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SRR AFAERT , Xl A A DA OK T3R5 T Z180%AR Xof e S i)k B A7AE , SEAR e LA K T3 %%
T2190%{EXT e 7 ) B AZAE , AL LA K T 35 T 2995%AF ) i S A 1ok A7 7 , BRI DA
KT BT 2198%AE X e A4 ik B A7, S fI ik A K T 3055 T 299%E % e A ok A7 7E
[0032] Ak HALA I — L I Al {E A 2 A AEAE, I B /A& T AR H P h4h,
ARR A — L b AT 5K B4 A) B8 A HLE R A R , X e s ik vt 5
FEAL ST TEA R B (SR A
[0033]  7EA & B IS Rl P, AT TG 26 4 I AE 5 2R (D) A 8t (LD AL & W AH S 32 2
i, BB 7R ARG RIRAFAEBLA U™ AR M A KRR F E AR B R ik e = WA f
[l {57 22 R E) A7 2 TR A o 45130, o S0 R A0 24508 [ A8 THAIPH (D) APH (T) o 28400, %o
T R ) A 8 7 G 9 L P 4 A B 120 1B C AT C A2 PP 0 R0 . ) A 25 7T LA g s P Bl T
PR (D Bt D) M BCR AT AL A AT &3k 20 OV PR PP TP T T P T PR
Br BrAY B R 3 o A R 3k 5 0 R R
[0034]  [&ARE A4ME , A ST FIARE AL IR NIFL 2Btk &b 2 B EE R T
G HUINT LI5%EE IR, LI /N T 29 2% B8 IR , BEALIE /N T 290 . 5%BE IR , s LI /N T- 290 . 1% E IR .
FE—ASLHETT SR, AR W K ARSI b & 28 (D) AW 71k A 5 — AL Ty
R AR W B AR A &2 D A SR Tk
[0035] [k S AMRI , 78 T A X (D) At (LD AL APt 48 SO FIAR 3 <A
ANE AR ER TR R AR R (D) A9 BBt (TT) 40 B Bl b o+ 82 6 2R BE SR T 42 B T
YB%PE IR , e /N T 2I2%E /R , SR /N T 290 . 5% PE /R, Btk /N T-£90 . 1% JR o 76— SE
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Tt S, AR B Rl g A AN S AR K K (D S T i% AR T — A SEE T 5%
, AR R g AR AN SR A 3 (LD AL S T3k

(00361 ERAR S HMEM , A SCHT FIARTE Va7 R A T4 DU - I i BUEE AL i 2 2 A
PRS2 BORE (R A3, LI N) IR O E T AR I AL &8G9, LA 1
AEIRBIF AR A WAAEIRBO T AE » B BRI AR ZE AL -

[0037] [ AR 53 oM B, ASCHT IR “TBs” RALEE (a) Jdi/b— R 2 MUEIR 9 & AL KL
(b) Yt — MhEk 2 FOREIR K ™ AR 5 (o) HEIS BICIRE S A MR D A Ji 5 A1/ B (d) fHE3E Bl
G BLBURAE AT K A

[0038] AU BOARN F AR, AEA K B B SRl T3 i, 5 /5 B 52 a3 (B, 75 22
TRy (152 1503 A 4% A AT 20 P R I B BT (14 28 L 2 O i ) 28 2D — PR 1) 52 3k
HOCEE UL AL, EARLEN) o F3oh, 477 2N 32 15 3 n] DLV R R ILEE R 2L
TR B AE (1A AT AE DR AEL A RHER T i PRI I B B BR 7 &b A Sl Ak T Kk e finid 8
AL I B AE RS ) 323 (DL AL s, SEARIE N - B, nl A 323 T 52l
T3 SLAL T Fe 2R L B B AE RUBS: OF: B G = ZE 3BT BCFERs PR VR ) AR EANR T 5005k
SRR EAE G ZEELBURIE L PR e U A%

[0039] AT RIARTE “52 10 E " R f5 1R iRy 7 I EE B 56 0 R M 3h 4, 1E 16 D i 7L 51
Yo, LIk N o DL 52 63 O P A/ BCR B2 R T RN/ B BT 14 5 93 B AL 22 20— F
[0040] A HIARTE “077 A 208" AR AN G5 ER B2 A B A PRER i 55K 515
ARG S BN B A2 S B (B 55 e T Va7 PR B ALK AER) BOE PR 54
BRI &

[0041]  ASCH FIARTE “HAW" B /505 18 2 B 18 E K2 1K 7P A K B B ) #27
AT E E R E R A A AR

[0042]  Jyy SE TRl EEHB UL, A SCR 4 (1 — L858 B AR AA AN AR “A” 180 . B 1 i, i ]
LT BRE S A SO (A B ARG SKBr T H, AR AR GURITBR N 15
U7 60 B P 2 AL D A AR B R TR A/ D05 S A 0 P 2 (L R S B

[0043] O 7 S fal A UL BN, AP ) — g ERIBAE N L EXE LRV -—E EH R
o BT BRSBTS, 2 AR T g ERRATR IR MBS 2 EXE 'Y
BV B (AT S B

[0044] A5 it B v BE T2 SR AR, A SO IR S0 S 2™ R 4 S B R ARAE 2 iR DL AE
T2 —FIAL A SRR« () XL 27 SEAR [ SEBR RUR T 2, A (b) £E A A4 25 [E AL S WA it
R X AL 2 SEAR AR AT 3

[0045]  AGULIIBARN SRCATREN, BAR 5340, 1 SR I 75 74, AR C R VA AL
T AT T BEAT BORD R AU BOARN T8 R AR B, A£ A SCH A 0 Ut B 3 RSO 22
RAS R, ABFIBGR RIS/ M (B, Bl 575 AT VAN 2 T — P SR RGR RS, BT
e H G T2 SO E B8, I HLnl A T AR R BAS [ o 120, £E 75951 A 25 BRABUR AT AL
TR AT, A — 5 e BRI A WL AT 5 55 B A WUHAE F B o 540, AR AU 0 45 A
N GARLNAR B, AEA S Y (4 Js L5 BRER] A 2 PhA R B 771 AR 4t b BEAT R, P id S i 2k B
AAETE ST HIBGA T R G RIR 5  H HEAT A GUE I BOR N SOE RN B, AEBEAT PTMIE
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252 S N BT A A BRI AN o e AA A (B PR A R S BB RR A BRI 5 — AN R )
I, 55— RN 88 — S ML BSCRE A0 R AT A A [ ¥ RV BV 77 2R e vh AT BOE, AT AEVE IS RS
FEAS[F) B ¥ 0B 77 R e vh 04T I TR A & se il

(00461 3 &5 (1K) ¥ 7] Tl J5 S8 ek o2 R G S 8 23 5 RN 2 7 1) S A8 E DL Tk v R0 o A 43
BRRIEARN S BN B, Firids S5 21 28 ANHT 55 HLAS R AgERE S LAATART 7 2XBR il 75 AR AR
EORA P B AR

