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FEIANH 1B 6N 125 Mk 1 Z4MNFE. 1 E 3P 182 M. Sl
SEplaRE (EARRT) B, 2. ERE. BEE. ETE. fTE, #THE. M
T, RE. BRI, BURIE. FSE. 1-FRT 2 {BI-CH(CH;)CH,CH,CH;) . 2-H
T 3 [H)-CH,CH(CH,)CH,CH;].\ IF &%,

ARG “frdE PR B R R EE FoRIEB SRR R BER B REE,
Hohgeik B S5A b E RRRIE X . fos T LT RR:

o 0
o /ll\N,('Jf;%%) ;‘\N SN i)
H H -

HERE (EARFRT) N-FREFER. N-ZEPBIR. N-EREFBRE. N-RE
FEWERE. N-IE TR BB, NP TEF B N-F T ZEFBE. N-SUT EPBREE.

KRB “Wpedt” $RHR e, fFFBifh, WRERKZ (Bl -CH,-
-CH,CH,-. -CH,CH,CH,-% . fEF s, WiHiHEIEHK Z-CH-. -CHCH;-
-CHCH,CH,-%, HiXseszf]—fp Kk “—A",

KRB Sk VRERRE” RRERETNN-S0)-, KPR FS5ACR
MR E Y. SfafE (BERRT) PRETHEE. CEVHBE. ERETHEBE.
SRR, F TR TREE. T EVMERE. BT RETBEBE. T E%E.

Kig “HEAEBE” f8rE T IEHR

0 0 0 0
N \Y
S () SN...5

Horp et B 5 A SO A R K 5E 3o
ARiE B KRR EIRII-S(0),-, Hbfridbidk RA 54 SCHTEM
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Rf e . LB ERMRT) WREMBE. JEMEE. EREREE. RRE
TEMEAL . IE T 2EBAMESE. (P T BEEABEEE. =T IEMABE. BT &S,

ARIE “Hebidk” RORGSEEIRI-S-, Hh Pridhe s B A 5 A ST AR F e 3.
LEARE (EARMRT) FREME (B CHS-). ZZEmEE. [ENERE. RRAERE.
IETHGRE. T A, R THRME. AT EmMESF.

AW et BB Fax T KB

S S

H i BE SRR AR E L.

RIE “krpmdbRE” ®2 FRER: -NCO)N-, HH—HNMELH A A B
ALY, BEiEER SATHRMARIKE X . GiFEREREFaiE (BEART)
CH,;NHC(S)NH-+ NH,C(S)NCH;-+ (CH3),N(S)NH-. (CH3),N(S)NH-. (CH;);N(S)NCHj-+
CH,CH,NHC(S)NH-. CH;CH,NHC(S)NCH;-%% .

ARiE “RERE” R TREE: -NCO)N-, HH—EFANAEHFEA R bk
AR, Himit AR SRR RIKE X . HwERENEFAOTE (EARTD
CH,NHC(O)NH- . NH,C(O)NCH;-+ (CH3),N(O)NH- . (CH;),N(O)NH- (CH3),N(O)NCHj-
CH,CH,NHC(O)NH-. CH;CH,NHC(O)NCH;-%% .

KRB I RRAFGEDS— DR RO, ERESTEEY, RERF 2
E8ANBR 2B TN 28 6 M. 2 E 5B 2 E 4 Nk 2 E 3 MIREL 2 Mk
PREMSEBARE (ERBT) Z4rdk. 1-ARE. - 1T HRE, 2- T, 3-
T, 1-RpE . 2-BREE. 3-RgEE . 4 REIE. 1-TRRIEE. 2-CRE. 3-THE.
4-TRIE. 5-CHREESE, Ah, SRERTEA 1. 2. 3. 4B R =, NmAWmER T
AN =00

Kig “gH” FKrEF-NH,.

RIE “REEE” FRBRERARERE, Hy iR S54RI rRHERE
&N, FEsglaRE BRRT) BERERE. Z2HERE. EREEE. RRERE.
ETEEE. MTEEE. FTREEE. NTEAES.

“IEILr FORBIEZ ISR, FlinFEL. 283, BE., JEE. AR, BEESE.
FERLe P, FHFEAEA 6 24 20 MR T .

KRG “Fiai” RRLFEBR I, “FRE” NEpaERPE. X4
%,

RiE “EFEFEREIL” RR7EN BT 2 FERRKBGE, P FREAFEAR
S ey e RN E Lo 26 N-ZRE F il .

RE “FHHEMRE” RRER-NCON-, Hip—PRETHEBA.

ARG “FRPFRE” FKHH-CHCeHs.
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ARG “ PRI fEr0 R BA LT g R 2
NH

N
HNT NS ,

BRI R, —ARRANES R —EAER. BHRE, —NEATERE
B, o N-RERE, S—ANETSREEY, 48 N-FEFRE. N-OEF
BREE. N-PIEEHBRIE . N-T 3 PRESE.

