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1.

—FMABEASHZZRRREN TS, RSEET: ARAESESRASRESERN,

HRERERE HIBRUOT:

(D) REEES. SREM/EIESAERTEEEAS, 2ESEELER. B
VBRI S W

(2) Z£100—200CF, HE AR MBREA/NHSEBRBE MBI RNES, #ITR
F_"Z:

(3) WESE, B2 RARE.

WAAIESR 1| R A EAESHEZ ANRENTE, HSEET: ks RR/Est

#hik BIRRG B ECR/EIL 3. SESIERA/REL . B ERBLE 22 kA,

- WAAESR 1-2 PE—TFTRK A BEELSHE S RMREBK TS, S EET: ik

SREAVERREEER: 228K, 1,628, 14T 28 14K, 12,6228, 1,3,6-
R, 14-—EEFCOH. 13-“8EF K. SFK. B ZFE. 2R, 2- (B
HEZE) R 24-FE R 25-FE M. 124-X=8, REERS ZMERNE
MR =, SRR, R, BRI,

WAFER 1—2 PE—TFTRH A EE A& S REREKN TS, IFEET: ik
BB S EFR. RFR. K. IRIEERAES Tk,

WRRER 12 PE—TIFTR AR SESHEZ ARMEBHNTE, HFEET: ik
LA/ S B A BERIER 111220,
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MR E &S &S RNBERN &

ARG,
ARPYE—FAREERTRNS REHEHE S RNREN .

HREAR

FNREE R A THEREBERE. R ABER. XFA%D, RERETAE RIFN
FUmiEeE, EXFHN., EMRRAMNE. E&HE. BRARSHTEA ZHAR. i,
DEER, SmBERIFENHENERNMBAEERESE, b TRAEREFNEDHEEE,
TRELHEHAR.

Bl 45 S RO 9 7 0 R O 4 S5 B R I o 25 1 U'SS, 136,086 US4,419,295
JP2002-003462. JP06-234722. CN1125718A. CN1197793A. CN1516688A F1 EP424836 1,
HEFI A BT SRS E R WNREE. EEXFTEDE DT RS TEER
i@, fmtamE. 5% RTRERWE CAZARSRE: FERTEH. &EF,
RELERAR. Fih, AFRNEFRRETHSE, EBENPOEMETR, FhTEH
ERNAFESHT, RNARMERK, XRERKREMT RN ASHNER, MnT R
SBREHEERNRRES, ARESEERARBETHA=LLE TR, BRXHTERET
KB R R '

£EH CN1436772A ., FANKS (KFR=KFH) S5EHEAE. FEEGERRD
FEBE_BAEERNME, REE 80—-96%. BRIVESHWEBIEL L, EHTFIOL
[ANHEELBRABES, ERESARNGESERREATHE. H B b TXOOL Mk,
EFTCAER L — .

HTF AR IENAPEEN LR IR, BARS G, W- (CHFE)
REEE) ROV T EAEMEAR. BELHE R NEREEN R R S RSO, 5B
RESHEESHE HCl, RBEMRESETHE—XBREL HCl, BERMRE. RS
A%t BEHE, ETVANATTATRINMLSE.

BHEANCHEREGKSE -RZERNAH B -EZEFMME, RNTEEZESER
FMBIk e N E AR RHD, REEEREERN (SESH¥ERE, 2000, 15 (4),
289). MERFAABEGAASS v - HEN AR RNGE v -ARRBEAERNE, RN
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g E ARSI M B-5— 0 C RN, BERE SOCRM (¥ 54HTH, 2004
(2), 16). &#| CN 1394851 PR E S 1,5-—HERHRIT RS, #1,5-“HEHE
HHERB TMABBSESTRHERRT RN, X/LATESLETERE T NH LS |
Bl EARSKNES RNNERE, RASEMRRITHEEZRNE, RENBELSDERH,
LR . T HESR CN1394851 ISR NAEME K4 T #AT, MRARENER
Bl B REFRRY HC AteHH, E8R&~=HAF HCl SRMMm. 1ib, 1,5-“8E
FEBMIMAB B EERPREERR, TRESBRPIH, ERDREMN, HAE
SRR . BE™RPRIFNHRANN, FRRNNFLERAIET A
i, KKBET=RNAE. XSS SBEN 7NN G & RN EAE. YW
YRR T A RENE R ER.

PAE LR B A S HE R MRE N S SR TR, T NS
AR SRR S RN B ERITITIR. HFZEU EBRKESARNE HE
B, REAXREETHNERE, TKORNNE, REVIRERMBIFIRATS, FHit
MTFRENEGRRNEBRPORMERER. B4, WTERSRHORS FELSARMNT
BhoMEdik, REARPEAFXRNRNSOEIRNRROER, EHrkihfx<IRZN
BRARE, RFERNIEPAMHEHEROR. AR EEH XL EERE T —HE
FAT & M £ AL R D5 & R NUR B0 77 .

ARAERNAEEEN S RN G &R NREER, Bl RNEPWNSERAILESE
HRBE SR TE, SKMALRRNY CIEHRNGEE, SBNOR=HNE N,
FRERREAMAEWHER. ARAPEESILREIISEERERR THIT, HHHBRERE
FRERN, SN TREFERKEX. MAFHNTHCIMEH. XRBNHFETER
FL -2 RNRE, RESEFBRASHE=YRD, =aP HCl S ]E, B3N
ZRNREB”RATULATHENBG. AESERRBHRATEME.