[0047]  [RAR S34MEI , A ST FIARE “GEARAR BT 74 7707 R 48 2 AT RRIE i Al M AIMIG S Bz 1
A NLE R, B, AR T iR S S o1 IR AN AR 0 5 7 B9 B A A 24 K AAB AR 1 51 o &
A LR AR T — H J H Bz OMF)  —F 3 2Bk i (DMA) N—FF R rtk i e i (NMP) | —
FHAZ A, (DMSO) ER T AR 1, 3— - F B -2 IR e ] (DMT) \ e S R e 8 771 55

[0048]  [AR F3AMEI , A ST FIARTE “B 25 R B 78 U CECE i s S 31 7] 5 O i /e
i BN L AT ) B B ] o B S R (ECAN IR T-Br CL L L R R T  FR ORI BRI - — 3R
TR PR I B IR TR PR IS L LR T TR PRI 55

[0049] 7 il & A K WAL AS WD HOATATT 1 2 0 1], AT B8 0 R/ BUH B8 AR P AT AR AH 5 70+
E R U R B S N M R o 3K AT R OR 4 AT LA SE B, 49 A LA SCHER P R G OR 4
& :Protective Groups in Organic Chemistry, ed. J.F.W. McOmie, Plenum Press,
1973; FAT.W. Greene & P.G.M. Wuts, Protective Groups in Organic Synthesis,
John Wiley & Sons, 1991. 7] FIASTIE OV A 751545 B8 J5 75 (R 1B B L bR AR 3

[0050]  ER:AESAMEH], ASCHT FIARTE “BARS R RLHEA] 45 & B BUR 5 PLR 3 Bk U5 1
A& 5 B H ] 75 5 AL OB G BRI A Bl A BRI AR E AR T, &R R
B, 3-C (0) O-REYFHEA , Hrp R a0 AR AL | 28 RCT 2k LR R 2 0 L CHo=CH-CHo— 55 5 I
i, 2N=C (0) —R [ EE[A] , Forr R Dy oy 6 O | = FP R 4 o N- TR IR L 117 A2 ), 28-S 0.-R”
[R5, Hod R S R R R =R L. 2,2,5, 7, 8- T R DR 9 Ak i -6k L 2,
3,6- =L -4-F AR IR AR el A 1 BUORPHE AT TS0k, T W, Greene & P.G.M.
Wuts, Protective Groups in Organic Synthesis, John Wiley & Sons, 1991,

[0051]  BRAESIHMEH], A SCHT FIARTE “AURS B RLFR ] 45 & B U 5 DLR 7 Pk 4805+
N5 5 I 8 H A28 5 MLAE R 5 25 B 1 25 B o 0l i R P R AR ANIR T 2 B
PR RUT i R R e = B AR R e L (TMS) JMOM. THPEE , e idE A R L m]
T ik, T.W. Greene & P.G.M. Wuts, Protective Groups in Organic

Synthesis, John Wiley & Sons, 1991,

[0052]  FEARHE A & B il & A S IR T3V HE AR S AR IR VR 5 PIT , TK 6 S ) Ak ] e i
WA AR, an g (O A S AT LR e Ui £, 3R e e L — M B
L 35 73 i 2 B K S W S AR A o 8] 40, P T AR AR AR AL B PR 3 R S A AR A 7
il g 50 s PRI R (1 (5) - == 2R -D— A R /B (+) — X - IR - L
) AR, B 5 o G4 G MUK i BB AR T R E T e S A A obf o 9 AT J e A e A o)
SR BEESRZ , B S BT (A S IT R B TR B TR AL S R 4 o B AT AT TPRHPLC
R A y/E TN

[0053] S 4b, A AT T FRAERE R T PEHPLC I 2 i 443 & T 30 (%ee) « AT IR 5
PON/ S APUR ¢

23



CN 107074869 A w Bg B 12/26 7

[ (Rmoles—Smoles)/ (Rmoles+Smoles) ] X 100%

H:HRmo lesASmo les AR A ¥ HHRFISEE IR 7380, fH1 15 Rmo 1 +Smo 1=1 . B &, 7] M FIT 75 %
e A A A i 8 VR A P B B B R v B i e A it

ee = ([a—obs] / [a-max]) X 100,

[0054] X T-ZjWRL L AR A S0 B R iR R TR 1“2 % B RTHZ i 87 O/, Hoe #h
WA Tl AR R A S VB 252 ERT 2 3 A AR &SI 255 B Rl 2 #h
AL HE R Qi TR A A SR VAR S 25 5 B AT S I R VA TR R R N £, 255 AT
P2 R SR TR VIRIR B IR L R IR VIR HIER L LR VORI AT AR TR VA TR ik PR BT
B8 o 3 Ak R AR B A A A R 1t 0 4 I, @ & I 25 %% Bl 52 (1) Shml B FE 4 B
£ BN S R B 4 B £ B an S BUEE B s DL K S & S A ML A AR A B £ 1 i
h PR, AR MR 255 BRI B2 (SR AR AR T LR : SR ORTEER £ o8 R £6 L ik
Me A h IR ER AR A IRE SR VIR £ R L £ TG IY £ BRAS (R R R £h B IR £ L Sk
Yo e hr 4EIR #h AT IR EL L EIR R . O TR 4R £ RRIR EL ARIEIR £ L SR EE
B R ER E PR B R IR B B E IR B R O R A R I R B L R ) DR iy R i e
I VEUR IR EL AR IR ER R R R AR WU R G R (isothionate) FLER EE . FL
PEERER . HRERR Eh P R EE L ok R £k Pk R 6 L PR R R £ L AR R L A IR P I 6 B R
BRER VRGER &1 2SR & L AR IR #h N-F AR A M e e 31 R Eh A XU 2R R EE (PhIR #h) (ARAE TR
h Z IRER EIR Eh/ IR EL IR FUREBRE R h KA IR £ BB AR IR #h VAR R Eh VIR L R ER
BRIAMR Eh R #h VI A PR ER R AR Eh L ORI £\ = IR IR £
[0055] A T il % 24 5 Bl 2 SRR E R B EA R T LN R, B 42 . 2, 2-
TROPE AR O R VR PUIR LR LR AR ORI R R R 4 LB
KRR (1) MR RN RR . () — (1S) —AEfiki—10-Ti R . 2R . O IR P 1R R IR AT AR
Me RO R R T R R IR L L -1, 2- TR TR 2- BRI 2R F R . E
2 TL R AR W DERN T D- AR DA AIRERR (Oglucoronic acid) LA
Bg a8 - R OBFER S JRIR (hipuric acid) VEIRER AR () -L-FLIR . (£) -DL-
FUBR FURIFR. SRR . () —L- 4 S P R () ~DL . TR 352 TR 251,
- HAMR 1 -2 ZE R IR (nicotine acid) AHER TR  FLIG R SR A HEIR XU
FRZEIR IEIR L ER E IR KR A-EF KR 28 IR (sebaic acid) R IR BRIOER
B BRI  (+) L 2RI SR S I
[0056] A FH T+ il & 24 % b Al 4352 () SR AR PR AL F5 (AR T A B, A48 2 LK
MR GRIG R E VEANE B, R RO AR O 2- (LRSS -4
B CBE NG 20— i NP SRR A M B P L LH-IR e (- R RS EE A (2R R 2
) NGk IRER VEEAL L 1 Q- L) IR e AR G VR BN = LR R SR R
AL HE (tromethamine) FEEALEE .
[0057] A BH I B il 2 A SCIRR s ) =X (D) A (T R 24k S i 7715, Frid T v,
5 P& A e BRI b A0 (50, e ) N—-Je A s 26 R

