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[0001] AUk B Je $ 4l — e SR Bk X8 7 v2%, ml I ik 1% 07 V245 B I FR 4l 1) — e SRt ek LA
oAt FH X SO PR Al 1) e SRR BRI 7V AL, AR B B — Pl 2% el B e S IR A o
BC G 7, T I 7 VAT B B e S A e A A4 DA R — B A X A S A B
FEORIEAIN e e S AR Ry 38 SRR PR X B 1 B MR I SR ) T v
[0002] K] 5
[0003] T he it 2R TAVLA R 2 DhReidF. Sbah, AR b A m Bk iE s HAEA
R 7)o jﬁ%iﬁﬂﬁﬁ"?%ﬁmJM{%ﬁﬁﬁﬂE’JﬁEW% EAEVF 2 0LT H T A7
AR Bum g — AL (K M. Roy, “TRBF A ALY 7, Ullmann’ s Encyclopedia of
Industrial Chemlstry TR B 1-28 T, Wiley—VCH Verlag GmbH&Co. KGaA 2008) . H
n, W R (DMS) DA &5 v B e WK 1 2% o 1 — B A e~ SEhm AL ik« P 250
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[0004]  DMS 747 1 2 VAL A% b HIAE Bl £570) HL A AR il 26 0 50) — PRI AR (DMSO) 1 Js et
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JiE SR BRAR T I T A2 %R A .
[0005]  DMS [{424E L2 7E JP 49006287 Hhifiid 25 VR 2818 7k I Hh — pe it Ik 73 25 7K i fi
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& Ll (US 4,999, 175) i B4k (US 5, 157, 201) 85250 1B K& )8 Mz [
M (US 5, 382,417)
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2-.3-4-.5- 8 6- ZHEIFERE, 1-.2-.3- B 4- HEEPEEE, +— ke, 1-.2-.3-14-.5-.6-.7—.
8- B 9- FIREZS KL, 1-.2-.3-.4-.5—.6- Bk T- &3 T &, 1-.2-.3-4- 8 5- N FEFE, 1-.
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Fidik, Hodp 2 /b — AN SR 4 R AR

[0024]  BAOIR e FE A Mk 1) S5 AL FERR 2434 T bt (thietane) HRZ%IF AL (thiolane) (BE
vl 1,3- TWERE. 1, 4- TWERORI 2- FIOE -1, 3- Tk,

[0025] 7R B0 STt 7 2, FHAE JRORHI —be Jemi kv B 22/ 95 F & %, fLik
F/099 EE % ILAE,

[0026]  FEA R BHI 5 — ik St 77 S b, AW — e ZE0m kR 22 /b — Biig Rl / B2 2D — ik
SIBE T SR | BRh B4 24 /NI, BARE | 38R A 3 /NN IRHA]

[0027]  FEA KR B — ALl 5 2, i e sk 5 2 b —F (Hoh i &8
fMY. R i AR NY . SR B kIR R G SR A MY EEA
ety ) Hefih. @RI LAE AW, B8 LU T1Ta-VIITa, Ib Fl I1b a8 . ik
Bk B A VL BT VBV R BB R VR

[0028] <& g R A 4% &2 /D — A A] DIAT A TR S BOR SCAL IR IR I i bt 4 2k . W LA
TAR A )0 < e I R B SE A S AT AR T R SEEBGRUT B B L £ B
Eh VBB EL PR SR AR 2L .

[0029]  FEAN & BH ) o — St 77 G b, A8 b St Bk 5 22 /D — PP 4 e Bl - 4 Bk
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HEW L. skl e, JUH & - 8548,

[0030] Y47 FH )8 AN 5 %5 Ty H 5 e PR A 1K) — be At 1ok S N IR, Rk 4 1% 2 8 K
i 8, 5 SR FEAI

[0031]  FEA K ML STt 77 b, A b A mn ik 5 4 g i Eh AT 1k 22 /D — il 4 J8 sk
ik 1= 4z SR P Al

[0032]  FEAKR M —ASLili 7 R, i e AR ik 2 D — P A 2 /D — Pl & i
TR I HIP BRIk Bl AR AR IR IE S5 77 S, AT e SE R K S A D —
BRl AN 2 /> — el 4 & sl 1= 4 @ AE — A 20 B b [R] B ik

[0033]  FEA KRB 55— DUk S 7y S b, A —be i mi ok 5 BT g — B4 S defid
[0034] U4k, A< B 7V RT AAE AR B SRR AT o 60 T b 732, e s & (1 7 1548
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SR R R AN T LR 25 R A 4
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MR R 2 o B anm] DU S8 A HERTAEWIDTIE o 78 e 55 B rh B B8 s R 1) O B
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[0041]  FEA B B St 77 S8 T, Al e Sk R P IR o) h & @ R sh AT iL 2 b
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S eSS TR ) 23S R B S A S SRR R IRV TR IR

[0043] AN BH A FF R8T 51 2 T49 B AR e R0 IE, AT T A2 el L) 2% B4R
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[0044] A BRIy — Sl 7y 2 ] L it Bib vk — 15 2R e R m ik .

