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A, RIHAZLZEAREF RRAFENEALAX 1oL LA+ Y
8 de R R BT IR G Mk

AERANRAH BRI T H A B TR RB AP S Hea T X2,
AKPIAMBRETHRALEETUAL LKL P HBELS LD, fo/
KA HEC Lodh i ARERHRE AR AT H ERRE B9 PLR S
TR BT XL 5,

AL RHPELSHTRELBRRRAREFHETHHNE., 280 —F
REMARF ETHZHEAE, QLR HFBH, SNAATFHER
i TERTAESF AR QGHA . £ 4 e8I M B XIRE T LS
R BHIRR, TIABRRBRAGR B L0 F REATH R,

BHFERTAR IR, FHEREFRLSH, Kt RAEHY X%
B, TR RG B M F LB ERNFRFHNF., RASER BN,
ETARAETHARELWESBYFXLH. KELPLASWELTU
BHATHEINLHAFERLERACRELYH . REFRALH K
FEMAAN G F XL H., FAABERARTAER, RALAKESHTIA
RALEHGHBKXAES (DDS) AFE EH AR,

FIERRE, AXPLAWEANEREAFTERETIHESE
+, QRREEGER. KE. HA. AREBEERAL. THRRAL. 4
MEENRAE., RANE., R#tEE. REQFELRURSEEIT
W ELF W, KL A A EAT 0.01~ 100 mg/kg KR E/KX.

AR K F X
TE&EHARSRARHARLE, B KL P M RAET RS .
FHaEH 1. Ta-[1-£E-1-FE-3-(E9-3-K)-ARX]-6, 14-A L&

HufiREER (Ia-1) H 4 &
1.1 Ta-THi-6, L4-ZHHFEEFEE (XML H) 44 &
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#1000 g FE B (X444 F180ml FEALHRBZAL LAY,
ABE R LD, BERRMKOTEIHR, oA 120n] T, io
s, KA, BREEK, ATHEREHL, TR, F32 112 gz
a4 (KIM4A4), 58 % 118-120C.

1.2 Toa-Z8E-6, 4-ZAMEEFCEH (XIVLEH) H4&
¥ 40 g E£hH) 1.1 2B XL, 8 g 10%89488 4 400 ml
KLEETFEMALEY, HBALK 40-50kg/cn’, F 50-60C AT
% 8-12 JNEE, BB FHE, IR EALA], AR KGR, A 40, R E AR, Bk
CERREF R, TR, 153 31 g BARAFMILE4, &2 135-137C,

1.3 Ta-[1-#%-1-FE-3-(Ep-1-K)-"K]-6, 14-TEHfFEH
FEE (X VL) kil & |

R 1.3g 3-Q2-£-CH)—E9ET 13nl RAKTE 8nl BRARXK
B, 2 mBlAE 0.5g 4£ Y Sml RAKTEIERT, #FH KK
F . GKXF FEA 1 2g XIVILASHE) 100l T8-K (1:1) &K
R, BERA 6 DK, REZETFTARESAHT, #Hie 5ol 8684
Gxk, SREBHE, FEFIE, KEUTLERRAIR(25nix), &
FAMAGE ARG E T M, BRKABRE TR, RREH,F 1.55 X
& EARIFHEASY. REsBELBERATT T RA.

1.4 Ta-[1-#E£-1-FX-3-(FE%-3-X)-"K]-6, 14- ZHHW

S ARERHK(Ta-) 4 &

B 3. 6g EIAREELET, Ao 23ml —H =B, AENRRAKY
TF 210°C AR KB WA RFBEEE, MALRHERIHA VLA
&4 (1.5g, 3.0mmol) , BB 1.5hr, R B R RASHEIAN
40g ¥, BABRBETHABKEMAEE pHB-I, AR TFRBIRAK
E& (60mlxd), RAKAKRHTR, RRENEARVWAALENS
B 200-300 BAAEAE, FATALHE: —R T T A,
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Ao REAEA 0.46 64484, RRENEBATHREL S, £ 1.2¢ 474
e, RALGE KK, HE 176-178°C, 'H-NMR (Sppm): 8. 97,
1H); 7.44-7.00(m, 3H); 6.58-6.45(dd,2H); 4.62(s, 1H);4.33(s,
1H); 3.44(s, 3H),