RIE “IREREL” IR ERBRIIGHEES, HP i efire L. LolasE
EARFRT) FEBRE. ZEBE. WEKRE. FRASRE. TEHE. fhTHERKRE.
ST, THEBRE. EREPRKE. RIRANE. BURERE. FEHRE. E
CERAEE.

ARiE “HBK” 252 F]-CONH,.

R “¥HE (carboxy B carboxyl)” RRFEH-COH, WFRARIKE.

AKiE “HHE” LAREMA-CN.

RiE “HHE” RRE5H 3 E 6 MRRTFRED— DRI AT R, —&
M 3 E 5 AMRIE T, —ESHER S 3 B 4 MRIRT . EHI IR NS EE.
T RUGR. AR, HFDmEE.

RIE “HpIL” FREHE (W) 38 14. 1£10. 3E8.387.3%26.3%
58k 3 & 4 MRIOMFIERG . SRR, TR, BRI, . R,
WIS,

ARIE IRkt ” RORER LR M.

RiE CIRTARR” oI R T bt . BustiEhld, mAREEREER KL,

(7puE
“"LXJ;, "‘LSZJJ , ‘ZLQJ’ A L‘LQJ’ o

FEF LS R th, PSR AR R L.
ARIE “ CBRER RAGEHANBERRESE, HPBETHRRAR, gl

CEEESENOAE ERRT) SOBEEE. CABERE. JHEAB
HEIEE.

ARE “ ZHEER” RAEWMHRBARKRERRNEE, ErEReS
ACFTIRM RN E N FELFaRE (EARRT) ZHEEE. FELERE,. —4
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HEE. FENEEE. FERRESE. CENEEE. CERRNEEE. —RAE
B WERAERES.

ARG “ ZheiE BRI B “ —heik MEEIE " Rom 2 MR ] AN [F] 0 fre 2 B
RIBEIE . —bedk BB SE AT iy LUT 36 20K

9] O
%L)k’ﬂ/(ﬁ%) sé\'}l/u\(ﬁg)
(BEh) 05%9)

TR B P BERZ RSB ((HANR T N N-— R B . N- RN 2 B
N,N-—ZFEHBERE . N-HIHE-N-7 R B S
ARIE “ e RERARERE ” R0 T 30T A I RSB P I — A

Q 0 Q 0
Y/ N
S. (b)) {55\ -5
R i N7
QTN N s
() (bid)

LHRE (EARRT) P, 4E. ERNE. FENES.

ARG “ ZpelRa L 80 “ ThRMAR B Rafm MR R A R R
IR ROBREERE, et B 5 AR IR AH R A8 3o et 2k LA 2 S 1 mT 1 B
- Ciksy

(k) |

aLL)SLN/(ﬁﬁ%) éS\Nj\

[
(bedk) (bE%)

TR I P RERR S A (EARRT) N N-Z PRI REE . N-FR-N- LR
BT % .
RIE “ R RRREBLE " RIBEW AT E LB b AR AL B ) = 5 .
RiE “TWRE” FERZ-C=C-.
ARiE “FE” £¥EH7-CHO.
RiE “HL” Fei2 BA LU R
NH

o

RiE “mREEEE” BrRExREERAKN-0-. LFaiE (BART) ZHAF
A, ZHRPEE. 222 SR2EE. LECEHEE,

AR “pfleRt” B heis —as— U L ERRI A ST e ke
s B S ERE (BARRT) PR, ZHFE, Z5FE, STRTPE. 2,22
—RLE. IRHESE.
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AiE R L RGN —ALLE ) BRI A SCHT E XA b2
W fic o
ARE “pi AUk R ” R E R TR-SO)-, ik siflke
EAEHFSATHEHRNE X. LPEFE ERRT) ZHF PRV, 22,2- =%
ZEVEEE. 22- “H I THERLE,

ARAE “ IR Y RRE ) UREEURA-S(0),-, HP i BA 54
HTRAHEIRE X . EpERE (BARRT) = FEBBE. 2,22- =R OAERMBE.
2,2- B LFEIE RS

ARG “ g7 FBRE s RBEEEEUR-S-, H Ak s ke 2R 5430
WAEE R A X o SEHaRE (EARRT) Z/PME () CRS-). 1L,1- 28/ LA, 2,2,2-
RIS

ARiE “x % (halogen B¢ halo)” R/RH. & IREMHLE,

RE “FeWhIt” FEH2HIEE O. S, S(O). S(0), M NH K& 2% R T H i+ iy
Bt T prdt . sl (BART) TaUEHR:

"2?/\0/‘?7 %?/\/O\Sy ‘?7/\ﬁ/‘77 o.‘,?/\/s\sg
’ ’ 8 : H ?
‘?7/\8/‘?., ’ ‘1}/\/8\55_ , ‘7?/\”/ ’ «-L’/\/N\sy ,

FIZRANFEH

KRG “QeTHL” R NAR ., BWAREH B =AM T IRIF RS, HhE
AR R (EARRT) O S & N 4krIB AR FEAR, HAErd N A
MABEMZ Hy Crg BEEEE Cry SEEEBR . 405 FISPIEIEHEAR TR ZRIFR
WL, PHEMREL. MAREZL. WREEEIE. SREFL. mEnk. FRIFRERE. SRORBEME. 1H-ZRIFBKME,
SRR, R, PEURMASE, FERLLUSTMEGIF, FridZRIRFN O. S. NH, SEfIEIE
CEEN SN A ]S

RIE “IRFGRII” KRG REE.

RiE “ZIRHE” FKoRIEFHEME (RIInASCHT & LRt siifim i), Hp—
A —AUE (Bln—. Z8=EA) BRmEEE (EARART) 5 0. S. N A4
(7B T B, HPER N WIEHTE He O Coy BEEER C s B, BIFRIR
FRIGRAE BB, BRI R, FridZesf &l 3. 4. 5. 6 BL 7
TR, AR SEAIAE (ERRT) Slne-1-2. ARe-2-5. I Te-1-2. T
WE-2-E. MY TBE-3-3E. URME-1-3E. DREE-4-3E. MEB-4-ZE. ORME-1-EE. DRAE-4-ZR. i
M hr-1-5E . MR RE-3-HE. [1,3]- SEURIR-2- A

RIE “HIR” RRETRIFERRFIRE.

RiE “QIRRL-BRIL” KRB WMA I E LI FRIR IR EE . RIS sEits)
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pridi ok H%B’Jﬂ%%’é g B, ﬂ“’ﬁkﬁi’ﬁﬂﬁ SE@"'J@J% (BAERT)

N/\ ‘z,)l\
: O O AR

FESRCLESL ﬁx%EF' MRk B4 ?f)fz% TR & y:ﬁ@% (1EITI3E?>

O o o U*
o o @&

AR “AREE-EIL ?'ﬁ%ﬁﬂiﬁi%XE’J SIAEERARHI-O-. %W@%Tﬂ

sahoalon c;r
O/\JS; @/\j q\f FIZAUSEA .

RIE “RIFERIL” FREAFHRR THIZRAERRK SO, HHFTEHE
B EEEET SO, 2H, B, syt (EART)

O\\//O \\f/ \\//

o™ "A"O o "O

Kig “FBH” %?E%EI-OHO

RIE “BRARL” ZF8HH]-NHOH.

RIE “FER” ZREMF-NO,.

RiE “EAC-EER” RIS H P — DR FRHRE B A ST & X ped.
FA-RE LR EIEERNRT: 2-8R-FT H -8R FTHE. 3-FR-FFIE.
A-FM- R EEE B H T4 1"J§‘ET

ﬁnn‘?%n

7'(135‘ “ é%\fﬁﬁ ” %ET‘Q CoFons E/]% lzl éﬁ\}:’ﬁ% E’] H;‘WJ@% CF;. CF2CF3 N
CF,CF,CF;. CF(CF3);. CF,CF,CF,CF;. CF,CF(CF;),. CF(CF;)CF,CF; &,

AFAUEE
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KiFg “FRER” RIBHEH] CHs0-.
ARIE “RIL” RIEHEE CHs-.
RiE “BEBLEIL” IR RA UMb R
Q
]
HO’T\O/ %
OH .
ARE “TEERE” Far02 3 HF-SO,NH, .
ARiE “TER” oI RFH]-SOH.
ARAE “PUMEEL” JE¥s TR TLcd o5 &

1H e
2N i v 1

! 4N N
3N~4N’>5 §, D

ot se e, POPIEE— AR 1 8RS A L Ik B b dE . ke AL
S R L I B A A

RiE “Bile” RaEH-SH.

AICFTRARTE “ RN #olk R E AR A Bl E ek el R 6 E 2 LA
AR F KPR EAE R T R E D — PSR A 22 B B AR

A ARE “ZB S TR TR IEAE S BRI .

