—-2, 38 (m, 2H)
, 2. 31—-2, 22 (m, 2H), 1, 98—1, 91 (m, 1H) , 1
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63—1. 42 (m, 2H), 1, 38—1, 23 (m, 6H), O. 8
9 (t, 3H) ;
1ISCNMR (1TO0OMH=z, CDC Iy :86 176. 9, 136. 8, 1
30. 2, 82, 4, 76. 3, 72. 8, 56. 12, 42, 34, 39
61, 37. 05, 34. 0, 31. 6, 25. 1, 22, 5, 13. 9
)
[0064] (I#£5)
[114]

O\/\N\/ Step S-1 4 Step 52

HO OH THPO OTHP
(8A) (10A)

0 0
N— TN Ne— TS

MOH MOH
_ _

3 Step 5-3
HO OH THPO OTHP
(9A) (11A)

FEEF XX 7 ORFEGI 1 4 ICEBEHOAEICELY, &M (8A) (9. 84
. 37mmo |) &YW (10A) IZE#RLL, &% (1 0A) 2%
Sk 8 DEMERF 1 ICEERDOAERICLY . k& (11 A) IZEHBL., IHIC
RREFSCHR O DRI 1 4 ICEEHDAEESEICL T, &% (9A) (7.
2g. 19mmo |, IXXKE51% (3IT) ) ICE#H;:LL,
mp: 66T
THNMR (400MHz, CDCIl;) : 8 5, 68 (dd, 1TH), 5

58 (dd, 1H), 5. 47—-5, 34 (m, 2H), 4. 20—4. 1
O (m, TH), 4, 05 (dd, 1TH), 2. 75 (dd, 1TH),
47—-1, 93 (m, 9H) , 1., 82—1, 43 (m, 4H), 1, 40
—1. 20 (m, 6H), 0. 89 (t, 3H)
1I3CNMR (1TO0OMH=z, CDCI,) :6 214, 4, 177. 6, 1
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36, 7, 130. 9, 126. 9, 73, 2, 72. 5, 54. 6, 53
6, 46. 4, 37. 2, 33, 2, 31. 8, 26, 4, 25, 3, 2
4. 6, 22. 8, 14, 2
[0065] THRE1ICDOVWT. UTFORGETRRICEMKRETEIT >/, RIGEHR
THERERT1ICRT,

[#1]

*BEHE — - RERE | .

e Py E Al EE p3iL ] “c) %d. e.
i%“ (R)-RUCYxyIBINAP | 3mol% | KZEHZ | KPO, ﬁ?ﬁ 0 90
RO @-Rucry BINP | Gnolt | KEAR | KPO, TVKA 0 88
REB | Ry IBINMP | Tnol% | KEEHR | KGO, m“iﬁf‘” -10 04
REBL | @-ruory BINP | Gnolk | KA | PO, cz?ﬁfésA 25 8
RIEB | - isine | anolh | KFEHR | KGO, IPA 2 85
ifm (R)-RUCYxyIBINAP | 3mol% | K3EH R | Cs,C05 Tﬁﬂ? 25 87
55@?“” (R)-RUGYxyIBINAP | 3mol% | KZEHR | KPO, Mez;ﬁgé;PA 25 86
tt;fﬂ” R“C'[(Résﬁglzgpe”](p‘ mol% | @ | TEA THF 60 16
F 8543 RUCI L(R.R) - , .

2 Tsdpen] (mesitylene) Tmol% 8 TEA THF 60 9
ttffﬂm R”[(R'gi;lﬁg?e”](p‘ mol% | %@ TEA THF 60 20
ttffﬂw R“C'[<R&5;;m2?pe”](p‘ ol | *8 TEA THF 60 36
ttffﬂm R(R, R) ~Ts-DENEB mol% | @ TEA THF 25 13

[0066] =IO : VT FOR MDORESZE
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[1£15]