[0045]  FEA & BH I —pe ZEME IR R, 2% B A ALk . PR AN — AR 2 R RS B IS = 4y
WANT0.01 EREY%.

[0046] A BH )P — St g 42 2 Aol FH 32K SO AR A0 Ok e 2 I o) 251K A0 ™ i BRAE A A
SR T

[0047] A< BH R0 A2E S5 I T 52 A — Tl A FH 4 A Py o S T o) % vy 40 P — e T ot I A
LR AV T 1 o AN WL 2 B AR08 () S 7 5 — A FH SR 4 1y — PR B B ) 25 v 4 A —
R AN e (DMSB) 1197715

[0048] AUk BH ) g — STt 7 G2 — P ifil o e 40 B — e s R e B 5 i U v, AR R
Bz

[0049] &) fif —Le EEMNEE S 2 /D — P AN / B2 D — PPk 4 B B - & Bk, L rp
P oA 4 8 B AL R A A & B B B A AR ) & B B R TR B & R
B b & B 2 e e B EA, b Pk &8 ik B e, it 48 UL A TR RS
ITTa-VIIIa. Ib H1 ITb F4xJE, Hil

[0050]  b) fRIEATER a) B4 5 o dL A4 S N I 2808 Hh B Bt 19k, A

[0051]  ¢) fFARHE IR a) FIEEDIR b) $RAln — e sEmimk s bt [ MY .
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[0052] A% BH A1 S it T Ze oA — Fhidad i 75 vk i & v 4 R — B mER ¢ (DMSB) 1
T3 Ferb o AR TR FH AR b R

[0053] %%W_F%ﬁ%EZ%FWﬁLﬁﬁ%%i%@%&&ﬁﬁ&ﬂﬂﬁ&m@
FELEE T, LB AE PR B N REAT o SRt LA T8 248 O Bz S AR 78 I Hs 25
AT .

[0054] AN B 5y — St 7y 28 A2 T LRI b 3R 75 VA5 B 1 R 40 R b A A O B I
Y.

[0055]  7E A J BH ¥ — e ZE 0 A e B A 0 5 2% 0 A e« AR B RN — RO R A %
HE #AAKT 0,01 EE %,

[0056]  CL28  IRAE AT I ot Tt Bk ) e ' Ay 3 Ji 7] 606 IR 22 3 A 3 Dot 43 3] R oxe ke A
i B AR FH A S B vl e et IR e 5 A0 I A L e R B B B S )
B S RSO T AR = 3L il (DMDS) slbe b B (1) 5t ( s (s
Rpr7R, 2 WSEE) 3) , A FaR SR Al Ty A SR <.

[0057] BRI 4 b T+ 25 4 7 b T &5 F0 2 B K 2270 99,5 % (R %) B K i & (Carey, J.S. ;
Laffan, D. ;Thomson, C. ;Williams, M. T. Organic&Biomolecular Chemistry 2006,4,
2337) , DA ASE A i W ) v 4 B2 B FE i A e L S AR A A, BRR A B T A fd
A

[0058] PRI, A B 5y — S 7 5 2 — o R e P56 R 300 e 1) 7 V2, AR A F AR Ak
O ) v 40 B e SR B IR A o B 5 R A I TR A1)

[00591 s F ¢ okt Mok AN o A/ “hy 30 Jir 7] PR R ol i 36 1 3 it 300 A T 1 5 B A A ) 2
P04 —1- B3 -3, 3— 2R3 —(H, 3H- mtb g 3 [1,2-¢] [1,3,2] &M%t (oxazaborole)
(kR - 8% (S) -MeCBS &M 4% (oxazaborolidine) ﬁﬁ?ﬂ, I Corey, E. J. ;Helal,
C. J. Angew. Chem. Int. Ed. 1998,37,1986) sl-TMEIRHNERNR 1 (R) - s¥ (S)-2-[(1,3,2- 45
MR (dioxaborolan)—2— FE4HJE ) 2RI FIE ] mEn& ke ( W Ortiz, M. M. ;Stepanenko,
V. ;Correa, W. ;Jesus, M. D. ;Sandraliz, E. ;0rtiz, L. Tetrahedron Asymmetry 2006, 17,
122) 1746 N T

