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A, Hlde, B E 4N SB 236636 = SB 219994 £ 3-F X -2-
RAEXAR., EREXBELLIHEAZFTER LS A PPAR v. AH
M AHss 3T3-L1 MM e b 6o # B @B 5 @, ik ob/ob &b
M4 EH 5 &, SB 236636 L=t — 444 BRL 49653 ¥ A,
Young ¥ A, Diabetes (1997). L i gvkek it — 844441k, SB
236636 xF F} &K hPPAR v &9 sf9 e fe X & I8 45 S Jo 69 R IR
AEHMERS. ZEHNESERIERRNKE AL G R,

AEHELN, PACRAIHSGKABRETAMAK S FREYGF
A, ARG EHMHNTHIKPKC R LHBRABE AR BSALTBNTH
BERSA, A BIK PKC ¥, Schmitz-Peiffer A, Am. J.
Physiol. 273: E915-E921 (1997).

ERREIIRRAAPLEFRERAHBHHATATRAR
HEKER, ZREATHAFTRELT I EMHEFRSAFAAZIAY
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#HAEMEAERM, TorloneF A, Diabetes Care 16: 1347-1355 (1993) ;
Howard G. ¥ A, Circulation 93: 1809-1817 (1996); Folli ¥ A.
J. Clin. Invest. 100: 2158-2169 (1997); Tamura % A, WO
9737688 A2.

B, ﬁﬁﬁi?ﬁﬁﬂﬁ&&?ﬁ&mﬁmﬁmﬁ

MEFBRENBERAREE 11 #SOSEAYHAEAHA KR
B, FTHEELTERRE, FARBAAFPBEALARNELGE.
AARBHRABFEBRAGRERE, FAFRREAE. SREBEAFR
BESE. RE-L6c—BRBEFHER-6-ARE. ZHRRRHLR
BRI EER, AR ORLBEYRGBGHFEE. PRY
THAREHNG. XLBFT@ER. BB PRI BREGE. 0
. BEREE. ‘E‘J:Eii)ﬁgiﬁii#iﬁémﬁlwﬂiﬁ%%
FAEPBERT G ER.

EH-1,6-—B%8 (ETXP#H"FBP 8") & A #il. McNiel
B 1,6-—BREBEMYETLES I AP 5 Lk# % FBP &,
J. Am. Chem. Soc., 106: 7851-7853 (1984); U.S. ¥ #)] 4, 968, 790
(1984). &, XSG HGERMLE, FEFRHFAFIRTH
HEBRALE (BEAXAVTERFEIRE) .

Gruber i — B ¥ THiTw ¥ FBP B kK EA DK T &
iE, XELASHEABIHRUERERAE Y —FRE X TR
# 7K, EP 0427799 BI.

Gruber F A& U.S. ¥4 5, 658, 889 H#i£ T 4£ /i FBP 8544 AMP &2
BB M kL JT 4B R A, WO 98/39344, WO 98/39343. #= W0 98/39342
HETHR FBPEBNHMNEETHREA.

XAH&E
AEXRRATHARRAPEX L BEHNIAES ARG E
HEERTHARBRORSE T oA MRAETEZHEHEXR
A, #lde PPARYS( M. RXRE/AK, RO o RFMRHEMHAGH

—ENN, FFBPBIFHA —RLEB A LEAEARFAHRLY, AKFK
LW hBEEd. EAEAVA —F&, FREABRSEHFREFHERHHE

HREITRRERARIEARIRG RN Z RS T HAMNMEIR
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BERE. b, REAVNBALF TRARLSEIRBEF/ARGESE
AERERIERAL PET—FHEENFED R ERE. XAN
AH-AFEE, FERAAFRRFHEBEA—FHIS —HET
LB A SRR EMORR, RREABESEFTARRGH FHER
BRA—FHRXF—HAFHRRGHNFTERES.

ARBFRAFEA NIDDM A 5RGEFRBAXRNARENF X
Folm oW, AT EORLEIDAALAHFAATHRRARS
FHARGEFT ARG FARES FBP BiIAMNGALH. XARA
AMETHR. KEXFE —F R 54 NIDDM k. fhike HHas
¥AA G IR FHHE.

AXMF—BHFAATRARLEEELE NIDM 2568975 %
Foll oM. AXVBELLEFBREKELETEZINAMXNLLAR
.

AXPF—BGTFARTEAABERARL F LG ERIR
ERF RS, SHNARIARECHER. Gk AHEL
FRE. REEUIPLEAE. EASAEX FRAIAMBRRGAE
BTARAZBREETAIBOLES.

AKBFH—BOAKSEREMNAEKRIKTH FBP B Mies
FlRe— 2 THRRAAEAN LB E (lactate) B Z AP H N
PR A .

AEWMBH—B& L FBP B4 A ARKTHRSELAMNIR
B TREAERSILEER TG A.

AXWB—H5®AW FBP S5 M MNEREFHENEFRGR
B, AR S ERFEANLFOEARARREAREI S BRKR S ELK
FHARN, PR ELEAN. REE. SRGERRSY.

Z 3L

BREFAABRAE, RELALAPPEALNANTERERA
FRS L.

EAXX IR XTRAGX A XEACLHETREEERR
BroAd, FEREABRELAFREGERALER. Hld, 3 XARE
AN, HEATFTHRTELEHN:
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(% 3% 2%) -NR-alk-P (0) (OR'),

Fl#, A. B. C. D. E. A”. B*. C*". D”. E”. A°. L’. B'. & J°
AARBREFHREGLCRAREAREHENHES, BRERAERART
FIHEALR. RRABFIHSG L, BRABAAERLGEAAL
.

RiE “FE RBEAS-UARRFFAES—AAXE DI
FEREGHARHFR, FOERERFR, 2xFTEPKETE AAZE
FEABTHEEARERR. dENFR XL forh-2,6-=%.

BRFERAPFRIGRRTFAZRTOFA. RRFLH
ERBERFAPSHIMENLS D pERRRGER,

REFERXLFEAREFARFAH L-AANMERFHAIKRT. #
BRAFREFREBRTHERD. AENERTAHRA. . &. P&
(selendum). AWML FA kv t, Eo k. sk, gk,
NS A ms . i A-N-fiedh. A, wdl, fokdR
¥, AXEEFERTHEEHRA.

RiE BRI R BRIFRG ARECAGTEIREFE LR
S RKF S, HBANORTRARERR LR, PR Riafed, F
AH2-9AHETF, RF 0-3AHRTFTREZLAN 0, #5&
2BF. RATOEXABFPHRTFHEANBAKRYG —Fo. #ld,
AiE U'PE—RERARFGFREA” €

0O

N

R1®
|
X*-P-N-

-P-N-(CR'?R"),.C(0)-R"*
HN

NR""R”

JZ

REBFE RACE—ARLFROFE, QERFRFHR

RERBRGLE IHOAATHEARRRK. CEORFROER
ERRER,

RiEBHRA ARBBEAFRRRALSIHFELELR LGS
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Y., IHRGFRLSDOERRRTFAUL0H. FRASH K
ExBEASY. KIS B LR KOHBEA LA SFKIRATE
REOEHBAEZLE. XHGEAH THLEHRKX.

RiE “fERRRG” R “BAY” GERK 1-4 A M RIEBEAT
FERARBRAGER: KARE, KAFE. KEAFRE. KLKR
A A KERAL. KEFAE 2ARRAE. FRAEL X
$E. 2FRA. EARE ZFRAL BREA. AX. BE
A, BE. Kaksad, EK. BEARE BAS. B KAT
Bt & - (-carboxamido). #E. AL, EARE. REARKAFT A,
RAFE REKARE. RAEZE. FAEE FREEEL B
ik sk FABEARAPSA- FRAEATEHEA- BEARE
BAKEA. REEARLAREA - AATHRAERRE-. fA. K4k
SARKE KALERRA. PFARAARE. “BROAFEA &
‘AN TR RBBE 1I-3ARRERRGFRPpEFEL &
BRAL AR AEKERE, KAKAL KALARARE. BE.
A, FRA. SHEFREAAN, “BRKH” FAHERRK.

RE“EFREA" ARBIEABRAGRA. S FRAGETL,
W PRAYE, FAETHEABRRK. KRiE -FRE- AR =HAH-
FR-BHri-. “RFEARE IRFEFERKRGERE.

KiE - F A" 2REAA-alk-FE-, X “alk” 22K
A “BRB-REAFE"AHRAPERAZIKEAERAGIHGER.

AAX PS5 AMEAR RS HELE—REAGRE KA 45
RAAWALARSRALGE 10A. KARFEBLAE 6 A AAR
AA1-4ABETHRAARLAS . ZHARATUARER. 14

KE“FRAERL" (). #FREA[X” (b) 5 MNAHEAHA-NRR,
Ao A(a) RAFA AR ZEA. A, FRAXFE, #O)R
AFREA, AR REAFRE. FA. RA.

AiE “®BRA” RE-COR, AFPRAREPFTE.

K& “BRA®” Z#H-COOR, AFRARE, FE. I,
FoRgsr A, PR X oA B AR T R,
A& “BEA” £#-C(0)OH.
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RiE “ER” REFAREF&=0.

A& “RE” RE-NRR', AP AT RARBIREEL K. RE.
FE. FRAFRIKRE, B HZ M6 A A A B AR T R RAK;
HFERFRITBAKE.

RiF “BEAEL # “-BER/EX-" £ % 24 RCONR-F=-CONR-,
APREBEIHAAIRE.

K& “HE” & “BRK” &4#-F. Cl. -Br #-1.

KiE “-REAREKE-" R4-0-alk-NR-, £ “alk” RER
X, BREZHEKA. |

RiE “-RERLEREHLE-" 23 1L H-alk-NR-alk-C(0)-0-,
£ “alk” 2R E, ARAZHXMKARL. - |

RiE “-REAREEE-" LR/AEAHA-alk-NR-C(0)-, } ¥ “alk”
RERE, ARRZHIXMKAKE. : |
 ORE -EARA-" ARAH-0-alk-, T “alk” RERE.

RiE “-REZEARA-" REXH-alk-C(0)-0-alk-, X +&
—alk LT A ERA,

KiE “BRA” THREPBERAT, GEEEA. THIKREH.
RATHEZERK. 2Rt vE. Ak xAHE

RiE “FRREE” X “HFRE” REHREGRE. SExkih
 AEBAAREARAL. XHGEATRAKERK.

RiE “RHE" F “LHEARE ZHRAAI-10AMRT. 24
#I-6HRT. ELEV AN ERT. RREEL 1-3ANAERTHX
KAH. SENLRTAEL. . PR. 2HFEATEHRAAKTH
BRTHER. SEkriangi. kK. HHRKTE.
Fooboe K.

KiE “Bemi” ZH-POR, X FREA-H KX Fi FR
A, PRFE. |

K& “HemE” XH-SOR, AFTREZH K& FE. FRA.
gk,

KiE“BR RBAAZV—AZRBERAG I RPEH, F0iF
Hg. A8 FRERAR. HBATERRARR. SEwhtaishak,
“U-FA RERTRBLETRE-AFPEARRTZIAGHE. &
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R I-BARBAS—AAL, HlriidBARREREIRLSR
BEg WERREAY, REF—ABRET LR,
RiE“Beh” IBRLAEV-ABBR =B RXAaALE, o
A4, 38 FFKRAR. RATHEARBRK. 22 RACETRE.
“UI-B X" RBRAVT=ZLETFE-APREABRRTIAGRE.
R 1-eAAdBES—AAL Sl taBiirRkARsRAL%
BEe WRRAN, AER-ARRTLER

KiE “BRA” R _HAHS. AR TKRBRBRE.

KiE “-BREAL-COOR” REAXRTRAL4-6ART. HAA
0-14280. NPSHERTH_HARIRAREFE. #FKR
£ X Je2x 2 4 -COOR B AX..

A& ‘At 2HEA-0-C(O)R, £ RAH A, Wi,
®E. FE. FRE. XBHRE,

A& “fABREA-" ZHAHA NR-alk-, £ ¥ “alk” &KL,
HR&BH &, FE. FRE FR:KE.

AiE A (L) ARARAA L0 ZHAZERLIL
Ho, -OH4xZ THRF&ate.

A& “wARLARE - THEAARL-NR-alk-, FF+& “alk”
kit BRA, HRZHIMERE. “KEREAKARE
ARBAFPESERAZRKABREGEARA.

RKiE“FEAEARE- ZHREAFE-NR-alk-, X ¥ “alk” &
i, ARAH KA. FA. FRE PRFEA A RKAFE
SARE-" ¢, PRARKBERE. |

AiE “REAEEFE AHBEAAREA-NR-FE-, k¢ “FL
Ro#HrAH, BRAH RA. FRE FREEA £ “KERALK
A¥A- b, BREAIRKAKL.

KiE “RELFE - ZRARAEABRKRG TR, £ “KEARA
AEFEA- F, REARKARE.

RiE “FRERE - RREAFEAEARKGRL.

K& “FREEARA-" ZRAFAF L -alk-0-alk-, £ “alk”
RERE., “KREAFRAERE- ARAPERAZRKLEERLAY
XA AR,
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RE-REE H-REAE-" B X H-alk-0-, ¥ F “alk”
2ERE, KB “REA-" ZHEARE-0-.

KiE “-REERE-" R “-REARRE-" RHREH-alk-0-
alk, £ ¥ % “alk” ikt gL, £ “KEA-RAXRE-" T,
2EREARIKAERE.

KiE “RAE-" fo “-RAL-" 53 LHEARE-S-F-alk-
S-, £ “alk” KA.

AiE “-RAEXKRE-" TH/EH-alk-S-alk-, ¥ ¥ & “alk”
ABIABEGERL. £ “KEA-RAERE-" F, S ERERKAR
03 S | |

RiEF “REEAREEL " RFRE-0-C(0)-0-.

R#E “FREZEALE-" I} FE-0-C(0)-0-.

KiE “RAEEEEL- ZHRREE-S-C(0)-0-.

KiE-REABRRE-" £I-alk-0-C(0)-NR'-, } ¥ “alk”
RERA, AR EGHE-H RE FX BxE PFRA.

KiE “-REKLABERE-" R48-alk-NR'-C(0)-NR'-, X ¥
“alk” RERA, AR BINEE H KA. A, FRAE PR
A,

RiE fABE" X “®EL” ZH NR-C(0)-F RC(0)-NR-,
EPRARGIEH A FE£. FhX PpBRHFXEX ERAEFRCHE
WM. -NR-C(0)-NR-.

Kig “FABREEATRE o “FEAAREAFTHRE SRS
£ -alk-NR'-C(0)-#-NR'-C(0)-alk-, E ¥ “ar” Z ¥ i, H “alk”
RERE RAFRGHEH KA. FE. FRE. PRFE

RKiE “-REAPHREAL R “-REZEARE - ZHEAH-alk-
COON(R)-, #F “alk” RExHE, ARAZHRKAKE.

Kig “-HEALAZEE-" B EAH-alk-NR-C(0)-, ¥ F “alk”
ZRERE, ARRZHIKEARE,

RKiE “EEATHRAERE-" 24 EH NR-C(0)-N(R)-alk-, ¥
PRAEKARXH H “alk” REREX., “KARETHRAERRLE
AREP “alk” REBEREGIHGEA.

KiE “BRRERE” ZHREFERFKRERA F6H-0-C(S)-0-.
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RiE “BERE ZHRE-A-OHRARMGRE.

RiE “ARRE” #— A% A I. Cl. Br. FHHEFRKAH
kA,

KiE X" 2H-C=N.

K& “ME” RIB-NO..

RiE “BRARE” ZIRE-CO)-alk-, £+ “alk” ZERE.

RiE “RITERE RBHEEFERRGREL.

RiE“-LI-ZHRREA-" BRELIESXAR, AR EAR
BFalt.

RiE “LR” AREFPHBAERFEA LGS — C-H 835%4#% C-
HNEAREGRE. 42942 5KRE EH#-CFFH-CFCl..

K& “BhE” Z4B-NR-C(NR)-NR, ##-N=C(NR)., R ¥ R i
#A-H RA. HA REA. FEA FRHEE, BRT-H UMMAR
B K H) AR T 45 R AR ROAR. | |

RiE B ZH-CONRD-NR.,, AP REIMEA-H KX B
A, A, FE PBEEA BRT-H ASAAIELAARTELAR
BAR, :

RiZ “2-Fek - K 2@k k- K 2-mE ZHAAEY
B, FRAEZFG2-HBXAR. |

REBTHRE QEALARXALL AL PHX IS HWE
BEZRLEDEENIALNBRBLESTLEG NG, b aE
HC1.

P EAXERGRE “HH” RBETERGLE Y, L#ER3)
EHELTEH, CMNEELIAXGILTIRES. BHEALYLERLE. o
/ERBUFELFAE “HH” (AHERAEH). HATHZRA
# 4 7 FBP Bydp %) Al 49 ‘B 48 B 41 % HO-. HS-. HOOC-. R.N-Le#§, &
AATEARGEABARG. RATHOELRARTRRE, L Pl
AARE. TR FhE SREEARE REAZLERA, PRk,
Ak ® APt AAInE RAXER S4AZL,
B (8) RARKR (B). Lasl kil 22549, #X
AFE, KABRBRAATHETHGACC TR, XIS
HOXLETHAELALNERN. THLAKXEZEHXGLERLU
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AREDEBRES DR EDEHASHHTKR. AXEHALT, 15
AAmEN, AEDERBFTRTHHAFHFYE, FEBIRER
RABKRE., BRFFZNFREXNALLH.

o A4 A RE ﬁ%ﬁ”@%ﬁ*&fTigw#mﬂi
Hegas4:

[1] £ X# ¥ (Farquhar ¥ A, J. Pharm. Sci. 72, 324-325
(1983) ) Ao WAL X A Fo AR R 8

Ed R R. #RBI®RAN RE. FE REAFE. PRBRFEL;
( &2 WO 90/08155; WO 90/10636) .

(2] A FBEABK., AXBAFTHEAOACRAIRESLR
TR, BREXEHEEAINEIELALE. REL—ZRFNHRREH
BRYG—RINEEREEARAFELFHBEFR ( %Hm Freed A,
Biochem. Pharm 38:3193-3198 (1989)) .

X B

APRA-H A, FE. REAFE. REE. FEE. RAEX, F
Ak RERE. FERE. mRE, ABKE.

[3] X ARTFE, A ¥ RARAE. FRE. AL FaAE.
BEAL. XTELKL;, R, PRESWHH i FH REF
A, PR Ae, RARAEAZLELA TR — LA X EAHLLE
B- REBtB £ £ F M A KL (Tatsuo Nishimura F A, J.
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Antibiotics, 1987, 40(1), 81-90; &2k #k &£ N Ferres, H.,
Drugs of Today, 1983, 19, 499.). &:&, Cathy, M. S., A
(Abstract from AAPS Western Regional Meeting, April, 1997)
B, (O-[(R)-2-BEBATEL) AR TS (PUPA) X EREE
EAEATEABADHTHLEHANRAESRE 0%,

[4] TARLC AAENRE NS (Bl Erion, DeLambert FA,
J. Med. Chem. 37: 498,1994; Serafinowska ¥ A, J. Med. Chem.
38: 1372, 1995). A AAKRARTHHRRT Y, LEAELERK
S MAREANEAEREFHLEH(XCO). AP YV REFRBALL
WRBE W B —F k3T, Khamnei # Torrence, J. Med. Chen. ;
39: 4109-4115 (1996).

E o
g+ YRAH mi ZA RAZFE RAL AL AF. &5
RAAEE. A fE. FRFE.

(5] EBEFTABESLRBRELEH. EXEHAT, AL
SRR TREKRE. A ¢-BRARR 4 RAXSF AN
[X D, X=H ORXO(CO)R % 0(CO)ORIT£ % TELE, #Hal
. RETAAE4BAKSY. XETHGLHHELE Mitchell F
A, J. Chem. Soc. Perkin Trans. I 2345 (1992); Brook, ¥ A, WO

91/19721 %.
X
Dot
o-T——

Y R’ R’ ?
X D

A X YHIkAH KA FEA REFE RAL B Ak,
A fA. mA LERKRE. HF. ARAEERL A
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VAREIRAH A FE REFE BF. FRERE

(6] &R, 2 5% 0% B & o) & 7 /A T 3% FBP 85374 A i £ ) A 2w
BY. wXENT, IHNESARRPIENCERS. THER
REH—ARSNAAER. BAFHELHALANATE L HHHER
BE AR THEASHABRKPLE, #l, AXERHNFTOHIRE
% B4 i B (Puech ¥ A, Antiviral Res., 22: 155-174
(1993)) . BB AT KBE, RE LT L 5 & A8 3% Benzaria,
¥ A, J. Med. Chem., 39: 4958 (1996). &L <T A4 MIKKEMP,
FERAARABESBEHOAXIA N AR TBARBE. TRER-_AL
BERAABR T RfEDT, BEHN.

R SN
7 "o-p— z g)—-
L R
X E

A ZAREEE RAEEL. FEEE FAREEE, IRAL,

SEWHG AT LH &I LE Biller ## Magnin(U.S. ¥ #
5,157,027) ; Serafinowska ¥ A (J. Med. Chem. 38, 1372 (1995)) ;
Starrett ¥ A (J. Med. Chem. 37,1857 (1994)); Martin ¥ A, J.
Pharm. Sci. 76,180 (1987): Alexander % A, Collect. Czech.
Chem. Commun, 59, 1853 (1994));# EPO % #) w35 0632048 Al ¥
FEGAEAE. ARBEAOLEHFETHERBBK, CHEEEEL
WENBEAAE(XNE-1#E-2), PEWEFTREESBAEGERR
Ry 2-RAR-1, 3-= R E KW (X E-3), #ldw

- X RHBE -RAWE%RH-5-% 2- f4X-4,5-
E-1 E-2 4 -13
. ZREFARTE
E-3
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AP RAE-H. RA. KA, AEBHFE B
EdYR-H i, FE REFA A RAE AL 84
RE. BxrA. PRAEXZAE.

XNE3HHERA R FPRES LA RBRE RANRZREGERRN
SN S S E N

(7] BB EETELTA TH FBPSHAMNE LI FEE . »
XFHT, BEFHETLALEALAGI-CHBAREBRTEN. RP
XEABATHRLXFHATHIRER. THERREG—ARENMABL.

WERARE, FX. 23X
XRE REAEAAL. RAAEEAL H
Y ARA. A &FE RAE RERE. Rai. 4. 4.
X, AR, &KX | |

Bl X GCHRHATHRALABRENMLDORATAEAREN
% (#) 4= McGuigan ¥ A, J. Med. Chem., 1999, 42: 393 R} 3| A

X #k) #= B% 8 & 37 35 (Bischofberger, ¥ A, U.S. 5,798,340 & 43|
AR .

0 cor $uik
i |/

oy | "\
HN R'

R - / COzR cOp i}’{,ﬂ;

R"
R

X G X H

RREAZBRELOANMETAEBRRENS, IXARALERALEL
ZHWEFRKALHRE D (4 Starrett FA, J. Med. Chen.,
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1994, 27: 1857).

MREG A —EBFRTER X T T S-BBE-2-ARTE
BERAFZRENMHS (Egron ¥ A, Nucleosides & Nucleotides,
1999, 18, 981). |

Bo_ L
- H,q“°\/\s R

Q—CO,%;&

E
MELHRRE, TEALECHEH, Al RAK T, 4 McGuigan,
F AL Bioorg Med. Chem. Lett., 3:1207-1210 (1993) ¥ 2 # &5
N(ZHTLEA)B, #o Meier, C. ¥ A& Bioorg. Med. Chem. Lett.,

7:99-104 (1997 v AN XA A FEBELSBEH&.
%

----------------

BEARB-A g Hh s HRiye AR Em, £42 R°=R°. V=F. ¥=H
AVATEHALREFRANIAT. APE-NR°HEH-O-RKEGEHRLR
4o b,

A#E KD ,3-ARE" . “K1L,-"KR . “%HK1,3-"f
™. “FRLI-BAE ZRTELH:

Q 1
D /! 2
R
Y—,

BB VA ZBUBNG 3-5 ARTFERE—RABELE 5
STARF. FERLA LARRTHRRER, HXREARBE.
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BEL RELBARA. XFEAABREEARRK, A PREASL
HEA Y ABAWGAAREFLT, RREEAZSARRTLE &&T
A

L@ al(E)AABAS ARKEAAHZIFIARKRT. X
H 64 SRk 2 H 55 SRR P 5L B 84 ST B AL 8 IR

RiE “VAZIZ2H54GI-5ARTFERE-RABAERS
HIARRFOROEFELORRER, AL LSRRG Y
HBFe vy 41> B3 TR A:

BEVHRTBUZIGIAERTFEBE-RABREA A
BREFHEARKGFRRER, ARRAAREREE-ANEASR
BFrestgei. AL HAAZLEAL RALEEALL P
TEAZAEEG - ARRERK, A PAEEAS LYY N RF
»it, BRRTALEIABRT” aETHRKL:

I 2H
v 0
R/ 3 |
—F O——C—CH;

Y H
w' H CHj

tRehET 6 tFR L AASRAEARKE(A Y AAGABRES
BHEZ IARRETL) et RAE-CH,. A% —TRAEELM
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HEF—AL: ZRE 7T LO9% ERAVHBEHaEOBTAER
F; AHBLELRE"0C(0)CH," Loy,

RE “VAWVEHSIG2-5ARTFERA-RAHLAELL
HO-2ALRTHORREAR, FELVAMRALTE. RAHZR. %2
FEA OABRROGLFR aiETREKEA:

Li%%%ﬁw%i{%ﬁﬁé%ﬁi(ﬁ%W#W).
K& “FELABHRE” 24

AV
Y M
ww

EPYRIA®AH-0-H-NR-, £EV EGELRAAC-HEE, REZ
Loy E LI AA C-HE.

RiE “HB ZTHRESAELKRFHE.

ARE RO oRAEBARE” RRATHERKSGEEHAN
BOMNET(RARAALALPEG) 2V m50%. FHRARES 100%. v
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-CHR®0C (0) SR, -CHR’0CO,R’. -OR’. -SR®. -R’. -NHCOR’. -NHCO.R’.
- (CH,) ,0R?. #=—(CH,),SR;

pRAEE 2R3

FHE:

a) V. Z. W. W A&2-H A

b) ¥ZR-RH, WV. VRV EFTESA-ARA-H KL,
FE, XKL,

c) BMAYABE RAEA-NR-;

R’ B R’ #e-H;

Rt at. £ muxid. i,

Rk f-H. SiRgii.

EA—Fd@, RRAGREHGLEID, RF—-AYR-0-, B
RAREZBBRRGFE, Z—-AYR-NR-, BRAME-NR-LGR' &
8 -C(R").COOR’. #~C(R*),C(O)OR’. # Mkt ey L X9, £
T AE-0-Ley R'Z-%(X, B A -NH-L& R'Z CH(Me) COEt, ¥ B
-NH*CH (Me) CO.Et 2 L # & .

LRAKEHEIHGEY, A PEA-0-LORBAXEPHK
1- 2 A% B -NHAc. -F. -Cl. -Br. -COOEt. F=-CH, & B AL RK#
FE, BE-NR-L6& R 2-C(RY,CO0R’, ¥ R # R® i h-H
-CHs. #-Et. £ZXHGLESH ST, HFHEE-0-L6 R ZH-NHAc %
-COOEt B4R 6§ X A vf, MI4E %4 —-NHAc & 4-45, 4£—-COOEt £ 2-
. RERZRGRIFGLLY, ATEARREEALGRALR 4-
NHC (0)CH;. —Cl. -Br. 2-C(0)OCH;CH, 2 —CH,.

EXN6-iy, ARG VEARARFE. RRAGFE. 234 &
BARSGEFE. Y RBRH-0-. HFANKRGFEPRAGTLOKE
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A Ak 1-3A0FRAGEL. LAKkkegR 3,5-—KFL 3-
B-4-REE. -REXKX I ERE

BAAKBGR, VEALHES - ARRTHERETEMR
ReGeqmpdh. ZRAERGR, IHGEFEPRROGEFESIR
4-wpor . Ao 3-guber &,

ERBHR, VARAZEZHNFIGI-5ARTFTEBE—RABR
HESAR IARRTFHORLLAFRALGOXKER, B4 L5
B YRRy, ARAHGLLS BT, HMEFERR A ERRARY
E2RFR, FRIEFEAvyEENEHELAARE 0. CH.. CH.CH.. OCH,
%, CH,0.

EFZ—F@, R&WGR, VHVZHFIGIABRFERE—
RABERLH OARRTHERRRGARER, ZFXREABRER
E—AFEZNSERTLEGRALE, AL, RALEZELAE K
AEAZARE, PFEERERLG—ARKRLRA, 3t FRE LSS
LR YRR R TR, BBEERTRAE IABART. AR EY
P, RHAERM R, V & W B K&k H -CH-CH(OH)-CH.- .
CH,CH (OCOR®) -CH,~. #—CH.CH (0CO.)R®) -CH-# 2Rk £ ) .

F—Hke VEHRAZ 1-558. Sl p450 R TN ALK E
E¥XBAHAREL,

f—AZF &, % Z3%8§-CHR°OH. -CHR’OCOR®. #F»—CHR’0CO.R®#},
ik ey vV IEHR-H.

AA—7@, SVAFE BROGFE £2FE. IPRKGEF
in, 4£ik6 Z XA &3-0R°. -SR’. -CHR’Ns. -R®. -NR’,. -OCOR’.
-0CO;R’. -SCOR®. -SCO;R’. ~NHCOR®. -NHC02R3. -CHNH % % . - (CH.) ,0R.
#2-(CH,) ,SR®. # 4tikwy 7 X H &46-0R’. -R*. -OCOR®. -0OCO;R’. —CHs.
-NHCOR®. -NHCO.R’. -(CH.),OR’. #»—(CH), SR Rk Z XA ek
-OR*. -H. —ocoR2 —0CO;R*. #=—NHCOR®.

R WHWEAGEH R, FA BRROGFTE. 255 H
BAGFE, VATV HKARBRANER. EARGE, WHV ZH

E—A7GF, X6-1iWHLhkey:
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% oF

VaAFE RAGFE LFE PRAGEFE IHE,
o 1-3e . FHABOGX VIO VEARZFE BRASFR. £FL
FeBRARGG T, KB YR2-0-. HALERGFEAPRRGFTRE
HEEEFPBRRKGEL BNERGLEFRLOERRPRARRGERE
TR, LR 4o 3k K
A AFE, XVISo kR BEAIHGZAR, X P ZAA
A H i, BxrE. 245, ALK,

.0 0
Tt |
OCR,OCOR, %, NHCOR. M%&) =%, TLHEAFEABEAAEBARMBRR

BEH#MAtey ZARRHAN. KAGZAARRLTLHELTH
AR, SHETFLTFRAR K B-FRAEFPEELEHRLETALRMR
BRI FE. tlie, LRHBERMEE LG PREFLSHE
AEMELERE, AARRGLBEALDHAZEALN. LeiH
TREMER, #ldw Z=0R. NHAc F. A e AHELTARILZZ R
BB, RARFHERBE LM IGEA, #ide Z=0H. -0C(0)R.
-0COR. # NH,, £AHBAEGXELAAHRRLLRLTFHK.

—E W VELEAXIFTEGHER, BACMRLEER-REGMRRE K
RPEFHEIRE.F—RAEGILAARSCALENREAL G i 2o, B-
Fiofen gt Led B A A AH, P (CH),SH R (CH).0H X+ pR
2% 3. F—HhAHEAREZRAVEA LY., EHRREEEERR
o, p-Fiafe st Loy X A:
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(0] ;] ————

S ——————

A—F @, XT-iWH2REN:

\V4
—R Z
\y H 7-i
£ Z % f: -CHR°0OH. -CHR?0COR’. —CHR’OC(S)R’. —CHR°0CO.R’. -
CHR®0C (0) SR®. #-CHR’OC(S)OR’. %6 Y 2-0-. EHZGEHE
3 -CHR*0H. -CHR’0C (0)R®. #=-CHR’0CO.R’.

F—7@, X8-iwWHAKhiLe:

Y : 8-i

£
7' it B -0H. -0C (0)R’. -0CO.R’. #-0C(0)SR’;
D'A D'k ik B-H %X, OR. -OH. #-0C(O)R%; &#%, D'
DEFESH—AR-H YHRZHA-O0-.

E—AkRGFEY, PHIZ-H WAVEHERAGFE BRA
MFA 2FA ARRKROLETEA IHFREWHEHFS:
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AASHKER. YRS -0-.

AR —HKAFEP, WHAVEHL VHRAEFE BRAOFL 2
IR, RO LFHE, B Zi&f-H OR. #H-NHCOR. X+ Z2-H#&
XAGS R EHREL.

p450 RALTHRN LA FH L, LAKFTAER LR A AS
FFEAORE, AXRHHAABAASIFHFCGRBHX. &
FERRBSHTANABLESHITHBRE RS LA F KRG, M
R-LHhRRFE K.

KX 8-i oW AXHN I LA, £ 2 AA&BHITE
HEHEAEBRARREG P RE, B PRAIABLHERALES BB ELY
R°-X-P0,". R°-X-P(0) (NHR®).. % R°-X-P(0) (0") (NHR®). A}k
AR O AHA DA Dk AA. KA. f-0R. -0COR’, 4=
ZDEADEPESA—-ALMAH

FT&RX I, II. III. IV, V-1, V-2. VI. X A4ike:
B A A b K %

A REEE RS F YT

F A8,

F R Ao B 0 F A8

oy R F

BRARE (1, 3-— R E X A H-2-8) 7 &;

BRAE 3-K 5 [c] kb @K 8,

F-[6-2EARTL-1,3-— X)) MPEARPHBX;

F-[2-2EFER-1,3-— A —HEPEARPHX;

F-(1-FKX%H-1,3-=4);

ZoRRKRGAE, PROLEAESTRASKGMA RS 8;
FHRENG AT AE:
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—-HRBAA T E;

R THRARTE;
F-[2-EATEAR-1,3-—A]=&;
F-[2-LHBARATEAR-1,3-— K] = &;
F-[-FPAEEEAEAATEAR-L 3= K] =&
R-[1-24%-1,3-— 4] —&;
F-[1-(2-e i) ®-1,3-— %) ] —&;
F-[1-(3-mmE) /-1, 3-= K] =&,
F-[1-(4-weme X)) /-1, 3-— K] =&

R-[5-BAKO-1,3-—R] PR EARPHX;

—-EXVBRATE;
—-AVEBALE;

AT RALTE;

- AETHRALTE;
—-6-fBB AR T &,
—-5-if B A T &
—-EE A AL TE;
—-2-"kwh PELA KL P&,
—-3-skwh FRALK T &
—X&;
—-(-FEREAXR)E;
—-(2-FAREAEE)E;
-2~ AAXHE) B,
——(2-TREXK) B,
—-(4-TBREXL)
—-(4-LBAEER) &
-4~ XX X) &,
—-(2-TBAAXLE)E;
—-(3-LHmAEXR) R,
=4GR ER) &;
—-[4-(1-== X X) &;
—-(3-N,N-—FEREEXR) &
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=-(1, 2,3,4-w S EX-2-%)8;
—-(3-fK-4-FaRk)FEE;
—-(3--4-FaK)FAS:
Z-(B-fA-4-FRE)F A,
—-(3-f-4-TEBER)FAE,;
—-(3-2-4-TEBAR)F LS
Z-(3-RA-4-TmEL)F A&,
—-(4-R) F A&,

—-(4-TmAE) FAE,
—-3,5-—FaAL4-ZHAL)FLAE;
—-3-PE-4-LEBAR)FAE;

=-(F%)8&;
—-(3-FAA-4-THAR) FLE;
—-(6-#%-3 .4 —AR)TLE;
=6 -LEBRRRA-T 4 AR TEE;
(3,4-=mfe-1,6-—4) &;

—-(5-F&-1,3-— AR RH-2-F-4-1) 7 &;
—-(5-LHE-1,3- R R RH-2-F-4-K) V&,

—-(5-RTA-1,3-— AL XAH-2-M-4-1) 7 &;

—=-3-(5,6, -=F & L) X [clkhBminm,
Z-(RTARXEEAAETR)E,
Z-(FARAEAERALAAETR)E;

- (CREABEAR TR &,

- (FTAERAZERRATR)E,
Z-(FFAREAEAREATRA)E;

- (RRAEBERETR)E;
——(FAEZERAALTR)&;
Z-(RAEABRERATR)E;

- FEEAXAEABLAALATR) S
- (RFEREFAEAZAALTR)S;
Z-(FFREAEXEREABAEATR) S,
—-(FPRXAEEAARATR)E,
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Z-(HRAXEAZEAALATR) &

(LA EEEEAALTR) &
—-[-¥—FHERACR)AREABEAAAPA]S,
Z-(N-FXE-N-PRRATHRALTR)&;
=-(2,2,2-= R LK) E;

—-(2-# i)

—-(2-m L Ri) &,

—-2-2RA TR,

—-(2-TB AR T K) B

-(2-aEATH)E;
“2-NN-—FEEEATR)&;

-2-RE TR &,

- (PEREZETE) &

—-(2-R AT H)E;

Z-[INN-= (-2 X R ] RETRATE;
—-(2-REATR)E;

——(2-P -5k X 9 i) 8%

- (R2-REACEARRATHRETR)&E.

joode e

-%(EA-IN-U-ZA&EABR)EI& XA &K (-P(0) (OPh) (N(H) -

CH (Me) CO.Et)

-%E-IN-1-FERAZRA) A TR X 58 & (-P(0) (OPh) (N(H) -

CH (Me) CO-Me)

0-G-fFEA)-IN-Q-zaxzt) 2] 8L 58 & (-P(0) (OPh-3-

C1) (NH-CH (Me) CO;Et)

0-Q-8XA)-IN-(1-zaxgEX) A/ A BmE (-P(0) (OPh-2-

C1) (NH-CH (Me) CO.Et)

0-(4-fER)-IN-Q-zEa&EAB X)X IA XM & (-P(0) (OPh-4-

C1) (NH-CH (Me) CO.Et)

-U-LHMAXER)-IN-(-ZEEAZE L) CAIREZRE (-

P (0) (OPh-4-NHAc) (NH-CH (Me) CO.Et)

0-2-ZAAZAXER)-INQ-ZEAZR) A IAEASRE (-

P (0) (OPh—-2-C0.Et) (NH-CH (Me) CO.Et)
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-%A-IN-U-ZzEABA-1-7RA)ZAIREASRE (-
P (0) (OPh) (NH-C (Me) .CO;Et)

- &2-IN-I-FEABA-1-PRA)ZEAIE&AAEERS (-
P (0) (OPh) (NH-C (Me) .CO:Me)
O-G-HERA)-INU-ZAABA-I-FR)LAI&EA AR & (-
P (0) (OPh~ 3-C1) (NH-C (Me) .CO.Et)
0-(2-fEX)-IN-Q-zE&AZRA-1-FR)ZCAIR LA H & (-
P (0) (OPh—- 2-C1) (NH-C (Me) .CO:Et)
0-(U-FLEX)-INU-ZAREZA-1-FR)CEAIR LA & (-
P (0) (OPh— 4-C1) (NH-C (Me).CO:Et)
0-(4-ZLBEEER)-IN-1-2EAZE-1-FTR) LA IRABRE
(-P (0) (OPh— 4-NHAc) (NH-C (Me) ,CO.Et)

0-(2-Z B AZAXRA)-IN-1-2EABRA-1-FR)ZEAIELAER
& (-P (0) (OPh— 2-CO.Et) (NH-C (Me).CO.Et)
0-%A-IN-(ZRAZA)FPAIR AR E (-P(0) (OPh) (NH-
CH.CO.Et)

-%A-IN(FTEAAZXA)FTAIA LS8 & (-P(0) (OPh) (NH-
- CH.COMe)

0-GB-fX22)-IN(ZEAZX)FEIRAA S & (-P(0) (OPh-3-
C1) (NH-CH;CO;Et) |

0-(2-fER)-IN-(ZEREAB X)) FRAIRK A8 & (-P(0) (OPh-2-
C1) (NH-CH,CO.Et)

0-(4-fEX)-IN(ZEAZR)FPEILALHRE (-P(0) (OPh-4-
C1) (NH-CH,CO.Et)
-4-zmAXER)-IN(ZRAZX)FTEAIAAFHR S (-
P (0) (OPh-4-NHAc) (NH-CH.CO.Et)

0--CRAEBAFA)-INN(CEAEAZX)FPRAIARLSRE (-
P (0) (OPh-2-CO,Et) (NH-CH,COEt)

TREEZRKALEY:
—-FHRBEEE T A,
R THRARXTE;
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F-(2- A VER-1,3-=£)8;
F-(2-THARXFRER-1, 3-=4) &;
F--FTAREAEREARTER-1,3-— %) &;
F-C-FLEEEEEATER-L-ZR) 8
F-[XA/H-1,3-— ] —8;
F-[1-(2-ee K) ®-1,3-=K) ] —&;
F-[1-G-wmw &) ®-1,3-= £ ] —#&;
F-[1-(4-wboe &) ®-1,3-— X ] —&;
F-[5-BEAKL-1,-ZR]_BPEERPL B X;
—-X PR E

Z-RXYBRALE,;

—-APBREaXTE;
Z-HAXTRALT &,
—-6-fABE L TE,;

-5 M A R TE;

R EEALTE;

—-2-vkvh P BL LR 7

-k TBRAKTE;

by § - H

—-(2-PEXR)E;

—Z--FEREAEE) S,
—-(2-ZREXL)E;
-(-FREXK) S,
=Z-(3-B4-FRAATRE;
—-(-LBARFE)E,;
—-(3,5-—FaEX-4-TLBAXFEK) 8y
—-(3-PHE-4-TBAXFR)E;
—-(-FTARE1-CRAETFR)E;
—-(3-f4-LRAAFR) B,
—-(FRLREAZEALATR)E;
(R AEEREAEATR)S;

- (CREABZEAEEATR)E;

vl
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—-(PEREAFEAERAT RS,

Z-(FREARARELAATRE)E;

—-(RAEEREARATR)E;

-(FRABAGAPL)E;

- (REABRRBEEAARETR)E:

- (A PAREEEEZRAATL)E;

- (M PAREXEAAZREARTR)E;
~(AR-FEAEFEEBZLAAETR)E;
~(AF-FEAEEABAEARATA)E;

- (HRELAZEALTR) &

(LA REAREAEEEATR)E;
~[Q-(-—FEBEAERAZA)AEAZRAARXTAIE;
-(6-#R-3,4-—HmE)TLAE;

F-(3,4-—RmET-1,6-= %) &;

—-(2-# TR,

—-(2-a AT E;

——-(2-N,N-— R A L&) &;

-%(A-IN-(1-ZEAEZRX)ZATR X5 % & (-P(0) (OPh) (NH-
*CH (Me) CO:Et)

-2 A-IN-(1-PEAEZR)ZAIR A S m & (-P(0) (OPh) (NH-
*CH (Me) CO.Me)

0-(3-fEXE)-IN-(1-ZREZL) TXAIR L 58 & (-P(0) (0Ph-3-
C1) (NH-*CH (Me) CO,Et)

0-(2-8 X A)-IN-Q-Za&AZH) LA IR AR (-P(0) (OPh-2-
C1) (NH-*CH (Me) CO.Et)

0-(4-FER)-IN-(1-ZaABZ X)) TAIRASRE (-P(0) (OPh-4-
C1) (NH-*CH (Me) CO:Et)
-U-ZBARAER)-IN-U-ZEAEAZR)LRAIAASRYE (-
P (0) (OPh—4-NHAc) (NH-*CH (Me) CO.Et) |
0-2-ZE&ABAXRA)-IN-I-ZAXABA)CAIAELHRE (-
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P (0) (OPh-2-C0,Et) (NH-*CH (Me) CO,Et)
-XA-IN-I-ZAXAZA-1-FE)ZLAIRAFE R & (-
P (0) (OPh) (NH-C (Me) ,CO.Et)
-XEA-IN-I-FAREBA-1-FE)ZAIRA BB & (-
P (0) (OPh) (NH-C (Me) .CO.Me)

-G-8 EX)-IN-1-ZEEAZE-1-FRA)LAIK A B R E (-
P (0) (OPh- 3-C1) (NH-C (Me) .CO,Et)
0-Q-REX)-IN-I-ZEEXBA-1-FE)CLRX]IRAHR& (-
P (0) (OPh~ 2-C1) (NH-C (Me) .CO,Et)
-U4-REE)-IN-Q-ZE&EAHEX-1-9 1) LE]%&»%&E&(—
P (0) (OPh- 4-C1) (NH-C (Me).CO.Et)
O-(4-TLHMEEXK)-[IN-(1I-TEXHZX-1- ‘?g) ak]iiﬂ#&&
(=P (0) (OPh- 4-NHAc) (NH-C (Me) .CO.Et) -
0-(-THREZEAXL)-IN-(1-2AEZE-1-FR)LEIALA SR
B (-P (0) (OPh~ 2-CO,Et) (NH-C (Me) .CO;Et)

ALEWHFY, BRTLHOEFT (2K L-AR.
O-FA-[IN-(ZREZE)FA]LK X5 8 & (-P) (0Ph) (NH-
CH,COEt)

O-XA-IN-(PEAEZEEX)FTAIR LS % & (-P(0) (OPh) (NH-
CH,CO:Me)

O-(B-AFEX)-IN(ZAEZEX) PRI A L m & (-P(0) (OPh-3-
C1) (NH-CH.CO.Et)

0-R-RFEL)-IN-(ZAEAEE)TER]IA L8 8 (-P(0) (OPh-2-
Cl1) (NH-CH,CO,Et)
O-4-EXR)-IN-(ZREZEB)PRIK LS & & (-P(0) (OPh-4-
C1) (NH-CH.CO.Et)
-4-ZBMAEAFXE)-INN(ZAREAZEA)TFRAIARA TR & (-
P (0) (OPh—4-NHAc) (NH-CH,CO:Et)
-C-ZAXEEER)-N(ZRAEZEX)FTRAIALASRE (-
P (0) (OPh—2-CO.Et) (NH-CH.CO.Et)
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A1 PSP AREAGX AR S, AP M2 ETREX
i. X ii. X iii PR L R°-X-:

R5 0 ?_, 1 5 % 5 ? ﬁ 1
/e R —-"—O-—CHZ-—FI’—Q' R —"—n—-CHg—T—Q
Q 2 2
Q Q
E E E

AL X i, X ii, #X iii ¥, RRTRH A BRKA. @ik
BTHEMAZ: Q.. R.BALERKX i, X ii. #X iii FHR. A
B. Q' #Q#HELS, e Xi. Xii. X iiifsHFlER
1%, tTFHE—FS, BEHRANSHAATELTR, A B Q
o QR k. |

EZRIH24A, Fafld4HRRALH.

