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[0090] 755 = J5 [ S5 — A9ty v AR BRIt 1 il el s a2 e M 2P e 5
(1753 U7 12F) 27 HEE T PR () i sk 2D &S 1) — KL
ey G1) AR Gi1) RMTEGRR (Gv) BRpTel RO SN, TE R 25 ek #h e X
E2E A1 A1 (b) i sk SR E A 2E (55 (1) XXCH,C (0) OR’ 1 AR LR
BEg, HohXohak FICL Br AT 2% HR NG, Skt (BN 5D « (i) ki (111) AR imma:
JE BRI PR (B e s iy T 3 ) SN T s B ek b e Ui Rer e
“5W.

[0091]  ZE S —A 5, AN TN ESRIE T 301 TEk L U DL NS — AN S AN/ sl LR
ER/ s RAE el e R T5k3 . 1-3. 8H T —F b Aty i i Fil g

[0092]  ZE S —AJ5 i, AN TN ESRIE T 2T 8k2 . L DL NS — AN S AN/ sl LR
ER/ s RAE el s 2T k4 . 1-4. 8F T —F W Aty i i Fil g

[0093] 7 S)— A5, ARA TN AR TS 5 2B Jake e S Wi 24
YRR LY

[0094] & HATEA

[0095]  {E—NJy T, AL IHER AL T il e 2 s BB Tek1 . -1 6 F R —F 1k &
W) 75k O 11) iz i adsan NP8 () i s s B R RE (ka5 () R
XCH,C (0) OR” (M p AR L 3L AR , ForpX e FICLLBrANT WX 22 HR G, Jidk (BN %)
(1) ARZE AR (111) AR 2R R SR B s O M sl A Y (i sl PO T 365 0
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[T, FE R s s SR 2 L F R 5 B (b) 1R S PR IE BB AR 7, 15 80 B 5k
FIEAIALT Gl 1-1. 61— & AE— 2500 )7 S, Tk 5 iE e e s 201D
AW IE (LS.

[0096] (Tt 209 (a) FI (b) FEAT E siA LI 2L FFR TRMATIIG AL B BT o 15— 2L 501
J5 % PR () F1(b) 75 BN SN 2 dval— A B I N A s AR IR T o

[0097]  friZ 5 1) Iy — AN S0t S b AR BHER it T il &l sl s B Ay 21 a2 1-
2.6 E—F MM SNk O5ik2D) iz At M2 () i uk B U =2E

A (1) 2AXCH,C (0) OR IR SRR , FhXohk A C1 Br AT 2 HR AC, bt
B BN ED) « G i) RsEIOBsAN (i) (R0 nOm S B el A B My sk A 2 (B b Bk
DU T BIR ) O, TE Rl 5 sl SR T 2 s 2F H a5 A1 (b) i 2C2F A0 S PR E UL R
L AR B 2T (2. 1-2. 6 —2) L &9

[0098] (Tt 209 (a) FI (b) £EAT E sA L 2 2F FR TR AL B BT o 5 2L 501
7% PR () F1(b) 75 BN SN 2 dval— A B I N A s AR IR A T

[0099] R T U511 Tuk 2120 55 (a) BB AT LSS B 5 78583 (Bronsted base) Bk )
Wt , AAE Ny SE A AE ek (B an = e s = F % NN - PR EE O 1, 8- R BUAR
[5.4.0]F—fx-7-J (DBU) Bk1,4- —EZMIR[2.2. 2] 3k (DABCO) ) E b (AL e
A A EEER (IR T BN | ) JARIR SR (9 AR B sl Ak R B kTR
POk IR HE) SRR ER (B ANRRRR PR o e kM SE 77 6 , RS k< JE el < Jm (il an
BRVER L HE VIS IRRIR £ o AR B I S0 T ZEFR, T iR i IR B

[0100]  FT-J5 k1 T2 I AR 4P 88 (b) A IR R P BB B AR (b, T LB AE
{1 ANPR SRk P A B A S A« PRI, 140, 24 PR AP AL I 2 Ao e 2l o S B 2 (il £
SEFRIL) Bl TS TR, B CR3 PT DA AN i PR AR 4 R A A e (Bl SE A AR L
Bk S AN KRR SERR o T, IR OR AP A T S Bk n] A ok T3 B (e ok
PR LR Bl B TR ol — S SR AL R 25 o 5 2 FH AR B R A OR P77 e e 23 T LAl 451 4
LEME A Ak sk A sl i 2 i 41 = (S5 O ML B b 25 63 RT 1T
FITaR OR3P 28 BRIl A 1 H e 9240, 2 Il Theodora Greenfl) “Protective Groups in
Organic Synthesis” (Uit : John Wiley&Sons) »

[0101]  FE ety S, PRPPIEEBIE 2 R PR P2 , A0 FH AU AL A AR
FEPREL S N SRR L R T SR AR TR Sy S, iR LT 2 T2 B (b) P DAk
ot R R 7K R 2 R R /K A T ke S TR BRI TR e 5 (8 T B PR R R A T an e A ATV 51
(B2 FHES THE L LT L Lk CRR sk R A1) WIS A s B & s i R A AU
(Blanzl =5 CFR (TFA) B A1 B A HLVA A 40— BEE I TFA) E T A2 1 St 5 56k
AETKIR IS BUS TR RAE AN LA (BN CER) HR I IR -

[0102]  /F—2esi )y S6rh, A1 Tk 21D BE (b) AERRIMESE Nk AT A3 IR bk Eh B X
LTk 2T S B, SO m] DA FHER R ul A IR it A T, 15 21X Tk 2 e S Sh ek
AR AL A L S T R, TR T2 B B (b) AEFRME &5 N R T, I R N TR &
Py s B AR A TR B R, DURTS e sU s TE 2 T &« 24T s H Rk i
PR B R B S JCH LR, Q5 Sa e S ) R b AR R S 3k (191 e i< SR et 1
< JEA, £u4ENaOH KOH . LiOHNH,0H. Ca (OH) ,+Ca0.Mg0Na,C0,.K,C0,Li,C0,NaHCO,KHCO,

27V3 MYy

15



CN 113195450 B W OB P 12/43 T

LiHCO0,.CaC0,MgCO,+ (NH,) ,CO,55) , (T2 1 kg /K VA0 (An el S A it /R A B B AP /K A Rk,
2IK) o

[0103]  FE—Uesiji 5 s, 51 Tek2 Doy Al gt X1 Tk 2 Tk G 45 Sy B il 45 i
FR DN ER , 9 andh i #h ok 2R ER Eh o AR A SR IR - S5 il X S Sl A £
RIT AR, iy 71 Tk 2T ak 5745, 1-5. 42— #F ik 2 H S8 RIS 2 1t 14
JEZLIT (B 75 G L T e 2 T A o 51 an , i AR B 5 3 rT LA B = 5
/NT-2350ppmEiEk /N T 291 0ppm ik /N T2 5ppmisk 2 0ppm i1 A L Tk 2 T 54

[0104]  FESE— RN E STE T AN TN BT T

[0105] 5.1 53112l 1 1ek2 b &5 W5 Bl e a1 . 1-1.68%2. 1-2. 6 PfFE—3%
&Y.

[0106] 5.2k Tek2Tek5. 1, Hoh1E MIFsk2E M2F LS R H5EB 2 AP - 21 3L
, FLHPLE I CH, € (0) <C (0) OFIIS (0) ,, - H I A Z AR s AR bE 38 O B B B )5 Bkl -
OR , HrpR Shyloedit o3k 5 Fhbe Fhal e Bhbe Bt

[0107]  5.3757k5. 2, HoA (R4PIEBIN IR (Il Anbe et sl e S D) |, 91 4B T et
TSI O L, sl e B St

[0108]  5.4757k5. 3, HFERIFEBN L.

[0109]  5.5757k5. 2, Horp R FEB AU 3L, il an-F 3 4 - A L Ak k2, 4- —
FREE L.

[0110] 5.6 /7k118k218k5. 1L DA NEAF—3 , H AP EE (a) RGBTSR N S LR
B SERg ek R G R IERERR -

01111 5.77k118k218k5. 1L LA N EAFE—3 , H AP (a) KR CIREEEERRIOR 3]
e [ LR 3L

[0112]  5.8751k5.6uk5. 7, HHpq AR ET R NIR O IR R

[0113]  5.9)57k118k218k5. L KDL NEAT—3 , HHp 2P B (a) RO IREE A RR VAL . 0%
2.0 E B0 .5 k1. 15 1.3 E kA1 . 25 Y M AEAE

[0114]  5.10/574118k215k5. 1 DA NEAT—2, Horp 2P (a) 1R 7 BT 5 7808, B4
6 R IRER EL PR h N R AW o

[0115]  5.11757%5.10, HAEEE () BB BRIRERAR, (5 4nhe 5 JB nl b 5 SR IO BRI Eh 2k
IR SR G

[0116]  5.12/57k5. 11, Horp BB (a) BB [ R EN IR B IR 20 Bl IR VB , kL
e,

[0117]  5.13757%5.12, HAUPEE (a) (OB EFEIRERER, (R 2801 . 03 i il a1 =22 &t
k21,35 1.5 H .

[0118]  5.14J57k1T8k215k5. 1 VA NEAT—3, H AP B (a) A8 JEm sl sk M i b ok
BACYD, ANt B e B A R IR TR sl Y B R R A B i
B (Y T R B i R) .

[0119]  5.1575745. 14, H P8 (o) WAL,

[0120]  5.167574118k21uk5. 1 A NEEAE—3, o I T20 88 (a) VA NI . R
o R

)
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[01211  5.1775745.16, Hop 12058 (a) AT D IR o

(0122 5187741 TH2T55. RN FAEE— %, SRR 53 o) SRRk S22
R KRN (BIAnRR sl i e A1) BRSO AY o

[0123]  5.19757k5. 18, HA iR PEE (b) MERYE KR, ] anyK e sl /K R RR M 7K o
[0124]  5.20757%5.19, iR R M /K il (AR , e FI 3hIR SRR IR « SRR A
R, fEe i T AOER (1914010~ 30275 2 R AUFR)

[0125]  5.217575.19, R MK S s (e 3R KEA I AN IR Ik s THR HR R

[0126]  5.22757%5.19, Horp AR B MR /K il G A8 AT /K VRIS 1 K sl - B 59 (B4 7K -
FRZ K- CR%) IR «

[0127]  5.23)57k5. 22, ik B OR3P0 2% (b) BHE T QR Fh AR (D140 AcOH
11933 %w/w HBr) .

[0128] 5. 2475755, 18-5. 230 E— & FOr A To 4725 B o 0 2 s A S O
H TR P BEA G A5 AR 741 (BN C R TG  HH 350 T 250k« i WU SRR V1, 4- Rk
s AR S, SRR —Fhak 20 Beikwl bl 271 , AR b bR 2505 .

[0129]  5.257)57%5.18-5. 24HT—3F , H 2P 8 (b) el A= A Tak2 T S PRI sk
T (BIAHCT scHBr#6) |, AECHR BB (b) i B 45K 1 Tl 2 T SR I sk S 2 e
AERL R BRI 2 Fh AR B

[0130]  5.26757%5. 25, Hoh it i AR BR okt s Tl 2 T S iR I sk s 2 2 5 L
ik (B ik JEB il - < JR ) S A A Bk Bk TR R sl iR A ) 57

[0131]  5.27J57%5. 26, Hrh Frl oAU S i, AR A =UKIE S (BIn25 %6 w/ vir) &
7K)

[0132] 5. 287575, 18, FLrFTAT RSB (b) S0 S, BTt LA
A B (FIAINRE)

[0133]  5.29751k5. 18, Hrh T AR P2 B8 (b) A2 S0 SR, 490 40 B0 456 1o 31 <5 e e 1. 791
(sl ) A e .

[0134]  5.30/5741Tuk2Tuk5. 1 M DL NEAE—55, Hohrd s Teke b & (Bt . 1-1.6
52 1-2. 6 PAE—E& S 1 N EASRAT , BN o e e sk 4 b i i Qe B Rk
BERIEAD .

[0135]  5.31/57k1Tak2Tak5. 1 DA FEAE—55, Hoh s Take b &9 (a1 . 1-1. 65
2.1-2. 6T —F W) DLAEAS T4l e GRS, 10k T-90 & % 41, sl fFl an k195
H % 4l, HL 21005 = % 4l

[0136] 53277k T2 Tak5. 1 DA T 4HE— % , FOBTA sk 1 Tk2 Tk A (Bl . 1-1.6
2. 1-2. 6 E—F &Y LAz e B, iF e 20 $-905 AT ey 45 it A
[0137]  5.33)57k1Tk2Tak5. 1 DA MEATE—55, Hoh X Take b &9 (a1 . 1-1. 65
2.1-2. 6 E—F &Y AR B in sk sh e k15 .

[0138]  5.34)57%5.33, Hrh=ITek2 b5 (Bl . 1-1.65k2. 1-2. 6 E—F 1L 51
PEde F SRR VAR IR ER MR L TR £ - TR ER =i SR ER Bk IR ER 1 i sk £h 5k
RST8] N T S VA

[0139]  5.35)57%5.34, b= Tek2 b5 (Bl . 1-1.65k2. 1-2. 6 I E—F 1L 51
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VENERER Eh Bl EURBRERIRAT , 1Ay o] (A Sh R Eh il Sl R R Eh i 5 4 ot ] R R B h il SR
MRER IR

[0140]  5.365 7k 1Tuk2Tuk5. 1 Je LA AR —2, HH Frad J PAE AR o) B aloR 2t 1Rk
2FHRTAMAI G &L N AT .

(01411 5.37 57k 1Tak2Tuks. 1 DA NEFAE—, HLHR LR (a) 1 (b) £F BN SR Ak —
HIE R I SN A PRI T

[0142]  5.38)57k1Tak2Tuk5. 1 R UL FERAE—, U Take Tk &4 (Blant . 1-1. 65k
2.1-2.6H{TE—F &) LLEA /N 2950ppmfli « 5 /N T 29 10ppmi« 58 /N T2 5ppmfi ak
2)0ppm L AGRAT -

[0143]  5.3975 71Tk 2Tuk5. 1 LA FERAE— , A Airad 7 ik (04 FH AR SR iR 1) i
HAEA G TR 2 T S PINRIE RUe 2 LS Bl e sl SR L T sl T &y
I (e) .

