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R e DT B R PR 2, 28 IR R 0 2 i — LR MR Iy B, HLm] DUIE S M S vl o i 25 o 72 55—
AR T R, LR i 0 B e AN A — LR T D e I 3 2 o 2 VR T A B T A PR 2 (A
W1, A TR B ST R B TV 0 B A0 AEAS R R FE AT/ B 0 R AT ISR ) »

[0025]  FTHIRIZIRIE (WA N8I ) AR A O 25 B IR LS D R (HI,
R84 FLIR G 10y B IR 5 44 — LR NG DT B IR 7059 ) o AE RBL A AT OIS D0 % B4R 7] R
AT S84, 2R VRS BB A ISR AR IR A A LR TR U B R AR 4, HLAE B i e 2k
WA ke 2 LT H A B3 — DB AT A . SRR R SR B SIe TR, A 7%
TS AT A SLH IR I2 4T, AFILR R, R- TAACHRER S, S- NACER/ERE & T # e 2 A
RtEE A . BB T IO, 281 A] DUE S B— B IS B A R — RIS
it W, TEDER (o) HEHMZAMIE//NT 5, 000Pa (¥ 73 FiEqT.

[0026] PR (460, PRIEA ) B3k 815 52 T ik 2800 A HL 5 LR T o B e AR 48— FL IR
JIE T B I 43 9, FH L BE K VA R A R A o

[0027]  FEAR BHI S 77 2, LR TG 0 e I 1) B — 0 e S ) A T DA 26 A b 2 1) 5L
T Yo S A A2 B A SR S PR TR S T A B S A A o B P MY 0 v, T Ty B B R I8 HH SR I
REAE 45 40 B M FAG R o 910, 4 it FH (9 £ 28 B 52 Novozym 435, FTiAEE A IE T B Pk i& 57 /
WiaERR TR BRI SUR , FrA sor) R- LB IE T BR ol e 4k o R- FLEREK R, R- TAZCHE . WISk
AR, R- TAACHES, A4 H AT LR A A oG24 261 PDLA.  [RIRERY, 46 LR I Iy B G ) o —
XTI S ) A2 B A0 A 2 A [ 2 A 2 1 LR B PR 2 B GT  me ig A, DR (g ) AE 4R —FLIR e
IEEEE N S, S— 4 —FLER IE T ER TG 00T, HRT# K S— FLER B e A ik S, S— N3 ER,
YRR JE ] AT R A VA OSSR PLLA,

[0028]  HH U, FRYE A K IR S8 — J5 1 B 3t — P IR SETE 7 28, de it 1 —Fhifi 2% S- FLIR I 7
2, HARFAEAE TE0 45 DL N AP B AEBVE I AZAE T, A8 R, R- TNACHER AN S, S- TN ACBR IR &
WS NEITEE (B, C—CobrEmE ) AHBEFEA, M AR B A 75 XS BT — P A8 B 0T i e A 4
(%) 3L B2 G 107 5 155 LA B 06 B2 T g — A 2 I of Bk S ) A 1 g — L IR T Uy B B VR A4 sl
G306 N BT I A5 R LT ol AT 5 T ot e S ) A P 7L R I oy B I DA S BT g — TR A B T
e S A A T 4 — 3L I8 I 7 BB PR VR B 5 ik I 43 5 DA S Pk 4 — FL IR R 07 1 s 2
S, S— 48 —FLER NG I BEERI, K Bk S, S— 46 — FLIR NG Iy B R /K A4S S— FLIR, B3 U Pridk
FLIR e I G A S— FLIR AR I B R R, 45 Firidk S— FLIR g I B G /K fft LARIAS: S— FLFR . L% 1K)
FE, LEZJTIE R R, R- TAACER AT S, S— A ER VR A W02 R- FLER AN S- AR &
MRS R . T EGAR I S— FLER A Ak S B 2Rk 2/ 90 %, ARG %0 95 %,
SRR D 98%, ALk E /D 99% .