[0067] (T#1)
REEFXHA D RO G ICEBED A EESEICL T, RO (-) —Corey
Lactone—Benzoate (BARf) . RUIAFIL—2—FF
V=4 —AXAFNFIVFINKRAKRF—EDSIEY (3B) Z2RAAL .
THNMR (300MHz, CDCIl,) :6 8. 02—7. 96 (m, 2
H), 7. 62—7, 55 (m, 1TH), 7. 50—-7. 42 (m, 2H)
, 6. 68 (dd, 1TH), 6. 24 (d, 1TH), 5. 33 (g, TH)
, 5. 14—-5, 08 (m, 1TH), 2, 96—2, 85 (m, 3H), 2
68—2. 28 (m, 5H), 2, 05—1, 93 (m, TH), 1. 3
2—1,. 15 (m, 6H), 0. 92—-0. 84 (m, 6H)
EREFICEEDOAEESEICLT, e (3B) (20. 0g, 50
mmo | ) KY&¥ (4B) (VT7RAFLAT—RBEEXRET7 %) %57,
[0068] (T#2)
EHef 1 ICREOFEEZSEICLT, &YW (4B) LYLEW (7B)
(18. 1g, 33mmo |, INFEKB6%, V7RATLAT—BEEXRI 7%
) =5,
mp:74C;
THNMR (400MHz, CDCIl,) :6 8. 22—-8. 19 (m, 2
H), 8 10—-8, 07 (m, 2H), 7. 90—7. 88 (m, 2H)
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[0069]

[0070]

, 7. 52—-7. 49 (m, TH), 7. 37—7. 33 (m, 2H) , b5
77—-5. 71 (m, 1H), 5. 67—-5. 61 (m, 1TH), 5. 5
3 (dd, TH), 5. 23 (dd, 1TH), 5. 04 (ddd, 1TH),
2. 89-2. 71 (m, 3H), 2. 59 (ddd, 1TH), 2. 49 (
d, TH), 2. 20 (ddd, TH), 1. 64 (t, 2H), 1. 49
—-1. 41T (m, TH), 1. 26—1. 10 (m, 6H) , 0. 91 (d
, 3H), 0. 85 (t, 3H) ;

13 CNMR (1TOOMH=z, CDCI3) :6 176. 2, 165. 9, 1
63. 9, 150, 5, 135, 9, 133. 4, 132, 4, 131. 5
, 130. 7, 129, 6, 128, 5, 123. 6, 83. 1, 78. 6
, 174, 7, 54, 0, 42, 5, 41, 5, 37, 6, 36. 6, 34,
8, 29. 5, 29. 0, 23, 0, 19. 9, 14, 2

(I#E3)

EREGIICEEEDOAEZESEICLT, k& (7B) (18, 19, 33
mmo |) &YLEH (8B) (9. 2g, 31Tmmo |, NXKIE%) %
Bl
THNMR (400MHz, CDClg,) :6 5. 56 (dd, 1TH), b
44 (dd, 1TH), 4. 88 (ddd, 1TH), 4. 17—4., 08 (
m, TH), 3. 96—-3, 89 (m, 1TH), 2, 78—2. 21 (m,
6H), 1. 93 (ddd, 1TH), 1. 87 (br, TH), 1. 683 (
Br, TH), 1. 45—1, 08 (m, 9H), 0, 93—-0. 82 (m
, 6H)

(IL#E5)
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[1616]
O O
oA
: 9 o O\/Wv\ Step 5-2
= Step 5-1
HO Y PMBG  pmBd -
(8B) (10B) :

<j;\/VA/\

PMBGO PMBO =
(11B)

\/\/C> ) O\/W\/\ Sep e

Step 5-4 H
PMBG  pmpd - °T PMBO  pwgd  : j
0

(14B) (13B) BrPhsP" (12B)

[0071] (IT#&E5—1)

(3aR, 4R, 5R, 6aS) —5— [ (4—XFFIRVI)) FF¥
] —4—{(3S, 685, E) = 3—[ (4—XrFINRVI)) FF]
—5—XFN/F—1-ITV—1—qL} AFHERO-2H-I/ORY
4 [bl] 25>v—2—-%> (10B)