StFH AR 8 I — R A B AR, BB R hiE B TR AR 21 B
FaREZH (Markush group) MIARFEIERS;. 28GR, TERR —Mr&itg BB I RN AEAE
FlR—{ &9 L R EFRENT, ki R R AT RRE B E X R FDETNRA
(IARFERRS . B —LHH, HIEREZANIAREEEE N LB

E}/(R)s

TR T AR EAREE R ] & A7ERA | S Wk, H R ZEB R H IR AT A4 A RE 5

A SC T ARG B 22 FE M R 7R A 2 IR S IR vl 48 05 —#B 4 (Blan) i SR
TERRKES . BEEEVALTEMS, B (Fli) =%, GFR. ], 1%,

2% 30 AT IR 17 VR ET AR U AR Al P AN BT R E A VR I AR . 28R UL
RS (B RLIEIR R (i TH BR PO). gtk aoedeEiE
UV-T] 6D BRBGE N E ) sl ik (Flinmsisaits (HPLC) BE)Z
k) W =P k.

RS, AR RSP A ERANRP R R . R
MEFP I FEULE SR EAERET S T RSN EARAN R E. RFER
A, 22 EE R BT LT (510D Greene FH Wuts 25 N, Protective Groups in Organic Synthesis,
=h, Wiley & Sons, 1999 /1, HAINAEUSIHKAFRIFAKRIF . RCRTTIER
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RN AT 7E ] A WLE RAE AR N RA 5 S TSRS TS AP SL . ESEEpTid
BN RIVR . (Btn B BT IR 7 B R B TR I v s IR e B W BRED T,
EEER SREA R N PR, SFEPSEE EAR RN . 455 RV AP
FIE—Fh LA E WS FITR S Y P sLif. SR e MR NP R, B —KFE IO 28 SR A&
B FIREAT IR, EFEEEh, RNYNTTAERFERFRIREN TS, FlmszD
— IR A AR ETAENT .

EE AR T ARG LR, P&, RoEH R, ZREF . =I5,
5. REFE. ZWREE. THRE. Z&FH. NEKE. =82, 111- =84
ey 1,12-=8 2% 1L1-Z8 ke 2-8WREE. SRR, 1,24-=508, P_FK, &
. OEE. FEEPE. =T, BREFAFHR. UEME. —8&5Fh. 828
Hke, =5k, 12-—8NURZEMANR L.

FEABERERE. PR WEKR. 1,3-Z8 & 05k 14- "800
Okt R, —28. 2 Wk, 2 2. B LB RRE. —
LWl = T FERE T HR, KPR TR EE.

EERRTERATEE (WHIMEART) /K. BiE. 4FF. 2-lHELEE. 2-5 4
BE. 222- =8O, L2, 1-AME. 2-IABE. 2-FEELH. 1-TH. 2- T, 77T
g, TR, 2-28 52, —Z 2/, 1-. 2-. 3¢ 3- B, #km. BULE. =4
TR, CZRBRALR. RO, Y. KBEN =,

EEWIEFTHEFR TR FIUEARRET) AR (THF). — F 2 F BEZ(DMF).
T HEZFEDOMAC). 1,3-7H3-3,4,5,6- MU 5 -2(1H)- ¢ B (DMPU) . 1,3-— FFZ&-2-
Dk LK ER (DMI) . N- B 2tk g be B (NMP) . B BERZ . N-F2E O BEfE . N- 7B 58 AR fie
ZiE. ZHETR. AlE. FRAEE. ZRFPE. AEA. A, ZEFER. &
B ZES. PR T B0 NN-FEEPGEERE. DORZERR. M ke, REEEOR. BN H RBENE
fi%.

EAWRERAE: XK. RO, . Ok PR, Rk, BFEFRCK. BF
Y. EEFE. 8- AF-. BIXT-TURRIR. bR BN, TheEkZs.

A IR T A A EEE .

25 3T R 700 S N AT 3@ 4R B T SEHE, BRI T B T B A R AN R 5
HWAfE . RNVEBENIUGRT (Flan) BridFmmesR GEFE) NE A g
RN EIAZ (BN, BZUREE RN AT B R AR T SEi) s FFTIR RNV A3 ) %
(B, EREIELREREIREE ERED). “SiR” HETEER (425C) MiREm “K
R ETEEARE.

AR AR R ATE RSP ERAEEESA T L. 8%, BFEh 555
2 BRI B M B S AT 5 BT JB AT T AR N 7 B 1 8 RUBURR B BB AR SE Tt

ST G T, LAY R H & TR INEREER L. (Bldn) fEAL BT IS R B BR
R R (BB .

#
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LIRS T ) THR AT VIR . THREFEIER. SRR, K. BRINHEE.
EHREETR. 2K, AR, TR, TR, TR, XHR. =8ORk,
FAHREE. TE. 2- T4, ZHELR. KR. o, FR. FR. TRAIZR.

