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PR ERERRENES—ANERTFREAERFER, FIREEETFRER
RE, BRLER. Eh, REOSAESGET=RTE, —RFE, &
R, BRSSP,

AERE R RIRERE K E-C - AR RIS F 2 LR SR
A, HPdREEAENES—NMEETREERETFESR, FTRANE
RTFREHRSE SMEE. £, HEmEREREEE =aFaE,
“HETEE, RTEERNEATEE, HPENRESRTAE.
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ARBEMRPIRERE TR E-C -t I e XA s, H
EF'F)?J&EE&X*%E’JE//“_/I\%J??%&?Xﬂ’%?ﬁ% REREREN LR FE
EHRESRELE.

RIBZIRERERIFET-NR'R”, HPR AR ZEFEE, FER
B RAEE AR LESRME X MG ZREEEAT _FERE.

ARIE“TER4-, 5-, 6-BLT-TTHMZRIS, Frid M EE&H 1% B8R

PRI RR T RIEWEAN-AIL, KAUAEEREERIMIE. |
dZ@J? MBI T Fedt, MAgpTsE, PRMGRE, mbmbrk, MEMLrEL,
FUEMpERE, Wb, FREEMRE, URIEHE, TREEE, ML, s
WEZE (thiomorpholinyl)E{ & R A Bi bt 2 (azepanyl). “4-, 5-, 6-7-ToH 7
AR FIZER 2 fe i b g X2, HEH X, Blan2,5- Z Sk g R
3,6-Z & -2H-MtRE R . TR ER A DL R AV RIS #E 1. 28032 FIEAR
H), PTRBIZERMIHER: KEKE, MR, RkEE, B, KEER
LR, REREE, S/, XE, FE, mieE, ZRESE &&F
PR, (RpeREmBiE, MR RRERERE. TRANEFETUS
BIHWE, Frdf R ARBAKEL. 283 EFARARY, FrdrE
RIMAIHIE H: RRGEE, REMEENKR. XHHESHRIR LG Z
3,4- " 5(-1H-F 0.

ARTEEH B2 Ta Or B U B DRl 2 R B AR ) 5 B ) AN A e i) R £
B, NEYZEHHEERNSERENAENEGFFEDN . XL S HR
RV E, FRKE, MK, HR, #RE, WEEKR, MEIRN
2, WK, LER, AR, E(oxylicacid), kKR, RHE,, X¥
%, WRHK, ESR, BEAK, ITER, XK, AER S&CK, F
R, MR, XHPEBER, KPR, N-LERENRERS. 5756, XLH
A LA K AR FLBR N AT R SR ) % o SRIE T AL S B9 (E
ARTH, &, 8, &, 5, 8%, RETHEINENEEFEART L
THIMER: 5. HFSE, AK, BERAEEREIAN, AR
WETFZBRWNE, WERE =9k, Z4&, =4, =W, CRE,
MERR, BER, N-ZEIRE, TRIE, B (polymine)Mf5%F. X1 MWLE
YIBT LI EFRERFE. St 1 EYIHEZ R

16
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.

A S E AT UURERLE, PlankKEar. A LERSIEREF#
e, S LLE BRI TR R L& W RRIE R 1 M#1T K&).
REHRABEOFERE ETREZMENLY)

"FREREA MRS TAEREANRT RS R R EUR A R Bk
EATRFRZEAFI AR EY . HIETZRHFIANR R F 155550
LA RAEAR" . WL IRRB R AR R AR AEXT BRI A, TIAEA]
B HEBILIAF BB, RERNRERAE. 50
A e R RHREE S & BB IR T AR A F O

EWﬂ,ﬁk%ﬁ%ﬁﬁI%%%%:

He

R
N
by
R? S |
N\R3
R' #%A:

I, HRARBAKERE | Ak 2 MERRRKY, FridpEEsh i
HH: REbiE, R, REAARE, KREEE, KREbt
2, &, WRENRERERE,

WEALER, HEARBCHEM 1| & 4 NEFABUCH, Frid i5 F
VHIER: KERE, HE, BRANREE, KEREE, KIX
RfeE L, B&, WMREMRARERE;

$%Uﬂ“ﬁ VIR

ABIF LA RGBT,

IR,

mhrEdE, HERBRAIEAE 1 A8 2 MERARRR, Frid 2L
HIEE: RPME, W&, KREXMARE, KREAREE, KREXN
REE, #&E, MEEMREEERE,

e, HERBARHIEME 1 AN 2 AEFBARK, B f9%E BMsr
ik E: REGEE, I8, KEeARE, KREREE, KRER

17
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A, BE, WREMERZEERE,

BEVy R, HEREURMEHE 1 48k 2 NEFRARET, BridEEMAL
ik H: RAE &R, KREAKRRE, KESEE, EHASM
S, B, MREMRERERE, M

-CO-NR'R’, H
R' ANERMEELE,

R’ AFEE, HERBARBEME | k2 MEABH, BTk
BRI HIE B : (RERE, IR, KERAEMEERENRE,
19
R'A R SENEENRIRF—EER 4-, 5-, 6-8 7-70HFEEER
SRR, RPRFTEESFEAR. E8H+TH5H
AP R T
BTk ) A R0 4 3R
RARBAHEY 1. 2 83 ANEFIARE, BFridiZEEhAzH
EE: KA, WE, fE, BE, KRERERE, K
RiTEE, B, FE, FE, mER, —EERE, EEF
Wi, REEEEE, ARAXREERERE, =
ZESEUWEH, FTEKEREARARBH 1. 2 583 ME
HEAHE, FridMERMIIHIER: KERE, REEEM
X 2 :
R* HETIRSHE;
R’ C-Co-le BB b
REGHE.

E—NEHEFEF, AR R ILEY, EHRESH:

A, HARDRKERE | AE 2 NMERERE, FrRpZERmsr
wH: REE, MR, MRERFEE, KREREE, KKK
2, &, WREMIERERE,

PSR, HRERIMRKEM 1 £ 4 MEFABURE, Frid R
SEHEB: RAKE, ME, KEARMRREE, {REREE, KAx
RfeE i, &, MREMRERERE,

18
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I3 R DAL,

KI[LA] A FHE,

WA,

mrERE, HERIARMES 142 NMERIRAR, FrdiERmL

Wk E: KEEE, IR, KREXNMURE, KEREE, KREXK
AR, A&, WRENMRERERE,
mprERE, HEARBRAREH 1 82 MEARARK, FrdrE Az
MWIEE: REEE, %, KEXMREE, KREEE, KREK
PR IE, AL, WASEMRERERE, A

mEwy L, FLEREURAIEHE 1 a2 NMEBERE, Brid i E AL
ik KEHRE, IR, KASREE, KEREE, KA E,
A, MARIEARR IR ETE.

AR\LERNR ITEDERTEY, PR BEE, HERIN
a1 AEk 2 ANEABARK, frdMERMIED: KEHEE NE,
RFE xR, KERAE, RAXREE, #8EF, WRENMIRRE
VSt

BEREFIRRN LAY, KPR EH 1A 2 MEBRREE, B
ARRERAMSIHER: KRR, X5, KAGRKEE, KERAE, K
JERTEE, FE, MREMRERERE.

ERERRR 1EY, HP R BE 1A 2 NERBAARKESE,
FTRRERAMIEE: &, KEAREE, KA EEMLEE,
Ho sk m 2 Bt &4, Hb RVEW 1 e 2 MEFBRANEE,
Frid 2 Bk B IR E R A < T A 2.

FEH—ANLRGRT, KRB & EFRORN 1 ey, EH R
RE-CO-NRR’, FHHH
R'E AR R,

R’ hFE, HERIARMEE 1 ME 2 NERRARR, FridE Rz

M KRR R, REEAENRERERE, &

R R SENEENERTREERK 4-, 5-, 6-3L 7-JoBRA I A

MEZF, FridRMOETHE AR AEBFHRIRET,

19
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BT ik LR 22 3R

RARBARKIEAE 1. 2 8L 3 NERBRE), FrdfERMR %R

Rk, [NE, [RE, BE, RERERE, REREE, &

R, EE, FF, WRE, ZHERE, SETHE, BRAEEE

=, MMEF T ERERE,

EHEAHEH, FRRRRSRELHIEH 1. 2 5 3 MEFAIR

B, FrRMERM L . RERE, REKEENKE.

HRER RN T HEY, HF R'E-CONR'R?, HHHS R R’
SeNEENERT—RBER 4-, 5-, 6-8 7-ToIEFELER 5 AN Fl i 2y ﬂ
FIid i & F I AR EBBFHIBIRET, FriRmZen
%Hﬁmjﬁl\%i3A%Eﬂﬁm,%ﬁ%%@mﬁﬂﬁazﬁﬁ%
5, KExE, HE, BRE, KEARERE, KEREE, 8K, FE,
WA, MEPEEE, “HEEE, SEPHE, KEEETE, IEESER
EREEE, SR EN, IR RIS 1. 2 53
MNEFAIRAR, ARMERRI S BRERE, REREENKE,

BEAE RN R 5EMEENRRT RERIEA, Frididik
B: WL, UREE, BAIRERL, W, BT M 3,4-25-1H-FE
Wk, E BT RN R R B B BRI R e U

EMERRR ThEY, HP R'B-CO-NR'R®FMEFS R*ES, H#H
R’ AFE, FIRFERKBARMEL 1 Ak 2 MEABRK, FrikgzE
BMSI ik B RERE, R, KREREEMRERERE, L7
RIEHREP R B X BRRFEE AR L LY.

Uhoh, MIERIEARBHR 1HHEY, EP RZER.

EARERRFRRUEY, HF R BESEEE, SHNENRHE
B R EFRA LS.

F—ARIEHR AV RER R R C-Co-tr R A

%%%ﬁ%%ﬂ¢w RAAEERTENRX ILED.