1.5 Toa-[1-#K-1-FA-3-(E9-3-X)-" L] -6, 14-1 2R Hw

SARBEERERE (Ta-1 - HCL) W94 &

R 10g ¥R 1.4 5| FHNREHERERTR YV QMG LK TE
¥, FMRERTEHMAKCEB-LMIERE pH3-4, MAVE LB, #
EEMB MK, TEFAVERARTERE, M 0.78g 7MW,
B E>250°C, FTE M (CuHiNOS. HCL) : ++JE4h: C 64.86%, H 6. 96%,
N 2.70%; ScES{E: C 64.40%, H 7.08%, N 2.78%.

£#HH 2. N-HAX-Ta-[1-ZEA-1-FE-3-FE%n-3-4)-7&
E]-6, 14-RA LB IEMETFTAERH ([a-2) #9414
2.1 N-RE-Ta-[1-#X-1-FX-3- (E%-3-%) - AK]-6,
- EHOEETFTHFECRGHE
BGEILR 17, 5g & -F 125ml |AFF, A 50, 0g 35F 275ml ®45
B VAL YER, BREE 12hr , REZEEREN, AV EL
KLEBAE, RYEHK 48.0g , KE 198-200C. A& 454
(CooHyN,0,S) : - HAE: C68.75%, H6.76%, N5.53%; LI C68. 84%,
H 6.60%, N 5.49%,

2.2 Toa-[1-#A-1-FA-3- (E%H-3-4) -"AK]-6, 14-A#Hf

PLEANEREZTARERREBRLE G4 &

B4 g L3kH 2.1 45133 ks, 10g KB F S0g =
HEE, ERAART, F 190-200CHhH% 1 M6, BMAKRKF., AR
FRAEKERTFE DHE-9, REBEK, TR, ATHELS, &
ARBRIEARR, F 3.1 AHFRMELAS, BE>200C. LEIH
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(CNy;NO,S . HC1 . H,0): #+J¥4&: C 62.18%, H 6.91%, N 2.69%; =
I Ma C 62.25%, H 6.74%, N 2.39%,

2.3 N-HAX-Ta-[1-FX-1-FE-3-(E%-3-K) -&
H£1-6,14-AZHHFIEALETFTRAERR ([2-2) 4 &

B 1.0g R4 2.2 4| &R HHEHET 3000l A KRTEZY,
A 0. 7g HARAR, 2g RERESM, BNV HF, ERKLATHIEN
ZEMAEE 18C KA 18hr , REZAEREREBY, RAEABER
MRERNET, KRCHARBEENSE, ABdE: —S Tk 7
(6:3: 1)ehl, KEMELES, KREMNEATERELSR, 7 0.40g
FRMAA Y, A K G EFK, BE 202-204°C, 'H-NMR (3ppm) :
9.28(s, 1H), 7.44-7.04 (m, 3H), 6.69-6.56(dd, 2H), 5.96-5.94 (m,
1H), 4.58-4.54(d, 2H), 5.60-5.26(m, 2H).

2.4 N-HAE-Toa-I-£X-1-FEX-3-(K%-3-%)-&
£1-6,14-A LHNFwENETRERRLEBRE (Ta-2 - HCL) &
&

BEas 1.5 %, FRAELEY, BE>250°C,

g4 3. NHREFA-Ta-[1-BE-1-FE-3-Ep-3-82)-&

£1-6, 14-H LHMWEALEFTRAEER ([a-3) H#&

MR 2.3 09k, AR T AEREHE AR, SIREERG

4, b & 178-180°C, 'H-NMR (5ppm): 9. 05 (s, 1H); 7.42-7. 04 (m, 3H);

6.71-6.53(dd, 2H); 4.54(s, 1H); 4.32(s, 1H); 3.43(s, 3H);
1 .44(s, 3H).