[0029] B3, RIEA K IR — U7 iyt — PR SEt 7 S, R4k 1 — Bl % R, R- AL
BE B 773, HARRAEAE T80 4% DA T 2P 38 AE BV R AFEAE T3 R, R- TN ZCER I S, S— A BRI
REV SRS (40 C,—Cobr AR EE ) FUERHEfh , M 43015 % BT — P PR 52 B b bk S
A 1) LR NG 7 BB DA SORE BT g — PR A B ik e i A (0 46 — FLIR B T B ER MR &4 s JE it
A3 VRN BT o T — o A A2 T X ok S ) A ) 7L IR T T B R 5 0 BT O — TR A TR X B e A
W )48 —FLIR N DT B BE - 55 s LA SCH ik 4 — FLIERNR Dy B2 R /2 R, R— 48 —FLIE R Dy BEBa i,
WG PR R, R- 48 —FLEZNE W BE B 5540 8 R, R- TNACHR , B A FL IR N Wi B s 2 R— FLIR Mg Dy B
BRI, W Bk R- FLER MR I BEER AL AN R, R- TAACHR . PLk B0 &, /i i ik R B R, R- A
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ZHEFN S, S— R ACEE VR AW % HH R- ALEE I S— FLIR IR S A300 83 i% 77 1 4R J
R, R— TA AC HG ) %o B A ol B 2 1% & 7 90 %, AL /b 95 %, i EARIE £ 7 98 %, fxeflt
x> 99%.,

[0030] W] (i ¥ (1) A, A8 AR B B 58 = 05 T (W — D (W SEil 7 b, $R AR T — Rl &
R FLER [ )57k, SRR EAE T B FE LA R D3R AERRVE A AFAE R, 1 R, R- TAACERAI S, S-TAAL
BERIR AW SRR (B0 C—Cole JE I ) AN i, A T 4548 55 X6k B — ol TR A T %o

He S A A ) 7L B T 007 T2 B A B Rt T 5 — AT A X R e A A 1 4 — L IR T U BT PR VR
W) s 03 43 VRN B o T — P AT 58 I X e e ) A 1 2L R I 7 B -5 00 2T 5 — TR A B ot
e S A AR 1 4 — FLBR I I BTG 2 58 s AU ik 48 — FLIR NG 7 BE G 2 R, R— 48 —FLIRIIE
BRI, 5 BT iA R, R— 4 — FLIR T8 0 B B8 /K DA AR i R— FLIR, BG4 I ok LR IR oy B B o2
R— FLER Fig i BE BRI, 4% firid R— FUIR T I BEBE /K Al LAZE Bk R- FLER . RIER 2, 7% 77k
fEHIRI R, R- TAZCERAN S, S- TAACBERVR G4 2 1 R- FLER A S— FLERE IR &9 15 . @
THZ 5 1R B R- FLER R A S 201 2 0 90 %, AR 2 /0 95% , ik S AL ik &2 /b
98% , stk 227> 99% .

[0031] AR FERT AR, 7058 VY 05 T B — 20 s 77 e b, 42 it 7 — M A T4 S, S- A
BRI T 12 HAHIEAE T AFE LA AP 3 AEERVE I IAFAE R, R, R- TRZCHEE AN S, S— TR ACHE
RG-S IR EE (B0 C-Colr 21 ) ABERE i, AT AR A 75 0 BT — ol T 22 T %o sk

SRR B LR g 7 BE S LA K6 BT ) — TR AZ R oot e S A AR 1 48 — LR HE I BE R (MR A 5
T I 43 TR BT 3 St T TR 8 TR XS e S ) A 1 2L R I U B I -5 Pk e 2T g — TR AC B
Xof B S AR I 4 FLER MR B BE 75 89 s AU Fid 4 SR e T B G 2 S, S— 4 - FLIRJIE
LR, ¥ Bk S, S— 45 — FLER B W BEER 4% LR S, S— TR AC R, B >4 Bk 7L B IR U B i o2
S—FLER MR W BEER , ¥ ik S— FLERNE Wi BRF2 AL S, S— TNACHR DLk I, FE% T VL fd
FI R, R- TAZCHES AN S, S— TAACER TR A& HH R- FLER AN S— FLIR IR S HAF 10 . it i%
THEAE RS, S— A BRI A B 2 A01% 220 90 %, SEARIE 2270 95 %, ik S ALk %2 /0
98% , s fliide =/ 99% o

[0032]  HH R-FLERAN S- FLERIMIR A WE AN R, R- THACERAN S, S— TR ACBE VR A 1L 7
A BETERE R, S— TNACES LA R, R— TIACESAT S, S— TN AC S 15 75 B (K%, 7T DLk A 4510,
K H R 295 R, S— TRACES M R, R- TRACES AT S, S— TRACEE th 43 B8 Hiske