LM EEA . SALM. SR, RERE. TRERBVRITKIRT . FLd
SEH PR AT (ERRT) S84y, B, 2BEhY. £REN. &k "k
AT i, Hp.: EIAFEREE. BT AR, M &
BEAYAFERLY . REHNERE; 2RELYEFEEALS. SAHMEH.
BERE - IRESWYAIELRE, 25, ERE. FRE. ETE. TE, =ZHE
EEGEFEFNIR OB M E AP I Bh EL AN &L

AR LURAKFRE (Flan B —sE A BRAES SMER,
75 W S22 B AT SEAR A A% (B 4n o i S A AR R HE o R A 44D o B 2 AN FREUAKY)
BRI AR BAS WA LG EE I ESME R R B . AR e A R %ot
2T R T E R AT T, il i A TR A W PR AR GRS AR e R
HA K

AR SCHTIR T VT LA SRR YL, DT A — B Z Pl B & — MLk A4k Y
FHRFREE € RN TR FEREE SR LA A=) ik KON 3 SE N
13 BT IR IS PR =TT S B AR B — B MEAE TR AR P RO Bk R M
SR AT BT R N B P B A A T AEAE T BT iR AR da AR (A N T O SR
REERIF AL

AL A B A TE VRS W AR RT 8 o B TR P L S0 R AR 22 7 R A — T vk
BT . SE) AR AR “ TR 7 CROLFE R IR) HAT R EL .
T4 20 T 45 5 5 RGE B RARFT N (1) BORAIE MR, #in D fl L WA .
“ZEBETAR. CEPREEAR. WM. ERER. FLRREEFE IR
AR, Blno- RN . &S TORE R EN A, BRI A SRR R
RMo- AR F LR (Bt S AR B, RSB MEaED. 2-FEHERE. %
R AR BRIEHR. N-FRERRET. OB, 1,2-Z5EN D%

SN BERS Y R AR T E S R ] RS PR AR AR ) (9t A B A B R
HHEHE®) ERENE LTS . && UL BE A AT i TR SUR AR
N DIHE

KSR T AFAE P AR EEA AW HIM R FRIFFERAAER. FAL
ERFEFEAFTHRNE FFEEEEARBFRNET. 260%kiEE, SRMLES
FEAMAI,

AEPNEYRTEFEEARMER, FIINMR-GE LR RWE. £ EEREEX
B kb T4 o Bl AE A (R HE R Bl I E A R R B A —F B

AR PBAFEA TR SRR 3 EEERD MEpass (EART)
RS (BIiE) My Y EeE B . MUY (PRI Mie)E ik
AR FIE . RS, kR R B kR S T B R E
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BT EREE BN R A VBRI — S ER RIS EMERAat RNMH %&. &
b 4 BT WF Remington's Pharmaceutical Sciences, %5 17 KX, Mack Publishing
Company, Easton, Pa., 1985, % 1418 T M Journal of Pharmaceutical Science, 66, 2 (1977)
(% B U ASCG I AT RIEAERTH).

AR IEA TR 5 S S R B, TR RTE E 0 B AR AE (B dnk
5. V8. FEG BAEEEER. E4E. A% RO BEPERNMY.

ORI T B AR SE I S A R B AT SRR M A . SR LT SR EIR B R R T #E
AT Ut BT I AEAR LA LMEAR 7 PR HIA R B . BB USRI EIR A 52 N 1T 25 5 Ho Rl A 2
XS, T FTIRSEOEAT R S AR A A EAHFI RS R

4
L1
S-EH-1-2-R-4- B B BE - 2R ) - 1H - ME-4- BB (3) Bl %
NC

N B0 | 1/ 3

NC™ TCN F
2

28<

AT RN 28 JeBAIBE T, W 2-5-4- F EBEB R E () (4.0336 Kg; 1
“E) WH, 10 Peakdale Molecular 13 BR 2~ B AAAET FHEE (12.7723 Ke)H HiH&
B UL R R LUE R VIBEERE— 10CE OCHEERMZAET REN K
(2.6564 Kg, 1.101 HEVFEETHFRE (11.212Kg) PHEFH. ERMERE, T-6C
TR RN, RE RN B B R 5 /DB, B R NIR-AE Y4 H 105:1 KAtk
M (3): BF (1) HPLC MR, RFERSE N TEB RMNES Y+ REF
(20.5153 Kg), B F B A WA EFRI 20% L FHIBRR Y. TR EYMERERAT T —8
B,