EMHEREES R BFAEENR 1448, HPhEmEm_gESd

R® BRI RE A LALEY)

RIER T AR T
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i

B B Z10/5000

157 T JE-4-(4- AR F- B -2 K )- IR FE

-3 [ -4-(4- R 25 - TR M -2 )- DR BE

4-[4-(3,4- " H- R H)-EM-2-H)-1- 57 T HE-DRIE,
4-[4-(3,4- "R -AHE)-EM-2- K- 1- 7 A 2 -URIE,

1-3A e EE-4-[4-(3,4-  F- 2R 55 )- IR M- 2- - DR IE
4-(4-3F T M2 ) 1- 57 T E-IRIE,

4-(4-3F DB BEME-2- ) 1-3F [ FE-WR I

1-5¢ T 5-4-[4-(4- A - 5 )- M2 B )- DR IE

1-53 TN EE-4-[4-(4- B U FR 5 )- W I -2- B )- DR B

1-30 L EE-4-[4-(4- R - TR 0 )- e -2 B )- DR
4-[4-Q2-F-4- PR EE-FE)-BEM-2- K- 1-7 T £-IRIE,
4-[4-(2-F-4- PR E-AH)-BEM-2- K - 1- 7 A 2- IR g
1-FF [ F-4-[4-(2--4- F SR 2R - 2R )- R M- 2- - DR MEE
1-57 T 2-4-[4-2- -2 Ak )- B -2 - - URPE

1- 57 P 5-4-[4-(2- - 2 )- E - 2- K - WR

1-3R [ FE-4-[4-(2- A - 2R 55)- R k-2 2 ) - DRV
2-[2-(1-7 T He-URUE-4-55)- M Me-4- 13- R R L g,
2-[2-(1- 34 [ - UR e -4- 55 )- I MAe-4- - 3- T -t ez,
1-5¢ T 25-4-[4-Q2-= 5 P - 20 50 )- IR M- 2- B - DR
1-FR L3 -4-[4-(2- = 5 FF 25 - 2R 3k )- e M- 2 - JE - DR B
4-[4-(4-F-FE)-BEme-2- B )-1- 57 T 2-UREE,

A-[4-(4-F - HE)-HEME-2- - 1- 7 TR 25 -URAE

4-[4-(4-F -5 55 )-E M- 2 - FE]- 1- 35 [/ 25 DR BE

4-[4-(3- -2 5 )- M -2 -2 ]-1- 7 T -k AE
4-[4-(3-F- AR BE)-IE M- 2- K )- 1- R U - DR PE

1-30 L E-4-[4-(3- - R 55 )-E M- 2- - WR

1-3F [ -4-(5- F 2k-4- 2R - M- 220 )- DR
4-[4-Q2-F-3- =R P B A )- B -2- B - 1- R N E-IRIE
4-[2-(1- 5 TR 2 -DRAE -4- 55 )- B M -4-FE -5 1

1-5 P-4 [4-(4- = 50 TP 2R - TR 355 )- R -2 1 DR E
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-5 AR -4-[4-3-REE-FE)- M- 2- K-k IE,

|- IS -4-(4-5F P R - -2 - ) IR

4-[4-(4-—F PR - X E)-BEMW-2-H)-1- 7 N E-TRIE,

4-[4-(2,3- - I [ 4] ZE L O f-6-55)-E M- 2- - 1- R A EE-UR e
4-[4-(3,4- — 5 -2H- K FH [b][1, 4| —E 24 M- 7- 25 )-E -2 - F 1-1- R A -k
ME,

3-[2-(1-F A EE-URAE -4- 55 )- 4 KL 1R

1- 57 R 2E-4-[4-(4- ML g - 1 - - 2R3 )- W Mk -2 - L - DR BE

1-F A EE-4-[4-(4-=F P A -1 5)-EM-2-58)-IRAE,
1-FAE-4-[4-G-=F T E-FE)-BW-2-E1-IkeE,

4-[4-(3,4- Z A FE - -2 FE)- 1- 53 T - DR

4-(4-FEFF[1,3] B FP F-5- - M 2 )1 - 7 T - DRI,
4-[4-(4-1R-KFE)-5-FF - BE -2 HE - 1- 7 A ZE-DRAE,

1- 52 TR H-4-(4- Ry -3- BRI 0- B - IR BE,

1- 57 TR F-4-(4-WEW) -2 BE-WE 0 -0)- DR 0T

4-[4-(3,4- ZF - EK)-MEME-2-5E - 1- 7 N2 -IRIE

4-[4-(2,4- B FE- IR EL)-MEIR- -3 ]-1- 7 TR 2E-URNE

4-12-(1-3R [ F-URIE-4- 55 )-E A 4-FE -6

1-F0 [ FE-4-[4-(4- =T P -2 5 )-BE Mk -2 - BE - DR A

1-38 [ 3-4-[4-(5,5,8,8- 00 FE 5£-5,6,7,8- DU - 25 -2- 5 )- MR b0 - FL |- DR BE
1-FR G FE-4-[4-(3- R A B - TR B ) - Ak -2- B 1- IR HEE

1-FF R EE-4-[4-(4- Z 5 P A - 2R 5 )-BE M -2- - DR BiE

1-FR IR HE-4-[4-(2,3- T 8- I 4) = B BN -6- %) e -2 - WRIE
1-FR L EE-4-[4-(3,4- & -2H-F I [0][1,4) — B Ze 3R B b - 7- 55 )- e M0 - £ 1- 0k
BE,

3-[2-(1-FF R FE-UR BT -4-35)-HE -4 FE 1R 1,

1-IF LB -4-[4-(4- =5 P B - M- 2- B - DR BE

1- BRI FE-4-[4-G-Z R - E)-BE M- 2- KL ]-WRAE,

1-FA [R5 -4-[4-(3,4- A - IR L )- R me -2 - AL - R e

4-(4-FEF[1,3] —E A IR M- 5- - R M- 2 - FE)- 1- PR I - DR g

22
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4-[4-(4-1R-FHE)-5- FA B - R AL 2- - 1- 2 [ - R A
4-[2-(1-3A [ B DR WE -4- 55 )- IR Mk -4- L ]-ALL AE
1-3F [ B -4-(4- e Wy -3- 2 - P42 - F6)- DR BE
1- IR -4-[4-(3,4- -2 5k )- R k-2 FE - R AE
1-2R [ 3E-4-[4-(2,4- Z P - E)-BEM-2-F)-IRAE
4-[4-(3,5- X0 - = &\ B B 2R )- R M- 2- B - 1- B LR - DR BE
2-(1-F A - R NE -4- 35 )-HE M 4R BR (4- - 5 )- Bk i
[2-(1-FF G2 - DR IE -4- 5 )- T M- 4-FE)-(2- PP - Al Mg 0 - 1- 56 )- R
[2-(1-FF R - DR g -4-FE ) - M4 )-(3- R L - R - 1-5)-
[2-(1-FF G -k BE -4- 5 )- T M 4-FE ]-(2- F 5 DR - 1-55)- FR
BB~ 1-55-[2-(1-FF LA -URIE -4- 2 )- B e -4 - L - R
[2-(1-FF R FE-WRAE -4-35 )-BE M- 4-F5)-(3,4- & - 1H-F e mk-2-5)- B i,
2-(1-FF B -UR B -4- 2L )-8 A -4 - SR PR SR FE B
2-(1-3F JRFE-WRUE -4- 35 )-BE M- 4- R TR (4- 5 - 2)- B A%
2-(1-FF [ FE- DR IE -4 )-E b 4- R R (3- FP 8L 3 - 25 30 )- B i
MEZRE.

FAMERIRERA TN IHED:
- N H-4-[4-(4- A BRI )-BE - 2- K -URIE,
1-3R [ FE-4-[4-(4- R FE- TR B )- e -2 - B - DR I
4-[4-(2- -4~ TR - 2R 0 )- R MR- 2 )- 1 - 5 A 2 - DR
-3 [ -4-[4-(2-F-4- -3 )- e M- 2- B - DR
1-FR L EE-4-[4-(2- TR A2 2 )- I M- 2- - R 2
4-[4-(4- -2 55 )-BE M- 2- B )-1- R IR - ORI
A-[4-(4-F-2R 35 )-E M- 2 - ) 1-FR R BE - DR BE
1- 5 T -4 (4-(4-RHE S ot - 1- 2R - 2R )- R It 2- - DR FE
4-[4-(3,4- Z R E IR I )-E M- 2- 2 )- 1 - B TR 2 -URIE
4-[4-(2,4- Z PRI )- BRI -2- ) 1- 7 U 2E-DRIE
1-IR R -4-[4-(4- 5 A - R AL - e -2- 2 - DR PE
4-[4-(4-1R-Z5FE)-5-FRBE-E Mk -2 FE)-1- IR - ORUE,
1-FR 32 -4-[4-(2,4- Z PR 2R 5 )-E M- 2- L ]- DR
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REZHE,

Bah, R1EWIZE BN 1A Y825 A L R B4 R BR
WL SE 7T 3=

R IEDTTUSRNERLGHRY Mk, FlmHhit, SR
BRth, BilRih, ik, ELRH, %%Em,m%&m,u&ﬁ,ﬁm
th, BB, AR, RURE, BaRY, MPERLE. HEHR
. T HAEYHBEFD L RKEDFI IR SR A & R —8 7.

A EARHFREN I MHEY T AT e EAT4 LI At aR
RN ED R BAE LS MATEY . SEBEANTEER 1 N ELE
YA % E BT R ARE I EDREARRFRTEER.

