[an}

Lo
Lo

CN 1084844

(19) e AR X FEE RN ZIRE

(12) XA E FI

(10)FZ2RAE2S CN 108484455 B
(45)FF S H 2020.09. 01

(21)E{ES 201810451248.8
(22)81EH 2018.05.11

(65)E—HIFENE AW ES
HiEAHE CN 108484455 A

(43)ERIEATH 2018.09.04

(73) BEFIA WLl TAHRR A
Hulib 314000 HriLE 7% BEIMZ 5T K

X 5 Kt
(72BN BHR e @i
(51)Int.Cl.

C07¢ 313/06(2006.01)
(56) XfEL ST

CN 101525308 A,2009.09.09

DE 1007503 B,1957.05.02

FMGEES . “TFERUCT FE s ok e 1 ol 2 B L
RV Ji (1) < Jag A LA AN s e 2 ) it
FU . b E B B A WAL S B T R A
). 2005,

ARETE . BT & MR 43 07 VR ) DY S

AR, T ST R T e R I =R L P - S
F7 L E LA AR SR TR
#).2014, (5563),

Ahmed ChelouanZ®. “DMAP—Catalysed
Sulfinylation of Diacetone—-D—Glucose:
Improved Method for the Synthesis of
Enantiopure tert —Butyl Sulfoxides and
tert-Butanesulfinamides” .{Eur. J. Org.
Chem.).2014,

Christopher K. SavileZ.“Subtilisin—
Catalyzed Resolution of N-Acyl
Arylsulfinamides” .¢J. AM. CHEM. SOC.)
.2005, 581274

IR 55 TP AT VA 1) o 26 7 0
HAEZYE e R H (2527 3k ) . 2013, (5
10349),

FEJEBESE BT R BRI i & R CiAk
).2010, (5506 34),

HER EHE

=
s

RAERPITT YT

(54) ZBA&FR

— B BT s 2 Al Xt B i I e ) T
%
(57)E

KR AT T — P BT PR  ali 2R
SRR TR i 1 7 ¥ 5 R PR B S I Tk i -5 Tk b
TR S5 15 380 6 R A I A 7 5 B 5 -5 K B kS
FI5%F 2 VAR A L B S DTTAYR 20 FBEAT 37 20 it
B, PR TR 2L AR i 15 3 o) e 4l o) P 4 IV T e
AR T AR TR E , P e, RS AU, 38
WA TE, FEM RS, KiRFEIETIE F
P 2 A0 F ORI R I e 1) A 7= A, A T I
AL AR AR 7=



CN 108484455 B W F ZE Kk B U1

L. — PP BT PR G 22 Al B R R e e 1) 7 v, ORI T, A6 . 1) fEAHLIE 7+
TN AR TR -5 06 25 S0 R 2 4 e 2 75 81 %) PR R WP R TR & 2) T AR & iR, 75 31 06)
AVRETEIE 3) R FDTTAYR 73 AT R R 0 A 55 5 4) ol I B/ BRI R A5 B T
afi 56 B R T A T e

2 R AR L R 1 A BT ' 22 0] FE 2R A I i (1) 925, FLRRAEAE T« TR IR Ak
G E R AR

3R AR ZE R 1 A BT ' 22 0] F 2RI A I i (1) 325, LR AEAE T R A AL
Slbur = N B 7 B Y S b 1

4 AR FEAR L SR 25 A BT 1 ' 23 0] FR 2R T A 5 Jig 1) 7 325, FLARRAIEAE T < 0 FR 2R T ik
i B 5 e Tk RN S R BE R b1 1.1-1.25: 1.5-1.8.

5. AR ZE 3R 35 A BT 't 252 4 o) R 2R VA T i 1) 7 925, FLARRAIEAE T < 0 FR 2R gk
FRAN5 F R O ORCT g . &R e AR i L 7l 91 5-7: 6-8: 7-10: 6-8.

6 . R A AR ZE SR 1 H A BT 1 ' 252 o) F 2R A I Jie 1Y) 7 925, FLARRAEAE T < 3R 20 B oR
14 EE0. 5 Y=o FHATIR 7.

7 YERURNEL SR 1R A BT 6 2 4l 6 B A s Ik e 1 5 3, FLARAEZE T« 72 o R B R
TERE A — e Al i, Horh i S EE IR T BRI e N1 6.5-T.