[0144]  5.40/51%5.39, Ho 2P 3R (o) SR St E X1 T ek T &9, IF H I frg
D3RR R AR s e U X T T S A BGh R A ans@ i R 2 2 (Bl e
0 X1 T2 M S8 () .

[0145]  5.41/51k5.395k5. 40, HoHp T Jy ikt 7 o3 lansX3. 1-3.85k4 . 1-4. 8k =X
INEPALA=x P

[0146]  5.42757k1T5k2Tuk5. 125 . 41HE—3, Hoadb— 2D AU il A Sl R A 2 S i )y %€
HFT IR I ST A LA 2D BR

(01471 a. g M A &P« A g sl ST M 2 - IR S B sl R TP 2 4 - iR e i
(LUK E IR SN, AR E CERIA I RO 5

[0148]  b.an Ml ek IE N 1cs2cb &9 () B IMESPnd U IBI &
Wy AR Foh AR A LA S 5 = CEE W REGORT FRRR S, A (b) i3t -2k
PR sl TPk B B A A iR, 1 2l 1 CaleCit &9 , AR b T Eh AT o3
HIS- bk IR AE B AR 3 LB EA T

(01491 c. g0 il &l s sl SR DB 2D & W AR A7AE B, R AP R AP2LC
B 2CHE EIIRINRIE 5

(01501 d.an I il el B sk ER P AU AE B2B &1« 4l () —2RENI e« (b) 198 5 )
A () BRAMTENY (d) Fpak — it 5 DD SRR .

(01511 ¥ 55— 5, AR W Bt 1 il &l sy sl P A1 T 53 . 1-3 . 8FE—F 11k
ST O5ik1)) iz an M2 () s a3 B U NE va S () 1L
XCH,C (0) OR’ AR B AL TR , HorhXOha H CLLBrANI Y X 3 HR JhC, Sk (Fansb)
(1) AR AR (111) FEde i R el s MUY sl v (1 anmivb sl Y T BEi i)
SR, Rkl 5 sl AR S AR R AR 5 (o) SR IR SNk e SUB PR 47, 1521 2 aldh
AT Gl -1 6HE—2) a5 M (o) T i S S L T S P ke
R, GBI B A1 T (3. 1-3. 8F T —29) (I &9 s AT e (d) B
RIS WA D ERIE A BT 25 ERE A Tans inpicsh o X (B an PR £
B0 LT (563 1-3. 8 E—&) M &1 A28 5056 )5 2P, BTk )y il 454 1D
W EYEEAY I IE L S R
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[0152] 85— J7 1IN 73— A5ty 2 b, AL Bt Tl & ok S e N2 k4 . 1-
4 8 E—F SN Tk O5ik2)) i aisan M5 (a) fElr s sl B A2

e EM (1) 2XCH,C (0) OR' IR SRR , HAXohk A C1 BrAT X 2 HR AC, bt
B BN ED) « Gi) ARsEIOBsAN (i) (R0 nOR S R el a2 OB Mk A 2 (B b ik
DY T BRI D) N TE Rl sk SR B AU s 2P Fh R (b) fil 2P S TRE EUBLOR 3,
RN B 2T (k2. 1-2. 6 FAE—3) b5 A1 (o) F B e 38 A 51 T
AEPIMIRIE SbE 2, 15 20 sk s 2T (k4 . 1-4. 8HE—3) I b &1 s FfEds
# (d) Kl e A2 T e G R 2 BT 25 R B ol dni i sk #h 72 X (191
WHERRERR 2R TE ) 12T (k4. 1-4. 8HT—3) B W - 5 — e 52jit 5 S b, FiT ik 5 ik
R 2D S L R 2E LS b 3R

[0153]  FERrA /5 1H , J3 i1 JR2J 025 B8 (a) A1 (b) FTLASY BUAREE DA FO 77 i L TARI2T A 4%
55 . 1-5 A2HE—F iR R A T

[0154] & H Tk 1Tek2 R0 3R (o) MO A im0 Q - X e 54, HohQidk 14 - (4-
TRARTL) -4- AT B3 - (4-ORAED 3L, H HIH A ORAE E il T ) B A3 . B e
SEARSUE L RIS TR AZ U R S 1R SR o £ — RS 5 ZEFh, Xk &R VL C, BedE
e A 2 (B G FR R S 258) AT R D B I S R () o e S 2 4 - A 2 KT I
SASE A XA AL )

[0155] sy ZErh, 75 1 Tk 2T 85 (o) RIdE—20 A0 0l B OB 1 BT PO B0 4%
BB T A AU, Bl (BIans . = NN - i O aka- (%) e
(DMAP) \1,5- " Z<WIL[4.3.0]-F-5-%4 (DBN) < 1,5- —%(ZAER[5.4.0]+—HK-5- 1
(DBU) ) ; B ICHUBR, ana b ¥ (ana e sl AL SRl L ) B AR CAnC T A U T ek
BT EEER) Y B R (AR B IRy A sl Ry ) sl e T ki IR IR ER 5k ik
FR TR IR £k ok U5 (Al < 28 VA5 B S s O BRIER 26 AR PR A 3k S A A W el B PR
) AT, PEE (o) 18 P B TCH Uk, I b Bl i b, JC e Bive B o 3 B TS
FCFEAR M -/ SRR BT -7 55, BN S - — ke s — FREE R . — 3L O
TN RS L O SN S R S AR 1 S T 26, AR (o) Auh 1 TEk 21
EW SR - 5-3- (4-FR D) ML H = % RN R BT IR
ERIIBRIT SR o XA PRI, AR & AT DL ML (1400 01 2 8) 21 & (Bldn1osk B %
M) [T B AR Sy S, SN L. 010, 02 (IR 91403 . 0510 05k4 . 0%
6.0 = [BIEA T -

[0156]  HJyik1Tek2] 2 B (o) 1 2101 T ek 2 T & T AV s S idak £6 5K 1 o 1t B
FIERTE B TERR IR AL , ARk ARFR £k - U R £k (I anshfe £h) FIRIRER (B an LRk
R ER) o N1 Tek 2 Sy i sl b 2 AT A e AT i B W 7 TR B4y
sl AE— 2y S, PR (o) IRV AT AR AR NI4T, X 7] DA se v SO
RAEYh o AL T s 2 T S P i (B g ok KT /A HLARE, A/ ks o e ik
A1/ B ik AT B RV FIDTHE , A/ st 22 A SN ) o 5 —28 50000 56, 208K (o) I
REAE AT IRIIAFAE B EAE /DT 1255 (400 524 1 ulk 55/, sl &) (BRI f7 /e Rk T,
FEAE YA B A BROAEAE NI T 28R (o) mTRA= AL T a2 e S i sk, Hoh £k
IRRIELL AT A FUBE S A5 AN, an RS Te 2 T &9 FH A0 _F e B E 1Q- X9 HLAE
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AR AEAE N AR, MR 21 T ek 2 T S T LAVE AR R T35 P X PR TR Dl £
AT Wan, anAGE S, M1 T s T ST DAL SRR I #h TE Ak AT) o fE— 28500 7
S AP R () 1R SN Y1) P 58 B 7 R el NG i oo i O, (AR i 2 ip sl SO TR N
HIER (BIAERED) , FEBGRTT TIE MR hipk sk (BlanshieEh) r=t1Jske I &4,

[0157] ety ZErh, Ty k1 Tuk 2P 88 (o) 158 T e (BRI @S iide 20 120
L&Y, Bz e o B/ sk alift, SRR e it 20 3R () DR pr U1 T ek2 J ik &
Wi BT R D AT iR s L T sk 2 T S 3R JE 20 431 ] 25 R T2 2 (9 4 I sk
D) A BRI Ty Z I B A/ kAl R S L T sk 2 T SRR I R T A A
PGS ARG i e e A g2 b &9 R e e Bz e S WAL i R TP
1 (BN sk R T2 20 7248 T B R m el R/ sonl in L i 2= Rk J e &
) .

[0158]  Jy7k1Juk2 P88 (&) nl LA (1 Juk 2 T S e s i 20 9 ik M IR A /K
WA AR R sl e P TR SR SN SR AT, A3 B0 A & B X LT 22 T AT 25 1]
FR DA ER o 185 Y IR 2 A LAY, A] DAL RS a0 #h BR ol HHOR TR o 4 0 T — TR
(B anER RS FHOR TR 1, 2P (d) A DA AR s i pl Shul — il , X H 1Py FIFORR S537
BRI EE R 21 B (A0 - LA B EE R 22 1 - 21F0E S i EL D)

[0159]  fiZ 5 IR E St Ty 2R, AR TN AL 1

[0160] 6. 1571 k2T, Hh 1 Teko b 594 BUEARIE R . 1-1. 6852, 1-2. 6T —3
&Y.

[0161] 6.2 53k uk2]uk6. 1, FH 1R FIIFEk2E FI2F L S0 AR 5B 2 2P - ZI) &
, FH AP H CH,C (0) +C (0) OFAS (0) ,, H H I FRZ AR de IR S 2k O 36 B B 0 Bk -
OR AR Aylede 5 he 5 Kb Bl a5 Lt

[0162]  6.3/57£6. 2, H A (R4FIEEB NI EL LD (il anke i alobe S| AL D) |, AN ] 0%
B RS O R A, R B IR A e 2t

[0163]  6.4)57£6.3, HRRIPEBN L.

[0164]  6.5757%6. 2, HA (R EBINE BRI, Blan-F 3t 4- AT A ek2, 4- —
P A .

[0165]  6.6757k1Juk2]uk6. 1 VA NEEAT—55, H AP g (a) KRR RE N H LR
PARRER OB SRR -

[0166]  6.7J57k1Tk2]uk6. 1 VA NEEATE—55, AP B (a) KRR B EERR IR 3L
e [ IR 2 3L

[0167]  6.8757k6.65k6.7, AR AFREIIERE HIR AR TR

[0168]  6.9)57k1Juk2]uk6. 1 DA NEAT—3 , HHp 2P B (a) AR OB A RR VAL . 0%
2.0 B0 L. 5 Bk 1. 1551 . 3 Y i 5k 21 . 25 Y T 1 A AE

[0169]  6.10/5741J8k2k6. L e LA NEERAE—3, DB (a) IOTROE A B T & 1808, 41 a0
95 1 il i 2 R SR AR k. M TR A0

[0170] 6. 11/57k6. 10, Hrf BB (a) BB IRIRER AR, 1 A0Ak <5 J8 nl i 1= IR ORI 2k 1k
PRIR AL, iR &,

01711 6.12757k6. 11, H AP EE (a) FOBRGE 13 IRFR AN AR FR B IR 2 BN sl i PR S B, el L
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IEAER IR

[0172]  6.1375746.12, H AP 3R (a) UL FERRER B, AT 2E 0 1. 0 3 i Bl i1 =22
k1.3 L. 5 YR

[0173]  6.14J57k1J5k2Tuk6. L VA NEAT—3, H AP B (a) R dE08e JEm sl sk i ik ok
B, BNt B e A B A R TR TR sl Y B R R A B i
B (Banny | B sk i)

[0174]  6.15/5746.14, Horp 2P 8% (a) RUdmHm LY.

[0175]  6.1675741Juk2]uk6. 1 e DA N EAE—3, Horp 12098 (a) IR A1 0 PO B« bt
i R

[0176]  6.1775746.16, FHr FIT20 58 (a) HITA A I .

[0177]  6.18757k1Juk2]uk6 . 1L VA NEAE—3& , A BipR 0B (b) SEFR B 11 2407
ST IKAR SR, (B AR sk i Ab) Bl SOny

[0178]  6.19/57%6.18, H AP Sr3 DB (b) FRME/KAR , B 07K ME Bl AR PERR I K iR o
[0179]  6.20757%6. 19, FLFR ATl R PR 7K BB TR A AL 711, s | SRR R R ViR
THETRAIINER , AF ok B AUER (Fan10- 307 Y B IIRD) »

[0180]  6.2175746.19, H A AR ER YR /K AR G FE A F/KIA AN TR Bk sk THE FR TR o

[0181]  6.2275746. 19, H A FTARRR /KR L5 /K PEIA T A /K sk - BETR &4 (B 7K -
FRfS a7k - Z8%) HiFR «

[0182]  6.23)57%6.22, FLFR BTk B AR 4P22 88 (o) G4E i TIAE SRR FR U Z0R R (191 21/ AcOH
H1133 % w/w HBr) »

[0183]  6.24)57%6.18-6. 23—, A TR R PP BR AR T AR IR u AL &, O
HFrids P B B RE AR A (BN R I TSR T SRk O DU ZARKR 1, 4- ke
A E, BRI — el 20 Peik A ah sl 21, AMBITR =i 51

[0184]  6.25)57%6.18-6. 24—, HHUPEE (b) AT 2101 Tek 2 T SR D h
JEF (BIAIHCI BiHBr2h) |, I H AP BR (b) i 4K U1 Tek2 L SR I sk T U
AER S IR AU FR R B

[0185]  6.26/57%6.25, FLrp ATk AP BR A4 L Tak 2 b S sk £ T2 5 oAl
sk (0% iR T ek - < IR I S A ) BE 3k IRFR SR sl R S h) &7«

[0186]  6.27/57£6.26, H AR TCALIRCN A S B AL A 20 KIE S (1425 Y% w/ vt &
7K) .

[0187]  6.28757£6.18, HAHTAR BRI LER (b) SEAAF 18, Bl U iR/ LA
AU (BILIRIE) o

[0188]  6.2957£6.18, H ATl i R 4725 B8 (b) S& S A0 SO, A5 40 B0 475 1o I8 <6 e e 1 7
(B sk A A fE b .

[0189]  6.30/5741)uk2Tuk6. L DL FEAT—3, AU Tek2 b &4 (B4l . 1-1.6
2. 1-2. 6HE—F L E W) VEMENASRAT , I ANTE N JCE T sl 45 b A Gl Bk e
AR .