{tE&¥ (8B) (0. 29g, 0. 98mmo ) (Ic¥vO@x%y > (3
mL) ZIATARIE, 4—AMFIRVY) 2, 2, 2—KY)o0OO
7EhMXH—bp (0. 69g) RUCSA (0. O1¢g) #MMA. ERT
WL, RIGAKRICEMKEBKERFT MU LKBR. BT FILEMAT
ERITHHEL, BEEZREEE L, BBEZBBRAKREI/IOTNITS T4
— (%BEZ:Viridis CSH Fluoro—Phenyl OB
D Prep Column, ZEBKRER /X4 /—)/700KILL=9
0/5/6~80/10/10) THEAETZI&ICLY., {tEW (108B)
(0. 3749, BEKT71%) =157,

"THNMR (400MHz, CDC ) :8 7. 25—-7. 16 (m, 4
H), 6. 88—6. 83 (m, 4H), 5. 48 (dd, 1H), 5. 4
1 (dd, 1TH), 4. 98—4., 93 (m, 1H), 4. 57—4, 21
(m, 4H), 3. 81—-3. 73 (m, 8H), 2. 79—-2. 61 (m
, 3H) , 2. 53—-2,. 46 (m, 1TH), 2, 34—2, 11 (m, 2
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[0072]

[0073]

H), 1. 55—1., 02 (m, 7H), 0. 91—0. 82 (m, 6H)
(rf#25-2)

(3aR, 4R, 5R, 6aS) —5— [ (4—XRMFIURVUIN) FF
] —4—{(3S, 685, E) = 3—[ (4—XrFINRVI)) FF]
—5—XFIN/F—1—-ITV—1—A)} AFHERO-2H-2ORY
4 [b]l 75v—2—%—JL (11B)

b5 (10B) (0. 370g. 0. 69mmo ) #¥vOQxX4%Y
(7mL) I8 L., —78CTDIBAL—H (Tmo | /LAFH VR
W, 0. 758mL) Z&8MNMIEF LA, —7 8CT3 O0OnMEIEHRE. &
Rosce l | el@KAREMATERTI O9MEIEHL. BEEET FIL AN
ATESRTITHBL. REZRBREBE L, BREZD VAL AS LI OT
NTSTa— (NTEIV /BRI FL=2/"1~1,/1) THETSZZ &I
LY, &YW (11 B) (0. 3489, [NX94%) #1157,

"THNMR (400MHz, CDC1l,) :6 7. 25-7, 18 (m, 4
H), 6. 87—6. 79 (m, 4H), 5. 68—5. 36 (m, 3H)
, 4. 68—4,. 20 (m, 5H), 3. 81—3. 69 (m, 8H), 2
52—-2, 17 (m, 4H), 2. 06—1. 77 (m, 2H), 1. 5
4—1, 36 (m, 3H), 1. 29-0. 99 (m, 7H), 0. 91—
0. 82 (m, 6H)

(T#E5-3)

(1S, 2R, 3R, 4R) —2—-[(Z2) —4—- (1, 3=-IFFYSV
—2—A4)) Th=2-IV—-1—4a4)] —4— [ (4—APFIRVI)L
) #%3] —3— {(3S, 5S, E) —3—[ (4—XrFIRVYI)
FFY] =5 —AFN/)F—1—-TV—-1—A)} rarvy /=) (1
3B)

&t (12B) (2— (1, 3—-IYAFYSv—2—4J) TFILKY
JITZ)KRRAKR=ZYL7AIR, 1. 40g. 3. 1T6mmo ) #THF
(6mL) ICBBL. hYYAbLtert—7h+>R (0, 3549, 3.
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[0074]

16mmo |) ZMATERT3 09EEFER L, BERBRORIGERIC
KA. te (11B) (0. 340g. 0. 631Tmmo |l) ®TH
F (2mL) B&%&ETFL, OCT30O4NRERLAE, RINBKRICHRIEL
TPYEZDLKEBER BEEIFILAEMATCERLITREBL. BELHEEE
Lico BBEVVATSNASLIOARNTIS T4 — (NTHY /BRI FIL
=4 /1~2,/1, W</ OORIVL,/ A9 /—)L=50,/1~30,1
) THRETZIEICLY, bE®W (13B) (0. 2589, IN%E66%)
EEBERFRE LTEL,