FETE B I PR A HUHRAT AL, He P B A5 2 LA b AR R i 2R R4k & 4 A
B FEAL TR S N B 7= A B R (19 1, MBre , /B A 5 R 7 3k B R 4R e S ) 81 = A ) 61
WA CRET e G = i = % (TEA) R 2 B Jie (DIPEA) 2R Jie L nahmpk | it
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WE | BREE | IEL I L IEEIAR WG| PoR (IR DR IR PR 5, LI TEA\DIPEA \ — 2 FZ BRI 0k , BE fIL1% TEABR
DIPEA, H AR A HLEAR L DL K T 201 BE IR Y &= W B ATAE, IR L1 B 2108 /R Y &= &, L
WA RS EIRNERN &, LA B3 5B RN ENE IR B L3R Y& E, /E
— AR, 292 5B R Y B R AR AL, A1 B AL 2B R B R

FEIETE AL AAFEAE R , B 2INa T \NaBr B PU Je S 4 (4514, b DY (GE T 288) 856 5%)
TR DY f 5 (40, VRAL DY (IE T 25) 4 48) Vil = 2 Ak JRAL = 2 R R 2, 1
H B AL I A 29 1%mo 1 22 29 10%mo 1 ) EAFAE , Pl £95%mo 1 22 £10%mo 1 [ & 5

TEE G IR PR E— LA A dolan, AR EE BTV 57) , DMF . DMA \NMP . DMSO. 38 T
TN DMT 25 , A3 DME ; 72540 °C 2 2970 C IR JE , L1455 °C 2 2965 °C IR, AL EZ160°C I
B
[0058]  FEACK BRI 5 iE AR, A WA AT o AT ARV N-HE A0 B 7= 7= A R B 1
B, LA BIAH R 1 o 301, ZEN-50 640 0 538 A B R IR Be SR IR B AT I I B A LI
B A B8 FATART A S I S5 N2 81 =4 7= A IR B (1), A4S B AH 192 6 o 3 A HLRZ I A A
RV IEAAN-HE S A0 2 R VD B8, TR 1 D B 2 B /e vp AR B =4 = A i 2
[0059]  fE—ANsKit 7y R, AR BRI Kl 6 X (D MG a0 25 5% Lal 42 i 75
LT R LI TR

RS NG

R

[0060] 7521
PRt A2 (V) B 3E A BRI AL A4 (2 A S VB T AN 75 il & AL A 4 (s Se
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DL 2t L pirid) ) 53X (VD 593E A BRI AL & (@ & Bk & 87 12 i 24 14
NF%) SN, Hed LA A B0 B 22 F, 0Br . C1 L T FR RS PR ES P 2T R G g 3k ZE i R
. = P BEERES LR T BERERER S, Lk Br s b 3 (VD) (AL S IE AR T A BE R &

(ﬁﬁxﬁﬁﬁ V) A B0 BE SRBD B EARAE AR 1 B2 5 R Y B E kL. 258
21 . TR BN E, LR AL 3R A1 5B/ EN &, HIRE AL 4B /R Y &N & 5K
Wk

TEIE AL PR A AULIATEAE T , oA MG IR 2 DL FE AR v 28R40 &4
58 AL TG BN B 7= A R I (9 3, HBr , VE Ay 55 B 7 5k B R R i S ) B 7= A 1) 5 46
W BT e R = = 2 (TEA) TR FE 2 3L 8% (DIPEA) 2R g ik 1t
WE W2 IE | FEEI | WA bR | |1k DKW DR R IR I 45 , (LI TEA DIPEA . — Z Bk , BE fL e TEASY,
DIPEA, H i AL ALIE LA KT 291 BE /R M & EAFAE (XT3 (V) (b &M BE R ED
AN B0 R U EN &, REN B A5ERNENE, RELN . 1B L3 5E /R EN
=, k22 43R U BN =, a0, 292, 5B R Y B N =

FEHAE BB AAFAE R , 9 WINa T NaBr Ak DU ke 4 (39 0, ik DY (UE T 38) #%5)

TRALPY e S (1, JRALDY (IE T 38) 86 55) ik = 2 36N 3 IR = BN i o, ]

EPBMM@ AL 2 1%mo 1 22 29 10%mo 1 ¥ EAFAE , Pl £95%mo 1 22 £10%mo 1 ) & 5

TEE G IR PR — A ALE A (a0, AR EE BT 57) , tDMF . DMA \NMP . DMSO. 3 T
B DMIZE , FILIZEDMF s 75 £940°C 2 2970 C (13, HL1%55 'C 22 2965 °C IR JE , L2160 °C 1)
B LA RI (VI (A RAL A
[0061]  fLiAm & VID KA.
[0062]  ARSURIIH AR AN BMAIAIRE], £ () A5 5 VD AL EW s, >k 5 = (VD)
WA PIL LR 5 MR (D) A A PRI SR, 7= AR A 8P e (B, Fh LR,
VBRI SLE =57 A R B N HBr) o AR AU AR N S B A YR 3 3 5 326 46 000 A L ke
MIFTR B , LS BIAHRLEE o FEA R B T, NS (V) A 520 (VDD A P 845 211
TR AV 75 B PR, DA B AR R P A 1, RUOR BT IR Sh AR B ARV WP, ANTTTE - 7
A AE T TREMES BCR ShA TR — 20 (R, R ED) .
[0063]  #X (VIT) AL &4 50 A 2 B 25 B S0 ) OB, 032 025 R 4k 771 (1 2t , 3
A B BRESE) , Win—CsSH (GE OB EE) \n—C7SH (IFEBERREY) wn—CsSH (GE /i EE) \n—CoSH (IF F
BRlE) \n—CioSH (EZEHRAE) \n—CiiSH (IE+—4EfilE) \n—CioSH (E 1 —4ehilE) « t-CaSHGUT
FREE ok 2 FF L TR R E)  t—CeSH (2—FF B TRkt —2- B %)  t—CrSH (- B O b —2- 13 %) . t—CsSH
(2-F BB -2- %) L t—CoSH (2-F 3 2 B2 B%) . t—CroSH (U Z3HR )  t-CuiSH (2-H 3%
ZEITE-2- TR )  t—CraSH GRUt e iR BE Bl 2- R A+ — e i i) &5 (i, Hoe i Sl L F
FALT) P Bt e AR B, b e B SR IR DL 202 8 295 BE IR Y = 1) E A7 AE (FEG
TRV AR BERED IEL2. 5B LABE R B &, Bk L2. 88 L3 4FE/R M &
&=, EARIELA3. LB/ R Y= &= KT