[0190]  6.31/57k1Juk2Tuk6. 1 e LA MEEAT—3, Hp U Tk e Tk &9 (BNl . 1-1. 61k
2.1-2. 6 E—F 1A LA 1 2l IE =GR AT, B Ak 1905 & % 26, sl 4k 195
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F % al, K T98.5%2f, 21005 5 % 44,

[0191]  6.32)57k1)uk2Tuk6. L R DL FEAT—3, A U Tek2 L &4 (B4l . 1-1.6
2. 1-2. 6 T—F ML &) LA T2 B, i R 20 3845 AT VBl 45 it [ 4
[0192]  6.33757k1T8k2Tuk6. L DA PSR —35 , Tk e b &9 (At . 1-1. 65
2.1-2. 6HTE—F L&) VAR IE R B AR I 5 12 X 5kA5

[0193]  6.34/5746.33, Horp U Tek2 b &5 (gt . 1-1. 62, 1-2. 6 T —F 1L 59
P Jyide F ERER £ R Eh L SR £ AR £h « LR Eh - = T SR Eh sl FRIR 2R 1 e b 3k
5, R S BRI B R T 1521 1,

[0194]  6.35/5746.34, Horp U Tek2 b 5 (Flgnt . 1-1. 62, 1-2. 6 HE—F 1L 59
PE R R R B SRR ERARAT , BIANTE D [ A ER B h el S BRI Eh Bl 45 bt [ (AR R h el SR
FREARAT

[0195]  6.3675741Tuk2]uk6. 1 b NEAT—3, HOFR Ak Iy A4 R B R 2l U1 F ik
2P ARG O N 2EAT

[0196]  6.37J57k1)uk2Tuk6. 1 K DA N EEAT—3, HH 2P B (a) A1 (b) 72 3 SO 25 sl —
BRSO A AR R AT

[0197]  6.3875741Tk2T8k6. 1 DL FEAT—3, Hoh X1 Teke Tk &9 (Bldnt . 1-1.65%
2. 1-2. 6HE—F &) ARG /N T 2950ppmil s /N T2 10ppmil 557N T2 5ppmi ok,
£)0ppm#l1JE R GRA T -

[0198]  6.39/57k1Tuk2]uk6. 1 DA N EEAE—3, b prk s T ee2 Tt 59095 5l 3. 1-
3.88k4.1-4. 89L&,

[0199]  6.40751k1Tek2)uk6. L DA R AT —3 , HArb B (o) IE B L7 im0 -
XPIE A, HorhQuk 14 - (4- 50 R30) -4- AT 2R3 - (4- RS0 AL, I HIH X
RO E I B R (B anA 0 2 RIS & TR A2 I SN I B AR o

[0200]  6.41/5746.40, FH AL pIX0E H & B VL C SE RIS S 2 (911 F e g AL 20) A
AR ER TS BRI AL (B AR S e 4 - RS FE PR O 4 - I R ) &
[0201]  6.42757k1]ek2T8k6. L X DU AT —3& , Hh X e e S i 6 Qo4 - (4-9i
IREL) 4T R

[0202]  6.4375741]uk2T8k6. 1 M DL NS —3, Hoh X1 Tele b S 2 4100 3 - (4-5%
HEAED) LS

[0203]  6.4475741]8k2T8k6. 1 MDA SAE—35 , Hoip FrR e b A4 - &0-47 -5 TR
1 -54-3- - oKD .

[0204]  6.45757k1)uk2Tuk6. L X DL R ERAT—3, DB (o) & 1 2323 Bl 22
k1. 257 1. 75 ek 291 . 524 LBl . 3575 1. 65 X4 I B2 S0 7 (a1 - - 3+
(4-FARAED KD -

[0205]  6.4675741]uk2]uk6. 1 DA I ESAT—2, Horp 2P (o) i B4 18 B 1Rk, 191 i AL
Bk (19 Qn et B JCATUmR (B AN I 2k 5 SEm 3k IRIR £E IR IR 2 2k B R 2h sk A S b
YRR

[0206]  6.47757):6.46, HHULEE (o) (8L H — L s 5 N3 G R B R B o
[0207]  6.487576.47, HAUPEE (o) BB N = LHeek — S R3E .
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[0208]  6.49757:6.48, Hh = 4wk — SN ORI AR R N1 R 10 5 B an252102Y
B4 62 5 B 25 Y 414 .5-5. 5 i,

[0209]  6.50 51k 1Tuk2Tuk6. 1 DL ST —3, Hoh B3R () gk—2 i oh LR b i h
(B v B ek AR | AEe 0. 755 1.5 5k 1 551 . 25 1 5k 1 Y 1 L il 4n0. 9-
1. 1Y .

[0210]  6.51 7571 Ju2T8k6. LU N SEAE—3, Horh 12088 (d) a7 — FRAEAR
[0211]  6.52757k1Tek2]uk6. L VA T ESF—3# , Hh U1 T2 I G e WP B (o) DA
ISR -

[0212]  6.53757%6.52, H A i NN T ek 2 T S 2l iDL N BB
[RAR AR B G) FAENUER BN R OER) FUKRRE R SR &Y, (11) 75 EA L
2, FEE B N e A = /MARR, RN (111) AR MEIEF (Bl ke 1B Rk bt IEC
B~ PEBE IE BT IR BT RO B L A1) R R TR — R = HIR (AN =R) , ¥l
SUBOB/ UL S

[0213]  6.54757%:6.53, Horp I T2 B a1 Tk 2 JTE S 0 75 15 B 40 M B 1A 711 (ilan
15 ~ PRI/ 5 FREE) e b= PATS 2030 s il A i 20 3R (9 FH R iR v AR =42 )
K i BE IR A 1/ P R F Fh EE A )

[0214]  6.55/57%6. 54, HA iR =Y M\ oA F TR &4« B A PN - TR sk PN A - £ %
CREHEE SN, A 2 R Eb B 5 152105,

[0215]  6.56757%:6.55, H v E 25 A IR - FR RS, N RS FREZ IO Ee o2 154 0 1, 44
W3- 1AL FHR .

[0216]  6.57/51%6.54-6.56 HfE—3& , LA pirak 75 i 048 FH OISR =il e —
TCIEE ] (B Anpa R - ) FE 45 b

[0217]  6.58751k1Tek2Tuk6. LV T EE—3 , Hh U T2 J b G2 MR B (o) DAER T
T BIANER I Sk (BIAnERFRER) SRAFHY -

[0218]  6.59/51%6.52-6.58H{F—3F , H p2P B (o) SR aIE A no 1T ek 2 It &
Yy, 3 HIL PR 5 a8 SRR A 20T A 2L T a2 T S A b i sk
EIE I BN FZERER AL TE ) IR T2 Tt A 3 () &

[0219]  6.60/57%6.59, AU PR (d) EHRELLE B I 1A RS  CBE N SRR
J5~ FRSE S T3 FR L G B8 v S35 B AREL 1. 25252 00 BE /R 2 1 (fF14nL . 3551 .62Y
291,54 5) 18R (BIAnFRRERR) ALER s 2 S R ek s tb 54

[0220]  6.61/57£6.59k6.60, FHHUPER (d) BT 25°C A 100°C, Il 4n30°C 2 60°C , 545
‘C%55°C,H50C,

[0221]  6.62757%6.60k6.61, HHFTIAFR N FHRRRIR , Bk iAo FHIE & L

[0222]  6.63757/:6.59-6. 62/ F—3F , H AP (d) SR LTE2I G PAEAIE AT
LA G IE A FURTTNE AT e i A1 (B an sl Shia 77 Pk

[0223]  6.64 /5 1k1Tk2]Ek6 . LS DA N SAE—F , H frad 5 et 1 2 o A2k ]
U A o 7N OB N WAL E ey B

[0224]  6.65 /5 1k1 k2] Ek6 . L LA N SAE—3 , o frad 7y et TR Nk #h B 50 ATk
[R5 ST T2 I 5.
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[0225]  6.6657%6.65, H A Ak ER Ik SR T2 200 HRTRR £ TE X

[0226]  6.67/57k1Juk2 k6. 1 M UA NEEAF—3, H ik 542 it TARS TR Hear
RSFEARZEDT0% Ak 2080 % FEALHE 2 /090 % e s K 1795 % « L2100 % [N Ar
(Yl NISE- W WAL e/

[0227]  6.68757k 1Tk 2 k6. 1 M VA NEAF—3, HA ik 75 14 i 1 R e e A i
AR LTI &Y, Bl E D90 %e e. L EDIS%e. e,k DIT%e. e, k5D
99%e.e.,skF2/099.5%e.e.,58F/099.9%e.e., HH100%e.e..

[0228]  6.69757k1Juk2 k6. 1 MUA NEEAT—3, Ak 5 742 it 17 A2 R4 e U
ATk T &9, Bl HPLCIIER 1) , B a1 195 % 2E 20, iRk T797 % K198 % K
T198.5% K T99% K T99.5% ik K T-99.9% A FLEI100 % 24l .

[0229]  6.70751k1)Ek2 k6. 1 & DA NEEAT—35 b Pk 5 s 4 4 17 A /N1 2950ppm
B\ o/ INT- 29 10ppm i 5k N T2 5ppmfilsk 2] Sppm sk 2] 0ppm I IE AN A L Tk 2 T &4

[0230]  6.71/57k1Juk2]uk6.1%6. 704F—& , FLFR ATk Jy k2t 75 % /00.001 % i H.
/INT29% BRI E /D —Fhik B AKe2Kek I Lsk 2L S P e SR A 101 T sk T e &4

[0231]  6.7275746.71, H TR 42t 7 5500, 10% F s H/AN 2% g 20—
Ak 3 Kk 2Kek L L L S S iR & i T ek I i &4

[0232]  6.73/5746.72, Horh pirk ik fit 7 5% /01. 0% fim H/NT2. 0% F i U1K R
2K EMR G LTSI &Y.

[0233]  6.74)57£6.725k6.73, HHp A ikttt 5201 0% g H/NT2. 0% H &1
LB L SR G 1 s8I &9,

[0234]  6.75 57k ek2)uk6. 1 DA NEEAE—3 , R 5 tE Rt 7 5/ 1. 0 R % 11
1-580-3- (4-FoR A0 L B an/NT0. 5T % ik /NT0. 25 FE % ik /INT0. 15 FEHE %
/N T0. T0H R % 2l/INT0. 08 1 % 191 - 55 - 3- (4- KRS AD) R IR G Tsk2 v &
P

[0235]  6.7657k1Juk2]uk6. 1 VA NEAE—& , AR Ty e Bt T 57N 1-5000ppm AT
FAHLAE A (BIAIPITERE  CNifek HEE) B0/~ 1-4000ppm. 5k /N1-3000ppm. 5k /N T-1500ppm
5 /NF1000ppm 5 /N F-500ppm. 5/ N T4 10ppm P BX KA HLAFIE A1 T2 T &
P

[0236]  6.7775746.71-6. 76—, H i/ UKok 2Kak 1L sk 2Lib 59, ZEP1Qh -0- .

[0237]  6.78757k1Juk2]uk6. 126, 77—, Hadt— P BIE A S R AT 2 S0ty 56
HRTIR AT BT A LA PP

[0238]  a. 1 M AIAC AW A sk SR TE 20 2 - IR 5905 25 sl SR T2 210 4 - DRI i
(LUK ETE ) S, AR5 SRR R O 5

[0239]  b. 40 Ml E kP AN 1CE 20 51 () B LA Sk I U1 Bl &
P, AR TR R R R A S5 = CIERREGERT AR S N, A1 (b) 10 142k
oy sl FVE L S AUB A R AR, 13 21 U1 Cal 2O & AT Horp PR R A o0 fi
S kB AE A5 0 PRI T

[0240]  c. @1 MHflesilF s e 3P U 1D DI S W : AEBRIIAEAE |, R IR PR 421 C
B 2CE A PIIITRIE 12 5
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[02411  d. 40 Ml s B UE s2E a1k 2Dt & (a) 2K
TEHZ  (b) S G JEAE TS (o) BRATEZERY (d) Bk el AR Y -

[0242] {1 55— U5, AR SR Tl s i SE P S0 75 7k O ik1F)
ZITIEEE W NP (@) S u BN E M S (1) K (1) o5
FEAFR S (L11) BRAIEZE Y (v) Bk ul oA SN, JE R 2 sl #h I U LE (&5 A
(b) i B e P A E (55 (1) 2UXCH,C (0) OR [ R AR SR EE LR , FFPXoh ik F
CL.BrAIXI & HR AC, ik (BN FL) « (L) ffchn (111) FEZerme e sl s o mi b sk
A (e sek iy T R SO, TE ROl s B U R &9

[0243]  fEaZ 5 I 53— 50 77 b AR BT T il s iis S el S B A =R 2F i S
J7ik O5iker) 2k usian N () sl B n=ediv 55 (1) 2R -
(1) IS B Gi1) BRREER) (Gv) FRuel IAEAR SN, JE R 2 el b 2 U 2
2E (L &P 1 (b) s sk SR B U 2E (& (1) 2UXCH,C (0) OR [ AR R S AL
HX o FCLBrANT [ & AR AC, Skt (BIansFL) « (i) B (111) AR JE sk
MUY MR A (it AR ek DY T BB ) OV, T2 it 2 sl S E SN 2P e &
.

[0244]  JHIF M IDE 2D S B AN FE 2P S S A BOR 5 iE s
PRk, R B — 208 Mo RO S IEREDe e b, 28 20 S R At A A T 40
TP PR BRI, X EEI A H AT TS RA VL N2 s (1) KR STH, (2)
TERANIER R 28 51, 1/ (3) A8 SN I 77 2 K SWITR] P43 i o o AN g A2 SR
HAER , I BRI AR, AR A T 4R B TG 7R VAE AN/ aleR R R,
AR BAI 7 il 1 P e A7), NI TR 1 e W rh A A e B A AT P e
[0245] 157 1IFAI2F IR E S50ty 26 b, AR TN ARt 1

[0246]  7.1J51E1Fuk2F, HoH PR (o) [0 I 5 SR ) A S f A 511

(02471 7.2757k7.1, BB B (a) BULLIE 5 J@ (41771228 1 Pd/CPdC1, . Pd (0Ac) , (CH,CN)
,PdC1, Pd[P (CHy) ,], B CBERME FRIL Y ) 5 [Pd (dba) ] A= CBERAL FHEE ) 5L [Pd,
(dba) ] -

[0248]  7.3)57k7.2, Horh P8R (a) (M) J5 5 @ fhe (1511226 [ [Pd (dba) ] F11[Pd, (dba) ,] .
[02491  7.4)5ik7.3, Hoh R o - A 7500 [Pd,, (dba) ,] .