THNMR (400MHz, CDCly,) :6 7. 25—-7. 18 (m, 4
H), 6. 86—6. 79 (m, 4H) , 5. 56—5. 40 (m, 4H)
, 4. 93—4,. 89 (m, 1H), 4. 54—4, 22 (m, 4H), 4

13—4. 07 (m, TH), 4, 01—-3. 83 (m, 4H), 3. 8
1-3. 74 (m, 8H), 3. 01—-2, 97 (m, 1H), 2. 68—
2. 55 (m, 2H), 2. 45—2, 34 (m, 2H), 2. 18—1.
99 (m, 2H), 1. 90—1. 83 (m, 1TH), 1. 56—1. 37
(m, 4H), 1. 30—-1. 01 (m, 6H), 0. 89—-0. 82 (m
, 6H)

(I#25—4)

(1S, 2R, 3R, 4R) —2—[4—- (1, 3—-Y#FYS5v—-2—+«
W) TFIL] —4— [ (4—ARFIRVIUN) 7F2] —3— { (38,
5S, E) = 3= [ (4—XPFIRYII) FF2] —B—AFIN/F—
1T—Tv—1—-A)} >oORV% /=)L (14B)

it&¥ (13B) (0. 250g. 0. 401 mmo |) #FEITFI (
3mL) I L. RhCl (PPhy) ; (0. 074g, O. 080mm
ol) ZMAT, KEFEKT. ERTOFEAR®RLL, RIGBREZRER
BL. BONEREEZ VATV ASLIORNIS D4 — (NTH Y /EE
BIFIL=4,/1~2/1) ., WIFI/2UATFLVAZ LAY NS
Ta4— (NTHYV/BBIFNI=4,/1~2/1) THRETZIEICLY,
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& (14B) (0. 208g. RE83%) ZHBEMGKE L TH .
THNMR (400MHz, CDCIl,) :6 7. 25—7. 18 (m, 4
H), 6. 87—6. 81 (m, 4H), 5. 48 (dd, 1TH), 5. 3
8 (dd, TH), 4. 86—4. 81 (m, 1H), 4, 52—-4, 21
(m, 4H), 4, 18—4. 12 (m, TH), 3. 98—3. 91 (m
, 2H), 3. 86—-—3. 73 (m, 1TOH), 2, 54—-2. 47 (m,
1TH) , 2. 20—1. 95 (m, 3H), 1. 72—1., 02 (m, 18
H), 0. 91—-0. 81 (m, 6H)
[0075] [{B17]

HQ

v\i/> PhoP”COzMe HQ
‘\‘\ o “
L

SN X -COzMe
<:I\/\/‘\/\/\ = <j\/\/V\/\ S
B Step 5-5 = v

PMBO  pmBG PMBO  pups - HQ

\ =

PMB(S PMBé :
(18B)

Q Q
S COH AN COH |
> 7z y . Step 5-8 \ o y <« Step 57
HO

oH = PMBO  pmBd  :
(9B) (19B)

[0076] (T#&5—5)

(E) = xF)L 7— ( (1R, 2R, 3R, 5S) - 65—t krRO*xv—3
— [ (A=A FFoRUIN) 5] —2—- {(3S, 5S, E) —3—
[ (A—X b FIRVIN) AFV] —5—AFNV/F+—-1-TV—1—4
VY voaRVFII) AFh—2—-xT/T—hF (17B)

k&t (14B) (0. 190g, 0. 304mmo ) #THF (4m
L) ICABEL. KAT. 6mo | /LB (2mL) ZMAT. BRETKR
B L, RINBRICEMREEKES MY Y LAKBRENZ THBIFILT
HE L, BREBZRENRIEKTESEL. BKREBY IR D LTEEL.
AEAEREBRE L, BBEEVVATINASLIAR NS 74— (NTH
V/HBIFIL=2/1~1/1) THRETZZ&ICLY, tLEHTE5BOD
MBS EHBERKRE LTRL, BoniEaEMEsrs0oO0x4>Y (4m
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[0077]

[0078]