CN 108484455 B W OB P 1/5 T

—MERFHIF AR PRI ER AR5 A

RAR G
[0001] AW J& T 2540 & BRI, FLARES Je— R e T 24 2l B 2R ML At B e 1)
Jiie

EREA

[0002] X FF 2R VA Pk % , 95 44 Np—toluenesul finamide, 7 F3 N : CTHINOS. ELH5RAY
ST P Fhf Y, L4 B XM~ (R) —p— toluenesulfinamide f1(S) -
toluenesulfinamide. H EAMHAH I E G RCLK, ﬁfﬁﬁ?ﬁﬁéz%f%&ﬁqﬂmﬁim
KEEFR 2 — JCHAEZAR LN 2 R — M EATF RN EE N £ F S
BT 25 )6 o BA B B 2 S WA, KER A ek 2 TRl e B TRk (A, AR VR
ZARAE T, T 2R AT FE 2R VAR Ji 2 AN R B AR X R AR ) — S R TR SR U

[0003]  (R) — BF 2 MV A Jle A (S) 3% R 2R M ik 95 e SCHR 38 ik, Horp 5 g £ 0 R

[0004]  pgLk— . H NIRRT :
(") O/\)‘L )k/\© || )k/\©
N

SO
[0005]

9 o 9

/@’%“NH2 +/©,S\H)k/\©

[0006]  FH &b Vi Jie B %) B 2 S Tk P i 5 N — %) B 8 NI ik Pk 6 0k e , 7 P — it L £ 1 Ty
AT YR A 24N VR A A B (R) X FF 2R PRt 9% e , P i HC 1 AR FR A5 21 (S) -N-X FF 2R
Vi P s P Yz
[0007]  7E iR Jyykrh, FHAME e B ) B 28 U Fish Pk e - SN — %o B 4 MU ik P it 195k iz , 7 P a—
Jik Bt L AR 1 B REAT PR o AL FR 24 /NI o b T vE IR A TR K HoAS 5 4lidh , a— R 3L 8 g
MR AR ORAE P, @GR A E
[0008] X (S) —Xef FF 2% I fsf ok e SC ik aeE , He Bl T 2R 26 4 R -
(00091 DL SKoF H 4% P At i A o D R 55 S A U AR A ol 5ot B 2 S R Tk &, 6F I 1% TP R4 S5 LT
fuf B 52 N2 A= il A . -4 T 5 B i 3B L i HMDS Z ff 45 31 (S) — X B 2R W Jft gk e , e N 7 R 2
/(T

o]
II II ‘I?I)
[0010] /@/ “ONa /©/ || " _"/©"}st“2

[0011] 7 _FiR 5k, Bt FHLiHMDSH A% 55 i Fﬁﬁﬁzﬁﬁuuﬁﬁﬂixjc H R EEH (S) =X H 2231

3



CN 108484455 B W R P 2/5 Hi
T P Ji A 2850, AN RS A =

REANE

[0012]  BEXFEIAT HORN EIRAN L , AR W SR AL — Flage 4 g (RS SR A B A A2

P RAAR 38 B VAR AR 7 1) 5 T2 PG 0 R R SRS A 1 7 7%

[0013] A B A — & BTG 2 Al X Y A ST A G e 1) Vs o FL S N RE N R
o)