[0250]  7.5)57L1FEk2Fuk7. 1 R DL NERAT—2, HH PR (a) I 4 Jm f (711200 001 5
0.50 41 F1710.00150. 2024 . 550.005%0. 10241 . 550. 0054 0. 054 & . 5k £J0. 01 24+t
[ EAEAE -

[0251]  7.6J57E1FEk2FEk 7. 1K DL AT —3, DB () OO AR BT S 7808, B 4t
et iy 26 IR FR ER AR £ M TR G0

[0252]  7.7757%7.6, H AP (o) UBRCEE SRAR, 90 ik & S ekim 5 iz £k, s LR &
.

[0253]  7.8751k7.7, Hor 2P (a) HOmRS B ] BB T R ek IR 5.

[0254]  7.975747.8, HAuDEE () MR FE S T BR8N, AF0e b 1 . 63 & ol a2 2.5
W Bk 292, 0 H T .

[0255]  7.10/77E1Fk2Fek7. 1 VA NEAT—3, H AP B () I SR kol DG iAo o gk
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A

[0256]  7.117577.10, Hrfprab B pA A A (=05 5L Bo ik

[0257]  7.12759k7 . 11, Hrh kB pAc 2, 27 -3 (K39 - 1,17 -1KZS (BINAP) .

[0258]  7.13J57L1Fuk2Fuk7. 1 VA N EEAT—3 , 2P (a) UBCAARLL0. 001250, 502 i
F1410. 00120, 1245 . 5£0.005%0. 0524 H . 5£0. 01 0. 054 2 . 5k 20 03 Y = [ AFAE
[0259]  7.14J77E1Fk2Fek 7. 1 VA NEAT—3, H AP ER (b) KRB b TR D A R
B SERg ek R G R IERERR -

[0260]  7.1575 1k 1Fek2Fuk7. L DA R AT —3 , HAP B ) xR OREEBRITIR JEH7]
e H R 23,

[0261]  7.1675747.145k7. 15, AR CBRIEIERE IR LR T -

[0262]  7.1775751Fuk2Fuk7 . 1 M DA SAE—3 , HoHP B (o) (IR ERFE AR DAL . 0
2.0 B0 L. 5 ak 1. 1551 3 Y 5k 21 . 25 Y T 1 A7 AE

[0263]  7.1875741Fuk2Fuk7. 1 MDA AE—35 , Horp DB (o) BORRLE i BH T 5 1, il
6 R B 2k BRI SR IR 2k N R A9

[0264]  7.197577.18, AR (b) BB BRI ERARL, (51 4nhsi 5 J8 nl i 5 SR IO BRI Eh 2k
IR SR AW

[0265]  7.20/57:7.19, Horp BB (b) BB RIS IR B IR 20 Bl kIR VB , kL
e,

[0266]  7.21757%7.20, HorsP g (b) (AR B FEBRFR AN, (R e Mo 1. 0283 i fF a1 2 22Y
213 L. 5

[0267]  7.22751K1Fak2FEk 7. 1 VA NEAT—3, H AP BR (b) R A8 JEm sl s M i e ok
B, ANt B e A B A R TR TR s VY B R e kA b
(Fanpu T BRI L)

[0268]  7.23757k7.22, 2P 8 (b) WML,

[0269]  7.24751k1Fek2Fuk7. L VLN EAE—3 , BB (a) 1 2RI DAL .05 1.5
BN, 0ZF .25 5k 1. 055 1. 15 4 VBRI L. 1Y A7 A

[0270]  7.25757k1Fuk2F k7. 1 e DA N ESAT—3, Forp 2P R (a) A 71122k R R s — H
R IENFRR

[0271]  7.26757L1Fuk2Fuk7. 1 e DA AT —3 , Horp s U Pl 2P S DASEAR 4ty 2k
AT, BN T90 T 1 % 211, sl 9 4R T-95 Hi i % 4, B 2100 i % 4.

[0272]  7.27757k1Fek2FEk7 . 1 MDA S AE—35 , Horp IR 2P S DA B X (B, 35
BRI ) JAF AT Ay 45 i

[0273]  7.28751k1Fek2Fuk7. L VA N SF—F , Hh U FeeF b 5P A /N T-2950ppm
B 5/ NT- 29 10ppm s 2 /N T2 5ppm ik 29 0ppm i TE R GRAT o

[0274]  fF—Beszjf 52, 7R 1R 2F 1121 1] 2J5k5.1-5.425k6.1-6.78557.1-7.28
HAE—5 34 AT AR I i el 2l 2 2 Ry st cuk2Cie S i b 3%
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NH
H
[0275]
N H
Ho e
A
[0276]  HAufgLLl NP8
[0277] &) ¥ XIMEEWD:
NH
[0278] \\\
N
H
A 1A
[0279] R IBIL S
NH
H
[0280]
N H
H
1B
A

[02811  H (1A 1B, 1ICHI/ E2CHH PRI B BEALZ [ Br LCTANT 5 411

[0282]  b) i TSR 43 sl T (i o0 B s B 5 W ) S A e A A (81 i I e A
) 2RI CE 20 A ARk, HohsX1Cak2Cb S AR T I H e s R e i k=
/D70% e /080 % B 25 /D90 % e ffoak K195 % FITE 2100 % [N A7 A4 AR 1 5
/s PR IcE 2 S RATEDT0% ik %080 % L ZEDI0 % il KT
95 9% 5 K197 % R T-99 % 5K 1999 % M ELEI100 % NI A4 1 & (e e.) (ffl@4as,
ObRAHIL AL A3t ik 4aR , ObS A S fAit 1)

[0283]  KIAMEEYA S IBI G A] PAaliaet i FH R SR 5 ple, P i i 1 A i H A
PR AR (BN TR S IR Bk — 5 O F7AE D IURERT; )8 (BIaner) FJCHLER (BlanEh
R 5 BAATIIR S s S A 5 sl o il P AIAE - e 5 W (e DU S i il - = &
W) s = O A M AN s sl s BN - A S 18 B S At mT DL ok
TR SR SR, H AR A A A A R R s SE A SR A T AR AL S (B
DLHudlicky,M., “Reductions in Organic Chemistry’ ,Ellis Horwood,Ltd.,
Chichester,UK,1984) . sX2A S WA 5o 2B & Al DA ot 6 11 5 anon) T U1A e 59
R BR R 2B R SE L, IAnAE IR (BN IR~ IR sk — S LR A74F B IIREST
(BN = L FEEERD 5 Jm (FIanEr) FITCHUER (FIAnEhme) s BARITRE s CRF A 8N s slamad i
JRIEE - e 28 & (B PU S0k g Fh A - = ) 5 = S AR B U o sl SRR A
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. 2ME AR 2B AR th AT DU i S R 5SS B, L AR 7 an e Al
T SERREC AL A7 A N RSB 2ME B W o A1 T I T A ME SR 31 e i
(Fy5te 5 S, i U A = JR IR A7 A Ml = AR slAE s A2 M =2
SLARELERSERAN o B, AR B, F PR R AU =IO PR BAAGE 17 O
Hsf TR ARSI o B0, i A PRRR I R AR A LOARA I =S SR, (43 B35 ) 1 £
P — CEERESE AT R ONTRBUR D B 3R |, T4 SOSIN [A )45/ N /D 3 2- 5
/NI RIS RN T 2P RO

[0284]  fE—2L500 )y S, B S MR A RIS A (R B (oo i) DAF=AELC
sk 2CHe A Wy s T b SR B, Forh T PERR AT P IR el A - kR el LA A
W) o X IR BN COFAEAIRT (/) / R/S) AR (+/-) / (R/S) (F-E - CWeFH) WA
MR (+/-) / R/S) (FL-B - ZRFMEEE) W AR (+/-) / (R/S) (FL-Bl - Hkmesh) WA 1R
(+/=)/ R/S) JmbkR (+/-) / (R/S) CBUAHIR LR (+/-) / (R/S) SR LR (+/-) / (R/
8) FEEL IR« (+/-) / (R/S) A HURHEIR (UAn4-SURbkIR) « (+/-) / (R/S) FLERAN (+/-) / R/
S) F IRt o 2 Akt , SU2BAL B R IRSAAL Ay i T LAk ko0 58, Horh il A
PERR AR T PERIR B PR B R AT AW o X SR S IR E AR T (+/-) / (R/S) WA
B\ (+/-)/ (R/S) (B-ul —- WD) WiATR (+/-) / (R/S) (B~ — - I ER) W TR
(+/-)/ R/S) (- - H ke WAHR . (+/-) / R/S) IbkIR (+/-) / (R/S) LB AR L
MR (+/-)/ R/S) SR IR (+/-) / (R/S) FEEE bR« (+/-) / (R/S) b HURbIR (191404 -
FRPRIR) « (+/-) / (R/S) FLERFN (+/-) / (R/S) Aipifu iR » ottt , i B FH R DR AR S DL 1B
s 2BRCE N7 o A — MR LB S 7 S, BTk (S) - () - bkl - iT EAEAE A
o3 FeH R AR SR A A IR, 72 55— e S s ey i I (R) -
(=) - FBRIR LA 1 Sl N B2 S A R 6 DN (S) - () - kiR DASRAS 1 B2 0 )
KSR I3 A5 5 ST AUEH (S) - () - IibkR A TR —37 o3 FH T3 o0 it
AT ORI O FRILAU T 2Lk (MTBE) A A&

[0285] 15— Sy S, sRIBIL AL A PRI ST R B (o i) WIDA
A TR GRS, BN VAR 44 “CHIRALPAK® AD®” HVEE FLAEE
Br= (3,5~ FIEESREE SRR A« /T VAR ShAR AN £ B2 A 100-450mL/mi nf i 43 2 A1
DEBi BRI FAG U AR TS — A5l 5 S vy, sULBRY A AT LA sh A R s
e o3 AN B o PT AR AN 3 B B AL B e s L CECIU S MR Ry o AE— D SIS
g, Lt fudn 6 FHCHIRALPAK® AD®, 20um, 5cm 1D x 50cm LAEAIL00% £
R sl , F g 150mL/mine 75 53— NS5 se i, FE A s fICHIRALPAK®
AD®,20um, 11cm ID x 25cm LEEFI100% QR AR, i 5400nL /min.

[0286]  HIDAHE, — H oy g sNIBAL S0 A AT BN 1CHl2Cib &, ML B iR
HU S5 ) AR O LS ) AR 2 PR AR 1 i el A T, DR R Bk s T2 A S i 3l e
(IR A 20 B SR B A E AN A A A XS A P IO I S AR TR LA o IR, A
ANTFNA IR 5 RS 2 AR DV IE  LF S LHRTLIf ik % [ T DAREAR |
S E e A B — IO BRI A, A F Bl Se 4 HEBAH B RIS A PR BT R
ARG [RIRE  AEAATE NI FTAT T3 IR SR 5 56, AR3JE 2D 28 2F  2HAN2 T ]
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PRAS A PT DASEAR | 92J5T 1 ek e 4 2 PR — IR IR S AL A R 1 S 4aS , Ob RIS A K
PAFEA | 5k 52 2 HEBR AR B L S A AR sl AT SN S A o BRI, A S A, AR X
1D\2D\1E" \2E" \1F.2F 1H.2H. 1TAN2T [ H R # E AT DUMARX T Hr e ik s fa ks
/DT0% et 2 /080 % HEALEE /D90 % i I8 K T95 % 1L 100 % MR AT A AL 4 5
M/ B2 DT0% ARk E D80 %  FEAL%E £ /090 % I I K TF-95 % 5K TF-97 % sk KT
98.5% Bk K T99 % kK $-99.9 % A ELE] 100 % [N A AT F (e.e.) o

[0287]  fFr—EbajiE i 2R, LR 2F 11.21.1].2]8k5.1-5.42856.1-6.785,7.1-7.28
W& T A — 0 A RE i 2 - PR ORI 5 4 - WO 1 R Y 71 o S 7 R ol £ i ko
eI IAMEE PP B (Fischer5IE ) o fE—SL 50 JiE 5 56 H, 2- ORIEAN/ k4 - DR
FAE IR DA% Eh an#h R 2k AR R EL - TR ER B = S O FRER Pk o AF — 2L /5 5P, 4- UK
e AT E /K P UK G WIAEAE AL — RNt ZErh, PP E R N sk anh ARk S R
R TIOTRER IR R Bk CERERSRAT o [N AT DALE AT R B A A b A T, 9l an B B Vi
R (FIATHCT JHBr \H S0, « £FR) 7K sk B P A 77 (BIAK S s ek S I T s AT
IRAEWD) , A AR YERE T (BN CTR =S CFR) Hh o FE— R85 S, afind i F L =
WIREVE IV R DABE 28 o A — B8 St 5 e vh kPR CBRE DA IR 1 2.,
[0288]  fFr—Lbajim i 2, L IF2F 11.21.1].2]5k5.1-5.42856.1-6.785k7.1-7.28
HE— Al b E I B el e A 1Dk 2D S P R

B B

/ /

N N

R*

[0289]
S#

[0290]  Frh

[0291] (i) A& HBr CLFNT; F1

[0292]  (ii) BOWPRAPEL, WA AE 3

[0293]  HAFHLBIIAEAE N TORIFFIRI UL CEk 20 S IMINRIE 2110 B 5

[0294]  FHrRprARLRIPFINLL Ml A

[0295] .~ "< o

[0296] Hrh,

[0297] (1) Y i 25 BRMR L R T = N- GERD) BRIABLIN I ot 5 s - 0- B ik 5 3k ik -0-
755

[0298]  (ii) ZAATLE USRS J7 2 e 305 B nli - OR, LR et O 3k 5 B i B ok
e e T

[0299]  (iii)P}y-CH,-.-C(0) -.-C(0)0-1kS(0) .