FEIE Sk PRI AL T, 49 201 & ik $R 0 T LEE (WINaOH, KOH. LiOH, CsOH%) B &
PR B Eh B (WINaOEt \NaOtBu KOEt.KOtBu.LiOEt.Li0tBu.CsOEt.CsOtBu%s) ; BUE &k F
(%) e, (AILiNEt2 NaNEta . CsNEta. LiNHa NaNHz, CsNH2%5) BIIE 4 £ 10 S AL B (iNak,
KH. CsHEE) B0 2 1% 5 /) B8 (ILDAKDA \LiHMDS \KHMDS \n—BuLi%%) , fL.i%NaOtBu , H P Bl
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LA 2125 L5 B8 IR B I B ATAE G T30 (V) b &0 BE IR B S ik 292 . 55 294 BE R ™Y
BE, BIIELA3E Q4B /R ENE, HIRIEL3. 6 B L4E/RY BN &, £ —PLbid,
23 LB R MBI R 7 S — ANl b, 293 AR R B &L 78 5 — AL, 413 .6 BE IR Y
EIE, 1L AL, 493 TER S &N &E 78 5 — b, 493 9B R Y B &
FETE G e PRI 58 A HLVE A b (a0, AR EE 5L 7)) , DMF \DMA \NMP . DMSO.¥1 7]
WA DMISE, L3 DM s 2L o 55 A7 AL AP35 58 — A LA AR IR s AE£0 110 C R 150°C HY
I8 6 128°C B 4135 C IR, ARG L1131 C IR B s ZE M PEASUR T, il o, 28U L 7
T TEZUT % IS I (D 1A R A
[0064]  7£ 53— A skt Ty S, AR I Kol &2 (D A S B 25 2 bl 52 1) #h 11
Jii WA R Uy S ik
O e "

o :\\ s SN N
S -{V}
§ 3

¥

[0065] 7222

I A0 (V) BiE A BRI AL &) (AL S MEH C A sil & fie &Y 5&E &
e PRI 25 BB GRI SO, P ade 025 AR AR 7] (49140, T 5 1R R B IR EE) |, Ain—CeSH (GE T B
%) «n—C7SH (IE BEIR ) ~n—CsSH (IE “E IR ) «n—CoSH (IE £ IR EE) «n—C1oSH (QE ZREE) «n—
C11SH (GIE+—%ehi %) \n—Ci2SH QE -+ ZAehREE)  t—CaSH (BT Tz sk 2-H ZE AR EE) « t—CeSH
(2 B ibE—2-BREE)  t-CoSH Q- B bt —2-BiE) « t-CsSH Q- B Jekt—2-BiE)  t—CoSH
(2-F L -2-BREE) « t—CioSH GRUZEIREE) « t—CiiSH (2-F FE Z&LE—2-BREE) | t—Ci2SH R+
Fe LB B B2 - B T — B ) A5 (9t HE T R R 2 B R ALGR)) L e A e R AR
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A, o 25 R EAGRIOLIE DA 202 %8 295 BE IR M & 1 B A7 AE GRHAFT- 20 (V) (AW EEZR 20 L
W12 5B LJABE R BN &, WA L)2. 8B L3 AE/RMEM &, ERILL 3. 1 BE/RME/
- as SLRIINY

TEIE B PR AEAE T, 49 03 & PR HLEE (WINaOH. KOH,, L10H. CsOH%E) B &k #%
(R 598 (AINaOE t \NaOtBu KOEt . KOtBu.LiOEt.LiOtBu.CsOEt.CsOtBuZs) ; BLE &k BRI
FEchs, (ANLiNEta NaNEta CsNEta LiNHaNaNHa CsNH2%) BRG&E A 1% PR S A 088 (AnNaH JKH
CsHEE) B & 18 BB (WILDA KDALiHMDSKHMDS \n—BuLi%%) , flLi%NaOtBu , Hrh B 1% LA
2128 ZI5BE IR Y B S ATAE X T-20 (V) (L &I BERED , ik 292 . 5 B £94 BE IR M &1
5, FR A3 E LA R U BN E, EEAS. 5 8 L4 R Y BN E, /£ —Dsefd, 43,1
FEIRYMER &, /E 7 — D, A3 4B R Y ER &, /£ 5 — D2, 413 6 B /R E
=, £ EH, A3 TR Y= &=, £ DR, 23 9B R Y E R &=

TEE G IR PR G ALE A (olan, A EE BT 57) , tDMF . DMA \NMP.DMSO. 38 T

WA DMTZE , LI DMF s /EZ9110°C R 29150 C IR A, fLik128°C = 29135 C IR, LA L
L3UCHIRE s AR AR T, Blan, 7R , 7RG B, 7R 20T 46 IS B3R (VITD AHRA A
Yo
[0066]  flLife A4 20 (VITD BILAEH.
[0067] {0 (VITD Mk &5 (VD K& & AL &Y (2 5k & YEH O 8T 125 4
Itk A SBL, Horp LU A IE A #0553 [, iBr C1 L T, R BRER P 2R AR IS L g 3L 2%
TR P T  — R0 IR IS LR ] R ER RS , DA% Br s Forp X (VD) AL S ik LA K T 29 1 BE /R
M| X T2 DEWHIBE/RED K87 L. 1 242 5B /R & &, ik
1. 268 2)1 . THBE R U EM =, RIELA .38 A1 5 BE/RYEN &, BMIEL 1 4ABE/RYER
= 5T

TEIE B PRI NUEIAFEAE T, He A HLRL IR 2 LA FE AR S ai i A4 A
SESEAL TN SN B2 W0 A R K R (916, HB e, A A -5 90 TRk R 5 Y e 2T 1) P A i) 5 91
W 2T e 0 =R =2 (TEA) 3 3k 238 (DIPEA) 25 i L gk Lt
WE  BREIE | LI AR M| PO IR I D IR Ak 55, LI TEA\DTPEA \ — 2L RZ B gk , B L% TEABR
DIPEA, Hrp AL AL LA KT 291 BE /R M & & AFAE X T2 (V) (b &5 BE R ED
AN B0 R U EN &, MEN B L5ERNENE, RELN . 1B L3, 5E /R EN
=, k222 43 R Y E =, B, 2492 6B /R Y BN &

LA BB AAEAE T, B INa T NaBr Ak DU ke 2 (49, flpb O (T 38) e 5%)
TRAL DY fe B (B, B4R DT (IE T 3) 4255 (b = 2 BNk IR = 2 R A A, 1
H B AL TR A 29 1%mo 1 22 29 10%mo 1) S AFAE , Pl £95%mo 1 2 £10%mo 1 [ & 5

TEE G IR FRR S A ALE A (olan, A4 EE BT 57) , tDMF . DMA \NMP . DMSO. 38T
A DMI &% , DL DME , Horb 58 — A HLIE IR IR 5 58 — A WA AIAH I s /E£4540°C = 2970 CHYIR
E , PLi%55 °C B L4165 C TR, AL 2160°C RYIRJE LRSI (D) BN .