L4 2

S 2A: 1-2-5R-4- PR KRR BE - 3E)-1,5- - MM I [3,4-d 1M e -4- T (4) B 1 2%

0O

N
HoN="~ Ny
¢/F F

N S
3 8) 8 Me 4 Oég\Me
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TEFAT IR N 28 e B HIIE IR MR 2 2 LM R IR A 4EHRF7E 25°CE 35CF
(033 B ) & A I PR () ISR B SE 1) 1 TR 4 R REVR-& s i FF R (36.3924 K g, 40.0
By BRFIRINAK(2.832 K)o THKSEN T BRAHH R NBEA WAL 55
6.345 Kg 75, 1ERHT RN SSFEEAHPIER T UMER E LME R IR 5P 4EFF1E 25
"C 3 35°C KR E T HIE RN N 5 £ FRR(1.8245 Ke) It HAR B INEE £ 117K (0.564 Kg)»
RIGIERSE SN FHEB R NESYHRBDBMFIRE Y, HRER 100°CHE
W . ERR 6 /MtE, RNEESYLE H 670 1 FF=4)(4): it #:(3) HPLC WEmAR L
%, FAMOME—TTR I 4y BB £ (4) B HPLC MEE AR 0.41% /) HPLC IR .
16 % SRS IAE 70 435 B BIRA 1) 0°C S, ¥R Ik (10.0 Kg) 3l ¥ Ui =4,
F 20°C/K(#1 40 Kg) #P¥E, BHEIMUELIERN pH AED 5, RIFTE45CHI<40FE T
TIREMNEE, BE~PAE).

S245) 2B: 1-(2--4- FF He R e 2L - R 2K )-1,5- - ML M 3 3,4-d | M g -4- R (4) ) 1) &%

SF (4) SRR B4, HPEEREEGM AN (599%) LRI RNV E
A WIZEY) 70-80°C IR FREE TR . fibd&d, BEL 30%H8 AN 5-F
B 1-(2- 5 -4- B R T - ) - 1 - Lt -4 FF R G P % R (HPLC %V T AR) . BT 573 M E
825 mL) T [EIR L) 7 /M AL 4a RIANZESIF] 4 (5.01 2. FFEIGE 1 /AR
$E—REE . B RFE IR R TEAE da LR AR 1-(2-5-4- F R B AL -1 50)-5- F it
FEA -1 P-4- FE R B AG,  ARTDZE IR AR R I B E AW, HBIAE 7 /M
SRk RIEA AR AL .

B 2C: 1-Q2-f-4- B BB B - 55 3E)-1,7- — S-nb M 3 [3,4-d ) e -4- B (4) B 3l &

N o)
\ ]
_NH, 5 BRT R '/“
HN MoOH / \N 2 %8 HySO, ( / \N
Foscampm | HNT Sy7 105°C N~ w7
—_— —_—
F 4-5 /it F
S0,CH;3
SO2CH3 _ S0,CH3y

[ 4 THE BRI A S MRS E ST B 1 FHRH IR B g i N 4%

FHR N (2- 3 -4- R S i R - 25 50)-E(50.0 g, 0.244 mol) H 4 UL EF (200 mL, 4 vol Eq
(RS E) ). FifRRMIREYIARFBHEEARENE-5C. E—RNRKESPHE
A FET FET ZEEMM) 329 g, 0.270 mol)7E7ET HE#(205 mL, 4.1 Vol. Eq.)H
BT . ¥ FT18 EMM/MeOH 8779 UM f B il BE 4E 772 £4-5°C R i N B &6 (2-
F-4- T eI - 2R ) - B R P . SRR DR A YRFFELA-5CH), HEIE
IR EE AR ((2-F-4- B el R 5625 550)- i FE L, BHE Y 2-4 . (R RMIBEY)
I B L] 2-4, BB E P4k 5-F IE-1-(2-FR-4- B e I 3 - 2R 3 )-1H- e Me-4- FF i (-
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X EREES TN REEL KT 99% 4R G TE 65 CHBRARERE FESEHT (<20
¥5) TR N IRSYRIRFIAE T T, BRRNOBaEE. RE/KITEERETHFR
(250 mL, 5 Vol. Eq)FIBi#§(24.0 g, 0.245 mo) ', R AERHEW. KHTRHER
B EF(105-110°C) HARFF B B B RNV R (L) 4-5 /) BRERAIEINE AR, H a4k
S H1-(2- B -4- T AR B R - - TH- I M- 4- F RS AR 1 /N LR e e s —
A 5 I 1-(2- 5 -4- P B A T - R 35 )- LH - Lt -4 B R B e LA R AR RBLAL B W T AN AR
Fanfha R (ms 327 (m + HY'. BEJE, 5-RFE-1-(Q-F-4- H e B AL - 2R 50 TH-ntk ME-4-
RS EE R R AR S S ), EERNE R, ERNERE, RN
% 65°CH L MBRINZK(100 mL, 2 Vol Eq.), LA B Fredpyiie. B, frilsig
RNk, TRERINE AR NIBSY . BESRINER NIRRT 8
R B AR T T YRR AT B ) AL A R NEAAE 20-25°C R B RE 1-2 AN SR uE . I IEAR
KRG, AHIF 0-5CHIEeA B THSMAE. K2 x 100 mL)M3EuEG, BEE Ak
BRSNS % KB, 1x 150 mL) #hok, PAFPRBRATIRR . B RAHKA x 150 mL)#HPEsE
BHHEAE 65°CHIA RIS (<20 #5) F 4L, 8% 67.4 3¢ HPLC ZHAEZY 100.0% )11
BB E/ A EIELEY. BEERFEEN 89.2%.