R 1.5 685k, S5 LRIFELS M EEE Ta-3 - HCL,

B & 276-278°C . 7 E & #F (Cull,NOS. HCL. 1/2H,0):  #HJ4E: C

65.72%, H 7.24%, N 2.47%; sc{#: C 65.35%, H 7.20% N 2.32%,
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k&b 4 N-HTFE-Ta-[1-BE-1-FE-3-(E%9-3-%)-%
Al-6,14- A A WAL EZTHAERR (1a-4) 94| %
R 2. 30Tk, ART FREREH A LR, 4 F 5800
#1, ¥ % 176-178°C, '"H-NMR (8ppm): 8.97(s, 1H); 7.44-6.97 (m, 3H);
6.55-6.43 (dd, 2H); 4.59(s, 1H); 4.32(s, 1H); 3.31(s, 3H).
WERAES LS T, /LTS MHERYE Ta-4 - HCL,
% E>250°C

FHH S Ta-[1-8E-1, 2- ZFA-3-(ED-3-8)-A4]-6, 14-
A T AR S R B A (Ib-1) & 4 &
5.1 Ta-[1-£4-1,2-= FE-3-(E%-2-8H)-F K]-6, 14-THEH
WEFEHN &
BRBEHE 1.3 9F %k, . 3-Q--BL)EoRE 3-(2-if-
LE)-E, HBFHELAY. REFBEIBERFTT—FRA.

5.2 Ta-[1-#%-1,2- ZFH£-3-(E9-3-£)-AL]-6,14-H T

HARE SR E R A (Ob-1) 4l &

RBEH 1.4 5k, Ak 5.1 SR EHRBERG 1.3
HAFH W, FE NS Y, BE 250-253°C, 'H-NMR (Sppm) :
7.19-6.90 (m, 3H); 6.75-6.65(dd, 2H); 4.53(s,1H); 3.57(s, 1H);
3.61(s, 3H).

BlEp 1.5 8F %, FFELAFRALSHGHERE Tb-1 - HCI,
B E>250°C, LE S CoHNOS . HCL: ++H4E: C65.47%, HT.15%,
N 2.63%; S2E{a: C 65.58%, H 7.31%, N 2.77%,

LB 6. N-HAE-Toa-[1-BA£-1,2- —FHE-3-(E%-3-£)-%
£1-6, 14-ATHFWEMNETTRERER (Ib-2) 6941&

6.1 N-FRA-Ta-[1-8£-1,2-—FA-3-(E9H-3-%£)-7&
£]1-6, 14-ZLEAHWELTTHECEN4 &
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RBEHS 2. 1Tk, AEHESS. 1 HFG EHRELHES 1.3
BIIF6 BRI RIS Y. T E SN (ColiN,0.8):  HEA4E: C
69.20%, H6.97%, N5.38%; 3SKEA: C69.14%, H7T.03%, NS5.42%.,

6.2 Toa-[1-#%-1,2- =2FX-3-(E%9-3-%)-®X]-6, 14-A#f
PLANAETRERRERB G4 &
RBEAS) 2.2HF %, ATHS 6.1 514F 0 FHREEHEH 2.1
1564 E o, BE NS Y. RAESBHEBAFT—FRE.

6.3 N-BAE-Ta-[1-HA-1,2-=FL-3-(E%9-3-%)-&
E1-6,14-HZHEMEERETRAEER (Ib-2) K44

BB EAS 2365k, vAEHA 6.2 KT FHRBFEHAS 2.2
E IFW W, FEARMAA Y. B R 190-192°C, 'H-NMR (8ppm) :
7.14-6.93(m, 3H) ; 6.69-6.53(dd, 2H) ; 5.83-5.78(m, 1H) ;
5.22-5.09(m, 2H); 4.87(s, 1H); 3.54(s, 3H); 1.38(s, 3H).

