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[o121]  JLrp R A& 2/ — N - 18 J1 T 1 C,=C,o ALIRIEZE] sR b C—C, JIRIEHEI
R* HEE C,-C,, IRIEHEH] sR* A C-Cy JRIREEH] ; H R W& C,-C,, MRIEEEH] . C,C, JiE
MR B C,=Cop 7 IR

[0122]  {E 5SSy S P, AR WIS ME 17—l B 25 e X R S A AR 1) SR T 2 0 e P
WA PET BRG], Frid At &R & HAT i 1A 24 7 0 7 4 4

[0123]

v (II)

[0124]  Hrp R GEE R D—R 18 JL T C,-C,o WAL A R 2 C,—C IRIGHEA
R® W& C-Cy IRIEFEH] R HEE C-C, IRIGFEH] s H R* A4 C-C,, JRIEHEHT. C,—C,, i
MNIRFEIA B C,=Cop J7 HFE

[0125] {5 Sl 77 &, AR WPt 1 — i A 35 ' T il e ) O ) R 2 T 2R S R P
WAV PET G50, Frid A& & B g5 T S 24 50 6 W e 44 1k

[0126]

- ity

ed R (1)
[0127]1 AR HES D —DH -18 JA T C—Cyp FALIRIEIER ;R 4 C,-Cy RIEFEEA 5
R A EK C,-C FRIRIEF iR AE S C—Cy FRIRHEE] s H R A& C=C,o BRIREEHT. C,-Cy, i
%ﬁﬁ%@ﬁ Cz_czo %)ﬁi%@ o
[0128]  7E M Ll 77 ST, AR T — At & B 550 IV I b gk T 288 R AL
S PET B2 5
[0129]
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Iv)

[0130] AP R A DGR 18 JA T C—Cpo WAL TRIHFEF] sR® 2 C—C,, IR 5
R A& B C—C,, MRIRFEE 5 H R* WEEK C,—Cyo MR IRFEH o

[01811 7B 532l 7 P, AR B FRAE T — Bl 15 5 AoF Bl S ) 0 1) JRUJGe 28 1 2 TR e P
AP PET BUAGS, Bk & 608 BAA 250 VIR 35 220 43 % Bl = A4 1

[0132]

W)
[0133] MR HEE 2 D—ADH 18 R 11 C,—Cy BALREEER iR Ay C—=C IRIEFEH
RS j‘ﬂ/%:ka C1 CIO HH}J}E%@ ,H R jj?imﬁ/ﬁ CI_CIO HE‘}%E%@ o
[0134]  {ES— Sl 77 S b, AR ISR AL T — i 5 0 Wi S A AR (R JRU e 2k ) R R e P

WAV PET Bg5m), Brid At &4 & HAT G VIR 3 4170 X W7 44 14
[0135]

(VD)

[o136]  JLrp R A& 2/ — N - 18 J3 71 C,—C, MALNRIEZER] SR C—C, JIRIEHEI]
R® WA C,=Cy MRIEEE s H R & sk C—C, IRIGFEH].

[0137]  {E5)— Sy S b, AR WIS E T — Pl 2 FAT SR IV IR e o RS A 1 (1) e 2
TR AL A IR PET G, Horh RO AL 2D — AN 18 JR T C -y AL IR
FEH RN CC IRIEEEHT 5 H R AR 4 AL

[0138]  ASCAE HIHIARTE “PET B ” 2 fa & o —18 brid Mg st | 2R L &
WIS, vl Pk 2 &% 7 B IMEREAT PET 493t T8, gLl & 2% &1
18 BRI bR T R R T AL A ) B K R 4 Y 5, LAEEAT PET 4948, @
W8T EAE R -18 brid stk T AR e T REAL S0 B B A Y T o A R
A -18 bRIC b | 2RE AL S X T4 T B 1 PET UG A A7 LE IR 25 AR TBUH
PRI —19 B FRUERE 1 AR I8 T AL G DRI ARDX &, BT PET 5501 5 RAT 4 1- 21999638
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Bl (KR S VG o 7E— NS T &P, BTR PET Mg B 2 10— £ 95 % 30 [l (KR S Mk v
Yo EDT—SEMET7 S, PET BV ALY 20— 25 90 % 3t [ s S R v M

[0139] B 18 I TRPEIE T 2R AR I F AL G4 1 7 Tl 08 o bk P 25 7 EL T AL
R, X RN E PET BSUGFIAE K P 843 8. fE—ANSEHli Ty S, PET Bufg5R)mT AL,
B SRR — 18 AR (eSS T 2R TB0E AL AWK dIF e 2 7 35— Mikit
(RS2t 77 227, PET RA% 50T LLAL35 36 2608 FD 9 — 18 B ic A JRUGE e T 2K TR IR FRBEAL S 0 1)
IKHEFIFIE AL T B . 25— &, PET BUG R mT LA & $h /K FI - 18 Fric i
FpEEE T IR AL SR K PRI R T B . XA IR AT S fn B TR
HAIR AL, S I8 AL S Fh el 2 MR AR W 25 5 252 BT sz i 3a v s (o, PR
W B TR 5 PR, 9 0 Pluronic MEIRL BB ) 52525 BnlH 2 (AR e BT AR AR (4l
PURMPER 2,5~ Z R K R BN 2 R R ) o

[0140] [ T R] FHAE PET Bufg5m FH 1 e 25 s (M s ke 2 T 2RI AR BEAL & 0 FE 4B PET 1
G B Ik BERET LASE, BRATIIA A A% & BHAR (L SRkt 55 T R T FF AL & AT VR 7 & Fh
P (A ArRs o 43 RN 200 ) th BRI RO o BRI, FE— AN S T b, AR B4R
BT —FEAEM T M T 2RI T RS Y, ] HFiay7 B fm R od. £—
AMEGE S 7 Serb, AR BRIRAE T — A B S5 IV I Ui 55 T 200 0E AL &4, Hon]
77 B3 1 BRI o 78 S R AR S 77 8, AR B4R AL 77 X Bl S A 1 1) e
ORI AL S T VAV ( IR A ), FonT 697 B 1 BRI . 187
TELR RN 2h T B E M REEEE T R E RSN &N Zw ER.

[0141]  AHEAR N T BE, 5 AN H S50 T G HAN bk T 2880 AL 5 )
AILEZ R T ik, iR wT AR PET Bef8)s FH T RILFI 5T UG I BREE L/ BH
PRI PRI, AR BSR4 T — o 80 B F R e 32 T 49000 FR Ak & 4 S G 2R 1)
EEp

[0142]  ARHFEER AR () AR FRl 2 KRNk EE, wlunfrd 8 THR (1
WL IR R B IR « (M IR AR FIAR IR ) IOFBLERIfT AR A MR (HlUlAR. =% &
B2 KPR E R R VIR E TR IR TR L LIRS B R\ DR A R L R R X R 2R A R )
[RIFRAE SR (1) AR 2% b H 52 IO A i Bl 3k, 9 an e 3k i e A (49 g SR AR &L ) L
TaEE (Hangs AR ) S (B0 = SR N- B -D— R i WRIE L EERE |
WRIEFINGIR ) (13 DA R S &R (s 2 R A 2 g ) k. 76— NI sE il 7 &
W, R B ERAIE T R B EUREIE T A R T AL S SRR L, I W3R 4 4k B 4a LAY
[rIER IR L .