RAAE

ARVIAEGEIBANS, STRALERNEEERNRE. FRAZESEHIH
ENRE, HASEMFASET NIEN S, RETETUOVERRSIE, Mz . 1,6-
S, 14T 2K 14208, 1,2,6-228. 1,3,6- R % maTboh R sRiama
BRI IERE BT E SR, Fim 14-“WEFOR. 13- HEF R, $-FR. @
T MTFEL 2- (B-HEZE) FES: HALUATHERIRSILENTEEZE, 6
W 24-FEZRE 2,5-FERE. 124- KB B LU R ERRLHE BB,



200510008982. X o E3/5m

Pl ae. HEM. 8K, AR, HARSELRS Z MR NEBIN —mER=R.
FURE AT B AEA L B PR AL IREL . RME: . MMANBNRES, BRIFEHERY. RNF
AR B #, BT RR A EEU R .
ZEHAPRSEEESHMRER11-1:20, RE1:2—-1:5,
FRATSHERSRNAER AN R EHEER, PinsERE, mE, H
., _HRE, RERTEI, mRK, MoROCES; SR, KPR sENERS
BB, ANz, XPRES. BRARES_SE. BRNEARIRNEEREN
1—10 f%. W RMNETHEE BRA T K.
FR\F KNS, SESEEXSSMBTHRNS, WnBRNEF. BidHRY
AR RN R 7 2ok E ik S RS A R Y.
ARAPBEERAXTHERARMB RN ETREBE REGFRAK, KohEr=gmn
fiE HCl, #EZANME. PP RERN#T, BEZE 100—200C, i 140—150C, K
RERY 1] 5—15 /MEE, 4R 8—10 M,
ARATPHERNPEEEEASKETLENARNEAYOREE, £ 100—200C,
LI 140—150°CTARGEMAL 1—5 B, 4RI 2—3 et
SRESBIEF-ETIAT] 85% AL, P=&d NCO & RATIEISEM 95% LA E.
AT LA R T ARE, BXRAFRERTIL.

S 1:

BRB=FNME (LTD:

IL AR MmA 449.6g (4.31mol) 35%HCI ¥ MFEZE 30 26hp3 M 167.2g (2.74mol)
LB, W mA 250.0g (1.37mol) MMMERE, FH7E 4SCTHARN 10 26,
HBEEFAZE 110C, WMESR 4KPa, RERNERFHAG. KRN EFEA HCl ERMN 3
At BRERERBRKS. SIEEEER, BEREMRENEEEEFLRN, MALS
— ¥ % (ODCB) MR M4 &, &45H ODCB ViR BIMEAME £ Z =88 (LAET).

2500ml R ERHIMBHERNAERBEE. EREZEPMA 100ml 45 % (ODCB),
7714 298.5 (1mol) MPMEEZ =M (LAET) T 500ml ODCB, 594g (2mol)
M- (Z4PE) BB (E&EXS) BT 1000m! ODCB F, ZEESEF FHXFHREHN
AZWmEE D, RNEERFREEE 145C, % 10 /ot A3in LAET A1 E 4 ¥ ODCB #
B, WimseEEELRETRE 2 H6t, BBNRARIMASHEREEESR, $HEHE.
PR A WS AR, 8K 80—85°C/60mmHg KB4y . WS4, LTI 58 91.5%
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(HPLC), NCO 41 46.23 wt% (FEip{H 47.2 wt%), HCl 41 0.2 wt%, ODCB 4 & 0.08 wt
%o

SR 2.
BB =R NEeEE (LTD:

BA- (ZHEE) RREESCY 445.5g (1.5mol) #b, RN &HRCHM 1, 83y
*h LTI 41 68.6% (HPLC), NCO &% 40.3 wt% (EiB{H 472 wt% ), HCl 5 0.70 wt¥%,
ODCB 5% 0.81 wt%.

LHEs) 3.
MR =7 NN (LTD:
- (ZH ) RRMSCh 891g (3mol) 4b, HibRAN&4RLHS 1, A=Y+

LTI 1 86.3% (HPLC), NCO &1 43.6 wt% (B8 {H 47.2 wt% ), HCl & & 0.35 wt%, ODCB
48031 wt%.

&L Hif5] 4:

L6-C RN ERNR:

116g (1mol) 1,6-C R 300ml HFEMM. 386g (1.3mol) M- (SHEHE) BN
600m1 F MBI LG 1 PRYIF RSBl 100ml B, 7£ 120CTF 8 MAMSE, ZBE
HFENRE THRE 2 Mot. S MIE, B 50—60°C/60mmHg 1814 . Kb 1,6-2 = RN A

Bi5 & 89% (HPLC), NCO AR 415wt (L S0wt%), HCl S & 0.67 wt%, HESR
B 0.22wt%.

SCHED S:
1,6-2 = R AeHK:
Bk RN RESCH 140CH, RibRNAMHRXHS 4. BE=WF 1,6-E-FNBEREE

95% (HPLC), NCO X 48.8 wt% (EiB{l 50wt% ), HCl 5 0.17 wt%, 4 E 0.06 wt
%.

3B 6:
132s4'x5#lum3
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232.5g (1mol) 1,24-K=&EhREEEMY 400m] £ F IFHEM. 594g (2mol) XU- (ZFHE)
BREREERYT 1000ml 2 FF S B Bk L] 1| PR nE] 100ml ZFARES, 160°CT 8 /hEtR
5, ZBEMRARETHRE3 Mot SRR, B 110—120°C2mmHg 184 . HF
124- K= H MBS & 83.2% (HPLC), NCO & 49.3 wt% (Hit{H 62.7 wt%), HCI &
084 wt%, ERFFER 1.2wWm%,

L] 7:

1.2,4-% = S8R

BRGNS RIS 10 N, RN sE eSS CRIGAS [RIESCh 2 toh, oAt & 2444 Rl L itEfsl 6.
BE=WP 12,4-XFH 85% (HPLC), NCO & 524 wt% (i 62.7wt%), HCI &
0.81 wt%, XFFEEE 1.3 wi%.