Ax1PEaXi. Xii. X iii 4%, X P8R EHL
BETHRSF:

48 1:
1 2 3 4
R’ \ \ —<NI A
A f. N
7 | /4 ‘
k<I;A%g; mﬁs \ﬁlf'
& B
M 2:
] 2 3 4
R’= N N N
‘JE?— :‘E?— \ / N\~';
® H 8
LEFAFRIBEATERS:
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1

2 3 4
A= NH2 H Me Cl
LEFBRITHATRSKS:
1 2 3 4 5 6 7 8

B= | -SCH3 -iBu -cPr -S-nPr -SEt -iPr -nPr -CH2cPr

FEQMAQULoH3a, Fandk sHRARARLE.

2QFQCRIBETRSLHT:
4 1:
Q' f Q*

1. -NH-CH2-C(O)R14
2. -NH-CH(CH3)-C(O)R 14

3. -NH-C(CH3)2-C(O)R 14

4. NH-C(CH3)2CH2-C(O)R14

5. -NH-CH(CH(CH3)2))-C(O)R 14

6. -NH-CH(CH2(CH(CH3)2)))-C(O)R 14
7. -NH-CH(CH2CH2SCH3)-C(O)R 14

8. -NH-CH(CH2SCH2Ph)-C(O)R14

/A 2:
Q' A= Q

1. -NH-CH2CH2-C(O)R14
2. -NH-CH(CH2CH2COR14)-C(O)R14
-NH-CH(CH2COR14)-C(O)R 14

. -NH-CH(CH2CONH2)-C(O)R14

. -NH-CH(COR14)CH2-C(O)R 14

. -NH-CH(CH20R17)-C(O)R 14

. NH-CH(CH2CH2COR 14)-C(O)R14
. -NH-CH(CH20H)-C(O)R 14

00 ~1 O\ a W

4 3:
Q' A Q°
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-NH-CH(CH2-C6HSOH)-C(O)R 14
-NH-C(c-propyl)-C(O)R14
-NH-C(c-pentyl)-C(O)R14
-NH-C(c-hexyl)-C(O)R 14
-NH-CH(CH2Ph)-C(O)R14

6. -N(CH3)-CH2-C(O)R14 -

. -—&A—coau

8. -NR18R19

Lbh W~

# P R'it § OMe. OEt. OBn. O-7Bu. 0-zPr. OPh. N(Me).. "Bk,
SMe. SEt; RVR ¥ . ZX. F¥A. &K, R°ZH Me. Et. Bn.
Pr # Ph; H R19 & Me. Et. Bn. Pr # Ph; R18 # R19 G4k i
b s 5t A

B, A1 P84S H3.3.1.2. 185 FFTREX i &#4:

Me

Me

R Ra
.?_ |
NH 0
R4

L RRCAAN, HEML

BRERALITHRKTERKEY X XGEFEd P X4 Peie
. BEREGLEGH X ivi v AT,
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A ‘ A

S/kN o)kN
. W0 H.Q
B 0+P~Q' B O+P—Q‘
L, L,
H Q H Q
D H - D H
3‘ K‘ v

v

Wit ETERZ: Q.QCABDLLEREX ivi v Py A B. D.
QFQCREsT, FAROX ivh viLaHAEL LT, A TH—
Y, BERRGEHRIETREATA B. D. Q'FQ g4 ¥.

EZQAQeIA34, H4H5E 8 HRARRAR.

4 1: |
2QAQUREATRERT:
Q' A Q°

-NH-CH2-C(O)R14
-NH-CH(CH3)-C(O)R14
.-NH-C(CH3)2-C(O)R14
-NH-C(CH3)2CH2-C(O)R 14
-NH-CH(CH(CH3)2))-C(O)R14
-NH-CH(CH2(CH(CH3)2)))-C(O)R 14
-NH-CH(CH2CH2SCH3)-C(O)R14
-NH-CH(CH2SCH2Ph)-C(O)R14

PN AW~

)
Q' o Q°

. -NH-CH2CH2-C(O)R 14

. NH-CH(CH2CH2COR14)-C(O)R 14
. NH-CH(CH2COR14)-C(O)R 14

. NH-CH(CH2CONH2)-C(O)R 14

. -NH-CH(COR14)CH2-C(O)R 14
.-NH-CH(CH20R17)-C(O)R 14
-NH-CH(CH2CH2COR14)-C(O)R 14
-NH-CH(CH20H)-C(O)R14

00 IO\ BN —

-y

Q' f Q’
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-NH-CH(CH2-C6HSOH)-C(O)R14

;:'-NH-C(c-propyl)-C(O)RM
3. -NH-C(c-pentyl)-C(O)R 14
4. -NH-C(c-hexyl)-C(O)R 14
5. -NH-CH(CH2Ph)-C(O)R14
6. -N(CH3)~¢HZ-C(O)R14
7 -—l\A—-CORM
8. -NR18R19
X¥BoA3IA. Hasd 8FHRRRAE,
4 1:
LBRRTESFS:
1 2 3 4 5 6 7 | 8
B= H Me Et m»Pr Br iPr Cl cPr
4 2:
2 | 3 4 5 6 7 8
B= | CN| F | OMe | OEt | SMe | SEt |2-=k+h3k| C(0)OEt
4 3:
1 2 3 4 5 6 7 8

B= | B&D i | B&D i |B&D i 7= |B&D i% f& | B&D i |B&D i% | B&D i£ | B&D %

E—R|E—R| &Y | —RY (AR E R AE R ER

WA | HARE | Rk | Rkh | BRI\ HARE| Ak | B ARK

ez Az | RO £3x0 |Tkx| A |[HlR | hEX

#AEB| ZAD (F=F:2A0(F:7:4
L) E) BLE) | DL)

(ATXEBHAITUMRLEXTEZINAI AL,

XEDSAH3IA. AR 4FHFARARKE.
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4 1:
1 2 3 4
D= H Me Et SCN
4 2:
BRTRBE B EHFRIFREST D
1 2 3 4
D= SMe SEt CH20Me OMe
4 3:
1 2 3 4
D= AHE rHE rHEE rAAE

BRAA1ITFHX ivivikad, AL AFSRATRES

1

2

3

4

NH2

H

Me

Cl

#£ R4 #& B OMe. OEt. OBn. O-zBu. O-zPr. OPh. -N(Me)2.

Dok, SMe. SEt; R1I7T 2 VA, X, ¥4, #&L; RIBEH Me,
Et. Bn. Pr #= Ph; H R19 Z Me. Et. Bn. Pr #= Ph; R18 # R19 &
o ok K Foub g bt AL

B, £FB. D. QFQLCHA]l PP 2.2.1.7.448% F
TRX iv&#:

NH,
§" N '
. H
AN
H. NH
S H
.NC/ Me
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Y RARCEKY, HEME

A, EXTFTEEB@A3F, 4% 2.2.1.7.4AETTE
A vEMH:

NH,
SN
H Me
oIy Le
l MM
N Me
o]

%L RARTEEAN, HAEHR

0_4_? _L_ﬁ_oa

t

112



99816356. 2 # B B 5100/255W

&1

LLLED LLLIZ2 LLLL3 L1L14 L1.1.21 1.1.1.2.2 1.1.1.23 1.1.1.24
LLL3D LEL32 LLL33 L1134 L1141 1.1.14.2 11143 1.1.144
LLLSE LLLS2 LL1S3 L1154 L1161 1.1.1.62 1.1.1.63 1.1.1.64
LLL7ZD LLL72 LLL73 LLL74 L1181 1.1.1.82 1.1.1.83 1.1.1.84
L1201 L1202 L1213 L1214 11221 11222 11223 11224
1.1.23.1 11,232 11233 1.1.234 11241 1.1.242 1.1.243 1.1.24.4
1.1.25.1 11252 1.1.253 1.1.254 11261 1.1.2.62 1.1.263 1.1.26.4
11271 L1272 11273 11274 1.1.28) 1.1.2.82 11283 1.1.284
LL3L L1312 L33 L34 11321 1.1.3.22 1.1.3.23 11324
1.1.3.3.1 1.13.3.2 11333 11334 11341 1.134.2 1.1.343 1.1.344
1.1.3.5.1 11352 1.1.3.53 1.13.54 11361 1.13.62 1.13.63 11364
1.1.3.7.1 1.1.3.72 11373 11374 11381 1.1.3.82 1.1.383 1.1.3.84
L1411 11412 1.14.13 11414 11421 1.1422 11423 1.14.24
1.1.43.1 1.1.432 1.1433 11434 1.144.1 1.1442 11443 11444
1.1.4.5.1 1.1.452 1.1453 1.1.454 1.146.1 1.1.4.6.2 1.1463 1.1464
1.14.7.1 11472 11473 11474 11481 1.1.482 11483 1.1.4.84
12,111 12112 12013 12114 1.2.1.21 1.2.1.2.2 1.21.23 1.2.1.24
12131 12,132 12,133 12134 12141 12,142 12143 12.144
1.2.1.5.1 1.2.1.52 12153 12154 12161 1.2.1.6.2 1.2.1.63 1.2.1.64

12,171 12172 121,73 121,74 12181 12182 1.2.183 12.184
122110 122,12 12213 12214 12221 12222 12223 12224
1.2.23.1 12232 12233 12234 12241 12242 12243 12244
12251 12252 12253 12254 12261 12262 12263 12264
12.27.1 12272 12273 12274 12281 1.2282 12283 12284
12311 12312 12313 12314 12321 1.23.2.2 12323 12324
12331 12332 12333 12334 12341 12342 12343 12344
1.2.3.5.1 1.23.52 1.23.53 12354 12361 1.23.62 12363 1.23.64
12370 123.7.2 12373 12374 12381 12382 12383 12384
1.24.1.1 1.24.12 12413 12414 12421 12422 12423 12424
12431 12432 12433 12434 12441 12442 12443 12444
1.24.5.1 1.24.52 12453 12454 12461 12462 12463 12464
12471 12472 12473 12474 12481 12482 12483 12484
1.3.1.1.1 13112 13113 13.L14 13121 13.1.22 13123 13124
13.1.3.1 1.3.1.3.2 13133 13134 13141 13,142 13143 13.144
1.3.1.5.1 13.1.52 13.1.53 13154 13161 13.1.62 13.163 13164
13.1.7.1 1.3.1.72 13.1.7.3 13.1.74 13.1.81 13.1.8.2 13.1.83 13.1.84
13211 13212 13.213 13214 13221 13222 13223 13224
1.3.2.3.1 13232 13233 13234 13241 13242 13243 13244
13.25.1 13252 13253 13254 13261 13262 1.3.263 13264
13.2.7.1 13272 13273 13274 13281 13282 13283 1.3.2384
13311 13312 13313 13314 13321 13322 13323 13324
13331 13332 13333 13334 13341 13342 13343 13344
1.3.3.5.1 1.3.3.52 13353 13354 13361 13362 13363 133.64
133.7.] 13372 13373 13374 13381 13382 13383 13.3.84
134.1.1 13412 13413 13414 13421 13422 13423 13424
1.34.3.1 13432 13433 13434 13441 13442 13443 13444
134,51 1.34.52 13453 13454 13461 13462 13463 13464
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1.34.7.1
14.1.1.1
14.1.3.1
1.4.1.5.1
1.4.1.7.1
14.2.1.1
14.2.3.1
14.25.1
142.7.1
14.3.1.1
1.4.3.3.1
1435.1
1.4.3.7.1
144.1.1
1443.1
1.44.5.1
144.7.1
1.5.1.1.1
1.5.1.3.1
1.5.1.5.1
1.5.1.7.1
1.5.2.1.1
1.5.2.3.1
1.5.2.5.1
1.5.2.7.1
1.53.1.1
1.5.3.3.1
1.53.5.1
1.53.7.1
1.54.1.1
1.54.3.1
1.5.4.5.1
1.5.4.7.1
1.6.1.1.1
1.6.1.3.1
1.6.1.5.1
1.6.1.7.1
1.6.2.1.1
1.6.2.3.1
1.6.2.5.1
1.6.2.7.1
1.6.3.1.1
1.6.3.3.1
1.6.3.5.1
1.6.3.7.1
1.6.4.1.1
1.6.4.3.1
1.6.4.5.1

1.3.4.72
14.1.1.2
1.4.13.2
14.1.5.2
1.4.1.7.2
1.4.2.1.2
14.23.2
14.2.5.2
1.42.72
1.4.3.1.2
1.43.3.2
14.3.52
1.4.3.72
14412
14432
14.4.5.2
144.72
1.5.1.1.2
1.5.1.3.2
1.5.1.5.2
15.1.7.2
1.5.2.1.2
1.5.2.3.2
1.5.2.5.2
1.5.2.7.2
1.53.12
1.5.3.3.2
1.5.3.5.2
1.5.3.72
1.54.12
15432
1.5.4.5.2
1.54.7.2
1.6.1.1.2
1.6.1.32
1.6.152
1.6.1.7.2
1.6.2.1.2
1.6.2.3.2
1.6.25.2
1.6.2.7.2
1.63.1.2
1.63.3.2
1.6.3.5.2
1.6.3.7.2
1.64.12
1.64.3.2
1.64.5.2

13473
14.1.1.3
14.1.33
14.153
14.1.73
14.2.1.3
14233
14253
14.2.7.3
14.3.1.3
14333
1.4.3.5.3
143.7.3
144.13
14433
14.45.3
14.4.73
1.5.1.1.3
1.5.1.33

1.64.1.3
1.64.3.3
1.6.4.5.3

13474
14.1.14
14.134
14.1.54
14.1.7.4
1.4.2.14
14234
14254
14274
143.14
1.4.3.3.4
14354
14.3.7.4
144.14
1.4.43.4
14.4.5.4
1.4.4.74
1.5.1.14
1.5.134
1.5.1.54
1.5.1.74
1.5.2.14
1.5.2.34
15254
1.5.2.74
1.53.14
1.5.3.34
1.5.354
1.53.74
1.54.14
15434
15454
1.54.74
16.1.1.4
16.1.34
16154
1.6.1.7.4
16.2.1.4
1.6.2.3.4
1.6.2.5.4
16.2.7.4
1.6.3.14
1.6.3.34
1.6.3.54
1.6.3.74
1.64.14
1.64.34
1.64.54

1.3.4.8.1
1.4.1.2.1
14.1.4.1
14.1.6.1
1.4.1.8.1
1.4.2.2.1
14.2.4.1
1.4.2.6.1
14.2.8.1
1432.1
1.4.3.4.1
14.3.6.1
1.4.3.8.1
144.2.1
1.444.1
1.44.6.1
1.44.8.1
1.5.1.2.1
1.5.14.1
1.5.1.6.1
1.5.1.8.1
1.5.2.2.1
1.5.24.1
1.5.2.6.1
1.5.2.8.1
1.5.3.2.1
1.5.34.1
1.5.3.6.1
1.5.3.8.1
1.54.2.1
1.544.1
1.5.4.6.1
1.54.8.1
1.6.1.2.1
1.6.1.4.1
1.6.1.6.1
1.6.1.8.1
1.6.2.2.1
1.6.2.4.1
1.6.2.6.1
1.6.2.8.1
1.6.3.2.1
1.6.3.4.1
1.6.3.6.1
1.6.3.8.1
1.6.4.2.1
1.6.44.1
1.64.6.1

1.3.4.8.2
14.1.2.2
14.14.2
14.1.62
1.4.1.8.2
14222
14242
1.4.2.6.2
14282
143.22
14.34.2
1.4.3.6.2
1.4.3.8.2
14422
14442
1.4.4.6.2
14482
1.5.12.2
1.5.14.2
1.5.1.6.2
15.1.82
1.52.2.2
1.52.4.2
1.52.6.2
1.52.8.2
15322
1.53.4.2
1.53.6.2
1.5.3.8.2
1.54.2.2
15442
1.5.4.6.2
1.54.8.2
1.6.122
1.6.1.4.2
1.6.1.6.2
1.6.1.8.2
1.62.2.2
1.6.2.4.2
1.6.2.6.2
1.62.82
1.6.3.2.2
1.63.4.2
1.6.3.6.2
1.6.3.8.2
1.64.2.2
16442
1.64.6.2

114

1.3.4.83
1.4.1.2.3
1.4.14.3
1.4.1.6.3
1.4.1.8.3
14223
14243
14263
1.4.28.3
14323
14343
1.43.63
1.43.83
144.2.3
14443
1.4.4.6.3
14483
1.5.1.2.3
1.5.143
15.1.63
1.5.1.83
15223
1.5.24.3
1.5.2.6.3
1.5.2.8.3
1.5.3.23
15343
1.5.3.63
1.5.3.83
15423
1.544.3
1.5.4.6.3
1.54.83
1.6.1.2.3
1.6.14.3

1.6.1.63°

1.6.1.8.3
1.6.22.3
1.6.2.4.3
1.6.2.6.3
1.6.2.83
1.6.3.2.3
1.6.34.3
1.6.3.6.3
1.63.83
1.64.2.3
1.6.44.3
1.6.4.6.3

1.34.84
14.1.24
14.144
1.4.1.6.4
14.1.8.4
14224
14244
14.264
14284
14324
14344
14.3.64
1.4.3.84
14424
14444
14464
14484
1.5.1.24
15144
15.164
1.5.1.84
1.5.224
1.5.244
1.3.2.64
15284
15324
15344
1.5.3.64
1.5.3.84
15424
1.5.44.4
1.5.4.6.4
1.5.4.83.4
1.6.1.2.4
1.6.144
1.6.16.4
1.6.1.8.4
16224
1.6.244
1.6.264
1.6.2.8.4
1.63.2.4
1.6.34.4
1.6.3.6.4
1.6.3.8.4
16424
1.644.4
1.64.6.4
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%1

164.7.]
17.1.1]
1.7.13.1
1.7.1.5.1
ARA
172,11
17.23.1
17.2.5.1
1.7.2.7.1
173.1.1
17.33.1
1.7.3.5.1
173.7.1
174.1.1
1.7.43.1
1.7.4.5.1
1.7.4.7.]
1.8.1.1.1
18.13.1
18.1.5.1
18.1.7.1
1.8.2.1.1
1.8.2.3.1
1.8.2.5.1
1.8.2.7.1
1.8.3.1.1
1.833.1
1.8.3.5.]
1.8.3.7.]
1.84.1.1
1.8.43.1
1.8.4.5.1
1.8.4.7.1
2111
2.1.13.1
2.1.15.1
2.1.1.7.]
212,11
2.1.23.1
2.1.25.1
21271
2.13.1.1
21331
2.135.1
21371
2.14.1.1
2.143.1

1.64.7.2
1.7.1.1.2
1.7.13.2
1.7.1.5.2
1.7.1.7.2
1.7.2.1.2
1.7.2.3.2
1.7.252
1.7.2.7.2
1.73.12
17332
1.7.352
1.73.7.2
174,12
1.7.43.2
17452
1.74.7.2
1.8.1.1.2
18.1.3.2
1.8.1.5.2
1.8.1.7.2
1.8.2.1.2
1.8.2.32
1.8.2.5.2
1.8.2.7.2
1.83.1.2
1.8.3.3.2
1.8.3.5.2
1.8.3.7.2
1.84.1.2
1.8.4.3.2
1.8.4.5.2
1.8.4.7.2
21112
2.1.1.3.2
2.1.1.5.2
2.1.1.72
212,12
2.1.23.2
21252
2.1.2.72
2.13.12
21332
2.1.35.2
2.13.7.2
2.14.12
21432

1.64.7.3
17113
1.7.1.3.3
1.7.1.5.3
1.7.1.73
1.7.2.1.3
1.7.23.3
1.7.253
1.7.27.3
1.7.3.1.3
1.7.3.3.3
1.7.3.5.3
1.7.3.7.3
1.74,13
1.74.3.3
1.74.5.3
1.7.4.7.3
1.8.1.1.3
1.8.1.3.3
1.8.1.5.3
1.8.1.7.3
1.8.2.1.3
1.8.2.3.3
1.8.25.3
1.8.2.7.3
1.8.3.13
1.8.3.3.3
1.8.3.53
1.83.73
1.84.1.3
1.8.4.3.3
1.84.5.3
1.8.4.7.3
2.1.LL13
2.1.1.33
2.1.1.53
21173
2.1.2.13
2.1233
21253
21273
2.1.3.13
21333
21353
21373
21413
21433

1.6.4.7.4
1.7.1.1.4
1.7.1.3.4
1.7.1.54
17.1.74
17214
17234
1.7.2.5.4
1.72.7.4
1.73.14
17334
17354
1.73.74
1.74.14
1.7.4.3.4
1.7454
1.7.4.7.4
18.1.14
18.134
1.8.1.5.4
18.1.74
18214
18234
18254
182.7.4
183.14
18334
18354
1.83.7.4
184,14
18434
1.8.4.5.4
1.8.4.7.4
2.1.1.14
2.1.1.34
21154
2.1.1.7.4
2.12.14
21234
21254
21274
213.14
21334
21354
213.74
214.14
21434

1.6.4.8.1
L7.1.2.1
1.7.1.4.1
1.7.1.6.1
1.7.1.8.1
1.7.2.2.1
1.7.24.1
1.7.2.6.1
1.7.28.1
1.7.3.2.1
1.734.1
1.7.3.6.1
1.7.3.8.1
1.74.2.1
1.744.1
1.74.6.1
1.7.4.8.1
1.8.1.21
1.8.1.4.1
1.8.1.6.1
1.8.18.1
1.8.2.2.1
1.824.1
1.8.2.6.1
1.8.2.8.1
1.8.3.2.1
1834.1
1.8.3.6.1
1.8.3.8.1
1.84.2.1
1.84.4.1
1.84.6.1
1.84.8.1
21121
2.1.14.1
2.1.1.6.1
2.1.1.8.1
21221
2.124.1
2.126.1
2.1.2.8.4
21321
21341
21.3.6.1.
2133811
21421
2.144.1

1.6.4.8.2
1.7.1.2.2
1.7.14.2
1.7.1.6.2
1.7.1.8.2
1.7.2.2.2
1.7.2.4.2
1.7.2.6.2
1.7.2.8.2
1.7.3.22
1.73.4.2
1.7.3.6.2
1.7.38.2
1.74.2.2
1.74.4.2
1.74.6.2
1.748.2
1.8.1.2.2
1.8.14.2
1.8.1.6.2
1.8.1.8.2
1.822.2 -
1.82.4.2
1.82.6.2
1.8.2.8.2
1.83.2.2
1.8.34.2
1.83.6.2
1.83.8.2
1.842.2
1.844.2
1.8.4.6.2
1.84.8.2
21122
21142
2.1.1.6.2
21182
21222
21242
21262
2.1.2.82
21322
21342
2.13.6.2
21382
2.14.2.2
21442

115

1.64.8.3
1L7.1.23
1.7.143
1.7.1.6.3
1.7.1.8.3
1.7.2.23
1.7.2.4.3
1.7.2.6.3
1.7.2.8.3
1.7.3.2.3
1.7.343
1.7.3.6.3
1.7.3.83
1.74.23
1.7.4.4.3
1.7.4.6.3
1.7.4.8.3
1.8.1.2.3
1.8.1.43
1.8.1.6.3
1.8.1.8.3
1.82.23
1.8.243
1.8.2.6.3
1.8.2.83
1.8.3.23
1.8.3.4.3
1.8.3.6.3
1.8.3.8.3
1.84.23
1.84.4.3
1.84.6.3
1.8.4.8.3
2.1.1.23
2.1.143
2.1.1.63
2.1.183
2.12.2.3
21243
2.1.2.63
21283
21323
21343
21363
21383
2.14.23
21443

1.6.4.84
1.7.1.24
1.7.144
1.7.1.6.4
1.7.1.84
1.7.2.24
1.7.244
1.7.2.6.4
1.7.2.8.4
1.7.3.24
1.7.3.4.4
1.7.3.6.4
1.7.3.84
1.74.24
1.7444
1.74.64
1.7.484
18.1.24
1.8.1.44
1.8.1.6.4
1.8.1.84
1.8.2.2.4
1.8.244
1.8.2.6.4
1.82.84
183324
1.8.344
1.8.3.64
1.8.3.84
1.84.24
1.84.44
1.8.4.64
1.84.84
2.1.1.24
2.1.144
2.1.1.64
2.1.184
2.1.224
2.1.244
2.1.2.6.4
2.1.2.84
21324
2.1.344
2.1.3.64
2.1.3.84
2.1424
21444
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2.1.45.1
2.14.7.1
22.1.1.1
22131
22.1.5.1
22.1.7.1
222.1.1
22.23.1
2225.1
22271
223.1.1
2233.1
223.5.1
22.3.7.1
224.1.1
22431
224.5.1
224.7.1
23111
23131
23.15.1
23.1.71
2321
2.3.2.3.1
23.25.1
23.2.7.1
23.3.1.1
2.3.3.3.1
2.3.3.5.1
23.3.7.1
234.1.1
2343.1
23451
234.7.1
24.1.1.1
24.1.3.
24.1.5.1
24.1.7.1
24.2.1.1
24.2.3.1
24.25.1
24.2,7.1
24.3.1.1
2433.1
24.3.5.1
243.7.1
244.1.1
24431

2.1.452
2.14.72
22.1.12
22132
22.15.2
2.2.1.7.2
22212
22232
22252
222792
223.12
22332
223.5.2
2.2.3.7.2
224.1.2
22432
22452
224.7.2
23.1.1.2
23.1.3.2
23.1.5.2
23.1.7.2
23.2.1.2
23.23.2
23252
23.2.7.2
233.1.2
23332
2.3.3.5.2
233.72
2.3.4.1.2
2.3.4.32
2.34.5.2
2.3.4.7.2
24.1.12
24.13.2
24.1.5.2
24.1.7.2
24212
24232
24252
24272
24312
24.3.3.2
24352
243.72
2.44.1.2
24432

2.1.453
21473
22.1.13
22133
22153
22.1.7.3
22213
22233
22253
22273
22313
22333
223523
22373
224.1.3
22433
22453
2.24.7.3
2.3.1.1.3
23,133
23.1.5.3
23.1.7.3
23.2.13
23.233
23253
23273
23.3.13
23333
23.3.53
2.3.3.7.3
234.1.3
23433
23453
2.3.4.73
24.1.1.3
2.4.1.33
24,153
24.1.7.3
24.2.1.3
24233
24253
24.2.7.3
243.1.3
24333
24353
243.73
244.13
24433

21.45.4
2.14.74
22,114
22.134
22.1.54
2.2.1.7.4
222.1.4
22234
22254
22274
223.14
22334
22354
223.74
22414
22434
22454
22474
23.1.1.4
23.134
23.1.5.4
23.1.74
232.1.4
23234
23254
23274
23.3.14
23334
233.54
233.74
234.1.4
23.43.4
23.45.4

234.74.

24.1.14
24.134
24.154
24.174
24.2.14
24234
24.25.4
24.2.74
243.14
24334
24354
24.3.74
244.14
24434

2.1.4.6.1
2.148.1
22.1.2.1
22.14.1
22.16.1
2.2.1.8.1
22221
2224.1
2226.1
2.228.1
22321
22341
2236.1
22381
22421
22.44.
2.2.4.6.1
22481
23.1.2.1
23.1.4.1
23.16.1
23.1.8.1
2322.1
23.24.1
2326.1
2.3.2.8.1
23321
2334.1
2.3.3.6.1
23381
23421
23.44.1
234.6.1
2.3.4.8.1
24121
2.4.14.1
24.16.1
24.18.1
24.22.1
24.24.
2.4.2.6.1
2.4.2.8.1
24321
2434.1
2.4.3.6.1
243.8.1
24421
2.4.4.4.1

2.14.6.2 2.146.3
2.148.2 2.148.3
22122 22123
2.2.142 22143
22,162 22163
2.2.1.82 22183
22222 22223
22242 22243
22262 22263
22282 22283
22322 22323
22342 22343
22362 22363
2.23.82 22383
22422 22423
22442 22443
22462 224.6.3
224.82 22483
23.1.2.2 23.123
23.142 23.14.3
23.1.6.2 23.1.63
2.3.1.82 23.1.8.3
23222 23223
23242 23243
23262 23263
23282 23.283
2.3.3.22 23.3.23
23342 23343
2.3.3.6.2 23363
233.8.2 23.3.83
23422 2.3.42.3
23442 23443
23462 23463
23.4.82 23483
24.1.22 24.123
24.142 24.143
24.162 24.1.63
24,182 24.1.83
24222 24223
24242 24.243
24262 24263
24282 24283
24322 24323
24342 24343
24362 24363
24382 24383
24422 244.2.3
24442 24443

116

2.1.464
2.1.4.8.4
22124
22.1.4.4
22.164
2.2.184
22224
22244
222,64
22284
22324
22344
22364
22.3.8.4
22424
22444
22.4.64
22484
23.1.24
2.3.14.4
23.1.64

23.1.84 -

23224
23244
23264
23284
23324
23344
23364
23384
23424
23444
23464
2.3.4.8.4
24.12.4
24.144
24.1.6.4
24.1.84
24224
24244
24264
242.8.4
24324
24344
243.64
24384
24424
24444
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2445.1
24471
25.11L1
25131
2.5.1.5.0
25.1.7.1
25.2.1.1
2523.
25.25.1
25271
253.1.1
253.3.1
25.3.5.1
25371
254.1.1
25431
2545
254.7.1
26.1.1.1
26.1.3.1
26.1.5.1
2.6.1.7.1
26.2.1.1
26.2.3.1
26.25.1
26.2.7.
26.3.1.1
2,633.1
26.3.5.1
2.63.7.1
264.1.1
2.643.1
264.5.1
264.7.1
27.1.11
2.7.1.3.1
27.15.1
27171
272.1.1
27231
2.7.25.1
27271
2.73.11
2.73.3.1
2.735.1
27371
274.1.1

24452
2.44.72
25.1.12
25132
2.5.1.5.2
2.5.1.7.2
2.52.1.2
2.5.2.32
2.5.2.52
25272
2.53.1.2
25332
25352
2.53.72
2.5.4.1.2
2.5.432
25452
2.5.4.7.2
26.1.12
2.6.132
2.6.1.5.2
26.1.72
2.6.2.1.2
26232
2.6.2.5.2
26272
26.3.12
26332
2.6.3.52
2.63.72
264.12
26432
26.4.52
26.4.72
2.7.1.1.2
2.7.1.3.2
2.7.1.5.2
2.7.1.72
27212
27232
2.7.252
27272
2.7.3.1.2
27332
27352
2.7.3.1.2
2.74.12

24453
24473
25.1.13
2.5.13.3
25.153
2.5.1.73
25.2.1.3
25233
25253
25273
25313
2.533.3
25353
25373
25413
25433
25453
254,73
2.6.1.13
26.13.3
2.6.1.53
26173
26.2.1.3
2.623.3
26253
2.6.2.7.3
2.63.13
2,6.3.3.3
2.63.5.3
2.63.7.3
26413
26433
26453
2.64.73
2.7.1.13
2.7.1.33
2.7.1.53
27173
27213
27233
2.7.2.5.3
27273
273.13
27333
27353
27373
2.74.13

24454
24474
25.1.14
25.1.34
25.1.54
2.5.1.74
252.14
25234
25.2.5.4
25274
25314
25334
25354
25374
254.14
25.43.4
25454
25474
26.1.14
26.1.34
26.1.5.4
2.6.1.74
26214
2.62.3.4
26254
2.6.2.74
263.14
26334
2.6.3.5.4
263.74
264.14
26434
26454
2.64.7.4
27.1.14
2.7.134
21154
2.1.1.74
27.2.14
2.1.2.3.4
27254
27274
273.14
21334
273.5.4
27374
2.74.14

24461 24.4.62
24481 24482
25.1.21 25122
25141 25142
25.1.6.1 25.1.62
25.1.8.1 25182
25221 25222
25241 25242
25.26.1 25262
25.28) 25282
25321 25322
25341 25342
25361 25362
25381 25382
25421 25422
25441 25442
254.6.1 25462
25481 25482
26.1.2.1 26122
26141 26142
26161 26162
26.181 26.1.8.2
26221 26222
2624.1 26242
2.62.6.1 2.62.6.2
26281 262382
26321 26322
26341 26342
263.6.1 26362
26381 2.63.82
26421 26422
2.644.1 26442
2.6.46.1 26462
26481 26482
27121 27122
2.7.14.1 2.7.142
27161 27162
27181 2.7.1.82
27221 27222
27241 27242
2.726.1 27262
27281 27282
27321 27322
27341 27342
2.736.1 27362
2.73.8.1 27382
27421 27422

117

244,63 24464
24483 24484
2.5.1.23 25.1.24
25.143 25144
25.1.63 25.1.64
25.1.83 25.1.84
25223 25.224
25243 25.244
25263 25264
25283 252384
25323 25324
25343 25344
2.5.3.63 253.64
25383 25384
25423 25424
25443 25444
2.54.63 25464
25483 25484
26123 26124

26.143 26,144

26.1.63 26.1.64
26.1.83 26.1.84
26223 26.224
2,6.24.3 2.6.244
26263 26.2.64
26.283 2.6.284
2.6.3.23 2.6.324
2.6343 26344
2.63.63 2.6.3.64
2.6.3.83 26384
26423 26424
26443 26444
264.63 264.64
26483 26484
2.71.23 27.124
27.143 2.7.144
2.71.63 27.1.64
2.7.1.83 2.7.1.84
27223 27224
27243 27244
272,63 27264
27283 27284
2.73.23 27324
27343 27344
27363 27364
27383 2.73.84
27423 27424
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2.743.1
2.74.5.1
2.74.7.1
2.8.1.1.1
28.1.3.1
28.15.1
2.8.1.7.1
2.8.2.1.1
2.8.23.1
2.8.25.1
282.7.1
28.3.1.1
2.8.33.1
2.8.3.5.1
2.83.7.1
284.1.1
2843.1
2.84.5.1
2.84.7.1
il
31131
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3. 2 1 S 1
3.2.1.71
32211
32231

32251

32271
3.23.11
3.23.3.1
3.235.1
3.23.7.1

2.74.3.2
27452
2.74.7.2
28.1.1.2
2.8.1.3.2
28.1.5.2
2.8.1.7.2
28212
28232
28252
2.82.7.2
283.1.2
28332
2.83.5.2
28.3.7.2
2.84.1.2
2.84.3.2
2.84.52
2.84.7.2
31112
3.1.132
31152
1.1.7.2

3.
3.
3.
3.
3.
3.
3.
3
3.

3.1.4.1.2
3.143.2
31452
3.14.7.2
32112
3.2.1.3.2
32152
32172
32212
3.223.2
32252
3.2272
3.23.12
3.23.3.2
32352
3.23.7.2

27433
2.74.53
2.7.4.7.3
2.8.1.1.3
28.1.3.3
2.8.1.5.3
28.1.2.3
28213
28233
28253
28273
283.1.3
28333
2.8.3.5.3
28373
284.13
2.8.4.3.3
2.84.5.3
2.84.2.3
3.1.1.13
3.1.1.33
3.1.153
3.1.1.73
3.1.2.13
3.1.233
3.1.2.5.3
3.12.73
3.13.13
3.1.3.33
3.13.53
3.1.3.7.3
3.1413
3.1433
3.1453
31473
32113
3.2.1.33
3.2.153
3.2.1.73
32213
32233
3.2253
32293
323.13
32333
32353
3.23.73

27434
27454
27474
28.1,14
28134
28.154
28.1.74
28.2.14
28234
28254
28.2.74
28.3.14
28.3.34
2.8.3.54
2.83.74
2.84.1.4
28434
2.84.54
284.74

154
7.4

323.74

2.74.4.1
2.746.1
2.748.1
2.8.1.2.1
2.8.14.1
2.8.1.6.1
2.8.1.8.1
2.8.2.2.1
2.8.24.1
2.8.2.6.1
2.8.2.8.1
2.83.2.1
2.8.34.1
2.8.3.6.1
2.8.3.38.1
2.84.2.1

.1.6.1
8.1
2.1

ook ivoo

2.1

27442
2.74.6.2
27482
28.1.22
28.14.2
28.1.6.2
2.8.1.8.2
28222
2.824.2
28262
28282
2.83.2.2
2834.2
2.83.6.2
2.83.8.2
28422
2.844.2
2.84.6.2
2.84.82
3.1.1.2.2
3.1.14.2

3.1.4.8.2
3.2.1.2.2
3.2.14.2
3.2.1.62
32.1.82
3.2222
32242
3.2.2.6.2
32282
32322
3.2342
3.2.3.6.2

3.23.82

118

27443 27444
27463 27464
27483 27484
2.8.1.23 28.124
28143 28.144
28.1.63 2.38.1.64
2.8.1.83 28.184
28223 28224
2.82.43 28244
28263 28264
28283 28284
28323 28324
28343 28344
2.83.63 28364
28383 28384
28423 28424
2.84.43 23444
2.84.63 28464
2.84.83 28484
3.1.1.23 3.1.124
3.1.1.43 3.1.144
3.1.1.63 3.1.1.64
3.1.1.83 3.1.184
31223 3.1.224
31243 3.1.244
3.1.2.6.3 3.1.264
3.1.2.83 3.1.284
3.1.3.23 3.1.3.24
31343 3.1.344
3.1.3.63 3.1.364
3.1.3.83 3.1384
3.1.423 3.1424
3.1443 3.1444
3.14.6.3 3.1464
3.1.4.83 3.1.484
32,123 32,124
32.1.43 32144
32.1.63 3.2.164
32.1.83 3.2.184
3.2.2.23 32224
32243 32244
32.2.63 3.2.264
32283 32284
32323 32324
32343 32344
32363 32364

3.23.8.3 32184
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32411
3.243.1
32451
324.7.0
33111
33.13.1
KRN
33174
33211
33231
33251
33271
33301
33331
33351
3.33.7.1
334.1.1
33431
3345.1
33471
34111
34.13.1
34151
34171
34.2.1.1
34.23.1
3425.1
34271
3.43.1.1
3.433.1
343.5.1
34.3.7.1
34411
3443
3.445.1
3.44.7.1
35111
35131
35151
3500
35211
3523.8
35251
3.52.7.1
3.5.3.1.1
3.5.33.1
3.535.1

3.24.1.2
3.2432
32452
32472
33112
33.132
33.15.2
33.172
33212
33.23.2
33252
3.3.27.2
33312
33332
33352
33372
33412
33432
3.34.52
33472
34.1.12
34.1.32
34152
34172
34212
34232
34252
3.4.2.7.2
343.1.2
3433.2
34352
34.3.7.2
344.12
34432
34452
34472
35.1.12
35132
3.5.15.2
35.1.72
35212
35232
35252
3.5.2.7.2
353.12
3.53.3.2
35352

3.2.4.13
32433
32453
32473
33113
33.13.3
33.1.5.3
33.1.73
33.2.13
33233
3.3.25.3
33.273
33.3.13
33333
3.3.3.5.3
33.3.73
33413
33433
33453
33.4.73
34.1.13
3.4.13.3
3.4.1.5.3
3.4.1.73
34.2.13
34233
3.4.2.5.3
34273
3.43.13
34333
3.4.3.53
34.3.7.3
34413
34433
34453
3.44.73
35.1.13
35133
3.5.1.5.3
3.5.1.73
3.52.1.3
35233
35253
35273
35.3.13
3.53.3.3
35353

324.14
3.24.34
32454
32474
33114
33.134
33.154
33.1.74
33214
33.234
33.254
33274
3334
33334
33354
33374
33414
33434
33454
33474
34.1.14
34.134
34154
34.1.74
34214
34234
34254
34274
34314
34334
34354
34374
34414
34434
34454
34474
35114
35.1.34
35154
35.1.74
35214
35234
35254
35274
353.14
35334
35354

3.24.2.1
324411
3.2.46.)
3.2.48.1
33121
3.3.14.1
33.16.1
33.18.1
33221
33.24.1
3.3.2.6.1
33.28.1
33321
333441
3336.
33381
33.4.2.1
33441
3.346.1
33481
34,121
34.14.1
34.16.1
34.1.8.1
34221
342411
3426.1
342381
34321
3434.1
3.4.3.6.1
34.38.1
34421
34441
3446.1
344381
35.1.21
35141
3.5.1.6.1
3.5.18.1
35221
3.5.24.1
3.5.26.1
3.5.2.8.1
35321
3.534.1
3.536.1

3.24.2.2
3.244.2
3.24.6.2
3.24.8.2
33122
3.3.14.2
33.16.2
3.3.18.2
33222
13242
33262
33282
33322
33.34.2
3.33.6.2
33382
33422
3.3.4.4.2
33462
33482
14122
34142
34.1.62
34182
34222
34242
34262
34282
34322
34342
3.43.6.2
34382
34422
3.44.4.2
34462
34482
35.1.22
35142
35162
35182
35222
35242
35262
35282
35322
35342
353.62

119

3.4.2.6.3

3.2423
32443
3.24.6.3
32483
33123
33.143
3.3.1.6.3
33.183
33223
33243
3.3.263
33.2.83
333.23
33343
33363
33383
33423
33443
3.34.6.3
33483
34123
34.143
34.1.6.3
34.18.3
34223
34243

32424
3.2444
3.24.6.4
32484
33.1.24
33.1.44
3.3.1.6.4
3.3.1.84
33224
33244
33264
33284
33324
33344
3.33.64

33424
33444
33464
33484
34.1.24
34.144
34.1.6.4
34.1.84
34224
34244
3.4.2.64
34283 34284
34323 343.24
34343 34344
34363 34364
3.43.83 343384
34423 34424
34443 34444
34463 34464
34483 344.84
3.5.1.23 35.1.24
35.14.3 35.144
3.5.1.63 35.164
3.5.1.83 35184
35223 35224
3.524.3 3.5.244
3.5.2.6.3 35264
3.5.2.8.3 3.52.84
35323 35324
35343 35344
35.3.6.3 35364