[0143]  TEA R B A 7 T, 248 T —FH T2 (1) () (T (V)L (V)
gk (VD) Wtk &eiLEh.

[0144] AR BHIRBEEE T 2008 A REAL Sl @il 2 F 7 ok il e, AR TEAR R B A JF
() S50 o TR AL B ik FE— AN b, SR T 2R e AR AL & W 18 I S A% R S
TR R S B S5 VIS a1 2R R &4 s R 1 ol 4%

[0145]
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(VID)

[o146]  Hrp R' NS & /b — DX 55 300 1 SO L R 1) e B RBURR ) B e 4T
C,=Co NRIRHE AT, C,~Coo JRFRIREHE 51 C,—Cy J7 HRHEHT R A C,=Co MEIRHL T sR* A EE C—Cyq
PR iR M C—Cyo IRIEEEHT 5 H R %L C,—Cyo IRIFEEE ] C,~C o IRERIERE 18R C,Cy
77 REE A o

[0147]  [A, 6 — ST S, AR IR T — Bl B AT S VI 2% 960 T 298 T AL
aW. RATERVIFIZER | ZWETEAL S T H R 9.

[o148] 3 9 HAGHIVIFIZRHE | F WAL S W) 511
[0149]
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\

AL E*

#H EV VL
R' R’ R’ R* R’ RP- | RP-3 | RP-
2 12
9 | .~_OT |7 CH;, |CH, |Ac |RS|RS |RsS
9%b o Oso.cF, CH, CH; Ac |[R R [R

CH;0 CH;0 Ph |R/S|R/S |RSS

NG, -
9 \/\/OW/OK

9 “>~ o~ 080,CH,

CH;O CH:0 H S S S

\

(R

% EtO CH;0 Ph |R S R

\

~=
of NN EtO EtO Ac |S R S

\
LY
><

CH;CH, | CH;CH; |Ph | R/S |R/S | R/S

\O
[\ 5]
\
o
<
o
N\

Sh CH;0 CH;0 Ac | R R R

O-—<
g
o

\
\

9i N CH;0 CH.CH; | H R/S|R/S |[RSS

/
/
° z
(@)
\

\
\

CH;0 H Ac |R/S|R/S |RSS

&2
’
’
’E
Q
-3
»
\

CH;0O CH;0 H R |R R

% \\/U\/OTS

91 N

o/
\
N
\

R

CH;0 CH;0 Ph | R R R

[0150] Qi L P, 4 — A St /7 S b, AR BRI T — B BAT S VIR SR AL &4, Forp
R AL E 2D — X SRR T S MR B BB T C,—Cop BRI T C,=Cy IR I
5 Cy=Cop J7 REER] o £E— NS 7 5 1, X 5 2R I i 1 R MBI 1) B RE 11 O o7 Ik e P i
(o, FoRhe MR G AR B 2R IR G ) o (£ — BB SE T S, X 52 R B 1
I RBURK IR B BE I O AR i i e (o, PR M« =9 TP IR IR ) o AE— NS T b, X
RAZ IR T [ N ARBURK ) BE I E B P Ao R s A 9 P R = 3, PP i P P o

[o151]  7E—DSEHlE Ty &, AR MR AL T —F A VI SR mAL &4, JLh 2R R £
B B X IR T RO BU IR IR AL . B2 LR 9 (45 H 92,95 AT 9k,
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AT 5 X TR R R 2 0 05 SR A, A FRORTR R e L 1 A R 4 05 RS . 4
un, E4% H 9a s IL&W A5 R RRFESE AR T R O G 7B, M s T
oy, 22 R C, AL AR

[0152]  {E— AL IR St 77 2, A SR AL T —Fh B i VI S Ak &4, Horp 2k
H R A5 2D — AR5 S T RO R ) R R R RS« AN SC T8 I R R IR A
JRWEEE, HARYEFE R (3R 4 74y, A0 2 BRI IR 6 2k A 55 1 R ] 4 IR I T M IR B 5 e 3k
Fo i, 7E A R (RIS A AR R IR A R S8 1) B VISR Ak &b, 2R B R
MR EIEA . 8, AR R (R AR B R P TR R G 2 1 LA S5 M VTR S 3
WAV, L RS IRSEEH o R0 AR A R B2 T A A 1R I S S B e R0 5 I 225 A 1) 52
SRS T IEFE— PO S A T B, IR CHEMRIRFHES) ) A TR
WEEA (AN 5 REIIRIE T HES) ) F15 IR (Ch 5 IR AR R T-HEF) ) - BE BRI SE ]
INASEr 5 R T, L T 22 A o AU, 5 5 T 2 1A

[0153]  {E—AMIEIE ISt 7y &, AR SR T — Rl B 2 VIR Ak &4, b 5
F R LS 2D — AN SR SOV U T — 3 TR IR BRI . B2 LR 9 K14k B 9b.
[0154]  {E— AL Sl 77 &, AR SRR T — R B 2 VIR Ak &4, o 5
7R A E 2D — AN 5 SO BUR SR K PR BRI . 2Lk 9 194% B
9c.

[0155]  7E— AL IR St 7y &, AR BRI T — R B 2 VIR S Ak &4, Horp 5
A R AL B 22 /D — A0 5 A S T S N ABURR ) R R s 2k . 9 2 L3R 9 4% B 9d.
[0156]  7E— AN R St 77 2, A BRI T — R B M VI S Ak &4, Horp 2k
H R AL 20— A SR T ROV BUR S . 2 ik 9 14 H 9i.

[0157]  7E X —SEH 7y e, Ak A T —Fp A 2 VIR R &Y, PR R
R AX SRR RV BUR MR IR EE AL . B2 3K 9 4 H 91.

[0158]  fE—ANSEHE T &, Ak IR T — M A S5 VIR SR w64, o R h s
22— A5 2 AR (1 W R AR R AL R AR AL R (phenyl selenenyl
fluoride) & NABUKIIE BEH C,-Cy R

[0159] [k, 76— A5t 77 S, 05 206 v A7) SR N ABURK I B RE AT IR 1 ik — Tl XLt
Rk - B8, 9 14 H 9e.9F.9g.9h F1 Ok 714 11 b 1 B Y& N 38 FH 45 4 VIR 3 BBl P 1
WA, XAl AWt 28 W AR S AU . TR B4 B 9k, Hh R R B8 X 8
LR RR SR R BUER ) B e ] (AR ) RO S 2 s T I VU B Be ] (RO PR e
7)o

[0160] %4, | < H0 s A AL A VITA] DL s %o ke S5 ) A sl A v e T X k) 4% o o, S0 T
I EWIVIN] &5 9 194 H 9b IR R, R, R- XTI AA, B, 5 1 2RIRE
BEAL AW E S B 5RO WA H 9b AH S0t ST R 27 (6 e SR A4, 5l an 4« B 9d 1
S, S, S— w1k

[o161] BRI, 75— AN SEH 77 22, AR B AL 1 — s i i S A A K S T 2 TS g A
WE, Frid bGP a8 HoAa G VIR 32 B2 73 X W 1) 4

[0162]
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(VIID)