L) ICBERL. KT, XFIN (M) TZZWKRRAKRZ=Z)FTY) PET—
A (16B) (0. 508g, 1. 52mmo |) %A T, EET20H
B L, RISBREYYATSNVAS LA NTIS T4 — (NTH Y B
BMIFIL=2/1~1/1) THEYTZZ&ICLY. & (1 7B) (O
1319, INEK68%) 2ABEGKE LTHL,
(L#E5-6)
(E) —7— ( (1R, 2R, 3R, 5S) —5—tkrkOoxv—-3—1[ (4
—ARNFIRVINW) FFT] —2—- {(3S, 6§, E) = 3—-[ (4-—
ARNFIORVIN) 7FY] =5 —AFI/)F—1-TVv—-1—-14)} 7/
AORYFI) NS h—2—-T U (18B)
ta# (17B) (0. 0900g., 0. 141mmo |l) #TH/—J
(2mL) ICRBL. KDBT. Tmo | /LKEIEHY D LKSBKR (0. 5
65mL, 0. 565mmo |) Z#MAT. 40CTIMEELRLE, KA
T, RiAEBICTmo | /LIGEE (0. 60mL) . BFERET FILAMA TE
I TABEL. AEZRBEBE L, BEZY)VATNVAZ LA NI S
TJ4— (NTHV/BBBIFIL=4/1~2 /1, fgWwTo/OORIL LA
#/)=I=20/1~10/1) THRETDZZ&ICLYILEY (18B) (
0. 0826g. N*EI4%) ZHBEMNKE L THFK,
THNMR (400MHz, CDCly) :6 7. 24—-7. 17 (m, 4
H), 7. 04 (dt, 1H), 6. 87—6. 81 (m, 4H), 5. 8
1 (dt, TH), 5. 49 (dd, 1H), 5. 39 (dd, 1H), 4
53—4, 23 (m, 4H), 4. 17—4, 12 (m, 1H), 3. 8
6—3. 72 (m, 8H), 2, 55—2, 46 (m, 1TH), 2. 26—
2. 19 (m, 2H), 2. 02—1, 93 (m, 2H), 1. 68—1,
03 (m, T7H), 0. 91—0. 81 (m, 6H)
(I#5-7)
(E) —7— ( (TR, 2R, 3R) =3 - [ (4—XARFIRVI)) #
Fv] —-2—-—{(3S, 685, E) = 3—- [ (4—AFIRVIUN) TF
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[0079]

V] =B —AXAFIN/F—1—-ZTV—1—A4)L} —5—FFVr7aRVFI
) AT h—2—-—T U (19B)

it&¥ (18B) (80. Omg., 0. 128mmo |) &#¥7O0x%
v (1mL) I8 L. KAF. Dess—Martin Periiod
inane (109mg, 0. 257mmo |) #MATERET2EEER
L7ce RIGARICK, BRI FINAMATERLITAHAL., AEEHTE
Lico BBEVVASNAS LA NS 74— (VO8KRIML A8 )
—=20/1~10/1, WNTATH YV /EBEIFI=1,1) THEH
TEHIEICEY, bEW (19B) (80. Omg., EEN) #HEBERH
KE LTEL,

"THNMR (400MHz, CDCIl;) :8 7. 24—-7. 18 (m, 4
H), 7. 02 (dt, 1TH), 6, 87—6. 80 (m, 4H), 5. 8
O (dt, 1TH), 5. 61 (dd, 1H), 5. 52 (dd, 1H), 4
56—4. 25 (m, 4H), 3. 92—-3,. 75 (m, 8H), 2. 7
7—2. 59 (m, 2H), 2, 28—2., 16 (m, 3H), 2. 02—
1. 94 (m, 1H), 1, 69—-1, 03 (m, 1T8H), 0. 90-0
. 83 (m, 6H)

(T#5—8)

(E) —7— { (1R, 2R, 3R) =3—-krOF>—2—-[(3S, 5
S, E) - 3—-kekrOF>—-5—-XFN/F—-1-ZITV—-1—4JL] —5—
FHFRYIoaRVFIL} AT —2-T Vg (9B)