33384 -
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3.5.3.7.1
354.10
3.5.43.1
3545.1
354.7.1
36111
J6.1.3.1
3.6.1.5.1
3.6.1.7.1
J.6.2.1.1
3.6.23.1
3.6.2.5.1
3.6.2.7.1
3.6.3.1.1
3.6.3.3.1
3.6.3.5.1
1.6.3.7.1
J6.4.1.1
3.64.3.1
3.6.4.5.1
3.64.7.1
37111
3.7.13.1
3.7.15.1
3.7.1.71
3.7.2.10
3.7.23.1
3.7.25.1
3.7.2.7.1
3.7.3.1.1
37331
37351
37394
3.74.1.1
37431
3.74.5.1
3.74.7.1
3.8.1.1.1
3.8.13.1
3.8.1.5.1
3.8.1.7.1
3.82.1.1
3.823.1
3.825.1
3.8.2.7.1
3.83.1.1

3.53.7.2
354.1.2
3.5432
3.54.5.2
3.54.7.2
3.6.1.1.2
3.6.1.3.2
3.6.1.5.2
3.6.1.7.2
3.6.2.1.2
3.6.2.3.2
3.6.2.5.2
16.2.7.2
3.6.3.1.2
3.6.3.3.2
3.6.3.5.2
3.63.7.2
3.64.1.2
3.64.3.2
3.6.4.52
3.64.72
371012
3.7.1.3.2
3.7.15.2
3.7.1.72
3.7.2.1.2
37232
3.7.25.2
3.7.2.7.2
3.23.1.2
37332
312352
3.73.7.2
3.74.12
3.74.3.2
37452
3.7.4.7.2
38.1.1.2
3.8.1.3.2
3.8.1.5.2
38.1.7.2
3.8.2.1.2
3.823.2
3.8.2.5.2
38272
3.8.3.12

3.5.3.73
3.54.1.3
35433
35453
35473
3.6.1.13
3.6.1.3.3
36.1.5.3
3.6.1.7.3
3.6.2.1.3
3.6.23.3
3.6.25.3
36.2.73
3.63.13
3.633.3
3.6.3.5.3
3.63.7.3
3.64.1.3
3.64.3.3

35374
354.14
35434
35454
35474
36.1.14
3.6.1.3.4
3.6.15.4
3.6.1.7.4
362.14
3.6.2.3.4
3.6.254
3.6.2.74
3.63.14
3.63.34
3.63.5.4
36374
3.64.14
3.64.34

3.64.5.3 3.6454

3.64.7.3
3.7.1.13

36474
30114

3.7.133 3.7.134

3.7.1.53
3.71.23
3.7.2a3
37233
3.7.253
3.7.2.7.3
3.73.13
3.7.33.3
32353
3.73.93
3.74.13
3.74.33
3.74.53
3.714.7.3
38.1.13
3.8.1.3.3
3.8.15.3
3.8.1.7.3
3.82.1.3
3.8233
38253
3.82.73
38.3.13

3.7.154
37.1.74
17214
37234
37254
37274
37314
3.7334
37354
3.7374
37414
3.7434
37454
3.74.74
38.1.14
3.8.1.34
3.8.1.54
38.1.74
38214
38234
38254
3.8.2.74
3.83.14

3.5.3.8.1
3.54.2.1
3.544.1
3.54.6.1
3.54.8.1
3.6.1.2.1
3.6.14.1
3.6.16.1
3.6.1.8.1
3.6.2.2.1
3.6.2.4.1
3.62.6.1
362381
36321
3.634.1
3.6.3.6.1
3.638.1
3.64.2.1
3.6.4.4.1
3.64.6.1
3.64.8.1
31121
3.7.14.1
3.7.16.1
3.7.1.81
37221
3.724.1
3.7.26.1
3.72.8.1
3.73.21
3.734.1
37361
3,7.3.8.1
37421
3.744.1
3.74.6.1
3.74.8.1
38121
38.14.1
38.1.6.1
3.8.1.8.1
38221
38241
38.26.1
3.8.2.8.1
3.83.2.1

3.53.8.2
35422
3.544.2
354.6.2
35482
36.1.22
3.6.14.2
36.1.6.2
3.6.1.82
36222
3.624.2
36262
36282
36322
36342
3.63.6.2
36382
3.6422
36442
3.64.6.2
3.64.82
37122
3.7.14.2
3.7.1.6.2
3.7.1.82
37222
37242
3.726.2
37282
31322
3.734.2
3.23.6.2
37382
3.742.2
3.744.2
3.746.2
3.74.8.2
3.8.1.22
3.8.14.2
3.8.1.6.2
38.1.8.2
3.822.2
3.8.24.2
38262
38282
38322

120

3.5.3.83 35384
35423 35424
35443 35444
354,63 35464
35483 35484
3.6.1.23 36.124
36.143 16.144
3.6.163 3.6.1.64
3.6.1.8.3 3.6.1.84
3.6.223 36.224
36243 36244
36263 36264
3.6.2.83 36284
3.63.23 36324
36343 36344
3.6.3.6.3 3.63.64
3.63.83 36384
3.64.23 36424
3.64.43 36444

3.64.63 36464

3.64.83 364384
3.7.1.23 37124
3.7.143 37.144
3.7.163 3.7.164
3.7.1.83 3.7.184
3.7223 37224
3.7243 37244
3.72.63 37264
3.72.83 3.7.2.84
3.7.3.2.3 37324
3.7.34.3 37344
373,63 37364
3.7.3.8.3 3.7.3.84
3.742.3 37424
37443 37444
3.74.6.3 13.7.4.64
3.74.83 3.74.84
33123 38.1.24
3.8.14.3 38.144
3.8.1.63 3.8.1.64
3.8.1.8.3 3.8.1.84
3.8.223 38224
3.824.3 3.8.244
3.8.2.6.3 3.8.2.64
3.82.83 38284
3.8.3.23 38324
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38331 3.8332 38333 3.8334 3.834.1 3.8342 3.8343 3.8344
383.5.1 3.8352 38353 3.83.54 38361 3.83.6.2 383163 3.8.3.64
38371 38372 383.73 38374 3838.1 38382 3.83.83 3.8.3.84
3.84.1.1 3.84.12 38413 384.14 38421 3.8422 38423 38424
38431 38432 38433 38434 3844.1 3.8442 38443 3.8.444
3845.1 38452 3.845.3 38454 384.6.1 3.84.6.2 38463 3.8464
384.7.1 38472 384.73 3.84.74 3848.1 3.84.82 3.84.83 38484
4LLLI 41112 41113 41.1.14 41121 41.122 4.1.123 4.1.124
41131 41132 41133 41134 4.1.14.] 4.1.142 41.143 4.1.14.4
41151 41152 41153 41154 4.1.16.1 4.1.1.62 4.1.1.63 4.1.1.64
41171 41172 41173 41174 41181 4.1.1.82 4.1.1.83 4.1.1.84
41211 41212 41213 41214 4122] 41222 41223 41224
41231 41232 41233 41234 41241 41242 4.1.243 41244
4.1.25.1 41252 41253 41254 41261 41262 4.1.2.63 4.1.264
41271 41272 41273 41274 41281 41282 4.1.283 41284
41311 4.13.1.2 413.13 4.13.14 41321 41322 41323 4.1.324
41331 41332 41333 41334 41341 4.1342 4.1.343 41344
41351 41352 41353 41354 41361 4.13.62 4.13.6.3 4.13.64
4.13.7.1 41372 4.13.73.4.13.74 4.13.8.1 41382 4.1.3.83 4.13.84
41411 41412 41413 4.14.14 41421 41422 41423 41424
41431 41432 4.1433 41434 41441 41442 41443 41444
41451 41452 41453 41454 4.1.46.1 4.14.62 4.1463 41464
41471 41472 41473 41474 41481 41482 4.14.83 41484
42.1L1L1 42.1.1.2 42113 42.1.14 42121 421.22 4.2.1.23 42124
42131 42132 42133 42134 42141 42142 42143 42144
42.15.1 42152 42153 42154 42161 42162 4.2.1.63 42164
42.1.7.1 42.1.7.2 4.2.1.7.3 42174 42.18.1 42.1.82 42183 42184
42211 42212 42213 42214 42221 42222 42223 42224
42231 42232 42233 42234 42241 42242 42243 42244
4225.1 42252 42253 42254 4.2.2.6.] 42262 42263 42264
4227.1 42272 42273 42274 42281 42282 42283 42284
423.1.1 423.1.2 423.13 423.14 42321 42322 42323 42324
42331 42332 42333 42334 42341 42342 42343 42344
42351 42352 42353 42354 42361 42362 42363 42364
42.3.7.1 423.72 42373 42374 42381 423.82 42383 423384
424.1.1 424.12 424.13 424.14 42421 42422 42423 42424
42.43.1 42432 42433 42434 42441 42442 42443 42444
4245.] 42452 42453 42454 42461 4.24.62 42463 42464
42471 42472 42473 42474 42481 42482 42483 42484
43111 43112 43.1.13 43.1.14 43121 43.1.22 43.1.23 43.1.24
43.13.1 43.1.32 43,133 43.134 43141 43,142 43.143 43.144
43.15.1 43.152 43.1.53 43.1.54 43.16.1 43.1.62 43.1.63 43164
43.1.7.1 43.1.72 43.1.73 43.1.74 43181 43.1.82 43.1.83 43.184
43211 432,12 43213 43214 43221 43222 43223 43224
43.23.1 43232 43233 43234 43241 43242 43243 43244
4.3.25.1 43.2.52 43253 43254 43.26.1 43262 43263 43264
43.2.7.1 43.2.72 43273 43274 43.28.1 43282 43.283 43284
433.1.1 433.1.2 43.3.13 433.14 43321 43.3.22 43323 43324

121
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4333.1 43332
433.5.1 43352
433.7.1 433.7.2
434.1.1 434.12
43431 43432
434.5.1 43452
434.7.1 43472
44.1.1.1 44.1.1.2
44.13.1 44,132
44.1.5.1 44.152
44.1.7.1 44.1.72
44.2.1.1 44212
44.23.1 44232
442.5.1 44252
44271 44272
443.1.1 443.12
4433.1 44332
4435.1 44352
443.7.1 44372
444.1.1 444.12
4443.1 44432
4445.1 44452
44471 44472
45.1.1.1 45.1.1.2
45.13.1 45132
45.1.5.1 45152
45.1.7.1 45.1.7.2
45211 45212
4523.1 45232
45251 45252
45271 45272
453.1.1 453.1.2
4533.1 45332
45.3.5.1 4535.2
453.7.1 453.7.2
454.1.1 454.1.2
4543.1 45432
454.5.1 4.545.2
4.54.7.1 45472
46.1.1.1 4.6.1.1.2
46.13.1 46132
4,6,1.5.1 4.6.1.5.2
46.1.7.1 46.1.72
46.2.1.1 46.2.1.2
46231 46232
4.6.2.5.1 46252
46.2.7.1 46.2.72

43333
43353
433.73
434.13
43433
43453
4.34.7.3
44.1.13
44.1.3.3
'44.1.53
4.4.1.7.3
44.2.1.3
44233
44253
44273
4.4.3.1.3
44333
44353
443.7.3
444.13
44433
44453
444.7.3
45.1.1.3
4.5.13.3
4.5.1.5.3
4.5.1.7.3
45213
4.5.23.3
45253
452,73
453.13
45333
45353
453.73
454.13
45433
4.54.5.3
454.13
4.6.1.1.3
4.6.1.3.3
4.6.1.5.3
4.6.1.7.3
46.2.1.3
46233
46253
-4.62.73

43334
43354
43.3.74
434.14.
43434
43454
434.74
44.1.14
44.134
44.154
44.1.74
44.2.14
44234
44254
44274
443.14
44334
44354
44.3.74
444,14
44434
44454
44474
45.1.14
45.1.34
45.15.4
45.1.74
4.5.2.14
45234
45254
45.2.74
45.3.14
45334
45354
45374
4.54.14
45434
45454
454.74
46.1.14
4.6.134
4.6.1.5.4
46.1.74
46.2.14
46234
46254
46.2.74

43341 43342
43360 43362
43381 43382
43421 43422
43441 43442
4346.1 43462
4348 43482
44.12.1 44.122
44.14.1 44142
44.16.1 44162
44.18.1 44182
44221 44222
44241 44242
44261 44262
44281 44282
44321 44322
44341 44342
44361 44362
44381 44382
44421 44422
44441 44442
4446.1 4.4462
4.4.48.1 44482
45.12.1 45122
45.14.1 45142
4.5.16.1 45.16.2
45.18.1 45182
45221 45222
4524.1 45242
45261 45262
45281 45282
45321 45322
45341 45342
45361 45362
45381 45382
45421 45422
45441 45442
45461 45462
4548.1 454382
46121 46122
46.14.1 46142
46.16.1 4.6.1.62
46.18.1 46182
46221 46222
46241 46242
46261 46262
4628.1 46282

122

43343
43363
431383
43423
43443
43463
43483
44.123
44143
44.16.3
44183
44223
44243
44263
44283
44323
44343
44.3.6.3
44383
44423
444423
44463
44483
45.12.3
45,143
45.1.6.3
45183
45223
45243
45263
45283
45323
45343
45363
45383
45423
45443
45463
45483
46.1.23
46.1.4.3
4.6.1.6.3
46.1.83
46223
46243
46.2.6.3
46283

43344
433.64
43.3.84
43424
43444
43464
43484
44.124
44.144
4.4.164
44184
44224
44.24.4
44.2.6.4
44284
44324
44344
44.3.6.4
44384
44424
44.444
44464

44484 -

45.124
45.144
45.1.64
45.1.84
45224
45244
45264
45284
45324
45344
45364
45384

45424
45444
45464
45484
46.124
4.6.1.44
46.1.64
46.1.84
46.2.24
46244
46.2.6.4
46284
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4,6.3.1.1

4.6.3.3.1
4.635.1
4.6.3.7.1
4.64.1.1
4.6.4.3.1
4.645.1
4.6.4.7.1
4.7.1.1.1
4.7.1.3.1
4.7.1.5.1
4.7.1.7.1
4.7.2.1.1
4,7.23.1
4.725.1
4.7.2.7.1
4.73.1.1
4.73.3.1
473.5.1
4.73.7.1
4.74.1.1
4.74.3.1
4.74.5.1
4.74.7.1
4.8.1.1.1
4.8.1.3.1
438.1.5.1
4.8.1.7.1
4.8.2.1.1
48.2.3.1
48.25.1
48.2.7.1
4.8.3.1.1
4.83.3.1
483.5.1
4383.7.1
4.84.1.1
4.84.3.1
48.4.5.1
4.84.7.1

[V IV IV IV SV Y

Pt gt Pt Gt it s

-

.

SLBEE

M A S S I

S.LLL

.
.

4.6.3.1.2
46332
4.63.5.2
4.63.72
464.12
46432
46452
4.64.7.2
47.1.12
4.7.132
4.7.1.5.2
47172
47212
47232
4.725.2
47272
47312
47332
47352
4.73.3.2
4.74.1.2
47432
4.74.5.2
47472
4.8.1.1.2
4.8.1.3.2
48.1.5.2
48.1.7.2
48212
4.8.2.3.2
48252
4.8,2.7.2
483.1.2
48.3.3.2
48.3.5.2
4.8.3.7.2
484.1.2
48432
4.8.4.5.2
4.84.7.2
5.0LL12
5.1.1.3.2
5.1.1.5.2
5.1.1.7.2
5.12.1.2
5.1.2.3.2
S.1.2.5.2

4.6.3.1.3
46333
4.63.5.3
4.6.3.7.3
464.1.3
46433
4.6.4.5.3
46473
47.1.13
47133
4.7.1.5.3
4.7.1.7.3
4.7.2.13
4.7.23.3
47253
4.7.273
4.73.1.3
47333
47353
4.7.3.73
4.74.1.3
47433
4.74.5.3
4.74.7.3
4.8.1.1.3
48.133
4.8.1.5.3
48.1.73
48213
4.8.2.3.3
48253
48273
483.13
48333
4.8.3.5.3
48373
484.1.3
48433
4.84.5.3
4.8.4.73
5.L1L13
5.1.1.3.3
5.1.1.53
S.L173
5.1.2.1.3
5.1.2.33
5.1.2.5.3

4.6.3.1.4
46334
4.6.3.5.4
46374
464.1.4
46434
46454
46474
47114
47134
47.1.54
4.7.1.74
47214
47234
47254
47274
47314
47334
47354
47374
47414
47434
47.4.54
47414
48.1.14
48.134
48.1.54
48.1.74
432.14
48234
48254
482.74
483.14
48334
483.54
483.74
48414
48434
48454
4.8.4.74
5.1.1.1.4
5.1.13.4
5.1.154
5.1.1.74
5.1.2.14
5.1.2.3.4
51254

4.63.2.1
4634,
4.6.3.6.1
4.638.1
46421
4.64.4.1
4.64.6.1
4648.1
47121
4.7.14.1
4.7.16.1
4.7.18.1
4.722.]
4.724.1
4.7.26.1
4.7.28.1
47321
42341
4.736.1
4738.1
4742,
4744.1
4.7.4.6.)
4.748.1
48.1.2.1
48.14.1
48.16.1
48.18.1
48221
4824,
4826.1
4823,
48321
48341
4.83.6.1
4.838.1
48421
48441
4846.1
4848,
5.1.1.2.1
5.1.14.1
5.1.16.1
5.1.1.81
5122,
5.1.2.4.1
5.1.2.6.1

4.6.3.2.2
4.634.2
4.6.3.6.2
4.6.3.8.2
4.64.2.2
4.64.4.2
4.64.6.2
4.64.8.2
47.122
4.7.1.4.2
4.7.1.6.2
4.7.1.8.2
47222
4.7.24.2
4.726.2
47282
4.73.2.2
4734.2
4,73.62
473.8.2
4.74.2.2
47442
4.7.4.6.2
4.74.8.2
4.8.1.2.2
4.8.14.2
48.1.6.2
4.8.1.8.2
4.82.2.2
48242
4.82.6.2
4.8.2.8.2
4.8.3.2.2
4.83.4.2
4.83.6.2
48382
48422
48442
4.84.6.2
4.84.82
5.1.1.22
5.1.14.2
5.1.1.6.2
5.1.1.82
5.1.222
5.1.24.2
5.1.2.6.2

123

46323
4.6.3.4.3
4.6.3.6.3
4.6.3.8.3
4.64.2.3
46443
4.6.4.6.3
46483
47.123
47.143
47.163
4,7.1.83
47223
47243
4.1.2.63
472383
4.73.23
47343
473.6.3
47383
47423
4.7.443
4.7.4.63
4.7.4.83
48123
4.8.1.4.3
48.1.63
48183
43223
48243
48263
4382383
4.8.3.2.3
48343
4.8.3.6.3
483383
48423
438.44.3
4.8.4.63
4.8.4.8.3
51123
5.1.1.4.3
5.1.1.6.3
5.1.1.8.3
5.12.23
51243
5.12.63

46324
4.6.344
4.6.3.6.4
4.6.3.84
4.6.4.24
4.644.4
4.6.4.6.4
4.6.4.8.4
47124
4.7.14.4
4.7.1.6.4
4.7.184
47224
47244
47264
47.284
47324
47344
4.7.3.64
4.7.3.84
4.74.24
47444
4.74.6.4
47484
4.8.1.24
4.8.14.4
4.8.1.64
4.8.1.8.4
48224
48244
4.8.2.6.4
4.8.2.84
4.8.3.24
48344
4.8.3.64
48.3.84
48424
48444
48464
484384
5.1.1.24
5.1.144
5.1.1.64
5.1.1.84
5.12.24
5.1244
51264
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52472
53.1.12
5.3.1.32
53.15.2
5.3.1.7.2
53212
53232
53.252
53272
533.1.2
53332
53352
533.72
53412
5.34.32
5.34.5.2
534.7.2
54.1.1.2
54.1.3.2
54152
54.1.7.2
54.2.1.2
54232

1.
t.
1.
1.

uuum
u.u--\l
[T R

5.
5.
5.
S.
51373
5.14.1.3

'5.14.3.3

514523
5.1.4.7.3
52.1.1.3
52133
52.1.5.3
52.1.7.3
52213
52233
52253
52273
523.1.3
52333
52.3.5.3
523.1.3
524.1.3
52433
52453
52473
53.1.13
53.13.3
53.1.53
53.1.7.3
53213
53233
53.2.5.3
53273
533.13
53333
5.33.5.3
533.7.3
53.4.1.3
53433
53453
53473
5.4.1.1.3
54133
5.4.1.5.3
5.4.1.73
54.2.13
54233

52.13.4
52.15.4
52.1.7.4
52214
52234
52254
52274
523.14
52.3.3.4
52.3.5.4
52374
524.14
52434
5.2.4.5.4
52.4.7.4
53.1.14
53.13.4
53154
53.1.7.4
53214
53234
53254
53.2.7.4
533.14
53334
53354
53374
534.1.4
53434
53454
53474
54.1.1.4
54134
54.1.54
54.1.74
54214
54234

5.1

51321
5.1.3.4.1
5.1.3.6.1
5.1.3.8.1
5.14.2.1
5.144.1
5.1.4.61
5.148.1
5.2.1.2.1
52.14.1
5.2.1.6.1
5.2.1.8.1
52221
52241
5.2.2.6.1
5.228.1
52321
5.2.3.4.1
5.2.3.6.1
5.2.3.8.1
5.24.2.1
5.2.4.4.1
5.24.6.1
5.248.1
5§3.1.21
5.3.14.1
53.16.1
5.3.1.8.1
53221
53.24.1
53.2.6.1
5.3.2.8.1
53321
533411
5.33.6.1
5.3348.1
5.34.2.1
53441
534.6.1
5.34.8.1
54.1.2.1
54.141
54.1.6.1
54.1.8.1
54221
54241

5.1.382
51422
5.144.2
5.14.6.2
5.14.8.2
5.2.1.2.2
5.2.14.2
5.2.1.6.2
52182
52222
52242
§.226.2
5.2238.2
52322
5234.2
52362
52382
52422
52442
524.6.2
52432

.83.122

5.3.14.2
53.1.6.2
5.3.1.8.2
53222
5324.2
53262
53282
53322
53342
53362
53382
53422
53442
5.34.6.2
53482
54122
54.14.2
54,162
54.1.82
54.2.2.2
54242

124

52323
52343
5.2.3.6.3
52383
52423
52443
524.6.3
524383
§3.123
5.3.143
5.3.1.63
53.18.3
53.223
53243
5.3.2.6.3
53283
53323
53343
53.3.63
53383
53423
5.3.443
5.34.6.3
534823
54.1.2.)
54.14.3
54.1.6.3
54.183
54223
54243

51.284
5.13.24
5.1.344
51364
5.1.3.84
51424
51444
5.14.6.4
5.14.84

52124

52144
52.1.64
5.2.1.84
52224
52244
52264
52284
52324
52344
52364
52384
52424
52444
52464
52484
5§3.124
5.3.144
53.164
53.1.84
53224
53244
53264
53284
533.24
53344
53364
53384
53424
53444
53464
53.4.84
54124
54144
54.1.64
54.1.84
54224

54244
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54251 54252
54271 54272
54311 543.12
54331 54332
54351 54352
54371 54372
54411 54.4.12
54431 54432
5445.1 54452
54471 54472
55111 55.1.12
55.13.1 55132
55151 55.1.5.2
55.17.1 55.1.72
55211 55212
55231 55232
55251 55252
55271 55272
553.01.1 553.12
55331 55332
5535.1 55352
55371 55372
5.54.1.1 554.12
55431 55432
5.5.45.1 5.54.52
55471 55472
56111 561.12
56131 56132
56.1.5.1 56.1.52
56.1.7.1 5.6.1.72
56211 56212
56231 56232
562.5.1 56252
56271 56272
563.1.1 563.12
56331 56332
563.5.1 56352
563.7.1 56372
5.64.1.1 '5.64.12
5643.1 56432
564.5.1 56452
5.64.7.1 5.64.7.2
57011 57112
57.13.1 57132
57151 57152
57171 57172
57211 57212
57231 57232

54253
54.2.73
54.3.13
54333
54353
54.3.73
544.13
54433
54453
544.73
55.1.13
5.5.133
5.5.1.53
5.5.1.73
$5.2.13
55233
5.5.2.53
55273
5.5.3.1.3
5.5.3.33
55353
5.5.3.73
554.13
55433
55453
554,73
5.6.1.13
5.6.1.33
5.6.1.5.3
5.6.1.7.3
56.2.1.3
5.6.2.3.3
5.6.25.3
56223
5.6.3.13
5.63.3.3
5.63.5.3
5.6.3.7.3
564.13
5.64.3.3
5.64.5.3
5.6.4.7.3
5.7.1.13
5.7.133
5.7.1.5.3
5.7.1.73
5.7.2.13
57233

54254
54274
543,14
54334
54354
54.3.74
54.4.1.4
54434
54454
54474
55.1.14
5.5.134
55154
55.1.74
55.2.1.4
55234
55254
55274
55314
55334
55354
55374
554.1.4
55434
55454
554.74
56.1.14
56.13.4
56.15.4
56.1.74
56214
56.23.4
56.2.5.4
56274
56314
56334
56354
56374
5.6.4.1.4
56434
56454
564.74
57114
52134
57154
57.1.74
57214
57234

54261 54262
34281 54282
54321 54322
54341 54342
543.6.1 543.62
54331 54382
54421 54422
5444.1 54442
5.446.1 54462
54481 54482
55.1.2.1 55.122
55.1.41 55.14.2
5.5.1.61 55.1.62
5.5.1.8.1 55.182
55221 55222
55.24.1 55242
5.5.26.1 55262

35281 55282

55321 55322
55341 55342
5536.1 55362
553.8.1 55382
55421 55422
5544.1 55442
55.4.6.1 55462
55.48.1 55482
56.1.2.1 56122
56.14.1 56142
56.1.6.1 5.6.1.62
56.1.8.1 5.6.1.8.2
5622.1 56222
56241 56242
562.6.1 56262
56281 56.2.8.2
56321 56322
5634.1 56342
5.63.6.1 56362
56381 56382
5.642.1 56422
564.4.1 5.6.442
5.64.6.1 56462
56481 56482
57121 57122
57141 57142
57161 5.7.162
57.18.1 5.7.1.8.2
57221 57222
57241 57242

125

54263
54283
54323
54343
54363
54383
54423
54443
5.4.4.6.3
54483
55.123
55.143
5.5.1.6.3
55.1.83
35223
5.5.243
5.5.2.6.3
552383
553.23

55343

55363
553.83
55423
55443
55463
55483
56123
56143
56.1.63
56.1.8.3
56223
5.6.243
5.62.63
5.6.2.83
56.3.23
56343
5.63.6.3
5.63.83
56423
56443
56463
5.64.83
57123
57143
57163
5.7.1.83
57223
57243

5.4.2.6.4
54284
54.3.24
54344
543.6.4
54384
54.4.2.4
54444
54.4.6.4
54484
55.1.2.4
5.5.1.4.4
5.5.1.6.4
5.5.184
55224
55244
5.52.6.4
55.2.8.4
55324
55.34.4
553.6.4
55384
55424
55.4.4.4
5.5.4.6.4
55484
5.6.12.4
5.6.1.44
5.6.1.6.4

56.1.84 .

5.6.2.2.4
56244
5.62.64
5.6.2.8.4
5.6.3.2.4
5.6.3.4.4
5.6.3.6.4
56384
56424
5.6444
5.6.4.6.4
56484
5.7.124
5.7.144
5.7.1.6.4
5.7.1.8.4
57224
57244
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5.7.25.1 57252 57253 57254 5.7.26.1 57262 57263 5.7264
57271 57272 57273 57274 57281 57282 57283 57284
3.7.3.11 57312 573,13 5.7.3.14 5.73.2.0 57322 57323 57324
57.33.1 §73.3.2 57333 57334 57341 57342 57343 57344
§.73.5.1 57352 57353 5.73.54 5.73.6.1 57362 5.7.3.63 57364
5.7.37.1 57372 523,73 52374 57381 57382 5.7383 57384
574.1.1 5.74.12 57413 57414 57421 57422 57423 57424
5.743.1 57432 57433 57434 5744.1 57442 57443 57444
5.74.5.1 57452 5.74.53 57454 574.6.1 57462 57463 57464
57471 57472 57473 57474 5.7.4.8.1 57482 5.74.83 57484
5.8.1.1.1 5.8.1.1.2 S8.1.1.3 5.8.1.1.4 58.1.21 58.122 58.123 58.1.24
5.8.13.1 5.8.1.32 58.13.3 5.8.1.34 58.141 58.142 58.143 58144
5.8.1.5.1 5.8.1.5.2 5.8.153 58154 58.1.6.1 58.1.6.2 58.1.63 58.1.64
5.8.1.7.1 5.8.1.7.2 5.8.1.73 58.1.74 58.1.8.1 58182 58.1.83 58.1.84
5.8.2.1.1 -5.8.2.1.2 ‘58213 58.2.14 58221 58222 58223 58224
5.823.1 5.82.3.2 58233 5.8234 5.824.1 58242 58243 58244
58.25.1 58252 58253 58254 58261 58262 58263 58264
5.8.2.7.1 58272 58273 58274 5.8.2.8.1 58282 58283 58284
583.1.1 5.83.12 583.13 5.83.14 58321 58322 583.23 58324
5.8.3.3.1 58332 58333 58334 58.34.1 58342 58343 58344
5.83.5.1 58352 58353 58354 583.6.1 58362 583.63 58364
5.8.3.7.1 5.83.72 5.83.7.3 5.83.74 58.3.8.1 58382 5.83.83 58384
5.84.1.1 5.84.1.2 584.1.3 584.14 58421 58422 58423 58424
58.4.3.1 58432 58433 58434 5.844.1 58442 58443 58444
58451 58452 58453 58454 58461 58462 58463 58464
5.84.7.1 5.84.72 5.84.73 584.74 5.8.4.8.1 58482 5.84.83 58484
6.1.1.1.1 6.1.1.12 6.1.1.1.3 6.1.1.14 6.1.1.21 6.1.1.22 6.1.1.23 6.1.1.24
6.1.1.3.1 6.1.1.3.2 6.1.1.3.3 6.1.1.34 6.1.1.4.1 6.1.142 6.1.143 6.1.14.4
6.1.15.1 6.1.152 6.1.1.53 6.1.1.54 6.1.1.6.1 6.1.1.62 6.1.1.63 6.1.1.64
6.1.1.7.1 6.1.1.72 6.1.1.7.3 6.1.1.74 6.1.1.8.1 6.1.1.82 6.1.1.8.3 6.1.1.84

6.1.2.1.1 6.12.1.2 6.1.2.1.3 6.1.2.1.4 6.1.2.2.1 6.1.222 6.1.223 6.1.224
6.123.1 6.1.23.2 61233 6.1.234 6.1.24.1 61242 6.1243 61244
6.1.2.5.1 6.1.252 6.1.253 6.1.254 6.1.26.1 61262 61263 6.12.64
61271 61272 61273 61274 6.1.28.1 61282 6.1.283 6.1.284
6.13.1.1 613.1.2 6.13.13 6.1.3.14 61321 6.13.22 61323 61324
6.1.33.1 6.1.3.3.2 6.1.3.3.3 6.1.3.34 6.134.1 6.1.342 6.1.343 6.1.344
6.1.3.5.1 6.13.52 6.1.353 6.1.3.54 6.1.36.1 6.13.62 6.1.3.63 61364

6.13.7.1 6.13.7.2 6.1.3.7.3 6.1.3.74 6.1.3.8.1 6.1.3.82 6.13.83 6.1.3.84
6.14.1.1 6.14.12 6.1.4.13 6.14.14 6.1.42.1 61422 6.14.23 61424
6.1.43.1 6.1.43.2 61433 6.1434 6.144]1 6.1.44.2 61443 61444
6.1.4.51 61452 61453 6.1.454 6.1.46.1 6.1.4.6.2 6.14.6.3 6.14.64
6.14.71 61472 61473 6.14.74 6.14.8.1 61482 6.14.8.3 6.14.84
62.1.1.1 62.1.12 6.2.1.1.3 62.1.14 62.121 6.2.1.22 6.2.1.23 62124
6.2.13.1 6.2.1.3.2 62,133 62134 62.1.41 6.2.142 62.143 6.2.144
6.2.1.5.1 62.1.52 62,153 62.154 62161 62162 62163 62.1.64
62.1.7.1 621.72 62173 62.1.74 62.18.1 6.2.1.82 62.1.83 6.2.1.84
622.1.1 62212 62213 62214 62221 62222 62223 62224
62.23.1 62232 6.2.233 62.234 62241 62242 62243 6.2.244

126
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6.2.2.5.1
622.7.1
62.3.1.1
6233.1
6.2.3.5.1
623.7.1
624.1.1
6243.1
6.245.1
6.24.7.1
6.3.1.1.1
63.13.1
6.3.15.1
63.1.7.1
6.3.2.1.1
6.3.23.1
6.3.2.5.1
63271
6.3.3.1.1
6.3.3.3.1
6335.1
6.3.3.7.]
634.1.1
6.3.43.1
6.3.4.5.1°
6.3.4.7.1
6.4.1.1.1

64.13.1
6.4.15.1
64.1.7.1
64.2.1.1
6.4.23.1
64.2.5.1
64.2.1.1
6.4.3.1.1
6433.1
6.4.3.5.1
6.4.3.7.1
6.4.4.1.1
6.4.4.3.1
6.4.4.5.1
6.4.4.7.1
6.5.1.1.1
6.5.1.3.1
6.5.1.5.1
6.5.1.7.1
6.5.2.1.1
6.5.23.1

6.2.2.5.2
6.2.2.7.2
6.2.3.1.2
6.2.3.3.2
6.2.3.5.2
6.2.3.7.2
6.2.4.1.2
6.243.2
6.2.4.5.2
6.24.7.2
6.3.1.1.2
6.3.1.3.2
6.3.1.5.2
6.3.1.7.2
6.3.2.1.2
6.3.2.3.2
6.3.2.5.2
6.3.2.7.2
6.3.3.1.2
6.3.3.3.2
63352
6.3.3.7.2
6.34.12
6.3.43.2
6.3.4.52
6.34.7.2
6.4.1.1.2
64.13.2
6.4.15.2
6.4.1.7.2
6.4.2.12
64232
6.4.2.5.2
6.4.2.7.2
64.3.1.2
6.4.3.3.2
6.4.3.5.2
6.4.3.7.2
6.4.4.12
6.44.3.2
64452
6.4.4.7.2
6.5.1.1.2
6.5.1.3.2
6.5.1.52
6.5.1.7.2
65212
6.5.232

6.2.2.5.3
6.2.2.7.3
6.23.1.3
6.2.3.3.3
6.23.5.3
62373
6.24.1.3
62433
6.24.5.3
6.24.7.3
6.3.1.1.3
6.3.1.3.3
6.3.1.5.3
6.3.1.7.3
6.3.2.1.3
6.3.2.3.3
6.3.2.5.3
63.2.7.3
6.3.3.13
63333
63353
6.3.3.7.3
6.34.13
6.34.3.3
6.34.5.3
6.3.4.7.3
6.4.1.1.3
6.4.1.3.3
6.4.1.5.3
6.4.1.7.3
64.2.1.3
6.4.2.3.3
6.4.25.3
6.4.2.7.3
6.4.3.1.3
6.4.3.3.3
6.4.3.5.3
6.4.3.7.3
6.4.4.1.3
6.44.3.3
6.4.4.5.3
6.44.7.3
6.5.1.1.3
6.5.1.3.3
6.5.1.5.3
6.5.1.7.3
6.5.2.1.3
6.5.23.3

6.2.2.5.4
62274
6.2.3.14
6.2.3.3.4
62354
6.2.3.74
6.24.14
62434
6.2.4.5.4
6.24.74
6.3.1.14
63.13.4
63.154
6.3.1.7.4
6.3.2.14
6.3.2.3.4
6.3.2.5.4
63.274
63.3.14
6.3.3.34
63354
633.74
63.4.14
6.3.4.3.4
63.4.5.4
634.74
6.4.1.1.4
64.1.3.4
6.4.1.5.4
6.4.1.7.4
64.2.1.4
64.2.3.4
6.4.2.5.4
6.4.2.7.4
6.4.3.14
6.4.3.3.4
643.54
64.3.74
6.4.4.1.4
6.4.4.3.4
6.4.4.5.4
6.4.4.7.4
6.5.1.1.4
65.134
6.5.1.5.4
6.5.1.7.4
6.5.2.1.4
65234

6.2.26.1 62.2.62
62281 6.2.2.82
62321 62322
6.234.1 623.42
6.2.3.6.1 6.2.3.6.2
6238.1 62382
62421 62422
62441 62442
62.46.1 62462
62481 62.4.82
63.12.1 63.122
63.14.1 63.142
6.3.1.6.1 63.1.62
63.18.1 63.1.82
63221 63222
6.32.4.] 63.2.42
632.6.1 63.262
63281 63.2.82
63321 63322
63341 63342
633.6.1 633.62
63381 63382
63421 63422
6.3.4.4.1 6.3.442
63.4.61 63.4.62
63481 6.3.4.82
64.12.1 64.1.22
64.14.1 6.4.14.2
6.4.1.61 6.4.1.62
6.4.18.1 64.1.82
6.422.1 64222
64241 64242
6.4.26.1 6.4.262
64281 642382
6.4.32.1 64322
6.4.34.1 64342
6.4.3.6.1 643.6.2
6.4.3.8.1 64382
6.4.42.1 64422
6.4.44.1 64442
6.4.4.6.1 64462
64481 64482
65121 6.5.122
65.14.1 6.5.14.2
6.5.1.6.1 6.5.1.62
65.1.8.1 65.182
65221 65222
65.24.1 65242

127

6.2.2.6.3
62283
62323
62343
6.2.3.63
6.2.383
62.42.3
62443
6.2.4.63
6.2.4.8.3
63123
6.3.143
63.1.6.3
6.3.1.8.3
63223
6.3.243
6.3.2.6.3
6.3.2.83
6.3.323
6.3.3.4.3
6.3.3.63
6.3.3.83
63423
6.3.443
6.3.4.6.3
6.3.4.83
64.123
6.4.1.43
64.1.63
6.4.1.83
64.2.2.3
64243
6.4.2.63
6.4.2.83
6.43.23
6.4.3.43
6.4.3.6.3
64383
64423
64443
6.4.4.63
64483
6.5.1.23
6.5.1.43
65.16.3
6.5.183
652223
6.5.243

6.2.2.6.4
62.284
6.2.3.24
62344
6.2.3.64
6.2.3.8.4
62424
62444
6.24.6.4
62484
63.124
6.3.14.4
6.3.1.64
6.3.1.84
6.3.2.2.4
6.3.244
6.3.2.6.4
6.3.2.84
6.3.3.24
6.3.344
6.3.3.64
63384
6.3.4.24
63444
6.3.4.64
6.3.484
64.124
64.144
64.164
64.1.84
64224

64244

64.26.4
64284
64.3.24
6.4.344
6.4.3.6.4
64384
64.4.24
64444
6.4.4.6.4
64.4.84
65.1.24
6.5.144
65.1.64
6.5.1.84
6.5.2.2.4
6.524.4
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6.5.2.5.1
6.5.2.7.1
6.5.3.1.1
6.5.3.3.1
6.5.3.5.1
6.5.3.7.1
654.1.1
6.543.1
6.5.4.5.1
6.54.7.1
6.6.1.1.1
6.6.1.3.1
6.6.1.5.1
6.6.1.7.1
6.6.2.1.1
6.6.2.3.1
6.6.2.5.1
6.6.2.7.1
6.6.3.1.1
6.6.3.3.1
6.6.3.5.1
6.6.3.7.1
6.6.4.1.1
6.6.43.1
6.64.5.1
6.6.4.7.1
6.7.1.1.1
6.7.1.3.1
6.7.1.5.1
6.7.1.7.1
6.7.2.1.1
6.72.3.1
6.7.2.5.1
6.7.2.7.1
6.7.3.1.1
6.7.3.3.1
6.7.3.5.1
6.73.7.1
6.74.1.1
6.7.43.1
6.7.45.1
6.7.4.7.1
6.8.1.1.1
6.8.13.1
6.8.15.1
6.8.1.7.1
63.2.1.1
6.8.23.1

6.5.2.5.2
6.5.2.7.2
6.5.3.12
6.5.3.32
6.5.3.5.2
6.5.3.7.2
6.54.12
6.5432
6.5.4.5.2
6.5.4.7.2
6.6.1.1.2
6.6.1.3.2
6.6.1.5.2
6.6.1.7.2
6.6.2.1.2
6.6.2.3.2
6.6.2.5.2
6.6.2.7.2
6.6.3.1.2
6.6.3.3.2
6.6.3.5.2
6.63.7.2
6.6.4.1.2
6.643.2
6.6.4.5.2
6.64.7.2
6.7.1.12
6.7.132
6.7.1.5.2
6.7.1.72
6.72.12
6.723.2
6.7.2.5.2
6.7.2.7.2
6.7.3.1.2
6.7.33.2
6.7.3.5.2
6.7.3.7.2
6.74.12
6.74.3.2
6.74.5.2
6.74.7.2
6.8.1.1.2
68.132
6.8.1.5.2
68.1.72
6.8.2.1.2
68232

6.5.2.5.3
6.52.7.3
6.5.3.13
6.5.33.3
6.53.5.3
6.5.3.7.3
6.5.4.13
6.543.3
6.5.4.5.3
6.54.7.3
6.6.1.1.3
6.6.1.33
6.6.1.5.3
6.6.1.7.3
6.6.2.13
66233
6.6.2.5.3
6.6.2.7.3
6.6.3.1.3
66333
6.6.3.5.3
6.6.3.7.3
6.6.4.1.3
6.643.3
6.6.4.5.3
6.64.7.3
6.7.1.1.3
6.7.13.3
6.7.1.5.3
6.7.1.1.3
6.72.13
6.72.33
6.7.2.5.3
6.7.2.1.3
6.73.1.3
6.7.3.3.3
6.7.3.5.3
67373
6.7.4.13
6.7.43.3
6.1.45.3
6.7.4.7.3
6.8.1.1.3
6.8.1.33
68.153
68.1.73
6.8.2.1.3
6.8.23.3

65254
6.5.2.7.4
6.5.3.14
6.5.3.34
6.5.3.5.4
6.5.3.74
6.54.14
65434
6.54.5.4
6.54.74
6.6.1.14
6.6.1.3.4
6.6.1.5.4
6.6.1.74
6.6.2.14
6.6.2.34
6.6.2.5.4
6.6.2.74
6.6.3.1.4
6.6.3.3.4
6.6.3.5.4
6.6.3.7.4
6.6.4.1.4
6.6.4.34
66454
6.64.74
6.7.1.1.4
6.7.1.34
6.7.1.54
6.7.1.7.4
67214
6.7.2.34
6.7.25.4
6.7.2.74
6.7.3.14
6.7.3.34
6.7.354
6.73.74
6.74.14
67434
67454
67474
6.8.1.1.4
68.1.34
68.1.54
68.1.74
68214
68234

6.526.1 65262
6.5.2.8.1 6.5.2.8.2
6.5.3.2.1 6.5.3.22
6.534.1 65342
6.5.3.6.1 6.53.6.2
6.5.3.8.1 65382
6.54.2.1 65422
6.544.1 65442
6.5.4.6.1 6.54.6.2
6.54.8.1 65482
6.6.1.2.1 6.6.1.2.2
6.6.14.1 6.6.1.4.2
6.6.1.6.1 6.6.1.6.2
6.6.1.8.1 6.6.1.8.2
6.6.2.2.1 6.6.2.2.2
6.6.24.1 6.6.24.2
6.6.2.6.1 6.6.2.6.2
6.62.8.1 6.6.2.8.2
6.63.2.1 6.6.3.22
6.6.34.1 66342
6.6.3.6.1 6.6.3.6.2
6.6.3.8.1 6.6.3.8.2
6.64.2.1 6.64.2.2
6.6.4.4.1 66442
6.64.6.1 664.6.2
6.64.8.1 6.64.8.2
6.7.1.2.1 6.7.12.2
67.1.4.1 67.142
6.7.1.6.1 6.7.1.62
6.7.1.8.1 6.7.1.8.2
67221 6.72.22
6.7.24.1 6.724.2
6.7.2.6.1 6.7.2.6.2
6.7.28.1 6.72.8.2
6.73.2.1 6.73.22
6.7.34.1 6.7.3.4.2
6.736.1 673.6.2
67381 67382
67421 6.74.2.2
6.744.1 67442
6.74.6.1 6.74.6.2
6748.1 67482
6.8.1.2.1 6.8.1.2.2
68.141 6.38.14.2
6.8.1.6.1 6.8.1.62
6.8.1.8.1 6.8.1.82
6.8.22.1 68222
6.824.1 68242