[0163] It R AL 55 22 /b — AN X5 S8 B 1 BIOE H AR AT s B AR B RE AT 1Y
Cy=Cyo RRIRIE ]\ C,=Cop FEFR IR FH 8K C,—Cy 5 WRFE T 5K g C,—Co MRIGFE sR° A A8 C,—Cy,
M FEE SR MR C—C,o JRIEFEE 5 B R° A& C,—Cyo BRI FE . C,—C  BRFFIEIE A1 5] C,—C,y
FAREEH . B XM AVIEE 2 9 1945 H 9b.9h 9k FIT 91 745 P M B o

[0164]  {E— ML Sl 77 2, A BRERARL T —Fl s X R 7 M AR SR AL A, Ik
MBS BT S5 R TX ) 4] 43 R e R 44 1

[0165]

(IX)

[o166]  Horp R DA & 22 /b — N X 5 S A% R 1 B R R TR e I AR 1) RE T 1
Cy=Cyo RRIAR L [ Cy=Co FEN IR IE I K C,—Cy J7 T 5K Ky C,—Co FRIGFE sR° A A8 C,—Cy,
M IEHE ] SR WA B C,—Cy IRIRFEI 5 HL R HEL.C,=Cyo MR IEZE A1 C,—C, NEFR IR 1 8] C,—Cy
PR . FEA SRR RRIX R 9 4% B 9d 75 M

[0167] 1 b jTik, ¢ T 45 VIL VIR XT, 76— AN 52 7 &b, 5 1 -OR® A2 3 3, 1y 2
C,—Cyo MRIRFEH C,=Cy EIRIEIE F B C,—C, J7IRFEA o BRI, E—ANSEHE 77 S, ZE T -OR?
RS 4y, B WIER 9 145 H 9a s I8 SR R 2, B4 G 5 FE R 7, 1 3R 9 11945 H 9c
FIRHIZRE I . fE— ANty &b, B2 F] -0R° ik 3 FERMER . ZFR MG ARG . T Rl . LR
fi R R AN B IR R 1) M I Bl 43 o A6 — MR ISty e vh, ZE 11 -OR® g A Ak Jo ik k0
o, Bl = 2.5 e R I

[0168] L [A]4 57 [¥) [ i & R HE i PCT/US3008/065738 23 FF T il % 41 e Al & i e S 4
R T R ASE AW R 775, PRl m] T2 Ak B SR S5 30 T A s R A 5
Yo BEAh, AR W28 FF (0 S 5030 7 BRI T T 2R T PR AL 2 A VI 1) 46 R AE 1) P 40 S 36
ik

[0169]  —okuUd, T 2SR FHEEAL S VImT lHAR R 1 T R AR S & . T KA {h
HTE S RIS B 50 X AL &) R N il A

[0170]
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X)
[0171]  Hrp R 8K C—Cyo MRIEHE A sR* A EK C—Cyp BRIGFEI 5 HLP' Ry 5, 1531
IS TUEE (2 LS AR 2 1 73 4) B H LA, 19 30FE o8 S — P AR 7 Il (2
DL STl A5 o Py S As) 1) B FLOR B S B 25, A B I AR 3P (19 28 — b [ AR R AT &
SEMME N, 15 BIAH R T ZKI00E (TBZ) 454
[0172]  JE A X ss RARR AL SRR 10 theaH .
[0173] 3 10 =X X ws AR RNEEL S
[0174]
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CN 101889013 B 29/40 7T
8 | 1eemER T E* 4E4
SR
10a B —<R>atak F MK, RP-12 “R”
“Boc™ % 47 & H P'
10b | #—«S stakF M4k, |RP-12 “S”
“Boc(fR T RAHA)
%4 £ B P!
10c F 2tk F MH4R69<“R7#= | RP-12 “R/S”
“SURF B F MR 6 RS
41, “alloc(M A FAHK
A)y®R4pp A A P
lod “R”%U“S”x:j. ﬂk %_ #{3 44‘ RP_] 2 “R/S”
) sh il RS Y,
“Fmoc( % F & A %
)R 4p A H P
106 | “R74=“S”xt ok 4 4 | RP-12“R/S”
il RS Y
“Chz( F B A K) %
P4 AP
10f | “R7#=“S” 2t adt F#y4& | RP-12“R/S”
& skl RS Y
“Teoc( = F A F &%
A LREAZEEYRY
£@ P
10g | —“R7zt8e f44k, | RP-12“R”
“Boc™ & 4# £ H P’
[0175]  DA3R 10 1945 H 10a ARRAE I B8 A0 & 4 16 ) 28 3 1 A & BH 2 T 16 S it 491 485 4
( ¥k 1-3) o — kUL, 450 X KR — R0 A W) mT 1 ok A3 2 WA R g vk il 4, 48]
{EFHRE 1 BT i) 77 %
[0176]
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(Boc),0, Pd(IN)

RY o Q 2 mol% DM-SEGPHOS
+ mol/e -
Rsm ’PrOMO’Pr =

4

R
R4
;I:I:i 1) AR j(jlgj
R — R} N\Boc

FoBLEAAL .
<\[( Y) 2.) DiBAIH YH
X
[0177] e 1

[0178] I, B AL & 4 X Al B A A Sasamoto % A BT & 1 /7 & (Journal ofthe
AmericanChemical Society 128,14010-14011,2006) f#l#& i [AlASkH] % . Sasamoto 25
NATE T8 R S A6 R 1 DU S bk T — FR R AL 5400 B il 2%, AnAiRe 1 Bk, ] dn o oo
AT ) X, e 7K A VU S Ibk A — IR S 11— SRR 40, F RIS, B 5 T 13 2
1) VY & S s bk R i JEU A R AL S ) X
[0179] A B AR N OB FR, 78 TR 1 H 2% BB /R DM-SEGPHOS K 7R 5[ & =4
XCE R e S ) A B T PR AR AR, LA R A RH e T P %) DM—SEGPHOS A 24 T P i A1 77
Hﬁ:iﬂ*’/\“S” X R R =i X (PR3 12- 7 B3 S MBItk &9 X, il in 2
D% 10 K145 H 10b) o A BT HEAE LRI FE Sasamoto 58 A BT 2 I BLE (Journal of
the American Chemical Society 128,14010-14011,2006), %40 (S)-Binap. (R)-Binap.
(S)-DM-Binap. (R)-DM-Binap. (S)-DM—SEGPHOS il (R) -DM—SEGPHOS. i & ¥ F Hi H A 8 —
(4n“s”) Ae) 700 (Y AR 2 R AT AT AR A SO “R” R BRI & 3 SR AL A R T R BRI &
W, [ Z IR
[0180]  B& T4 H FIEMEAL TR = A AEER I 12— A7 5 & S — R K EEAL &) X LLAE, i 47
TE ] FH IR 58 6 BB 0 32 F T ST TR X 0 25 09 2 R L (1) 25 0 il S i) Ak o A1), m 3 ot sy
BOBAH t v (HPLC) 7EFF1E HPLC A X A0 e e A &4 X 43 B8 A 41 R L 110 5 %o e e A4
(N
[0181] il £ A S BH & Ak 1 s o e S A0 AR 1RT 245 4 %) At v B0 16 K 0 T 1) R &5
T (R aEIE T A e P R AL S A e A R A 2 ST il S A AR RV S 0 R I -6 4, B i a7
Rk sy B B, TAESNE e R B 4 T R T AIERERAEYS O -1la
R N, LR A ME e b2 T R0 AL SR a9 ARk ), frid &9t
B RN A R SR IR A, B S T A G ok A B