ZHhH- 7. N-FRAFE-Toa-[1-B4-1,2- ZFK-3-CEL-3-K)-
BAEI-6, 14-R THMwEE T REEA(I0-3) 854 &
RB LB 2. 308 FE, ALK 6.2 HFHFHRB LG 22
BB EH, AR TREREFRER, ABFALSY. BA
212-214°C, 'H-NMR (Sppm): 7.14-6.85(m, 3H); 6.71-6.51(dd, 2H);
4.92(s, 1H); 4.46(s, 1H); 3.54(s, 3H);1.41(s, 3H).
Baksl 1.5 Ak, S LEFMAA M RERE Ib-3 - HCL,
5 %>2100°C,

4 8 N-FTFA-Ta-[1-#4-1,2- =FA-3-(E9-3-K)-
BE]-6, 14-R OHFEENLETRERR (I0-4) 954

AR LB 238 FTiE, AEES 6.2 HFGEHRBKREH 2.2
BB RS, ARTFRAERSRAEL, SFFELSY. BE:

20
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181-184°C. 'H-NMR (8ppm): 7.12-6.80(m, 3H); 6.69-6.51(dd, 2H);
4.58(s, 1H ); 4.43(s, 1H); 3.54(s, 3H); 1.25(s, 3H).

K& 9. Toa-[1-#BE-1-FE-3I- (w2 -2-K) -AK]-6, 14-
A LHENE AR EE#R (Ic-1) 84 4] &
9.1 Ta-[1-#£X-1,2-—FH-3- (s -2-%) -AR]-6, 14-T
AfwmaFe s s
AR EHRS LIAFTE, A 3-Q--TA) - Rz KA 3-(2-ik-
TR)—Ewy, | FARHMS%. B 5 160-162°C. 'H-NMR (CHC1,-d) (d):
8.53(1H, d, J=4.8Hz, ArH), 7.58 (1H, m, ArH), 7.22(1H, d, J=8. 0Hz,
ArH), 7.10(1H, m, ArH), 6.71(1H, d, J=8Hz, ArH), 6.57(1H, d,
J=8Hz, ArH), 5.25(1H, br, OH), 4.42(1H, s, 5B-H), 3.89(3H, s,
Ar-0CH;), 3.57(3H, s, 6-0CH,).

9.2 Ta-[1-#4-1,2-—FA-3- (e -2-%) -AKX]-6,14-K

LHME SR EER (1) &

RBEAG 1.4 68Tk, AEHRHS 9.1 HIF64 FHREEHHB] 2.2
IR 8 E M, 1R AR, K 158-160°C. 'H-NMR (DMS0-d")
(d): 8.98(1H, s ); 8.47(1H, d ); 7.67(1H, m); 7.25(1H, d,
J=8.0Hz): 7.18(1H, m); 6.56 (1H, d, J=8Hz); 6. 44 (1H, d, J=8Hz);
4,67 (1H, s); 4.34(1H, s); 3.44(3H, s).

L4 10, D KAMEFERR S WEHER TR
NEELTHREME, STRAEKRBRNBKARLEFFBE, RAKN
HBHE., R, SREFRENERAFE, AR BNHHHRMAEN,
LB A R R, R E 18-22g; RRAAK; TR E @
).
B AL BMER 55°C, WEATLTIREZGEMNGKIE,
B # A5 bt T4 ) 8B BURL B B 1), B 344 S Kok ] (B &
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*TRR) . BOBLEE T 2 AV e i S RAMR R KT 30 AV e iRk AN
ARRREA SRS R, REXTETIARRAMNETHR/ XY, &
FF 4B B2 R4 5 IR & 0T 7] A SR AR BBCR RAL 09 o LAY

1, JLFEEAH R BEARS .

BELE, URABEHARR 60 A H R BFiAd 100%X 34558 XK

), BT XAXRRTIEFRBA KE:

AT -

i gm B - K AkdR 8

60 — A7 #

X 100%

B EXFERIAGRELALEHEATIERLK 1.

1A% 64 4R R 7E L

e # & (ng/kg) A (%)
T A 1.1 40
fe-1 - HCL (A} T
I
Ia-3 - HC1 2'55 618(;06
Ia—4 - HCI ;g 715608
AT X

1o-2 150 :(5);
R o

2 55

fe-1 32 9120'03
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