[0033]  JLI% (1) A2, 1 4 ) A6 13 55 — 75 1 B8 56 DY D 1 3k — 2P 1) S e T B v AR 1
R, R- AACER AN S, S— TR ACHE B A 58, AT |43 3 4 | 9ol 2= 4l PDLA B PLLA. 7] L¥%
PDLA Al PLLA % & B bb G20 & (i, I G R IR ), M il 2453 21— ZR 51 (1) 5 7L R e il
YISIARE A4, FHX T PLLA BL PDLA H 51 &, iIX S il ¥ B A A RBEH (associated
range) [N KIGE MR AR FEE P (Form stability) o BORIX PRI EE AW AT HA)
AT DAFERR B (109 FR 9 A8 Ak, {EL R DR e () 2 , 75T PLLA AT PDLA 6 8 &, IX SEFE 140 R PLLA
W& &0 40% 60 %L W . HILHI &S AAEAMEAY AT UA T Z KA T, A
B TR VU FE K] 2 BT PLLA AN 88 SEIW R A B FH o

[0034]  FOCHEEE A LA B0 A K AT U EH

[0035]  fIF 1

[0036]  ARHBERACHESAE T BE / AERVR A R I ST IR PR R (S Hik)

10
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[0037]  [HIIIEES A IS INANE BETRAZER (2. 30g) « Novozym 435 (115mg, HAAZERR 5 &
B%) ETEE (2.9ml, STHACERMIEE/REE N 2: 1) LR TAER (6. 8ml) » ZESIRE 45°C ¥
TR & T s IR TR ACER VA AR« BEJS 1 it 28 45 B BUINAHR & 4 (45°C,
750rpm (t = 0)) o B 1% SN MHE I 24 /NIF o O TR AU R Al LB E () - FL
BT R-FRTE. (S,9-48 ZA M T HR. R, R -4 ~FER T . (S,9) - WAZHM
R, R) - AR H e 24 /NG B (R) - LR T BRI H AL 253 89% (BT
Higr=& ), HEAE >99% e. eo

[0038]  4i]¥ 2—4

[0039]  AIH JE A ACBRAE T B / BHIE IR -G W) A B0 M) A B o i ST AR G R R EE AR (4
ftt)

[0040]  7E 35 °C T Jf ££ 2. 75ml §J T 3k By ¥ M 1 47 £, M A IR T BE (2. 75ml,
30mmol, 3eq. ) F Novozym 435(200mg,14% ) ¥ M H e ACHE (1. 45g, 10 Z£BE/R ) BEfiF 7
NI, BT BOVE ) TR BT B O REA TR CIE T B N DCH AT o 7 /0GR & IR
Rz, F A o SORL ) R- FLIR T BR AL 2R BEJS , T VRS 28 /0 0o UK S N2 A I 72 g v
ArE ok, FI S I E Be ik B 05 Tk B 25 55 R A T S 2R 0038 B BT iy 2 50 3L
&2 8 IRKik.

[0041]  7E5E 1 KIAZGANEE 8 A58 Ja Ml R- FLER T B tb 3 -

[0042]
] | RS Tl
S I ,
B (%) AR (%)
2 i 92 | 7
3 BT E 92 35
IE >
O )

[0043] s LLERAH
[0044]  HiF 5
[0045] R FHIGER A FH B BG A e TR S B AE T I / TRERVR A ) v AR IR R B g (3%
4e)
[0046]  7E45°CF, fEALA BITEAEERR I 45 CIKRERJER S (LF) H, Pi—E WIEFE
W (S, S) - HACHERAT (R, R) - AT HES Y 50:50 I8 AL 30 & % MK EE T HE T . BEE
78 45 C N IE T BN TR BRIE W, /3R T B / TAZCHE M BE /R L 2: 1. il & S 2Rt
R, AR S pi 25 B ks B e I L A s 1T 2220 24 /A
[0047] B HL4E N Y T8 2 3@IE 400mm K (1A, % [BRA: I0 Ah IR B 1B 3R 380
A ASC, BT EBR AR E Rk (glass adaptor) b, YA 5g [ Novozym
435 (57301 e A AR 22 T BR B IR 0 8 B) BJIERLPR . R A Watson Marlow 1208 i 3/ 38 Al
1. 6mm ID Marprene HBUE R L4 Friddt . il kB IR )G , WA MR &1, It
IS SAHEIEE TR S o X OSBRI FE AT R, AT (R, R - 46 —FLIR T
BE ) R- LR T BRI HE1LIA R 80% —90% [X I8, B 7EFFELIEAT 3 D H Z 5, AL R IR N
11
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>80% , 3 H R— FLIE T ER A G224l N >99% e. eo