128

6.5.263
6.5.2.8.3
6.5.3.23
65343
6.5.3.6.3
6.5.3.83
6.54.2.3
6.54.4.3
6.5.4.6.3
6.54.83
6.6.1.2.
6.6.1.4.3
6.6.1.6.3
6.6.1.83
66223

6.6.243

662.6.3
6.62.83
6.6.3.2.3
6.63.4.3
6.63.63
6.6.3.8.3
6.64.2.3
6.6.4.4.3
6.6.4.6.3
6.64.8.3
6.7.1.23
6.7.143
6.1.1.63
6.7.1.8.3
6.72.23
6.7.2.4.3
67263
6.7.2.83
6.13.2.3
6.7.34.3
6.73.6.3
6.7.3.83
6.742.3
6.7.443
6.7.4.63
6.7.483
6.8.123
6.8.1.43
6.8.1.63
6.8.1.83
6.8223
6.8243

65.2.64
65284
65324
65344
6.5.3.6.4
6.5.3.8.4
6.5.4.2.4
65444
6.5.4.6.4
6.5.4.8.4
66124
6.6.1.4.4
6.6.1.6.4
66.1.8.4
6.6.2.2.4
6.6.24.4
6.6.2.6.4
6.6.2.8.4
6.6.3.2.4
6.6.3.4.4
663.64
6.6.3.8.4
6.6.42.4
6.6:4.4.4
6.6.4.6.4
6.6.4.8.4
6.7.12.4
6.7.1.4.4
6.7.1.6.4
6.7.1.8.4
6.7.22.4
6.7.2.4.4
61264
6.7.28.4
6.7.3.24
6.7.3.44
6.7.3.6.4
61384
6.7.4.24
6.7.4.4.4
6.7.4.6.4
6.7.4.84
6.8.1.24
6.8.1.4.4
6.8.1.6.4
6.8.1.8.4
68224
6.8.2.4.4
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6.82.5.1 6.82.52 6.8.2.53 68.2.54 6.82.6.1 68262 68.2.63 68264
68.27.1 68272 68273 68274 6828.1 68282 68283 68284
6.8.3.1.1 6.8.3.12 68.3.1.3 6.8.3.14 68321 68322 683.2.3 6.8.3.24
6.8.3.3.1 68332 68333 68.334 6.834.1 68342 68343 68344
6.8.3.5.1 6.8.3.52 68353 68354 68361 681362 683.63 6.8.3.64
6.8.3.7.1 6.8.3.72 68.3.73 683.7.4 68381 68382 683.83 68384
6.8.4.1.1 68.4.12 684.13 684.14 6842) 68422 684.23 68424
684.3.1 68432 68433 68434 68441 68442 68443 68444
6.8.4.5.1 6.84.52 68453 68454 6.84.6.1 68462 6.84.63 6.84.64
6.84.7.1 6.8.4.72 68473 684.74 68481 68482 68483 68484
70011 7.L112 7.L1L13 70104 7.1120 70122 7.1.1.23 7.1.1.24
71131 7.1.132 7.1.133 7.1.134 71,141 7.1.142 71143 7.1.144
7.1.1.5.1 7.1.1.52 7.1.1.53 7.1.154 7.1.161 7.1.162 7.1.1.63 7.1.1.64
71171 70472 74173 71074 7.1.181 71182 7.1.1.83 7.1.184
71201 71212 71213 71214 71221 71222 71223 71224
71231 71232 71233 71234 71240 71242 71243 71244
71251 7.1.2.52 7.1.253 71254 71261 11262 71263 7.1.264
71270 71272 71273 71274 7.1.28.1 71282 71283 7.1284
71300 7.13.1.2 71313 71304 70320 71322 71323 71324
71331 71332 71333 71334 7.1341 71342 71343 71344
71351 7.1352 7.1353 7.1.354 71361 7.1362 71363 71.3.64
71371 7.13.72 7.13.73 7.3.74 7.1.381 7.1382 71383 71384
71411 7.1.4.12 71413 7.1.4.14 71421 71422 7.1423 71424
71431 7.1432 7.1433 7.1.434 7.1441 71442 71443 71444
71451 7.1.452 7.1453 71454 7.146.1 7.1462 71463 7.14.64
71471 71472 71473 71474 7.1481 7.1482 7.1483 7.1.4.84
72111 72112 72113 72114 72121 72122 72123 72124
72131 72132 72133 72134 72141 72142 72143 72144
72151 72152 72.1.53 72154 72161 72162 72163 72164
72.1.7.1 72172 72173 72174 72181 72182 72183 72.184
72201 72212 72213 72214 72221 72222 72223 72224
72231 72232 12233 72234 72241 72242 72243 72244
72251 72252 72253 72254 12261 72262 72263 12264
72271 72272 72213 72274 72281 72282 72283 72284
723.1.1 723.1.2 72313 723.14 72321 72322 72323 72324
72331 72332 72333 72334 72341 72342 72343 72344
7235.1 72352 72353 72354 12361 72362 72363 723.64
72371 72372 72313 72374 72381 72382 72383 72384
72411 72412 72413 72414 72421 72422 72423 72424
72431 72432 72433 72434 72441 72442 72443 72444
72451 72452 72453 72454 72461 72462 72463 72464
12471 72472 12413 72474 72481 72482 72483 72484
73010 73012 73103 73114 73121 73122 73123 73.124
73131 73132 73133 73134 73040 73142 73143 73.144
73.1.5.1 73.1.52 73153 73154 73161 73162 73163 73.164
731701 73.1.72 73.073 73174 73181 73182 73183 73.184
73201 73202 73213 73214 13221 73222 73223 73224
73231 73232 73233 13234 73241 73242 13243 73244
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13.25.1
73271
13311
13331
73351
13371
134.1.1
73431
7.34.5.1
7.34.7.1
74.1.1.1
74.13.1
74.15.1
714.1.7.1
74.2.1.1
74.23.1
7425.1
74.2.7.1
743.1.1
74331
74.3.5.1
7.4.3.7.1
744.1.1
7.4.4.3.1
7.4.4.5.1
74471
7.5.1.1.1
75.1.3.1
7.5.1.5.1
7.5.1.7.1
7.5.2.1.1
7.523.1
7.5.2.5.1
7.5.2.7.1
7.5.3.1.1
7.5.3.3.1
7.5.3.5.1
75371
7.54.1.1
7543.1
7.545.1
7.54.7.1
7.6.1.1.1
7.6.1.3.1
7.6.1.5.1
7.6.1.7.1
7.6.2.1.1
1.6.2.3.1

13252 73253
73272 73273
73.3.12 73313
73332 73333
73352 73353
13372 13373
73412 73413
73432 73433
73452 73453
73472 73473
74112 74.1.13
74.1.32 74.133
74152 74.153
74.1.72 74173
74.2.12 74213
74232 74233
74252 74253
74272 74273
743.12 743.13
74332 74333
74352 74353
74372 74373
744.12 744.1.3
74432 74433
74452 74453
74472 74473
7.5.1.1.2 7.5.1.1.3
75132 75.133
7.5.15.2 7.5.1.5.3
75.1.72 75173
752.12 715213
75232 75233
75252 75253
75272 75273
7.53.12 75313
7.5332 75333
75352 75353
753.72 75373
75412 754.13
75432 75433
75452 75453
75472 754.33
76.1.12 7.6.1.13
7.6.1.32 7.6.1.33
7.6.1.52 7.6:.1.53
7.6.1.7.2 7.6.1.7.3
7.6.2.12 7.6.2.1.3
1.6232 7.6.2.33

73.2.54
7.3.2.74
733.14
73334
73354
7.33.74
734.14
73434
73454
73474
74.1.14
74.134
74.154
74.1.74
74214
74234
74254
74.2.74
74.3.14
74334
74.3.54
74374
74.4.14
74434
74454
744,74
7.5.1.14
7.5.1.34
75.154
7.5.1.74
7.5.2.14
7.5.234
7.5.254
7.5.2.74
7.5.3.14
7.5.3.34
7.5.3.54
753.74
754.14
75434
754,54
75474
76.1.14
7.6.1.3.4
7.6.1.54
7.6.1.74
7.6.2.1.4
7.6.2.3.4

73.2.6.1 73262
73281 73282
73320 73322
73341 73342
73361 733.62
7.3.3.8.1 7.3.3.8.2
73421 13422
73441 73442
7.3.4.6.1 134.62
73481 73482
74.12.1 74122
74.14.1 74142
74.16.1 74162
74.1.8.1 7.4.1.82
74221 74222
74.24.1 74242
7426.1 74262
74281 74282
74321 74322
74341 74342

74.3.6.1 74362

7.43.8.1 743382
74421 14422
74441 14442
74461 14462
74481 74482
75121 15122
75.14.1 75142
75.16.1 75.1.62
75181 75182
75221 15222
7.524.1 75242
752,61 7.52.62
75281 75282
7.53.2.1 75322
75341 75342
753.6.1 7.53.6.2
75381 75382
75421 75422
75441 75442
754.6.1 75462
7.54.8.1 7.54.8.2
76.1.2.1 76122
7.6.14.1 76,142
7.6.1.6.1 7.6.1.62
7.6.1.8.1 7.6.182
76221 7.6222
76.24.1 7.6.24.2
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7.3.2.63
73.2.8.3
73323
7.3.3.43
7.3.3.6.3
7.3.3.83
73423
73443
7.34.6.3
7.34.8.3
74123
74.143
74.1.6.3
74.1.83
74223
74243
74263
74.2.8.3
74323
74343
74.3.6.3
74383
74423
74443
74463
74483
7.5.1.2.3
75.143
7.5.1.6.3
75.1.83
75223
7.5.24.3
7.52.63
75283
753.23
75343
75.3.63
75383
75423
75443
7.54.63
7.54.83
76.1.2.3
7.6.14.3
7.6.1.6.3
7.6.18.3
76223
7.6.24.3

13264
7.3.2.84
7.3.3.24
73344
7.3.3.6.4
73384
7.34.24
73444
7.34.64
7.34.84
74124
74144
74.1.6.4
74.18.4
74224
74244
74264
74284
74324
74344
14.3.6.4
74384
74424
74444
74.4.64
74484
75124
75.1.44
7.5.1.64
75.1.84
75224
75244

75264

7.5.2.84
75324
7.5.3.4.4
7.5.3.6.4
75384
75424
15444
7.5.4.6.4

75484

7.6.124
7.6.1.4.4
7.6.1.6.4
7.6.1.8.4
16224
76244
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7.6.2.5.1
1.6.2.1.1
7.6.3.1.1
1.6.3.3.1
7.6.3.5.1
1.63.7.1
7.6.4.1.1
1.64.3.1
1.64.5.1
7.6.4.7.1
17.1.1.1
7.7.13.41
7.7.1.5.1
77171
7.7.2.1.)
7.7.2.3.1
77.25.1
7.7.2.7.1
7.13.1.1
1.7.3.3.1
1.73.5.1
71371 .
7.74.1.1
7.14.3.1
7.74.5.1
7.74.9.1
78.1.1.1
7.8.13.1
7.8.1.5.1
7.8.1.7.1
78.2.1.1
7.823.1
7.82.5.1
7.8.2.7.1
7.8.3.1.1
78331
7.83.5.1
78371
784.1.1
7.8.4.3.1
7.84.35.1
7.84.7.1
8.1.1.1.1
8.1.1.3.1
8.1.1.5.1
8.LL71
8.1.2.1.1
8.123.1

7.6.2.5.2
7.62.72
763.1.2
76332
7.6.3.5.2
7.6.3.7.2
7.64.1.2
76432
76452
7.64.7.2
77112
7.7.13.2
7.7.15.2
7.7.1.9.2
7.72.1.2
7.72.3.2
7.72.5.2
77272
7.73.1.2
7.733.2
77352
7.73.7.2
7.74.12
7.7432
77452
77472
7.8.1.12
7.8.13.2
7.8.15.2
78.1.72
7.8.2.12
78232
7.825.2
7.82.7.2
7.83.1.2
78332
7.83.5.2
7.83.7.2
784.1.2
78432
7.84.5.2
784.72
8.1.1.12
8.1.1.32
8.1.1.5.2
8.1.1.72
8.1.2.1.2
8.1.23.2

762353
76.2.7.3
763.1.3
76333
7.6.3.53
7.6.3.7.3
7.64.1.3
76433
76453
76.4.7.3
71113
7.71.33
7.7.1.5.3
7.7.1.73
7.7.2.13
77233
7.7.2.5.3
7.7.2.1.3
77313
7.733.3
773353
7.1.3.73
7.74.1.3
77433
7.74.5.3
7.74.93
7.8.1.1.3
7.8.133
78153 .
7.8.1.7.3
7.82.1.3
7.8.233
7.82.53
78273
7.83.13
78333
7.8.3.5.3
78373
7.84.13
7.8.433
784353
7.84.7.3
8.1.L.13
8.1.133
8.1.1.53
8.1.1.7.3
8.1.213
81233

76.2.5.4
76.2.7.4
76.3.1.4
76.3.3.4
7.6.3.54
7.6.3.7.4
7.6.4.1.4
7.6.4.3.4
7.64.5.4
7.64.7.4
7.7.1.14
77134
7.7.15.4
7.7.1.7.4
77.2.14
77234
77254
77274
7.73.14
77334
77354
77374
7.74.14
7.743.4
7.74.5.4
77474
7.8.1.1.4
7.8.1.3.4
7.8.1.5.4
78.1.7.4
7.82.14
7.8.2.3.4
7.8.2.5.4
78274
7.83.1.4
7.83.34
7.8.3.5.4
7.83.7.4
7.8.4.14
7.843.4
7.84.5.4
7.8.4.7.4
8.1.1.1.4
8.1.13.4
8.1.1.5.4
8.1.1.7.4
8.1.2.1.4
8.1.234

76.2.6.1 7.6.2.6.2
762381 76282
76321 1.6.3.22
763.4.1 76342
7.63.6.1 7.6.3.6.2
7.63.8.1 7.63.82
76421 7.6.4.2.2
76.44.1 16442
76461 7.64.62
76481 7.6.4.8.2
77121 7.7.1.22
77141 7.7.1.42
7.7.1.6.1 7.7.1.62
77181 7.7.1.82
77221 77222
77241 17242
77261 71262
77281 1.1.2.82
77321 17322
7.73.4.1 77342
77361 17362
7.738.1 77382
77421 17422
77441 17442
77461 17462
77481 17482
78121 7.8.1.22
78.1.4.1 78.1.42
7.8.1.6.1 7.8.1.6.2
78.1.8.1 7.8.1.8.2
78221 78222
78241 78242
78261 18262
7.828.1 18282
78321 78322
7.834.1 78342
7.83.6.1 7.83.6.2
78381 7.83.82
7.842.1 78422
78441 78442
7.84.6.1 78462
7.84.8.1 7.8.4.8.2
8.1.1.21 81122
8.1.14.] 81142
8.1.16.1 8.1.1.62
8.1.18.1 81.182
8.1221 81222
81241 81242

131

76263 7.6.264
76283 7.62.84
7.63.23 76324
76343 76344
7.6.3.63 7.6.3.64
76383 7.6.3.84
7.6.4.23 7.64.24
76443 7.64.44
7.6.4.63 7.6.464
7.64.83 7.6.4.84
77123 7.7.124
77143 7.7.144
771,63 7.7.1.64
77183 7.7.184
77223 77224
71243 7.72.44
7.72.63 7.7.2.64
7.7.2.83 7.7.2.84
77323 17324
77343 17344
7.73.63 7.73.64
7.7.3.8.3 7.7.3.84
77423 17424
77443 17444
77463 7.7.4.6.4
77483 77484
7.8.1.23 7.8.1.2.4
78143 7.8.14.4
7.8.1.6.3 7.8.1.6.4
7.8.1.83 7.8.1.8.4
78223 78224
78.243 78244
7.82.63 78264
7.82.83 7.8.2.84
7.8.3.23 7.83.24
78343 7.83.4.4
7.8.3.63 7.8.3.64
7.83.83 7.8.3.84
78423 7.84.24
78443 7.84.4.4
784.63 784.6.4
7.84.83 7.8.4.8.4
8.1.12.3 8.1.1.2.4
8.1.143 8.1.144
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(12) ;
@.-{ | G-282570
. HN
O N O

ARk ey PPARyS M A BRAT. g7 |, KA H.
WAY-120, 744. B.# %] & . AD 5075. SB219994. SB219993. BRL49653.
G1-262570. &4 BAA L £ M.

£ i 65 RXR B24k 3% i f£ 4 4= Heyman ¥ A, W09710819 A1 F; A
34k &9 RXR 84k 2 LG100268. LGD 1069. ALRT 1057 &t X M4.

AERHERSEREANLEARXVAEBAA, SFRAHEFELR-
. Bk B AH 4 SB 236636 o SB 219994, €41E -FA-2-RAL

AR, PKC W4 A, £PTERE II RN, paFTBREEAHN
A | -

EFARAERANB TG R, RS EFHRENIZNHREE
f—2 RWBERARG TR EA K. £5B- ML ™ € FLb b A
BOMSERETRALGAREMBEARTY, REFTHBHANGH IR
¥TR. EZEFGDIDERPBEAPRALES TX LG DG IR
., Hlie, BEAGAFNRRTEST, EHIDHKRE T RE IDF X &
Ve FedEiFil 5444, Sreenan FA, Am. J. Physiol. 271:
E742-747. &%, L TEERE P ERBE S T a6 ZDF X Ak &
FHEMNETHREIRE, Brown F A, Diabetes 48: 1415-1424
(1999). stst, KBS F i, BREE A TORAR D AT WS
Bt/ AREF, Fujiwara F A, Diabetes 37: 1549-1558 (1988).
AUBFARTHOERALANR, E2ABRATAREHEMTRE
B R, ARBESGHH K 35-62%, Valiquett T. F A, Diabetes 44
“(Suppl. 1): 406A (1995). AXEXBFAR, KH/YKERANR
MRAREBEEMREGE C-BRAE; C-RAFASG, EE 5T BAR
kA, Maggs DG F A, Ann. Intern. Med 128: 176-185 (1998).

Bl B #125/2551
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B, EAAOBRBRBEL EOSXIRGELNLFARTRE, Rl
ERAEFPERERABORBARTRGIEAEAIRBERERER
FRREE.

B FRENAFBFTRAARABZETREL 2B EF XK
HbAlc K-FEF. #lhe, EARBIRAFAGEERE T, FHadk
T HbAle TH4 %% ~ 50 mg/dl # 0.6% ., Mathisen FA,
Diabetes 48 (Suppl. 1): 441 A (1998). E#& A G EEFHALP,
FE> 140 ng/dl > 3% M THARFILSHELEEFMH. £R
Rosiglitazone #4789 s X% b, WEH T HILFHARE, PR
BHREkEDBAEGEETH, Patel ¥ A Diabetes, Obesity, and
Metabolism 1: 165-172 (1999). B, AT 5K GHEFHEMNEE
K A4 B VASR B AT 8 97 &, 3t T &M 4] 4o FBP 8w 4 N R LA
XEML.

FBP B#H M ATHRAE2HBARYG FHRENRALS. £5
BEBY, ENAEATRBHEARDFEERR T oE: FRYER
db/db MR (FH 2B BEREY, THAASHFTDAAILEN 2 VB
FREYN B EILRTRERELEAFTOBARAK. £IDF X
W, FBP B A FMBERK (B-9 AKD, F#&Hl N-R AR
HE IR (16 B K ) A, Mg LR % @A H, FBP &34 #
5B ERBAGALBAET ROEZHEATAR. ATFHRER
Vv, R ERENFFBP B AMNETRILANL, MEREHER
Bl THRANTHRGEFERKANRIRE, 22 FBP BHHAANFLERFL
Bk, AHBOLAFARENBRATHABTHEL, HEAXRER
BEHOKTEERY (L#AHR). RERASLSTGOREBETRESR
A YT A FBP B A AL, i T BT RERR R (EEPF
P), #ABMEEARKAMENNHEREFTEmMILANL, FHLE
KRR AR RS RS, EXEEAT, RFE RS AN
ERRGEELEREMNFRGERNBELSER, IHGEENA 4o
BEHE. BREEEMB. RXR BAK, XBREHERLY BN (B ok Bk
£H5Y). MERS TR EFREMNGAEMR, 5 FBP IR MG RS
LR TERFAXG hBES. B, KRLEAFAIARGREE
KEFGEFHGE L. :
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FBPEi¢ F M EER (ZHAEM T P EFE RS (EHFN-S) K%
Kbl BLE5RBHERAMNGBELSELEFARBTE S ML, EHK
AEFTHARENRER, FALRANREHGRELPERD
THRERBFAMBGH B AR AGERE—FERAET AR
R . RETRNEAER —-AFLARE, BRIKT TG TA
FBP B H M F A F OB AKLBLR. F—THHGLHFER
EOXERRSEREN, AXFHRERER FBP SSH4MN. X
B RS EFEAAKANAIRZGXAE ST EIBEARERLBE
#, M FBP BB AR EHNCLLERAZLHBEEAZ RGBT ER
HBESE, CHERAZARRAEANBEH R LA MNGLH,
MH¥ECS2MTFiEAEM, Riddle, The Lancet 192-195 (1985).

AXPBRASZLFHA—BLR, ERVXBHEFTHNGONE, &
WHEHAINER. i, BRIIRGETFTRLIAEAZFSE, A
AAwiFesE (1% ). aTzS4ER, CELERMG 6AASE
FHE, FAARE—RIFD. R, BFEDIBTRAARE R
TEEMZINGEKE, CENZHEWEAARSHEBELFRA.
2t T Rosiglitazone &4, R REARAINRIFBERS, AL HE
EERRamRE. HARLERENKIIREAENS M. LA
R, EXEHAT, MO ERMENGH A AR S E 35 R 58
B EEHGERTARERL. REFLARBAES o, pAKREE
B, PO TFREKEIFGRRIAMER, BRELREKR TN
ho, ARG ARE, AR ENKEEAIRER-ERTR. A
—E2HHhEVF, Qo FBPHEHANALRGERILKZEHH ZHK
F, AR TFEAARPERFEZH BB LGLETIHL
. BERGFHEMNELSLTTHHN S FBP A AN TAXGHL
LA =8 (EEH 04 Q). FBPEHHMNYELCIN4EAR
TEAK P AR E k. @it AR S ERHENE FBP Bpdp ) MBS 57
BE, THAORKANETEEERAALAERERL ARG (BE)
ARG ARHE,

ERRBERKAN-FBP B HNASCEZRLEAATHT 2R
BARARMEGE. #20. ARE, MafhmkaFTARRER
FRE, PRETAEFANAELBREHAFKERS THEBRE L
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HEICER. FOBHASTFFUCT)EALAEFFRATHRKER
BafE, EXARBXSEHIRETHIAHE. I6T RARBRR
Wik, FRELF T EFCRAAREATAG REG N K. R E
EXHATG. ANALRETARTHRSEAREKILIEFTHIRR
B, ABREAERBEARGLAGH. EAXRAR 2BRARGELAR
W B —RRBALEA S HHIP L 544 (POCS) kbt AAARK
AEFERBEETOALL, BARNAEVGZR S F R, BY
£H0, FATREA IGT. XAXPRABLAETATEST FER
Bigmhk, HHLTERE. RYERE. SKREE L IGT B4 T4
FXHOER. AENBRALEFHAERA G ERERER. B
BHG 1IRBRE. BHAPLEBFF.
LRl

ATERALAEY, TALSHES, vk, FFHE.
HEBRAN. BFE, RAM, ELATHARK. BARKKGHMN P
EAX S, AXHARESETHELH QLT EH. HBKRA
E4. MARER. PRARRAMERRGHIKA EH.

AXHEGHRAPBRAEROCIESHFTENLHE. v REH
BERAKLY.

SEERBIOB AL B TEETHARAL AT HHEEN
B, SoREAE, THEARAE A, &N, BEMN. KXBHEFHN,
THEBMNIEN. LM, eX&kEE. BEHNISHN. oREAA
AYTHREAGEATHES AL YHIETC T R8I/, FRX
HOBABTARN—FR AW, ikt HixH. FEMN
FHEEANARBEOHN. SHAERRIREASARSHETHEA
FMALSTHARBHOAANLATESS. FERBATARHA LR
BRAEEH, WEREIBERA. LB, BRSAF/RA, AEPIR
M, Pl B RRH. RER BN, HeiEdh. AERNFTEMAR;
FoRBN, HoRBRE. BRAXFEN. HATREGR, L3
B AAR, AELAAREOHAUNLERETHAEATHHRPR
B, A EBZKHEARBHEER. dld, TRALEHAALE
PERIAEZER -—REAGH I —BRBRER R _ABERE.

oA 6 MR T A E AR P ER RS S R E B R E R b
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WHREAGH LR GRRREE, RE L PERALSEAR BN
F#Hlieib i, RREEHAMMOHBESGRABERE.
AEBARESIMNAEHERRS AR ERANETHERES
ROBRBH. IHEORBHNCEESTHN, FeBTEASLEH. T
g4k, 2RAG% ). $8A. BUERERE. HLXEFRPTE
I, PHEANIBARNALERER (FoifsiiK). AAKS5ER
BOBSA Y Pl oBRALLERERE). AR LESKERARY
HOFM (Bt LRALH GRS ALLBEEFaR&PLRE
BREADOFSEAELS P P RALHERALEE SR
B). KEJZANETREA—HASHG RNt ZEAEXTRLE
AMBEETREAE, —FAXSHEEN, —HXEHFANP—
CERE- LR EEY 2R 2R
HESRTEIRERALS BT EEB O it RBR.
TRGIMTH, TSP RREZFTRHNFT. oREFRTS
AHERAN G it BK G X G B, T A SR A o L& Sek
F, FkMARBE oY o RAA. TEALSHTEIRARAL
R PEA YT F X TN
ﬁ%ﬁﬂmk$*ﬂé$£3ﬂ%$i%7hﬁ%m#ﬁm&
BREERSUEEAZRLGSRAXBARMN. BFH, o—FHXSH#
AN, 2ENLSENAHABHNFETHNGEHRZ LEXIHGHEB
., ETAESHFLECRE N ik Hl,. HAAPFEA.
AEPRHHULSPYETAEIAKAGHANGHEX. dATAREY
m AR AL, B RREE, RENOREY. &
EHRAANEEXREA I EABEFOIRER, XASBRRRL
PRI, FERGRLSOLEERADHERFRSEH LKL EEH—
WA, XL ES SRR TH KL RER—
WA, JLAET AL A MR M Frokh.
BRANAGAN TR ANAdd, LRI EBRY. ﬂ#ﬁ
HALTAESAE RN, BEMN. HFhMNREEH.
AXAHWASWTAEARER NGB, Sl L ERRHT
EHESHN. IHGBESHN T THECHFT R, RALRLSEGLIK
FEABEBNPESHNHAG. A EHANETUARAASFEERA TR
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SHBARENL LT B FHIAETERERIAETR, X
ERRAETRAKR. ETRSOBREFENS P, TRAGAK,
HBEKERPESLLAER. I, LARBELXHEAFTTRAAEN
REIAK. TR, TRAEMEFGREL N, QESAGHH
—ERH =B, W, BHERALHRAETATEHRMN .
AL HTHAIOANZRAANSHEL RS LYH (Hrin
Bk (bid)). FBP W H AN TRESFREBR Y EHEMN TR
B ALE, AE5RHFREANERAHGRALE. FRASHE
HASTEIRERAIARN I RARAMNTLELZA. HNEHE
HERAMBHEXEHERRS AL EERXBHHERRST UL
BREP—HERRTES —FHZIWHEX. ARFEAL SO HHX
M.
TUAERAEANHSF AL LNV GERROY TR RAETHS
FX itz XTL. #l, HASTACRLHGHANTESA
20 - 2000 pumol (X £ 10- 1000 mg) F WKL foiE & A5 L EHHHAE
HH, BAEAHAGSETEEALGWGY 5-2595%.
wEiR, EToRLHHGALBHMNTARTEBXEA: &
NEOARRABERALIOAELEELEMPRE. AEANIAF BN
FEMN, EARERREFPHERNRXEFN; 5K a b @mAENLHA
KB O ARBRELN., FRRSETAADERER. T 848 H XM
A,
ERATRERE—#HASHAHH A —REHGXEN 0N
B EBE TAILSENNZ IR OADASIBX#RRIBEHLX
HERBRSERERAEG, FRERASERAERSANFLRER. AR,
PRATASAE). HEN. BEAHEN. GAN. HEN HE
CLEREDA. AHRBREH. ABERTELSLENR). ARFHEANRS
RO E—R. BHATAIHERABERAFENFRZORRLS
WELEGNB PRAMAG. THEAFANGRIERR, BT
Al AARGLERETAS RERRHARBERRSIGER
ABBREARBAENRARR. TERXLHAREBECR, K
REEBFESBX (REFTHH) .
FFhEobPESLBUEAMNCERN, FEKMNESH LA, &
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%iﬁﬁ#ﬁhﬁ&&&%%&?%ﬁﬁﬁﬁhA&Fﬁiﬁwbm
BRidm, AEAEBIPTEABRTLSAETRATOKEN
(pastilles); AL ERABAEAFTLAEFRARST Gk 2 H.

AMAHHAMNTRCLH T hRAHRKHE (salicylate) 8d
AR RH AREA.

ETFTHELAGHAMNTHRART EFRALZIESAELARD
REEEAGRER. EF. M. BERAN. #MH, LEXAMNXRF
.

ETETHALENRANOERPERFELBEANR, £TS
AREAH. Z4H. HEMN. pEHNNSEAEGLRFSHER
FARAREALEESTR, RATLAZSNFEAN. BLEHAMT
EEGHNEZZ SN EEHER N EAPIRATAIEA, FATA
AETFRGEF)EGTRELA SHETHXRAFTEABATMALER
B o EHRAKEP T, VW&%%)‘&%%?%T@Liﬁééﬁi
AaA. ENfR NHF.

REGELEHNZHHNALAIHNTREE. BEHNE, RHAES
SEGEB-1,6-—BRBHHANPERSEIHMNGELEHN RN,

R, BLEMK, ﬁf&ﬁ%i*% AAEMNERRETSH#HE
¥, GIEMALKLS WG EN; BRARGEE, KhE, —ERE
KA., HRPRA; DBHHMFRE; SR C2ALAANL
CHW PHARAREAERGPERE, XAAKXARBERARHEL
N EBY.

¥ TFHRBEALZAFEORLENGAH FBP B AMNGBRE T
TrREMNGE: (1) AT4 4 10,000 i &: H&EFHA 5000 g FBP
BN Aeasy (L ike) e, FAALHE TRENER
BH1baEE/X-48aKE/R(2ERE/6IN)GEEALEAA
EEORET.

ETHRBEAEAAFTHAORLHG ARG TEEMNGBEE TR
FTHREHMS: (1) AT4H4E 10,000 H5f: HFH& 5000 ¢ B
FEEMNEREEAS (bikes) B4, HFALINE THRENEA

H1BERE/R-Y48ERE/R(2EEE/6 V) GEXRRLRA
EXEGRET.
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ETFREALVNFEORLHGSHA FBP v H APk & E 5
HBAGRETRTAENZ: (1) ATHE 10,000 K E: HRS
ik 2500 g FBP B¢ MR Hik 2500 g RS AR HEAN S XAy
(W EMZE )RS, FARNETHRENEAY ILERE/X-48
BRE/E (2ERE/6IE) GEHRALBRAEEGEET.

% 36 41

X VISR EKERARGIRFTEARELFRERAR KA
e FENFY., X oh— K@it Srivastava, J. Med.
Chem. (1976) 49 % k4 A % . Wood F A, J. Med. Chem. 28:
1198-1203 (1985); Sagi F A, J. Med. Chem. 35: 4549-4556
(1992) ; Paul, Jr. J. Med. Chem. 28: 1704-1716 (1985); Cohen
A, J. Am. Chem. Soc. 95: 4619-4624 (1973). #AX T € H k.

X II-1IV &6 24 EAE PCT £ia% WO 98/39344. WO
98/39343. #= WO 98/39342 P& 5 L HHF .

Hal
S i X IHeH

AEXARBAGLABGER —BROE—EIMATE—RKY
B (1) #l&mmswsdg; (2) KBRRE&EREY; Q) BHE%
4) ¥xxbmBEasrms; G) ALK (6) AXAAZRA
MEERSOER, (N HNEARGPRKR ATRXTFX 245
HOLBRFETEAAPEILTR, APRAES-ALFHR. XFFR
Re-AEFHrGX 2o PR AL EArIASTEMFT ZHNFTH.
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XVEXV-A O f @) T
~— Re*—P—OH ~— ( >—>x—P-0R'

2 3
e
J! J!
Al / 1
Ng-N @ MNeN 0
K P—a + M—P—OR — SO>—x—P—or"
B ¢ OR B NG -
B? X
B
6 5 4
Ko b o b
) L © Q
B? OR
7

(la) HEBBRENH

HETELSRNRARABEIIA. XHEMHRAFHX 2 HAH
B, AXEBX2MBH TFEE (Qability). AAHARRE, TERT
BrEiAX LS, FHLARRKREXAETRARLEFH.

TEEBBRAKALEATAELEAN WRAGLA. REK
AWmEVEX 2 WAL, RERBRRS. b, P RIKA
AREAOX IROHTERSA: ELEAENHL L,L1I-=FRT
B p CDMF”) ¥, A& (#l % NN-—K T A -4-HHK TR
(carboxamidine). Hunigs & F) A AT, AAENRAaERE (L
4 (#14» C1. Br. I; Elhaddadi, ¥ A, Phosphorus Sulfur, 1990,
54 (1-4) : 143; Hoffmann, Synthesis, 1988, 62) %X 2446HA
2R (Starrett, £A, J. Med. Chem., 1994,1857). EEEH
ARLEADORBREFICELARTLAE. ARE. FTR
B, HRBRE. 78K AR CHARE. AEHW, ﬁ’)&l&’*ﬁ
BmEARRASE, THARX-FEH, AERAEER. #l, T
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ELBENEREHTHAET AZNGHX 3 RAHHLRLT AR
HN-# X, 3 44 % (Dickson, F A, J. Med. Chem., 1996,39: 661;
Iyer, & A, Tetrahedron Lett., 1989, 30: T141; Srivastva, ¥
A., Bioorg. Chem., 1984, 12:118). ETH&ME LF ik kEAK
TEBWS, At P R A -EHFcIxwmE. 2-AK-4,5-=%
§-1,3-— 8RR RETR. X 2-ERWELBH-5-RGX I LEH
(Biller ¥ A, US 5,157,027; Serafinowska ¥ A, J. Med. Chem.
1995, 38:1372; Starrett F A, J. Med. Chem. 1994, 37:1837;
Martin %A, J. Pharm. Sci. 1987, 76:180; Alexander FA,
Collect. Czech. Chem. Commun, 1994, 59:1853; EPO 0632048A1).
N, N-— PR PEB B =A% 84T A T 4§ 8 % 5t X 4 (Alexander,
P.,% A Collet. Czech. Chem. Commun., 1994, 59, 1853).

XE, SEBERTHLTATHBEY —SRRBERRAER
& % (Alexander ¥ A, Collect. Czech. Chem. Commun., 1994,
59:1853). #ldw, ¥ AABRR XS = LM E 5 5L 8k (4]
W ZLBEE)AETARE, A RE T R 2F X (Khamnei FA,
J. Med. Chem., 1996, 39: 4109; Serafinowska ¥ A, J. Med. Chen.,
1995, 38:1372: De Lombaert ¥ A, J. Med. Chem., 1994, 37:498)
KX XA (Mitchell F A, J. Chem. Soc. Perkin Trans. 1,1992,
38:2345) M X, V KA H. A F=ARLH A W H (Puech FA,
‘Antiviral Res., 1993, 22:155) & T ¥ — S MR E S 2-2 4 L
RAogitmERAESFHTRE M.

EHEAR—EfBRETAIRMEGBRRE AN (#l 2R
8 &.: Starrett £ A, J. Med. Chem., 1994, 1857, ¥ 8t & : Stowell
% A, Tetrahedron Lett., 1990, 31:3261, o £ {8 Quast
% A, Synthesis, 1974, 490) R Em#F. X#&, —AMBWTH
Ehpe s -7 LR ®EE Bhongle ¥ A, Synth. Commun.,
1987, 17:1071) H e ak — K & (Still ¥ A, Tetrahedron Lett.,
1983, 24:4405; Patois ¥ A, Bull. Soc. Chim. Fr., 1993, 130:
485) & A.

s4b, X% TH Mitsunobu K B (Mitsunobu, Synthesis,
1981, 1; Campbell, J. Org. Chem., 1992, 52:6331). R EM/E
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BEMNE (i A —F B Alexander F A, Collect. Czech.
Chem. Commun., 1994, 59:1853; Casara ¥ A, Bioorg. Med. Chen.
Lett., 1992, 2:145; Ohashi ¥ A, Tetrahedron Lett., 1988,
29:1189, ok H = A B A = (—FEAEA)SHWE : Canpagne F A,
Tetrahedron Lett., 1993, 34:6743) . X P R ZHXBRE. A%
XEH[clxHhBANX I S0P ETLEBLESEGHE (Hld Nal
R _FARALE)GAETRAESAADERERRABRKEANLERSR
(Biller ¥ A, US 5, 157,027; Serafinowska F A, J. Med. Chen.
1995, 38:1372; Starrett ¥ A, J. Med. Chem. 1994, 37:1857;
Martin % A, J. Pharm. Sci. 1987, 76:180; Alexander ¥ A,
Collect. Czech. Chem. Commun, 1994, 59:1853; EPO 0632048A1).

ETAEFHABEIIAR, FH4RLEREHEAEYRMAE. 6
o, AP RAFAGX I 4B TREIH 2S5 HEEKEFTL2EKL
%A BB LDA). REA_FEALRARBHERNA R T RHF.

XV HTRARAARSBERE (HrE L fie AXLP6
FARLAR), AOEALFHLEHRLE, Fd Meier, FAL Bioorg.
Med. Chem. Lett., 1997, 7:99 P HEMEEPFTRAKESNE.

(1b) %) & X Bt A 0 3% B8 B
-RABB IS G — &SR

# J -NR“R'® #2-N(R'®) - (CR""R"),~C(0)-R" #p & A A9 F K ARAK
AAX T -RABRETHELYRREH > A BRREELT AR
FEBH I -FEAELEETHEREARE AL HRRTERE A H
F., PG _ A TEREIITH —BHEFHS PHES T X4
.

KA, I _-RABRKSTAHHAF: » W0 95/07920 2
Mukaiyama, T.%¥ A, J. Am. Chem. Soc., 1972, 94, 8528 ¥ A&,
£ PPha#r 2,2 = HRA_ARYAELETARRTHREHBRS
AEBRBH P HRRLERL.

£ & -NR"R" #-N(R") - (CR"R"),~C(0)-R" 2 R Fl R A R & & &
ABREERAREBEHNALHX IA —-RARBRE TEAI L EHENS
W/ AR (RARKR)., REETHEEER HPLC 5 & &
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MEFHASRFE. ELXREO_-RAEBREETIHHAF: 84
BRAEEMREBI P ELGAFTEASECHAMHERRSAER
BRE, REALPRESREBREIGEGTHEARSE. THoLMRaE
H2HEEE S —RARIBRREEASRNMFTLRBERAULRARE
—EE. XHEETAAARRRESG S & (EP 481 214) 4 K.
BERREXAIRSTEAIR e —_SABEELERKS 1,3-8
_EREMAF. THEARATHERAY 1,3-A=BG—%H k.

&R 1,3-A—%

THEAEHAESGRFTEARNESHEN 1,3-m=8: (1) 1-
BRARG., (i) 2-BLKQ. ({ii) 1,2-RK 1,3-%49 1,3-A =8,
EX T HHHEHRSEGRAE (T 1,3-F_HBHLS EHRAKL)
TEAXE _BASAMANRERI L —_BE5X 2 ew/eIEil
AR A |
(1) 1-K 89 1,3-F =8

ATFAERALXBILSSHE 1,3-B_FTREIFHEGRTEHNF.
BFERKEANE -2 H-3-BFULER I-FE-BKH 1,3-5
—H(&Ba). BAFETHEATEARDHAR 1I-FERRG-
1,3~% =58 (Coppi ¥ A, J. Org. Chem., 1998, 53, 911). F X
AL R R -6 1,3-B B & TREH LR &M Heck LB
#Hldeh 1,3-—QLKT-4-H184), RE#ITEREE, BT A
7 K B B B (Sakamoto % A, Tetrahedron Lett., 1992, 33,
6845). ETAEAH AR RMERLE. REHTMEMR L RFS
HEEFRELR I-BRAG-1,3-5—_85 @2 0b). FLEALBTLER
TERANSERL, REREELR(ER o)L TATAAR 1,3~
# =& (Turner., J. Org. Chem., 1990,55 4744). £ H—H %k ¥,
i B 4o 3k (Blde Sharpless KA PFE E RAFHRFEALR ) #F
MEEREL REHITEREE (Hl4w4E A RedAl) R EREZF 1, 3-
A_B@®Bc). 4, RARERCLEAZEABWTADSTFHARER
B % (Ramachandran ¥ A., Tetrahedron Lett., 1997, 38 761) T3
Faeeshes 1,3-A 8. TRAN-BLBHBRRE. RELTLBH
FHTHAEHRREELFAA -2 FEARNKRE (Flonve k. E4hE
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ARk B)GH-3-BaL, AER 1-RAY 1,3-A_8K (&2 D
(Yamamoto ¥ A, Tetrahedron, 1981, 37, 1871).
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0 u €
——— RO
Z ——
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H__< ' RO
W w

ot / ;\\

Ee
H . o—)y-?
/' \ © Y=CHXN w

_—Y
(ii) 2-BR& 1,3-A =%

ATARX LS HEGEFF 2-RAY 1,3-A—BTHAL Ll
Fxkd 2-(FAFH)-1,3-% =844 (Larock, Comprehensive
Organic Transformations, VCH, New York, 1989). #ide, £ &%
5#4TAIZLER(BR a) B RALZBLATRERUAEAR=E,
AFERIR=ZRERBEATRG—AERRERRARRE REXLT
HMBEARLCEALIRAER - (BRATR)LR. CoRA-BLTE
SFERAEKR (R b) £ & =% (Latour A, Synthesis, 1987, 8,
742). ®3b, TEA o4 F F ¥ (Greene F A, Protective Groups
In Organic Synthesis; Wiley, New York, 1990), RB&AX AT
MEEARE (P LBARATRTE) (dH2-(BEAFE)-1,3-
A-BHAR BT ED (ol FTEEAZL). L TARA
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ACERAANE 1,3-A—B, sl 2-(REATH)-1,3-A=K
FH—ARETAAAAR, REAFESRAMNL AR L (&
Bc) ETRBEERBEMELERELRILER (BE ).

o]
RO
Z
OR NR,NR;
RO
o)

\\g
/

RO

OH T<<
R'O
w .

(iii) 4% 1,3-A =8

AP VRIZEVHATVESAABRE - REBAKGXILED
T 1,3-FO_BHF. e, THEENEZSH 2-RAH 1,3-A=
B fmMX, MR-1,3,5- KO =B85 MH. TLEHTAEBRRK
BE 1,3-Ao_BEZRzeHfT. 54 13- _BLITAA
Diels-Alder A K #14% (41 4o 4% Fi v wh B 45 A 3 : Posner FA,
Tetrahedron Lett., 1991, 32, 5295). 1,3-3FR B4 W& T
ABREEHRMEELF EHE. P, BEALBRMAHSBLE,
REXBIBRMmRBBAAR 2-BELEHENLEY, TRALPALFF®
¥ix 2-BALHITADBIR 1, 3-3FK T —8 (Curran, FA, J. Am.
Chem. Soc., 1985, 107, 6023). R%, TRAERRHF 1,3-%F T
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— B3k (Rao, £A, Tetrahedron Lett., 1991, 32,547).