ARBEE S —FHEEHE W EE XK T HEDWTE, ZTEEAE:

B M5

Hep RIFIR I EEE N, IREHSRIRE, 53K I AR al &
R’R”C=0 111
HP R C-Cr i, FHRE C-Ce-EREA, HEFRMRY
ENEER C RT—ER R HER,
B2 1HEY

1

He R, R*AR W EEEX,
FHMRFE,
¥ RT3 B KA N A R F .
g EAER D5 T
4-(GRFEEM2-FE)-IRIE SIRIR 2L,
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4-[4-(3,4- T BT H - M2 2K - DRDE SR IR 25,
4-(4-3F ELIE- M2 3 ) VRV LRI 2

4-[4-(4-FR B - )- M 2 L - DR I SRR 26,
4-[4-(2-F-4- TP BT FE 2L )- WL -2 |- WRIE SRR
A-[4-(2- PR BE- 2R 5L )-E Mk -2 L - DR e SR R 2

2- FAEE-3-(2-WR AT -4-FE-TE M -4- 2 )- T R S IR IR
4-[A-QQ- =P IR E)- M2 BRI SRR 21
4-[4-(4- - I )- M- 2- - DR SR IR &
4-[4-(3-F- R 3E)-HEMe-2- - IR IE SRR 22
4-(5- PR FE-4- K FE-IE I 0 B - DR IE S IR IR £

4-[4-(2-F-3- = 90 R - - R - 0 ) U LR 2

4-(2- R -4 2 -4 B L 28,

4-[4-(4-= 5 3 2 )- e k-2 B - DR e LR R 2

4-[4-(5,5,8,8- I B HE-5 6,7, 8- DU 425235 )- e e 23 - DR B S IR BR 26,
4-[4-(3- FREUIE- S 20 T s 2 2 - DR L IR B

4-(4-F B R B - 2 - ) R e SRR 26,

4-[4-(4- P A IE- A - 0BTk SRR 2

4-[4-(2,3- E-FEFF[1,4] IR O 4% -6-3 )- e M2 - DRI SRR 28,
4-[4-(3,4- ZE-2H-Z I [b][1,4] = A TR BEM-7-25)- WE M- 2- - UR I IR R
i,

3-(2-DRIE-4-F-HE M -4-F0)- KR FE S IR ER £,

4-[4-(4-RHL DB J52- 1 - - FR - R AR 2- ) DR e IR TR 3

4-[4-(4- S5 TR R - - 2 ) WRIE SR AR A

4-[4-(3- =& FA BRI )- e 0 )Wk e SRR 2,

4-[4-(3,4-— A ZE-Z )M 2B - IR g SUR IR 22

4-(4-FKFE[1,3] B4 M -5-FE-E M- 2-55)- DR e SRR £
4-[4-(4-TR-FRFE)-5- B FE-WE M2 FE-IRIE SRR 35

4-(2-WRBE-4-F=-BE M- 4-55)-nik e — S IRER 2L,
4-(4-TEWy-3-FE-MEM 2 F0) RIE SRR AL,
4-(4-TEEy-2-FE-TEE M- 00 )- DR IE SR ER 2,
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4-[4-(3,4- - FE)- e 2 FE)-DRIE ERER 3h

4-[4-(2,4-— PR AR FE- 2R 55 )-E M- 2- - IR IE SRR £, A1

4-[4-(3,5-X-= 5 FF -2 )- I k. 2 - B - DR BE SR BR 2
ARPHFH—HEAEFEWEE XWX 1EDHE, ERBRRML

&Y%, R'E-CO-NRR®, ZHFiEEHE:

a) B IV &),
O

HPRAMRWEEEX, 51V HERES.

R‘R°N-H \'
Heph R IR I EFTsE X,
B3R I-A LY
O
R“\N
N
R5/ /Lj\
R s I-A
N\R3

HP R'ZER W EHE X,
HEAWMRFE,
A E R At/ L T RS EL ) Ea

ERAH, X I EYnT LUEE AR . s e R AL
FEEGEE RTTESR & . KT BA RS B AE X KRN &4 T 2445
BEARNFZR MK RMESE TR, 557 DUB T 2R UL T R4t
W77 R B AT RS 2% SR BT ] 3R i
B T AT B A B T VR

AU RSB E BT #HTARPER I NEDHE&. T
HMFET B TARARAE K. #H1TRNFE 2R ET & E
REXT F A EARN AR SEH . FE7ER T 5 R P4 B B EFD
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F5EE LHAHNE N, REFAIMIRIER.

AUMBBEFR 1 I FHIEBER 1 HLE:

a) FJAE ARG P HER W EMET, & 4-AAE PELE-IRIE-1-R R
T BE VII (2T EMAI, CAS BitS 214834-18-1)F#4L HEM: 11,
HE, RMNEAEENLE, EBEFNFESAFEETHAERKFE
HAFET, B VL5 o-RE (HEAEMEE, £ 22K
AR P RSB ERES R LA S BB . 5T
BRIMEREERHRE, #M42ENRMES R MEATNEE R
AMEEm, FETTUERRARNZ R —ERE. EERNERIR )
BERRE. O, ZRER. ZHERBRS. XT7EH B A AR
MRS B R A RE], FFHX B r] DP AR X PR R e N B
BRAR M. XENBIEFEE =M RrRRELKESE. R
AT LAYE SR B VR AT, BRI R SR E X T AR AR R
B, BRINVRUEENLE, ENARRENAZRRIERT, #17
ZRN. RNFTEBERFEETU ZEN, XRRTHFZRE,
EBEFEENRRNEEMRAER. TwE{T, 0.5h Z LRI A
BEK R BB BEMWATAEY U Se /TN

HEL
Q 3 a) - NH
WJ\jr + ka() *ﬁ'Rj&FJiL
R* N‘Boc R’ N
Vi Vil 1

by AT LA HR ARSI AN 7 T AR &R 7 B AT IRIE AT Y T BB AL
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(ITHITRXHFAIRNEMAEXMPBEN RN &M, S Weln.
Comprehensive Organic Transformations: A Guide to Functional Group
Preparations, 2nd Edition, Richard C. Larock. John Wiley & Sons, New
York, NY. 1999), X Fi& R &AL, ZEBR (W0 ZBRYS InFT, Ti(iPrO),.
InCL)BAERME FFCERMAD T, BRI W ZEAF KR (DCM), —R L
$t (DCE), WEFKM(THF), LEREANIRESYT, EFRERER
BT, ATUUCRAERFG py-BH: B2&4), NaBH(OAc);, NaCNBH;.
BIMED, §HENZ, FEEERN NaBH(OAc): fFE T, EREELMH(Z
BT, BIREMEY I SEENEEEST(RI B RN, EIRKE I
58 5 ST, R MR E N R (EERIE I 58 RN R IE LT EH
f))Z5#k 2 40 °C.

Hed R'2-CONR'R’ A 1 (&2 BRAATRR LB (VIN), %

TR0 & 2 PRIR K 7 iR

HE2
S
Br i ° R® Sv/GNH
COEt + HN — }/
RZ N\ N
Boc EtO
o)
Vil Vi 1X

\ d)
3 -R®
g N
\ h \ S
4 - N N
HO EtO
0 O
v X

HNR*R5

c) A LUK 4-FARE PP B -URIE - 1R AU T Bs VI (F] A ) 5 RAR I A
B .18 VIIN N, 18 F)EMATAY) IX. 3T HTR B BV v B B
RIFRE), &2 ENRNMESINRNFRFNEEAFRER, FRE
ALUBBRRANE LR —ERE. EENEBEANEHEERE. L8,

28



200680029914. 4 oM 1 ZE18/50m

“iEGE. RNMATLESIREEENRIT, BN R NIRRT
FRAARRKEBE. BANRAEERR, ENREREMAZERR
BT, BITERMN.
d) ATRLantE EEES R 0)frid, #ATIRIERIE R, BATRI,
FENE, EIEN NaBH(OAC), FE T, ERUEFMH(ZR)T, Ik
RATAEY X SEENEEBRRM(ATRBE)RN. ERETED IX 5
B e BEHIE SR R YR N =R (FEVRBE 1T 55 B8 )= N 1540 45 F )
T2 40 °C.
e) N THRIAMRMTED IV, X X HBSA L#ITELEN RN, W X KBS
HoEEMRNAGTHRIT. B2, BTN, GEHNE, ERME
ZHT, EENGERAFET, 8 X RN XA RBRRER
BERRIRE, FERENEMAFTENRN. &8RS E
L. HCl 5. WA RABERNEREER RS, FHREXR
MEEZ I R R AR E AR IR, I HE R LAER R =08 —
EREE. EENBENSKESWHEE 8K, THE. ZBRE. &
MR LATE SRR E B W #E1T, HFERMKRNEEN TAREARR
’E. BNEAGERR, ENAREEMREEROBERT, AT
ZRN. RNFFREXNEER U Z0N, SBRTHLZEE,
ERERNERNEEMAF MR Lo, 0.5hZE LRI E
BER R URRRATED IV,
f) RRERIBET ZH#d T30+, I BRFX TARMEA A
A2 DA T #AT X R & ML T SCRR o iR B R N &4, 200
f#1%0: Comprehensive Organic Transformations: A Guide to Functional
Group Preparations, 2nd Edition, Richard C. Larock. John Wiley & Sons,
New York, NY.1999), BifRAEE&RHF, BiEE5EK HNR'R (V, &
HE, ZRMAE), BURT LD SR PR B 07 iR B A e B R T v
BEEFNKIRAN, FTUEEMGRE IV RN . Fln,
A] PSSR A RS 70 a0 NONC-HikEE —BKME(CDI), NON°- 3 LR
—ERE(DCC), 1-3-"RERFENE)-3-LEHK - T HE R (EDCI),
[ ST FE]-1H-1,2,3- = M F[4,5-b]EIE 35 -3- M 7S
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B2 £ (HATU), 1-32#-1,2,3-K 3 =M HOBT), O-ZF FH =M-1-%
-NNN NI B 2 R 84 VU SV A R 2 (TBTU) & SRt AT 2R . AT
EENE, ZXNAUEERN ZPERBK (ODMP)HH BERFE
THAT. XXARNERNRERERBENRE, FMHfLERNES
MRNFRFIEEAFKER, FEETUERAFES2—ERE.
EEBEF LGS DMF, —&FHEMDCM), —KELE, THF &. X7
BB B A BB P SRR R FR B PR, HaxX B AT DU S fF 7R X
F R A I I Y A I E R A BRI, XA SE BB = Z R
RAELESE. RNATUERRELCEAHRTT, FEBHIORNER
T ARAARKER. RINENEENRE, ENFEEEMAZE
RPVBHRT, #TERN. RNFFEEAREWEAT L A, X
WRTHZHE, EEFERENRRMNMEEMRFMER. TRwf,
0.5h & LRI AE H % 2 LLE 2R I-A BIBLRATED .

mEprid, AREPIRINEDRTEALY), RV T RIT M/
2l T S H3 AR B8 T A R IR .

LT ICH, KRR “SH3IZARATAERIER” 2R EETHIZ AR
VA AT LAYR T F/E TR R o 1X 855 B SR RE RS, AR SR B 1R (55
AIEX), MEER, BREEMHER, FR, SERHEKKICIZTIRERRE.
BREAGIR, INEERE, FEEMEE IR, B, MAEMEE, R
PO, ki, WEHRR, ZRUEEL, B9, LE, BHORE, I,
e, EShEMNEIRER, SEERE, METERR, aEEm, 8K
N, BEARNIFIHSERN, 7o, 124EHEEERRNSBRE.

FEMERIFTE, Rid “5 H3 LUEFRTHEXAER” 2EERE,
R FBIE(GFAE XM T CHEER, HA R uEiERmRE.