[0300] i 11~ 5 51 Cal 200 151 SR 1R PR AP ) S4B 0 B AH AN PR - S 3 S (Cbz-
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Cl) « =R LG SR OB BT SRR AT (Boc,0) WN-BEFAMEL 2 FE AR~ B ok
IR FHBE R (B a0 2R HH B Sl R IR CRSBR3E) - 2R =i B (e A Sl e 4
B 1-J5 e Sk R e - UL CE 2C L S PR P 5 19 55— A S5 R AR
S FLRTRAfl O HH Sl B 2 G ) FH AR e B 7R mlont HH AU B R Al 5 o A AT PR P
FIAEAGE 55281 o e T ORI B 5261, 2 0 o Tz 8 2 Aql AR B 2 —, 41
UNTheodora Greenfl “Protective Groups in Organic Synthesis” (it : John Wiley&
Sons) , AT AL 51 I AAS ALFRIFF I ZI 51 Cal2CH S, PR 15 2]
G )1 Dk 2D ARIEB FAT 4 M =

[0301] ,"Z{P\Z

[0302] Hrp.

[0303] (1) Z AR AR BE L D5 B VB B0 B nk - OR, FUHRRO T AL (O 2k 5 B Bk e e
Jr AL

[0304]  (ii)PJ}y-CH,~+-C(0) -.-C(0)0-1S(0) .

[0305] 1% 5t ZE I PR 4720 R i 7 B INGR, 9 - T R ek B A e (Blansft
B 5 DR SR T SRR SR VIRER SR ok S A ) (B QBRI B AR R B kIR S Bk
AR A NLE (Bl =) <At ZC1Dsk 2D S R 4572 S H R £ BB sk BOC
BRI o AE— MR e S0 7T ZE R, TR RAPFD SR LR , I il — L sk A 5 b
.

[0306]  fr—usjE y S, ALk 2C b A N1 DE 2D S AL B FE A /KRN THE 1
TREYH T E R Cla A = A AL

[0307]  fr—LusTji )y 2, PRI Ck 200 S IINRITE S0 5 TR 72 1 e T2 B [k
FHTECLCER 2CHE SIS A DR BR L, B3 40 25 AT ek 2tk 201 Culi 2CIE A Wi 25 2R
Je , AN TR AP L CElk 20 b S MIRIE 20 o B 17 DA M B (R, 15 251Dk 2Dk &
Yo AR AT LA ko rT DAASE TR 4P SO R 75 B St Ty 26, S 1CEk2C b &
PSR (A bk ) Sai Y IO PR 4P R e o BRI AAAE N RO, DA 3 — P 31T 21 201D
2D G- IR, AR X B8 ST 5 5 Hh RN 2 A T BT A SR o D, B 2 5
.

[0308]  fF—Resf 2, HiE1T.21.1].2J8k5.1-5.42506.1-6. 78 P{T-—F nJ gk—
AIAFEDL N s sl b A1 pEke Db &S (1) —2REIE . (1) I8 4 Bt
N Gi1) AL (Lv) Foye iR BUAR SN , 73 s TE Rl sk SR 2 U1 E 2k (v
.

[0309]  fF B0 X O 7y S Hh, o Y T e (U R A R fR A 77 o A , 2 9 <5 e e A 591 T o
[1Pd/C.PdC1,\Pd (OAc) ,+ (CH,CN) ,PdC1, Pd[P (C¢Hy) .1, B CRARNL FHEE PR £ [Pd (dba) ,]
A= OBCRND H BE ) 58 [Pd,, (dba) ] o /F —28 5016 /7 Z b, (1 57122E FI [Pd (dba) ,]1 A1
[Pd, (dba) ,J o 1 P B AT ALL0. 001520, 50 2 & #1410 001 %0 20 2 1 . 5(0. 005 %
0.1024+ . 5k0.005%0. 054 & 5k £J0. 01 Y i (R A7 AE o L850 J7 ZEH 1z SN P B
BLFER, 19 4 BT S 780, 15 4t 1 it~ B 2k IRER SR AR £ - M LR G o AF — 2851
6 )7 S FR IO B AR (BN, B k) |, 1 anie JE sl < JmEEEh , s R S (Bl T

v
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BB/ BB T R ST DALAL . 53 i a2 2. 52 i s 592 0 i [P i ] o 1228
SRR — D A UG ek RO, 9 a0 — O BRI AR o AE— SR ST 2R, Bl A R B (< A
o) B, N2, 27 - A 2R8%) - 1,17 - 5625 (BINAP) il /AT PLPL0. 00150 5024 & {4l
0.001%0. 144 5;0.005%0. 054 5. 550. 01%0. 052 5 . BR£J0. 03 24 e frI e .«
[0310] 75— 5, ANA TN AR TS 5 2l e Jake e S Wi 1 24
MG W) GEIEZSIR D) « A2 TR S ST 2 AR TN AT T

[0311] 8. 1IEME WAL & GEIE 25 S P e g2 &, 3
TR A A E S 2 DITHE % TR G QAT M) | A28 0 B A 45 5 Eh 2 X
(BN FAZERTR AL T 50 o

[0312] 8. 24158 1, T b &5 =1 e &9, HohQoh3- (4-FoR 5D AL
[0313]  8.3Z41EW8. 2, HA T b S A L 4l JE X, =097 %e e,
B2 /D98%e.e., 5k E/P98.5%e.e., 5k E/P99%e.e., HEI100%e.e. .

[0314]  8.4Z05W8.20k8. 3, i TR G5 D98 % /098 .5 % ok 57099, 0% Hi
AR S CLERE R ED) .

[0315] 8.5 5 W8.2-8 AR T —35 , H A AT (b G il o 2, A28 0 [ 4 25 b ¢
.

[0316] 8.6 GW8. 158 5T —3 , R TR & B S AL 2. 08 & % [T &
1A\1B.1C.1D.2D\1E 2F 1F.2F. 11sk2 1t S Whiids—A, it 1. O e 9% s —
AN B ASEIL 0. 505 9% A —1 .

[0317] 8. 7414518, 128 . 6HIFE—3 , i rd Al & S A 2. 05 % iR
1. 5H R % AN L. OFE 5 % s AR 0. 5 % =1 Tek2 TAb &9 (B and iR oAH) »
[0318] 8.8 A8 158, TH{T—3, HHFrR A &Y E S AL 50ppm{ 1, 451 4
1 40ppm s AN 1 25ppm- AN 1 10ppm 1 Hi B AN 1 5ppm il 2k Z) 0ppm 1 .

[0319] 8.9 5¥8.1%8. 8H{T—3 , A H AW E S £ /00,001 H g % H/ 25
B % IR /D—Fhdks 3 21Kk 2Kk 1LEk 2L S i &9

[0320]  8.10414 8. 128 . 8HfE—3& , K frd &5 5% /D0.10% H st H/NT
2% F 1 2 /D — Rk F UIKE2Kel L LE 2L St S iR A 00 B2 J e 59
[0321] 8. 114158 . 128 8 fE—3 , Al &M & 52 /01.0% S H/N T
2.0% F KB 2K SR G LT s 2 T i &1

[0322]  8.12415W8. 128 . 8 fE—3 , Al &M & 52 /01.0% S H/N T
2.0% E LB L SR S 1L &Y.

[0323]  8.134&EW)8. 18 12FE—3, TR S5 5 5/ T 1. 05 % 11 - 5 -
3- (4- ORI BN T0. 5 F & % Bk/NT-0. 25 % Bk /NT-0. 15 FT 5 % B/N T
0. 10FH % i /NT0. 08 H R 9 [/ 1 - 5(-3- (4- R AED) kD) TR AT 1T b &4,
[0324] 8. 144158, 188, 12—, b TR 56 2 5/ 15000 ppm ¥4 F A AL
B (BIAn PN S HEE) 45140/ 1-4000ppm. 5% /N 1-3000ppm- 28/ 1-1500ppm. 5 /N T
1000ppm- 5k /NT-500ppm- 5k /N T-410ppm I X AN WAFIR G LT sk 2T &9
[0325] 8. 154175#8. 9% 8. 14— , H i /E A IKek 2Kk 1 Lk 2L /b 4, ZEPHQ A -
0-.
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[0326]  8.16415 8. 18, 15HE—3, HLrh iR U1 T e S SV AR 7 ik 1T 2Tk
6.1-6. 69 {E—EH IS

[0327]  fE R — "I, ARNTFN ARG T A58, Ha S5 — Rk 2 ma] 25 P
B s R FITR S RO IE A &8 . 1-8 . 16 P —F MiE M 2940 &5 (I 1k 25 ik
57) o AE— B S Ty, 29 A At H R R IR BRI R A R R R AR A
(wafer) \BERC B JCPRTESHVA TR - £ L2850 /5 8 Hh , 25 S0 DI fd R o AE— 285005
5 &, A S KT A A, I LN BoRz e - 7 — 2850 &,
2o S S 1 60mgl 1 T ek 2 J A S , 1t 22 vl e E e I (0 o3 1 Rk
NG, 20-60mg , 520 -40mg , 540 -60mg ; 4 46 - [ IR s s g 7511 8, 1- 30mg , 555 - 20mg,
Bk5-15mg, 5k 1-10mg) -

[0328]  GuATSCAE FHIY “TE R 29 457 $R PO N 20 ] 11 Nk 25267 1 S ik
Jits I 25 20 S W i i 259 i 43 (APT) o PRI, APTA ER S P 25 B & (Bl ans1 g sk2
&Y R A A= A AT AR IR AL BT A AR, “Aondl 50" (0 25 APT 5 25 /D — il
TEFN MR S FIITR S0 o 18 B A IETE 51 R AN 71 2 AR e 2 117, B FEEANBR
TOREE T AR B8 5 B S 7 ) TGRSR 5 791 28 1 RIS 1 77 S PR PR A
(BN A 6 T AR AR AR (457K ORE Hh L3RR N ) .

[0329]  RSCRTIR K &4 S H AT 25 3R rT LA FHASC BT A Bl i) 75 32 DA K ot 55 3
AP 5 A A A A0 2 R 5 TR S o AEARSCIT AR I & B TR IR AR v, mT DA fi
B I SR 25 , A FE IR O A5 IO S R TR R A PRSI 10
P BE N2 N IRRIEE S5, X B 2 25 ) e AR RN BUAR 2 (AL, A, T R A2
LEFHE IR N TR SO s B4 T RO ARSI BE Al B R R TR) o A AT LA B e ) 12
RN GIRTUARRAR , A5 150 1102800 I BRI 2620 5 B st I il A SR AR Y o X
BB R IR SR AR T A, BT AR S E R S 05 BAREL s 2SR R 1l i 198
B 5 1R 28 o A5 | I T A SOk AR i 5| AT AL

[0330]  BRAEAR TR & E S8 75 205 B e S, 75 A PR ARE— B e XA k.

[0331] 58 “FI 25 FER” FR P A T S AT A4 , L rh B S Wi o ) o8 FCRR sk
TRk R B &1 o A] 25 3R SEB A 35 (HASFR T 2 SL dn e e Ll B A LRR 6 s FR 14 Fk 3
WIFRTR T SR B A HLER s 5555 o n] 2511 3h B9 20 Fh JC 35 9 JCH LR 5l A LB B ) B4
AR E IC &SR B Eh A9, X B i e & R AT A B UBR @R FR 1 BRKE s A1
A ATURR Qi FHORRERR il 25 1 26

[0332] G HHIR R 25 13k AT DA o i M 27 7 72 A A Bl R sl R 0 T B 5
e 1, 1X S ER AT DA i (X e A S IR B R s 2 S e R T 1 2 ek
FRAE /KR Bl A AT LA A Fp sl A PR TR S W b BSOS R A 25 5 18, AR 7K B e 1 o A2
TFNEMMCE Y RA Z T — R -l an, LTIt G4 3 BA A R
F (—AN- 5 BRI U — I IRIRIE &) » PTUARRAR , WRIE U AR AT WK 4R - 18 AT AR
fifg, X U - HR AT S — N e S I LS BR BT OBl = i A B 5 TR [ e Ve
LU R DNk , X HU T~ I B FR AR R30S SRR I B 2R L o IR, M AEAS TN A
FIARTE @ BRI ER” I IZARIE AT B T BRI 288k S A 5o

[0333] KB “idd” B R DA TR E iR 20 s B B B AN RG22 5 i, “C-C,
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PR TR -4 1 IO B o B 2R 10 S AR (AR - FE B E N RN AR OF
TR TR T EERRCT S

[0334] QA FHI “pAR” L P27 Bl Pk R S AL PRI, “Be R FR S5
TE SR Z 5P, A HH SRl i T e

[0335]  “BAi< )@ FEEE VENRIER . “5” FrE i (NH, ) FIDUGE e+ (R, ) HAPRONC,
Be Rk AN, VO e BEp A R PO FR B VO O B8 DU S R DT T B TR, R “BRi 4 sk
BRIl A A FEAE NP T8 B R AN D e R U R

[0336]  “DRLTEL” BAE GRS A 20— MBI IR Z IRIMA R AL, “PREEAEE
FRERN L BA T 3 R B L RO L BRI R L R B S MR RN, 1% 4
AATLASA 5050 AR IR 3405 R 2R 05 RIS O IR IR IR o X 2 S A 5 ) V4 - TH-
El122,3- 2 -1H-E[if15,6,7, 8- VU EEMk

[0337]  RiE “GeIRii il fEA SR 5 5 /D — AN /D — A%k O NFISII 2L -1
NEIRIAR IR E MR R, ZAKEE AT DAFRWRIE 52 R 2L L 2- s e 1, 2,3, 4
UL\ 2H, 6H-1,5, 2- —WEMEIL  2H-ME i 3Eek1,2,3,4- P04 -1,8-250¢.,

[0338] QA O ARIE “ 55 BAEARTE NS - BT - U IR Z AT - £ 14- L Z IR
A, HEEE D05 G, S 4n+2nL TR, Hodhmsg 38850 R, RiE 55 |
TR RN I AED B SR R B AR IIMA R, KO AR DN S
AT RS AR R a5 IR A 05 I EA (fF14n2 , 3- 54 - 1H-E) »

[0339] QA FHARTE “QI8” L “GIARIR” B G5 5 B AR FERRE 6 - 27 - JU IR
ZIRKT-E14- 0L, HEE 20— DS 20—k AN OFISI 28 -1
FIRIR AL, “ZeBR” Bk “GLPRIER” Bk “Ge 05 57 Al BN 2R Y IRk 5 T — A2y BR el
Z 5 AR IR A T 245 IR 43R AT LAAE S BRSUE S5 AT - okl - e
Z HAMNES AR AT AR i F 5/ R 1~ B, R AT A S e A e 1
Fe IRk 2 B 1 S FE AN PR 1TH- M| B g B i L | Mg B I IbR L | i g L s
I3EAN5,6,7, 8- PUSUEMIL .