& (19B) (10, Omg, 16, Oumo |) ZFEb=ZKYIN
(0. BmL) RUK (0. O05mL) OREBEISEMEL. KAT. CA
N (35. 3mg., 64. Oumo |) #iMA T, ERTI3O0O9MEEHLL
o AT, BRI FILEMA. BERIREEKERT MY D LKBRTHH L,
KEBICTmo | /LIGERARMEN p HEICAZETMA T, EEET FI)L T
HU7, BRBEZHEMRIBKTESL., BKMBY I/ RV LTREL, &
MAEREBE L, BBEY YA LVAS LAY NS 74— (Y OOK
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[0080]

[0081]

[0082]

WL/ A5 ) —=)L=20,/1~10/1) THETDIZEICLY, {tLE&H (
9B) (4. 4mg, K7 4%) %15/,
THNMR (400MHz, CDCl,) :8 7. 00 (dt, 1H), 5
81 (d, 1H), 5. 66 (dd, 1H), 5. 56 (dd, 1H),
4, 25—4, 17 (m, TH), 4. 11—4, 01 (m, 1H), 3.
40 (br, TH), 2. 75 (dd, 1H), 2. 41—2. 32 (m,
TH), 2. 27—-2,. 14 (m, 3H), 2. 08—1. 97 (m, 1H
), 1. 67—1, 11 (m, 16H), 0. 95—0. 84 (m, 6H)
EREGI10 54/ FOX MDOEERE

[{18]
0 0
g& dk
—\ Ph . 5 Ph
: 0 : C
082 ogz "
(3C) (4C) o
X oA
Q 3 ~"
P Ph - _CI\/\-/\/Ph
BH Step 3 BzO o
OH )r—<::>>—Noz
(8C) 7cy ©
(L&)

KRR 5 ICEEDAEESEICL T, D (=) —Corey La
ctone—Benzoate (ARE) RUIAFIL-2—-FFY—-4—
TJIZITFIVRARF— b oEW (3C) 2B L, REH1&H
BRICLT. 1t&% (3C) (20. Og, 49mmo |) &YEW (4C
) (TFRTFTLAT—BEIEE0%) &5,

(T 2)

EREGI ERAERICLT, bE&W (4C) £YUEY (7C) (20. Og
. 36mmo |, IXE74% (2TF) . YT7RTLAT—BFIFEI 9%)
=5,
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[0083]

[0084]

THNMR (400MHz, CDCIl;) :8 8. 22-8. 19 (m, 2
H), 8. 07—8. 03 (m, 2H), 7. 91—7. 89 (m, 2H)
, 7. 52—7. 48 (m, TH), 7. 37—7. 33 (m, 2H), 7
26—7. 17 (m, 2H), 7. 16—7. 10 (m, 3H), 5. 7
4—-5, 67 (m, 2H), 5. 51—-5. 46 (m, 1H), 5. 25—
5. 21 (m, 1TH), 5. 056—5, 01 (m, 1H) 2, 88—2. 4
6 (m, 7H), 2. 23—1. 99 (m, 3H) ;
1ISCNMR (100MHz, CDC ) :8 176. 2, 165. 9, 1
63. 8, 150. 6, 140. 8, 135, 6, 133. 4, 132, 5
, 130. 9, 130. 7, 129, 6, 129, 4, 128, 7, 128
5, 128, 4, 126, 3, 123. 6, 83. 1, 78, 6, 77.
5, 77. 1, 76. 8, 75. 3, 54, 0, 42, 5, 37. 5, 35
8, 34. 8, 31. 6
(C#&3)
FREF SOk 1 ICEBOAEIC LDV, k& (7C) LYikat (8C)
5T,
(IL#%&6)
[1£19]

0] 0 0]
HO
oA 0 ST
Ph ep 6-1 ep b- s Y
NF P \ . e B

OH

HO 51 HO OH
(8C) (10C) (9C)
FEEFSCHR 5 DEFERI 7 ICERBOAEIC LW, £EM (8C) (5. O
g, 9. Ommo ) &YU{E&®W (10C) A28k, I5IT. BHFXHSLIC
BEODOTEICLEDW, 8% (10C) £YULEY (9C) (1. 14,