2) BEENEY

APRAHBGX IS HTRACHOFBREFBRELFFHH
MRS, BERATARASGADALBREARRE, REH
AR TREARASPESTAR RARNEORR. £FE
o, TRARERMN #H+1,1,1,3,3,3-F"FPA -2 8ak. 2,6-=F
A ) RORBRATIAY., THOTRRAGADOELS
¥ & 7 #% (Rabinowitz, J. Org. Chem., 1963, 28:2975). #if=
W & & #2 (McKenna, ¥ A, Tetrahedron Lett., 1977,155). ##=
¥ & & % (Blackburn, ¥ A, J. Chem. Soc., Chem. Commun., 1978,
870). X &, THA B &M L4458 & 2 # (44 HBr & HC1: Moffatt,
£A, U.S. 4 3,524,846, 1970). A EMETEH -_ARBER
. A EAH (B4 5 JACEE, TSR, BBrs: Pelchowicz A, J.
Chem. Soc., 1961, 238) & ix &, KB B AK T AMEAR
B, BRI AP FABETAAMES T LM (Lejczak, FA,
Synthesis, 1982, 412; Elliott, ¥ A, J. Med. Chem., 1985,
28:1208: Baddiley, ¥ A, Nature, 1953, 171:76) X AL BERF
4 F 8 #& (Shafer, ¥ A, J. Am. Chem. Soc., 1977, 99: 5118).
B574 B &4 % (Shono, ¥ A, J. Org. Chem., 1979, 44:4508)#

# & (Gupta, ¥ A, Synth. Commun., 1980, 10:299) &4k R &5
AR EE.

(3) BT A &%
CQAEFATFHREHTHEFHLRCAIAMAE, HEXRER
ZbHpRT(RLFES4). RRESARX A4S DI EXERRT
RAEEHERRAZAANG, A EFLEHEAT, AERREALHE
HEREFAE, BAEZAEAREFT R ELRF RO RAEHER
#« 3% (Larock, Comprehensive organic transformations, VCH, New

York, 1989: Trost, Comprehensive organic synthesis, Pergamon
press, New York, 1991). #l4=, £ % A A", XBRAIFRAREY
XI2>hBLRMEGRABURERL. F5&8#ADE WP
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Cul. CuBr. CuCl, CuCN) R B R #l#F. LTELHEHEKALEA
WERIANEE. Hlde, THASHEM (#4 NIS. NBS. NCS) # 5-KMk
R 2-R A E R 2-R A -5 REE. FXABALPHELEZAA
%?W#,%Eﬁ%%T%wﬁﬂﬁﬁﬁﬂﬁﬁéiﬁﬂ#
Suzuki.Heck & Stille B B (Farina ¥ A, Organic Reactions, VoL
50: Wiley, New York, 1997; Mitchell, Symthesis, 1992, 808;
Suzuki, Pure App. Chem. , 1991, 63, 419; Heck Palladium
Reagents in Organic SynthesIs, Academic Press: San Diego, 1985)
HILALTERALE (#H4= A A", B. B, C". D. D", E#E"). ¢
ARSATHAGX INSCHTALASHRELAEGRBTLE
ERENE, FRAERBRKEARYFTRERASHTA FoHRAFA
2-CHOH % -CH-HE8X I %, ARER (H 2-RE%, 5-
Mok ek) B & b H & A (44 HSMe. HOMe %) GRAREBEREFIAN
RAL# A A" BRBHF—Hk. Hd, ARPARERRK2-IE
A A R AR R 6 2-FAREER.,

K EBHIIE (k. 1,2,4-Z%M 1,2,3,4-94) TH R
EFRAAN, TEHRAAMGERALEE (RAREALSA.
EREALY. FREASIKRFREASR). X Mitsunobu RE (A
B) Wk R TREL.

(4) X LBBERFIB/E

AT, TAL TR LKL BB BRI IBENELSESRE
BRAEARHEEALPAFGLEH.

HRAEBAHE®AE LM Stille K Suzuki R K HNER
FARX IoH. 25 AP R=ATHKRE (triflate) (Fid
-mwR) 5 AP UR -G-ZTATHREL) kA K 2-G-ARLE
(boronyl)) =k v & & M-PO.R’ A4 K & £ # T (Farina ¥ A,
Organic Reactions, Vol. 50 ; Wiley, New York, 1997; Mitchell,
Synthesis, 1992, 808; Suzuki, Pure App. Chem., 1991, 63, 419)
RAFBAEER, ARET XA%H-2,5-—AgX I RE6H. TAR
2, LITAEBAFELASOBANEHRT P AZRETSH
EASMBEELRRE EA-X-P0) (0-RA). /E). #HRE, ANY
mEHEAAAH (RZATHBRHAN) TRGAERGEETAT
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HEEPXRBEGX TSP, Heck AETATHELT X AR
X6y X Vs (Heck Palladium Reagents in Organic Synthesis,
Academic Press: San Diego, 1985). ZEA S #H THANIRE
Fe, ZLEEBSHNETLREAX I H4W RRORRAEFE,
BiX B B HNETF 4704 (F 4o B4e L3476 44 & (Bunin,
B. A., The Combinatorial Index, ; Academic press: San Diego,
1998) A A E R AR P k47894444 & (Flynn, D. L. FA, Curr. Op.
Drug. Disc. Dev., 1998, 1, 1367T)) AARKEALE. #ldw, T
EALEGRLEREBEERTH 5--2- % h X B®K LEMSS 2 Wang s
Wigt. RETHEMIIEA 0 5-8t-2-[5-(0-T X -0-Wang’ s #WR)
BailxhS5AnMmBERANGA LT FXATIREEELY
Suzuki # Stille BB (e EFf&), A& B F X R%w%-2,5-=%
HRINSHEGE.

. RRABATHARERBR-EXRSB/E. Hle, TARERE
MR EARIEAEABRBE - RASRARASRR], AERLTR
£1,3,5-2%. XARAEARREAEAN X 2440, REALEEL
TRATFRLFRERBR-_&EFHBL. Hle, TATEARSE - RESN
4 % (44 4= ICH,P (0) (OEt).. TsOCH.P(0) (OEt),. T£OCHP (0) (0Et).)
BWhFAAE Bl 1,3, 4K k2B REL, AERLFXR
ERAANX I H—5@, APEABRK-_RASTAESD (B
ICH,P (0) (OEt),. TsOCH.P(0) (OEt).. TfOCH,P(0) (OEt).) ¥ # % %
B8 (e Ed-4-FROBRARLTERELT XAREAREAGX IL
oW, RATEABRBR KA LY (Hl4 ICHP(0) (0EL),.
TsOCH.P (0) (OEt).. TFfOCH.P(0) (OEt).) # £ ¥ A ARKKL (Fl ko
“4-BRFTBR)RERCTERE T XARALEZAGX ITEH. AL
AMBEEAGEHEN (A TARR = LK) RA R RRA LR (H
o A-BRRAES)ATHEA T XRRAAREASIRARKES X
[s#. #lde, ¥ X R-CHOCH-#X I A HTRAEETERR
—HRABLS0ENR Bl LA H -RTEARER 4-AFEAE4
WF. A TFTRERRKREE, TAREFHAMN S FLRAMNGER, FF
TRERFRAMNG R Blde 2-RLRERR. 2-s A B K R,
R4-BERETL)RRARRE-Fo /AR EREBRE.
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EEtBEEVARE FooRk, RAOKRE K. K-2KE)
LTATHEFABREBRBR _BHSBE, AEARE T XARER
EBRIBEABRGX A0S Y. b, BEt-4-FTREAAR
ABBR_RABRBARABRBR _REESES, ERL T RAIEL,
BEXRBEAAAZASRAL B LXK 4o, 34, THRERS
HEARFAERRFXRARERERLAGX 4468 H. b, TE
XEREEHTH 2-REE45 (RO).P(0)-3E-CO.H (Fl—Ti
BaLzR)me, RAARLE PR A ES, AXRREEERENHX
4udd. BERBLTATAI AR ER AR RATHITHAS
WFEFAHSRASHE. #ld, TRHEZERE % HOCHP (0) (0Et) (0-
# &), H.NCH.P (0) (OEt) (0-#% B§) #» HOOCCH:P (0) (OEt) (0-#F&) (A
i ERE) 5488 nxmAe it P X £-C(0)OCH-. &X-
C(0)NHCH,-. 3, -NHC (0)CH,—#§ X, 3 &4 69 & .

&Tuﬁmiﬁiﬁﬁéii%%A%'Wbﬁﬁgﬁiﬁ&”
RAGSIAARAMB _RASALET, £4-4-F8®e Curtius’s
FHEHAREPXRRAREBEARAIKALZER AN 44
oM. LTRARRAIERBALLRXNINEHOZIAE. Hlw, &
3% % & 5 HOCH,P (0) (OEt) (0-#A8). & H.NCH.P(0) (OEt) (0-#F§) &4
Curtius’s EHABETFHEEREL ¥ X £ -NH(0)OCH-. X -
NHC (0) NHCH—#§ X, I 4044 ¢ & .

HTFRPXRREGX VS, REGELAATAXCTRARR
B AR &3\, ¥4 Michaelis-Arbuzov K B (Bhattacharya ¥ A,
Chem. Rev., 1981, 81:415). Michaelis-Becker K & (Blackburn
% A, J. Organomet. Chem., 1988, 348:55). #F&%L5 F & XA (#
i, ., R, TEAFPACEENTERGORRRE. |

BEERSsLTRETELREIA. M#,mAﬁﬁﬁﬁZ—
Uik dmtetiags, RERAABRR _RASGRENERGAZ T, K@
ARAPRERTA. X2 1-2-B8A) LR EX 3LEH.

(5) #ak*
ERCAZFATERXN VLSS, 2REFEH, LTAHR
EAAEREZARES, FEEXERAT, THRENZRFALR
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f—iudy. A, CEASHRAEERASRBET RXY
H i (Joule ¥ A, Heterocyclic Chemistry; Chapman hall, London,
1995: Boger, Weinreb, Hetero Diels-Alder Methodology In
Organic Synthesis; Academic press, San Diego, 1987; Padwa,
1, 3-Dipolar Cycloaddition Chemistry; Wiley, New York, 1984;
Katritzsky ¥ A, Comprehensive Heteroc yclic Chemistry,
Pergamon press, Oxford; Newkome % A, (Contemporary
Heterocyclic Chemistry.: Syntheses, Reaction and Applications:,
Wiley, New York, 1982; Syntheses of Heterocyclic Compounds;

Consultants Bureau, New York). A F X PHFHHAAT —ETAT
HEALXRLESHHF k.

(i) HEELEK A
AIALRGELTASHASHELORRERE HRNE
(Metzger, Thiazole and its derivatives, part I and part 2,
Wiley & Sons, New York, 1979). BifXBtik (#] e B4 LsKE. A
W) Fro—8 K EES W (Bl dro- B KRB, o- B RKE) SRR B R
ERTHEELRE, Wi, AKE 5-—CEBEE-2-[(Q2-%-1-
ER) AR BHRLEETATEARLPRAE SR ARKL B
X Z%vh-2,5-— 46X 2 s AKkS5 8 7 8 AR b Ak B X ) 89 3R
RERER 2-FA-4-REXAZAEL, BUSGHXTATHERT
RRagked, AXARAREXZE REAEEL RARAFEAAL,
ABEEAZARENX 20 H, ARBETALKTREGREH
#% (Trost, Comprehensive organic synthesis, Vol. 6, ; Pergamon
press, New York, 1991, f 419-434 ®), o-BREAALSHTHEL
% W R B 5 % ¥ # & (Larock, Comprehensive organic
transformations, VCH, New York, 1989). #ide, TH Lawesson’ s

37 X, PS5 3 Bt R #5 40 R ALK BL B, 5T A &-# 5 46 A1) (4 Jw NBS, CuBr)
#wEit.

(ii) HA-Ekx A
AT AZS6rgek TR # T 69 & & F & 8 & (Turchi,
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Oxazoles; Wiley & Sons, New York, 1986). J#it# (#lw¥X
BRATAFRAAD) EEA LY P8R ZIMGRETH
F ¥y s vEek 3L % (van Leusen ¥ A, TJTetrahedron Lett., 1972,
2369). H&, @EFEAEE Flh. BE) S AREELSHR
REERMETLEFE, Flo, BE - EMBE-2-[(-2-%-1-
AR)BEEIRBOEETAFARA TR 2 %4, ARRE HXR
-2, 5-— AKX 2 EY. BLHEEAREYRELTH THREE
35 & (Meyers ¥ A, J Org. Chem, 1986, 51(26), 5111).

(iii) HRHRIR R

RFARAX I AP TALSH LS AT EHNFT
(Klingsberg, Pyridine and Its Derivatives; Interscience
Publishers, New York, 1960-1984). T4 1,5-= A4 HH Ik
AZHE5 8 ETEAAARSHEE, ALK 1, 4-—E%RR, 1,4
—EWE S TFREAEARR. ERAREF 1L5-—KEAGHRR
A% FenbhBEF) 5 R, TEREARR. 1,5-=KE
RSB RAERFRTRAFALTE S ERF. #ld, 1,5-—MIT449 %
FERHE, P BAREiRnREA L ZEHT (KWK Mannich
% (Gill %A, J. An. Chem Soc., 1952, 74, 4923)), ZHRRW#
KO LEAR, AEATEARAHMRL S-TAANAERREY
(Duhamel £ A, Tetrahedron, 1986, 42, 4777). LA ¥ —A#4
FREAKSN, NXERSHFER 2-REH, 2-REBTHF R
ALK 2- AR (Isler FA, Helv. Chim. Acta, 1995, 38, 1033)
* 2-£ A9 (Vorbruggen ¥ A, Chem. Ber., 1984,117,1523).
A, RRTHRE. 1,3-— AP RE WL E Hantzsch 4%
4] 42 (Bossart ¥ A, Angev. Chem. Int. Ed. Engl., 1981, 20,
762). 1,3-—ZEAEH (AARTFH) 5 -KABHTR 3-AERH
B EYE B FHEw R (44 Guareschi synthesis, Mariella, Org.
Synth., Coll. Vol. IV, 1963, 210). 1,3-—# A HTELHK
WMEHW 1,3-—BABRBALEFH AL RHHHF Mukaiyama, Org,
Reactions, 1982, 28, 203). FmKXABLEEA TEHERRKE, #
dovkk B 2 W eGSRk KB (Naito FA, Chem. Pharm. Bull.,
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1965, 13, 869), # 1,2,4-Z % 5B X H& Diels-Alder R B
(Boger ¥ A, J. Org. Chem., 1981, 46, 2179).

(iv) EERRK AR

BTFALAX V-2 45 HeERIKT 5 3% KMF (Brown, The
pyrimidines; Wiley, New York, 1994). & R %R & —# % ik 0
B 1,3-— B AR5 (AR EH) 5 N-C-N A 884 . N-C-N Ho4—hk
(Sherman % A, Org. Synth., Coll. Vol. IV, 1963, 247). %k (Kenner
# A, J. Chem. Soc., 1943, 125) #H A (Burgess, J. Org. Chem.,
1956, 21, 97; VanAllan, Org. Synth., Coll. Vol. IV, 1963,
245) — gk Bk T EER I WP C-2 LHRRK. @5 ERHNETEK
BEASFHALRAGX V240, EF—F %, ERTRELIRMR
BERHE, #lie 1,3,5-Z% 5B E e /A& Diels-Alder
B E (Boger ¥ A, J. Org. Chem., 1992, 57, 4331 BRI RALK).

(v) #yaskdn %

AFamX V-1 %%k 2H FTRERASHIRASRFT &4
B, ATERAESHFRLRELE £ R%E, Flibkb o8 KB Mallick
2 A, J. An. Chem. Soc., 1984, 106 (23), 7252) Xa-# XA # (Shi
£ A, Synthetic Comm., 1993, 23(18), 2623)X W& R K, MhE
-BRFEZIAGRLE, BY 1,2~ B AR WERAFETHAL.

(vi) #RZF LKA

AFARK V-1 4886 Sk THREHF EFRBER, #
e THRAEEEBXEREFRALEHZ NG RPERE, 1,3~
—EENA TR PR BARS B R, B ARERNEDNFNE
AAE R kA AR 31 & (Grunanger F A, Isoxazoles; Wiley &
Sons, New York, 1991). #l4w, T fesk (44w =B, Hunig’s &,
W) AELET, Hks 5-—CEABBREA2-RBELAXBRERGAK
b RZFELE X RAkwh-2,5-= e X 24495

(vii) HwbediR &
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BFARX V-1 Ao Hegut T A SN FEkFRLAF
(Wiley, Pyrazoles, Pyrazolines, Pyrazolidines, Indazoles,
and Condensed Rings; Interscience Publishers, New York,
1967), #ldFME 1,3-—Z 248K L,3-—ZEARFH He i
o ABARHBERAERARGREEXEY)RE, FHREAH
BE RE#FHRMAE DornF A, Org. Synth., 1973, Coll. Vol.
V,39). 2-2-RA-3-NN_VEARA)AHSE-5-— L EBRER
BHEBGREETATASAL T RA%E, XA%%%-2,56-=—%. BB
REAGX IHEH.

(viii) ##&1,2,4-Z%K % |

AFARX V-144% 1,2, 4-= T8 & 57 &5 —LH
#% (Montgomery, 1,2,4-Triazoles; Wiley, New York, 1981). #
o, TRARLEAREIAAREARBEZ A AL (Sui FA,
Bioorg. Med. Chem. Lett., 1998,8,1929; Catarzi A, J. Med.
Chem., 1995, 38 (2), 2196). 1,3,5-=Zh 5 B X Me KB
(Grundmann ¥ A, J. Org. Chem., 1956, 21, 1037). FREKES
RBEZAYEE Ried ¥A, Chem. Ber., 1968, 101, 2117) k4
& 1,2,4-=,

(6) FIZRAME LA BB o 3R

X 4 ROHETRERBAFRALE LGS ARREFRSGHEN
EhRAHSE. P, ABRE S-—CEABBE-2-[(-2-%-1-4R)
BAI R ORI ETATAAL T RRAE2, A RKERX
Avkwh-2 5-— AW X 2o W. ARP-S2LTARAAFRRLEAT.
s FXAEL, Ry 5s-— o EABBA-2-[(-2-#-1-AR) L%
ZAEFRELETRATEALTRARL ARXKKXL XAKW-2,5-
—AMX IS, S——CEARBRA 2B TR, REK. 1,2-=
AR LREZAHERETATAARL Y RRAE%R%. H X R%WH-
2,5-—AMX 2A4%. REEVARAEETATEARELALNA T
BRAHREFER. Hle, ERAEET, A 5-—CLEKBSBE-2-(3-
—PEAEA 2R A)ANMRAICDERACBERE, ALK 5S-K
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A-3-ft-6-[2-(5-—AmmA )k L] -2-we 8 (Jain FA,
Tetrahedron Lett., 1995, 36, 3307). R E3fiXx sk 2-shgBAHL
BABR GG 2-HARRR (ALFEY 3 FIRGEH LG FTE), TK
BRPRA®RR., ARHE. X2%%-2,5-—4%&, BEBAKREANKI
ot ERFETA S-—CEMBA-2-[3-=FERL-2 &L)
ARBRAI xS ERAETAER -RA-6-[2-6-—CEB/BRE)%
A ]EeE, AmEFLPRAER. XA%H-2,5-=4, ABRK
2R 2449.

(7) #4&R THRURLG S 4&
LREALZARLDBHESTRA-—BALALEFH LT
RO T EOEABXAEN. AL FHETATEORALARLES
g — itk P ] 4K 6 A K.
EHLEEAMBR_BASTHANATEAXNIALS. $i, X+
X 2ekwh-2,5-— R X 3 A B ThEALhRATARAF. TR
%, TRAXEIAMAZERBETRASARLEHHK, LN TEHR
Wk, TREESFXILBR S L. -2 EABsA -2 B
Rt (Bl 5-— R BB E-2-%whPEE, 5-—CEABBKE-2-L
Ak EFETORET X A% H-2,-— A X I HEH. &k
b AZEAERALE T EARELEE. FEEARY REEERR
Prhskh i ki A BTN, Fl, ERCHT ER%HER
(Gschwend Org. React. 1979, 26:1), KRG A BBALMN (44
C1POR,) BA & A 2-= B A MRSt X vkvh (Blde 2-— LA BB L% H).
HHFETERTF2-BRAG %k (Fldo 2- % FTR)AERS-—HEAK
B A -2-IRAK e (Flde - —CABBEA-2-kh PR). RARKF
3, AERMBRIABELTAEF R B E0ABXAF. 1%,
THEALE T EH I BLERALG TR E DR =R TRABG
B K (Balthazar ¥ A J. Org. Chem., 1980, 45:5425; Petrakis
%A J. Am. Chem. Soc., 1987, 109:2831; Lu # A Synthesis,
1987, 726) R A& MR FAE. BRFAZLTHARTARARS
FEH &4 T 44 Melvin, Tetrahedron Lett., 1981, 22:3375;
Casteel ¥ A Synthesis, 1991, 691). N-RAXF AL LEBR -t
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ARBLENABUREARLEF LA -2-BRABHERRBETF—FA
& .7 ik (Redmore J. Org Chem, 1970, 35:4114).
TEARAEATEREFARB -_RAGLIAZ AL
Aol @t ZRAFPHREAEE, LTRARACHRERZEYE
feH (Bl eB) R EH ik (Fl e TAMRREY Vilsneier-Hack &R
% Reimar-Teimann K B). EF AT BT, HELGFHA
RERAERNETRAGXN (st FE4EM DMF. HCOR ¥F) XA
BERMETACHEFERARMETRAGEAG AN (e
BB, BTHALRR)LE. fld, EFAELHAT (WA THF
FA LDAK 2-= AR %k (Bl 2-=TEABEERH)E
W, RERELEA (P =TRAHIABR)HEMERGRAE T,
AER S-FhRw2-—RARKRE %S (Pl 5= TEAFHRE-
- ABB AR -2 LEABB Ak, REAS, T
AFBXERBE G, FTRAERIARES, RERATHBRAR
B. BESGMABRETRAEEH PR, AGRALZYW, £AS
ARG FERIEETRAT LR TRIANG (FloHrt
EPRAGE. GREGEX, $RRPFAEROEX). #ARALEH
R T8 BRY (Protective groups in Organic Synthesis,
Greene, T. W., 1991, Wiley, New York). #l¥=, 3§ 2-*kh F#
R 1L,3-ABRRENHARY, REHAEALT R @ MAH 4 LDA),
FREBB - RAG P LERR LB BEENET. REEHR
RPEATHEERETRAMAY, AR -—RABRBKE-2-%WYT
B (Hle - CABBRE2-kHTER). 5 FHALHE -WE-2-
Atk AP EETAESE: £ Friedel-Crafts REF
HTHbhaeb, 2R 2-Misvh, RERBEFRER (Hl 1,3~
E_EEEH), ZEXFe R En TR, ERLFREAKDY
R 1,3-A_BRERG G- A RBEEA2-<HhE, AN LRE
U THEFBRY, 2R 2-FA--—RABRKL%SH H 2-T
BA-5-—CAMBREARH). K&, -RAxHTAELH 2-=KkE
FHEE%wh (e 2-Z TATHR A% FRA (F 0 LBRR. F
TR HTEBLORLE LSRR, 2-ZRETFHEE %D (Fld 2-
CTRAFERA G- CARBREASX) PAEBRRER S A
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8. 2-BMA-S-— AR A xhETIRELRE - RARREA-2-
SRR (Bl -—CABBA-2-FH TR)HALRBRK. REMA
#® X XA ENF.

— % tRPRIAETUAATEREICAAG F K. Flde, 2-
MA-s-— A st T — PR L3R AT A Y, BT
AHTH FH &, R ER. 2-FEA-5-Z A RS R ()
o 2-CEBA-S-—CABBRRSE R E_REATRE_REASE (H
o PRAFBREHE —FTH)GEELAAESN 2-C-—REREL-2-K
AadmA)5-—RAMBER S d (F 2-G-—FERELAHKR
A)-5~—C A BB As%wh) e L3-—EEXRFH.

TR, LELS BT ADGF R TERESF— Sk A
AFA2REMHRAECHARAGPRIAH BRFLESE HBRETE
B, MBREAR. ABBRREAS).

BigHe, SERAN, TEALRARFEAEBRERER Y
HAFHASR, AmibREEN AKX FBP SdpH M & SARGEH X
), SRE&EHARA, FTXRREMFRAGTERIRIG.

4 2
SRR XEeW

$i%%mﬂ%mA%wAm — o —BRXHATRE—RY
F: () HEemmEsad: (2 ¥Hm&E&EEAY: B) ALK
(4) SIABBREHRY; 6G) ARERTED. FJROPFITRQL
pEhFy 1 ¥, TEHRTEQOQ). FRDPFFRE). &R
FHEBFEERTFXXALEH.
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G' N
(1) <“)
i‘ X/i X'A —— Lz XZ—FI’-OH
OH
E? 2
T(z) ,
A
M NH, G")§
0 @) 0
L XL-P—OR —_— L X-P—OR'
R ' OR'
E )2 ¥ ¥
4 ' 3
] (4)
M H,
L W o
EZ J2
5
(3) MAERF
(i) ¥t Edx &

EFC"=SHX 3 PEAELTAIKRTRAGESHS
BAERNZ. TOLEAPHBEMAFTEAEFARLN. —FHFTEREH
TREEFERTEPAEEFE R L LB S ERA. F—HF %
RELANEBRAR Bl 4 5P ABERFELIRGELR
. #lde, R ¥ 6"=S, A=NH,, L:. E’. J’=H, X’=CH.0, H R'=Et &
X3 ThwE 4.-FRA2-RAES20®F K[ AXAMH
4 BBr; (Node, M. ;% A J. Org. Chem. 45, 2243-2246, 1980) % 4
#.5 (#]4 EtSH) 54 T & AlCl; (McOmie, J. F. W.:;¥ A Org.
Synth., Collect. Vol. V, 412, 1973)¥# 4-F R A 2-REAFH=E
R 4B A 2-AARAEL, REAELA Wl Na)ALT
ERBRERFHEZN Hlde DI TRA=ZAPESABR —CEARBE
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PRAEEESLAARAML (Phillion, D. P. ;¥ A TetrahedronLett.
27, 1477-1484, 1986), AKX/ ELEH.

T4k A LA 7k B A E e AL AR X &4 (Sprague, J. M.
Land, A. H. Heterocycle. Compd. 5,506-13,1957). #li=, 2-R
AEfEek (X 3, £F ANL)TEALASHFRAZTERLT W-H
GX 4B BFANZ. —HFE M KSCN 5 CuS0. £ 78+
RO BELIRAGEBREALERRAY 2-R XX E
(Ismail, I. A.; Sharp, D. E; Chedekel, M. R. J Org C(hen.
45, 2243-2246,1980). H A&, 2-REXFERZETHLL KSCN 4
ATEZ®KPLEBr, w4 4F (Patil, D. G. ; Chedekel, M. R. J. Org.
Chem. 49, 997-1000, 1984). EHF #E TR B F R, #ld, £
CHCls ¥ /i Br, REBRAMGEAAKRALERRAN 2-REX %%
(Patil, D. G.; Chedekel, M. R. J Org Chem 49, 997-
1000, 1984). 2-f A X HEwpE Tt & Ni MHALH (NiCl.(PPhy).)
BETRAKRSAARERE S WH T (Takagl, K. Chem Lett.
265-266, 1986).

THEFEL AT LT ARRAER 6-RAWGEFES
(Sprague, J. M.: Land, A. H. Aeterocycle. Compd. 5,606-13,
1957). #ldo, EHEEEMNH40 AcOH T, ABHHR T 67 =S, A=NH,
L’. E’. J’=H, X’=CH,0, H. R’ =Et 6§ X 3 b4 46, AL R & F E'=Br
X 3e.

Wi, AvARHE. H RAE RARIREGX 3 Lo
THAHAEGRELLSYH HF (Larock, Comprehensive organic
transformations, VCH, New York, 1989; Trost, Comprehensive
organic synthesis; Pergamon press, New York, 1991).

(ii) F %=

Fd 6 =08X 3o, PRS2 TELIA LN XM
REAEXRAKXAHA (44 04K A=NE,; Alt, K. 0.;FA U
Heterocyeclic Chem. 12, 775, 1975) . Z & (A=CH.: Saa, J. M.;

Org. Chem. 57, 589-594, 1992) X B VT & = X & (A=H; Org. Prep.
Proced. Int., 22, 613, 1990)) .
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(4) SIIANBRERS

X4atd%H R+ X=CHOBR =R&) TiHitREFZHHFH
RARECAEFHERKRL). BFEABEEMN (Fld DMF. DMSO) ¥
AOENHE B Nal) R BZRA T W =0 X 54d¥, FALEHFE
LA, RARARBETIOEAN PR TEBR-CLE. =R
PRABATABRBR L% STEATESEATERR - LE)FAFT
BRENEFRAL. BRANFTRETEATATALEERFSHX
54SHe kRS, FAETRAMEEGRNFLE AL X7,
XA L TEAIRX SRS WOH LS FHRRAEAF G
PEBEGAEAELERE, RARAAR). Hl, X 4 EBOLTF
X*=CH,0 B R’ =Et) T i it & DMF ¥ /& NaOCH.P (0) (OEt) . %t 32 2-§-1-
REERRF. 20, LTHELY P=RE-S-R-RE-N-6X
4. |

(5) S RMEBITLEW

AABRAVTERETREOREBTEDG SRS &, TRAR
EFEASBRATRHEX XS HGARATRAAE. #lde, THALLR
AEBUHMELEELEFHERT AT A E5%E (Kasibhatla, S.
R, %A WO 98/39343 A X3 AXH); EBEThAMEaiint
MBS EBEERNF(Hlef 10%Pd/CHAETHELRE, X4 HC
Wik B SnCl,®9i£ B R B (Patil, D. G.; Chedekel, M. R. /J Org
Chem. 49, 997-1000,1984)) .

% 364
£HH 1
HES-ZLEABBE-2-knh T (1)
FHEA  A-T8C, ¥ 2-“%kwh F&% — L% (1 nnol) £ THF (W&A=%
W) P e % %A nBuli (1 mmol) & @, 1 hHE, MALRR_LE
(1.2 mmol), FHEAERH 40 2%. RRHEXLE, KFTHE
Wk, |
$HB. £ IOCHMBAREHRMA 80% LBRAE 4 0. R

165



99816356. 2 W o B $153/256

G EBALE, BETRAM 1, ABFRERRY. AL THESY
PRS-

$m® C A-78C, Hvwh (1 mmol) £ LB T &% A TMEDA
(NN, N ,N-wFXZ=8) (1 mmol)#F nBuLi (2 mmol) & ¥ 0.5
M. QEAARSW T A RSAR =& (1.2 mol), FAHH 1
DB, RERFERE, E/T -xhER_LE, ARFBRA.
$®D. A-T8C, ¥ 2-%kHMER =& (1 mmol) £ THF T ER
A LDA (1.12 mmol, N,N-—F A A RA4E)LE 20 54. WATR
W (1. 5mmol), W EALHFE 1IN, RRFEFLEKE, RF
T, ABHELZEHRYD. T THEKRER 2-vk wh T B &
7B,

$HE H2-+HF2Q mool)5 NN -—FXZ =8 (1 mol) £
WEPHERE R, ANZ293E-MAEBIKERERBAN
K. 208G, AEhEEN, FRAHEAE, R/ THH-2-(NN-
~—whcke), HEALERKS. bp 59-61T (3 mm Hg).

$ B F. £-40T - -48C, #Hkvh-2- (N, N -=F =k=4%) (1mmol)
#= TMEDA (1 mmol) #& THF ¥ 493 3% A nBuLi (1.3 mmol) &t3. #ik
EBAEOCHERE 1.5 8, REAHE-55C, fARKAR-_CTE(1
mmol) 7 THF ek &, A& 26CHH 12 MW E, ¥ iz BB RS
WER, FRER, BT 5-—CABBASH-2-(N,N-=FE4=%
), AkeaRy.

Fme. Ho5-—oAmmtkah-2-(N, N -=F&skedi) (1 mmol)
ERPHEEARAKLEEEE pH = 1. B} EHF LK, KFT
ot 1, ARFREHRY.

LA 2

HE - CEABBE-2-[1-AR) % ;;E]-stvma 6-— L AMBLA-
2-[(1-fER) R E]Iww

¥ %A 56T, ﬁﬁvﬁ(l.amol)ﬁvﬂ’eﬁr’as&m 4-F X AE
(1 mmol). = £ Z % &F (1.2 mmol) v = M L& 44 (0.1 mmol)
4% 3.5h . REREAKRER (1.9 mnol) REZEAFHEAL
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2%, 2haitadE. RR, ALXFES XFT 2-[U-F
B-1-F&) XA ]Ikvwh, HiE& ks (bp 65-77C, 0.1 mmHg).
Fm B #F 2-[(-FE-1-EK)RE]%%H (1 omol) EXTHER
A =% (2.1 nmol) fe 2+ P X 5% & (0. 05 mmol) £ AR S T &2 60
B, AHARE-HEAEBIKBRER, WARTR=CE(.6
mmol), ¥ BALAHHEmEWA 1 M. RIRFEK, KRT 2-2-
sk H)-2-[(3-9FRA) TAI-1, 3-—RAERRRK, ABE kK.
%, C. f-45C, # 2-(2-=%wh#)-2-[@-F&) THE]-1,3-=4&
2 K12 (1 nool) /& THF ¥ é§ % 3% A TMEDA (1 mmol)# nBuLi (1.1
mmol) R, ¥ BEARRLSWE-S-OCHRF LIH., ¥AFAER
YA E-45C, FALFEMN{BRR_CLEAE THF ANEER
~45CHREY. A 125 PR EASRADERBRETE. BR
FRE, BT 2-2-G-=zABsR)xHE]-2-[G-FH)T
A]1-1,3-— R EHRAK, AREGEHRY.
F®D. £60C, H2-[2-G-—CAREEK)xHA]-2-[3- ‘Pk)
TAI-,3-—A2HFAE( mmol) EFHE FHERM 1L N 28(0.2
mmol) & & 18 /B, 3RIFEM, KB/T S-—CEMEBE-2-[4-
wA-1-8AR)KAI%H(2.1), A EMEEHRP (bp 1562-156C, 0.1
mmHg) . ‘

WEBEFERNFT TR
(2.2) 5-— LA BB A-2-T A %kwh: bp 125-136TC, 0.1 mmHg.
(2.3) 5-=—Z A BmmE-2-[(1-&K) TA]I*%%: bp 130-145TC, 0.08
mmHg.

KX EAAS S TRETEF 84
FBE #2-[@4-FA-1-8K)XE]1%% (1 mmol, P TANZE
HEG)AETHERA NN-=FAH (2.1 mol) =K L8 (0.05
mmol) A AL HTLAE 6 M. ERHFAEX, HFT 2-[@4-FE-
1-8.K) A A]%kwh N N-ZFEE, AiEéE K.
FEF 3 2-[(4-FR-1-8K) XA ]%w% N, N-= P LT ¥ R
CH{AEEFT2-[4-FEA-1-ER) XRA]-5-—CE BB AERHN, N-
—oAR, ARERE RAELE-KRPHEKABAD L13H)E
25CA I 6 /bR, REFEMB, KBTS H 2.1, AREEHKD.
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— % 5-—EBBE2-[1-ER)RE]IRBRZABTEF EH
F:
$®G. &£25C, %424 1 (1mmol) s 1,3-% =58 (1. 1 mmol)
EEHTHERAZALMLBEAY (0.1 mool) &2 24 PH. EX
Fe s, BET 2-Q-G-—CAmsi)%xwhi)-1,3-—%k,
ARKEHKY.

C#2--G-—ZAMBE) kR E)-1,3-=—E K (1 mmol) & THF

b a2 A A E-78C, 5+ nBuLi (1.2 mmol) &, E-T8THH 1
SHE, AXRAETFTALATERERAY, AR ERBEA-TSCTH
o1 OhE. RERASEkL, FFT 2-Q-G-=CLARRRE) %S
B)-2-FARFTE-1,3-—%k, AHHKH.

£ 25C, ¥ 2-(2-G-=—CAB&R) 5 HR)-2-FRKT E-
1,3-= &% (1 mol) LM - R P@ERA[= (ZRTHAE)R]
£ (2 mmol) &3 24 B, RIEFEEHL, KFT5S-—CEAMBRE
—2-(2-FRACTHBR) %, AARBEHRS.

Tk o AR F 46
(2.4) S5-—CAMSA-2-Q-CAEABALRE) %
(2.5) 5-—zAMER-2-2-FTAEAZSL) %
(2.6) 6-—CLABBRA-2-THBERR

%4 3.

HE4-[Q-G-BBE)kmE]EE, 4-[2-6-MBER)RREEA]ES
Fo 4-[2-(5-ME B ) % A ] A

%A oW 2.1 (1 mnol) £ LB P B R A RAA(ID) (2.2
mol) EFALHTFAE 3 M. ¥EAHHRERSHLR, #E&
BRELEF. A ELRLABREEHRY, AT 5-2CER
Bhik-2-[(2-8-4-F R -1-8R) KEA]I%H, ABREHRY.

$ % B ¥ 5-—CEABRBEA-2-[(2-R-4-FEA-1-AR) RE]I%%H
(1 nmol) 5ALMk (2 mmol) ELH FHERMmERA 2 M. HiEA
HHEARSWELET, RAFH GRKRY & T EBPRRLA
ok (pH = 8) k. BAHBRKEMBANFKEEAKL, KFET 2-&%
~5-FTA-4-[2-G-—CTABBE) k] EL,
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F®C & 25C, #2-AA-5-FTA-4-[2-G-=—CERBRE)R
sk ]ogked (1 mMol) AR TR PG EZRME=F A% (10 mool)
BRI, HEAAROWELET, REBBAAHWEFAKT. &
ML REKERFRK, /T 2-84-5-FTA-4-[2-(G-HBE)%
Al (3.1), HAAGEEK. mp>250C., AFE S H CuHiN0PS
+1.25HBr &3+ BL44:C: 32.75; H: 4.06; N: 6.94. E®{4:C: 32.39;
H: 4.33; N: 7.18.

BELEFE, AEAFLEATRAFALFRRFELF &
#yiFEE, NRT TRAESH:
(3.2) 2-FA-5-FTA-4-[2-G-BEX)kwh A ]E4,
7% 2 C..HeNOPS + HBr + 0. 1CH,C1, &3+ H {&: C: 37. 20; H: 4. 44;
N: 3.58. Zal4i: C: 37.24; H: 4.56; N: 3.30. |
(3.3) 4-[2-(5-M§B ) ki ]uked,
7% 4% C.HNOPS + 0.65 HBr é9 3t Jf44: C: 29.63; H: 2.36; N:
4.94, T@4E: C: 29.92; H: 2.66; N: 4.57.
(3.4) 2-F & -4-[2-(5-Best &)k A ]k, mp 235-236C. L&
4% C:HeNO,PS + 0. 25H,0 69+t H4&: C: 38.48; H: 3.43; N: 5.61.
@ i: C: 38.68; H: 3.33; N: 5. 36.
(3.5) 2-%A-5-FThA-4-[2-GG-BstX)khit]E=,
7% 2% C.H,:NOPS + HBr &93t B {4: C: 45.96; H: 4.31 N: 3, 15.
L@li: C: 45.56; H: 4.26; N: 2.76.
(3.6) 2-F @ A-4-[2-(5-EAE) %k A]E=:, mp 194-197C. 7T
#2% C,H.NOPS &gt H4i: C: 43.96; H: 4.43; N: 5.13. %3
45: C: 43.70; H: 4.35; N: 4.75.
(3.7) 5-FTHA-4-[2-G-maeX)%hE]®E4E, mp 164-166C. 7T
4 5% C,H..NO.PS #93F J14: C: 45.99; H: 4.91; N: 4.88. % &
fi: C: 45.63; H: 5.01; N: 4.73.
(3.8) 2-EAARBERA-4-[2-G-HBA)%khiA]% 2. np 189-191
C. &5 # CHNOPS, 643 H44: C: 33.10; H: 2.43; N: 9.65.
$RME: C; 33.14; H: 2.50; N: 9,32
(3.9) 2-(1-xA)-5-FTHA-4-[2-(G-MEE) kb L] &,
70 & & ¥ C,eH;aN,0.PS + 1. 3HBr #9 ++ JL44: C: 40. 41; H: 5.15; N: 5. 89.

169



99816356. 2 o\ P FE157/255]

L @44: C: 40.46; H: 5.36; N: 5.53.

(3.10) 2-(2— &% &) -5-F T H-4-[2-G-BEE)kwi]E2.
7% 4 ¥ CisHieNOPS, + 0. 75H,0 &9 31 L 44: C: 47.05; H: 4.61; N:
3.66. TaM{E: C: 47.39; H: 4.36; N: 3.28.

(3.11) 2-(3-#kse R)-5-F T X -4-[2- (G-M/ K ) kb R 1%,
7% 9 ¥ CHiN,0,PS + 3. 75HBr 6§+ H44: C: 28.78; H: 3.13; N:
4.20. E®4E: C: 28.73; H: 2.73; N: 4.53.

(3.12) 2-Z B RAE-S5-F TA-4-[2-G-HEBA)kdiE]E4. mp
179-181C 7t & 4 # Ci:HiN:0:PS + 0. 25H,0 693t Jf14: C: 44.76; H:
5.06: N: 8.03. Z®4{E: C: 44.73; H: 5.07; N: 7.89.

(3.13) 2-fAA-4-[2-(5-Bs i) khA]E L,

4 4% CHN,OPS #93t 3L 44: C: 34.15; H: 2.87; N: 11.38. %
R {5: C: 33.88; H: 2.83; N: 11.17.

(3.14) 2-FPARA-5-F TRE-4-[2-G-BBAE)khA]EL. mp
202-205T . 7 & 4 # C..H,N.0.PS + 0.5H,0 ¢+t H{4: C: 44.30; H:
5.58: N: 8.60. Za4{i: C: 44.67; H: 5.27; N: 8.43.

(3.15) 2- (N-R A -N-F &) H X -5-5F T A -4-[2-(5-B 8 &) %o A ]
wwk mpl79-181C. 4 4 # C.HiN:0,PS + 1. 25HBr #43 J{f4: C:
33.33; H : 4.49; N: 9.72. %E®{4: C: 33.46; H: 4.81; N: 9.72.
(3.16) 2-RK A -5-FX-4-[2-G-BSA) kA ]1%E 4. np 200-220
C. 744 ¥ CH:N.0,PS + 0. 65HBr &9+t H-44: C: 30.72; H: 3.11;
N: 8.96. E£M4i: C: 30.86; H: 3.33; N: 8.85.

(3.17) 2,5-=—F A -4-[2-(5-MmtA)kvhA]1®E~. mp 195C (4 M
=), &4 CH,NOPS +0. 7THBr 69 +F JL44: C: 34.22; H: 3.41;
N: 4.43. E®4E: C: 34.06; H: 3.54; N: 4.12.

(3.18) 2-RAAKRERA-5-F TA-4-[2-G-MatE)kwE]E2,
704 4 ¥ CiHisN,0.PS, + 0. 1HBr + 0. 3EtOAc # it F{4: C: 41.62; H:
4.63; N: 7. 35. L£#&{4: C: 41.72; H: 4.30; N: 7.17.

(3.19) 2-ZAXZE-4-[2-G-BmE L)%k E]E%, np 163-165
C. 744 ¥ CoHiNOPS + 0. 5H,0 ¢ 3 J44: C: 38.47; H: 3.55; N:
4.49. ZR4E: C: 38.35; H: 3.30; N: 4.42.

(3.20) 2-R A -5-FF @A -4-[2-(5-BBLE) kb ]Ed,
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7% % # CioHisN:0,PS + 1 HBr %9 #F JL44: C: 32.53; H: 3.82; N: 7.59.
E£M4E: C: 32. 90; H: 3.78; N: 7.665.

(3.21) 2-&RA-5-TA-4-[2-(5-mesX)%whit]%E4. mp > 250
C. LELH CHuN0PS 654+ F{4: C: 39.42; H: 4.04; N: 10.22.
Z@M4E: C: 39.02; H: 4.15; N: 9.92.