[0068]  ££ 53— ANSEHE T S, AR Kl 24 20 (ID B A EOL 2525 B Rl ez i #h 1
T35, WA T J7 &3 ik .
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&
e
& X
£ )
3 <
=,
Y

[0069] 737#;3

PRI, 20 (TX) {3&E A B & (B 0k A sl i 2 A5 ik sl & 14 590 538 X
(138 A B AL &4 (2 5k & s i O 50 i Sl 4 AL &4 Oni, HodR 3% 1 -CHo- GRTA
3E) \~CHe— (R T3E) AI-CHa-CH=CHz, Ff LI AL A3l A #2008 25 3L 1, iBr . C1. T IR
Bs R IR T PR B A R TR IR B . — 9 R AR R L LA T BRIER R SE , 3B bl 0 L &
Y LR F 201 BB /R M &=/ = T2 (00 AL S0 BE IR B0 745 ARIE 1. 18 £)2.5
R E &, LR . 268 41 . TH B /R Y E R &, Lk )1 . 3R 41 5 BE/R Y E &, EAL
WA ABER Y B & T

TEIE AR A NGRS , o A AL RIS 2 DA FPE AR B i ik & 4 il g
AT S B &I =) A B R R (64, HBr, A Dy 5 T AT s PR U s 2 1) 1) 7 0 A6 1) » 61 2
RIE. 0% T e 0 =R = 2 (TEA) « = R B 2 3 (DIPEA) | 2R % sk | itk
WE | REIE | IEE I L WA L W[ PO (IR O K PR 55, LI TEA\DIPEA \ — 2 Z B 0k , B fIL 1% TEAER
DIPEA, H A A AL HR Lk LLK T 20 1 BE IR 4 & W B A7AE G T30 (UX) L &9 BE /R 2D
R LI B L 0B R BN &E Mk EL5 B R L ENE, IR LEL2BERYENE,
RIRLL B L)L 5B B &, 10, JLEL1 B4 2B R Y &1 &

L3 AE BB RAFAE R , B aINa T NaBr  BAL DU ke S 4 (a0, pk DY (GE T 36%) #6%5) |
TRV VY f 4 (40, VRAL DY (IE T 25) 4%4%) il = 2 B A R = 2 R R R 2,
H B AL I A 29 1%mo 1 22 29 10%mo 1 ) B AFAE , Pl £95%mo 1 22 £510%mo 1 ) & 5

FEIE G FEH AN R G, 4R AR BT 1) , DMF . DMA \NMP . DMSO . 217 ] #4.. DMI
2 AR IEDNE s £ £740°C £ L 70°CHIIRSE , 1%55°C E L4165 °C IR, Btk 2160 CHRIESE ;
PLAEEIE (LD FIAHRAL &9
[0070]  7E—AsEiEy &b, AR W K% D WA 5%, R -CHe- GR A
) A H AR R AR KA D AR I3, Hh R -CHa-CH=CHe o £E
A=A R, AR K EE R D AR, PRV -CHe- RT3 &

[0071]  ARAURKEARN BZRAARE], 2 TTe) L&Y LR N-CHo- GR T3 19 I 1)
(R4 ) A RLT-GNAT B , 1A BBl S8 AnmE GR(LTD RAA4) & R B A e A4 . 58 2L
WHL R, LR 5 R4 R,
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LE X

AR O 7 28 5 (T e) Ak & 90 508 & 1R B0 318 JE R B2, W20 124F8 HTH
REZAIE, R.ZEAN, SEELFI8, 236,957 B2 ATk, LIS BI40AGmHE, X (TTD) MIAHRAL &4 o
[0072] 2k B I B R A0, B AR AR SCRT IR ATA] 7 v 1) 4% (1) 72 ) 5 249 25 b ] 252 (R B A4 (1)
ZiH G o 05— PR Bl AR ST AR K B Ak S VB s PR R 2 (R 25 W 4 A ) T AR
YR A BRI B IR A TR A S s R i & A TR T R A g R
(a1 18 R b)) SR E 2 PR 2o R, 6 T804 10 il 591, 4 VR 2] B R RV, &
(0 F AR IR HE 7K By B 3 700 7 R R AR 7 o R RIS 5 T A 1 R
FR s R B SR AR 9], 3 ) 3 A AR 0 7R B VR B R SR L ) VR R R
A7) A TG o A 0 R ) 70 AT R — L o (i) AR, BRI AR, DA T 32 R
HAL KT B W ANA 2, A R TS B K ALK FE B RTINS e R 3 DA S8 T i Tk S
P ot ] A K PR3 5 38 A RS IR — 2 il % Py S R VR BRI BV
[0073] 1 il AR B ZI WA A4, MR YR 2 W)IR A AN AR v Ml o3 1 — PR
ZFAR I A B 5 29 AR B R A AR TR 45 25 (B0, 1 IRER B g 4h
WIVLP) FIT 75 4 77028 SRR 22 R R 2o 78 DA 1 AR R 28 ) 46 2 5 T, o] R FEAT AT R 2940 A
JIE o R I 5 T Y0 A 0 A 751 v 7] il 1R 9 385 B 1) 3R A RS I R AL B K L R
T T I T B ) TR s T A R AT ) BT BRI ) A
R 70 3 B () A8 A RO I 7R HE Ky W 5 8 791 RO ) TR R R A 7R R S E
T Ty, b AR AR R S A R 1 AR A 7R 2, 7E A 00 5 BH 2 0 F [ A 25 4 3
P MR TR, A AT AR E R R AR BB A A 0T B A A 25, 3R B s RS L
KB T 280 B RS S, B T B A AR T . R T DL A TR AR R
FU L AE B B0 R A ) FE A I AR R A BT 05 o T 590 = 87, 90 4 A 7] B 57 B
FI RS F R SR, AR B 2 & a5 B A BNE TR — 2 KIS
b8 e e SR (v == D N 51 I3 1 PR -5 10 N 1 IS Ny 2SR E R e R e
£30.01mg % £7500mg B H: 8] K AF A & BCVE ], 7 H AT EL£50. 01mg/kg/ H % £300mg/kg/ H BY
BT B B R A B A 2, 3% 290 . 0 1mg /kg/ H %8 £950mg/kg/ H B8 L 18] (T4 & 576
ML Z10.05mg /kg/ H % £115mg/kg/ H B8] (T4 B , 21290 . 05mg /ke/ H &
#)5mg/kg,/ H B H 7] B9 AT AT S B [ o AR, 770 T RS A R LR L BT YR T R RE I B 4 A
BT IR B i AR AL AT R AR H 45 2580 R 45 24
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[0074]  fideiX B2l 5 WA DR B3 P 7 AL TR B 5 S WG RORE A7) TE T B s v e
a il TR RS T BRRUA 5T 55 771 S 50 S 22 Rl 1 Sl A A 2 L Ok R A7 5 A
W B B S T BREL I 25 25 B R N BN 25 24 . B, AL 5P m] AIE T 6E A — K
BEE A IRE A IR B AL, A, RS PEAL SR AVE B (SR ED) & TR 4t T
RS 1 7o T 6 T AR 2L S, G R 0 R R R PR R S 2 AR (B R
FE 7 a3 > B RTERT S FURE R (L BRI ok Rl R L Aol R R e L BRI — AN UKD AN
He 2y e (B0 IR 6, LR BB & AR I A & P B 2527 B Rl 52 (1 £R i 24 5
TR AP AR TR BRI G ) o 24 38 B OX ST b FIAL & WA 9 B 20 R 18 T e 341 20 o
HiE S LA, DR AT DR 2 B W07 22 S A 7 130 S5 SRV R, Gt P 7 AL SRR 57 o SR I e
X o ] A 1) UL 5 D 40 73 B A9 75 4400 . 0 Tmg 22 29500 B H: [ A ] 5 B i ] 1 A B 1k
FRA ) 1 IR 2L A ST TR 2, A3 £ Img 25 2491 50mg B () (KT AFT S BV, LI £ 2mg 22 4
50mg B H: [ R A AT S B o RSB 4L S W 0 A s BOAL R B AR B S A B A, LIRS T 1
KAR I AR IR BT, ik 7 SRV sR Al s N I E A e ANAh IR A 7, J 3 NAERT#
ERAEIE I AL m] o A TR R b W E VRS R TR AR AR B A R AR O SR VRN AR AL
T EREREN T AR B EGRE IR R o ARG 2 MR T I BT V)2 BB AR, X S R —
ST IRS VU SR B I R 2 R AT = AR