4 3

4-BH-TRIE-1- PR R W ERG) KH &

OTO\|/

OH OH

5

FEREAT R L S HI 5 I T DMR B2 LA R MR SRR RIFAE 10CE 17
“C I [ 4-F2HEWERE(53.8 g, 1.000 eq). = Z 1% (71.8 g, 1.334 HE)M LR LBE498.8
o) PR A h R N2l i ST BR R I ER(78.0 g, 1.1966 ). HINMERE, £ 20
CRBEE R NIR A 18 M. ARIFERIIK100 g)FF ¥ TR IRE VIR 15 28, AR5
432K, TRITLL 150 rpm BiE 15 280 BAY 100 T 20 wi% NaCl KB HHEH Bl
I, RGBS TR YE KB . fEHK (100g) BEMtE, BdERKKENT
TENERE R R FARRRIRGEA AL, BRI EMRTY (91.1 g, 77K 92.0 %),
it GC MELLEH 96.8%. 7E 117-120°C 0.3-1.0 3L FZ B ~9), 7£ 112°CE 119
C T EB R RN 95.7% KT EIMARF=H(2).

4 4

4-[1-Q2-$-4- B e B BE - 2 30 - 1H- ML M 5 [3,4-d | W g -4- FE LB - DR 02 -1- R R R A
Ea(6) Il &
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Uiﬂ oY Y

® Y

PN
4 O bl Me 6

/S\
0% " Me
(o]

FESHAT R N 88 R EA HEE 5L T LUK E 2 UME R NRAYIREFE 20CE 30°CH)
EEMER —FB SN 2.9812Kg, 1.1713 3 &) HRNEI4) (3.8806 Kg, 1.000 24
B). ZHAHEBEG.8532 Kg, 1.1671 HE)FI 4-FIEGME (24.7942 Kg) Wi HEBIFB T
W T R-RIFIAE L) 25°C FHtdE 30 4340, SRIGIM#ME 50-55°CH) 2 /it RIGHEIREL
DM i IR A WRAFE 45-55°C F RIS M ATid R NIR B )P N 4-F2 5EURIE-1- IR
SATEGS) (2.7164 Kg, 1.15255 487 4- HEGIR(3.0302 Kg)H IEH . 7E(5) 7N
CEWR 1.5 DN JE HAREEL 1.5 /N R R & B R NG Y h s e £ =K 55
(1.4856 Kg, 0.4500 M&E, #k/5 0.8897 Kg, 0.2695 H¥E)FE L HEE _FR _F WA
(1.1445 Kg, 0.4497 4&, 4RJ5 0.6894Kg, 0.2709 X&), [RIEHLREEAE K NVIE YR
¥ 50-55°C . TERTRIEE T XHHEL 6 /NitJE, (6): (4) HPLC B E KT 9:1,
3 Bl R NR A YA HIE] 0-5 CIHERTIRIRE TIHREA 4 MR RE™ Y. S8
ge S EE ) B 4-FR LT (4.3802 Kg, 2°C)H H ARG I /K(10.4754 Kg, IR ALk,
RIGIELA NS 2°CH BEFRER TH Y 2 /N B 4-FHEUMNE20.7215 Kg, 2975
"CYE L. I E L =Y, A 4-FF B0k (4.5893 Kg, 2°C)IF HAR 5 HI7K(10.4955 Kg.,
HERR YL, REEITA AT 25CH BT IREE THAEL 18 /N BFE BRI T K
L35 Ke)ES . Bl gEELS &Y, MK (7.657 Kg)Fl/K(3.8276 Kg)
1 2CHREYMYE, HFETOCT. <40 LT THEHEE, BB=H6) (34269 Kg, 7
57.0%)-

DL b s b B A RV 5 SR 2R AR R, RURAEH THF 1EA%575F Bt
WWIN=KEME. DIAD F1 4-F2FE0R0E-1-HER R INEE, X 7] 386558 ] S #E A BE /R RUE
FriR AR SR EH 2 NG SR E MAERFK B FR AP — kg R RE, XF
e (6) KRR EHF A —2.