(3.22) 2-REAFTH-4-[2-(5-B8E)%wh & &4, mp 204-206TC.
A E ¥ CH:N.0PS ¢§3 L 44: C: 40.01; H: 2.61; N: 10.37. 3%
MAE: C: 39.69; H: 2.64; N: 10.03.

(3.23) 2-RARKBALA-S-FTA4-[2-5-BEBE)%HA]E
wk mp 177-182C. A& 4 # CHiN:OPS; + 0.2 3% + 0.3HBr #§
$+ 3 44: C:39.35; H: 4.78; N: 10.43. £ ®{h: C: 39.61; H: 4.48;
N: 10. 24.

(3.24) 2-fE-5-AR-4-[2-5-MsA)%wp it &= wmp 235-237
T, AEHH CoHiN0PS + 0.3H,0 493+ J44: C: 40.90; H: 4.67;
N: 9.54. @{4: C: 40.91; H: 4.44; N: 9.37.

(3.25) 2-RA-5-ZRAZE-4-[2-5-ms X)L ]E=E, mp
248-250C. L% % # CioHuN,OPS + 0. 1HBr &3t F 44: C: 36.81; H:
3.43; N: 8.58. Z&4A: C: 36.99; H: 3.35; N: 8.84.

(3.26) 2-RA-5-FAE-4-[2-(5-Msc k) kb ]E2. np 181-
184°C. ¥ £ # CsHoN.0.PS, + 0. 4H;0 ¢+t L 4i: C: 32.08; H: 3. 30;
N: 9.35. Z#{4: C: 32.09; H: 3.31; N: 9.15.

(3.27) 2-RKA-5-ZFAA-4-[2-(5-Bm i) kb A &4,

7% 4 ¥ CiHuN:0.PS + 1H,0 + 0. 75HBr #§3t J4&: C: 32.91; H: 3. 80;
N: 7.68. Z#4&: C: 33.10; H: 3.80; N: 7.34.

(3.28) 2-RA-5-FEHABMA-4-[2-G-BBA)%HA]ES, mp O
250°C . 70 F 4 #7 CsHsN,0sPS, + 0. 35NaCl &) 3 - 4&: C: 29. 23; H: 2. 76;
N: 8.52. £®44: C: 29.37; H: 2.52; N: 8. 44.

(3.29) 2-RA-S-FREZE-4-[2-G-BBE) kL] E=L,
705 9 # CsHisN.06PS + 0. 2H,0 &5 31 3 4&: C: 46.93; H: 3. 52; N: 7. 30.
Lm4i: C: 46.64; H: 3.18; N: 7.20.

(3.30) 2-RA-5-FRTHE-4-[2-(5-BBtE)kwh K]k,

764 4 # C,H.:N;0,PS + 0. 15 HBr + 0. 15H,0 #9+F L 44: C: 41.93; H:
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4,30; N: 8.89. Fd{4: C: 42.18; H: 4.49; N: 8.53.

(3.31) -8 A -5-FAL-4-[2-G-HBE) kA ELELRE.
¥4 ¥ C,oHiN;0,PSBr + 0. 73HBr + 0. 15MeOH + 0. 5H,0 &5t J 4
C:33.95: H: 3.74; N: 7.80; S: 8.93: Br: 16.24. £ ®|{4:C: 33.72;
H: 3.79; N: 7.65; S: 9.26; Br: 16.03.

(3.32) 2-RE-5-[(N,N-=F &) H 2 FA]-4-[2-6-Bsi) %
Rl -G m i,

70 % 2 # CioHieN:0,Br PS+ 0. 8CH,C1. %9+ H {4: C: 24.34; H: 3.33;
N: 7.88. SE#®{4: C: 24.23; H: 3.35; N: 7.64.

(3.33) 2-RRA-5-FARAFR-4-[2-G-BsA)%hx]E% W
227C (MR E). AL CHNOPS + 0.1H0 + 0. 2HBr ## F
{8: C: 33.55; H: 2.94; N: 8.69. Z#{4: C: 33.46; H: 3.02; N:
8. 49.

(3.34) 2-RRA-5-ZAEABR-4-[2-G-BBA)kvhAIE=%, M
245C (B E). LELSH CioHuNOPS, #9#t F4i: C: 35.93; H:
3.32: N: 8.38. Z#44: C: 35.98; H: 3.13; N: 8.17.

(3.35) 2-RA-5-FAXBEE-4-[2-G-HmmA) kbl EL M
245C (4 B2 ) . 4% 4 ¥ Cu.Hi:N.06PS &9 3+ A 44: C: 39.76; H: 3.94;
N: 8.43. %#44: C: 39.77; H: 3.72; N: 8.19.

(3.36) 2-F A -5-FA-4-[2-G-BBR) kb ]%L,

7% 4 ¥ CiHiN:0,PS +H;0 #93F H-44: C: 47.46; H: 4.27; N: 7.9L
L®4E: C: 47.24; H: 4.08; N: 7.85.

(3.37) 2-&A-5-[(N,N-ZZR)RAFTE]I-4-[2-G-HK &) %
Al K,

70 % 4 # CiHzoN,0,Br,PS + 0.1 HBr + 1.4 MeOH &3t F4: C: 29.47;
H: 4.74; N: 7.69. Z&44: C: 29.41; H: 4.60; N: 7.32.
(3.38) 2-HA-5-[(N,N-—FX)RAFTEA]-4-[2-G-HAE) =%
CESL L

7% % # CioH12N;0sPS+ 1. 3HBr+ 1. OH;0 + 0. 3 & & &4+ H 44: C: 28.59;
H: 3.76: N: 9.18. %£#44: C: 28.40; H: 3.88; N: 9.01.
(3.39) 2-RE-5-HA-4-[2-G-Bot L)kl ]EE,

7% 4 # CsH,N,0PS + 0. 2HBr + 0. 1 H,0 #9 3+ H-44: C: 31. 18; H: 2. 42;
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N: 9.09. £®44: C: 31.11; H: 2.42; N: 8.83.

(3.40) 2-&E-5-F R AL ERE-4-[2-(5-mmt)kwb A ]E=. ¥p
240C (= ).t % 4 M C,HiN,OPS &9 3+ J44: C: 39.76; H: 3.94;
N: 8.43. Za{f: C: 39.42; H: 3.67; N: 8.09.

(3.41) 2-FH-5-T X -4-[2-G-Bm L) %kwh X ]E%,

7% 4 # CiHi,0PNS + 0. 75HBr + 0. 35H,0 #§3t F 48: C: 36.02; H:
4.13; N: 4.06. Z®44: C: 36.34; H: 3.86; N: 3.609.

(3.42) 2-FA-5-FKAE-4-[2-(G-AEs K ) skwp L g e,

7% 4 # C,,Hi.NO,PS + 0.3HBr + 0.5CHC1, ¢4+ J{4: C: 37.41; H:
3.49; N: 3.79. %£®{4: C: 37.61; H: 3.29; N: 3.41.

(3.43) 2-FA-5-Z @A Z A -4-[2-(5-M s ) kb E]EE,

A E 4 CuH.NOPS w93t H4: C: 41.64; H: 3.81; N: 4.40. %
M C: 41.61; H: 3.78; N: 4.39.

(3.44) 2-[(N-TBA)AAI--FREFTE-4-(2- (5 BELR) %A
Bk,

7% 2 # CuHiN:0sPS + 0. 15HBr &4+ # 44: C: 38.36; H: 3.85; N:
8.13. E@44: C: 38.74; H: 3.44; N: 8.13.

(3.45) 2-R A -5-(4-"Bok ) TR -4-[2-G-Hms )k L] g2 —
S,

7t. % 9 # CiHisBrN:0:PS + 0. 25HBr #§3+ JL{4: C: 27.33; H: 3.49;
N: 7.97. &alfi: C: 27.55; H: 3.75; N: 7.62.

(3.46) 2-RA-5-FAAFTELEE-4-[2-G-HBe )k m ] E4,
Mp 238C (@ : &). /& 2 # CHiN0PS 69+ F4: C: 41.86; H:
3.81; N: 8.14. %ER4k: C: 41.69; H: 3.70; N: 8.01.

(3.47) 2-B A -5-FHA-4-[2-G-Bmet X))k ]E=s N,N-=5
TREE. Mp > 250C. &4 CHNOPS, + 1.15 CiHasN 893 5
f4: C: 52.28; H: 7.13: N: 8.81. %&4i: C: 52.12; H: 7.17; N:
8. 81.

(3.48) 2-[(N-A#k s X)) KRA]-5-F T E-4-[2-(5-Bs L) kb i]
o

70 9-# CosHaeNaOsPS; + 0. 5HBr 43+ F {&: C: 47.96; H: 4.64; N:
7.29. E®M{E: C: 48.23; H: 4.67; N: 7.22.
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(3.49) 2-8 A-5-(2,2,2-Z R E)-4-[2-5-Bmm A )£
=

70 45 CoHN;F.0.PS 893 F4&: C: 32.94, H: 2.46, N: 8.54. %
A {4: C: 32.57, H: 2.64, N: 8.14.

(3.50) 2-FA-5-FAE-4-[2-(5-MstE)%kBA]E%,

% 4% CoHioNOPS, 893 H 45: C: 37.11; H: 3.46; N: 4.81. %
A {g: C: 36.72; H: 3.23; N: 4.60.

(3.51) 2-RE-5-FHAA-4-[2-G-HEE) kX ] Ed&a.
7% % ¥ CHuN:OPS, 693+ JL44: C: 31.07; H: 3.91; N: 13.59. %
M4E: C: 31.28; H: 3.75; N: 13.60.

(3.52) 2-fA-5-7X-4-[2-(5-Mm ) skvh ik ]Ew,

E 4 H CioHN.OPS &9+ J14: C: 42.26; H: 3.19; N: 9.86. %
R{E: C: 41.96; H: 2.95; N: 9.76.

(3.53) 2-8RE-5-AFH-4-[2-G-MEt X))k X ]E, o
7% 9 CoHoN.OsPS #93F JL44: C: 34.79; H: 3.28; N: 10.14. %
#{E: C: 34.57; H: 3.00; N: 10.04.

(3.54) 2-RA-5-F T H-4-[2-(G-mai) ki L4,
7% 2 # CiHiN:0,SP + 0. 09HBr #9++ Ji{4: C: 46.15; H: 4.20; N:
8.97. S%:M44: C: 44.81; H: 3.91; N: 8.51.

(3.55) 2-HA-5-F At -4-[2-G-mmA)kwh R ELARR
#*.

7t 4 CioHiBrN.OPS, 693 F44: C: 29.94; H: 3.52; N: 6.98. 5%
;M{&: C: 30.10; H: 3.20; N: 6.70.

(3.56) 2-RA A -5-KAEX-4-[2-(5-MmA)khi]E4,

A FE S CisHuNOPS, 693+ H {: C: 44.07; H: 3.13; N:.91. %3
{£: C: 43.83; H: 3.07; N: 7.74.

(3.57) 2-RA-5-RTHA-4-[2-G-HstA)khik]E%,

70 E 9 # CuHisN,0.PS; + 0. 6CH.C1, 8931 J4A: C: 36.16; H: 4.24; N:
7.27. E£#|4i: C: 36.39; H: 3.86; N: 7.21.

(3.58) 2-BA-5-AAL-4-[2-G-BBK)kHR]IELEERE,
70 % 9 # CioHy1BrN,0PS, 69 +F S 44: C: 29.94; H: 3.52; N: 6.98. %
#M44: C: 29.58; H: 3.50; N: 6.84.
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(3.59) 2-RA-5-ZRE-4-[2-G-BmE) k&4,

% 4 # CHuN:0.PS, + 0. 25HBr #9+ H4A: C: 33.11; H: 3.47; N:
8.58. ZLMM{4: C: 33.30; H: 3.42; N: 8.60.

(3.60) 2-[(N-RTRAAXFX)KA]-S-FEREAFTE4-[2-(5-B8k
B)kwp X ]k,

A& 4 ¥ C.HiN,0.PS 893t J 4i: C: 43.08; H: 4.91; N: 7.18. %
M A: C: 42.69; H: 4.58; N: 7.39.

(3.61) 2-&K-4-[2-(5-MB A ) skvh it ]k,

& & ¥ CHNOPS #9+H 3 {4: C: 34.02; H: 2.45; N: 5.67. %@
fi: C: 33.69; H: 2.42; N: 5.39.

(3.62) 2~ K -5-THE-4-[2-(5-MEs ) skvh A 1,

& 4 ¥ CHyoNOPS 69+t S-4: C: 39.28; H: 3.66; N: 5.09. &
{: C: 39.04; H: 3.44; N: 4.93.

(3.63) 2-#K-5-FmE-4-[2-(5- ﬁ%g)%v@g]e&&

7o & 4 # CioH1:NOPS + 0. 1HBr 69+ . 44: C: 40.39; H: 4. 10; N: 4. 71.
%@ {5: C: 40.44; H: 4.11; N: 4.68.

(3.64) 2-#XK-5-F T A-4-[2-(5-M8uK) ki 2L =i,

o E 4 CuHiLNOPS #93H F4i: C: 43.57; H: 4.65; N: 4.62. %
#AE: C: 43.45; H: 4.66; N: 4. 46,

(3.65) 5-L R AFER-4-[2-(5-s i)k &,

AE L CoHNOPS &3t H 4: C: 39.61; H: 3.32; N: 4.62. %
ME: C: 39.60; H: 3.24; N: 4.47.

(3.66) 2-RE-5-THAE-4-[2-G-MBBE)kvhit &,

L% 2 # CHN.0.PS + 0.28 HC1 ¢+ H 44: C: 37.66; H: 3.26; N:
9.46. L :44: C: 37.96; H: 3.37; N: 9.10.

(3.67) 2-RE-4-[2-(6-HEEA)b R A X2 S 2 3,

(3.68) 2-WALA-5-F T -4-[2-(5-Mst i) kol it Jukwd

LE M C.HNOPS, 693 L 44: C: 43.24; H: 4.84; N: 4.20. %
®{h: C: 43.55: H: 4.63; N: 4. 46.

(3.69) 2-f/E-5-FTHE-4-[2-3-matd)=knhg X Jvknd,

7L F 2 # C.HieN.04PS + 0. 1H,0 653+ - 44: C: 43. 45; H: 5. 04; N: 9. 21,
SR4E: C: 43.68; H: 5.38; N: 8.98.
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(3.70) 2-RA-5-F TH-4-[2-(5-Bat i) kb X ]mme,

7% 9 # CiHisN.0,PSe + 0. 14 HBr + 0. 6 EtOAc #9 3t # {4: C: 38.93;
H: 4.86; N: 6.78. & {i: C: 39.18; H: 4.53; N: 6.61.
(3.71) 2-RAA-5-FARA-4-[2--BHA)%kHE]EL.

7t % 9 # CsHoN:0,PSSe + 0.7 HBr + 0.2 EtOAc #9#+ F {4: C: 25.57;
H: 2.75; N: 6.78. S R44: C: 25.46; H: 2.49; N: 6.74.
(3.72) 2-H&RA-5-ZA-4-[2-(5-BsX)kwh A ]mE,

4% & # CoHuN.0,PSe + HBr %93t F {&: C: 26.89; H: 3.01; N: 6. 97.
LA 44: C: 26.60; H: 3.16; N: 6.81.

£ %4 4.

HE&5-mgAR-4-[2--B&E)%kh g4

FmA & 25C, H2-REA-4-[2-G-—CcEBEBL)RBHEA]ES
(o4 3 F BB E4HF6) (1 mmol) ERAF PHERAN-RR
B8 BB (NBS) (1.5 mmol) &% 1 v, RERF&#HELL, KFT
-5 A -5-38-4-[2-(5-— . A st R )k h ] —Eek, Hixé B

F%B. W 2-RA-5-8-4-[2-(G-—CTAMBRR) kb K] ELT
LAH 3T ERCHLE, RFT 2-A4-5-8-4-[2-(5-Mst k) %
ElEe (4.1), AXE&E4K. mp > 230C. &2 CHNOPSBr #5
# H14: C: 25.86; H: 1.86; N: 8.62. £®&I{h: C: 25.93; H: 1. 64;
N: 8.53.

TRASHREEEF EHNEH:
(4.2) 2-8RA-5-§-4-[2-(5-mmt i)kt 1E
7 & 4 M CHN.0PSC1 #93t 44: C: 29.96; H: 2.16; N: 9.98. %
#4h: C: 29.99; H: 1.97; N: 9.75.
(4.3) 2-8 A -5-m-4-[2- (5-Mmc ) kb 2 ]k,
o E 9 M CHN.OPSI 653 H4&: C: 22.42; H: 2.28; N: 6.70. %
#4E: C: 22.32; H: 2.10; N: 6.31.
(4.4) 2,5-—i#—-4-[2-(5-MBLA) kA ] %4,
7.4 9% C,HNO,PSBr. ¢4+t B 14: C: 21.62; H: 1.04; N: 3.60. %
MM4E: C: 21.88; H: 0.83; N: 3.66.
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L#&H 5

& 2-gR-4-[2-(5-mBe k) kb X%

FHRA AEOC, H2-RBEA-5-FTEA-[2-G-ZCEBKE) %
RlEd (pAZAEAITRBYHAY) (lumo) ATHETHERA
#4064 (I11) (1.2 mmol) fo T A58 K X% (1.2 mmol) &2 1 D Ef. R
R GELA, KFT 2-2-5-FTHEA4-[2-6-—TEBEL) %%
Algk=, AHiEeEk.

J®B W2-B%-5-FTHA4-[2--—CTEABBE)RmE]ESD
AERPITHRCHLE, (FT 2-8%-5-F TH-4-[2-(5-BKsik)
gwh A ER(5.1), Ak ERBHEAK. TESH C.HNOPSBr #it

H4{4: C: 36.08: H: 3.58; N: 3.83. x#4a: C: 36.47; H: 3.66;
N: 3.69.

TRALACURRBEF EH&:
(5.2) 2-8-5-FTH-4-[2-G-BsA)khEx]E%.
& ¥ CHiNOLPSCL #9+F H4A: C: 41.07; H: 4.07; N: 4.35. %
N 4E: C: 40.77; H: 4.31; N: 4,05,
(5.3) 2-i-5~-FAK-4-[2-G-MBR)kvhik]E2: |
7t % %% CsH:NO.PS,Br #93F J-{4: C: 26.98; H: 1.98; N: 3.93. %
#4E: C: 27.21; H: 1.82; N: 3.84.

%34 6.

P& 5 2-Fo 5-AR G 4-[2-(5-ME ML) kv R vk,

YHEA £ 100C. RAAT, 3 2--5-F TA-4-[2-(6-=C &
B s ) sk A )k (1 mmol, S A KM 5 F KA T HF6) A DMF
POERAZTE(LHLA)S G mol) e (ZXEB) —fith
(0.05 mmol) & . 5 MG, WEAHNGEEREGWELR, Ed&
EELELY, KFT 2-0HE-5-FTE4-[2-6-=Z2Z K%
K)kwh R ]E, AXERAKL,

Y% B 2-THA-S-FTHE-4-[2- (5—,5,&;&&&)#\%&»]@%
HITE&EP ST HRCHLAE, RFT 2-CLHE-5-FTE-4-[2-(5-
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MEh)kvhA]E2(6.1), AREEA. ALELSH CHNPS +1
HBr + 0. 1H,0 #93+ H44: C: 39.43; H: 4.38; N: 3.54. Z®fA:
C: 39.18; H: 4.38; N: 3.56.

TEREF kO EMEY LB HERF 5-IRA 4-[2-(6 &
BEAR) kb R,
PmC W2-fA-5-#-4-[2-G-——CZEMBE) KB RIEEG T
THRAGLE, A 2-=TEAPEREARBHESIRESL, K/RT
2-RA-5-(2-%HA)-4-[2--—LEABBRE) kBRI &4,
T®D WH2-RA-5-Q2-%HAh)-4-[2-6-=CEBmsE)kBi]
ek AT RS ST R CHRE, FRT 2-RE-5-C-%dik)4-
[2-(5-AE B X )=k wh A )]~ (6.2). mp 190-210C. L& & #
C.:HsN;0sPS + 0. 25HBr &9+t H44: C: 39.74; H: 2.80; N: 8.43. %
M4E: C: 39.83; H: 2.92; N: 8.46.

TRASHRARAEF EHFEG:
(6.3) 2-H E-5-(2-EpHk)-4-[2-(5-— L E B/ A )bk ],
7% 4 # Ci:HaN,0PS, + 0. 3Et0Ac + 0. 11HBr #5+H F44: C: 40.77; H:
3.40; N: 7.79. sE:M44i: C: 40.87; H: 3.04; N: 7.45.

E A 7.

# & 2-T A -4-[2-(5-mp st ) skwh 2 g,

FHA E1XALEGEAT, H2-0HEA-5-FTHA-4-[2-(5-=
CEABRBA) kA E2 (1 mmol, b F#&H 6 FHRAPHFH)
LBy eEkaMEses (0.05mmol) ® 12 0. KERLRASH
Wik, eERELR, B EEEALBRLW, KFT2-CE-5-%T
E-4-[2-G-—CABBE) xR ]EL, HRELEKS.
THB H2-LE-5-FTEA-[2-GC-—CEABBRE) R HRA]EA
HAAxEM I T HRCHAE, KFT 2-CLA-5-FTE4-[2-G5-%
Bk RAIEAR(T.1), AXEEHHK. ATFE2LH C.HiNOPS + 1HBr
é9+t H4h: C: 39.41; H: 4.83; N: 3.53. E#{4: C: 39.65; H: 4.79;
N: 3.61. -

178



99816356. 2 # B B #166/255%

% %4 8.

HEr Bt PRATEE

YHA £ 0C, BEXFARS =% (1 mnol) &£ DMF T & E#&
AR ENM (1.2 mnol)f 2-FE-4-FF A E (1 mmol) X &, Jf
F25CHF 1200, BRRFEEML, EFT 2-FE-41-(CTER
BEAPREPR)ES,

FHB K 2-FE4-—CEABBATAEATRAELH}ATERHA 3
FRCHLERE, FBT 2-FEAA-BBATFAEFTRAELGB.1). £
# 4 # CsH,oNOPS + 0. 5HBr + 0.5H,0 #9++ L {4: C: 26.43; H: 4.25;
N: 5.14. %£®{4: C: 26.52; H: 4.22; N: 4.84.

FHC ¥ 2-FEA 4 —CAMMATAELPRELRITEEH 4
FRAMNRE, RERTEAAITRCARLE, KRBT 5-%-2-F
A-4-HEBRPEREFTRAE (8.2). TEH# CHNOPSBr + 0. 5HBr
&+ F14: C: 21.04; H: 2.80; N: 4.09. EL@44: C: 21.13; H: 2.69;
N: 4.01. ~
F® D. # 2-[(N-Boc) R A]-4-%E~ ¥& & (1 mmol) &£ CHCl:
(10 mL) ¥ 3 %& A4 £-78C, 58 DIBAL-H (1M, 5 mL)&®E. ¥
ER B AE-60CHH 3 et, HF A NaF/H:0 (1 g/1 mL) B FRELE XK
B. $mBRshitE, ERRS, (k8T 2-[(N-Boc) & A&]-4-
PEFEAES, HEK.

FH®E 4% 2-[(N-Boc) KA ]-4-#£ L 7 X% (1 mmol) /£ DMF (10
mL) P& ERSH E0C, FANaH (1.1 mmol) & 2. RERASHE
TREH 05, REWMAZRATHHEMSEL T ES (1.1 mol).

EESRHEAINE, RERERSPWELETF. BRI EEEAALRK
M, 587 2-[(N-Boc) RA]4 —CABBEATAREAPEES, X
i

$BF. % 2-[(N-Boc)&&A]-4—CABBETFTERFT XK LRA
XS 3THRCHRE, KFT7 2-RE-4-BBEATFTALXTEES
(8.3), ABE4&k. L& 4# CHNOPS + 0.16 HBr + 0.1 MeOH &3}
BAi: C: 25.49; H: 4.01; N: 11.66. £ R44: C: 25.68; H: 3.84;
N: 11.33.
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%64 9.
Ha 2-RAFEA4-[2-G-BEE) kbR x4,
S A ¥ 2-CZAABASRTEA4-[2-G-=CTEBRE)%D
A)Eek (1 mmol) B PR FTHEERTHERE 25CTHRHF 12 M H.
EENE#kskl, XFT -G A FEA-5-FTE-4-[2-(6-=T X
Bt A )ksh A ]E4, A aéERKk.
y® B # 2-RAFTHRAS-FTA4-[2-G-=CEBBKE) %W
Rl i Eam 3 VB CHL®, AT 2-AXATFHESHT
R-4-[2- (G- s ) kb A ]E= (9.1), H B4, mp 185-186T. 7T
# 5 # CiHieN:O:PS 893 H44: C: 43.64; H: 4.58; N: 8.48. %x&
{4: C: 43.88; H: 4.70; N: 8.17.

TS Y RARBEFT EFHEN:
(9.2) 2-S ATt -4-[2-5-MmA)kwhA]®E 2. mp 195-200
C. &4 # CH:N.OPS + 0.25H,0 853+ F4a: C: 34.48; H: 2.71;
N: 10.05. £®{&: C: 34.67; H: 2.44; N: 9.84.

ETUE 2-CEASEA4-[2-G-— A KoL) kb X g
HALRLE -G 4-[2-G-BE ) kb A 4.
$mC AT, H2-LRAFEA-4-[2-G-=CEABRA)RHE]
wwk (1 mmol) /5 W &% ¥ 69 2 & A M S.1644 (1. 2 mmol) &L & 12 /W,
RERAeEmk, E/T 2-2AFE-4-[2-G-=CEABBRE)R®
AlEeg,
FED H2-RATA-4-[2-G-ZCEABRBE)kHE]EitAT
T 3T ECHRE, HAT 2-REATE-4-[2-G-HKHE) %
A& (9.3). mp 205-207C. LE A CsHeNOPS + 0.25H0 93t
HM4: C: 36.16; H: 3.22; N: 5.27. %®44: C: 35.98; H: 2. 84:
N: 5. 15.

TRASHRBZEG XFEN:
(9.4) - A PR 5-FTHA-4-[2-G-mmt)kpk]E=:. np
160-170°C. 7 & 4 # C.HicNOsPS + 0. 7T5HBr #93+ F{4: C: 38.13; H:
4.47; N: 3.71. E®44: C: 37.90; H: 4.08; N: 3.60.
$BE 4 25C, ¥ 2-BAPE-5-FTH4-[2-6 =T EAKH®E)
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kXl (1l mmol) A—RF R FHE&RM =45 (1.2 mol) &
#208. RRFEE&L, KFT 2-2FE-5-FTE-4-[2-(5-
=NV 1 F L L F - 48
YHEF ¥H2-2vRA-5-FTH4-[2-G-—CEABBE)khE]E
TR ST ERCHRE, KFT 22 FE-5-F T X-4-[2-(5-
Beme i) kv X 1wk (9.5). mp 161-163C. it % % # Ci.HisBrNOPS +
0. 25HBr &9t L 14: C: 35.99; H: 3.84; N: 3.50. ZE:4a: C: 36.01;
H: 3.52; N: 3.37.

TRALSHRAZFT ENEN:
(9.6) 2-&F X -4-[2-(5-MB L)k X &, mp > 250C. X
4 # CH:BrNOPS 6§31 JL44: C: 29.65; H: 2.18; N: 4.32. ER{4:
C: 29.47; H: 1.99; N: 4.16. |
FH®G H25C, HF-BEAFR-5-FTE4-[2-G-—CEB®RL)
kA1 E (1 mnol) E—RKFPRPHERMAEABKA (1.2 mmol) &
® 2., RRAEHESL, KFT 2-RFE-5-FTA-4-[2-(5-
—CEABEE) kv e,
FHBH H2-SFAS-FTA-4-[2-G-—CEBsR)xAi]E
R ERFASTRCHLE, KFT 2-RFTE-5-F T H-4-[2-(5-
et ) ekwh A ] (9.7). mp 160-162C. L& % # Ci,Hi:CINO,PS +
0. 45HBr #53F L 44: C: 38.73; H: 4.18; N: 3.76. % &{4: C: 38.78;
H: 4.14; N: 3.73.
F®I. & 25C, ¥ 2-82FR-5-FTHA4-[2-(-—CTEBBRL)
kv ]E (1 mmol) /£ DMF P a3 & A ¥4 = Tt K547 (1.2
mmol) &5 12 W, RRHF &k, HH/HT 2-XAX_FEREKL
FR-5-FTHA4-[2-G-—CEBBE) kB L ]EE,
Y®]. £25C, F2-EAR_FREKEFTE-5-FTE-4-[2-(5-
—oABmmA)khA]E (1 mmol) AL By ey RS M A M (1.5
mmol) &t 22 12 Bb. A, A G, EHFT 2-RAFL-5-
FTE4-[2-6-—CEABBRE) R A]IE2,
THK W2-RAFTA-5-FTHE-4-[2-(0-— T AL %HE]
ek LA ST HCHRAE, 57 2-REXAFTE-5-FTE A4
[2-(5-M @)%k A ] %% (9.8), mp 235-237C. A X HM
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Ci:Hi:N,0,.PS + 0. 205HBr &3+ H-44: C: 43.30; H: 5.21; N: 8.41. £
M{4: C: 43.66; H: 4.83; N: 8.02.

R Ik, AEAEBRATHLERF M FED, HA
T Fif4Lo%:
(9.9) 2-R A PEA-5-Frmt-4-[2-(5-MsE) kbR &4,
7% 4 # C.H.N:0:PS + 0. 15HBr é93t J-14: C: 40.48; H: 3.44; N:
8.58. X®{4: C: 40.28; H: 3.83; N: 8.34.
(9.10) 2-RA Fo A -5-L X -4-[2- (5B t) sk i [ Ee.
7 FE 9 H CiHuN:0PS + 0. 75H,0 93 F4&: C: 38.04; H: 3.99; N:
8.87. % ®4{4: C: 37.65; H: 3.93; N: 8.76.

=34 10.
B & 4-[2-G-mmA)kvh 2] 8k f 4-[2- G-BBE) %k A]%4
$HA H5-—ChABBE-2-[(Q-#-4-FTE-1-AK) RE]I%"
(1 mmol) & t—-BuOH v &9 35 % 8 M (10 mmol) A =& &4 T AR 72 b
B, &, AEFe#Esik, EFT 2-8A-5-FTRA-4-[2-(6-=
ZEAMRBE) ] Ed, fo2-R-5-FTH-4-[2-6 —TEAKR
A)kwh R Iukred,
$®B #¥2-RRA5-FTA4-[2-G-—ZEABSRA) % BE]TL
RATEHRF 3T RCHAE, RFT 2-8E-5-FTHE-4-[2-G-M%
&i) *"&Ji\]‘%"& (10. 1) . Ip 250C (‘9}%25&) 7’0',%51\7})’[ C11H15N205P
6+t H44: C: 46.16: H: 5.28; N: 9.79. F®4&: C: 45.80; H: 5. 15;
N: 9. 55.
F®C #2-BE-5-FTA4-[2-G-—CEBBR)%wE]I%%
HATERM S FRCHRE, KFT 2-8A-5-FTH-4-[2-G6-%
Bt )k vh & Tk ek (10.14). mp 205C (S B E). LE S H
C.HisN:O:P 6§+ 3 45:C: 46.16; H: 5.28; N: 9.79. & 44: C: 45.80;
H: 4.90; N: 9.73.

Bk, T THEHNE 4-[2-G-BBE)xd L] %t 4-[2-
(-8B ) ek b & Ik nd:
F®D. £ 100C, ¥ 5-—CEAMSAE-2-[(2-38-4-F1-1-AR)
AEI%wH (1 mmol) BB P X RN L84 (2 mnol) f» LM% (2

182



99816356. 2 w O P E170/255W

mmol) &t 4 M. KA FEENL, E/T 2-FE-5-FTEA4-
[2-(5-—CEAMBE) kb A ]84, 2-FTR-4-FTH-5-[2(B-=C
Ammit)kobt]v@et, fo 2-FR-5-FTH-4-[2-5-—TEHKK
ESL L EIL LY
B E H 2-FHRAS-FTEA4[2-G-—CTEBSER)%HE]R
g -FRA-FTHES-[2-G-—CEBBRL) B AR, F 2-
PES-FTE4-[2-C_CEBBE) b AR 2R ATEEG 3T
BRCHLAR, BFTTEAEH:
(10.18) 2-F A -4-F TX-5-[2-(5-MB R ) kbR Sk S M &,
mp > 230°C ; 7% 4 # Ci.Hi-BrNOsP + 0. 4H,0 #9++ JL44: C: 38.60; H:
4.81; N: 3.75. S£®M4{4: C: 38.29; H: 4.61; N: 3.67.
(10.19) 2-FE-5-F TA-4-[2-G-HsA) kA ] EL S8R 4.
U & 4 ¥ CiH,/BrNOP 93+ Jf4: C: 39.36; H: 4.68; N: 3.83. =%
MM{E: C: 39.33; H: 4.56; N: 3.85.
(10.21) 2-FHA-5-FTHEA-4-[2-(5-BoA)khAIRLALRE
7% 4 ¥ Ci:HiBrN.O,P + 0. 2NH,Br ¢ 3t J{: C: 37.46; H: 4.93; N:
8.01. %®{4: C: 37.12; H: 5.11; N: 8.28.

RE, ThTHENE 4-[2-(G-HBE) % h A Ik
FHF ¥ o5-—oABsE-2-GRatt)%kw (1 mmol) ATEH ¥
BEZRAZRACHK(2 mnol) F 80C 4 ® 4 It RAF &L, K
BT 2-ZRAFE-4-[2-5-—CAmmA)xmik]lckd, HhRkdy.
T% G W 2-ZRAFTHA4-[2-G-—ABmEA)khR ]Ikt
LA 3T HRCHLE, F/T 2 =AFE-4-[2-G-B8E)%H
HEI%k= (10.22). mp 188C(H B RE); AL E S CHF:NOP +
0. 5HBr 693t J44: C: 29.79; H: 2.03; N: 8.68. & {4: C: 29.93;
H: 2.27; N: 8.30.

KRETTHEHNE 4,5-—FR-1-FTHE-2-[2-G-B&L)
ool B ]k
¥ H ¥ 5—CciABmsA-2-%h P& mmol). LHE(1.4
mmol), 3,4-T =% (3 mmol) o+ T £ (3 mmol) ZXkEE&R T F 100
Thsk 24 ho, RRFE#ES, KB/T 4,5 —FE-1-FTE-2-
[2-(G-—Z A s A )k Isked, 5% & B4k,
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F®I. %4, 5-—FR-1-FTA2-[2-G-=CEBRBKL) %RHE]
ke AT EAH 3T HRCHLAE, /T 4,5-—Fh-1-FTH-2-
[2-(5 B L) =k v & Tok =k (10. 23) ; L& £ # CiHioN:0P + 1. 35HBr
&+t H14: C: 38.32; H: 5.03; N: 6.87. %@ 4i: C: 38.09; H: 5.04;
N: 7. 20.

LR FE, REELEHATALRF RAEHHEH, HAF
T FELS4:
(10.2) 2-S A -5-F X -4-[2-(5-Hest &) % wh X ]*%=. mp 250C (&
mmE); AESH ColHNOP #3F F4: C: 44.13; H: 4.81; N:
10.29., %@ {E: C: 43.74; H: 4.69; N: 9.92.
(10.3) 2-F A -5-2 % -4-[2-(5-8c ) kwb 3 1%t
7, & 2 # CoHuN.0sP + 0. 4H,0 8 3+ H 44: C: 40. 73; H: 4. 48; N: 10. 56.
M 4E: C: 40.85; H: 4.10; N: 10.21.
(10.4) 2-F A -5-F X -4-[2- (5-Bsc L) kb A ]St
55,3 2 # CoHaN,0sP + 0. 1H,0 #9 3+ F44: C: 39.07 ; H: 3.77; N: 11.39.
L@ {4: C: 38.96; H: 3.59; N: 11.18. |
(10.5) 2-& X -4-[2-(5-Ms L) kb i ]=%k.
7o& 2 # CH.N,OsP + 0. 6H.0 %+ J{&: C: 34.90; H: 3.43; N: 11. 63.
Sm{i: C: 34.72; H: 3.08; N: 11.35.
(10.6) 2-8A-5-FTEA-4-[2-G-BamA)kH A TLEARKRE.
7oE M CuHiN.0sBrP + 0. 4H:0 #§3t H44: C: 35.29; H: 4,52; N:
7.48. L@ 44: C: 35.09; H: 4.21; N: 7.34.
(10.7) 2-8EA-5-%%-4-[2-(5-MsA) kb A ]St
7% 5 CisHuNOsP #93F L 45: C: 50.99; H: 3.62; N: 9.15. %#]
{4: C: 50.70; H: 3.43; N: 8.96.
(10.8) 2-R A -5-F X -4-[2-(5-mmtk) kw182,
7 F 4 CoHiN.OsP + 1. 1H,0 &3+ L 48: C: 49.45; H: 4.51; N: 8. 24.
SH4E: C: 49.35; H: 4.32; N: 8.04.
(10.9) 2-R A -5k A FHA-4-[2-(5-ME L) ki )=l

7% & # CHioNoOsP + 0. 3H,0 #9 3t F-4&: C: 50.70; H: 5.96; N: 8. 45.
LR {4: C: 50.60; H: 5.93; N: 8.38.
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(10.10) 2-RE-5-H A A -4-[2- (5-ABL A ) sk vh & ]v8ni,

70 E 4 # CioHuN;OsP + 0. 4HBr + 0. 3H,0 #9 3t J-4&: C: 39. 00; H: 3.93;
N: 9.10. %#4&: C: 39.31; H: 3.83; N: 8.76.

(10.11) 5-% T X -4-[2-(5-Msc &) kvl & ]8ni,

&4 ¥ CuHLNOP 643+ F4h: C: 48.72; H: 5.20; N: 5.16. ®
{fA: C: 48.67; H: 5.02; N: 5.10.

(10.12) 2-8 A -5-T A-4-[2-(5-B A ) kL ]St

% 4% CLHisN:0P + 0. 2H,0 69 3+ 3 4&: C: 45.59; H: 5.36; N: 9. 67.
S@{E: C: 45.32; H: 5.29: N: 9.50.

(10.13) 5-F T EX-4-[2-(5-MBt &) &b X ]84 -2-8.

7% 4 #7 CLHiNOGP + 0. 39HBr #9+F JL4&: C; 41.45; H: 4.55; N: 4. 39.
SR4E: C: 41.79; H: 4.22; N: 4.04.

(10.15) 5-3R A PR -2-F X -4-[2-G-BHA) kb K]k,

70 % 4% CiHiN,0sP + 0. 05HBr # # 3 4&: C; 50.90; H: 5.81; N: 8.48.
L R{E: C: 51.06; H: 5.83; N: 8.25.

(10.16) 5-THh-2- X -4-[2-(5-Bms L) sknh K],

L& M CuHisNoOsP + 0. 2H0 &3 JE4&: C: 45.59; H: 5.36; N: 9. 67.
EZR{E: C: 45.77; H: 5.34; N: 9.39.

(10.17) 5-F & -2-k 4-[2-5-Bm L)k X ]k,

E 2 CHiN.OsP 893F H {&: C: 52.51; H: 4.09; N: 8.75. %£&
{f: C: 52.29; H: 4.15; N: 8. 36.

(10.20) 2-F A -5-/L-4-[2-G-Bet A )k R Izkk K@ &,
A9 M CuHiBrN.O,P + 0.5H.0 853+ 44: C: 36.69; H: 4.76; N
7.78. £R4i: C: 36.81; H: 4.99; N: 7.42.

(10.24) 2-8 & -5-2-FEp X FE)-4-[2-(5-M8 L) kbt ] %L,
L% 9 # CiHuN0:PS + 0. 9HBr #4 3+ §-44: C: 36. 12; H: 3. 01; N: 7.02.
LR4E: C: 36.37; H: 2.72; N: 7.01.

(10.25) 2-— VR R A -5-F% T X -4-[2-(5- w&g)%%ﬁl%‘éi
RER

L& 4 # CisHuoBrN.OsP + 0. 05HBr #5++ H 4: C: 39.11; H: 5.06; N:
7.02. F£AM{E: C: 39.17; H: 4.83; N: 6.66

(10.26) 2-F @A -5-F T HE-4-[2-(5-m B &) kvl & 1v8ni,

185




99816356. 2 B OB B B173/255W

7% 4 ¥ CiHzoNOsP + 0. 8HBr 93 F {i: C: 44. 48; H: 5. 55; N: 3. 71.
EM4E: C: 44.45; H: 5.57; N: 3.73.

(10.27) 2-RA-5-ZAAFE-4-[2--BEA) kA ] %4, np
245C (52 E). H 4 ¥ CioHuN.0-P &3t H-18:C: 39.75; H: 3.67;
N: 9.27. ZE#4a: C: 39.45; H: 3.71; N: 8.87

(10.28) 2-FRAAA-5-FTHE-4-[2-G-BE#AL) kb A RL &%
B 3.

7% 4 # CiHisBrN,O:P + 0. 7H.0 t93F H44: C: 36.60; H: 4.97; N:
7.11. £ #{4: C: 36.50; H: 5.09; N: 7.04.

(10.29) 2-ZA-5-F TA-4-[2-G-BmA)kh A TLEARRE.
7% 9 ¥ CisHisBrNO:P 8931 JL14: C: 41.07; H: 5.04; N: 3.68. %
R{E: C: 41.12; H: 4.84; N: 3.62.

(10.30) 2-ZAREA-S5-F TEA-4-[2-G-BBA)khE LR
Bk 3k,

7% 4 ¥ CioH;oBrN,OP 693+ . 44: C: 39.51; H: 5.10; N: 7.09. %
F{E: C: 39.03; H: 5.48; N: 8.90.

(10.31) 2-TH A-5-F T A-4-[2- (5-M8cE) kL ]E4,

7, 4 2+ ¥ C1,H,eNOsP + 0. 25HBr &5 3 JL44: C: 49. 18; H: 5. 16; N: 4. 41.
Z@{E: C: 48.94; H: 5.15; N: 4.40.

(10.32) 2-R&E-5-%AE-4-[2-(5-M 8L ) kv A& ] N,

& ¥ CiHiN,OsP + 0. 5H,0 &gt F 4: C: 46.61; H: 5.87; N: 9. 06.
M4l C: 46.38; H: 5.79; N: 9.07.

(10.33) 5-XA-2-# X -4-[2-G-MA) kiR ]k,

7% 4 M CHiN,OsP 89+ H44: C: 48.00; H: 5.71; N: 9.33. %&]
{f: C: 48.04; H: 5.58; N: 9.26.

(10.45) 2-KA-5-F R E-4-[2-(5- ﬁ&ﬁ)ﬁvﬁk]%v}: mp 196
C(5MBE). LESH CHNOPS #93H H44: C: 34.79; H: 3.28;
N: 10.14. £®{4: C: 34.60; H: 2.97; N: 10.00.

(10.35) 2-8A-5-FRAAZ X -4-[2-5-MEA)xHhA]%2, np
230C (4 MBE). TE 2 CisHiaN,0P+ 0. TH0 & 31 JL44: C: 47.81;
H: 3.85; N: 7.43. s®4a: C: 47.85; H: 3.88; N: 7.21.
(10.36) 2-RE-5-F R AEHEE-4-[2-G-Hst ) kb ]T4. np

186



99816356. 2 # OB B HE174/255M|

221C (BB ). L% %4 CuHiaN0,P + 0. 9H,0 & 31 J{&: C: 39.75;
H: 4.49; N: 8.43. %#{4: C: 39.72; H: 4.25; N: 8.20.
(10.37) 2-fA-5-FAR LB A -4-[2-(G-mm i) kb ]qd. mp
240C (5 BB E). TEHIH CHNOP + 0.3H0 + 0.1 A HF
{i: C: 37.31; H: 3.43: N: 9.36. %#:M44: C: 37.37; H: 3.19; N:
9.01.

(10.38) 2-&A-5-[(N-FPR)ARAPHA]-4-[2-G-BBE)%H
A%, mp 235C(HMBE). LEMM CHioNOP 83+ FH4L: C:
37.64; H: 3.51; N: 14.63. £®4A: C: 37.37; H: 3.22; N: 14. 44,
(10.39) 2-fE-5-caiEE-4-[2-(5-mmt)%kwh &4 mp
225C (ﬁ‘%ﬁl}i) 7'5'%:5}% C10H11N206P ﬂﬁﬁ'—ﬁ-‘fﬁ C: 37. 74: H: 3. 48;
N: 8.80. %£®44: C: 37.67; H: 3.27; N: 8.46.