[0075] o ml NS e BH VDB 4L 5 W R F T 1 IR S 4 245 O VLA S R A 1 /K P VL o
5 VR B S K B TR 5 R P B RSET SRR ol 22 R ekt R ek B AR il ) AR L
FILA B i SR SRAAZG VAP0« 1T 5 7K IR 1 & 5 0 BT B 77 0 468 A AT R P8
FC 5 TS B S B AP P PR e A MR R R S AT A S B P R AR 4R IR SR e
o o

[0076] A B v id ¥ 9 5 993 1) 5 VA AR AT A 35 AR AT AR SCRR 52 7 W AN 24 2 b P i 52 3k
RIZ A B EAT « 52 & W m] A5 290 . Smg A1 £9500mg 7] B HE [ A 47T 2 BV [ 1) i 4k
B, PLIE L) Img 5491 50mg B (8] (AL T S B 124 510, UL £ 2mg 28 Z150mg B [H]
AR AT S BTS2 A & 4 I LT 2 ol AT 0 64 25 07 s AR AT 0 B o s i . 4 i 5
HAETER 25 VIR 77, EFEAE AR TG 5 7 83570 I 70 YaIAR 71)  389 8 7 LBy B ) e
RO} o3& T DR EE 25 (0 41 5 W Bk ] AR, n L) 1 sl BCE Fr 7il)  BCBE (o
oo AR RIS R 24 | T8 I 6 24 RN G 6 A1) 50D SRDRSE 7R AT, t B AR 70 Y, G v e < i
FNFUFATIE 27 o T T 15 B 02 285 10 7] 2R A0, 456 JF T A VL 7L )RR e o

[0077] AR BRI & B My ml A R DL AR H B —5il s 4 24, BB R H S & DL H
TR ZIREBYIR I 3 R o 34, AR W A G s Ml i & A 5
P8 285 LA G pA) 70 20 i B el AN QU 1 B AR SRR )3 B S MG 7RI 45 25 Dy 1 LA IS B
RGINGE, RS B IRNAE BN R T RN B2, A2 A W25 2

[0078] {3 tu1, y ¥ LA FRUBRHR B I 11 e 24, ml R s PR 29 AL 0 5 1 i AR R R 255 I
SR PEBARIR & BRI Q8% H KSR B4, A8 7R B0 Ey, w A ER A
TINE 5 ARG 25 700 T 70 R SR AN € ) o B 5 A 5 7RI 5 (AT PR 1) Dk IR R SR
ARG 3 60 AR T B LR S TR I EH 7R SRR 5 BB A B A e 23 PG BT PR A G TR 4
Bef AR TR Bk 2R P IR LR B AL NS o B PR (BUA IR 1) Tk R AR 4R Bl L I
e s i
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[0079]  JRUAA 7Y AT 7538 4 YA 1 & I 7B 3 3 o BC i 5 BORT R SR » 491 B s BE A
Bl AR R B AR 4R 3R 55 0T B W45 24, W TR B0 T VR VRN W o £ 7 B Ik 25 241
) — e 55 3 5 7 T 79 B S5 i 5

[0080] Oy 1 il #& AR W 25 G, MEHE AR 2GR B H AR NG AE I i 1t i 4 O AR AT
AT A BR 70 i 4 1 7 ) 5 2 W) 3R B VR BUA R AR R 25 24 (B, 1V IRER B B 4h) B
5 I 7R SR A 22 P Ko T8 A 1 2527 B PTRE52 1 AR AE AR ST D — BRI e 24 % |- ] 42
ZIARKI UL B A LT The Handbook of Pharmaceutical Excipients, P the American

Pharmaceutical Associationflthe Pharmaceutical Society of Great BritainHihi.