AR BAE RS RAYAREY, EEEW g LMY MZSH &
F/E 7.

seah, AR kb XHwEY, ERERTIEEDR, Filz
Ve FI897 F/STRET 5 H3 AR B X FE T S

TR —ANERAER, KR\ E—FRT /eGP 5 H3 ZA4RRHA
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THRXNERAFE, ZHEEFERASSIERBTERENRILE
Y. ARIE VR T R0/ ST RE R B 7 k.

R\ FINE Ean Ee R T WEYIERIT A/ TN 5 H3 AR
WHTE RHER P RN

R4h, AREWEMEEXHRK ILEYEREAMTHONE, Tid
YR TR T R/ 5 H3 SRR A MR ke XM 14
A Y01E 18 B T80T R0/ TR AR RE SR B 250 P B R R AR

A, AR REWLES & T 1677 F TR 825 A s 1 25
VIP IR, i EE BT EZ A BB MSIFINET, FELHR,
b Bk ) A B 170 2 RF E) A .

AR B HE— AR B B TE TR AL — B F TR 7 ST By AE A #0 A
RERAE RIE R T, S EEREERTERENRER I HEd5A
THERENHATRITIERRRREEEBNECAMAERBEER, #15
EN—ERIFENNRE. SENEEAMBRFEARRT, BRI,
REEEHIF, EHEM 5-REEFRBENFIF (SSRI)FARIE S 44 R b A
FZh7). ERAFINASHERE T LERES TR, BTSRRI .

ANTE“ BE BE AN H R 2 18 5e 0% 1 1 B BE 451 4n B e Bg AN B AR B 1E A R4k
S, Hn, WMEEEEF] 4,598,089 FHEAK B FEMEAE T A
FEES A INEIF . B M T RMAEYER KRR, EF 4 B
N T S .. e KRR AEE EFRIE panclicins f)—3&
&4, Panclicins & RF a0 HIELYI(Mutoh £, 1994). RiE“HEEFH
#7007 35 e B bR E F #E W099/34786 (Geltex Pharmaceuticals Inc.)
FATIRE], &4 EmNEFINESY. XEREEMNETEET, efleg
H—AEEAMFRE B ER IR, REREMHF R e E
VIR Zi L. RIBREEEMHIFERTENA R Mt T . FFRIIENE A
THUENREXNIPLEDERTERENNEER Mt T HEEBEKE
W .

&R M T (BAE A BT LUR T4 51 2 TR By AL % A0 = BE
FER S EMLET. S0, T 1986 F 7 B | HEMNMEELTF 4,598,089,
ZEREATFTHI&RFAMB TS, S NEELH 6,004,996, %%
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FAFTEENADAED. A/IMIESENADASDIINHERTERFRE
FEHiE WO 00/09122 F1 WO 00/09123 7, & BA|E b i) H e TR A FF
TFRRIMEF) BRiEAF 0 185359, 0189577 0443 449 F1 0 524 495 1,

5EXRKBHUEDAESTERNEERAMBANBEEBART:
APD356, PKEA], LIEEBE, KWL, axokine, FIEMBF, ZIEfh
B, WRAET Kk, &FF8, ABEA, AEEA, &FF,
CP945598, ¥ 7 A B & (cyclexedrine), CYT009-GhrQb, A ZF&E LM,
FHEAM, ZIENE, =K FIRIE Z B2 (diphemethoxidine), N-ZEFKH
fe, Ffle, SR, ERER, FLER, RLEA, HEAFA,
WEFEXRNE, £XRE, AEUREE, W6k, E53ER, FRER
Wi, ZEMER, EMHET, AHEMKRER, BREER, AF MR, F
Xz, FHFH, XNEK, LEER, MERHE, AwEH,
SLV319, SNAP 7941, SR147778 (Surinabant), &EMEMIREYI(G P57)
A1 TM30338 R HZAR .

BARIE R AR A AR e, RIZEARBEANZTHF .

S5AK\REYHSFANEEEREY s-RAKBREMHE
B BATT, SR, WP EITHE R, MEAHE.

&EE RS R NATBEESIET: £KEEHIFIW
AOD-9604).

X ILEYEHI &R T iar AR S & BRI AP HINH B RS
KA ER, EPidmEEeEEs k| REHFER. gakamsin.
PR 5-F5 00, 1% T IR I o AR A0 R B A B AR RO 25 R AL S D )
WBIT .

X TSI & TR BB SE R RN AP N AR EAR
KW ER, EPIREEcEeZ AR mHm, JUENaRE b
THIEIT

B—MEIER B WETRE—MHTHTEIA 0 B85 RmEER
SEHERE IR NIDDM)YI A%, ZAEBERETEIENRER
1 WAV SHITERENRERNFRAESE SR, Fah, HEPpr
REGREEEINEIF AU EE Mt T . R, AREH—A B LR
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wirik, RATEBRERINKEDSEBEMNFEN, FrHNEE Mt T
FET 43 BB e A

B— MUK B RETRE—MATHRTEMIA I 25 REERR
BEWRBIERERE (NIDDM)HI T, ZTEBRERET B RERRER
1BV ST ERAEBNIRERRAASRERE .

RIEBHHERRARIBZEBUTHLEY: 1) PPARYES)F It #
F i (actos) B B FIER B HE), 5; 2) XU an — B XU (A& 4 1) 55
3) FABLARGI A& FIABR, & F0EAR(WEEFIFT I /R), Bk A% ALk e (F) 9 2%
F), MIIARGET L), %5 4) JEBEBEIRZEHI a0 B 1 fL (starlix), B
¥ 511%3 (repaglimide) (prandin), Z5; 5) PPARo/y3N7], N GW-2331,%
6) DPP-IV-#l &7 LAF-237 (4 #% 51T (vildagliptin)) , MK-0431,
BMS-477118 (saxagliptin)El GSK23A %%; 7) HXEE M EUE M n7EH a0 WO
00/58293 A1 T AFFHIML- &M%, 8) o) 25 1 B0 157 20 Bl -1 Y5 98 (B
FHE B A BOKAE 5 B (glyset), o

FIRE, ARBR—NERAWLEIRR A, BTRHREXINLS
WS BIT AR ERNIRERFRA RN 4 FFEURF R

2 LA YTEE1 & B T Va7 TpT B 1 AR IR K 259 o 1) B A 4B
BARBIIAR, HPRKEECEESHIFERRARIET .

H— /MR B B TR —F T8 y7 sIRps A5 % B 7 fLE #9
ik, EHEAERGRTEREBRRER I HLEYSHT B NERN R
FIAAHBETEA .

RiBPRREF RIGE AU THILEY: 1) IBITEREE-& 7% RKIF I
(Y RERR), ZRBAEISHAS 2 5), % 2) HMG-CoA & J7 B 7 an i
FARMIT QL %), FEILARMITGER), FARMITCRIET), BT
), ERMITETRZ)E, 3) BEEREIMEIFIMRESRKIL, % 4)
CETP #4740 torcetrapib, JTT 705,%; 5) PPARo-HEN7 I~ F & IL%F
(beclofibrate), & IETFF(VEH), e N4F(lipidil), R IFFCLFEAR), 55
6) fEE A& BANEIFIINIEIRS; LR 7) MEERZ AN B I IR S -

R, AKRBEM—ABR NI RS, BTRREXTALE
W5 vaT BB AR FIFR . 4 FFERBFP R -
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K I E D7 & T 16 BRI 835 = Rg B e () 254 7 () 0 A
WREARPRER, PR BE TS HERFINGIT.

B—MuEs B E TR TR T S NS ER T, %
FHiEAEEBETERENRERX IMAMEYSHRTERNENSLEAA
EHEBEEHEH .

RIEBPIm M EA B M EREA2ISESUTHHEY: 1) LXK
KEFENE (ACE)MEIR, SFFIEREHEETH) FREMNGHER),
WAL F(vasotec), fEFEF|(FiE), BAEN@EEEF R, EH),
EEERERREEER A A, BEMEEFR(coversum), M AR F| (B 55 F)),
BAREFIPTRE), H2LREEZEF ), &F; 2) ERKE I ZHE
75, By E IR KE), K& S (teveten), J& NP IB(avapro),
FUBFERT), AP HE(micadise), HIBIN), F; 3) B LBRRME
W (A BB R AR ) an - _E AR R PEMTR), BIEEE T & /R(sectrol), B
IR(RER), EMHE/R(ERE), HRER(EDSRIEERER), REER
(cartrol), EFLIE/ROEEE; PFHREFLBRIEBERAR), NZIERDNZE
IRFFY), BRI R A, BI%RE/ROOES ), ERER (&
R 2GR, BEMDE /R (blockadren)®s: o/f'E LARFZFANIH, BFE R4
& (coreg), HrUIIE/RGEEBRHL TG /R), 555 o1 B LIREFBMF, RFEIR
AR (FRERIRMER), P MIR(RET), FHMER(ERR), B AERE
K, &, SNAE ERE-MAETEEF, SFEMER/REEZER), ML
REFRBRAL Z08), FMF(EER), & o2 § ERRENT, 85 a-FE
ZE(EZE), WJHREGRYAERF), MEFRERIER), E¥EE
BRANEER T, & 4) BT KA ET k%), SFEMEEGERUE
%), KiIEHIUR(lonitren), T AECGEERAIREFRT), & 5) FSEIEPER
#Fl, BFEARAMTEERE), R PUEIKE), HRHFERER) 8
£ i F(cardine sr), FEFEMFEERRER, EIF), BERERMF(ERH
SEERE D, HURBIEGEEBRH/REE), EhiaKdsoptil), %; 6) FIRKZ
Bl anEERE FIERE R 2, BES R EENEA TR E A, microzide), FER (X
MFIR), REFOBRER), WEBRCRES), ERNFCRIEETE; #
FIRZS, WAR M e (2 78 FIREZE KGR R), KA /EBR (P IR B (edecrin)),
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FEEEKGERZEKEIF]), & BEFRA, AR KEFRFTAER A F),
FEMEIE(FHE), 1BNER(RAERHIF]), FERXJEE (symeor)5E; 7) R
BRI, SEFRERTFRERKE) % 8) THKEAVIE
&2, BIE BMS-186716 (I i$r), UK-79300 (R¥bih), KK /R
(sinorphan), BP-1137 (54 1), UK-79300 (\iiAMB)EE: LLKk 9) WK
ZRHH, SFEEWAHRO0610612), A308165 %,

ERE, ARERN—ABH A EFRKTE, ATHEREX IMLE
W 5EITERBIS MESRE . 4 FFSURFRA .