Q q
e T g
—_— S H
[0014] o /O

S.. .NH

—./O/H 2 mEESOE 0
[0015] A& BRI AT A SEBL, HASAEAE T, 4B B R
[0016] 55— B R A I S A Ao
[0017] W xoh H RS RR A 0 N B HLIAE A, 0°C R g ik S AR 77 e B 58 4 I 45 310k B 48
AR o RVIR IR H0°C AR T0°C,
[0018] 55 20 %) B R IV A R 1190 5 o
[0019] 5% FH 2R A 56 500 °C R A K A ik R e 82 45 381 FR 25 ST il 5 e, G o e 82U 12
HOCZE30C,
[0020] 55 =25 5%of A< U A I R 3047 I R 95 0 R 5
(00211 ofég ok FF % M ok FF I N WLV 570 5 30 °C 3 Il A BR IS IR 43 U v v b i hn &%
W IBIFE3 /NI, A B IR, , 45 31 T 1) o HE S IV R T R 4% 4 26 o L rb SO SR P % H 0°C £66
C o P B 15 21 T M S Al0] P R TS e
[0022]  SEPUDTF-H: e 2 i) B 2R I e 1) 5 o
[0023] MM 6 Al % B R MR I I N BE BR A & R e, 40-45°C ot N Bk
AT SN [ J5 5 20 T e 2 4 ) 5o B IV e e, e vp S R 38 1 20°C E45°C
[0024]  gk— 0 Hh , 7E EIRFEARTT S, 55— 20 I B T 3 I A e B I SR LA T
R o T 2R ST ik PR A -5 0 g S R S A ST L) B R BB A e 1:1.1-1.25:1.5-1.8,
[0025]  gdk—2Mh, 7E BIRFORTT Rrh, 55— ST IR A ML )ik B F R 0T 2
ik - — G B AR o S R R U R R 5 R 2 R A0 T SR M . — &0 e R I = L 9 R 1
5-7:6-8:7-10:6-8,
[0026]  gdk— M, 78 FIRFORTT b, S8 I S FTIR BT A0 2R 814 23 773k B A PR
DBTAFIDTTA . J743Hf SK F 1 4 8 5K0 . 524 B 4740 7140 IBEA T 5 40«
[0027]  Hp ,DBTAN —KHELE AR (Dibenzoyl-L-tartaric acid) f&i#K; DTTAN X
FA L IR FH S A4 R (Di—p—toluoyl-tartaric acid) faiFR; X i Fh P50 FIS AL FE HoK-S 40T

~

B =0

NH,



CN 108484455 B W OB P 3/5 T

o

[0028]  gdk— P, 7E Bk E AR TT b, 5 =05 2 7 HEE>98%

[0029]  dk—PHh, 7 EIREORTT b, SV AT 20 7™ i K FHBS R T BB B 45 ah 19 2 4 fE >
99% JEE>99% LA F4fi i .

[0030]  JREHA 2t R

[0031] S5 VDIAEMA BT EML , AR B BA W~ A 25 ROR |

[0032] 1) A BH A Rl ik 26 11 5, J5UR] 5 45 38 4 5 FHL IMSDSIX Foh Z R S5 sk B AF ) k3 Fot 5
SFERL, RKRITE T A B F= I 2 AR

[0033]  2) A< B A ZI0F FH R LR PBEFF , AN A iy 1 B, SE 8 e 26 o o i B 44k, I
87 S A A

[0034]  3) A BHd ik 4% 703X A st , e G R VA IO, B AR 1T B, TR R e 7R AR
SrsaT e = A, 9 BAR KRR FESE m 177 m e, BB RRIE & T TBOR .

B A

[0035] " [HiaE Ik E AR ST Ak B AT HE— 2D U .

[0036] i3t S it 1] 7 24 i DAy AN P T 15 B A B 17 AN FH T BIR 1) A O B ) PR3 9 B o 76 1) 52
T AR N EZ G, A AN GAT LS AR & B AE 25 Fh el sh 35 o, 1 e 25 2504
TG B [F R I N A BRI SR I R 52 B3 L

[0037] AU BH LA T S it 491 A A v B ELAAR 2% A1 (40 SR 6 5 v, T8 5 4 RS R AR AR T
[0038] A< BHLA T S it 451 A By A ek ik 751 ok oo a1 1 B 2 A0, 38 T 5 il 45

[0039] AU BH LA S5 v B ik () 2 i3 394 20-35°C o B AERE A 4 5 Bk (77 AR5l
ULEH S5 A G Al EAAE F BT A VR 3506 B A BE RS IF B AN b PR AT A o e
I TLCGC\HPLCA AT , 388 sk D 46 A Mk 1% Y A R A T s I ) 2% 1 b

[0040]  Sijsti {511

[0041] 55— o I ORIV R P S P 5 Bl o

[0042] (1) 7EF M3 4 A 500mL DY A A INEHR SHREN26Tg 2K (53 . 4g X HI 2R VRS TR
BNFN0. 1g N N-F JE F gz, == L3 057 . 5g &AL, 7E55-65°C [ AN /IN , BUFEGCER
T4 JEHPLCAT M, AL /INT-0.3% , 9 < 4 » FH 2R 150 8 #— ¢, B I N5 0g I 2R B A
MR E 94% .