KT 5
[0182] U5k 1 A2 fR4 ) 5 2 %
[0183]
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1) Boc,O

MeO ) A —F A MeO
:[::]:::7 Pd LA N
N MeO
1
CIO i},"rylyl \( j/

|70
Pd 2TfO
l “OH,

ol
QO L

[0184] xylyl = _—FHxF
[o185]  F=E N, ¥ A mMenk 1 (1.0 =& ) Ml Boc BRI (1.5 H& ) ¥F T CH,CL, H,
23] 1M (R A FEmie ) o iZIREWHF: 30 73Bh. Fee B R G, H R Y
REWAEZ 0°C, BfEH N IR Nl (1.5 458 ), B K v E11G Pd 467 (0. 008
M) E SRR R BRI B R SR AW, 15 2R 2 VIR EE A 0. 84M (h
Zz%% SRR ) o LR NIREW T 2. 5°C T REHIFE 15 /0. IR S , 4 EtOAc
KMA@&F@ V. KEH =41 EtOAc % B, H-5 A NLZE T4 (NayS0,) , i
ﬁwﬂ&ﬁﬁﬁﬂﬁﬁ%ohﬁﬁ%%%?%&%%:%ﬁ%*JE@@&%@E%&%
1k (15-30% EtOAc— C%t, 7E 285nm Fl 228nm FWLEEVENL ) o 74 2 ALl 4, T T
CATESS W B e 5 e A AR VR A T A7 A, 3 94% -
[0186] [a ]*,-69.0(c 0.21, CHCl,) ;'H NMR(CDCl,) &0.81-1.02(m,6H),1.06-1. 17 (m,
6H),1.23-1.38(m,9H),2.51-2.63 (m, 1H) , 2. 64-2. 77 (m, 1H) , 3. 20-3. 29 (m, 0. 61) ,
3.32-3.41(m,0.4H),3.51-3.58(m, 1H),3.62-3.70(m,6H),3.70-3. 76 (m, 0. 4H1) ,
3.91-4. 01 (m, 0. 6H). 4. 65-4. 82 (m, 1H) ,4.83-4.98 (m, 1) ,5. 71 ( & M d, J] = 5.7Hz,
0.6H),5.78(F M d, J = 7.9Hz,0. 4H) , 6. 42-6. 49 (m, 1H) , 6. 77 (s,0. 6H) , 6. 81 (s, 0. 4H) ;
PC NMR(CDC1,) 6 21.02,21.09,21.18,21. 32,27. 24,27. 95, 28. 02, 37. 60, 39. 34,52. 11,
52.83,55. 48,55.52,59. 28, 60. 08, 68. 58, 68. 76, 68. 82, 79. 46,80. 03, 110. 09, 110. 73,
111.13,126.11,126. 18,126. 37, 127.07, 146. 81, 146. 87, 147. 93, 153. 86, 154. 30, 166. 29,
166. 78, 166. 94, 167. 06.
[0187]  J5ik 2 B /K AR 52 R4 (Il 3 M IRIEAL

[0188]
MeO
MeO ; N‘Boc __2ELN _ N~B°c

: MeO Y

0 ~ (o] o =

TYUT Y 1(

2

[o189]  Hf)sik} 2 B TR NEEH, 4331 0. 2M Uk} 2 IS« ﬁﬁ AP NN IM NaOH 7K
T AT A3 I NVR A ) e R FE IR ) 0. IMCER TN IR BE 2 18 ) » R NIR B N2
T0°CIHT 70°C TFIREF 22 380 (YR NIRA VR IE 65°CI HLETEI ) o Fi5 2 IR [R]
i B RS TEAHIE 0°C. FH 2M HC1 /KK R VIR G/ N DR, Bl =4 &
AR A TN T4 (NayS0,) , i vk, W s SE . K C B RE T THR
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AR 0. IMVEE (T H T RNVIREW T 2 MRV E ), TER M =2 (1.0 4
&) MBI RNIREW T o B NIR-ES P 2 A R ARz R FE 90 4347
R A PIR R e BT B/ &) CH,CL, A, il ek i AR E Mk B 2lifh (15-40%
EtOAc— T4t ;40%, 7F 284nm F WS ILEWEF ) o 724 3 T =30 T LU 5 AR KR S X
1PLE, Ho9 TR EIMmE, R 79% -

[0190] [« ]%,-82(c 0.24, CH,Cl,) ;'H NMR(CDCL,) & 1.19-1. 25 (m,6H), 1. 43-1. 49 (m,
9H) , 2. 58-2. 69 (m, 2H) , 2. 70-2. 77 (m, 1H) , 2. 78-2. 92 (m, 1H) , 3. 13-3. 43 (m, 1H) ,
3. 81-3. 85 (m, 6H) , 3. 86—4. 01 (m, 1H) , 4. 91-5. 05 (m, 1H) , 5. 38-5. 61 (m, 1H) , 6. 56—6. 61 (m,
1H) , 6. 64-6. 70 (s, LH) ;"*CNMR (CDC1,) & 21. 75,21. 90, 27. 93, 28. 08, 28. 44, 37. 53, 38. 75,
42.22,42.81,51.11,51. 87,55. 92,56. 02,68. 08, 79. 74, 80. 21, 109. 60, 109. 99, 111. 44,
111.54,126.28,126.48,128.54,128.76,147.51,147.97,154. 39, 154. 51, 170. 36,
170. 59 ;

[0191]  LRMS—(ESI+) (C,H, NO+H) [M+H] " I+ A8 394. 22, SZilifh 394. 16,

[0192] 77V 3 BEAL G 4 4%

[0193]

O o
\om‘soc —BBA om‘soc

Yol'/ . | Hr4
[0194] T+ =78°C I, My ER #5511 0. 12M UG H 85 (3, 1. 0 i ) 6T AP Rt
B 1. 5M DiBAL-H 76 ke P IR (1.5 45 ) o« A, BRMRAY T -78°C i
FE 2 /N N EtOAc K R NIR-EH), B o F AR BRI A iR A 1k [ VTR
YT A 20, JFAREE A 30 43 Bh. A BAHI &, KJEH =47 EtOAc L. 4 I AL
AU P 2M HCL AR BR ARV, T (MgS0,) » 3, IRk 4i o FH™ Mk Si0, |
BEATAIAL (15-35% EtOAc— CUkt s/E 285nm Al 228nm FWLEEVEML ) o B4, AL &Y
4, AR, TEET, YU AR 1 L LIREGMIERAEE, W 76% -
[0195] [a ]*,-116(c 0.26, CH,Cl,) ;'H NMR(CDCI,) & 1.40(s,9H),2.58 (apparent t,
J = 3.8Hz,0.5H),2.61 (£ M t, J = 3.5Hz,0.5H),2. 68-2. 88 (m, 3H) , 3. 02-3. 27 (m, 1H) ,
3.78( & M s,6H),3.87-3.99 (m,0. 5H) , 4. 08—4. 23 (m, 0. 5H) , 5. 37-5. 68 (m, 1H) , 6. 55 (s,
1H) , 6. 58 (s, 1H),9. 78 (s, 1H) ;*°C NMR(CDC1,) & 20. 90, 28. 02, 28. 27, 37. 23, 38. 65, 49. 29,
49.93,51.12,55.83,55.96,80. 13,80. 64,109.42,109.52,111.52,126. 34,126.51,
127.78,127.82,147.72,147. 97, 153. 85, 154. 62, 200. 08, 200. 33.
[0196]  J7vZ% 4 BEALGY 4 51TA BIGSENULY) 5 ISR MR TR S N LA 2144 T U I 6