2 &Y &% B Ty 7 AT B & LR 2 KR R A
R\ ER, KPR EEEagZAnsnEARIBIT.

£ I EMMENINARARZREEMENAEEER. S, 24
RIA KBRS Y R B IFRIARE 3 3 ARH3R)FEPLH/ELR 19 #3077 .

BEAT T HREE LA E (L S RITEE

5 PH-(R)a-FHE A RZ B 45 & W E

{# F§ HR3-CHO JEHATBFSG A 5L%, W Takahashi, K, Tokita, S.,
Kotani, H.(2003) J. Pharmacol. Exp. Therapeutics 307, 213-218 Fri &
A HR3-CHO f§E.

Y35 4B HIE(60 & 80 pg & A/FL) 55K A P HR))a- FHEEAIZ — #h
B3£h(0.10 2 10 nMYRHE . {81 200 F i B HAR)e- FEA R _ZRRHE
(500 nM ZR )M EIRF RS S . EER THITRE (ER-FLFHRF
% 3 D). B HAAETRN 250 ul. BT FEETE GF/B JE2(H 100
ul BI7E Tris 50 mM F# 0.5% PEI Fi56#2 %, 7E 200 rpm &% 2 /M) ER
SRITE. A A R AR AT I IR, BB VKR & 0.5 M NaCl
YRS B MVR LR 5 K. FEIRERE, BIZIRTE 55°C 1% 60 %%, REHK
AIION IR (Microscint 40, 4L 40 ul), FEE R F1E 200 rpm &% FiR 2
/NEF S, 7E Packard top-counter iU %€ E 8% HIBUT 2 .

ES W 50 mM Tris-HCl pH 7.4 #1 5 mM MgCl, x 6H,0 pH 7.4,
VEVREITIR: 50 mM Tris-HC1 pH 7.4 1 5 mM MgCl, x 6H,0 A1 0.5 M NaCl
pH 7.4,
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H3R & FEEHFIRIEMDREENE: 12 MEBKEGEEM 10 pM
F 0.3 nM)PIFTE EWIEAAEE AN HR3-CHO AR A KRN mF &S
LR, BENEA, Hn4 500cpm 7E Kd 44K RAMH, LA 250 pl
(2R FRFE 96-FLIR AP 7E *H(R)o- F A E(InM KR =KW HFE TZEER
BE 1 /PR i 200 FEEHAR)e-FEA R SRR RN 2 ERFR
S,

AR — R E T — AT . B7RH-RAMH #1304
BT 50% Kb B Y IRIFITIARE LIZE R FI AR KR il 1Cso.Ki's H ICso
#T Cheng-Prusoff FFE2R A ICso 118 (Cheng, Y, Prusoff, WH (1973)
Biochem Pharmacol 22, 3099-3108).

AEPEHILEME R KERTEANZ 1| nM 247 1000 nM, L2
1 nM E#J 100 nM, EREL 1 nM £4 30 nM. FRERARK AR —LiE
BE RN EE.

K; (nM)
L9 28
SEHE]S52 123
L5168 156

ROEE YR EAIRI 2 B BT HAE L), Bl A28 HImIE
AT4r. BBEISRERAY. el liXfssy, flinangsy, X
XA BKA T BER. EMRARKE. w5, ARERS
7l BB, mUBRAER BBINEY, MLESBEEBEN; X
HREEY, WUKER. ABRSHAE

IR & AT AR A SRR N R RGBT A#ATH), Kk
RAOUEY KA 2R EREEN. EFEN. BN, BT EERE
HEB B AR UL MR FE, SEBRNADRT—EFMRECH AT
o

LB BB R THLEAAM R, T EAR IR . B,
A LAE G . EREREEATAEY . BA . BIRRSESEART
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AR BRAF. WEEERAGERRRENB A . RARKRENEER
EPR R, BIAAEY . 5. RSRT UL R BRI R Z TEE(B R, RIEE
PERC BITE R, RIAR BB T A TR E ). B R FIRE R A E Bk
MEA, Bk, ZoBE. R, BAOES . EREReEE MRS,
ik, B2, ook, HWMMEYH. @RNEEEAME S, flamK
SRECREIL . 5. BER MM ERIE S Tl . RE SRS SR
JHhERS . REBRMEBH B, Sl WA, BIEAE. BE
FEATEE, {EEK., R _EMAEENTED.

W EFAERENBEN. BEHR. SRR AF. HERER. #©
EF. BT HEBEERNIE. SFriyi. BER. B0 EIER M
SALTIE R 25

RIBFTEZHINER . BERERMMORR L RAE TR, RO
EYRFBTUERNBREARNZN, S8R, £ BRI PENMEFE
KHES. FTRERE, TEERHHEFENS 1 mg 212 1000 mg, 57
R4 1 mg $I14] 100 mg. RFEFE, KHAFANEUHENHERLEHZTE
i

i E R T (E A8 2 0.1-500 mg. fR3E 0.5-100 mg MIRMWLED .

I SEHEG A T E MU AR AT, ENAREMER T
RR A R B T

SEHRE) 1

1-F R I -4-(4- 2 TR M2 -0 Uk g
a) FFIB 1: 4-(4-FF-EM2-E)-IRIESVRIRE (P REME 1)

¥ 1 g (4.1 mmol) 4-FACE FBLE-TRIE-1- R T B(RI W) F0 0.816
g (4.1 mmol) 2-iR-1-KFE-Z8 (TEW)7E 10 ml FETHFEESPT 70 °C
PP 22 he ERRETHRE, BREKYEFTZOBY, FETE. B
KU LB, HAAERESTTE, B85 1.279 g (96 %)A B FE
MRS Y. (m/e): 2452 (MH'(-HBr); 100%).
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b) FB,2: 1-BHHE-4-(4-FKE-BEM-2-F)-IRIE

¥ 24.5 mg (0.1 mmol) 4-(4-FF-BEME-2-E)-IRIE SRR, TERI
B =2 HE RS | ml THF 7020 pl ZBHHBESY T SEH
P16 ho TEHIA 0.2 mi 7K. 0.2 ml FREZRI 0.15 ml NEt; f5, WREWHEK
FRIHI % HPLC 2k, A RABE R ZME/7K(0.1% NEG)GER, X =418
NEKRE, B3 12.8 mg (45 %)HIRENLEY . (m/e): 287.3 (MH; 100%).

RIEATFERFEE 1 RS R 1 PETRMER, AWHER 1 R4
HIAS R BRI % B A R 4R 2 & 33,

£1
MH+
ol 4 oy vw | Y
I
[100%]
-G f-@iﬁﬁ%ﬁt%—%ﬁﬂﬁ-l-
2 3)-BEM-2- - ,@ﬁg& ﬂTEE(_EIEEﬂW 361.25 | 281.1
e, mmm | O —RRE)
ZHR (P] 7 )
4-FR AR E T B - DR P - 1-
4-(4-FFCE-BE | RERHUT BR(FT R )0
3 e 2-F)-IRAE; | 2-VR-1-3F 2 - 4 7| 331.32]251.2
SRR EL (Tetrahedron 26, 5611,
1970)
4-[4-(4-FEHEE- | 4-BAE P BEE-IRIE-1-
FRH)-BEMR-2- | RERBUT BE (R T IW)A0
4 355.30 | 275.2
F-0RmE; SRR | 2-1R-1-@-FEE-FE)-
h ZPR (R] v )
4-[4-2-F-4-F | 4-BRRE T BLE-IRAE-1-
s SRR | RRAUT BRI R )N 26238 | 203.2
2-FE]-UREE; & | 2-1R-1-Q-F4- FE E-
IRIR 3 RIE)-L (AT F )
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MH+
-HB
o A 27 B vw | O
S|
[100%]
4-[4--FEE- | 4R PBE-TRE-1-
; FE)-EM2- | RERSUT Be(FT W) F 15530 | 2752
H-UReE; SIRE | 2-1R-1-2- PR E-FH)- ' '
2 ZE (] i)
4-FRARE B - R E - 1-
2- FAE-3-(2- R IE
T_ . - %Z MELTSE R
7 | 2-1-1-(3- - ML RE-2- | 341.27 | 261.1
F)-MhE; SRR ]
i = ) 4 (WO
o 2004/014884)
4-[4-Q-ZFFE | 4-BRARE B E-VRIE-1-
FEFR)-EML2- | RERBUT BE(FT TR WA
8 N _ L. 1393.27|313
H)-IRNE; SRR | 2-R-1-Q-ZHRF E-X
i ®)-Z8 (F]rE M)
L), 4-FRARE P B - R AE- 1-
. T RERRUT BR(RT R
9 e M2 -]k \ . 359.72 1 279.1
R 2-1R-1-(4-F-FH5)- L
i, SRRE
(R 7 )
GBI, 4-FRACE P B E-URAE-1-
N RERBUT BR(RT R )An
10 T M2 HE ]-UR \ . 343.26 | 263
v, EUHERE 2-1R-1-(3-F-A 5 )- L
’ (T M)
4- TR AR P - IR AT - 1-
4-(5-F HE-4-5
(C-PEARE | m T BT R
11 -IE e 255 )-k . ) 339.30 | 259.1
v, SRR 2-JR-1-KE-W-1-8 (7]
’ 7 )
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MH+
b Ak 475 it mw |
SV
[100%]
4-[4-Q-B-3-= | 4-TRARE P BEE-TRAE-1-
1 AHE-FE)-BE | REBRNT BR(F E W) 1126 | 331
Me2-HJ-IRAE; | 2-1R-1-2-B-3-=FmF &
2RI -ZREE)- L (R 7))
4-BRACE P - IR AE - 1-
COIRIAR | T BT
13 B P-4 )7 : o | 350.29]270
B ELAE L 4-2-R-LBEE)-F
(F] 7 )
4-[4-(4-=FFE | 4-TRE T HLE-IR0E-1-
1 -ZRER)-BEME-2- | FRERSUT BR(RI R AN 393273131
EI-UR0E; SRR | 2-R-1-(4-=Zm B HE-F
th E)-LH (TR
4-[4-(5,5,8,8-V0 | 4-FRARE F BEBE-URAE-1-
FH%£-5,6,7,8-00 | RERAUT ER(PI R IA)AN
15 S-25-2-F)-BEME | 2- 9] -1-(5,5,8,8- V0 FP 3£ | 435.48 1 355.1
2-FE-URAE; & |-5,6,7,8- WU A -2 -2-3)-
RER R A NGE2)
4-[4-3-HEE- | 4-BiAE TP B HE-TRAE-1-
RER)-BEM-2- | RERAUT BR(R] TR M)A
16 355.3 |275
F]-IRBE; SRR | 2-1R-1-B-FEE-FH)-
F ZH (7] FIE)
4-Fi A P B -k iE-1-
4-(A-FTHREE- |, ;
. B 235 0 AT BR(AT T ) A0 3393 | 2589

e, SRR

2-IR-1-(4-FE-FH)- 4
M (T7E)
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Wl

T %30/5051

o (R 44

AR

JERE

MW

MH+
(-HBr)
Wl
[100%]

18

4-[A-(4-—F R
S B A T -
F]-URiE ; SRR

inlll‘.