[0043]  (2) 7E M3 14 i 500mL DY 1 A IEHR SH RN 26Tg 28 .53 . 4 gt HI 2R LAk R 4k Al
0.1g N,N-—HIFEHfERg, IR ING7 . 5 FALIIN, , 7£55-65C 2 B4 /N, BUREGCE T A=
JEHPLCA I, SRR INT-0.3% , 90k A 4 , R 1508 8 ¥ — K, FE DN B0g AR FBEARE F o AP FRIR
#93% .

[0044]  (3) fEFJ5 4+ T 500mLPY 1 A ke ~H 4 A\ 260g HH 80T R K L 44 . 5 HH R
TEAEFREN A0 . 04gMEiE , 0°C R iR IN16. 5g B It , 7£35-40°C [ .24/ INE Ji5 5 FEAEO °C ¥ el
R20gF S, £ 35-40°C R N2/ J , BUFEGCE AT AL JEHPLCAS W, J5URE/NT-0.3% , Jak
Wl , I 2K 150 B 4fe— Kk, FEIDN45g 2R R AS o MR IR 3889 % .

[0045]  (4) 7E - Hid 4 500mL DY 1 FH IR S H A 330g — S H fit « 44 . 5gxf FH R WL fis
FREAFN0. 04gMbRE , 0°C T IN16. 5g Bt A, /£ 35-40°C ] M2/ J5 , F-7E0 °C i hn el 2%

5



CN 108484455 B W OB P 4/5 T

20g B S, 7£35-40°C S N 2AN /NN BRFEGCEAT A JEHPLCAT M , JEARL/INT-0.3 %6 , il R 94
g5, R 81500 8 ¥ — U, PRI\ 45g F SR R4S FH o M 91 % «

[0046] 55 25 o HH 2R VR PO JF 1 5 Bl o

[0047] (1) 7E3&{$ 1 500mL DY F FH Ik S+ \50g 80% /K& [ F185g 7K, i N — 4
(3/4) Hh45g F R FRRE R HH 2R 0 At P S0V, R IR FEAE -5 C = 15 CHi N, M N i )5
20-25°C e N2/INEF, URETLCRT I, & B, 70 X B E R, N /K ARES O, 43 337 g %) FE K P Ak
P i S WAL 2R 89 %% o ot FR 2 U R B it B i A, e (AR PR AT

[0048]  (2) 7EE 15 500mLPY LR A IEHR H& A 70g 80% KA MEFT 104g7K , i hn e —
2 (2) v 50g 2% i FoE (A T FR 24 M R it S0 VR, FE R IR FEAE-5°C 2= 15" CH N, M W s
20-25°C R 27N BUFETLCAZ I, 50 L, 73 X R F 2R, TR R 7KAH B A0y » 15 2145 0 H 2R 0 7
Pk WAL 2R 91 % o St FR 2 S R Ot B o, e (R PR AT

[0049] S5 =2b . o HH 2R U R P 4 0 R R 8 9

[0050] (1) 7E V&4 A 500mLPY H A N 140g MTBEAI29g % FY 24 Vs kit , 3% 32 9¢
(0.5eq) D-DTTA¥ T-150g MTBERVA R , #4 Hill¥ M B2 A 30-45°C , i I e B 5 , [ PRI 370
I o P 25 18 4 i 22 5-10°C , i 38 , YA FOMTBEWR UL , ¥ i FH 140g MTBEEE &5 5 , i v 4t 115 21
31.3g¥%4 /=l , BE=98.6% , UL K 33% . F il 1 ANER R /K IS AT /K ARt , PR 15 pH=3-4 ,MTBE
REELD-DTTA[RYSCE FH , /K AHFE F NaOH/K A 15 pH=9-10, 50 FH b A B3 218 . 4g (R) —5%f
H R PR JfE ,EE=99. 1% , iR B % 87.5% .

[0051]  (2) ZE 3 I 500mLPY A AN 130mL 1,2- 5 Z ke f129g o FR 25 M Atk it , i
J130.5¢g (0.5eq) L-DBTAYA T 120mL1, 2— 5 2 Be AT 0 » 35 il i, FE 7E 30-45°C , i I 5
15,63 CARIRS /NN, B S 2B IR 25 15-20°C , ik 3k, FE 10 CHIL, 2- S L ke itk e, 77
mn T, 192034 . 2g47 73 77 i, EE=97.9% , W #£38 % . -8 1 ANER FR K I VREAT /K A T
pH=3-4,MTBEZHXD-DBTA[R i £ H , /K #H B FINaOH/K & VR A 15 pH=9-10, & H J 2 1S
$19.8g (S) —Xf FH K PR fjk , EE=98.6% , fift B5 UL 89% .