[0340] QA IR “HUR” ZoR i@ Il E IR B — Nl A Ak AR et s
PRI, S e AN FEE I Ew S, U= AR e e - IRk
R IR E L FT AR Q1 Sk, Horp— ANk 2wl B S e e G I e DA,
BRI T30 38 R A VB VTR A P L AR (11 41CHLC1 L\ CF,  CH,CH,Brr
S5) WhaAE TR TR A 05 R VS0 BUTIE IRBTEE R PREEE TEE R AL VAL
e e B AR A e B A L R U VR L -S(0) - i3k -S(0) - iR R-IASE AL R-
FIREEFE \R-C(0) -\R-C(0) -OR’ \R-0--N®R) R ), FHARFIR a7 A . e 05 3E 4455
B INGERE I L O B O B Oy B B B A A

(03411 RGE “V 007 e ARG ARGE , FEiH AT 5 RN BE TR 5 00 128 B T A4
I, BIEEETF A VIR R S ANHE eI S P 4155 ONIE B A BRI S AL (g 6 S 1 481 4
SE R BOR G BTk 2  ARGE TR AR 437 el o TR NS e & W5 B Ak
SR

[0342]  ORGE “ %" SR ARGURA RN, Fra o il 5 B EAEAR B E I iR s A B
HHES O KRR S R S P 400 Sk o0 B TR SR AL o3 I ER  RE “FE el
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BH AR EEA S TR k.

[0343]  RE “TPERR” 456EME 55 U1 BE 2B S W0 WA R A 2k AR B FAT e Y6 aE
(PBR o A SCHR AR T, B - Bl - FRTRY Bl “WAR” $5 40 1 AT — D PSR EL B RE TR R B
WIS S X RIS AR EABR T (+/-) / R/S) AR (+/-) / (R/S) (Bi-sk -
OIS WAL (+/-) / (R/S) (BL-sk —-ZRFHLED) WiAR . (+/-) / (R/S) (- - kit
) WATR (+/-) / R/S) kIR (+/-) / R/S) CBEAILR LR (+/-) / (R/S) KK 2
M2 (+/-)/ (R/S) BELBRIR « (+/-) / R/S) I BRIR (Bil4n4 - UmBRIR) < (+/-) / (R/S) FL
BRI (+/-) / (R/S) FERREER o

(03441 RGE “ORAPSFI” 5 5 IR R AP IR - SN LARH T sl HE g L ThiRe AR Rt &9 - il
T IR IR AT SN PR RE AT, AORAP I S0 T AN TR RO A JTER (R R AP 71 2
55 BB SAFAH A SO SR S5 ARl I HL YA BT ZE ORI AERH R I [R5 55 T SR pr 47
e

(03451 ORE “CRAPEE" RN “PRAPELDT” 15 T 111 & WA DT TA] DR AP e S B 1% 1 T R S
S BRI IR 5 I 7 B AT o AR “ORAP A 15 T TR PR AP B B2 B R R P11 B AR BB o kA
PR, PRAFFI TR ST T e PR AP B C UL, SR APSFIBOC- BRI T e e PR AP EEAU T
SFUIEE ARSI E X R AP EE AR FAT I 2 -P-ZI R P, PP 2 s AR e B 57 6
BBy B B e AR AL Bl - OR , R Jy b Bk 5 B O BB kel e oy Fh e dik  JF H A PP A2 -
CH,~+~C(0) =+ ~C(0) 0-2KS (0) o PRAPFEMI S AFE AL (Cbz) \=IR L o S A5
FERREE (A Ak SRR VB T AU R SRR D) RN - DRI 2 B O
PP BRI R FH BRI L R  S0e B 2k U R 2 L DA e AT St e ik (431
ARG AR L PRI D) o e i m I PR AP AN R AP B AT LAAE 491 2 Theodora
Greenfl “Protective Groups in Organic Synthesis” (Hifltt:John Wiley&Sons, &4k,
2007) HRARE], HATT NI 5 | HIHEARTF A

[0346]  RGE “IPRA HEFR 5 B YR PRI EEIAT Ny o AR ORI PR AP S A Tt P A
FRe AR, I BT LAV MR (91 Qnh R i R ok — S SRR B % 5 i = (=3
LR ) sl (k2 J S e , Bl S S Bl S ) b sl S 2%
- (B =FIEERR) o

[0347]  ASCHARTE “UEAL ) $RAEESEMT 5 5 B8 N SO Bl A A A s S 1) S
VRIS S AR AR M s A v S 5 s AT Fa e d - b B i 1
e, Pk B IR SE 3 - 1200 2 — M5 8 « X IS 7 B4 F IR B 8 - LU e 8
SRR B e A T3 - 1205 FRARIE TUPAC R Ze 4 5 1 R 2 (e
BE, 558- 11N I < IR ARGk VBT VR Bl B VERVER VO B R R B o X S AL TR g
Pl FEHAFRLT-Cul \CuClCuBrCuBr, £Cu (IT) \Cu,Cl,.Cu,0.CuS0,Cu,S0,.Cu.Pd/C.
PdC1,.Pd (0Ac) , (CH,CN) ,PdC1,Pd[P (C,H,) ,], B ORI L PR 4 [Pd (dba) ,] v = O&
SR FHSE AR — 582 [Pd,, (dba) .1 N1 (LA ,WNiC1, [P (C.H) 1, RN (1,5-FR3E ) o fiE
A FAEAS S — & AT SO i & A v B ) st

(03481 ASCIARTE “B 4B AT ML UL, 1 an it (BN =L NN - RN O
4 - (IR ZUED) R (DMAP) 51,5- RN [4.3.0]-F-5-44 (DBN) 1, 5- AL
[5.4.0]+—Wk-5-J5 (DBU) ) 5 At (BIan s sl S BREak AU B s Bk (91 nast ] s
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BT BHEORC T BENIK (0Ar) \Na (0AT)) s BRIl 1 <5 SR IO AR IR 6 IR A 2 R
FhECAE ) (BB 5655 B FE B ORI D IR PR S Eh S e A Ml IR )

(03491 A “A B & TR e ASGUE 2 NIARTE,, F5 1 5T 132 AR ANy F Ay sty FRL H
TR BI 031, BTN E ) e T Eh IR 2k A1 B 25 1Rt S0 AR (HANER TK PO,
K,C0, Na,C0, . T1,0,.Cs,C0, K (0tBu) \Li (0tBu) \Na (0tBu) K (OPh) FilNa (0Ph) s H IR 4.
(03501 ACHE “B% 5 i AE AU 2 2 WA, TR AE S I R 26 P RERE IR —XT FL 1Y
3 o 6 G SR S B A P (AR T AN A A0 S P Aniee Bt A R ke (49t
= L) Ry P AR RS e st e £ VB D3 AN L e AL S 1

[0351]  ASCHAGE “BR” 51K 2 AR BlAl BT 5 TR « 1 S RS AU I R , 48 RES
Pz IR0 (BIAn=30 L) o B & TERR TR REME R BB 1 LA 7y

(BN R SRR SR LA S ARSI C R H B AV -

[0352]  RE “PiAR” FRRR L 5 Uy — OO - il O wm R A/ s B AR
(e e e R e 1 e =< T o S NG = - R =27 SR /N r= RS T ST R = B S
B RIBCAR (B E 520 « PO F5 B A 45 G A0S Rk (FI4nN, N - — F3E
LI NONN N - DU R Z, kL, 10-FERSIN) o o] 288 - 1 Lgend 5 <6 Jm M e A 1) 55
Bl AR HABRT-2- KB gy 2, 6- HIBERR,  2- SN By 1 - 250y 8- SR LMk L 8- 2 Ak
[EIpk . DBUDBN . DABCO. 2- (— F3ES(3E) LB N, N- O RKME R  2- (T LA Had
FRWN,N, N N’ -PUFISE-1, 2- 5L 2 ke.4,7- K EE-1,10-FEm%Mk.4,7- —FI3E-1,10-3F
MRk 5- FHEE -1, 10-FEMSMR . 5- (-1, 10-FEMEIR . 5- A3 -1, 10-FEMEMR 4~ (CHIBEEED) it
e 2~ (B EE D) ke « (FENT L) — R JI-1, 2- 8RO b e -1, 2- — 50
PREHE - M -1, 2- e BB TR S -N N - -1, 2- T8 38R0
BeSG-NNT - R -1, 2- TR S0 I - A - NN - - 1, 2- RO b
TR -N- FHOR S - 1, 2- PR b S -N- RS - 1, 2- U A b i -
FIBG-N-HOR S -1, 2- SR MRS Ol 1, 2- B CHE N, N - R -1
2- THARL OB N N- T L -2 - BRI R N ON- T LR - 2- RECR R I RN N- O
Fe-2- BRI HB I H NN - T O FE - 2- BRI L (2- R EORSD) (e - 1-55) H
A IR - 2- Py 2- MR RE BE A Ry L 1, 2- OR V2 N, N- O R gl — FRRR AL L 1 - R R - 2-
ML e i TR S DA S b s PRI R R ZS K o AE RS S 7 b, Bl &= mT LA
et R ead B AT Sy e, Bl T DLTIVE R S 3570 o AL, o 4N, N-— F
LA L FREATAA L 1 - FE 3 - 2 - b el T ke L e R AR e s T ARSI A MO T I
7 R

[0353] DA B Y R Ayl AT AR U A

[0354] (1) Byuk e ok, A AE e U 05 3605 1, 2- 1, 2- S ERT (R 3 R 4 -
(T FRLSAHD) THRE 2~ GAREFPEL) MEIE 4, 7- —RKE-1,10-FEMEMR.4,7- — FI3E-1,10-FEm%
Wbk 5-FHE-1, 10~ JERSIR 5 - G- 1, 10- FERIHORNS - ik - 1, 10- FERE

[0355]  (2) G5 LA IIRLA
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Ry
Re“

X
[0356] Y
" e‘
Re
R4
1

[0357] Hrp

[0358] o AFNIBAH AR G I EREREL 2 BRIIIALE L IRIAIE 05 AR AAER , FiTihIA
TEIRGEA R BT AR 8N

(03591 » XZNR, P (b750) , P (FF4e3E) , JAsR,H0R;

[0360] Y RH FEdE \NR, Bk ASR, ;

[0361]  « XFNYANA];

[0362] < R\R R, R IR {FRFAHH BN A MRS 2 Ve BE i Bk o R AL B
S BT EIE S S L B A U e B TR BESL B I R L L FHEE
[ BRI BT RE B AL e SE R PRI | O S I 3L Vi St (selenoalkyl) [ I8 A4kt
2NN TN PR ) N Sy =& AR B /N AN LN =W Rl USRS 7 = R 7/
SRR I % TS IR AR A A RS IR IR Ek - (CH,) Ry

[0363] o R AR AR BN O AR R 2 ek i R IE R L L B e A R AR
BN A N AN e SN 7N i 7 e O SN 2 A v AN L AN RN
Ve RN e S R e N iy AN T SN TN N I 8 2 AN N IO Q<1 TR
A Oy 5 05 B B B BUATIE V= R IR S ) e lls TR Bl i s
TP A AR A AR R IR IRk - (CH,) Ry

[0364] o AFBJHNT MR AHUA Y ko3 IR FIR A, BRI iR 2 R B A e A &
IS VIUNSERS P

[0365] R IR, 5kR FIR,EKR FIR DA MR FIR — et 2 m A PR AR i 48 rh B R
H5-TA R HOER s R PAAE Hoi 2R A5 0 15k 2N 26 5 3 HLUFT AR RS U sl A B
15

[0366] o Ry R ARBUREEUR T 5L ERGT L IR 3L PRk 23R

[0367]  « myJElHl0 & 8IS, B ; F1

[0368] o M TR, s B A A R S A PR TR S Pl B S R S R 47

[0369]  (3) G5tb2 7 RIMAC /A :

36



CN 113195450 B W OB P 33/43 7

[0370] R ‘ Y

[0371]  Hrp

[0372]  « X3G/RPR,;

[0373] < YAR/RH.NR, OREKSR;

(03741« REAEAFIR HHBLIN SRS o RGERE el A R B 5 05 R O Je
HeIRITheR - (CHy | Ryps

(03751« R,\RNR ARy RNR SRR, AR BRI ST 0 2 SV IX 31 ek A 5 UL
FRAL A LTS SR AL B e RRAE U oI BRI IR B R
L P RIS AR RRUGE e RERIE L 5 SRR POBERE I B IO 2 I
T IDK  EAeEE 20 i S O B 2R T3 2 B RO SRUAIE B PRI IS 7 e
R I Jis R B PRI A P AR IR IRk - (CHL) | Ry

(03761« WEFER, Ry R Ry R R R IR, A4S 3k 2205 BATROHAR SRS AR U REE—R2 AT
Ve R AT AR PR 5 2R BAT RUIRS - TN 030 Bk BAE HL i 2 B A7 0. T2
RT3 I H TR A REOR U 5

[0377] o Ry R AR T5 2 FAGedE IAAEE A A

(03781« mOyyEHI0Z 81 AEAL, tusivim i ; A1l

(03791« 42 THEMF, BT FCAACH AT AR AR T Pl PR A NI A 5

(03801 (4) Z5 3 IR IIRC A

Ry
R
/ a
S0
Y

X(R)2

[0381] Z Y(R),
S0
'S
Re
Rq

3
[0382] Hrp
[0383]  « XZL/RNR,\P (BEdE) , P CBRLEIE) ,AsR,KOR;
[0384]  « VERIRH Stk \NR, AR, 50R;
[0385] XAV ANA];
[0386]  * RuR R, R AR {E4GEC BN Sy M o S 0 3K et o

=
&
=
i
=
&
o
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B BRI S AR VRS AR (B PO L U e S B IR L BT M B AR VR L H
[ SFRIFF AR RE I bESE  BE LRI AL 05 FERRILIL (AT 3L T T R 2 e I U B
T T R 7 A s B B R U S 2 R IR I A e = s R .
P 1 R e A e S B R FH RS IR IRk - (CHL) Ry s