4-FRARE R B - R - 1-
RERBUT ER(FT W) AN
2-VR-1-(4- Z 5 P % -
FE)- 2.5 (I H)

391.28

311

19

4-[4-(2,3- & -F
FF[1,4] —HFH
CLJ-6-35 )- e M
2-FERE; &

IRIR b

4-FRAE B EE-IRIE-1-
R T (7] 7 ) A0
2-7R-1-(2,3- — & - & I
[1,4] Z & # 3 &4 -6-
)-Zm (FIEM)

383.31

303.1

20

4-[4-(3,4- 5
2H-ZF[b][1.,4]
T I R AT
H)-mEng-2-3]-
IRiE; SRR

A-TRARE PP B - DRIE - 1-
RERAUT B (AT ) A
2-1R-1-(3,4- _ & -2H-F
It [b][1,4] ZH IR RS
7-%)- 2 (AT E)

397.34

317

21

3-(2-WRHE-4-%-
MgE P-4 FE)-F
g SRR

4-FRARE R B - R E - 1-
R T Be(F] AN
3-2-R-ZBEE)FIE
(AT 7 4)

350.29

270.1

22

4-[4-(4-PH P& e
BRI
2-FET-UREE; &

R b

4-BRARE P B RE -1
SRR AL T (AT 7 )
2V -1-(4-MHL W - 1- 2
%) 28 (FTHM)

394.38

313.7

23

4-[4-(4- =R P E
B IR )-EE-2-
H]-WRE; SRR

#

4-BRARE P - Uk e - 1-
R T BE(RI T W)
2-R-1-G-=ZFHEE-
KE)-ZH (FTREM)

409.27

329.4

41
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MH-+
-HB
o A4 25 EOk mw | CTPY
£
[100%]
4-[4-G-ZFFE | 4-IRE P BEE-IRAE-1-
o IRER)-EME-2- | RERASUT BR(RT R M)A 10397 |313.1
EI-URiE; SRR | 2-R-1-G-=ZRHFHE-X ' '
N #)-ZH (TR E)
4-[4-(3,4- W | 4-BRAE FBEE-IRAE-1-
F-RE)-BEM-2- | BRI T BR(PT R )0 .
25 \ ‘ 385.33 | 305.3
F-IRPE; SRR | 2-1R-1-C4-“FHEAE-ZF
ik %)-Z (I EM)
(43I 3] A-TR A B - IR - 1-
. e | BRERRUT EE(TT R M)A
HAH OG-S | -
26 N -ZRH[1,3] " 243 K | 369.29 | 288.8
- -2 -FE)- R :
S Mi-5-H-2-1R-Z W (7]
’ 7 J4)
4-[4-(4-R-ZE | 4-BRARE B R - R e - 1-
- B)-5-FRE-BEM | RERUT BR(AT T W)F0 182 1339
2-FURME; A | 2-R-1-d-R-EE)-F-1- |
RIR #h B (] 7 04)
4-T A P BRIk E - 1-
4-(2-WRNE-4-FE-
I om0
28 W k-4 55 )- i, ‘ 407.18 | 246.1
e | 2-R-T-REBE -4- B - 2
e, —SRRE
(P 7 )
(32 4-FR AR BRI e - 1-
RIEUT Ba(RT v ) A1
29 R0 -5 )-UR \ 331.3 |250.9
N 2-1R-1-E Wy -3- 2 - Z T
(F] 1)

42
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wooW P 2E32/501

R 44

HFR

R

MW

MH+

(-HBr)
£
[100%]

30

4-(4-TEWy-2-5-
W -2-5E)-Wk
0E; SR

4-TRARE P - TR AE-1-
R T Be(RI R A
2-1R-1-BEWy -2- 2 - Z
(] 7 )

3313

250.9

31

4

4-[4-(3,4- R -F
Fo)-mEme -3 -
IRiE; SRERH

AT R - 1-

BB BR(TRA A

2-i8-1-(3,4- Z - FKE)-
L (FIE)

394.17

315

32

4-[4-2,4-—FEA
HE- KB )-TE -2
H]-Uk0E: SRR

£h
JOL

4B ARE PR AE - 1-

R AT BE(R] 7 ) A
2-1R-1-(2,4- — W& %

)-8 (] M)

385.33

305.1

33

4-[4-(3,5-F-Z

P )

2B IR 4L
WL

4-TRARE P B EE- Uk E-1-
R T Ba(R] T ) A
2-1R-1-3,5-N-= /P &
FEH)-Z 0 (F] )

461.27

381.1

BB TSRS 1 FRRMERF, BR 1 P5) AR R R AR
2 PFTRRIAE NS EE, AR S RIEMAT Y. FEBE MR [R) -5 B S Y
RO, RN U5 R A 25 (7 MR M o ) 4 55 T J I RO 0 T 6 ) 2R %
% 40°C. FrRkHISCHEGIRBIER 2 HIF HEFHELHEY] 2 2 64.

43
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*x2
MH"
S5
= 2R JRE MW | st 3l
(100%)

4-(4-ZE k- TEME-2- L )-
) 1-FR R -4-(4-FH- | URAE; SRR (FE T
EME-2-FE)-IRAE | A 1A ' '
W RE (] 7 )
e 4-[4-(3,4-ZF-AE)-
4-[4-(3,4-ZF-K
2-F)-IRIE; SR
3 F)-BEm-2-H-1-7 Fflf %] IROE: AR 336.41337.3
TR Eh (FPiEE 2)F0
2-FHE-ARE (FTHN)
-G B 4-[4-3,4- “H-KIE)-BE
A o IR, A AR
4 B)-BEm-2-K]-1-F 1%2%] JRBE: MW 322.41323.2
AR B ih (P lEfE 2)F0
A (7] )
4-[4-(3,4- ZF- R Fk)- 1
1-34 -4-[4-(3,4-
LIREATOA )y ) e, S
5 T R-TERE)-HEM-2- i i 348.5|349.2
IR i (a4 2)A0
HIER (F]TY)
4-(4- 3 O H - 1B W -2-
4-(4-FR O EE-EME2- | 25)-URAE; EIRER L (F
6 \ 306.5 | 307.3
R)-1-B T E-URE | [&4& 3)H0
2-BE-AEE (FTHEE)
4-(4- IR O & - T M -2-
4-(4-FF L EE-mEne-2- | 2)-IR0E:; SRR E (H
7 , 318.5(319.1
B)-1-F kIR | 4R 3)A

V4 RG]

44
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B

W 5 2E34/50m

MH"
S
= 22K JR MW | £
(100%)
4-[4-(4- BB E E-FEH)-
1-57 T 2&-4-[4-(4-F -4 TR 2':%‘)
e MERk-2-FE)-URAE; HiR
8 SRR 2 | 330.5 | 331.2
IR BREE (P IAE 4)F0
2-HE-INEE (FTRM)
1- B -4-[4-(4-FF 4;[4_(4- R ZF_%‘)'
JE WEMR-2-FE-URIE; HIR
9 SUE-FE)-EM-2- 316.5 | 317.2
1R BREh (hIA){E 4)F0
NE (FIFEE)
4-[4-(4- R E - FEH)-
1-IR % 2E-4-[4-(4-FF H,[ SOl z::f)
e N g 2-EE]-URIE; SR
10 SRR B | 342.5(343.2
1R BRih (riEAk 4
W RER (FTFR)
4-[4-(2-F-4-FEE-F
4-[4-2-F-4-F A EE-
AR TRE ) e o 3t R0
11 )M 2-F)-1- | ‘ 348.5|349.3
TR RERE (FEAE 5)F
2-HE-HNE (FTRAW)
4-[4-Q-F-4-FEE-F
4-[4-(2-F-4- R A -
QR TR ) w031 R0
12 TRE)-BEM-2-BE)-1- \ 334.51335.3
= o IR REREE (PlEE 5)F
g HE (THG)
4-[4-(2- Fo-4- FEE-F
1-FF 2 -4-[4-(2- 5
13 -jﬁf’;%%-ﬂ*[:%f)-z )2 I RIE S 36
i T mm (Rl SR ' '
F A (FTRY)
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B

W 5 235/50m

MH"
L)
*% 2% R MW | W
(100%)
4-[4-2- B EH-FEH)-
1-7 T #-4-[4-2-F H,[ @ ﬁﬂgfﬁf)
JE BEM-2-FE]-URAE; HIR
14 SRR EW2- 330.5 | 331.2
e Btk (FIEAk 6)AN
2-FRE-WE (FTRAW)
4-[4-2- FAE-FE)-
1- -4-[4-(2-
LRFEATCH | ey > e, 2
15 SR RE)-BM2- ) 316.5|317.2
LR gz (A4 6)An
AER (] W)
4-[4-Q-F A E-FEE)-
St | T REER)
N e -2 FE)-URIE; EIR
16 SR RE)-EEM-2- | \ 342.5|343.2
IR B2tk (P IE4k 6)AN
M RE (FT R )
2- B 3 3-(2- Wk HE -4- -
2-[2-(1-57 T #-WkiE fﬁg (2-FR 52 #gi
BEI-4-FE )L SR
17 | -4-BE)-mEME4-3E)-3- | : 316.5|317.2
—— iRtk (PIAME 7)H
2-F-TNEE (FTW)
B 3-(2- R I -4- 2 -
2-[2-(1-FF o - ke 2:?% 2B b%i
N e Ig-4-FE)-TIERE . EUR
18 | -4-3)-MEME-4-3]-3- \ 328.5(329.3
———— Bk (P IEAE 7
LR (FTRW)
|- =R R E-F
- -4-[4-(2-—
19 lﬁj;]d%%#:%[) E%ﬂ*l'* )2 B IRIE R | o0 5o
B TR WEREE (PEMAE 8)F ' '
2-FE-HE (FTHM)