[0197]
0 RN
I CrCly, NiCl,
~o Nogoc  + ji:(/\‘ -
: \H/Y o N—Boc

H\n/i ’ :

4 5 6
OH

[o198] &R N, ALY 5 (1.0 e ) MEALE Y 4(1.0 B8 ) MAREGY
A 2.65 HEBIRT 0.5% NiCl, (w/w) FIRALE. KRG EEL 2 7080, 152152 1)
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ar / KOG, b5 RN SR 10 438, B S I JCZK DMF, 48143 55 28 10 e BV B A
0. 36Mo SMNIRA Y MIRERE, L IL T2 N OREDiFE 14 /DI e M A5, RN IR G
1 ¢ 1EtOAc— CReH®E, A 0. 5M EDTA 7K (pH Ky 9) , ik SEARE W 1. 5 /MBS
KIZH =4 EtOAc ZHL, 15 (MgS0,) , it i, F s s W 4, 19 RISk (LR . KA )
AT AL Z W% (35% BtOAc— Tt ;7E 285nm Al 228nm FILGEHEME ) o 7> W A LR 6
h IR PR, L 53 % RIS 26 DL E X Bl S A 4R R)VR S T 2 o0 8, JE 5 3 40 B R AR B4y
W H T3,

[0199]  J7¥Z: 5 M A AR 6 440 LIS B 58— [a) {4 8

[0200]

O Aco\?ngc o
o}

OH ¢ 7 8 o
[0201]  T-0°CF, [/ 0. MM NEIEE 6 (1.0 &) A AP LEPHEBRT AL L HE
Dess-Martin iR 7. ¥ & NIREWHFE, & 2.5 /DB THE 2 =15 . @i in AN A
SN KE B KN, F SR SR . A VLUEKIZE 3 B 5 B, K E#H = L1
LRI W5 IF A NLZ B HK Bk, T (MeS0,) , ik ¥E, Rk 45 . K~ )i
AR EMTEEAL (10-30% EtOAc— C5%, 48 285nm F1 228nm N MELBENE ) « =5 —rh
()4 8 T+ 26°C T A TRy SRR , 7R P LUBERS S i 7R 1K 60 & 40 IRG W XAFAE
(66% ) :
[0202] 'H NMR(CDCl,) 80.82( % M t, J = 7.6Hz,6H),1.42(s,9H),1. 70( £ W sept,
J = 6.62Hz,1H),2.08-2. 15 (m, 1H), 2. 15-2. 24 (m, 1H) , 2. 62-2. 70 (m, 1H) , 2. 75-2. 91 (m,
1H),2.93-3. 07 (m, 1H) , 3. 07-3. 29 (m, 1. 6H) , 3. 30-3. 43 (m, 0. 4H) , 3. 79 (s, 3H) , 3. 81 (s,
3. 4H) , 4. 04-4. 16 (m, 0. 6H) , 5. 52-5. 62 (m, 1H) , 5. 69 (s, 1H) , 5. 90 (s, 0. 6H) , 6. 04 (s, 0. 4H) ,
6. 57 (s, 1H) , 6. 63 (s, 1H) ;'°C NMR(CDC1,) & 22.45,27.04,27.25,28.11,28.41,38.01,
39. 33, 40. 39,45. 20, 45. 90, 51. 62, 55. 92, 55. 98, 79. 75, 80. 23, 109. 85, 110. 25, 110. 28,
111.41,125.65,125. 72, 126. 26, 129. 25, 147. 57, 147. 87, 148. 16, 148. 29, 148. 35, 154. 40,
154.51,199. 53 ;
[0203]  HRMS—(EST+) (C,,H, NOA+H) [M+H] " FIT154H 418. 2594, SZI{E 418. 2590,
[0204] T3 5 AU — R A 8 [ 2 Boc RIPEFFFREMMLUAZE] (4)— T AILE 9
[0205]

O A
ji:I:? R AR,
~o _-N—Boc TFA, Me,S ~o N
8 H‘J\/k CHCl 9 '\“J\)\
o

[0206]  H5E—HIAIK 8 (1.0 4 &) WM T 10% Me,S— S M EEH, 53 82mM . #
IRV 2 0°C, [ R MR G A= AT (1.1 235, 85 A TRA (P 30 2
0C ), 19BN R AR 41nMe kN IRED T 0C R 1 /b FeE S, T 0°C
T I 0N R R A TR K R NR AW, SRR IR AR, LA £ R 2 TR REY)
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5 4y SR A H Fa A A WA FH #h K Be %, T4 (MgS0,) , 138, ik 4d, 15 21
O AR . FH A 3. 5% R EELkE / ChEES . IS BRI G s A
Cesedk, 133148 (+) - T 2B (9), W3 46 % :mp 126.0°C (3.5% DME- it ) ( T+ 116°C
TMEER 2 AR )

[0207] [ ]*+37.2(c 0.41, CH,Cl,) ;'H NMR(CD,C1,) 60.89( % M t, J] = 7. 2Hz,6H),
0.98(ddd, J = 12,6.0,4. 0Hz, 1H), 1. 59-1. 68 (m, 1H) , 1. 74 (ddd, J = 12,5.9,5. THz, 1H),
2.32(F M t, J = 11. THz, 1H) , 2. 46 (apparent t, J = 12.3Hz,1H),2.55(ddd, J = 12,
10. 0, 3. 8Hz, 1H) , 2. 65-2. 73 (m, 2H) , 2. 83(dd, ] = 5.5,2. 8Hz, 1H), 2. 97-3. 07 (m, 1H) ,
3.07-3. 14(m, 1H) , 3. 25(dd, ] = 9. 7,6. 3Hz, 1H) , 3. 47 (£ W d, ] = 12Hz, 1H) , 3. 75 (s, 3H) ,
3. 77 (s, 3H) ,6. 55 (s, 1H) ,6. 60 (s, 1H) °C NMR(CD,C1,) & 21. 98, 23. 02,25. 51, 29. 46, 35. 16,
47.47,47.63,50. 47,55. 87,56. 01,61. 47,62. 46,108. 46, 1 11. 72, 126. 37, 128. 96, 147. 65,
147.98,209. 72 ;

[0208]  HRMS—(ESI+) (C,oH, NO,+H) [M+H]" 1444 318. 2069, SZil{E 318. 2082,

[0200]  SEjfifs) 1K (+) - T 2808 9 HAk A T AR PEAL G 12

[0210]