[0387] < R AR AR BN O AR R ) 2R ek i R IE R L B e A R AR
BLRUEE VL BRI TR AL D P L AP RL BRI TS LB kI R AL L FH i ER I AR
Ve RN o N R e N iy AN T SN TN N I 8 = NN IO Q<1 7R
R T 5 20 B AU RUNIE 2 IR R R A b s s e s el i s
TP I A AR AR R IR IRk - (CH,) Ry

[0388] IKZXAZIUBANIB  ERSHA I0A A BRI sk o3 AR AR A, B iR 2 e A
TEPER A B R P 5

[0389]  « R FIIR, ikR FIR kR FIR PLMR FIR,— A ELe s e ATt A B 28
5- TR ER s AR ERE H S 20 A5 0 1k 2N 85 1 5 I LR BRSO ke A B,
13

[0390] Ry R ABURERHUR I B ERGT L IR B PRk 23R

[0391]  « mJElHl0 2 83N, B A ; F1

[0392] o MR TVEIN, BRI A R b S A R VR i BN P S A 5

[0393]  (5) G54 FRIMALIA:

N
R,— A
P(R)2
[0394] AN NR)2
Ry—p A'|
N
4

[0395]  FHlrf,

[0396] o RAEAFCHH I AR st e 38 Aot 3 IRGE AL ARG AL 5 B e 5 R 5 0
BRI BEERN- (CH,) -Rgys

[0397]  « ICORIEAZIIARIA ISR 30 ACEARIR Bl o3 BIRER AR, B, A i 2k sz
FebE AN A A B PRI PRL A 5

[0398] R FMR, £F R I S e B i ik IAGE L R BRGT L 5 Rk 0 A
TR ZRIT i R -SRI (CHL,) | Ry

[0399]  » Ry, A ARHURE I I3 58 AR L AL Rl 23R

[0400]  « mJy7ElHE0 811 FEEY, C (e 5 A1

[0401] R TFVEIN, AR e (A A I S A (R TR 5 el A S L S A 5

[0402]  (6) Z5 A5 A RV Ak -

P
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[0403]

[04041 o RYFAFIR HH IR Sk b gt FYGTIE  Febi i PRBE I e PREE I Oy B e 5 3 O de
B FS RN (CH) | Ry

[0405]  « IRRZSAZITIABA FIB” TSR N AR B3 IR R, <R FIR SR, AR
e 2R B AGTE MRS AR (I BR A1 5

[0406] R R R FIR FERFUCHHILIN Sy e F HE 3 b 8 IRBEIE IR BRAE L Oy A
B0 3 T B BT B K 3 - SIR, - (CH,) | Ry

[0407] o Ry ARAIURE I T 56 IS I BE R A 2205

[0408]  « m)yyEIFI0 2SI RELY, Fo kv {i s 11

[0409] o 42 FREI, i Fc A e i S AL AR TR A P el B AN SR S A 5

[0410]  « Z5fRS2, URVERGEIL SO BN, f74E D — R R R kR, B IE 5

[0411]  (7) ZEA96 NI -

7N

Ra—1 A

P

Z
[0412] Ry—- A’ |
™

[0413] RYEAFA BN ST M L BE B e B PRk R BREBE  O5 BE 5 R ke
B I5 BEAERT- (CHY) | -Ryps

(04141 IXIRELAZIIARMIA" BRAS I AT R AR IR i3 AR AR A, IR e 2 4k
HBEERGEVERME B A DU OB

[0415] R IR, EREACHIBUN SRO7 MG I BE3E A BEst FAGERE RIAGERE 5 5 55
TR ZRIT i R -SRI (CHL,) | Ry

[0416] o Ry FR AR T2 AL IAGEE R A

(04171« mJyyElEl0 2 8HIHEAL, Eodiimne ; A1l

[0418]  « MUEFVEIT, BT o (& iT AL RSAAG AR S M O TE sl B A R A
PRt

[0419]  (8) &AW TRV :

P
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[0420]

[0421]  IHr

[0422] o REFARCH BRI S e 1 B i 3 PRBE R L A bE B O 3 e05 BE  b
B 5 BEAERT- (CHy) | -Ryys

[0423]  « P(R) /P (BiHE) ,ikP OASERD) o5

[0424]  « CZSAZINABLA FIB BRSO A BRI o7 ABER R, R IR AR, AR
B IRB A TR A FU IR 5

[0425] < R R, R MR AR I Sy e 1 ek e lor it ERGE 3 A L 5 AL
FO5BE T B O ik X 3R - SIR M- (CHy) Ry

[0426]  « Ry AR AHUREII T 5L AR L IR R 23R

[0427] o mJy7ElHE0 81 FELEY, B (e s A1

[0428] o M R TR, AR BCAAR I AL (A PR TEE S Wl B S TR e A 42 5 T

[0429]  (9)2,2° - AL (K -1,1° - IS

[0430]  OR3E“N,N’ - ZHIBEL T AIDAS NN - I3 -1, 2- R OB BRI
[0431] S i SR B R RN B A Si ik pd B ae A G+ MR E BRI T B S
o RIE “SFAZ” ak “SEAZ B JE AU & 2 A, A SN 1 R R A2
[0432] R A7 F85 - HI B BRI S B U S AR S S RO IR UG 4
FEARSUER R K53 R 1B B = A S O BRSSO E IR B
W ak 2 510 o 18 5 1) S4B B4 sk - B BB A IR DR ik - Bk B BE AN R 5 (C=0) 38 Ji 2 T Y 25
(CHy) o i S5t PT DAL B R Fi - S sl U - R S o W T 5 26 1 CAN2CI AR frg il
I RS R A Y A s I AN R ) RO e 55 (BT Py R
SR IR B4 SR B AR B AT B AR T B R R (TT) Co (ON) ) f74E 1
S o M A AE il AR AT, (BT B 52 PR BB AT e e e v Pl
A/ B = s o AT T REOBUE R A0 B g i) B R A B R ERE AR 5 TS S A
PR 3 BEAIRR s BRI 24 s SR HH I8 s RIS - = 2

[0433] R “bidbfb” FEam et B EO I SCRH G L M S N B S DRI, R “N-
PR TR HER R S | N B AU SR 1 .

(04341 JI- i S AT iR (A0 SR T S A S ik 3 50— BE 2B BRI HR A A2 AN 40
SEARN E A, T H AT DA an 26 % H18, 309,72258,779,139;9,315,504; 9,751,
883;8,648,077;9,199,995; 19,586,960 5 ; Frik STk H PN A ok 5] FHEEATF N
AL

T
T
g
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LTt 5
[0435]  Siitsfhill:6-75-2,3,4,5-PU% - IH-MEME I [4, 3-b] 5| b RSk
NH.HCI
HO_ _OH  AcOH
[0436] NH + =% 6h o :
r NH, H HCI i H

(04371 CRf1- (2-ROREL) FERARER A4 - URIEM— K S MR IREE VAU 1 1 T EEIR LU AE O IR
HE T RSSO B 28 HPLC T B sk /DT 1 % RS AR IR (191 4n6 /1N
ORI RESCORLIR G v JN A =0, o U IR DRI, OF TR i R 2P
o

[0438]  5jafh2: [4aS,9bR]-6-77-2,3,4,4a,5,9b- /N5~ IH-MEIETF [4, 3-b] 5|

NH.HCI H NH
\ TESiH, MSA S-ﬁ#l‘.ﬁﬁ
[0439] N BTGk
r H
X
(5hitae W X) (3 me S 4 o X)

[0440] A )it 1) BAT S I H FE A% SN N TR 19 3L 3 - SIRBE AR I\ HHR (400mL)
SSHEIING-TR-2,3,4,5-PUS - 1H-WERE T[4, 3-b] M5B ERTRER (100g) o B S T & a4
40°C#H45°C, IR a A /INNR N =L Atk¢ (TES) (55.5mL, 1 244) DA M i B PR r
FE40°CEA5C o — H IS, MAE40CEASC N PZIE S W1 . 5/ o i DL 291043 5h
IINGIFNITES (13.9mL,0. 25 1) , 2 5 /E40°C-45°C MFHE G305 8l ATLAZE 291045
BN AFNETES (13.9mL,0. 25 % 1) , 2 5 T =R 2R G & - 7l AN B AN TES
(5.5mL,0. 145 , H T ERBAZRE S0 AR HE <10 C 2 )m, B AR FF<40
"CHA3 250 7K R FH7K (600mL) 72 2K s W CWER B BE R o SN — S0 %€ (1000mL) , FI50 %
w/vIEINaOH K AR Z IR S M 2 Z)pH= 12 RS Wl e+ BT . 5 &4 2, H
S (100mL) FEBUKIE A ITFHIANUZ FZK (100mL) Feik , iR ek (120g) T4, 1 i
FAE S N ikds - PR PRI W) AL BE 2 I, B TS B AE30°C T L 2s T, 15 3
73.1g77 W) 7% 83% ,HPLCAEE : 97.1%) &

[0441]  4389.[4aS,9bR]-6-15-2,3,4,4a,5,9b- 752 TH-MEBE T[4, 3-b] BB AT DL DA
TR AES0C TR B INEHERIE6 -1 -2, 3,4, 4a,5,9b- 7S - TH- ML E T[4, 3-b] 5]
W (9.61g,38. 0mmol) ¥A T~ HHE (190mL) H, 3 LM (S) - (+) - fabkli2 (5.78g,38. 0mmol) o T
50 °CHL SBT3, TNk (95mL) RS ARA HI A IR o H P it
UE (S- FabkREh , 4. 1g) JHPLCOHT B 099 % e 6. o

[0442]  SZjHEMI3: (4aS,9bR) -6-75%-3,4,4a,5-PUS - 1H-MEIE I [4, 3-b]W5|ME-2 (9bH) - iR
i
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0
OEt
Ve

H, ~NH H
[0443] CICO,Et

[

H H
r r

[0444]  (4aS,9bR) -6-75-3,4,4a,5-PU% - 1H-TKBE I [4, 3-bIE[E -2 (9bH) - FIiR ZFE 1T LA
QS 1 e, i 150 % 1S S N KEA TS B 25801 [4aS , 9bR] -6-75 -2, 3,
4,4a,5,9b- 7N - TH-MHEBETF (4, 3-b1 M5 (36.0g,0. 142m01) ) JHE =26 BUBIMTBEH . 4%
J& , W AR VORI e A1 [4aS, 9bR] -6-77-2,3,4,4a,5,9b- N4, - TH-IERE I [4, 3-b] W]k
(36.0g,0.142mo1) ) ZETHF (300m1) A=} (24ml) FRRTREL I, 7T DLFE(E y (4aS, 9bR) -6-
M-3,4,4a,5-PUS - IH-MERE T[4, 3- b5k - 2 (9bH) - FHER LB« 22 FRE S SR I 42 1/ NI R A
FHR TS (13.5mL,0.142mol) AEBRVK/KI , T 20K SN TR A B HE D3 Ih—/ININF o {5
PR S Ya s e 28 R iR, 755 (4aS,9bR) -6-17-3,4, 4a,5-PU A - 1H-HEIE T[4, 3-
bI 5% -2 (9bH) -FIER ) « 'H NMR (CDC1,, 300MHz) : 1.20-1.35 (m,3H) ,1.73-1.85(m, 1H) ,
1.85-1.99 (m,1H) ,3.22-3.52(m,3H) ,3.52-3.66 (m, 1H) ,3.66-3.95 (Br, 1H) ,3.95-4.21 (m,
4H) ,6.60(t,J=7.7Hz,1H) ,7.04(d,J=7.2Hz,1H) ,7.20(d,J=8.1Hz, 1H) .

[0445]  {Ely{diJ[4aS,9bR]-6-7R-2,3,4,4a,5,9b- )NA - IH-MERE T[4, 3-b]I0E G 1Cfk
S TSR AR B, 1% S N AT DL [4aS, 9bR] -6-7-2, 3,4, 4a,5,9b- /N4 - 1TH- ML IE
T[4, 3-bI M| (S) - kR R TT 4A3E1 T . 100mL I [ RSBt XA T b B L s 1~ Ffli b
BHEFAAE IR IN, N o [ EEIRH DINS - kR ER Ok (5g, 12 35mmol) \Na,CO,
(2.88g,27.17mmol) F25mLI THF . Ji 22297043 #1A] 25 °C (HIFABRIGLE) 1O o [l N TR S
T INE IR ChE (1.64g,15.11mmol) ZE5mL THEHA VAR - 725 °C BRI 109350,
SR 5 1 HPLCAS 75 o 1l 1 HPLCX 22 21 /D12 % IR A R, TR 18 55 2998 % o [m] bk}
FHINL2.5mL EtOH, £EJkHE N4z Bt ARR 25 20 30mLis 77 (35 ELOETHF) R iz okt
HOIN3T7.5mL H0, TSR A i pHit 4% o> 9 AR K i iR S T =R P20 /N
N, Z Je ik 8o FH125mL H Ok A o /E FLas MR Fh 1758 C T 29 16 /NI iy, 1432113 . 9442 7%
ik (72298 %) o [E I H NMREF G I BoRIA (s) - bR » P HPLC 3 Hr oo U
FEIRIAERE>99 % o LC-MSm s M/ e =326 (M+1) [l .