[0052]  (3) 7E V& {5 A1500mL P 1 N In N 150g FF % L 3g 7K A3 2 % B 24 I ik ik sk, 33
28.2g (leq) D-Tartaric acidia T 140gFF BV W , 42 638 I3 B AE30-45°C , i N5 e f5
65 C LR 3 /NI, B JE 12 R I 22 0-10°C, i 3E , 13 B W2 M EE="76 % , il I NaOH /K 1% il it 25
Ja, R A RS 2B ahd S IR E T — kIR 4, 13 218 6gF 4 7 i, EE
=99.3% , U Z31% . F 1 I NaOHZK IR BEAT 7K fif , — S e A2 HUAT 2118 . 3g (R) — A HA 2R 7 i
i, BE=99.6% , fif B % 83 %

[0053]  (4) 7E¥& 1§ 9500mLPY R I B DY 25 (3) Hh ik i 1 sk BRI, ¥R 46 21, I 2>
BOMOTEITHR L IER 42 . 1 g 44, B NaOH/K I B EAT /K, — &0 H bt 2K 5 3]
20. Lgx B 2R A e, P DN 100g HH B 1g 7K, T N17.7g (leq) L-Tartaric acidi® T 90g
FH 2 PR VL 428 T30 DR S AE30-45°C L T I e ER J5 , 64 C ORI 37N, 6 FE 22 12 % iR 22.0-10
C, Ly, FFH10g 0°CHYy H Bk BE , 77 BT, 15 2123 . 84w 73 77 ity , U #2633 % - I i NaOH
IR AT KA, — & e 2 BUAF 2010 . 7g (S) - B R Aii it JF , EE=99. 3% , fif B Wi
85% .

[0054] S UYL - TP e el ) 5o B S STV A e 1) 5 o

[0055] (1) {Ei# #I500mLPY DRI T0gBESER 5 1g (R) —5% H R0 i 8k Ak 58 . 5g & 4 Al



CN 108484455 B W OB P 5/5 T

160mL — 5 FF 4t , A8 N ZE40-45°C , [ 8 9-11 /NN, BURETLC JHPLCAS I, S5 kLN T-2% , 1
JEVEABIN 120mLKH , BRI T5g & F et A7 ZE L, FE AL M3k, & AN, I
30%NaOHIA T pH="7-8, 4 )= , A HLAH UL AN G AN K IS W 30 e LI, B R B 1) , ik i, I
25-30°C IR A G 22 AN TR, BE TR T T8 #2511 gBA IR T et AT H 45 i , PR IR I8,
5332 1g (R) -t H 5 WV Ak i , HPLC4E [ =99.3% ,EE=99.1% , i %69 % , HNMR 5 Sk —
o

[0056]  (2) 7E¥& 4 11500mLIY NI T0gEE IR \51g (S) —XFHI R WRAREHF B8 =2 ik
213 207 ) 60. 5gEEkr F160mL — & H bt , 212 IN# 3240-45°C , e B9—1 17N, BUFETLC
HPLCHS W, J5BL /N T-2% , k38, JE VR RN 2 120mL 7K 1, SRV NN 75 — S0 ke b 47 25 B, 3
REK, BHEA N, MA30%NaOHIA T pH="7-8, 4> |2 , A WA F M A G AL B /K T TR 30 1
LR, BB B T4, 198, JE W 25-30 C N R IR 46 ATV, IR T TR & e, NN 243g B4R T
Pig 34T B 45 0, B L 8, 15 32035, Tg (S) — X FH K D Bk %, HPLCAifE =99.7% ,BE=
99.6% , R 77% ,HNMR 5 Lk — 3.

[0057] DL BJad , AN AR R B LA 1) B Ak S i 7 =X 5 AELAS i BR ) DR 4796 BB I AS TR R T 11
FRART FAGE AR AR U A HARN T AE AR B4 75 B B2 ARG LN, AR 3 A & BRI R 77 58 e H
R B AR SR DA 45 () 385 e B e, 8 VR 5 7 A R B IR DR AP YE 2 Y