[0081] P 25 A 7714 2 Fik TR £ A FF STk, il ftiPharmaceutical Dosage

Forms:Tablets, Second Edition, Revised and Expanded, Volumes 1-3, LiebermanZf

ANFE%: Pharmaceutical Dosage Forms:Parenteral Medications, Volumes 1-2, Avis

2= N F %% ; flPharmaceutical Dosage Forms:Disperse Systems, Volumes 1-2,
Lieberman®E A 3-%%: Marcel Dekker, Inc.HifiR.
[0082]  fEFEZVRIT AR ST BImIT , 4% & B AL A V0B ™ W) T 4 AR AT R IR 4 I R4 7
ARSI RN ETT R
[0083] A} HFHIE R LAFEO. 0lmg F 291 ,000mg/ B A/ H &[] AFfr] & B ) 1 96 96 [
WARY . T EE XS BTG I7 BB R T A=, X T O RGE 4, A AWML 250.01.0.05,
0.1.0.5.1.2.5.4.5.10.15.25.30.40.50.60.75.80,100. 150,160+ 200250 F1500mg & 4 &
AR AL BRI . — % PLZ0 . 01mg /kg 22 29500mg / kg {4 5. / H Bl H: 7] 4T-47] & By [l 11 57 &
HPIR A S E W) IR TE SN 290 . 05 2 2)50mg /kgfh H / H B [A] B AT S B - 5
Pk 270.05 2 2 15mg/ kg Ak 5 / [H BCH: 8] (1) AT & BTG - EHILIEZ0. 052 297 . 5mg / kg g
1/ H 8 H R AT A &= 8BS ] o AR 290, 058 2)3mg / kg dh 8/ H B H: 8] AT ] = 5 [ o
W AEWEG ) VRS PR B ) FTRAL R AR/ H T R 4525
[0084] 25 24 i) f A 7 B PT AR 75 5 b B AR STUK B R N 52, IF ELBE T L RR 2 &40 <
¢85 2577 T HIRIR BT L 45 2507 UM RE R R AR 4h A, 5 BT T iR A AR I R 3R, 04
AR RS R E RS 2], e R R I AR .
[0085]  ARGTIH I HLAR N 7 RN TH R, 7844 P AR S E8 3w, AT FHIE A O R A — et
2 40 B RN/ BB A AL TR B A B 06 9T BT R 5 S e I R
[0086] AT FE AN FIE RN TR, X Fe 4838 R/ BOE A 0 B i 1 B2 AR (N
I ARSI , B 6 N B 6 L 77 = Y0 B 36 A o B8 , T AR 40 A5 I R AN 97 ST 8 7
TTESE R o
[0087] [ 3k LA T st 49 5 B IR g AR R W, AT B BLAS REAERE A LA J7 PR il 72 BL T AL
FIEE R A5 [ BH () A B
[0088]  fELAT sk, F1 ) — L5 B M O 3 B R AR ARSI B AR N 52 N
T ARTE BRI AR 0 3 B BT AL LIRS I B AT HE A5 G [ A4 L
S\
[0089] & Al SE it f51 1

(S) —2- ((4R,4aS,6R,7R,7aR, 12bS) =7,9- 4 3-1,2,3,4,5,6,7,7a- )\ A —4a, T-#f
W2 HE—4, 1 2R F BRI F R [3, 2—e ] IR -6—Jk) -3, 3 — FFJL ] 0%
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5 L RICPSEL A R T TR ME P ()4 BU2

WG CPSH LR AR RN B S LS4 o N — DI AL 2020 , I FH F 2R8I & k)
2 FFUETEE , FEIG AR R INAE [ 37 (80-86°C) o 7F MR R IR A, EL A 1@ i HPLC (A K
T 10 0 AR T DR 5 W 5 R SE L (B 2D 8/NIE) SN IK , 5 B AR — i 2R it =
H e LIFHEE, EERIABFE E B EE MBI 2R, 88 R R IR, A BT TR A
M o (] 44BUT o
[0090]  JRALFEF K (200g) H'BUL (100gH it) MITEW, 28 Jaid 9E . 7E75-85 C 140-45psiH
N, A 5% Pd/CIEALTT (Bg) g A A . — HAL 58 i, L JEZALRL, DL JBR 5 FIpd/C
A ARG AR B 71/ B RIS IS B ATV A e o AT 721/ BV WA ED 31 18-22
C, I e T S ROR . F BB TE , SR G fE45-55 C 2 N T
[0091] il e& ST BB ANl 28 T A M H ) 44BU3

[A] TR R A MR (57.4g, 9.04°4 ) , HIMATHF (193. 4g) MIFRT T (413.4g) 4 Fr
1R AW IR B [, 72818 3-5%. & 55 B Z=AE A 1150 3R o SR Ja K i ok} i 7 2164-66
Co il T LT (166.6g) AT LG (208g, 8.6145) WIVE R . M BE & IR I AS%E AT
HEIEW ACNFE T REFITMRIR GV, B2 N A HURHER i e il B 2 b2 C e 51K
B R AR B RE (— BLFI R, OS2 B4 A Rl A 0 2K A B oRh s iRAS 51 %, v] T 65
FITHFH 1. OM ¢ -BuMgCli& W (1-5g) AbFRiZALEL, FARFFH T 51K . — H 51K, 2212 n
AN ARBUT SR WL, FF 8 R AR B TR S RS TN Rz fHopl 21 [90 9 W2 2R A M E L4170
CHUG R, FAE RS RIA BN 274 C o i . — BIARUT &AM SE L, 7E64-74°C
PREFIZAE N hr, SR 54 A132I8-12°C
[0092]  [m]t-BuMgCLA A ZZ 12 I ATE T H 2 (2508) (BU2 (100g,1.004 & , QIH| [ & B
fil#%) , AR FFIR EAES-12°C o — BB 52 i, FE0- 12 CIRFHR &M Lhr , R 5 B B 25
K (1733g) &b (417g, 29.9095) VEM ISR K AR A% o 17 FE A2 U , (B0 K 25 28 30
BJERFFE0-40°C CUMRIE S T e SRR E AR H) . — B RS8R, 7R HE T 4E20-30°C
TRFFIR A6 /NI, DL REATAR R SO B4 o SR R i ORI TR, 9 B R 3 2 N K2 -
IREK (1326g) 85%HENE (127. 4g) M128-30%E AL (59 . 4g) 5 I il & A PR R £h 22 771 o
FH B8 A/ B S SE A e 22 b R I pHBN 3. 8—4. 0.0 PP I BE B A HLE IR (BRR RSN
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1/ 282 P FAERR) 485 7K (2008) B —k, AR BT TR v MEHH ) 44BU3
[0093]  #ill#& T P9 ik o [A]{4BU4

PE 25 2% Th A T BU3 (100g , TR il A5 38 Hh il ) VBRIEREWN (5. 0g) HIDCM (200g) , I 175
B3R &) 3 2 3120 °C o I ADCMH R AL EU 50% T S VA, FF 7222 CIRFF TR IR 4722
N
[0094] @I INATK (68g) « LB (80g) A H Ak 4228-30% (72. 5g) B 1340, S BUAR J N2 VR
A1) (100g BUSKAR) 77 K AT TR A Uik, 8~ & =)z 5K (160g) F1Z.EE (80g)
HIF R EIRA DR, I 0B NS = PDCNZ SR 5 5 I N 2, B 4 DO 7722 46
BB, I ZEZALRL BN 75°C , AR B B 0 T TR U HE A (R AR BUATE) V57 o
[0095]  fil & T P i ME ] 445