[0446]  S7J#Ef54 : [4aS,9bR] -6~ ((CRIE L) 250 -1,3,4,4a,5,9b- /N - 2H-IEiE I
[4,3-b]5|-2- R £ fiF

o)
o)
N>_0Et I?_.OEt
H H

[0447] —_—

H
r H N

Ph)lL Ph

[0448] ¥ ((4aS,9bR) -6-71-3,4,4a,5-PU% - IH-MEAE T[4, 3-b]15|ME -2 (9bH) - R LT
(26g,80mmol) « ZEN i (16g,88mmol) v t-BuONa (15.1g, 157mmo1) FIBINAP (1.53g,
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2.5mmol) B TR VR EE AR VR e S AR I LL = SR OB o I FEZE (300m1)
I AR R B AL RV TN TR BT « 2 AR B T 5 260°C AR R
FIIAE KA H IR T - I\Pd, (dba) , (0.83g,0.8mmol) , K1k 4560°C, £
L BRIER, SR s IR S INEU . 7105 C TR N TR G o

(04491 FHEAHFIIRAE , DIARRI SR8 1 28 SO o B8 P S S T-105 °C it 4
& B EATE IR, ARCT SRR (2. 50) MR RIS TR B iai i e 30 ik 15 BIPR
EY, MGk (63g) KBRS L 4 T b 8%

[0450]  SZjfhl5: (6bR,10aS) -2,3,6b,9,10,10a- /55 -2- A - TH-MEREIF 37,47 :4,5] -
&I [1,2,3-de MR -8 - IR iR

] ci?,OEt ?/

[0451] =_—n

H
N HN
A f

[0452] 34 (4aS,9bR) -6- (T FEELT AL 4050 -1,3,4,4a,5,9b- 5% - 2H- e T[4, 3-
bIm5IH-2- R O (£963g,160mmo1) R LR i (22m1,198mmol) \Na,CO, (22. 6¢g,
213mmo1) FIKT (30.9g, 186mmo1) 7E P (1.5L) H1 IR RIR 7T 167N o 7F B2 Hs 5 P
PN ST (700m) |, ZRJ5 JT17K (500m1) £R7K (200m1) Pk, T4 (Na,S0,) « 2% AR A5 21
TR, R B R AE THE (400m1) Hho T 2530 3 S IN 2N HC1 (140m1) <HPLC i /R
BEAEL . 5/NIN S o SR L2 25 THE, JININ HC1 (200m1) , 1t i87R &¥ - Bk e ks T —
SUHEE (250m1) Hr, FHER/K (150m1) Peis, T8 (Na,S0,) o 28 LA, AL A B i CUbe/ &
B2 LT~ 2K Je FHDCM/ RS A T 2 e W IR e aslt €205 7, 15 21 5 [ AR AR UL S (32 5,
67% , 13 Int-3) .4lJE : HPLCII 488 % o 'H NMR (CDC1,, 300MHz) 81.21-1.35 (m,3H) ,1.94
(br,1H) ,2.76 (br, 1H) ,3.08-3.26 (m, 1H) ,3.27-3.48 (m,3H) ,3.81-4.23 (m,5H) ,6.67-6.78
(m,2H) ,6.85(d,J="7.0Hz,1H) ,9.46 (s, 1H) ;'°C-NMR (CDC1,, 75MHz) §14.9,24.5,39.7,
41.4,45.7,52.1,61.6,66.5,113.4,119.2,120.9,123.3,129.3,138.0,155.6,167.6.LC/
Ms:302 (M+1) o

[0453]  5ZjitEdl6: (6bR,10aS) -2,3,6b,7,8,9,10,10a-/\ % - 1H-MkIEIF- 37,47 :4,5] -k
1%3-[1,2, 3-de ] Nk

O OEt

3’ NH
H
H HBr
[0454] T AcoH H
HNf HNf
[0455]  J-==7E00 (6bR, 10aS) -2-%E4%-2,3,6b,9,10, 10a- /% - 1H, TH-IHIEFF[37,47 : 4,
5T [1,2,3-de] el -8- FIER £, fE (6.4g,21. 2mmol) JE B 7FHBr/ £ FRIA R (64mL
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33%w/w) W1 BHR G Y1-50 C IR L6/ N o £E 8 E1FE I TR £ TR (300mL) AER =, i TR &
Y D TR TR (300mL) Yeifk , SRR AR 025 N T8 AR 5 B Bir f3 HBr R 7 B A s
(200mL) H, FIAE SR HR Tk Al AR I B A (Lol , A8 AR Fh7N) 2248 1
NBTR A LR S pHIE I 10 K TR G AR E It — P alifb s T, 15
FIFHIY (6bR, 10aS) -2-%A4%-2,3,6b,9,10, 10a- N4, - 1H, TH-MERE I (37,47 : 4, 5] L& I [ 1,
2,3-de] MRk (8.0g) , FLEH BT F— P MS (ESDm/z 230.2[M+H]".

[0456]  57Eh7: (6bR,10aS) -8- (3- (4-JH A AL L) -6b,7,8,9,10,10a- /N% - 1H-1E
BEFF(37,4 4,51k IF[1,2,3-de ] EENEME-2 (3H) - i

ot .
[0457] -
HN
f HNf

[0458] 34 (6bR, 10aS) -6b,7,8,9,10,10a- /N4 - IH-MEREHF (37,4 .4, 5] (1,2, 3-
de NI -2 (3H) - (100mg,0.436mmol) +1- (3- (P 4EIL) -4- 5K (100uL,0.65mmol) FIKI
(144mg,0.87mmol) YEDMF (2mL) W IR & ¥ & SB35 8, JINDIPEA (150pL,
0.87mmol) TR G YIMINET8C, TR I HE2/ NN KR A H = =0, AR A
T o 2 o AL SR 2 L i 10 - 100 % 1) SR A HH i/ AE R PR TN NHL TR &9 (1
0. 1v/v) HIES EEVE N e R Al 18 15 21853 siAb 14, TP HIl S HPLC A e 4616
S BIH0-60% CIEAES0. 1 9% FHERIFZK HR IR BEdE— 2D Alifl 45 2y AT bt
) (50mg , 7=F30%) MS (EST)m/z 406.2[M+1]".'H NMR (500MHz ,DMSO-d,) §10.3 (s, 1H) ,
7.2-7.1(m,2H) ,7.0-6.9(m,2H) ,6.8(dd,J=1.03,7.25Hz,1H) ,6.6 (t,]=7.55Hz,1H) ,6.6
(dd,J=1.07,7.79Hz,1H) ,4.0 (t,J=6.35Hz,2H) ,3.8(d,J=14.74Hz,1H) ,3.3-3.2 (m,
3H) ,2.9(dd,J=6.35,11.13Hz,1H) ,2.7-2.6(m, 1H) ,2.5-2.3 (m,2H) ,2.1 (t,J=11.66Hz,
1H) ,2.0(d,J=14.50Hz,1H) ,1.9-1.8(m,3H) ,1.7(t,J=11.04Hz, 1H) .

[0459]  {E S ANK s , A IR i A DMSOIA A H 1-70- 75 CIEA TN 3 -5/ 4 iy 773
AffE FEE97 % , 100g - 1kg HUBD) o v DAk FH IR OIS - /KTR S i K G R B
Je FHE BB A T 22 405k 43 B 7 o W] DA MIE B Fh 5 AR5 1k 0 S e AL 25 1
Bty B « AT DA 2R AN GG TPt B8 — 22 S« FITAS r 0 1F 5 TR
'H-NMRATHPLC -MSZ3 47 o 152 PA N Al P 5t (ML L HPLCIUAE | B T #4112 B 1 HS -
GCIZE) -

44



CN 113195450 B W OB P 41/43

CRE 4% (HPLC %% %)
RRT 0.10 % 0.11%
RRT0.11 % 0.51%

(6bR,10aS)-6b,7,8,9,10,10a-75 A - | H-#7% 5 [3',4":4,5] | 0.18%
wg 3 [1,2,3-de] " % H-2(3H)-BA

RRT 0.40 *% 0.09%
RRT 0.94 & 0.09%
RRT 1.09 * 0.06%

[0460] (6bR,10&S)-2—¥EL‘fJ{ -2,3,6b,9,10,10a-7< ﬁ-lH,?H— ez 10.78%
I [3',4":4,5]1t°% F[1,2,3-de] % & #k-8- F B L 6

RRT 1.23 *# 0.10%
RRT 1.40 & 1.70%

% HPLC %% 95.7%

iE B 3716 ppm
DMSO <500 ppm
LB LS 13611 ppm
¥R 1463 ppm

[0461] 57518 : (6bR,10aS) -8- (3- (4-FH A ALY WAL -6b,7,8,9,10,10a- /NZ - 1H-1E
BEFF[37,47 14, 5] &I [1,2,3-de] MENEIk-2 (3H) - R &k,

[0462]  FEROR SIS AT A EOR IR, KR (6bR, 10aS) -8- (3- (4- G K%L D) -
6b,7,8,9,10,10a- /N - 1H-MERETF[37,4° 14,51 IT (1,2, 3-de ] HENRMK-2 (3H) - Fil{E L
ol PR R A3 20 2B i) B AT 252 [RHPLCAE T (93-97 %) B2 A7 1 1 1) St
FEE 2451, N1 - (3- SN SAL) -4- 50K, HAFEREN0. 1050, 30 % w/we (L i 27 P,
AN PR AL 0. 08 %o w/we

[0463]  [XIItE, FEA T4 5 LAt — 20 Al i B Ak IR i FE S« B W) i e R 7 711
BFEHEE  OFF S NEE  CIF  PIB HH 3 25 L 2 - IR PU SRR - R CRE M CTR TN
B o & T i RN T 45 SR, E— 2B IO OB T FH R BN 21

[0464]  Jaass KW RAE P&
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AT 40 4& (HPLC %@ 47)
TG EH AR | AEA LR B
RRT0.11 *¥ 041% [0.09% |0.14% 0.04%

(6bR,10aS)-6b,7,8,9,10,10a- < A -1H- | 024% |0.05% |0.07% |0.02%
ok v - [3',4"4,5] ot 2 [1,2,3-de] %
% -2(3H)-AR

[0465] | RRT 0.94 % 024% [0.11% |0.18% |0.12%
(6bR,10aS)-2- & X-2,3,6b,9,10,10a- | 0.78% | 0.46% |0.39% | 0.35%
£ -1H,7H- % 5 [3',4'4,5] ot % 3
[1,2,3-de]"s %% H-8- 7 # L85

RRT 1.40 * 1.35% 0.13% | 0.12% 0.05%
# HPLC %K 95.5% | 98.8% |98.6% 99.1%
BER 70% 82% 77%

[0466]  IKifly, 24 FIRHELN % FIAES0 CHIL00mbar FL25 N TR, 2k B I /K -k
o TCHBR AR, 40~ o Oh TG, 24/ NI 5 6T HHEE AT , T #0607 1N

5% & 57 K -F(ppm)
LGB ICH FR %! iy ¥ B 7 BR
[0467] CHE 410 ppm 15900
P 3000 ppm 5792
7 B 5000 ppm 8249

[ode8] iz 2RI, 127 W R At - A BRI AR B AE AR BBl AE LA rh TR
SER IR TR AR R EVARR 25 105 AAERIE T - 45 it HORITSE, 48R (6bR, 10aS) -8~ (3-
(4-5 R 5SE) L) -6b,7,8,9,10,10a- /N5 - LH-MENEH[37,47 14, 5] IR [1,2, 3-de ]I
WEEIH -2 (3H) - Rl A1 T L i AR S5 AL TR A 20 107K 9% ) Bk AR 7T o

(04691 HE—LHONFFTARI S5 it JOITRTF) ¥ A0 5O B B VA RSP AT 52 i B B BR 4%
A1 (Fan20°C /7 NIARDRTT-10°C //NRE) AT B2 SE/INROST (O 4, ek i P ok B/ D 07
FiloARB , AR i B BRI ) (R 2) B TR A 5 BEN S BT

(04701 FEAT LB AV SO 711 (91 401E BT BMTBE) 11 45 it id B2 R £ H o A
SEIEAARES , MNEE B AR 740 , B a7 PT AR TCH/RA- AT o 2R, 620007
HrRE S CIRGTITE 1, A S SN R AR B o rh B4t R 12810 K HPLCAREE AT 4
NIBTREIZR BT AT o

(04711 5 1 5 Ahia L I 45 P T S0 25 FRAL B, Sl A - SR C IR AT
P - R AR : 183« LEC BRI A - FHR S A St T4 NIREROSER, 4 &FK
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S AT LG R A

7 BA-EtOAc A BA- 7 B

3:1 2:1 2:1 3:1
HPLC %t % (%% 4%) 97.4% 97.0% [99.2% 99.2%
71 R 5% 8 (ppm) 4929 4743|2583 2570
LB LS55 9 (ppm) 1931 3411 [ <250 <250
T 8% 5% ¥ (ppm) 2470 1436
g 3 66% 69% 65% 68%

AR 42 i (HPLC % 4R)
[0472] RRT 0.11 *% 0.17% 0.33% [0.27% 0.35%

(6bR,10aS)-6b,7,8,9,10,10a- > £ |0.11% |0.08% |0.06% 0.04%
-1H- & "% # [3'.4"4,5] *® & #
[1,2,3-de]"% %2 #k-2(3H)- A4

RRT 0.94 & 0.08% | 0.10% | 0.07% 0.09%
(6bR,10aS)-2- £ 1X.-2,3,6b,9,10,10a- |[0.47% | 0.48% {0.33% 0.27%
7% #.-1H,7H- it "2 H [3',4":4,5] =it &
H#H[1,2,3-de]"& 2 H-8-F 8L L B
RRT 1.40 * 1.20% | 1.38% |<0.05% |[<0.05%
1-(3- &7 £ A )-4- AR (w/w) 0 0 0 0

[0473] RIS IARIIAT A TE S 167N, 40°C , 100mbar

[0474] 5§19 : (6bR, 10aS) -8- (3- (4-FHAFALL) NI -6b,7,8,9,10,10a- /N4 - 1H-ME
MEF(37,47 :4, 5] FF[1,2,3-de ] EENEMK-2 (3H) - i FHZEA4R R o 4lift,

[0475] B4 BRI 20T (6bR, 10aS) -8~ (3- (4-F AR A L) L) -6b,7,8,9,10, 10a- /54 -
IH-MEREF[37,47 14, 5] F (1,2, 3-de ] ENZ M- 2 (3H) -l (1.88g) A 20mL/ N HT. I
11mL P L 2 BL 0, B S S TR S INIAEE50°C , T ke (TR 2 7 o DN T 4 PR 2R e (1. 524
), IR A PARTRAE S SRR IR M AE50°C M IEHEIN, 2B T 6 M gk i - B HE 20 1/
I, B 252, i SN TR SN FE DR AN E =il (P ) 13 2 R =R L TR
EW AE B N RO R R G, AEN . TR R A B O R Z M R IR 218
A7 N XRPD A AT i s R AR, X0 R 4 25 i MR ARRAIE (A A — 28 e e JE S 5t - 1H-
NMR 5 B FHORTR £ (BEZREEL - 11 FHORTB e JoT - S5 S ot 1) — B it — 2P it 72 56

bR .
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