[0211] [ CT FE I (T —2- B4k ) Bk 10 (0. 27ml, 1. 323mmol) £E THF (4ml) Hi&
WM nBuLi 11 (0. 53ml, 2. 5M 78 &k, 1. 323mmol) « RS T 0°C FHekE 0. 5 /Nt
6] R s SIRE T 22 10 43 Bh B N NAE THE (4ml) P T 2695 9 (210mg, 0. 660mmol)
¥R NAREY T 0°CIHERE L/ F8 2 IR, S8 in AR S (NH,CL) K RNV
REY . IREYH =4 EtOAc FEHL, ¥ -G H A AL H £ K BE, 4 T57K NayS0, 44,
LhyE, w4a, J R . M- WERERENTE (128, 10% —60% EtOAc/ Ot ) , 193] 210mg
T AR 12 CHEXTBR A, dr =4 1) (65% ),

[0212] 'H NMR(CDCI,) & 6.64 (s, IH),6.54 (s, 1H) ;4. 40 (s, 2H) , 3. 84 (s,6H) , 3. 46 (d, J =
10. OHz, 1H) , 3. 06-3. 13 (m, 1H) 5 2. 99-3. 02 (m, 1H) , 2. 95 (dd, J = 15. 0&5. OHz, 1H) , 2. 65 (d,
J = 15. 0Hz, 1H) , 2. 49-2. 58 (m, 3H) , 2. 28 (t, J = 10. OHz, IH), 1. 90~1. 96 (m, [H) , 1. 77 (t,
J = 10.0Hz, 1H),1.63-1.70 (m, 1H), 1. 49-1. 54 (m, 1H) , 1. 21-1. 27 (m, 1H) ,0. 95(d, J =
6. 6Hz,3H),0.93(d, J = 6. 6Hz,3H),0.91 (s,9H),0. 14 (s,6H) ;"°C NMR(CDC1,) & 147. 41,
147. 10, 129. 03, 126. 48, 111. 47, 107. 82, 86. 25,85. 11,72. 18,59. 71,58. 54,55. 91, 55. 82,
51.76,51. 48,45. 57,43. 92, 37. 17, 29. 15, 25. 80, 25. 58, 24. 10, 21. 84, 18. 27.

[0213]  SEjtifsl] 2 T IR FELAL G 12 BEAL LIS B S B ls 13

[0214]
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Ac,0,EtN, cat DMAP

[0215] AL
[0216] 1] (2R, 3R, 11bR)—2-(3—-( M T RHR - FEFEREREZE) A -1-RE)-3-% T
F-9,10- —H4IE-2,3,4,6,7,11b- NE -1-H- nttn,zaéc [2, 1-a] SFMemk —2- FE 12 (140mg,
0. 287mmo1) 7E CH,Cl, (Im1) A (A HZE 0°C ) A Ac,0(60 1 1,0. 631mmol) .
Et,N(0. 12m1,0. 861mmo1) 1 DMAP (4mg, 0. 03mmol) o ¥4 [z N IR G HEEE 14 /NI (0°C H 2
o FTREMIINAfG, UL IR A H1 (NaHCO,) ¥ K R NVIREY) . 1RGP =4y CH,CL, %
B & IR DL U ] R K B £ J07K Na,S0, T, 1 ik, W4, 15 20~V . R
KRN EMTE (128, 10% —40% EtOAc/ Tt ) , 193 98mg ¥k 2a (LlE AR 54 13 (H—
AEXT e S A 4 ) (66% ) o
[0217] 'H NMR(CDC1,) 66.66 (s, 1H),6.57 (s, LH),4. 42 (s, 2H),3.85(s,3H), 3. 83 (s,
3H),3.50(d, J = 11.00Hz, 1H),3.39(dd, J] = 12.47&2. 16Hz, 1H), 3. 03-3. 10 (m, LH) ,
2.96-2.99 (m, 1H) , 2. 92(dd, J = 12. 17&4. 04Hz, 1H) , 2. 65 (d, J = 16. 05Hz, 1H), 2. 53 (td,
J = 11.43&4. 08Hz, IH),2.44(t, J = 11.97Hz, 1H),2.12-2. 16 (m, 1H) , 2. 04 (s, 3H) ,
1. 65-1. 70 (m, 2H) , 1. 49-1. 55 (m, 1H) , 1. 20—1. 25 (m, 1H) , 0. 95(d, J = 6. 6Hz, 3H),0.93(d, J
= 6. 6Hz, 3H),0. 91 (s, 9H) , 0. 14 (s, 6H) ;°C N\MR(CDC1,) & 169. 76, 147. 89, 147. 61,129. 31,
126.96,111.88,108.56,88. 11,81.61,79. 27,59. 50,58. 31,56. 52,56. 19,52. 16,51. 79,
42.78,41.59,37.80,29. 61, 26. 15, 26. 09, 24. 28, 22. 44, 18. 59, 4. 61,4. 71.
[0218]  SEJtifhl] 3 K LPRER 13 WiORY 4 T R IE PREAL S 14
[0219]

1 S

[02201 T OC R, B Ll (2R, 3R, 11bR)—2-(3—( AU T — WIE Mk fedi &t ) 1 -1- 4k
H)-3- BT H-9,10- —FHHEIE-2,3,4,6,7, 11b- ;NE —1-H-EmE 3F [2, 1-a] Sprehf —2— 3
fis 13 (98mg, 0. 185mmol) 7E THF (1m1) 7 ¥ %5 ¥ & 3% f A 2l TBAF (0. 56m1, IM 7£ THF 1,
0. 555mmo 1) I o o R NIRG I FE (0°C 2= ) 2 /NN o F e N TR] Ji5 , A A4k
B (NH,CL) WK R NAREY) . IREGYH =41 EtOAc ZHL, H4-5 FF KA HLA ) H 2K PE
28 07K NapSO, 48, ik v, Wi, 15 2R~ . M-t i Z i (12g,10% —50% EtOAc/
obe ), A 68mg kB A E AR AL 54 14 (88% ) o

[0221] 'H
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NMR (CDC1,) 8 6. 67 (s, 1H) ,6. 57 (s, 1H) , 4. 35 (s, 2H) , 3. 86 (s, 3H) , 3. 83 (s, 3H) , 3. 49(d, J =
12. 00Hz, 1H) , 3. 35(d, J = 11. 24Hz, 1H), 3. 04-3. 10 (m, 1H) , 2. 97-3. 00 (m, 1H) , 2. 92 (dd,
J = 12.04&3.68Hz,1H),2. 75(br s,1H),2.65(d, J = 14.99Hz, 1H), 2. 49-2. 54 (m, 1H) ,
2.39-2. 44 (m, 1H) , 2. 10-2. 16 (m, 1H) , 2. 05 (s, 3H) , 1. 63-1. 70 (m, 2H) , 1. 50 (td, J =
13. 58&2. 95Hz, 1H) , 1. 16-1. 21 (m, 1H) , 0. 95(d, J = 6. 60Hz, 3H) ,0. 93 (d, J = 6. 60Hz, 3H) ;
“C NMR(CDCL,) & 170. 20, 147. 99, 147. 64, 129.03,126. 86, 111. 92,108. 65, 88. 42,82. 15,
79.31,59. 40,58. 22,56. 58,56. 20,51. 62,51. 31,42. 59,41. 49, 37. 62,29. 49, 26. 11,
26. 05, 24. 49, 22. 42.