f§BU4/ 7, B VAR (TR T 42 38 k] 4% 55— 2, — % (100g  BU3) Y& 4, SR J5 NN 45%7K 14
KOH (71g) - ZMHATIHR AW, HEHURHE FEIA R 130°C ARG IE130 CIREFR S 4/, FFHT
FER T R BLSE R
[0096]  fEIL B SERT , [ BUSHITRE A4 (100g BUSKUAL) ¥ &1 2150°C o I A 28 (200g) Al
K (50g) , IR A MR AEIS0C AR WD, I 0 E IR E AR ZE 5 F 2K (100g) Rk
(50g) A I TR EMRIS0°C, AT LI B, 55 =85 B 2K (100g) A9, ik
MB50°C ARG WIUIE , 4 B FE T 2 /KR A FE =34 B R, FE K
PRIR (2 x 100g/K) o 3R Fa it 3 2% 2 i3 A OS2 02D B JEAR R I 3 ABL2/ 3 o SR J b At it
FI AR, UL B PR IME A TR Y T NN BB (120g) , FFINFRIR AW » LAVE At [ 44 o (v v v
HFN-10°C, 3 1 3L e EE T 1945 & A , 7650 ° C B4 N1, 3311 R i HE v 8] 44BUS (1
TN (4R, 4aS,6R, TR, 7aR, 12bS) —3- GAAZEFF JE) —6- ((S) 28 2:-3,3- LT -2-
B -T-F4EH-1,2,3,4,5,6,7,7a— )\ G —4a, T-W W 234, 1 2-0F W A L 28 kI 9% (3, 2-
e] FIEIk-9-F%) o
[0097] & Rl SE it 52

il % (4R, 4aS,6R, 7R, 7aR, 12bS) -3— R AZEF IL) -6- ((S) —2-F83E-3,3- AT -2-
B -7-FEHE-1,2,3,4,5,6,7,7a— )\E—4a, T-M W 2. -4, 12-MF W B L8 kI 35 [3, 2-
e] SR -9-%

G N

N

IR (N-Fedifh)

[ 500mL 2 B2 2% 1A DMF (60mL) H (¥ Bub (20.08g) « #X J5 75 = iH [ VR A ¥ I A TEA
(23.6g) ARJGMMAFAAZE R R (8. 4g) , ¥ IR S INFABI60°C , I AE60 CLRFF4/INET o
i — P E60 CIN#A SR A VS TN RS R AR (1.2, 0.2%5) , H/E60CIR
FF TR A 7 M 278 (IPCIE R0 . 1% & AL o
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[0098]  DuR2. (0% FF HAh)

[ AR A PN B iR A (35mL) FINaOtBu (13.8g) , I IN#WR G 3131CL
JFi 2N (HPLC S 7~ A B 6 3% T 75 25 R 34k 7= 4))
[0099] &y jititsl3

il % (S) —2- ((4R,4aS,6R, 7R, 7aR, 12bs) —3- GRAF FEHF L) —7,9- —H%(HE-1,2,3,4,5,
6,7,7a~/)\Ea, T-HWZ 54, 12-4F T F ISR I [3,2-e] RIEm-6-3) -3,3-
T -2

JR4Bub (10g) ~CPMB (4. 2g) -DMF (30mL) %nn%uﬂs (20.4g, 10248, MmMMAN60°C,R)G
76 BT FE AR IR 292/ N SR S VR A N3 RN80°C |, HEAE I B 735 £ 3/ NI o AE4/ NI S TPC
BN FIRIEEL
[0100] & JlSE it 514

#l14 (S) —2- ((4R,4aS,6R, 7R, 7aR, 12bS) -3- GRAFF L) -7,9- "HFHHE-1,2,3,4,5,
6,7,7a- )\E-4a, T WL H-4, 12— W FEOR FF IR IF [3, 2—e] FpMEmph-6—J%) -3,3-—H
-2

fit

&5 Bub (10g) \CPMB (4.2g) \DMF (30mL) f1 — /. Ji% (8.6g, 54=) , FFIMIAEI60°C, 2R )5
76 I FE AR AR 292/ N SR S IR A N FREN80°C , AL I B 73 Z1 2/ N o AE4/ NI S TPC
BN FIRERE
[0101] £ Rl SEHtE 15

5% (S) —2- ((4R,4aS,6R, 7R, 7aR, 12bS) -3- (R AFLF L) -7,9- “HF4HIHE-1,2,3,4,5,
6,7,7a— )\E-4a, T WL HE-4, 12— W LR FF IR IF [3, 2—e ] M Ih-6—J%) -3,3-—H
BT -2l
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VR4 Bu5 (10g) ~CPMB (4. 2g) DMF (30mL) FIJi5i-2,6- ~HFLIRNE (13.3¢, 5X48) , Nk
F60°C , SR J5 76 IR FE AR 2920/ Nk, IEAs TPCAR 7R3 ) 4% JER)
[0102] & Al sEjiti 516

il % (4R, 4aS,6R, 7R, 7aR, 12bS) 3= GRARIEF ) —6- ((§) —2-8 -3 ,3- AT -2-
) -T-HAHHFE-1,2,3,4,5,6,7,7a- )\ &H 4a, T-# WL FE—4, 1 2-# W F B ORI iR 9 (3, 2-

e] T mk-9-1%

IR (N—hEdkth)

] 250mL J 2 4% I NDMF (30mL) H 9 Bub (10g) 48 J 75 & I 15 V& & 7 i A DTPEA
(6. ImL) o SRS IMAFR AL IR (4. 42¢) , K FTRIR G W) INFRE60°C , IFAE60°C LR FF6/ N
(IPCHRN0.16 A%FIAR JFRL o Af I SR A% 20 B PRI B4
[0103]  Jb3%2. (- Jib)

5 7E L _E BB o 2 TR A P I NDME (20mL) AT bR AR A (17 2mL) AINaOtBu
(7.2¢) , HIMPWR S WHN31°C L FHia/NF HPLCIE 53 . 6A% R F1>83 A%FTEF=H)) .
[0104] & ERSEHEf7

Hil4 (4R, 4aS,6R, 7R, 7aR, 12bS) —3— (FF P i T Jk) -6 ((S) —2-§8 k-3, 3- —F Ak T -2-
) -T-H5EHE-1,2,3,4,5,6,7,7a- \E—a, T L4, 120 WP 2R FERRIR JF [3, 2-
o] SR -9-% £h iR £h

HQ, A

L

HCHAYY

AR SE gt ] 3 P T 1T P R ER R ik ) 1/ R o MR I v /R e il 22 2D
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— T A EHEER R £ MR v A R K T A o R S
[0105]  FHIN2MR e 33 AT B I N5 48 o S8 I [A) SN A NN 2—- PRI B BU (£22. 9/ 10083 711))
(R RTEAR, R AR S INIREI70°C , PSSV - INN/NAS 43 HCL , 3 FBu HC L [A] Fr {394
M SR ZET0 CHERE L/ G, 7E70°C £ 3-5 /NN N 45 — 43 HC1  HCL [ s &1 .05
M/MoBR 5, I PA R AR 28 PRV 20 il 28 By AR H1 B 0°C B R T D IRA A HIBI5T°C , 422
NI B IEB VA ENRA2°C , B2/ 5 B IRC VA JN B 23°C , B2/ FIEIRD VA HIRN0°C , 42
/NI o T DR BT AR B TEAR , TG AR T, 43 2R AL A
[0106] & plSE it 518

%44 (4R, 4aS,7aR, 12bS) -3 H—4a,9- 2 5-2,3,4,4a,5,6-7NA-1H-4, 1 2-#F
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