[0060] {5 AR B (R A2 St 77 5, 6o el 0B 3 s Jir DAy i T P P ST 1 38 i

[0061] "1 471) SE it 151 15t BH A% S HAEAN B A 5 B

el

[o062]  SEjfsl 1

[0063] 2 " DLEINE FH A < AT/ BRARk IR 25 P Ak 3B TR AR R SR IR 52 i, AT — R
FIRES . KA AR (29 99. 0% DMS, Chevron— Ph1111pS) 5 5 A F — R AE B
e AT SR 1/ e ZE T (4 Ay ) BIREE EAT R ARAS I, 1 i 5 RS S
R IS 5 DA R K

[0064] 3K 1 M MELE A RIAL B2 5 B SR PR

[0065]
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WiH%wS | kb R
1 TCAbHE SR ZURR) I R
2 RN BRI, (AT 12 A Sk
3 BUTWEH (KTB) BARR, ARATT A 2 Sk
4 NaK SRELI) CS, R ( ZFAARER)
5 NaK F1 KTB/ 3% F8Y i NN R 5 SRS
6 NaK #1 KTB/ 7&% THIIH CS, R AAABR
7 NaK I OctBr/ #1% DEET RS SatN
8 NaK F1 BnBr/ 7% 1% LER P GRS
9 NaK F1 BnC1/ 7£ 1% BEEE R SN
10 NaK. KTB #1 OctBr/ Z& 1% oy TS S SR

[0066]  £F DMS P NS G ALAN (NaOH, T H 4R 2 2, 1g/10ml DMS) skAL T 4R (KTB, I H
'3 3,1g/10ml DMS) FEOZA R T E LA, X LB RN GRS A . B 38 A 1 ke
AU HH T B AE DMS A ) AR S R RS DM 25 SR . IV - BE < (NaK, 1
Héi'5 4,0.2g/10ml DMS) M SAHER (/) S A DL RV ES HAE NaK Bk |
FSCR AT A EL L] R o NaK b3 2 J5 ISR S5 20 A Bk o 4 KTB i\ NaK &b 2 i i)
DMS ' (I H %45 5, 1g KIB+0. 2g NaK/10ml DMS) , 3%k K KEL3E T/ M. 1%t JEFE Sh R/ 0k
BB EH K.

[0067] % NaK 11 KTB AbF it (A i i [ A3 B 1RD R S MY NaK 2578 70 9 DMS PR ) (I
H4w'5 6) 5 B A R —ALBRIE .. 2508 DMS TER TS ARt Ak & i il &t (B i T —
BRAL TR AR 5 R EL A AT 0 5T, 2808 () DMS 413 LA €S, Sibke A T BB IR &
A, TEINANGR G B/ B JE ISR AR CURAGSERE R IR R IR R DUB R R
BEFIVRALER . ZEZEM 2 5, HIZ T 145 1 DMS Bl oKk (15 B 405 7.9 F1 10, IR (1)
AT 2 ) .

[0068] I fd DMS 5 NaK HI KTB (141 & He A R 15 5 2 A i)
[0069]  SLJf] 2 -

[0070] ¥4 T # X EFE 7 F T2k B W9 A AS [F] ke I 1 — F B I — Chevron—Phillips Al
Gaylord ¥ DMS. 4 DMS (100g) PREERIMLAHTH IR BRI AE G P A NaK (0. 5g, 72
HE% K) JREEWE TR L /o SR A =R A i i —H (1. 96g "RIER,
2. 65g FIEIREN 2. 99g1-IRFERTL) o TESHE M TPIE e — L8[ AAPTVE . 7E 36-37. 5 CHIWFEN
P A %00 . ARG L GC/MS 2 Mr 28 ik (KR i IO 4l i, 25 L& 2.