[0222] St 4 29 T 2RI AL &) FRAIR S 15 HO il &%

[0223]

MsCl, ELN

/&0 OMs

15
[0224]  [7] 0CHIZER (2R, 3R, 11bR) ~2- (3~ FHHEEH ~1- 3 ) -3- B TH -9, 10- —HH
5 -2,3,4,6,7, 11b- ;N4 —1-H- MEREIF [2, 1-a] Sk —2- JEEE 14 (60mg, 0. 144mmol) £F
CH,C1, (1. 5ml) FP (¥ 3 NN Et3N (61 1 1,0. 433mmol) , ¥ 0 N\ PR L S0 (MsC1)
(171 1,0. 216mmo1) o K S NAIR-EH T 0°C F HEFELy 2 /NI o F8 8 BN IR 5, 4 S VTR 5 ) 131
ANVIKH, 5 B8 . RIREMH =47 CH.CL, ZEH, -5 I R WA B 22 57K Na,SO0,
T, b vk, 4G . TRARYIAEREIENTE (128, 10% ~70% Et0Ac/ Tt ) » 1431 38mg F (ALl
AREI =G 15(5B63% ) .
[0225]  SEjitifsl] 5 eIk T AT FREAL S 16 2%
[0226]

DAST

[0227] ¥ 4R (2R, 3R, 11bR) —2-(3- AN —1- PeFL ) -3- 5 T & -9, 10- —HFIE -2,
3,4,6,7,11b— 7N & —1-H- mt B¢ 3f [2,1-a] 5% ¥ Wk —2— & @ 14 (10mg, 0. 024mmol) 7E
CH,CL, (0. 5ml) HIETEAEI R —78°C. LA EIEH P B IMA =5 ( = CER
H) B (DAST) (101 1,0. 072mmo1) 7E CH,CL, (0. 1ml) KRR ¥ R SRS IBERE (-78°C
FER ) A /N o B E KK R SR G, =4 CHCL, ZEHL, K& AN Z
/K Na,S0, 158, it 38, W45 . TR RMARER ZTE (0% —10% MeOH/CH,CL,) , /3 3] 3mg H
[E AR 724 16 (30% ) o

[0228] 'H NMR(CDCL,) & 6.68(s,1H),6. 60 (s, 1H),5. 10(d, J = 47. 43Hz, 2H) , 3. 88 (s, 3H) ,
3.86(s,3H),3.49(d, J = 11.56Hz, 1H),3.40(dd, J = 12.40&2. 36Hz, 1H) , 3. 06-3. 12 (m,
1H), 2.95-3. 02 (m, 2H) , 2. 68(d, J = 15. 12Hz, 1H),2.57(td, J = 11.03&4. 09Hz, 1H) ,
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2.44(d, J = 11.85Hz,1H),2.10-2. 21 (m, 1H), 2. 09(s,3H),1.70(t, J = 11.04,2H),
1. 51-1. 56 (m, 1) , 1. 20~1. 25 (m, 1H) ,0. 99(d, J = 6. 62Hz, 3H) , 0. 95(d, J = 6. 62Hz, 3H).
[0220] Sl 6 Jbest | A mE FRBEAL &40 17 (¥l

[0230]

NaOMe / MeOH

[0231] Hiﬁn%ﬂﬁ*ﬁTﬂK%Bﬂ%EF'@?@C/\%Z ; (2R, 3R, 11bR) —2- (3 A —1- Hk
H)-3-F TR -9, 10- —HEIHE-2,3,4,6,7, 11b— /NE —1-H-MLRE I [2, 1-a] Srmk-2- g
fig 16 (1. 8mg, 0. 0043mmo1) 0 A F Iml & it ¥ Wl U1 T 84 (1mg, 0. 043mmol) ¥ fi# T ¥4
MeOH (10m1) A Hl#& T« BHRAY T =R T HiHk 2 it BRAEWERMPIK
96, R A EALE (NH.CL . FRE BT R )5 B9 FH =4 CH,CL, KL & I A
WUAEEUZE TE 7K NapSO, 58, i 8, W4, T30, 1530 1. omg A GBI AR 9 17, @it
HPLC 437, 4l > 95% (W26 92% ) » HRMS (M+H) 1808 376. 2288, SE{E 376. 2290,

[0232]  Sijifs] 7 1 AR AL ) —RE 18 [
[0233]

TBAF, THF O

[0234]  [q] FHVAZ1) (0°C) 17T 2R AL 540 12 (112mg, 0. 220mmol) 7E 2ml THE HH )
W M TBAF (330m1, 0. 33mmol, IM 7E THF W) B . KHEA T =W T HidE 12
/NI o FEE BRI I AR SEAL R (NH,.CL) WK NV IREY) » 1AW =11 EtOAc
R, ¥ B I HE HLAC R F KBSk, 207K NayS0, T4, L3, ik45, 1537 . F=is
TR JEMTIE (12g,0% —10% MeOH/CH,CL,) , =4 49mg ¥ 35 (o[ AR 1K) T 258 0E AL &4
“E 18 (RE 60% ) o

[0235]

"HNMR (CDC1,) 6 6. 67 (s, 1H) ,6.57 (s, 1H),3.42(d, J = 11.3Hz, 1H),3. 14-3. 21 (m, 1H) ,
2.94-3. 00 (m, 2H) , 2. 62 (t, ] = 10. 2Hz, 2H) , 2. 50 (td, J = 11. 2&4. OHz, 1H) , 2. 17-2. 26 (m,
oH), 2. 08(t, J = 9. 6Hz, 1H) , 1. 61-1. 72 (m, 2H) , 1. 21-1. 29 (m, 1H) , 1. 02(d, | = 6. 6Hz, 3H,
0.99(d, J = 6. 6Hz, 3H) ;'°C NMR(CDC1,) 6 148. 1,147.59,128.67,123.63,111.85,108. 43,
88.70,84.75,72,31,60. 64,58. 64,56. 55,56. 05,52. 36,50. 36,44. 19,37. 01, 28. 73,
25. 89, 24. 64, 22. 50.

[0236]  SEiifh] 8 SE 3R AR AL A4 IR ls 19 1)) 2%

[0237]
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1. MsCl/ Ei;N

18
[0238]  [r) O°CHY —F¥ 18 (1 248 ) {E CH,CL, TR ZER A Et,N(3 & ), B A
PP g T 4 (Msc1> (1.5 M8 ). BMRNBEBEWT 0OCTHFL 2 /. e a5, %%
R GBI K, K& R 0B TR R RGP =43 CHCL, 2280, K& IR R AL
I 2 TIK Na,S0, T8, ik vk, W4 . R RV Aad i Z % (10% -70% EtOAc/ TFt ) »
132079 PREIR IS 19,
[0239]  SEiiifs] 9PET J /&t 20 Hil &
[0240]

20

[0241] ey s 4 B P oE IXUHEE I 28 80N 0 RITRE ) Je 6 s ) e e G 8 TG e .
HP AL Iml F-18 B T 1 & K SIE W R B (2 1mg) A Kryptofix 221( %Y
10mg) o H/MEAERESH T 100°C I, DAL ERK. A SN TR SR (Iml) , 28K
I TR T RER IR mA&ZERDTRIG, MRS G5 T 280 PR &9 P
4TS 20 (2mg) [ FRIEFEEEFI 20 (49 1ml) BRRAY, ¥/ M B R RSPt
T 100°C R 10 738, b5 A R 530 B SR G PRIRES 19 Fr=9) F-18 frid
(R kT 2RI FFEEAL &4 20 (FP=YRE AR (10mD) FkE, I E Sep—Pak AEH
B S K AT KB (3R ) 5 LABR 257 WiR AW P B AR SO, B 8 7 R LA AR S PR AL 5% o T8UH
ARG PR T R TR R AL A 20 FUALLAY) FREFR S 19 b6 )5 CRE MAEHBENL . B
it K2 B LIEFR I BRSBTS K CHE R, R8T AR #4678 HPLC, 3 35 PET