46
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MH"
SE i 451
2 4R [F A MW | £ il
(100%)

|G- EHER P E-F
1'%&%'4- 4- 2-:
= I o E)'%%'Z'E]'W%;%

20 RAE-FE)BY | o 380.5 | 381.3
2 E)-DRE REREE (RIEE 8)H
HIER (FI )
4-[4-(4- 5 - A )-TE W
4[4-(4-F - T F)-NEE

HEREE | e, o

21 me2-FE)-1-F T E- \ 334.9 | 335.3
B (R (B4 9)Fn

2-FE-KE (THM)
A-[4-(4- R -2 )-TE M
4-[4-(4- -2 55 )-1E

[4-(4- - 2)- 18 2-FE]-IRAE:; RRERE

22 P2 FE]- 153 A - \ 320.9 | 321.1
- ([ 4E 9)FN

B (7T 7 )
4-[4-(4- - 5 )- B

4-[4-(4-F-HF)-E ‘
-2- -1 ITAT; £ Q—%::E
23 -2 2] 1-34 [ - EIIRGE; R 346.9 | 347.1

T m
* o (FTRI)

4-[4-G-F- R E)-
A (3 ) I
4-[4-(3-R-F5E)-B 0-3E)URRE; ZUREREE

4 2-FE-1- - 318.5319.2
2 -2 5] :%T% (R AV 10)AT
WK IE

2-FE-WE (AW
| AA-G-R-EE)- B
f4-(3-F\ - -

CACRERRNE | ) o mer, smms
25 I -2-FE]-1-F R 2 (T 10)70 304.4 | 305.2
Wk BE

HER (7 )
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B

W 5 EE37/50m

. MH'
Kl 4R FRl MW |5 il
i (100%)
1-BR R -4-[4-(3-F- 4'[4'(3'%('$%?- D%ZI[:
26 | FEH)BEM--H]-IR (;?ﬁui%u%@mm 330.5 | 331.2
% WIRE (P )
4-(5- R B -4-ZK B -TE W
IFRREAG-HRE | ) o vpoe, mmm :
27 -4-FEFE-E -2 - )- (S 1)F 326.5 | 327.
e HE (AT RW)
4-[4-(2-8\-3- = 7 -
4-[4-Q-F3-ZRE | FE)-EM-2-E]-IRNE;
28 HoEE)EEM- | SRRE (PREME 12) (37243731
H-1-FAE-IRIE |
HAER (7] 7 W)
4-(2-WR IE -4-FE - R 14 -4
HRAOTREIR |y sops smmth o0 ||
29 4-%)-%%—4%]-* 1 13)F0 311. :
" Al (TR
s |G =R E R
i LA - O EHIREE . S
30 ‘ﬁﬁ%—ﬂiﬁ);@% i;ﬁﬁ;ﬁgﬁ;ﬁ 354.4 | 355.3
ZEVRE | i )
|- B P -4 [4-(3- FF 4;[4'(3' i /fg %p; ﬁ% Z%
31 ’i‘u%-ﬂ“@)-ﬂ%ﬂ%-z- Eﬁ 2( ;éjiiﬁ? 316.5 | 317.2
ERE | e
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Wl

T 5%38/5001

SE a1

3
=

TR

E

MW

MH"
S|
(100%)

32

1- 5 P 25 -4-(4-Xf FH
A E-E -2 5 )-UR
BE

4-(4-%f B 2R R - IR Mk -2

H)-URIE; SRR (F
(4K 17)F0
P (F] B 9)

300.5

301.3

33

4-[4-(4- 5 I
S )-HERE 2 B 1

> A 2Tk

4-[4-(4- — B F A E-F
H)-WEMe-2-FET-0RIE s &
REREY (a4 18)HN
A (FTE8)

352.4

353.2

34

4-[4-2,3-Z&-F I

[L4| &8 RX IO

-6-2 )-ME M -2- 5] 1-
5 A EE-URIE

4-[4-(23- = & - ¥
[1,4] =& = 3 2 ) -6-
HE)- B e 2- B - UK e
(PlE4E 19); SRERER
F

LR GEER)

3445

345.2

35

4-[4-(3,4- & -2H-

AF[b][1,4] ZF R

BRI -7- 2 )- e

2-F]-1-F AUk
e

4-[4-(3,4- — & -2H-K 3
[b][1,4] — % 7% 3F B& &
S7-Fk)- BE i 2- FL - UR
e, SRR (PEE
20)%N

W (F] F W)

358.5

359.2

36

3-[2-(1-F N £=-DRE

-4-55)-EM-4-F5)-R

f&

3-(2-WRBE -4- 55 - E Mk-4-
)N SRR (P
&) 4% 21)F0

WE (PR W)

311.5

312.3
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oW B 39/500
o MH’
R £ B# MW |5
- (100%)
4-[4-(4-THE P e 1- B -
1-F R EE-4-[4-(4-RtL
™ Ho)-HEME-2- B ]-URIE ; &
¥ ”%i'_z_i‘]fj;% s chEm R ||
RER (7] 7 %)
- R HE-4-[4-(4-= ;[4;%4;2%; ifé
38 AR ARE-FE)E /ﬁ?ga’z%g (Elﬂl‘éiﬁm;? 370.4 | 371.2
2RI mm crmw)
4G ERPE-X
LFAEATO= 1 g e o a5y ke, 2
39 BRI BN S (I 24 354.4 | 355.3
EVER | am wrEm)
4-[4-(3,4-— I - 4143, = i%'f
40 %%)-%W-Z-%]-l- ?ﬁiﬁiﬁgiﬁﬁf 346.5 | 347.2
FREIE | i TR)
4@ 3 AR
AATTUNZR | g s 38-m0-2-3)
o | FHRRSERR e smma (bR (3305 (3312
-2-3)-1-F R -k k 26)
e RER (PR M)
- 4-[4-(4- Y- T 2E)-5- PR A
FUGRERYS ) g smymee, E0R
42 PR - k-2 -2 - 1- Wtk (eI 270 379.4 {379.2
FRERE | o (e
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MH"
I a7 k) MW |
~ (100%)
A A4 4-(4-E 1y -3-FE - DR M2
- FE4-(4- \
B)-IReE; SR E (P
3B M) 292.5 | 293.2
43 3%%%2 2)-Uk 1k 20)7
8 W (75)
(4 A-(4-TBE Wy -2-FE - TR M2
| R4 o
WReE; EVRERER (P
44 2-FhngE M2 -F0)-IR ) URAE:s SR ( 292.51293.2

[ 4 30)H0

A (7] 7 )
4-[4-(34-—E - [4-0.4- = R
45 %)—“%%-2-%1-1-% ﬁif;?ﬁ) %?/’%ﬁ& 355.3 1355.2
RERE | mm armm)
4-[4-Q4- = FEE-F
QAR |y e sy R 2 o
46 FEEL)-mEm-2-HE]-1- AR (P 32)F 346.5 | 347.
FAEIRE | i (i)

| 4-(2-WRPE -4- 2 - R I -4-
AR-OABEIRIE | o) e stommsh (o

g 337.5|338.3
47 '4'%)'%);%4 B g 13y
&}

FRE (FTRE)
R EE-4-[4-(4-= e .
1_ N =-4-14-(4-— . e =

3)-BEME-2-FE]-IRIE ; =
o et e 380.5 | 381.3
48 | BEREAIER | e ik 147
-2-FE)-URIE

HIRE (T M)

BE

51
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B ZE41/5005T

MH"
S
2 AR R MW |5z
(100%)
4-[4-(5,5,8,8-~
N iy
4e[A(5,5,8,8- DY | O DE R R
49 5.6.7.8-JUEL 25 BEML-2-FE)-URAE; SR | 422.7 | 423.3
o T B (R 15)F
F)-WEME-2-FE]-IRIE
) P |srrm )
| 4-14-(3- R & BL -2 ).
| R S5 H[ (3 $¥L%ﬁ2&—%)
e BEME-D-FE)-IRAE; AR
50 AR B2 342.5 | 343.1
1R BRiy (PlE4E 16)F0
HIER (R E)
4-[4-(4- ZHFHFHRE-F
1-BF R -4-[4-(4-—
_Pr}ji% i ( H)-BEME-2-FE]-DRAE s &
51 RPRE-REE | 378.5|379.3
W2 HE] IR RIREE (PR 18)FN
W (PR )
4-[4-(23- = &, - & ¥
1-3R [ 2-4-[4-(2,3-
Miiﬁ;$qz[M]:ﬁ%%aﬁ@
52 —= A= F5)-mEme-2 - B T-URAE; £ | 370.5 | 371.1
IO ff-6-35)-BE | o i
M2 35| R RERE: (PIE4E 19)F0
W E (F] 7 )
4-[4-(3,4- _E2H-FK I
1-35 [ 3-4-[4-(3,4-
e Ef [bI[1.4] ZH RN R iE
ZE-2H-ZK I N
L -7-FE)- E A2 B - UK
53 [b][1,4] —E F 3 B G RS (b 384.5 | 385.2
I-7-55)-BEM 2K - ;}) %? -

Wk iE

E (RTFR )

52
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B 2E42/501T

S5 5 MH
= B J2 MW |5z 3
(100%)
54 _4_% _%%_4_ e = B = I
) . H-w 14k 21)70 337.5 | 338.3
[E]
HINER (PR W)
_ | A-[4-(4- =R T -
1- IR EE-4-[4-(4-=
- D HLREE. S
55| AHEE-FE)-BE .%)A%%z,%]wm’% 396.5 | 397.3
W TR HIREL (P a4k 23)F0
HLER (IR I)
_ | 4EC-ZRFE-E
1-HA R F-4-[4-3-=
-0 - A .5
56 | BTE-RE)-E ‘%)f:gz‘g] T2 1505 | 3813
LR REREL (H[aMA 24)A0
PCER (AT )
1-35 e 2E-4-[4-3,4- 4'[4'9’4': AR
i e e | 2E)EEME-2-EL-OREE; S
57 LR 51 R 372.5|373.1
W0 B R WREEEL (P Ia4k 25)F0
T ER (AT 704
s 4G A A
4-(4-FEH[1,3] =&
AOITHLIR | s 2w -2 )
sg | POTIURSSEERE | i (iR | 3565 |3
)1 FF R ; SRRE ( 51357.2
- 14 26)F1
HE (AT )
A 5. | TR R
. -BEM-2- -k 0E; SR
59 P2 )1 | o 405.4 { 405.3
TR 2 I BREL (A {aME 27)F0
HIE (AT M)
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MH"
SE )
o R =R MW |52l
N (100%)