2. 5mmo |, INE28% (3I%#) ) %18k,
THNMR (400MHz, CDCIlg3) : 86 7. 29—-7., 23 (m, 2

H), 7. 21—-7. 17 (m, 3H), 5, 48—-5, 43 (m, 1H)
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, 5. 41—-5, 36 (m, 1TH), 4, 99 (m, 1TH), 4. 16 (m
, TH), 3. 94 (m, 1H), 3. 66 (m, 1TH), 2. 82—2.
77 (m, 3H), 2. 70—-2,. 09 (m, 8H) 1. 90—-1. 31 (
m, 1T2H), 1. 22 (d, 6H) ;

13CNMR (100MHz, CDCI3) 86 173. 5, 142, 1, 1
29. 6, 129, 3, 128. 4, 125, 8, 78. 8, 74. 7, 7
1.3, 67. 7,52, 9, 51,9, 42,5, 39. 0, 35. 8,

34. 0, 32. 1, 29. 6, 26. 9, 26. 6, 24. 9, 21. 8

(o)
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[55KIA1]

EROEH
X (1a)., (1b). Xt (1c) TRINZILEYMDEERE
TH->T.

(1]
HQ R? Q K HQ R?
' 1 \ R? ¥ 1
O Do Or
: OH = OH : OH
OH OH OH

(1a) (1b) (1c)
[, RTUE. Jx 2 ETEBEINTWTHLWC s 7ILFIL
ETHY., R2iFZ, X (2a) ., (2b) XiF (2¢c) TRINZH
(XA, R3E, KEBBE, C,_;7NaAFVE, E/C i 3 7ILFLT
T/EXEFYVC 3TV FINTI/ETHD, ) THD, ]
[1£2]
O 0 0
wRa sz wRa
(2a) (2b) (2¢)
A (5) TRINZEEHEAE. BEREE. R BAEOEET. K
ZFEHEAKITICBWT, R (3) THRINZLEMEETLTRK (4)
TRINDEEWMERBDIIREEL. FHik.

[£:3]
@] O

N N g
O~ Ourr LNy \

b 8 o x e AN
j/ﬁ j\/ﬁ Ar Ar H2

(3) 4) (%)
[, Artid, BEESINTWTHLIWT Y —ILETHY.,
ZBAr2ThThMILIC. 7z Z)UE, 3, 5—-IUXFLTz=
JVEL, X, 3, 56—V (tert—TFI) —4—X I FPTx=
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[553K1R2]

[553KIR3]

[55K1R4]

[E53KIR5]

[E53KIR6]

WETHY.

Wik, BEEIhTWTHLIVWE Tz ZILE, XiE, BREINTWT
HELVWEFTFILETHY.

Zig, 7zZIVE, Ci 37N IF T IIERVC, 37 F
WENSGERINZ 2DULDETERINAIFLVETHY., L
iZ. BREFTHZH. XiE, ZAT7zZIEEC,_;7NaFy
JIZVEEFT2HBEICSWVWT, A7 T ZIVEXIERIEC -7
WAF O Tz ZVEEZBRTDREBERFDO 1 D2TH S, |

RIEDAEA,. T—F. ZIO—I, RUOTErZ M) ILH SRR
INZDAKEB 1 DOREZSE. BRKIB1ICEBDAE,

Arip, JzZIVETHY, Ar2h, 3, 6—IUXF)T7z=
WETHD, BEKRE1XIE2ICERBOAE,

RID n—=RUYFIE 2 AFIAFUIE XiF. 2—-7zx
ZINIFILETHZ, FREI1~30VWIFhHh—BICEEHDOFHE,

R (4) TRINZEEWER (6) TRINDEEMEDRBIC
JYU, R (7)) TRINDZILEYWERZIIREZFICED, BKE1 ~
4 DWT N —IBICEEDAE,

[1t4]
@]
A\
0 X O 6 oﬁ/o
jﬁ' ﬁA/r1 Ar

(6) )
[, RTUE. Jx 2 ETEBEINTWTHLWC s 7ILFIL
ETHY. Ar ' RUA r3idZEhETNRIBILICTY —ILETHY. X
ERBEETH D, ]

X (77 ) TRINZLEM.
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