JR B 20 BRI 5 o

[0242] U39k 6 K (1) = TN 9 B S50 — 20 T AL G4 21 A 22 [ ARXS WA TR &
W

[0243]

2C0 oG
Me OI:?";\)\ NaBH, MeO \'J\/l\
9 21 OH

(o] OH
[0244] T O°CF, [7] 0. LIM(+) ~TBZ(9) £F LFEEH I A NaBH, (2. 85 & ), T=
B, bR NIRE YR 60 8P, LT NOBR R, B R E T /AT, H =

TR K,CO, AR ER o AKTEVEE PO R b A R 65 I A LA U1
42
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(MgS0,) , ity yak S 4, 13 B O RY), B m B A MR E S b . M YA R ZE 4l
1k (2. 5-5% MeOH/CH,CL,, T* 285nm N MLELHENL ) , UV 3G 1t &0 /v idad TLC fE 7 ffr. I
Sy 21 T 22, FEE) 21 Aot A, e 74%

[0245]  [a ]*,+48(c 0.30, CH,C1,)'H NMR(CD,C1,) 6 0.93(d, J = 6.6Hz,3H),0.95(d,
J = 6.6Hz,3H),1.04(ddd, ] = 14.6,8.7,4.3Hz, 1H),1.42(dd, J = 20. 2, 11. 4Hz, 1H),
1.59(ddd, J = 13.7,9.6,3. 3Hz, 1H), 1. 64-1. 78 (m, 2H) , 1. 96 ( & M t, J = 11.4Hz, 1H),
2.27 (br s,1H),2.40-2. 48 (m, 1H),2. 54 (ddd, J = 12. 3,3. 7, 2. 3Hz, 1H) , 2. 60-2. 67 (m, 1H) ,
2.95-3. 09 (m, 3H),3. 11 ( M d, J = 11. 1Hz, 1H), 3. 35(ddd, J = 10. 4, 10. 4, 4. 5Hz, 1H),
3. 80-3. 81 (m, 6H) , 6. 60 (s, 1H) , 6. 69 (s, 1H) ;"°C NMR(CD,CL,) & 21.61,24. 02, 25. 33, 29. 30,
39. 68,40. 81, 41. 58,51. 83, 55. 74,55. 91, 60. 02,60. 92,74. 32, 108. 42, 111. 73, 126. 68,
129. 76, 147. 35, 147. 61 ;

[0246]  HRMS—(ESI+) (C,oH, NO,+H) [M+H] " (I35 1H 320. 2226, SZ{E 320. 2242, R4
22 A B EIRY, B 4% -

[0247]  'H NMR(CD,C1,) 6 0.94(d, J = 6. 6Hz,3H),0.96(d, J = 6. 6Hz, 3H) , 1. 13-1. 20 (m,
1H), 1. 24-1. 34 (m, 2H) , 1. 60-1. 77 (m, 2H) , 1. 89-2. 00 (m, 1H) 2. 36-2. 44 (m, 2H) , 2. 53 (ddd,
J = 10.5,10.5,3. 8Hz, 1H), 2. 58—-2. 70 (m, 2H) , 2. 91-2. 98 (m, 1H) , 2. 98-3. 09 (m, 1H) ,
3.48( £ M d, J = 11.6Hz, 1H),3. 80-3.82( £ M s,6H),4. 07 (£ W d, J = 3. 1Hz, 1H),
6. 60 (s, 1H) ,6. 68 (s, 1H) ;'°C NMR(CD,Cl,) 6 22.74,22.81,24. 87, 29. 30, 37. 83, 38. 87,
39. 42,52. 44, 55. 76, 55. 96, 56. 32, 56. 43,67. 88, 108. 45, 111. 78, 127. 18, 130. 38, 147. 30,
147. 54.

[0248]  UEAE T AT AR EEAL S 00T VMAT-2 1R 456 2 A1 Tl &

[0249] & A BHAR AL R JRUGE5E T 2R 80 AR AL &4 16 R 17 X VMAT-2 (145 526 1T

VMAT-2 454 55 F0 730 52 HH NovascreenBiosciences Corporation (Hanover,Maryland, USA)
A H 58 100-0751 [#177 %117 » Novascreen, Inc. 24T Ml A4 2500 52 I AR 7

GG IR EARE R T3 1L, Houd AR TR P jad OB S 1) 1 = &0 R
(DTBZ) ¥ fady (% e SEitids] 2) , A B B i e T 2R e R AL &) (Ab&4) 16 F1 17)
(&5 AR e R BEIE T 28R AL G400 16 F0 17 43 2[5 E WoR 1 X R
2~ 7 FRESE B H T = B i 52, 1% PR B R 538 T 319 2— A7 B 3 A K/ e T
SR, M AEE M T E R B S T R ATE . A, R (M)
N AT RN S5 B A KL R A R IR 3RUe 58 T 2 IR AR AL 06 VAT -2 A=) br i 1
AL |

[0250] 3K 11 @btk T 22080 FEEAL G4 16 A 17 [K] VMAT-2 &5& 26 A1)

[0251]
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CN 101889013 B OB B 40/40 T

Ki
oL 545 5 ey | M
* 5 M)
E A 5 16 19
L 6 17 19
H,CO
o+
+ b 52 31 162*
bk 54645 1 23 ocH,
OCH,
OCH,
/O
o DTBZ ~o N
b A 2 2l H 3
(+)-DTBZ OH

[0252]  * £ 70nM 1 254nM TR P RIPIAS Ki (B 12

[0253]  FiTIA LA Ry 790 1k 1R, FH T BH AR J BH IS AN R S8 A o BT BRBOR) 2 SR iR a%
P B AR IR ] e 6 b LSRR A B ELAR S 4 HA PR St 191 7 491 e e 0 B b A T e Sk
77 ZE A 2 Pk R S T 220 PR, A R NI R T B AR L SR AN SR BR T T U
BH A S BH AR I () BT 08 S 9] o A ASOR) Bk P A 3] 3 “ A7 (comprise) ” K H TR I
AR ARLE R 5 Bt N H ARG AR A FIAS R FE RS B RT3, B (AR T “ 28K Bl ... 21K
(consisting essentially of) Fl“di... 2k (consisting of) 7. FETERIFHIL Tt
T AR, X L [ L FE G [ R BT FE . AU 2152 , 7RIX 2690 [ N A2 4
K A SR 25 T ARG A AR N D, fERAZ TARIETE T, IR L8 AR A Y i A AR
15 DU F3 70 BT BRI LSk o PIORHMS 2 IS, BHAEIR B & RAT1S v fe HIRRTE 5 AKS
IR L FETE N IO S R AR, HLR R AR X e AR AR AR (0 i 26 7E I BRI 23k vh
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