(10.40) 2-RAE-5-F AL -4-[2-(5-MEL ) k] T4,
704 9 ¥ CioH,aN,06PS + 0. 2HBr &9+ 3 44: C: 37.48; H: 4. 15; N: 8.74.
£®{E: C: 37.39; H: 4.11; N: 8.56.

(10.41) 2-fA-5-¥ AL -4-[2- (5-MBL &) kb 2 gk,

74 4 ¥ CioHiN;O:PS + 0. 25HBr #§ 3t {4: C: 43.55; H: 3.16; N:
7.81. %#4{4: C: 43.82 H: 3.28; N: 7.59.

(10.42) 2-RA-5-TAE-4-[2-(G-MBE) kv & ]Fd.

7% 4% CH,N:0PS + 0.85HBr &3 Jf4i: C: 30.11; H: 3.33; N:
7.80. Z®4&: C: 30.18; H: 3.44; N: 7.60.

(10.43) 2-f A& -5-RAL-4-[2- (5-BBe L) kh L 7%,

& 9 CioHiN0; + H0 893t JE4&: C: 37.27; H: 4.69; N: B8.69;
H,0: 5.59. £#{4: C: 37.27; H: 4.67; N: 8.60; H:0: 5.66.
(10. 44) 2-8 R -5-RTHAA-4-[2- (5-B8EK) kb A ]k,

7 & 49 # C,HisN;0;PS + 0. 26HBr &4+t H 4i: C: 39.03; H: 4.54; N:
8.28. ZLa{4: C: 39.04; H: 4.62; N: 8.06.

(10.34) 4,5-=F & -2-[2- (5-BeBLA) kb & Ik =,

7% 2 # CoHuN.0P + 1, 25H,0 #5931 J{{&: C: 40. 84; H: 5. 14; N: 10. 58.
@44 C: 41.02; H: 5.09; N: 10.27.

kA 11.
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4 N-Aeg 4-[2-G-BE i) kb X ke 4-[2-(5 BBLE)
kw2 ] gk,

PHA ¥HEHe(1.5mol)l 2-FR-5-FTE-4-[2-(5-=2%
B B &) sk wh & 1=k (1 mmol) £ DMF ¥ &9 & 3% 3% A 8t ¥ 1% (1. 5 mmol)
F25C4 16 Mo, RERFEFELL, EFT L2-2FR4-FT
f-5-[2-(5-—AMmEA)khi gkt 1,2-2FEA-5-FTA-
4-12-(5-— T X s X ) kv A sk,

$®B $%1,2-—FE-4-FTAES5-[2-G-—CEBBE)RHA]
ok fo 1,2-—WE-5-FTE4-[2-G-=—CABBE)xHAI%
it AT ERF ST RCHLE, RFT TEAESY:

(11.1) 1,2-—FE-5-F ThA-4-[2-G-Bo L) kh k2S£ 8
%,

7% 2 # CisHeoN:0PBr + 0. 8H.0 693t J4&: C: 39.67; H: 5.53; N:
7.12. %@ 4: C: 39.63; H: 5.48; N: 7.16.

%4 12.

B & 2-[2-(6-m B A) R EIRR

$EA A0C, 2,2 Bt (lmmol) E=RFETHERA M
St EFM (2 mol) & ®, BiEAAERSWE 5CHHF 2 M. #
R GESkL, F/T 2,2 -BHEHR-N-RD.

% % B. (Redmore, D., J. Org. Chem., 1970, 35, 4114) £-30C,
% 2,2 -Babsr-N-f4H P A (1 nmol, HAR-THLE 2,2 -¥
W -N-BAHEERR — LARTHEFG) ERRMAETEAE
mmol) EE BB - LB AWERT. B TR RS %A 25CHIHF 12
NE. REGEE LA, EFT 2-[2-(6-—CABBA)mR A
.

$mC Ho-[2-(6-—ZAmmA )R ATt EAEH I TR
CoHa®, #8587 2-[2-(6-BsX)wr ] (12.1). mp 158-162
C. &9 CioHoN.OP + 0.5H,0 + 0. 1HBr &9+ JE44: C: 47.42; H:
4.02: N: 11.06. %#®44: C: 47.03; H: 3.67; N: 10.95,

% 341 13.
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4 4,6-—FR-2-(AREFARARET )RR,

FEA 32,4, 6-=Fubve (1 mmol) £ vy LB T ey % A NBS (6
mmol) fo i f 4t — % F & (0. 25 mmol) F 80C 432 12 I i, HEHKE
BAoMAd, FIRBRE. FERALZRSE. 6@k, RFT 2-
MPR-4,6-—FEAMR,

$%B. AOC, ¥LAFARR —C& (lomol) EF X F 9 ERA
S04 (1. 1mmol) & 2, 155945, WMA2-RFTE-4,6=—FERR
(1mmol). 3 MM E, RREZALE RS FHIiTE#%4, KFT 2-
ZCEBRBETE-4,6-=FHERE.

$HC 2-—CAMRBATA4 6-—PRAURIFTEHAITRC
MAE, BET4,6-—FA-2-(BSATFALEFTE)R®R (13.1). mp
109-1127C. 7 # % # CHiNOP + 1. OH,0 + 0. 5HBr # #t H-4f: C: 37. 32;
H: 5.74: N: 4.84. % ®{4: C: 37.18; H: 5.38; N: 4.67.
 RAEMFERFT TERESY:

(13.2) -8 A -4-FPEA5-RA-6-BHRETFTREFEER. op
153-156C. 7% 4 # CioHiN:0P + 1.25H;0 + 1.6HBr &3 J44: C:
98.11: H: 5.21; N: 9.84. E®{4: C: 28.25; H: 4.75; N: 9.74,

%34 14.
HE5-=TEAPHREA 2% hER— L& (14).

¥ o-koh BB = L& (lmmol, BB EAEHS 1 FRCHFEHNFTY)
£ THF # ey %A £-78C, # A 15 9 4@ $F w3 N-FAE
N-FOAELAEATHF AMBAES-TBCHERT. KAFREHE
ISCHHE2IM AL, HARELFEMIE-TBCTHARL=TE
4 (lumol) &£ THF $ &gk ¥. RERSMWE - T8CTHH L bW, S
£ 25CHHE 1208, RERFEEHL, KFTHEH (1Y), ARK
edmRY.

% # 4] 15.

5 & 6-[2-(5-BBR) kB RIRRT

FEA ETHEE, $H2,6-— KR (120 mnol) ELETHER
AE KRR (28%,3F)F 160- 165T & 32 60 8. I} &% 4k
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i, 87 2-84-6-RmR, Aa&BKk.

$®B.  #2-ER-6-F%®R (1 mol) 5444 14 (1 mmol) £ =
Wx bk A (ZE45)4(0.05 mnol) THARSTAE 12
e, RESEE L, KRT -RE-6-[2-(5-=— L EMEBE)%
A wr, AXRKEEK.

$® C. # 2-RA-6-[2-G-=CAKR®A) kRA]RHREN K8
#3IFHECHLE, KFT -f A -6-[2-(5-M L) kR InLee
(15.1). mp 186-187C. L& 4 # CHN.OP + 0. 4HBr #3414 C:
39.67: H: 3.48; N: 10.28. £®|{4: C: 39.95; H: 3.36; N: 10. 04.
F®D. & 25C, ¥ 2-RA-6-[2-(6-=CTEBEL) ok wh R ]t
(lomol) EZB T W ERM ALK FHER AN, 1 mmol) &2 0.5
bur., RAFEEL, KFT o-E Ek-5-#-6-[2-6-—CLEAKK
£) kv & 1wkt e 2-E R -3, 5-= % —6-[2- (5 = LA BBE) owh k]
% . | -

$®E  2-HA-5-2-6-[2-(6-=CAKBL) wk wh 3L Ik oR Fe 2-R,
£-3,5-=i8-6-[2-(5-=CAMBA) b R IR LT XA 3 ¥
BCHRE, RFETTRASH:

(15.2) 6-R & -3-k-2-[2-(5-mm i)kt ]nbn.

7% 4 # CoHBrN:0.P + 0. 7H.0 + 0.9HBr + 0. 12PhCH, 83 JH4E: C:
28.44: H: 2.73; N: 6.74. K& {a: C: 28.64; H: 2.79; N: 6.31.
(15.3) 6-& &-3,5-=3&-2-[2-(5-Bs &) khX]st=. mp 233-
235C.

7t 5 ¥ CHBrN,0P + 1.2HBr ¢53F Ji44: C: 21.84; H: 1.67; N:
5.66. L®{4: C: 21.90; H: 1.52; N: 5.30.

$®mF.  #H2-f%-3,5-=#-6-[2-(6-= LEBEE)kBHE]IRE
(1 mmol) £ DMF ¥ 8RR A= TE (LHE) 4 (1.2 mmol) g (=X
A )4 (0.2 mmol) F 85C & 4 by, RAF & #HsA, KFT 2-
-3 5-— (L RA)-6-[2-(5-= LA MBE) KhE] .

$® G & 25C. 1 KLEAAT, # 2-&4-3, 5-= (T &) -
6-[2-(5-=CABBA) kB AIUR (1 nnol) ETHRTETHER
Makde (10%) 422 12 8. dik. ZRFEH%L, RET 2-K
£-3,5-— LA -6-[2-(5-=CLABBE) kB AR,
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$HmUE Ho-fE-3,5-—zh-6-[2-(G-—TABst)kdhi]w
RRAELANITRCHRE, kBT 2-8%-3,5-=%-6-[2-(5
W g L) kwh A1 (156.4). mp 217-218TC. L& 4 #1 CisHiN:0P +
0.7H,0 + 1. OHBr &+ H{4: C: 40.06; H: 5.02; N: 7.19. SZ&a:
C: 40.14; H: 4.70; N: 6.87.

$®I. £0C, ¥ 2-£A-6-F AR (1mmol) £ 48% A R &K (4.4
mmol) P &9 & M ik (3 mmol) &LE 1 M. REMAZHKH (2.5
mol) K%k, HHERERSHAE OCHHE 0.5 M. REMRAZR
FACH (9.4 mmol) KXk, HERARRAHWA 25CHHF 1 M. 3R
RAGEHA, FET 23-—-6-FHAREMN2,3,5-Z8-6-F&
ko,

F®] #2,3-—k-6-FhARRATEEN IS5 FRBGRE, K
ERF AN TR CHAR, RFT 5-k-2-7H-6-[2-(5-K8
E)wkwp 2t Iwter (15.5). mp 207-208C. L& &4 # CuHBrNOP +
0.6HBr #93F FL14: C: 32.76; H: 2.64; N: 3.88. %a&fa: C: 32.62;
H: 2.95; N: 3.55.

RiEEEF R, RZTAFAALFFEREXEF R LEIOK
i, N7 TRASH: |
(15.6) 2-[2-(5-M s &) kwh X Iwtwx. mp 220-221C. AFAH
C.H,NO.P + 0. 1H,0 + 0. 45HBr 49+ - 44: C: 41.05; H: 3.31; N: 5. 32.
%@ i: C: 41.06; H: 3, 10: N: 5.10.

(15.7) 2-fE-3-AE-6-[2- G-As ) kA ], mp 221-222
C. 74 4 # CHN:0:P + 0. 55HBr + 0. 02PhCH; &+t J-{&: C: 33.12;
H: 2.65: N: 12.68. Z#&4h: C: 33.22; H: 2.43; N: 12.26.
(15.8) 2,3-—H %-6-[2-(5-s &)k A ]uts. mp 150-153T.

7 % 4 # CoHiN:0,P + 1.5HBr + 0. O5PhCH &3 F44: C: 29.46; H:
3.15: N: 11.02. ZR4&: C: 29.50; H: 3.29; N: 10.60.

(15.9) 2-§.-6-[2- (5-MmtE) kA ks, mp 94-96C. %%
# C.H,CINO,P + 0.25HBr #9531 J4A: C: 38.63; H: 2.61; N: 5.0L
s@4i: C: 38.91; H: 3.00; N: 5.07.

(15.10) 3,5-=$ -2-[2-(5-Mst X )%k ]Ist. mp 180-181TC.
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7t % & ¥ CHsC1,NOP + 0. THBr &4+ H-{d: C: 31.61; H: 2. 01; N: 3. 94.
SR4E: C: 31.69; H: 2.09; N: 3.89.

(15.11) 3-&-5-Z R F L -2-[2-G-BmmE)=km X ]Iw=. mp
253-254C. 7% £ # CiHsC1F.NOP #§+ H 44: C: 36.67; H: 1.85;
N: 4.28. E£R44: C: 36.69; H: 1.89; N: 4.30. -
(15.12) 2-R& A -3-Z X -6-[2-(5-A% B3 ) kA Iwt=. mp 220-221
C. ¥4 Cl, HuN.0O,P + 0.6HBr + 0.2H0 #53+ F44: C: 41.24;
H: 4.40: N: 8.74. %£:4&: C: 41.02; H: 4.57; N: 8.68.
(15.13) 6-f A-3-,A-2-[2-(5-Ms i) kmi]a=.

7.4 4 # CuHiN.OP + 1. OHBr + 0. 3H;0 #) 3+ - 44: C: 37.27; H: 4.15;
N: 7.90. Z£®4A: C: 37.27; H: 4.19; N: 7.51.

(15.14) 6-RE-3-m A -2-[2-(5-M s X)) %k ]Iwt7e. mp 252-253
C. 7¥4 M C.HsN.0,P + 1.0HBr + 1.0H,0 + 0. 32PhCHs #9 +} JF-44:
C: 41.65; H: 5.05; N: 6.82. @ {4a: C: 41.97; H: 5.19; N: 6.83.
(15.15) 2,4-—F A -3-2-6-[2-G-HMmE)%kHEI®R. mp
232-233C.

4% 9 # C.H.,BrNOP + 0. 45HBr #4+t JL44: C: 35.85; H: 3.13; N:
3.80. La4: C: 35.98; H: 3.10; N: 3.7L. |
(15.16) 2-§-4-fE-6-[2-(5-M B ) kb,

704 4 # CoHeN.O,PC1 + HBr + 0.5H,0 + MeOH &5+ J4&: C: 30.99;
H: 3.38: N: 7.23. S%®@{&: C: 31.09; H: 3.21; N: 6.96.
(15.17) 3-# i -2-[2-(G-MEE) % h A=,

7.4 4 M CoHNOsP + 1. 1HBr + 0. 3CH.Ph #5# F-4&: C: 37. 26; H: 3. 24;
N: 3.91. s%#44: C: 37.66; H: 3.55; N: 3.84.

(15.19) 2-8E-3-RAE-6-[2-(5-M/K) %kh A w5,

70 % 9 # Ci.H1:N.0,PC1 + HBr + 0. 4 H,0 #9 3t 5 44: C: 39.13; H: 4. 05;
N: 7.61. Z®44: C: 39.06; H: 3.85; N: 7.37.

(15.20) 2-& X -5-FF @A -6-[2-(5-Hs i) xHA ]k,
7% 2 # Ci,H.:N.0.P + HBr + 0. 7 CHsPh 693+ F4: C: 47.69; H: 4. 64;
N: 6.58. ER4{E: C: 47.99; H: 4.62; N: 6.91.

(15.21) 5-RA-2-FALA-6-[2-(5-BBK) kB AT,
703 2 # CioH1N.OsP + 0. 2H,0 69+ - 44: C: 43.87; H: 4.20; N: 10. 23.
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L@4a: C: 43.71; H: 3.77; N: 9.77.

(15.22) 2-F X -5-f A -6-[2-(5-Mm/ &) %wh R ]uo=.

A% 44 CuHN,0P + 0.75HBr + 0.5 H,0 + 0.5MePh &§3F J4d: C:
45.84: H: 3.91; N: 7.37. E®{li: C: 45.93; H: 3.56; N: 7.36.
(15.23) 2-84-3,5-= (RA)-4-F A -6-[2- G-AAL L) kb A It
%.

7% - #F C1HoN,OP + 0. TH,0 6§31 3L 44: C: 45.49; H: 3.31; N: 17.68.
ER{E: C: 45.48; H: 3.06; N: 17.51.

(15.24) 2-F.-4-RE-6-[2-(5-M&E) % E]IR%.

& M CollN,0.PCL 03 J45: C: 42.20; H: 2.13; N: 9.84. 5%
4. C: 41.95; H: 2.10; N: 9.47.

%34 16.

HE2-[2-G-mEsX)xHE]ERT P 4-[2-G-BE X))k BE]ER
FH®A H5-—oAMmBA-2-[(1-A&KR)XE]%RHE NN=FE
FERBEE-_FTETOERMASR 12 M8, EXHFE#5i, £F
75-2-"A-3-NN-—FREL)RHBREA-2-RhRR -8

FEB #5-2-FE-3-NN-—FRERL)AWHBRE-2-%hBRR—
Z& (1 mmol) ELE T8k A M (1. 2 nmol) A= Z & 44 (1 mmol)
FROCA® 12408, BERAEBROSWERL, BLHETAP. #
HAERM HL @ N ¥h, FREXG. BRADETEXEXL,
2T 2-RE-5-AA-4-[2-G-LEABBE)kBEAIER, ARE
B K.

B C # 2-8A-5-m4-4-[2-G-TEABBRE)RBEAIER (1
mmol) 5 BB EMA WA 2 M. HEEERSWELET, &
AWETF_EFEY, FRATERRPLEHEAL26CRAEI240H. &
EH e @i, RFT 2-85-5mE-4-[2-G-=CEBBE) %D
EIE%R.

F%HD. ¥2-RA5-FHE4-2-G-—CHEBRBEE)RBE]ERYE
FEEMSTRCHRE, RFET 2-RE-5-AE-4-[2-G-BE%E)
w wh & 19Evz (16.1). mp 258-259TC. % 4 #F Ci,,HHN,O.P + 1. 33H:0
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&3+ F{i: C: 43.01; H: 5.47; N: 13.68. £ :44: C: 43.18; H:
5. 31; N: 13.30.

TRASWEREZF EHNEG:
(16.2) 2-REA-5-FTHA-4-[2-(G-MsAL)%kwhA]FE%R. mp 218-
220C.
70 E 9 CiHieN:0P + 0. 75HBr + 0. 3PhCH; 89+ H 44: C: 43.92; H:
5.01; N: 10.90. Z®{4: C: 44.02; H: 4.62; N: 10.69.

RETHRBETEFR4451C 4-[2-GC-RBEA)XHE]ER:
% E HBid 2.2 HAGEAEH 16 PHE A G, /T 5
B-NN-—FEEL)AHHRE-2-SHRR-_LE, HBREBK.
FHF. H5-G-NN-_FREA)FHBEA2-RHBR-LEA
mmol). Z E4A A& (2 mmol) A B M AK (1. 1 mmol) #5235 % £ 55
CThi 208, HFERERSHWAEXRSGTAH, +A IN HCL ¥4,
EEXAG i, /T -84 4-[2-G-—vABBL) % E]E
", HKEEK.
F®’ G B 2-fA4-[2-6-—TEABBKE) kBRI ERETEHE
) 3 FBEC e, RFT 2-KE-4-[2-G-mmA) kbt ]E=R
(16.3). mp > 230C. & 4 # CHeN:O,P + 0.75H.0 + 0. 2HBr # 3t
H14: C: 35.48; H: 3.61; N: 15.51. % ®4: C: 35.42; H: 3.80;
N: 15. 30.
FmH o 2-fA-4-[2-G-—CiABESEEX)%mA]E% (1 onol)
EFBALF FHR®MNBS (1.5 mmol) F 25C 4R 1 A, #IKR
# &, BFT 2-84-5-8-4-12-G-—CABBA) T HE]
wer, AREBK.
FHI K2-AA-5-2-4-[12-G-—CEBRRRX)KBR]IERES
LA 15T HRFAGCHLE, RERFXHMITRCHAE, R
BT 2-8A&-5-TA-4-2-GG-mE i)k A ]ERw (16.4). mp >
225C. 7 &4 # CioHiN:O,P + 1.4H,0 + 0. 2HBr + 0. 25PhCH; 69+ %
45: C: 42.30:; H: 5.14; N: 12.59. E®|44: C: 42.74; H: 4.94;
N: 12.13.
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BRALEF ]k, RERFALFFEHFAE— 286, HF
TTRAESH:
(16.5) 2-[2-(5-Ms @A) skwh X 19w, mp 194-196T.
744 4 # CsH/N,0,P + 0. 1H,0 + 0. 55HBr #9 3t H 44: C: 35.27; H: 2. 87;
N: 10.28. F£®{4: C: 35.26; H: 2.83; N: 9.89.
(16.6) 2-H A -6-FX-4-[2-G-msE) kb L ]E%. np 238-239
C.
7% 4 # CoHioN;O.P + 0. 9HBr &9+ F-44:C: 32.96; H: 3.35; N: 12, 81.
So4E: C: 33.25; H: 3.34; N: 12.46.
(16.7) 2-FaL-4-[2-(5-Msi)kwh it ]EeZ. mp 228-229TC.
7% 9 ¥ CoHoN:0.PS + 0. 5H;0 &9 3+ Jf4&: C: 38. 44; H: 3. 58; N: 9. 96.
%M{E: C: 38.19; H: 3.25; N: 9.66. |
(16.8) 2-F X -4-[2-(G-MsE)khX]ER. mp 206-212C. 7T
4 2 ¥ C.HN,0.P + 0. 9H,0 + 0. 25HBr #3 J44: C: 34.05; H: 3.30;
N: 8.82. Z£®{4: C: 34.02; H: 3.06; N: 8.75.
(16.9) 4,6-=—9 & -5-2-2-[2- (-8 H) kbt ] ¥, mp 251-
252C. |
7 E 4 M CoHiBrN.OP #93t B 44: C: 36.06; H: 3.03; N: 8.41. X
@{E: C: 35.89; H: 2.82; N: 8.11.
(16.10) 2-8 X -5-f-4-[2-G-BBK) kB X ]E=R.
% & # CH.CIN,O,P + 0.5H.0 &9+ H4&: C: 33.76; H: 2.83; N:
14.76. EL@{4i: C: 33.91; H: 2.86; N: 14.20.
(16.11) 2-FA-6-FrE-4-[2- (5-MB L) kA ] ER.
7% % # CoHioNs0.PS + HBr 493+ - 44: C: 29.36; H: 3. 01; N: 11. 41,
LR 4E: C: 29.63; H: 3.02; N: 11.27.
(16.12) 2-RE-5-&-6-FaAA-4-[2-G-HBE) kB EA]ER.
7.4 & # CoHoN:0.PSBr + 0.8 HBr + 0.2 MePh #§# H {4: C: 27.80;
H: 2.56: N: 9.35. SE£#4f: C: 27.74; H: 2.40; N: 8.94,
(16.13) 2-& & -(4-BokK)-4-[2-(G-BHE)khX]IE. Mp >
230C.
74 4 ¥ CiHisN.,OsP + HBr + 0. 05 MePh &9+t 54fi: C: 36.02; H: 4.01;
N: 13.61. %®44: C: 35.98; H: 4.04; N: 13.33.
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(16.14) 6-F X -4-R-2-[2-(G-st X)L ] . Mp > 230T.
AE L CHN:OPCL + 0.5H,0 #5+ F44: C: 33.76; H: 2.83; N:
14.76. Z@4h: C: 33.83; H: 2.54; N: 14.48.

L34 17. |
WM& 2-[2-6-muA)kwp LIk d P 2-[2-GCBBEX)kmi]=%
THRA AEEH 16 PHEGFERELERTAK 2-[2-G-K%R)
ki ]itdfe 2-[2-G-BmA) kb A ] =% LMy, FBEXER
ATHRAFTALEFT EF AL FTEF—BISEAL: ARAFT TR
54

(17.1) 2,5-=—F & -3-[2-(5-Ms A )=k X ek, mp 212-213T.
4% 4 ¥ CioH)N.0,P + 0. 7T5HBr 493+ J.44: C: 38. 15; H: 3. 76; N: 8.90.
Ld{E: C: 38.41; H: 3.93; N: 8.76.

(17.2) 2-#-6-[2-(5-Ast i) =kwh X Idb%. mp 204-205T.
7% 4 ¥ CeHeCIN,O,P + 0. 3HBr + 0. 02PhCH; 893+ JL44: C: 34.10; H:
2.27; N: 9.77. Z@{&: C: 34.36; H: 2.07; N: 9.39.

(17.3) 2-R/A-3-mA-6-[2-(5-ms i )khX]Isk4%. mp 227-228
T.

7tk 4 # C,H..N,O,P + 0. 7HBr &4+t Jf{&: C: 38. 87; H: 4.36; N:
12.36. Z:M4E: C: 39.19; H: 4.36; N: 11.92.

(17.4) 2-8A-6-[2-(5-Msi)kwh A ]Iut$. mp 235-236T.

7t % 4 CeHaN;O,P + 1.15H,0 + 0.03PhCH, &+t 3L 44: C: 37.26; H:
4.01; N: 15.88. %#44: C: 37.09; H: 3.67; N: 15.51.
(17.5) 2-R A -3-3#-6-[2-(5-Mm i) kv X Ink%k.

7% % # C.H:N:O,PBr + 1HBr &9 J 44: C: 23.97; H: 2. 01; N: 10. 48.
S@E: C: 24.00; H: 2.00; N: 10.13.

(17.6) 3-FAA-2-[2-(5-MBt i) kwh i Intk.

7% 4 ¥ CHoN.O,PS + 0. 3H.0 5 3+ Jf4A: C: 38.94; H: 3. 49; N: 10. 09.
S@{E: C: 38.99; H: 3.11; N: 9.67.

(17.7) 6-RE-3-FHL-2-[2-(5-Re i) kwh K]k,

A E 4 # CHioN:0PS + 1.5H,0 + 1. 7HBr + 0.25MePh #93+ - 44: C:
27.19; H: 3.54; N: 8.85. £ ®{4: C: 27.10; H: 3.85; N: 8.49.
(17.8) 6-/A-5-FHE-2-[2-(5-MstL)krh L Inkk,
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L% %% CoHiwN:O.PS + 1. 1HBr + 0. 05MePh #93#F J44: C: 29.49; H:
3.04; N: 11.03. Z%#&4i: C: 29.23; H: 2.79; N: 10.87.
(17.9) 6-RA-5-FARAAZE X -3-R-2-[2- (G-t ) kh ] wE.
L& 4 # CioHeN:OPC1 + 0. 3HBr + 0. 04MePh #93t H.44: C: 34.15; H:
2.68; N: 11.62. %#®4i: C: 34.20; H: 2.90; N: 11.21.
(17.10) 6-RKA-3-FARE-2-[2-G-BEBR) %k H R IwE &,
A& 9 ¥ CHi:N.OPS + 0.8HBr #9++ 5 44: C: 29.30; H: 3.77: N:
15.18. E®4E: C: 29.03; H: 3.88: N: 15.08.

(17.11) 2-f A& -4-FX-6-[2-G-BHmA)% L] =%,

7% 4% CisHuN.O,P + HBr + 0. 1EtOAc #9 it H {&: C: 39.45; H: 3. 16;
N: 13.73. %®44: C: 39.77; H: 3.26; N: 13.48.

% #%4] 18.

HEALTXATALARE PALAZE FAESABAATABLAR
X E2OR

HE 4 BBEETREZEEAE o 4B 7R L Kogu

TRA AZR, ¥ 2-RA-4-CEEB L% (1 mool) £ 1,4-=
AEFILKG o) PHOERA %8 —&T& (1.2 mmol). TMEDA
(0.1 mmol)#= DMAP (0.1 mmol) & . ¥E A B HH 20 I &, #
REXEF. BRELY, (BT 2-[N-Boc(ARE)4-ZREBLAE
2, A& E K,

F 8% B. 3§ 2-[N-Boc(RA)]4-ZHEAH A% (1 mmol) & 2:1
EtOH:H.0 &4-# (10 mL) P #5% % /A NaOH (3N, 3 mmol) &3, #ix
B 60CHHK 4 0. $ERELEHE0C, A INHC] b4 £ pH
5, B LWKMEMAEK, KFT 2-[N-Boc(f#4)]-4-H ke,
A G & Bk,

YHRC EZER, # 2-[N-Boc(&A)]-4-# A% (1 mmol) £=FK
FHRG oL) P &SN EARE (4 nmol) 2. B 4 IWE,

HWERBERET. EBELWET KR GoL) P, £ 0ChE
(EPA)HS =& (1.5 mnol) F#% (2 mmol) £ = £ ¥ (5 nL)
NEERY. BEEAERREER, FEEAIE. ARLELREER
RaWw, FRRERSH, KHFT 2-[N-Boc(fA)]-4-—CTAB®
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APREABEAEw, HRBHKERAK.

XE, TRAETEREVTFHAABYRSREFELRERE:

EER, % 2-[N-Boc (&%) ]-4-# %% % (1 mmol) A% (5 L)
PO EREAASTFTEZRHEAEQ mol) o (BAFTR)BRR —_ T
(2mmol) &7 4 ey, AKX, BB E#H%LH, KFT 2-[N-Boc(&K
B)A-—CEBBREATREARLAES, SR EBK.
F % D. ¥ 2-[N-Boc(RA)]-4 —CEBMATAEZLEA(1
mmol) Fe & F & (0. 1 mmol) E—RFR G o) F =R L& (5 ul) ¥
ERAEOCEHE 1IN, FAEATERHF 1IN, RX. BRIEH#HE
M, (FT 2-R[E4-—CEABRBEATAREZEE XS, HEK.
FH®E #H 2-R[EA—CEABSETRAEAZRA RS IR 3
FHCOHRAE, RFT2-8E5-4-BBEATAREEEE2(18.1), 4
Bl 4k.Mp > 240TC (52 E). L% % ¥ CH/N.OPS e§ 3t H4h: C: 25.22;
H: 2.96: N: 11.76. %®4{4: C: 25.30; H: 2.86; N: 11.77.
HHF AER, #2-(NBoc(RX)]4—CEABREATRAEERE
vk (1 mmol) £ =R WA (5 mL) P &% % A ik (2 mmol) &£ 4 bW,
EEFRR, 87 2-[N-Boc(RE)]-5-8-4-—CEBRBEAFTAL
BRAEe, HEEHKY, BAXTEAF BIRDHGRE, RSB
#ATEXRGA I TRCHAE, RFT 2-[E5-5-8-4-BBEATFTELE
Ak (18.2), HHEK. Mp > 230C (BB E). LEIW
CsHeN.O:PSBr &4+t F 4: C: 18.94; H: 1.91; N: 8.84. Z#{i: C:
19.08; H: 1.76; N: 8.67.
% G 3% 2-[N-Boc(&A)]-5--4-—CLEMBEATAEEAE
% (1 mmol) e — A= (=X K MK)4 (1) (0.1 mmol) & DMF (5 nL)
THERBZTA(LHELA)S 2.5mol) 42, FREREERESHE
60CHEH 2 hot. BREEMN, oA LHE T EtOAc F, 35 2 mmol NaF
£ 5ml KPHEHF 1 . REGFEFLEL, KFT 2-[N-Boc(&
E)-5-ZHE-4-—CEABBAPARAEEREES, HXERA.
FHH  #2-(N-Boc(RA)]-5-LHE-4-—CEABSBEATREAZL
Xk (1 mmol)E 10%Pd/C (0.5 mmol) &£ MeOH (5 mL) PHIERELR
LAARTGAR) TFTERBH 15 by, SEFERKE, kFT 2-IN-
Boc (R A)]-5-ZA-4-—ZEABBGAFTREZELES, AKX ERAK,

Bl H #185/2551
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BRAITEAEH 18T HDEYLAR, REMAFT L4 3 P HECHLE,
RET2-RA-5-CRA4ABRATRAZ A% (18.3), ARK. Mp
> 230C (BB AE). TH 4 CHNOPS 693+ 44: C: 31.58; H:
4.16; N: 10.52. @ 44: C: 31.80; H: 4.04; N: 10.18.

Y®H I A-18C, ¥ N-[=(FAR)ZFEA]H AR TE (1 nnol)
A XA THF (2 L) P &% % %) t-BuOK (1.4 mmol) £ £ & THF (10
mL) R ERTY, AR EARSHRAE 054, REMAFRARRLE
(1 nmol) £X K THF (2 ml) P#9% %, BEZRABEE-T8THH 30 %5
4, AEREHF 2 M. ARLERBERERESW. RBFE# %L,
ERT 2-¥HAEA-5-(N-ZEARX) 4 FAEERAEL, AxeH
W, FRAATEHRMN IS T RBAPCHRE, REHTEEMITE
COR®E, KFT 2-FTHRE-S-(N-CEARKRX)-4-BHATREZAE
" (18.4), AE&K. Mp > 200C (45 MZE). T &4 # CHiN,0:PS, +
0. 1HBr #9+H JL44: C: 29.99; H: 4.12; N: 8.74. £ RI44: C: 29.71;
H: 4.10; N: 8.60.

I. & 4-BoEPRAAE A S

FEJ. ¥ 1 mmol 2-[N-Boc (&&4)]-4-E"¢ FE & (1 mmol) 5t
% (2 mmol) AR P (5 nl) P8 E&RAH E-T8C, H@BEERT
BI0OSHHHS (g). HERERSWAE-TSCTHH 3054, RER
BEER. FERASWAINHCL %%k, 2> F BAhiE, FREES,
#HFT 2-[N-Boc (RA)]-4-EBRTE&, HX&EBK.

FH®K ¥ 2-[N-Boc (& X)]-4-£E 45K 7 & (1 mmol) & THF (5mL)
PHERAHE-T8C, FANaH Qmmol) AV T AFX4&E. 10
SEE, RERRRZATRAE—LAMBEAVEE THF 5 o) ¥
HERLE, KERBEA-TBCHEH 1 I, REAKERRE. R
Bt E#ESA, KR T 2-[N-Boc(AR) ] 4 —LEBBREATFTAREL
ek, AREGEHRY, FRHAFEEN IBFRDGLE, KEH
HEHRBITHRCHLE, RFT2-ELA4ABRBEATRARERES
(18.5), A BE#&. Mp > 230C (MR E). &L CHNO.PS, &3t
B4 C: 23.62; H: 2.78; N: 11.02. s£al4a: C: 23.77; H: 2.61;
N: 10.73.
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HE 4-[(-BeA PR RAFRE]IES, -[N-ASETRA)AE
Vel FEed, p2-IN-BHEATFTR)ALATHAIRLR

YEL ¥ 2-[N-Boc(&A)]-4-E= 98 (1 mmol) &£ DMF(5 mL) ¥
HERB1I-G-—FPEAEEAR/R)-3-LiEAm Sk iEmE (EDCI, 1.5
mmol) o 1-F X X 5 =wk K4 4% (HOBt, 1.5 mmol) &, REMAR
EPXB& -8 (1.5 mmol), EEB2RE 24 IH. BEZRERS
MAERR, RN E#EML, EFT 2-[N-Boc(RH)]-4-[(N-=T X
BEAPR)RA TR, HaeEk, FA#TEEN 18F
BDMARE REHAITEAMAITRCHLE, KFT 2-8%-4-[(N-
BEEAPR)RATEA]I®E 4 (18.6), AXAEEE K. Mp> 245C (&
s E). LE4LH CHN,OPS + 1.05HBr &+t J44: C: 18.64; H:
2.83:; N: 13.04. Z&{4: C: 18.78; H: 2.43; N: 12.97.

F&E2-[(N-BoE osA)fRE]Ed P 2-[(N-EaL Lo E) £A]
o
THRM AFR, ¥ 2-£25-4,5-—FA24 38 % Q2 mol) =
ABBE % (1 mmol) 2 DMF (5 mL) ¥ &% % A EDCI (1.5 mmol).
HOBt (1.5 mmol)# = Z R (2 mmol) &3® 24 Jv#. WiERKERESW
RE, RBRFE#4L, BFT 2-[(N-—ABsE B &
Al-4,5-—FRE A REEK, FAAAERF 18T HDALE,
REdiTEap 3T HmonyataE, (BT 4,5-—FH2-[(N-HmE
LEE)ARAR]IE2(18.7), AXRAREEK, Mp > 250C. AL ELSH
C.H;;N,O.PS #9+ ¥ 44: C: 33.60; H: 4.43; N: 11.20. E®@{4: C:
33.62; H: 4.29; N: 10.99.

ER-EER TR, REAFTALETF R LEF 206
ait, HFT TEASY:
(18.8) 2-[(N-Mst AV E) R A FEL X Inkee.
7’[..%5)\*’? C;HsN.0.P + HBr + 0. 67H;0 Q‘Jﬂﬁ-ﬁ C: 27.20; H: 3.70;
N: 9,06, S®4: C: 27.02; H: 3.71; N: 8.92.
(18.9) 2-[(N-MBt X Zd) £ A IR,
74 # 2 ¥ C:HoN.0,P + HBr + 0. 67H,0 #++ F44: C: 27.20; H: 3.70;
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N: 9.06. S #&44: C: 27.05; H: 3.59; N: 8.86.

(18.10) 4-ZAAEZEE-2-[(N-HB A TBRA) RAE]ES.

AE W CHuN.0PS #3+ H44: C: 32.66; H: 3.77; N: 9.52. %
#M4: C: 32.83; H: 3.58; N: 9.20.

(18.11) 2-|A-5-2-4-[(N-BBAFTRE) KA Fotik]gd. Mp 232
C(aM2E). ALELH CHNOPSBr + 0.15HBr + 0.1 TLH## K
fi: C: 19.97; H: 2.56; N: 12.48. £M{&: C: 19.90; H: 2.29;
N: 12.33.

(18.12) 2-R/ X -5-(2-EpA)-4-[(N-BBEEPTR)KAFTEE]E
o ~

Mp 245C (4 @2 E). A EH# CHioN:0PS; + HBr + 0. 1EtOAc #§3t
B 4i: C: 27.60; H: 2.91; N: 10.27. E®I{i: C: 27.20; H: 2.67;
N: 9.98.

(18.13) 4,5-— &K -3-[(N-BHAEFRE)RETHE]FEL. M
189-191C. 7% & 4 # C:H.N,0,PSC1, 493+ H 14: C: 20.63; H: 1.73;
N: 9.62. Z@M{h: C: 20.43; H: 1.54; N: 9.51.

(18.14) 2-RA-5-2-4-{[N-(1-BsE-1-XX)FPEIR X FaL L)
Wt Mp > 250C. %4 # C,H,N:OPSBr &3t Jf4: C: 33.69; H:
2.83; N: 10.71. ®44: C: 33.85; H: 2.63; N: 10.85.
(18.15) 2-8 & -5-(2-E9A)4-BB A FTHRAEZR LA ES. Mp > 230
T(4MBE). LKL CHNOPS, 8+t H{4: C: 33.75; H: 2.83;
N: 8.75. E®4&: C: 33.40; H: 2.74; N: 8.51.

(18.16) 2-RA-5-FA-4-BBEEFTARAEZREE%. Mp > 230C (45
B2 ). AE S CHiN0PS ¥ 3+ L 44: C: 43.91; H: 3.99; N: 8.53.
S@4E: C: 43.77;: H: 4.03; N: 8. 25.

(18.17) 2-FAE-5-FERE-4-BHAFTREENES,
& 4 # CHuN,0sPS; + 0.2 HBr #§++ J-{4: C: 26.74; H: 3.59; N:
8.91. L:{4: C: 26.79; H: 3.89; N: 8.89.

(18.18) 2-RE-5-ZAA4-[(N-BBAFTR)RATSAIER. Mp
180TC (él\%b‘%-li) ﬁﬁ%f}*ﬁ' C-H:2N;0.PS + HBr + 0. 4CH.C1. éﬁifﬁl
{: C: 23.49; H: 3.67; N: 11.18. £®44: C: 23.73; H: 3.29;
N: 11.42.
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(18.19) 2-&K X -5-FF A 4-[(N-AHBEFRA)R/R AL PRRA]IES,
Mp 247-250C. L% % #F C:H.N:0.PS 893 J4&: C: 34.41; H: 5. 05;
N: 15.05. % ®44: C: 34.46; H: 4.80; N: 14.68.

(18.20) 2-fA A -5-F @A -4-HBEAFTALAZEEE=. Mp > 230T.
o FE 9 CsHiN,OsPS 893t S {&: C: 34.29; H: 4.68; N: 10.00. %
R44: C: 33.97; H: 4.49; N: 9.70.

(18.21) 2-R|E-5-¥X XA -4-BBEAFTREEEEL. Mp > 230T.
A ES W CuHN,OPS 893+ H {4: C: 42.04; H: 3.53; N: 8.91. %
M{4: C: 42.04; H: 3.40; N: 8.72.

(18.22) 2-& E-4-Bst A P RER KT,

L% 4" # CsHiN,OcP + 0. 09HBr &9 31 S {&: C: 26. 18; H: 3.12; N: 12. 21,
LR 4E: C: 26.29; H: 3.04; N: 11.90.

(18.23) 2-|A-6-[(N-Ms A T /A) RAIRE.

7% 4 # CH,N,O.P + 1. 1HBr + 0. 25MeOH #§it H 44: C: 26.54; H:
3.72; N: 12.80. &®4{l: C: 26.79; H: 3.63; N: 12.44.
(18.24) 2-RA-5-FA-4-[(N-Bsc A FTRA)AA T ]E=% Mp>
250C. 7% 4 # CeHoN:0.PS + 0. 06EtOAc #+ B 44: C: 29.22; H:
4.12; N: 16.38. % ®4&: C: 29.03; H: 3.84; N: 16.01.
(18.25) 2-|/A-3-2-6-[(N-B4St A B A) KA ]IH%E.

70 % 4% C.HN;0,PBr + 1. 25HBr + 0. 8Et0Ac %93t JL44: C: 25.43; H:
3.48; N: 8.72. %#{i: C: 25.58; H:3.71; N: 8.56.

(18.26) 2-& % -3,5-=:2-6-[(N-BEBAETHE) REAIRR.

7% %% C;H:N;0,PBr, + HBr + 0. 5EtOAc #3+F ¥ 44: C: 21.03; H: 2.55;
N: B.18. Z#4: C: 21.28; H: 2.55; N: 7.91.

(18.27) 2-RA-5-FA-4-BBEFREZLE4. Mp 230C (5 R
=E).

L&KM CHN.OPS #93+ J44: C: 28.58; H: 3.60; N: 11.11, %
@ 4: C: 28.38; H: 3.49; N: 11.10.

(18.28) 2-&%-3,5-—CX-6-[(N-Bs A Coi) RAIRR.

MS C,HisN:O.P+ H &9+t J44: 288, L4 288.

(18.29) 2-&%-3,5-=#-6-{[N-(2,2-=-2-MB i) L®EI &K
F LA 8
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7T % 4 # CHeNsO,PBr. + 0. 5HBr + EtOAc 693+ J14: C: 19.56; H: 2. 16;
N: 6.22. Z£&44: C: 19.26: H: 2.29: N: 5.91.

(18.30) 2-RA-5-F @A -4-HEt A FaRAEELrSe,

& 4 # CeHisN.OP + 0. 2HBr &9+t H 44: C: 34.27; H: 4.75; N: 9. 99.
% @M4E: C: 34.47; H: 4.84; N: 9.83. 4
(18.31) 2-RKA-5-[1-QC-HFLAFR)LHEA]-4--BBETALEHE
Egep

Mp 230C (9= E). &% # CHiN:0:PS + 0. 1HBr &9 3t J-44: C:
45.89; H: 5.25; N: 7.64. %E®{4: C: 45.85; H: 4.96; N: 7.44.
(18.32) 2-R|E-5-[1-(4-RA) THA]-4- B X FTREZ X g
Mp 230C (4R E). A F 2 CioHiNisOsPS + 0. 25HBr #53# S 44:
C: 35.80; H: 3.08; N: 12.53. %#®4{4: C: 35.92; H: 2.99; N:
12. 20.

(18.33) 2-|AE-5-FTHE-4-HBEXFTAREZE XS,

7T 2 ¥ CeHaN.OcP + 0. 15HBr #9+ - 44: C: 29. 03; H: 3. 71; N: 11.28.
S®4: C: 28.98; H: 3.66; N: 11.21.