8/10 T

[0048]  #i|F 6

[0049]  SRHHEPAF)F BB AN Be A ACBRAE T B / B 3 2 3L (MEK) w37 AR IR PR 14 i
(4L

[0050] 7 60 /NI 2 N, H% 10g b ¥ i€ 79 2 5. 15¢ BuOH(3Eq) #1 50g MEK ( bk 41 Ky

1:1.5:5) KVERIRILAIIA 0. 500g [ Novozym 435 ([ 58 fk g AR A 22 ¥ BT IR D 6 B) 1
ANEEIARE . BA 2 /N g 8] B B E AT (K FORE AT HY EV AR R d 24T 20 B, 35 - PRV
TPABEATE (- AT E. R - AT B, (S,9) - 48 —AM T 85 (R, R)— 4 —FLIL T B5.
(S, S) - FIZCERAT (R, R) - PIAC BRI L (RIS S- LR T lR ) » HeAb A e R
85% , R- FLIR | BRI RO R ik il & 22970 599%

[0051]  f+F 7
[0052] IS TRERAN T BEMFLER T EeAN4s —FLER T lig 2818 Hi ok
[0053] 7 1L [ 3— SIS LR 22 25 W T 1 PR B 20 AR 00 28 #4011 BL R 15 1 R

TAE, ZAE A RBCA Perkin B8 2003k, iZ &K LA 250m] 1 R 8% . Wt R A
PharMed®™ BPT I8 32 & (MG 50 32, 1 JFURLEE 47 T %A i R EC— 1 A B LR S AL
A5 P AR ER I, 385 BT [E4A COA B Teflon MRl E %S

[0054] HH T AR EEMOFETAM (49 BE% ). R -AMIETE QLEE% )T B (7
FE%) RR-4-HAMRIETE CEE%) YA S,9-4i “AMETHE (1I9EE% ).
Tl AT OFIRER (S) - ABRIETE, LA (S, S) - AACERM (R, R) - AACES.

[0055] 5, (BB S in — SR A AN T B DL N AR AR T A, IX R RN JE R TR
KT ERNERAD., — R ES (i ~ 135°C, NENERE « ~ 117°C, &ML

B . ~ 77°C, B2 E = 500mBarA) , 5ELL 2. 5-5. Om1/ 4 Bh it 45 = 5k . U BE LT R4 %)
(K088 43 R T GC HEAT 2 Hr .

[0056]
s | psE | mmeR | AsE  maw |EdccEmmAE W
wa |/ BAC | ECe) | (Bark | RE ®)-
) () wWE | TR | Am
T
A 135-149 117-135 FO-76 500 453 99.5 0.0 0.5
B 148-154 136-148 36-66 500 25.1 98.6 0.9 0.5
C 147-133 138-147 30-36 500 10,1 96.1 34 03

[0057]  J@ ik fir H %) 702ml (609. 5g) J& K}, P 43 % 4 7 i (340. 11g) ¥ 4 By = A T
(4.5% ) (R - FLERIETER (44.3% ) IETHE (4.7% ) R, R -4 ~FLBRIETE& (5.9% ) .
(S,9) -4 —FMRIET s (39.0% ) LUK (S)-FLERIETES (0.7% ), REN (S,9) - WAEE
A (R, R) - HACHES

[0058]  7F Fir ik v BiF v U AR B I 3 R e (B9, Te) WU Ay TR (89 % ) AT B
(10% ), & &N 1 % MFLERIE T B,

12
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[0059] A EEIELE &AM, o 4 :250m] 15 & (Hastelloy) Fibas ( B WEAL) ;
HA 20 MR (trace heated) HJSURTE H¥SIRATE, Xk RAEELA Perkin H 2828
Tk, Z AR SLICA 250m] (ORI 7R 25 . SR PharMed® BPT MG 302 IF 038, 1 IR
L% 25 T B KB B B B R S A o 38 FEL P 4 ) e 2 1 T P AR R ) A B
o Rt HAFEA COA P Teflon FRIEE I HE 2,

[0060]  HH-TZZ&MM Ik (1050. 0g) A7 A (49 HE% ). R AMRIETE 21 &
E%) I TEZE%). RRD-4 - FAMRETHE GHEE% ) UK (S,S) -4 HMRIET
B (19 EE% ), AIRER S - FLBRIETHE LU (S, 9) - WAEEA (R, R - RACHS.