=4 5

4-88-1-(2-5-4- B S R Mk k- K ) -1 H - Wit P - 3,4- A 1 WS BE (7) O ) 2%
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O Cl
HN N==
T 0!
N NS
F - F
29\ PN
4 0’8 Me 7 O 8 Me

FTES T POCL; (379.1g, 2.59 mol)iE# BB F WD FEES . A Bas T
AU ETHARER 1 L BURESES, ki b3 TERA JRAa8). ¥ 1-2-
-4- BRI - 2 3 )-1,5- &AL M FE[3,4-d]WERE-4-11(4) (100 g, 0.324 mol)¥#sin Bt
WRINVZERS T, PiEE A 3RS — K. = 2 P BL%Z(DMF; 9.43g, 0.129 mol)
H¥ RN IRSYINAB R (RETE 130°CHRIME) . R 3 /MG, WA E
ft) DMF (9.43g, 0.129 mol). ¥ BREA YR 2 /DE, KRB HNE 55C. B
EARIAE (270 mL). SRR — L% HE] 23°C, R[ULE, B S
By, B ERH: TR mMBIKK (1.5L) RAERMER. XKL, @BidFH
PKERVS A N IR B RAE OCERLLF . B a8 B B @R KIBR S 45 Rt )
4-5-1-(2- F-4- B B R Tk e - 2 35 -TH- L M 5 [3,4-d B IE (7). &7 3F B PR IR I 3RAS 1 [ 4
FH7K(2 X 500 mL)~ 10% NaHCO, /K¥#R(2 X 500 mL)F17K(2 X 500 mL)#¥E, EEUE
WA, EER T BN E RS TREROHE T S F 5600 mL)+. i
BB IR S L 2 (T B AR A B 4) « K T 82200 mL)7S N2 - M oL 7 b
R T e R G2 R . T8 BT QAT s &= LLk13(7) (95g;
90%). HPLC 43477, 99.26% (£, LLEHEFRTH); 'THNMR (Bruker 400 MHz, CDCl15) &
8.88 (s, 1H, Ar-H), 8.46 (s, 1H, Ar-H), 7.96 (m, 3H, Ar-H), 3.14 (s, 3H, -SO,CH3); JFi (.
i 41), m/z 327 (M+H).

%4 6

4-[1-(2- 5. -4- PP BR A BE 3L - 5 ) - 1H- R I 3 3,4-d 1 W B2 -4- TR S 28 )- DR BE -1- R IR R
BR(6) B 3 — Wl e Rl & 5 v
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cl o o\l/
O (8]
- NS T
(\ / N\ N
F
OH P
5 N=
: - Q\N/ \N
O¢ﬁ‘Me N
° F
7 6
o”sl‘Me

0]

W KA.6 BRI A AR, EAAOMBEREN 4 L RERNE
B, ERPETRE 4-F-1-Q-F-4- P LEREBERE- 5K 5L)-1H-ME M- [3,4-d)ERE(7) (97.0g,
0.297 mo) IR INEIEER ST MR RN AR T, KA KK 78 E IR T I H RN
Bl 4-F2H-UREE-1- FH AR S U BR(S) (66.57g, 0.356 mol). #4 R S Asve &2 12°CHEDIPE T
AINAUT BE4N(37.09 g, 0.386 mol). BRIAZ B RN, Jir DA P ERiR BEZ TG 2] 34°C.
SR G A BRI RE PR B 23-25°C o N VR 78 IR SRR K AR = T 14 2.5 /g
sk B R NVIR-SWRITTRE, AR 2250 mL) I HBE G A 7K (3 X 500 mL)#H¥E, ZE=E
TEFTEREN . KR TR EAF 44 =1 T EtOH (500 mL)H$IRB, T8
FEF KRG, BERER . Kb v s R E R PRI A EtOH (1.3 L) -4
B =4 (35 BRSO WA N B =B . 55 Hr=(6) i ik I B Y, 7E 40°C.
20 FEFAEE ST RER, B3 105.5 g 7~¥)(6) (74%). HPLC 4-#7, >99% (40,
DL RIHH) . "TH NMR (Bruker 400 MHz, CDC15) 8 8.62 (s, 1H, Ar-H), 8.32 (s, 1H, Ar-H),
7.93 (m, 3H, Ar-H), 5.62 (m, 1H, -O-CH-), 4.95 (m, 1H, CH3-CH-CH3), 3.91 (m, 2H,
CH,-), 3.37 (m, 2H, -CH,-), 3.12 (s, 3H, -SO,CH3), 2.09 (m, 2H, -CH,-), 1.87 (m, 2H,
-CHy-), 1.27 (d, 6H, J=8 Hz, CH;-CH-CHy); i (FAMi%Y) m/z 478 (M+H).

BRAS SCHTR I SEREI A1, BT R AU B AR N SR AR ks ) 8 Py 25 B AT AL AR HH A
BRI SRS . AR P RACK XA 18 07 280 25 72 R BT AR LK B RIVER A
A KBTS &S 2% S0k N A L 7 A AR

51