4-(2- WK BE -4-F£ - M 4-
-[2-(1-3F DR E
PRI | e, —

60 -4-FL)-BE k4 F -k 313.51314.2
%)%i E L P

HE (FT R 9)
4-(4-WE My -3-FL-BEME2-
1-35 L5 -4-(4-E W %() [yf f_ = zif% (s
61 3R E) R | o . 318.5(319.2
= )4 29)F0
HER (FT R E)
-[4-(3,4- 5 - FE)-BE
1-FR R FE-4-[4-(3,4- 136, ’?‘:_L mf) =
o -2 JE-URAE: EIRER
62 TR 381.4 | 381
IR i (RiEME 3R
T E (AR )
4-[4-2,4- — B K-
7N -4-14-(2 4-
IR CA |y e e
63 T HEE-IRE)-BE | ‘ 372.5(373.1
o2 S U RER L (FR4E 32)F0
= FRE (TEM)
4-[4-(3,5- X - = # F £
4-[4-(3,5--ZHFF | KH)-BEM-2-F]-IkIE;
64 HOEE)-EM-2- | SRERE (PIEM{E 33)]448.5|449.2
E- - EE-TRE | A1
T (FTRE)

L 65
2-(1-F A EE-URNE-4-35)-BE M4 SRR (4- F-FK 2 )- B %
a) FIB 1. 2-URNE-4-FE-BEM-4- 3008 7 fiE
¥ 10 g (41 mmol) 4-FRANE FFEEE-IRAE-1-R AT BE(RT W) 7.98
g (41 mmol)E X A BN Z.BE(FT 7 ) ZE 120 mi ZEEFHIB-EWT 70 °C #i

54
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90 min. KREWELZTIER, WA NayCO, /KW, I HMTBRIHA
2B ZEERE . KA AR NaCl KESWVERR, A MgSO, T4, JFEEK
ZEF5. BMeyh a8 aksith, HE4 A 100/20/1 #) DCM/MeOH/25%E,
IKEERL, W ERE, B 728 g (74 RIS EY), KRBT
[ 42
b) ZE2: 2-(1-FAE-VREE-4-F5)-BEW-4- 2% 7 i

¥ 2 g (8.3 mmol) 2-WRNE-4-F-EM-4- R R B8, 0.67 g AEH, 1.2 ml
2.0 2.47 g (11.6 mmol) = Z A EEM I HTE 20 ml THF FHEEY)
F40°CHiH 18h. AREKETHRE, BEKRYH 3 x250 ml LR LEEE
B, I BB S E NI 2xNaHCO;, NaCl KEWRiEE:, FH MgSO, T
B, FAZEKR, B3 1.9 @3 %HRELEY, HABARE K. (m/e): 283.0
(MH"; 100%).
©) B3 2-(1-FHHE-URNE-4-F5)- BEMW-4- R, THERH

% 1.9 g (6.7 mmol) 2-(1-5F A ZE-JRAE -4- 55 )-HE M -4- R 8 ZBEAT 5.7 ml
HCl 7KIEW(37 %)7E 13 ml K P HB ST 95 °C #i$F 21 ho KREWE
BETR, FAERE#H—FAUPHEZGTRTEERNTIER. (m/k): 2553
(MH(-HC1)"; 100%).
d) HB4: 2-(1- 5 THE-IREE-4-55)-BE -4 SRR (4-F-EH)- K

% 29.1 mg (0.1 mmol) 2-(1- R A E-IRIE-4-5)-BM-4- KR, SR,
353 mg (0.11 mmol) 2-(1H-FEF = mb-1-35)-1,1,3,3- 00 F 2 AR 8 DU UM
5, 14.03 mg (0.11 mol) 4-FHMLAN 140 ul (0.5 mmol) N-Z.3& — R AT 1
ml DMF T §9I8 S 7E 08 R N KB A . KR PIH 50 pl =2kt
1, 3% BT ERAAME FiE& HPLC ditk, HPABELR/IK=L
BE (0.05%)¥Efi. - MmyERETIR, 1535 10.6 mg (29 %)HIiRELE
#), MS (m/e): 364.1 MH', 100%).

St 66
[2-(1-F R L -UR I -4- 2 - BE -4 -FE]-(2- R -l i e - 1 - )-
a) B 1. 2-(1-FRFE-WRIE-4-2)- B -4- 3R K
WRIE A T4 RS 65b (BB 2, 2-(1-F AE-ORAE -4- 25 )-BE M -4- 38
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TR ZEFTIR MRS, B 2-URAE-4-FE-TE -4 R R ZBE R R (P 7 1)
& HAFBNEYI(. MS (m/e): 309.3 (MH', 100%).
b) ], 2: 2-(1-HRFH-TRIE-4-55)-BEM-4-FR TR

RIEA TEREHE 65¢ (BB 3, 2-(1-FHAHE-VRIE-4-5)-HEM-4-1
BYTIAMFEF, 6 2-UkIE4-E-EM 4 RRIES R ENEY. MS
(m/e): 281.0 (MH', 100%).
c) 3. [2-(1-FFRFE-URIE-4-55)-BEMK-4-FE1-(2- R EE M g be-1- 55 )- A

RIEATEREHES 65d BB 4, 2-(1-RHAE-URIE-4-3E)-BEM-4-37
B (4-F-F3)- B TR FIFEF, |1 2-(1-FF R ZE-WRAE -4- 55 )-8 M -4- 32 R R
2-FREM RS BAT RN S Y. MS (m/e): 348.4 (MH', 100%).

WIEH T & e if) 66 FridBIFRF, H 2-(1-2F 3G 2E-DRIE -4- 2 )-HE
4RI 3 PRTRRIMNAE, & W50 IEMAT A Y] . B Y SE 51 4
|IER 3 P BAFELHED 67 £ 73.

x3
N MH"
Mfﬁﬂ 2Tk Uk MW | S
= (100%)
(1-3F IR IE
[2-(1-F - IR IE 2 (1-FF R - UR I -4-
43T -4 e
67 B )-TE Mp-4- R TR AN 361.6 | 362.3
BIC-TERR |3 oy e (i)
-1-2)- -
2-(1-F4 1 EE -k i
[ :;@if T 2R R IR -4-
63 “A-zE ) 'A’ - EMe-4- 53 B AN 361.6 | 362.3
BHEHERE | ) o e ar7s)
-1-55)- F i —
AN = I
RATBRRCLR | ) 1 oty 4.
[2-(1-FR I -URAE 0 g 5
6 s A ] B )- 158 -4 55 B AN 361.6 | 362.3
;Eﬂ B BB (T T W)
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< MH"
*g% 27 B Mw | sz
(100%)

[2-(1-FFREE-IRAE | 2-(1-FRLEE-URAE-4-

70 -4-%)- B -4 B)-BEI-4- R R AN 1056 | 3963
H]-(3,4-"&-1H- | 3,4-"5-1H-F MM ' '
R M -2- 5 )- FE (7T 7))
2-(1-FR R EE-URIE | 2-(1-FF R EE-UkiE-4-

71 4-FE)-IEMR-A-IRER | FE)-BEMR-4RTRIN | 355.5 | 356.3

B 3 GEA)
2-(1-FRRIE-IRRE | 2-(1-FF K 2-URAE-4-

72 A-FR)-BEM4- RS | E)-HEM4RFRFT | 389.9 | 390.2
(4-S-FH)-BHE | 4-85E (THEW)
2-(1-FR R EE-VRNE | 2-(1-FF L EE-URiE-4-

. AE)-TEM4-RER | ZE)-EEM-4- RN 1855 | 386.3
(-FERE-EE) | -FEAREEK (IR

i )
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S A
ATELBAE#L7 N E & 5F T 5 R AR 7).

5% 8hA

1‘?(_:

AOLEY 10.0 mg 200.0 mg
HeRETH R 23.5 mg 43.5 mg
ToKFLHE 60.0 mg 70.0 mg
B LI R K30 12.5 mg 15.0 mg
TEM T2 LR 12.5 mg 17.0 mg
P R PR £ 1.5 mg 4.5 mg
(% E) 120.0 mg 350.0 mg
HRER

RAEREAFYEER 3.5mg 7.0 mg
¥ K% 6000 0.8 mg 1.6 mg
BA 1.3 mg 2.6 mg
S B (Tron oxyde) (FH) 0.8 mg 1.6 mg
ZEAbER 0.8 mg 1.6 mg

o EYERSY, SHMBAEREN, HREYEROEUIESEAK
VEWURIRL SR 5 Ve M 52 LR R TR IR AN I LI, 73 AIERAF 120
5, 350 mg W%, ik iz A iR EIRERMKER/EFERER.
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Lt B
AL E T R EESE TH R RRE:
%2 BRE
ROLED 25.0 mg
I P 150.0 mg
EHKIER 20.0 mg
Ba 5.0 mg

o & RS FER D 2HREF

S C
SR LA T AIARL:
XOHED 3.0 mg
AA i 150.0 mg
Y 4.7 mg
BRBR N EHREBELEPHAT

FEATHRK PN 1.0 ml
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SEMEf] D
LRV T A& &8 T P B R A R R EE -

BREAEY)

KROHEY 5.0 mg
b 8.0 mg
ALK EH 8.0 mg
oS E 34.0 mg
KEH 110.0 mg
REANTHEE 165.0 mg
AR e RS

IER 75.0 mg
H i 85% 32.0 mg
Karion 83 8.0 mg (T#)7)
ZHFAER 0.4 mg
SR 1.1 mg

FiE A EREE R E R R PR AT, KRR SYEEIESR

TR ET . HRERTEG R KA R .
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SEME] B

I ALVE AT K& &8 TR 8/ %

KO ED

FLbE, 4%

S, 4T 4 2= (AVICEL PH 102)
RFPEAERD

R LIE SR K30

FE B BR B

VAR N7

50.0 mg
1015.0 mg
1400.0 mg

14.0 mg

10.0 mg

10.0 mg

1.0 mg

BiEM RS 5. MRAERMRPESERGIEN, SRIMAHM
Mg SR ERTE K P VR A ) — R RIRL. K BURL 5 RE AR IR R AT 1R DR VR A VR AN

WANNAE.
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