[0061]  FERTUGIE AT I U0 4 BT AL J5 , 25 N k), V8 1 38 2 R B4 B AR E i sk 1 2%
e RIFEZMN B2 E = 100mBarA s H#H RS = 100°C ;R M#Hv= 65°C ;ffkli%
= 4ml/ 4%,

[0062]  EEEAZEIBIE AR PR ERZ SRR, BT W) A VE L T 300 1% 1% R Dy kb DAy = 22
TER R ks T b S m A s (F2N8 R -ABRIET B (S, 9) -4 ~FLBRIETE) -
PRBRAN T I Y RIS A AR v 5 3 89 711 ] DR I8 2 3 AN 2R P B

[0063]

i GC SREBIH R (%)

. = © | ® |6y |&p (&9 |
I ) . . . , BB

{g) Nl | TEE | -Bu “Bii ~Bula “Bula T |

| 2B
La La Lia La Tig 5

1050. | 48.
JFHL 0 1 7.8 | 0.1 216 |19.4 2.7 0.1 0.2

| 11, | 53
1oy 1634 |0 6 02 |289 |56 0.8 0.0 0.0
B w
50y 13353 |04 |35 |02 450 |443 |63 0.1 0.3

| 95.
2 4222 |3 43 |02 |02 |04 0.0 0.0 0.0

| 10,
il 1268 |46 |3 0.7 |249 |244 |35 0.0 0.2

[0064]  Bula =3B T Bf :Bulala =45 ~JLE | BR

[0065] {5+ 8

[0066] 44 FLIER T HE MR LR T B b 2848t ok

[0067]  MJEEVELE A IS B, OUFE - HAMEILAI 250m] IS (Hastel loy) Fhk 2%, KA
FLAT 20 MR AN K LR RS U8R, RS I RE ETAT Perkin B0%% 28183k, , A BRI
A 2501 K7 4. B HI T PharMed® BPT M5 3244 KRB0 A2 , 3 JEURIAE 8 A T Ak

13
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(IR B — - B AR o5 Ak o JEE H g 4 1) 0 8 0L B A (R AR B . BT B
14 COA B Teflon PRI E 2,

[0068]  FHTiZz& 1B 5k (740. 5g) A7 A (<0.5% ). R)-FAFRIET B (46% ) ;T
BE (3% ) s(RR -4 —FARIET B 6% ) BLA (S,9) -4 —HAMIE Tl (44% ), LRIRE
(€0.5% ) I (S)- FLERIE T 1&g, A1 (S, S)- NACHEE M (R, R) - THACHE

[0069]  {EMTUHIE T8 I 115 FTIAES 5 , 28 N Uk, 8 7 3 2 R0 I B B B0A B AR e iE B %
e RINEAEFRM A H L= 35mBarA s FB 2RI = 150°C sfERE M= 110°C ;fHbkHE
E= 1-4ml/ 580, 7EEEA RIS R PR FRZAA AR, BT A= A vE LR

[0070]

o JBI G A BMR W)
IR ~ N T
e L , R 5,8~ | (BRI~ ] 8.8~ R.R}=
{g) WEE | BuOH|(S) ~Bula | - o
Bulal Bulala | Bulala | 22 Ps | F2clE
SRk 7405 | 0.2 32| 0.2 45.9] 44.0 6.3 0.1 0.2
o 2776 | 00 | 50| 04 93.9| 0.5 0.1 0.0 0.1 |
hserma 3806 | 0.0 03| 02 17.7] 70.7 10.3 0.3 05 |
A 106 | 120 | 761 09 10.8] 0.1 0.0 0.0 0.0 |
HURE 53.1 2.6 071 02 16.1] 69.5 10.3 0.2 0.4

[0071]  BuLa =L ] B ;BuLala =45 —~FLE& ] B

[0072] 2243 Hr, AW :93. 9% 1) (R) - FLER T Bis :0. 4% 1) (S)— FLER T R 5. 0% [
TEE0.5% 1 (S, 9) -4 —FLIR T EE 0. 1% (R, R) -4 —FLBR T EELA LK 0. 1% (R, R - TH
ACHE

[0073]  #IF9

[0074]  TRIACHR BTk

[0075] VP4 T ACEREAS VAR R E iR . VAR HEP I AR >> IETEE > BT
B

[0076] FE35°CT, NACHRAEIE T B / W& R (RA 3 HEMEE) FREM LT
1. 44g A S (10mmol) /2. 23g 1F T B (2. 76ml) /3. 17g Me,CO (4ml) ( BF, 1E T B : 7 Ay
1:1.45v/vEL 1:1. 42w/w) »
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