[0071] 3K 2 AEAEALFL 2 J7 — FERE ) 2 s (GC/MS) « T {E W EE % . DMS 4
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R, CS, A Wi, DMDS iy — L AR K, MeSH iy BRI, EtSMe Ay 42 A LA K
OctBr 24 1-JRFE%E, BnCl A FFES H BnBr A FER . JRE IR B A5 2 8 5 2875
& o
MESH%ST |(&HE Chevron-Phillips | Gaylord
1 A2 99.077 DMS 99.751 DMS
0.32 CS, 0.018 MeSH
[0072] 0.024 MeSH 0.036 EtSMe
0.259 DMDS 0.19 &ER
2 NaK#=OctBr/z&48 | 99.829 DMS 99.885 DMS
0.00 CS, 0.00 MeSH
0.00 MeSH 0.017 EtSMe
0.00 DMDS 0.02 #/BR
0.019 ¥ix
0.018 OctBr
3 NaK#=BnBr/7%&48 | 99.76 DMS 99.889 DMS
0.00 CS, 0.00 MeSH
0.00 MeSH 0.018 EtSMe
0.001 DMDS 0.079 & &R
4 NaK#=BnCl/Z%&48 | 99.077 DMS 99.922 DMS
0.00 CS, 0.00 MeSH
0.00 MeSH 0.018 EtSMe
0.002 DMDS 0.042 A &R
[0073]  SEJtEfd] 3 -
[0074]  "RAREGFE T8 A R 40 5 1K) DMSB 76T PEAB AR A7 5 T %] I ik 2 38 Jir 2K
M -
[0075]  JEILAEMESEE T I CR e 2 T H 4’5 4 H BT A T IR $E 4l DMS HinA

A CHETT LA 1OM ¥V il £ =i 41 DMSB.

[0076] 3. 3ml AHAAR ALY 2% T AE B I g 2 ¥ v (AN 2K Sl 0. 02 4% )7 )
b5 =4l DMSB (6. 24mmo1, 5921 1 10M DMSB YW, A T 2K W 0. 75 4 & ) B A, Bz
G B T HiHE 60 2080, AR E AT ((R) -MeCBS ((R) - PY& -1- & -3,
3— ZRHE —1H, 3H- LM I [1,2-c][1,3,2] wRMAlkE ) 1671 1,0. 167mmol , IM B 2SR,
0.02 & ;8¢ (R)-DPP ¥ ((R)-2-[(1,3,2- 4 Ml IR —2- FL4FE ) 2R FE 3L T b
Bt ) :53. 81mg, 0. 167mmol,0. 02 & ) . FHZIRSWHLB) 5 H8h, SR J5 R VES = AE 10 &
BN S B TR (834, bmg, 8. 32mmol, 78 3. 2ml FIZRH, S e W i B 43 2]
IM 2K SRS, 1 55 ) o DOBLSE R 5 0B B 0. 3ml A 5 JF A5 2M S S (2ml) KA.
T2 R 2R R 8 GC A idh— P 5 e Ak B O R 6 2k

[0077] 1% J MY A% I 3k A % F0 5 BFE 41 Chevron—Phillips B{ Gaylord ff) DMS i 4% (1)
DMSB 542 Jf L B3 e e e e 1k

[0078] 3K 3 Ad FH ANIR) 4l B ) DMSB AETF- 1 AL FRAF A5 R XS B e M I i 2 i 1 45 3
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CN 102099332 B i B P 8/8 T
DMSB >k — R Bk A4, DMDS S — FR 3L — B [, EtSH g Z B EE, (R) -MeCBS 2 (R) - PU4&, —1- FF
F-3,3- Z 2K —1H, 3H-MErg If [1,2-c] [1,3, 2] w&mMfii%%, (R)-DPP Spiro A (R)—2-[(1,
3,2— EMN RIS —2- FRAIL ) TORELEIL ] kg

[0079]
WH%S | A DINEIZ% % | DMSB )it & AR (%) | ee(%)
1 (R) -MeCBS - Chevron-Phillips | 99.86 97.6
2 (R) ~MeCBS - Gaylord 99. 74 98. 12
3 (R) -MeCBS - mai g 99. 6 99. 04
4 (R) ~MeCBS DMDS maiE 99. 4 98. 16
5 (R) ~MeCBS EtSH s 99. 86 94. 67
6 (R)-DPP Spiro - iy 99.9 99. 02
7 (R)-DPP Spiro DMDS i 99.9 98. 14
8 (R)-DPP Spiro EtSH A 99. 8 96. 46

[0080]  FTAT iR 22 SCER A FH B kG BEAR G I A A S

[0081]  RUE 7 HEFIHEIR T RELC ORI A i BH IRV RE IR 465 1) » AELGT AR SR R AR N 72 58 17 )
DY AT CLAEANTS 15 A i BH AA) FECFRTHS R0 i ] 4 T 6 88380 2 b AT 18 ORI R 32 9 HLAN PR
TS R F T IR 1R 2 B K
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