(18.34) 2-8EA-5-[1-4-RA) TE]-4-B A FTREZFEAES,
Mp 230C (5B R E). T H 4 # CioHuN:iOsPS #9 3 - 44: C: 37.62; H:
4.42; N: 13.16. %@ {4: C: 37.23; H: 4.18; N: 12.79.
(18.35) 2-|AE-5-RE-4-BBE T AEH Krln,

7% 2 # CioHuN,OP 693+ S 44: C: 41.10; H: 5.86; N: 9.59. %#|
{i: C: 41.16; H: 5.75; N: 9.50.

(18.36) 2-[N-Boc (& A&)]-4-[(2-M48R) TAKE K] E%,

FE M CuHuN,0.PS 89+ J4i: C: 37.50; H: 4.86; N: 7.95. %
R{4: C: 37.10; H: 4.59; N: 7.84.

(18.37) 2-RE-4-[(2-HBoA)AAER]IE2 a2 R &,
7L% 4 # CHaN:0sPS + HBr &9+ J{4&: C: 21.63; H: 3.03; N: 8.41,
S£R4E: C: 22.01; H: 2.99; N: 8.15.

(18.38) 2-8 A -5-TRA - BBATFTAAZ A TS, TEHH
CoHisN.O6P ¢+ $-44: C: 38.86; H: 5.43; N: 10. 07. R 4{4:C: 38.59;
H: 5.43; N: 9. 96.

(18.39) 2-f A -5-[1-(1-&K-2,2-—FR)BA]-4-BBEFTLL
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EAE, TE LM CioHiN0PS #93 H45: C: 37.27; H: 4.69; N:
8.69. E£MM4E: C: 37.03; H: 4.69; N: 8.39.

(18.40) 2-RA-5-" A 4B 7 AR K S,

7t £ # CsHisN,0P + 0. 35EtOAc + 0. O5HBr &9+ A 44: C: 37.75; H:
5.34; N: 9.37. % #®{4: C: 37.69; H: 5.21; N: 9.03.

(18.41) 2-8fA-5-"A-4-Bo X PARAZAES. Mp 134C (4 M
).

7o 4 #F CsHiN,O:PS 693+ JL44: C: 34.29; H: 4.68; N: 10.00. %
M4E: C: 33.90; H: 4.30; N: 9.61.

(18.42) 2-RE-5-RE-4-MBATFTARAZLES. Mp 130C (4K
BAE).

7LE 2 CioHisN,0sPS &9+ H-4: C: 38.96; H: 5.56; N: 9.09. %
R 4E: C: 38.69; H: 5.25; N: 8.85.

(18.43) 2-f A -5-8-4-BMB A FRAKZLE. Mp 230CT(H AR
B). -

0% 43 CsHeN,OsPS:Br 69+ J44: C: 18.03; H: 1.82; N: 8.41. %
R{4: C: 18.40; H: 1.93; N: 8.18.

(18.44) 2-8 X -5-(2-%wHA)-4-BBAFTAREZREEE. Mp 230
C (5 MBE). oE2H CHNOPS 693+ H45: C: 35.53; H: 2.98;
N: 9.21. %q4{4: C: 35.78; H: 3.05; N: 8.11.

(18.45) 2-RE-5-ZA-4-BMBAFAEZERR2. Mp UICT(H#K
=2 E).

AE L CHL,N,OP #93F F4i: C: 33.61; H: 4.43; N: 11.20. %
#M4E: C: 33.79; H: 4.47; N: 11.09.

(18.46) 5-F A -4-[(N-BB A FR) R A ToE]%,

AE LW CsHioN:OP &35 45: C: 32.89; H: 4.60; N: 19.18. &
F4{E: C: 33.04; H: 4.65; N: 18.84.

x4 19.
FERBENHGIHBRR 5.

# 2-FPR-5-FTE-4-[2-5-%sA)%HhA]E4 (1 mmol) £
THREAGIL) PHESRBARDA LMY, REAHSRERLYD
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EEET, RABRECAAYET —ATRY, FRABEGETEHMA
mmol) Fewt"R (2.5 mmol) E—R PR PR R4 E. £ 25CTHH 24
PRE, WERERASWRRF 6, RETHEARSY. kB
BHFEHFT TELSS:
(19.1) 2-FA-5-F T HA-4-{2-[5-= (4-H AP ALF L) Bt L)
kw R )KL E S5 CieHuuNOPS + 0. 4H,0 653t L 4fi: C: 62.76;
H: 6.55; N: 2.03. %aM{4: C: 62.45; H: 6.44; N: 2.04.
(19.2) 2-FRA-5-F T E-4-(2-[6-= 3, 4-—CE AL F L) Bstik]
o R )Eed, L E S CuHiNOLPS + 0. 8H0 8t H-44: C: 56.09;
H: 5.21; N: 1.92. % ®{&: C: 55.90; H: 4.98; N: 1.94.
(19.3) 2-FA-5-F T A-4-{2-[6-—(4-TBmAX-3-FALFL)
Bt E]ckvh k) Es,  STE S5 M Ci,HiNOGPS 8531 1 44: C: 58. 44, H:
5.52: N: 2.13. s%®4&: C: 58.16; H: 5.34; N: 2.13.
(19.4) 2-FA-5-FTHA-4-{2-[6-—(4-THMEAE-I-FEFE)K
Bt lekvh ). TE LM CoHiNOPS 893 H{l: C: 61.43; H:
5.80; N: 2.24. % ®44: C: 61.34; H: 5.89; N: 2.25.
(19.5) 2-RA-5-F TA-4-{2-[6-= (3,4 —CEBAAFE)BEL]
kv A}k SLE S5 CosHasNo01PS 89 31 Jf4A: C: 55.46; H: 4.94;
N: 3.92. %E#4i: C: 55.06; H: 4.96; N: 3.79.
(19.6) 2-£E-5-FTA-4-2-6-—(4-ZmALFR) BB E]%
vh R )k, 5T E 45 M CuHaN.OPS 31 JL4&: C: 58.19; H: 5.22; N:
4,68, %£R?4{E: C: 57.82; H: 4.83; N: 4.50.
BARETRATHERENHOBRBRELS, FHET TREAS
:
(19.7) 2-FA-5-FTHA-4-[2-G-—( X BB )k ]E%.
70 & 9 # CaH2aNOPS + 0. 1H,0 69+ - 4&: C: 63.31; H: 5.36; N: 3. 08.
LRAE: C: 63.22; H: 5.34; N: 3.14.
(19.63) 2-& A -5-FTHA-4-[2-G-—%kEmscX)kvbi]EL,
Mp 128-129C. L% 4 #7 CusHusN.0PS #93t L 4&: C: 60.78; H: 5. 10;
N: 6.16. % #4{4: C: 60.68; H: 4.83; N: 6.17.
(19.64) 2-RE-5-FTA-4-[2-G-X A B&mA)kvhk]dEd, Mp>
250 0C. %4 # C-HisN.Q.PS #3H H44: C: 53.96; H: 5.06; N:
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7.40. Z:M{h: C: 53.81; H: 4.87; N: 7.41.

(19.65) 2-RX-5-F TA-4-[2-6-= (3-REA) BB E)kHA]
g,

7% 2 ¥ CpsHN,0.PSC1, + 0.5 H.0 693+ F44: C: 51.89; H: 4.17;
N: 5.26. £®44: C: 51.55; H: 3.99: N: 5.22.

(19.67) 2-RA-5-FTE4-[2-G-—(4-FAREEXA)BHER) %%
Alvkwp

7L H M CasHaN:0PS + 0.5 H.0 693+ L 44: C: 57.35; H: 5.39; N:
5.35. FLA{&: C: 57.11; H: 5. 36; N: 5.75.

BARETATHE - 2RAFTEHGLABRRE, F44TTR
oM
(19.8) 2-F A -5-F T H-4-(2-[6-— -FAEERARCA) KoL)
kug i }ed,  SLE S CoHuNOPS: 8931 F4h: C: 47.51; H: 5.58;
N: 2.77. Z®4{4: C: 47.32; H: 5.56; N: 2.77.
(19.9) 2-FX-5-FTHEA4-{2-[6-= (RN ETEAEATE) Ba L]
ko X}k U E 45 CsHasNOPS, 89 3t - 44: C: 55.89; H: 4.69;
N: 2.33. Z#:44: C: 55.73; H: 4.72; N: 2.28.

BARZETATALIEBRREESH =Bl 1,3-A=8, £
ARTFA4A—% 1,3-H 8B 5ids 21)B40 86 AENHGRE
BEE FleX L3-A—BREE), FHET TELESH:
(19.10) 5-F T X -2-F E-4-{2-[6-(1-2 £ -3,5-F T X)) L]
gkl E (RZBFMIK). T LM CiulaNOPS + 0. 33H,0 653
H14: C: 53.60; H: 6.16; N: 3.47. & &4{4: C: 53.75; H: 6.53;
N: 3. 45.
(19.11) 5-F TR -2-Fh-4-{2-[5-(1-£-3,5-k L) s i]
sk (Z2FMHK). LESH CuHuNOPS &3t H{E: C:
54.40; H: 6.09; N: 3.52. %E®4h: C: 54.44; H: 6.11; N: 3.63.
(19.12) 5-F T H-2-9 3 -4-{2-[6-(2-Z A FA-1,3-F4) B 2]
wkowh R} ek, 7G & 9 M Ci6HauNOsPS + 0. 3CH.C1, + 0.5H.0 #5315
{4: C: 48.24; H: 5.86; N: 3.45. %®{4: C: 47,.94; H: 5.59; N:
3. 57.

(19.13) 5-F THA-2-9F X -4-{2-[5-(1-%£-1,3-% &) st L=
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Ak, (REBFMK). ALELIH CuHWNOPS + 0.25H,0 &3t
H4E: C: 59.77; H: 5.85; N: 3.32. £@44: C: 59.76; H: 5.69;
N: 3. 38.

(19.14) 5-F THE-2-FE-4-{2-[6-(1-%X-1,3-" L) sl
A EE, (ZZFHHK). TLELSM Cul.,NOPS + 0.5 H0 &3t K
{i: C: 59.14; H: 5.91; N: 3.28. ®44: C: 59.27: H: 5.85: N:
3. 38.

(19.15) 2-8E-5-F T E-4-[2-G-2-(FRABRAEARXATR)-5
-1L,3-RIBsA) kX g (KEBFMAK). mp 170-173C. ¥
2 ¥ CiHaaNoO/PS #53 H44: C: 47.44; H: 5.39; N: 6.51. FE®R4A:
C: 47.28; H: 5.27; N: 6.47.

(19.16) 2-f A -5-FTH-4-[2-GG-2-(FPREBAEATPH)-5
-L3-KIBEEBRER) S K] & (=2 FMK). TE 2 M CiHN0.PS +
0.5H0 893+ {4: C: 46.47; H: 5.51; N: 6.38. LR {&: C: 46. 38;
H: 5.29; N: 6. 20.

(19.17) 5-F T E-2-F X -4-{2-(5-(1-(4—w X)-1,3-H L) Bst
Ak R )gEed, 7 & 2% CuHzsN20.PS + 2H,0 + 0. 40CH.C1; %4+t
J{4: C: 50.16; H: 5.74; N: 5.74. £®4: C: 50.36;: H: 5.36;
N: 5. 80.

(19.18) 2-&X-5-F T A -4-(2-{5-[1-(4-®n=wA)-%H-1,3-4]1%
Bk )ekwk)Eed, mp 101-106C. 7% 4 # CioH:N;0,PS + 0. 75H;0
89+ A4l C:52.71; H: 5.47; N: 9.71. 2®4fi: C: 52.59; H: 5. 49:
N: 9.65.

(19.20) 2-R/E-5-F TE-4-{2-[5-(1-%%-1,3-m ) s X]=
A} EE (CKRBFMHKR). TE DM CoHuN:0.PS + 0.33HC1 &3+ 3F
fi: C: 55.80; H: 5.46; N: 6.51. £®R44: C: 55.95; H: 5.36; N:
6. 46.

(19.21) 2-8E-5-FTHE-4-{2-[5-(1-FX£-1,3-AE)Bm L]
WAl gL (ZEFHHK). LE S CoHuN0PS + 0.33HCL &3t 3
{i: C: 55.80; H: 5.46; N: 6.51. 5%#®4{i: C: 55.77; H: 5.19; N:
6. 44.

(19.22) 2-fE-5-TA-4-{2-[6-(1-%%-1,3-A L) Mt
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KEigkek (BASBEFMHK). AFEFSH C:eHoNOPS + 0.2HC1 +
0.25H,0 €93t ¥ 44: C:53.75; H:4.94; N: 6.97. £al4d: C: 53.86;
H: 4.70; N: 6.87.

(19.23) 2-8RA-5-ZA-4-{2-[5-(1-%X-1,3-AX) Mt L]%
AiEk (BRXBEFHK)., TESH CeHoNOPS + 0.2HC1 +
0.25H,0 693 H.4&: C: 53.75; H: 4.94; N: 6.97. £ {4: C: 53.92;
H: 4.82; N: 6.92.

(19.24) 2-RA X -5-2 & -4-{2-[5-(1-{4- &} -1,3-A k) BBt K]
ckwh X )BT EHH CHiNOPS + 0. 1HCI + 0. 5H,0 9+ F44:
C: 50.54; H: 4.76; N: 10.40. Z®4&: C: 50.38; H: 4.53; N:
10. 25.

(19.25) 2-F R -4-{2-[5-2-Zm A X TR BH-1,3-—K)BEBE]%
CEIL LY

70 % 2 # C..H:eNOsPS + 0. 5H,0 &5 #+ FL{4: C: 45.90; H: 4. 68; N: 3. 82.
La4{E: C: 45.50; H: 4.55; N: 3.45.

(19.26) 2-F & -4-(2-{5-[1-(4-s=w &) ®-1,3-— A1 B &K%
) g,

70 % 4 ¥ CieHi1eN.O,PS + 0. 75H,0 #9 3+ H44: C: 51.13; H: 4.42; N:
7.45. % #{4: C: 50.86; H: 4.72; N: 7.11.

(19.27) 2-f A -5-F A -4-(2-{5-[1-(4- %) ®-1,3-= %1%
sk )k, AESM CieHieNsOPS, + 0.4HC1 &3t HA44:
C: 45.32; H: 3.90; N: 9.91. Z#44: C: 45.29; H: 3.80; N: 9. 83.
(19.28) 2-RA-5-F T A -4-{2-[65-(1-G-#EXX)®-1,3-=K) %
SRk k) ke, 2 FHIK. TS H ColN.0.PBrS 85 3t F44:
C: 48.30: H: 4.46; N: 5.63. £=®44: C: 48.51; H: 4.21; N: 5.33.
(19.29) 2-R/ A -5-FAE-4-{2-[5-(1-(R) - £-1,3-A L) st ]
skl R vk, TLE 45 CpH,N,OPS + HC1 6§31 L {4: C: 49.46; H:
4.39; N: 6.79. ER4a: C: 49.77; H: 4.13; N: 6.54.

(19.30) 2-R/A-5-F TA-4-{2-[65-(1-(3-£%xX)-1,3 AL) B&
Aikwh A&, KEFHK T ES5H CollNOPSBr + 0.25HC1

693t H14: C: 47.43; H: 4.43; N: 5.53. £ R44: C: 47.58; H: 4. 16;
N: 5.31.
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(19.31) 2-RA-5-F T HA-4-{2-[6-C-F%-1,3-AX)Bai]%
CESL- 4

7% 4 # CuHasN.0.PS 693 L 44: C: 58.32; H: 5.83; N: 6.48. %
#M{E: C: 57.98; H: 5.65; N: 6.47.

(19.32) 2-&A-5-FAA-4-{2-(6-(1-(4-wH)-1, 3AX) B
Alowh k), T ES5H CHeN:OPS + 0.5H0 893+ F4li: C:
52.42; H: 4.64; N: 10.19. %#®{4: C: 52.62; H: 4.51; N: 9.89.
(19.33) 2-FA-5-F T A -4-{2-[5-(1-(S)-% &-1, 3-BE)B&
Al X )kt A EFME L ELSH CuH.NOPS &3 H4E: C:
60.42; H: 5.79; N: 3.36. Za&f4: C: 60.10; H: 5.58; N: 3.32.
(19.34) 2-F £ -5-F T H-4-{2-[5-(1-(S)-¥%-1,3-%H &) Bk ]
s )k, E2RMK TEH I CaHWNOPS + 0. 33H:0 53t}
{4: C: 59.57; H: 5.87; N: 3.31. %£®4i: C: 59.45; H: 5.83; N:
3. 30.

(19.35) 2-2 f A -5-2 A -4-(2-[5-(1-%£-1, 3-AA)Bmst]=%
’ﬁg}‘g‘ﬂi, i%‘ﬁ‘ﬁ'ﬁi J’D'ri‘f}% C.sHi2N.O.PS + 0. 25H,0 + 0.1
5 %% (CHi.0) #93F H44: C: 51.71; H: 4.39; N: 13.04. KR 4A:
C: 51.80; H: 4.20; N: 12.78.

(19.36) 2-B KX -5-TA-4-2-[6-(1-%X&-1,3-A L) Bmai]x
sk )ik, REBRMAK, TE S5 CullNOPS + 0. 15 57 KB (C:H.,0)
&t 4 C: 52.42; H: 4.41; N: 13.04. EI4E: C: 52.27; H:
4.47; N: 12.76. |
(19.37) 2-R A -5-F T A-4-2-15-(1-(1-&X)-1,3-F &) e k]
X )Eek, &S CoHisN,0PS 893t F4A: C: 61.53; H: 5. 38;
N: 5.98. £#4{&: C: 61.40; H: 5.12; N: 6.11.

(19.38) 2-RA-5-F T A-4-{2-[5-(1-(2-# % X)-1, 3-AA)MH
Bk Iekvh b )okwk, L& 4 M CooHuN:O,PSBr + 0. 1CHN &9 3t H 44:
C: 48.73; H: 4.49; N: 5.82. £:{&: C: 48.63; H: 4.26; N: 5. 70.
(19.39) 2-RA-5-F T %-4-{2-[6-(1-(4-% X £) -1, 3-R &) B8t
Alkvh )k, REFHK. AT AW CuoHuN.0PSBr &+ F44:
C: 48.30; H: 4.46; N: 5.63. & {h: C: 48.23; H: 4.30; N: 5.77.
(19.40) 2-£A-5-F TA-4-(2-[5-(1-(4-£ X X)-1,3-A L) BBt
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Aok L)ook, FEFMEK. A ES5M CouoHN,0.PSBr &5t H44:
C: 48.30; H: 4.46; N: 5.63. SR {4: C: 48.20; H: 4.63; N: 5.41.
(19.41) 2-R A -5-F T H-4-{2-[5-(1-(4-A-3-£ %2 X)-1,3-" &)
BEE]swmAlgked, RB2FMHK. LHESH CoHuNOPSBrF +
0. 1CsH;N 693+ F 15: C: 47.06; H: 4. 14; N: 5.62. L@ {4: C: 47.00;
H: 3.84; N: 5.48.

(19.42) 2-£ A -5-F T A -4-(2-[5-(1-(4-R-3- % X)-1, 3~ ﬁi)
Bot]okwh Rk, £ &FHK. TE 2 CollsN.0PSBrF 893 5
f: C: 46.61; H: 4.11; N: 5.44; P: 6.01. %£@{4: C: 46.81; H:
4.23; N: 5.65; P: 5.65.

(19.43) 2-RA-5-FTHA-4-(2-[6-(1-U-=RFRAEXE)-1,3-%
A msE]lsmi)Ed, kEHMHK. LELSH CulNO0PSF, +
0. 1H.0 #4 3t J 4i: C: 51.66; H: 4.58; N: 5.74. ER4E: C: 51.54;
H: 4.28; N: 5.46.

(19.44) 2-HA-5-F TH-4-{2-[5-(1-4-ZAFEXE)-1,3-/
%)ﬁﬁ&]ﬁ“ﬁ)g}g‘é, i'g‘ﬁ‘#}ﬁl 75'%'51% C,1H22N,0,PSF; +
0. 1H,0 ¥4+ H 14: C: 51.66; H: 4. 58; N: 5.74. S #®44: C: 51.48;
H: 4.62; N: 5.81.

(19. 45) 2-& K -5-F T X-4-{2-(5-(1- (3 -REA)-1,3-mA) AR
Al R Eknk, RBFMAK. THE S CuHeN.0,PSCI + 0.5 H0
#3t H44: C: 52.01; H: 5.02; N: 6.06. F=®{a: C: 52.10; H: 4.92;
N: 5.82.

(19.46) 2- 8 X -5-F T A -4-{2-[5-(1-(3-KEX)-1,3-" %) B8t
Kl A}k, FE2FMK. TE M CoHeN.0,PSCl + 0.25H0
&+ A 44: C: 52.52; H: 4.96: N: 6.12. £ #{: C: 52.70; H: 4.79;
N: 5.91,

(19.47) 2-8E-5-F T A -4-{2-[5-(1-(3,5-— £ X X)-1,3-A L)
Btk A ek, ABFHAEK., TELSH CoHuN0PSCL, 893 ¥
{: C: 49.29; H: 4.34; N: 5.75. E£®R44: C: 49.47; H: 4.60; N:
2. 89.

(19.48) 2-&/ &2 -5-J4 T A -4-{2-[6-(1-(3,5-= &KX X)-1,3-A %)
B ]kwh )k, EEFHMK. T ELSH CoHuN.0.PSCL, #9315
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15: C: 49.29; H: 4.34; N: 5.75; C1: 14.55. ZE&j44: C: 49.26:;
H: 4.36; N: 5.71; Cl: 14.66.

(19.49) -8 A -5-F T H-4-{2-[6-(2-@-FELFX)-1,3-"m %)
Mgt A]kwhA)E, Mp 185-188C. &4 # CuHuN.OPS 893t F
{4: C: 57.13; H: 5.88; N: 6.06. #4{h: C: 56.86; H: 5.71; N:
5.73. :

(19.50) 2-RA-5-FTA-4-(2-[5-2-FH%KLAAXFTA-1,3-&
ROt ]kt Ed, TELSM CeHuNOPS: + 0.2H0 8931 F
f: C: 42.32; H: 5.19; N: 6.17. s&44: C: 42.15; H: 4.94; N:
5. 95.

(19.51) - A -5-F THA-4-{2-[6-2-B KA FE-1,3-%mL) Bat
Elokwh & )ekek, Mp 187-189C. T E 9 # CisHaoNsOPS 693 F44:
C: 45.34; H: 5.07; N: 17.62. % ®4A: C: 45.09; H: 4.82; N:
17. 72.

(19.52) 2-B & -5-F T H-4-{2-[5-2-R A FE-1,3-AR) BB L]
wkwl R )&, T E S CiHN0PS + 0.3H:0 + 0.1 HC1 a3 H44:
C: 47.36; H: 6.01; N: 11.04. %£®44: C: 47.55; H: 5.62; N:
10. 64.

(19.53) 2-R A -5-F T A -4-(2-[5-(1-4-BRT XX K)-1,3-A %K)
MEE Ikvh ), AZFHk. Mp 141-143C. A ESH
C2HuN,OPS + 1.5HCI 693t {4: C: 54.47; H: 6.19; N: 5.29. %
M{E: C: 54.44; H: 5.85; N: 4.92.

(19.54) 2-KE-5-F T A -4-(2-[5-(1-(4-RTEXE)-1,3-AL)
MR ]k, T2 RMAK. Mp 17T8C (S BBE). XS
¥ CoHuN,0.PS + H,0 693+ H4i: C: 58.52; H: 6.75; N: 5.69. %
M 4{4: C: 58.20; H: 6.31; N: 5.29.

(19.55) 2-f A -5-F T H-4-{2-[5-(1-(4- %X %)-1,3-"m L) Bt
Alkwp Al %, T2 FH#H4&. Mp 102-104C. A F 4 #H
C2oHz:N,O,PSC1 + H;0 + 0.2EtOAc ## JL4A: C: 51.14; H: 5.28; N:
5.73. %£#M4A: C: 50.86; H: 5.09; N: 5.34.

(19.56) 2-f A -5-F T X-4-{2-[6-(1-(2, 4 — R ¥ X)-1,3-A %)
ol Rk, ETEFMKk, Mp 173-174C. ¥4 H
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CooHzN:O.PSC1, &5 3 J4&: C: 49.29: H: 4.34; N: 5.75. ER44:
C: 49.55; H: 4.32; N: 5. 46,

(19.57) 2-& & -5-% T £ -4-{2-[5-(1,3-(5,8)-—%%)-1,3-&A
A)BE Rk R}k, Mp 105-107C. T E 4 CousluN:0.PS +
0.5H,0 + 0.5HC1 #9331 H4a: C: 59.85; H: 5.51; N: 5.37. Z&44:
C: 59.83; H: 5.18; N: 5.27.

(19.58) 2-& A -5-F T A -4-{2-[5-(1-(4-K X X)-1,3-A L) Kk
21k A )k, AEFMAK. Mp 102-104T. T EF 4
CzoHy:N,0,PSC1 #93F - 44: C: 53.04; H: 4.90; N: 6.19. FERI4E:
C: 52.80; H: 4.70; N: 6.07.

(19.59) 2-£. & -5-F T A -4-{2-[5-(1-(3,5-—R¥£)-1,3-A %)
BEE]lwh Rl ES, ABRMAK. Mp 152-154C. L E S
C2HuN:0:PSF, + 0.5 H:0 + 0. 3EtOAc &9+ H{4: C: 51.98; H: 5.02;
N: 5.72. E#{4: C: 51.67; H: 4.77; N: 5.42,

(19.60) 2-& & -5-F T £ -4-{2-[5-(1-3,5-— A% X)-1,3-/AK)
Mma Al A)Ed, TEFMAE. Mp 94-95C. AESH
CooHz:N:OPSF, #53F JL4: C : 52.86; H: 4.66; N: 6.16. FKalfA:
- C: 52.68; H: 4.73; N: b5.90. ‘
(19.61) 2-RA-5-F T A-4-{2-[5-(1-(3,5-=# % %)-1,3-A" %)
el A )E=, EE%MKK. Mp 113-115C. k4 H
C20HziN:0,PSBr; + 0. 3 EtOAc #9+F H 44: C: 42.25; H: 3.91; N: 4. 65.
La4i: C: 42.52; H: 3.91; N: 4.96.

(19.62) 2-£ &5 -5-F T X -4-{2-[5-(1-(3,5-= % ¥ %)-1,3-@A %)
Bk ckwh A ko, KB FMHKL. Mp 200-210C. TEASHM
CooHuN.OPSBr, 893 1 4A: C: 41.69; H: 3.67; N: 4.86. FKAa:
C: 41.93: H: 3.71; N: 4.74.

(19.66) 2-RA-5-F T A-4-(2-[5-(1-G-nwA)-1,3-" k) &k
Al k) — S 88, LELSH CoHuNOPS + 2HC1 + 2H0 #
A C: 43.19; H: 5.34; N: 7.95. Z®4E: C: 43.10; H: 5.25;
N: 7.85.

(19.68) 2-R X -5-F T £ -4-{2-[5-(1-ERK-1-8%-2,5,8-Z & %
- 4-XF)KFR-1-A ]k A )&k, T EHE LS CulluNOPS +
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0. 75H,0 ¥+ H-44: C: 52.59; H: 5.23; N: 6.46. FK#{a: C: 52.38;
H: 4.85; N: 6. 08.

KRB TFTHREN 1,3-—KAZE 2 OO B/ER L&
x1,3-"A-FRRE.

# 2-HRA-5-FTA-4-[2-5-st)kwh i ]E= (1 mmol) £
DMF;#t% (5:1, 10 mL) P ey & %44 A DCC (2 mmol)# 3-(3,5-
Z§)%E-1,3-H=8 (1. 1onol) & 3. HHFREHAE STH#A S
M. RA, REddBeEdkskk, BEHT 2-RA-5-FTE 4
(2-(5-(1-(3,5-— 8 EX)-1,3-®mA) ot X kvh ik K, £R5
Mk (19. 48), H B4,

BEAEETRATAIEMRY 6-FTh-4-2 % FE-2-AK-

1,3-—REHKAER 5-FRA4&-2AFR-2-ARER-1,3-—A%
FAS (I E#hs 23 PHEYR 4,5-=FE-2-8K-1,3-= R %KX
HHE) B REE G-RAWY 2-EK-1,3-—REFRKE-4+-2)F
A (G-BKe 2-RABE-1L,3-—RAEARAH -+ R)FARRREY
%, RRAEFENFT TEARESY:
(19.19) 2-F & -5-F T A-4-{2-[6-(= (5-F £-2-8AK-1,3-= &
AEAFH-4-X)PE)BRS Ak XK, TE DM CoollaNOPS: 89
3t HE: C: 47.39; H: 4.34; N: 2,51, & ®&|i: C: 47.42; H: 4.30;
N: 2.52,

X &, iX s AA % T4 38 Xk P 838 %9 # # (Chen. Pharm. Bull.
1984, 32 (6), 2241), WX ML 5-F £ -4-i2 P X -2-ANK-1,3-
—AARABEDMF Y. AERARLET T 25CAEMHBLF.

REERFE, BB 2-C-KF[clHME) LE (A £k 22
Pl EH IR HF-I-LHRAFY) EHAFT 2-8E-5-FTE4
(2-[5-= 3-%H[clhwmmi-2-Z X)Ll kh k)&,

% #a 4 20.
HERGHHNRAEREPREEELAAARERR =&,
% 2-FR-4-[12-G-MBA) kb A ] €% (1 mmol) £ B

NNNN-— R AECEBG ml) PH Xk AHABARTEIRU
mmol) F 0T 4 32 24 b . IR HF 2 240, /T 2-FK-4-[2-(5-
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— IR B R AT ABRSR) kvl K ]E 4 (20.1). 7TFE 2 CoHzsNOsPS
893t H 44 C: 50.59; H: 6.03; N: 2.65. £ &|{4: C: 50.73; H: 5. 96;
N: 2.96.

BT ERNFT TS
(20.2) 2-F & -5-FTA-4-{2-[5-(0-F THELAFTL-O-HABA
APE)Ms Ak} EL. LEHMH ColaNOPS 893 F44: C:
53.58; H: 6.65; N: 2.72. %®{4: C: 53.81; H: 6.83; N: 2.60.
(20.3) 2-FRE-5-F T X -4-(2-[6-(HABELETE)BoA]=
CESL- 4 3
FLE M CoHuNOPS #5931 F-4i: C: 54.43; H: 6.85; N: 2.64. %
R E: C: 54.46; H: 7.04; N: 2.55.
(20.4) 2-RE-5-FTH-4-2-[6-(=HRBMELTHE)BRL]%
ke
7o & 2 CasHasN20sPS 893+ F44: C: 52, 07; H: 6.65; N: 5.28. %
R4E: C: 52.45; H: 6.78; N: 5.0L.
(20.5) 2-3#-5-% T £ -4-{2-[5- (a%m&igwgm&gmv@
Ak, »
7o & 2 ¥ Cy3HuNOsPSBr e!wrma C: 47.00; H: 5.75; N: 2.32. %
MMAE: C: 47.18; H: 5.46; N: 2.30. |

% 5% 2R Bk U 2K 5 A5 & i T A 4% 48 Farquhar’ s # 7 (Farquhar, D.
# A, Tetrahedron Lett. 1995, 36, 655) A E4lF X% 4.
(20.13) 2-REA-5-F T HX-4-2-[6-(1-XPBMEEHR-1,3-=X) K
Bl k)R, MBRXGFAEK. MS CuHuN.0PS +H 693t 3
fh: 463, HAME: 463.
(20.14) 2-REA-5-F TH-4-{2-[5-(1-XFBHAL®H-1,3-= ) %
BAIkhA) &, BREKIGFHE. MS CHN0PS +H #5315
{i: 463, E@M{A: 463.

BRTHRE THERTTRRATH IR FTEHNERRREAL
EEEERLAS:

¥ 2-FA-5-FTHA-4-[2-(5-msA)kd£]%4 (1 mnol) £
DMF P& & A NN =5 T E-4-Gok P (5 nmol) LA RAE
EEEAAAPESGmmol) 4%, AT ZARRAEABLEATLAAR
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ALK PIRE S F %k (Nishimura F A J. Antibiotics,
1987,40 (1), 81-90) M A PR A FTEHFH. ¥ ERKERSMWE 25
CHHF 24 +o, RA, RERTEB RS, KFT 2-FE-5-}%
TEAA4-{-2-[-—(ZRAZBREATABEHEA]IL DA} ES
(20. 6) . 7 & 2~ 7 CooHasNO,oPS &9 3t - 48: C: 47.52; H: 5.58; N: 2. 77.
@ {E: C: 47.52; H: 5.67; N: 2.80.

WBET EHNRT TRALSH:
(20.7) 2-FR-5-FTE-4-{-2-6-—(FHEAEXBALEELTH)HR
ﬁ.&]‘i‘#}ﬁ»}‘iﬂi J’Bﬁ_ﬁ\ﬁ szHszNOmPS Q‘Jﬂ'ﬁ-ﬁ C: 49, 53; H:
6.05; N: 2.63. ZE@M{i: C: 49.58; H: 6.14; N: 2.75.
(20.8) 2-®|E-5-FTHE-4-(-2-[——(RAXAZEXAXATE)BS
Bl TELHM CHAN0,PS 893 Hh: C: 53.82; H:
4.52; N: 4.65. S£®4E: C: 54.03; H: 4.16; N: 4. 30.
(20.9) 2-&E-5-FTEA 4 (-2-6-—(CAREEAAATE) BBt
Blkvwh)ekek, T ES5H CoHuN,0,PS 693 H 44 C: 45.06; H:
5.37; N: 5.53. S%®&4: C: 45.11; H: 5.30; N: 5.43.
(20.10) 2-F A -5-F T A -4-(-2-6-—(FAARFELEEELETE) R
Bt ekwh X )kek, T E LM CuHuNOPS, + 0.2 EtOAc #9it 44
C: 46.95; H: 5.81; N: 2.40. £#44: C: 47.06; H: 5.86; N: 2. 73.
(20.11) 2-RE-5-FTE-4-2-5-=—(FRARZKEALTE) R
Bk lekwh ) Eed . TE LM CouHaN0,0PS &9 3 H4: C: 47.19; H:
5.85; N: 5.24. % ®44: C: 47.33; H: 5.66; N: 5.57.
(20.12) 2-FE-5-F TE-4-2-[5-— (A VBRAXAFTE)BBLE]%
w it} uked . 5 & 4 H CusHisNOPS + 0. 2CH,Cl, 853 344 C: 59. 31;
H: 5.40; N: 2.64. %®{4: C: 59.25; H: 5.27; N: 2.44,
(20.15) 2-RA-5-FTHE-4-{2-[6-—(1-(1-C & EXBEEXE X)) LX)
st ekwh R )wkek.  Mp 76-78C. S E 4 # CuHyN.0,0PS 3t
{8: C: 47.19; H: 5.85; N: 5.24. =R {4: C: 48.06; H: 5.80; N:
5. 16.

BT E, A 3-8-5,6,T-ZFEEFEF [c]xHBEIR
A, B4R T 2-KE-5-F TE-4-{2-[6-=(3-(5,6, -=F &&)
o lclkhmA) ot Ik i) ke,
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x4 21,

#%& 3-(2-mwA)H-1,3-—8

¥ % A. (J. Org. Chem., 1957,22,589) # 3-(2-#%RE)HHEELAL
BPeEam 0% TENETSOCHR 1600, FEAEREHE
THRE, ALHETCLREY, & 110CHRE 12 8., EZZH
EiEkin, (FT 3-2-®RE)-1,3-A-BH LK.

$%B ¥ 3-Q-wwi)-1,3-A K- ®RE (1 nmol) & FE-K
B:1)PeEk MRS (5mmol) T 25C AR 3w, AL E#EL
W, KFT 3-C-wmE)-1,3-A =8, AEK.

x4 22.
#&3-Q-BATR) RN [c]l%m®

#HF St [clkhim-3-Zm (1 mmol) £ THF ‘Péﬁziﬁﬁlwﬁv—?
R A (1.5 mmol) F OC AT 1 o Bf, JEA 25CAE 24 0. R
Rt e #Es, KAT 2-G-RA(clrhMA)ZH, ARFEHR
$: Rf= 0.25, 50% EtOAc-a.iX.

% 347 23.
H & -FE-4-2EFE-2-FK-1, 3-= A& FRH.

% 4,5-=FR-2-fK-1,3-— ALK AH (1 mmol) 5 A4
(2.5mmol) A A KT R FHERMASDR 1 M. BL. BB}
GEshii, FB/T 5-FTE4-BRTE-2-8K-1, - KEXK L%,
A¥EhPp. TLC: Rf= 0.5,5% MeOH-= R FIX.

£ 25T, ¥ 5-FPA4-BAFTEA-2-FR-1,3-=AEFRE U
mmol) /£ DMF ¢ B & AR T A F A AR (1.2 mnol) Fosk (2.2
mmol) &t 32 24 B, M FE BN, KFT5-FPEA-4-RTEA=VF
APt A9 E-2-8K-1,3-= R EFRF.

# -PEA-RTE-PEPLARLALPE-2-8K-1,3-=
S 2% AKH (1 nmol) 5 Lawesson’ s KA (1.2 mmol ) EF X P a5 %
A2 120C Ae sk 12 B, R EELIL, KHFT 5-FR-4-RTEA=
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PERPHEEAREFTE-2-RA-1, 3-—RLFAH.

¥ 5-FEA-BRTE-_FEATERAARA TR 2-AAKR-1,3-=
AEFRBARICEATHEERFOERE OCHHI 1 o, FE 25
CHH 12 b8, BBRHFEEHL, KFT-FEAA-ZRXAFE-2-5
R-1,3-= R EHFKRH.

£ 24
HNERECA KX (disulfidyl) T A B BE — &2,

B 2-WE-5-F T HE-4-[2-(5-Ms i) kbt ] %4 (1 mmol) &
THEAEAGIL) PHESIRIATA 4N, BEAHSEBERESYH
EEET, ¥R XECARLDA 2-2R2 X =54% (4 mol).
% (2.5 mol) E- KPR PHRRAE. £ 25CTHHE 4 MHE, #
BREEBASHURR;FEEHL, KFTAAMNSS: 2-FE--FT
B-4-{2-[6-=(6'-2X-3 , 4 -—AH) TEBRBKEIR DA} E
o 2-F R -5-F TH-4-{2-[5-(3",4' -t LA K BRBE]
ko R ek,

L&H 25.

#& 3-[2-(5-A B ) kb A vk

THA ¥H5-Q-FTEA-INN—FEEE)AHBRE-2-HBRR
—Z% (1 mmole, 4RIEFZHEM 17T T HE AHNF)EALHETHERAYK
(1.2mmol) /£ 80C &2 12 v, EAFEibshit, ¥RBFT4-FTEH
-3-[2-(5-=—Z A BBA) kvh Kk bk,

F% B ¥ A4-FTA-I-R-G-—CABSRRA) xRt RiTE
B ITHRCOHAE, KFT 4-FTA-3-[2-(-HBE) ki)
" (25.1). mp 210-215C. 7T &% # C.HisN.0.P &3+ F44: C: 48.89;
H: 5.60; N: 10.37. $%®&l{i: C: 48.67; H: 5.55; N: 10.20.
FEC #H A-FTE-3-[2-G-—CEAmsR)sdhA I
mH 11T RAGHRYE, KRBT I-FE-4-FTE-3-[2-6-=2 &%
BhA) kwh A b,

217



99816356. 2 OB B £E205/255T

F®’D H1-FEA4-FTE-I-[2-G6-—CTEBEA)%HA ]k
RAEXAFIITRCHLE, KFT 1-FE-4-FTA-3-[2-5-B
Bt L) wkowh 2 Iabed (25.2). 5T # £ #F CioHWN:0.P + 0. 85HBr + 0. 75 H.0
653t 44 C: 39.32; H: 5.32; N: 7.64. &P 4&: C: 39.59; H: 5.
30; N: 7.47.

%34 26.

#& 3-[2-(5-m s ) kmp L X ] Fole

FHEA H5-—CZERBKA2-9H TR0 mmol) ELHETHER
AEEAE (1.1 onol)f 84 (2.2 mmol) F 25C A ¥ 12 b E. #REK
HEEshi, RFT-—CEAMBE-2-kvh FTRS.

% B H5-—ZABBE-2-%whPERS (1 nnol) & DMF F &5
BAN-RBEABER (1. 1mmol) T 25T & 12 0B, RI, RKFT
5-— AR A-2-R A5 kv,

FHC ¥ 5-—CEBBEEA2-8FA%H (1 nmol) AR LE
Gmmol) EZL®PHERMA=CHK (2 mmol) F 25C 4R 12 . #
RAEEHL, KFTS-CAEFE-I-(2-G_CEBmst)kdik]
Folek | . .
F®D # 5-TAREZFEI-2-G-—TEBBE)kHE] A2
BATREMA I T RAGAE, REFTEXMITRCHLE, ¥F
T 5-RAFRA-3-[2-(5-Ms ) kwh k] 84 (26.1). mp 221-
225C. & 2 # CH:N,06P + 0. 25EtOH &9 3+ J44: C: 37.86; H: 3. 18;
N: 10.39. s &{a: C: 37.90; H: 3.02; N: 10.05.

THEAESHRAEZFT ERNEH:
(26.2) 5-ZRAAZA-4-FR-3-[2-5-BEA )kt ]FS4. mp
150-152C. A& 4 # C,H.NO,P + 0. 25H,0 + 0. 15HBr #9 3t F{4: C:
41.57; H: 4.01; N: 4.41. X®4a: C: 41.57; H: 4.20; N: 4.54.
(26.3) 4,5-=—(TREZEL)-3-[2-G-maik)khit] Jp ¥,
jt.% &M CiHiNOP &3+ 45: C: 43.47; H: 3.93; N: 3.90. &=
1f: C: 43.26; H: 3.92; N: 3.97.
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(26.4) 6-RE-4-TRAEZEA-3-[2-G-HmA)kaR]F L. mp
190C (BB E). TEL4H CoHuN,OP + 0.25HBr &+t H fi: C:
37.25; H: 3.52; N: 8.69. s#{4: C: 37.56; H: 3.50; N: 8.85.
(26.5) 4,5-—(RAFHL)-3-[2-G-BE L) E] %2, mp)
220C. AL #F 4 #7 CHsN;O.P 69+ F-4A: C: 35.90; H: 2. 68; N: 13. 95.
L@ C: 35.67; H: 2.55; N: 13.62.

(26.6) 4&-CREZEKX-S5-= RPA-3-[2-G-BEA)kdA]H R
o

7% % % C.H,F.NO,P + 0. 25HBr #y+t H-44: C: 35.20; H: 2.48; N:
3.73. £®4: C: 35.25; H: 2.34; N: 3.98.

(26.7) 5-RA-4-(2-%whi)-3-[2-(G-M#E) kb ] F-84. mp
> 220C. ELH CuHN,0.P + 0.1AcOEt #§+t B {4: C: 44.73; H:
2.97: N: 8.41. =R {4: C: 45.10; H: 2.58; N: 8.73.

(26.8) 4-fA-5-FE-3-[2-(5-B8c ) kv ik ] S,

& ¥ CsHeN;OsP + 0. 1H,0 + 0. 2HBr #9 3+ J{4: C: 35.18; H: 2. 36;
N: 15. 39. %®{4: C: 35.34; H: 2.50; N: 15.08.

(26.9) 4-f A -5-KX-3-[2-(5-MBL &) %k wh A ] "%,

7% 4 ¥ C.HoN,O:P + 0. 15HBr 93t J4&:C: 51.21; H: 2. 81; N: 8.53.
@ 4E: C: 51.24; H: 3.09; N: 8.33.

ka&p] 27,

H4& 2-[2-G-BBE)kmEk]E=L

FBA B 5-ZTAIHRA2-ZHHBER-_LE (1P 2-8-4-
CELABRAERBATEAS 6 JHEAGLE, RFT 4-CAREAEL
2-[2-(5-—CAMEB ) kb A E4,

FH B K 4-CREEE-2-[2-G-—CEABSA)khA]ELG
FEEPITRAGRE, REXFTHPITHRCHLE, KFT
4-R A PEE-2-[2-(5-Me st L) mknh 2 ]End (27. 1) . mp 239-240C.
7 & 4 CaH/N:0:PS + 0. 2H,0 65+t F-44: C: 34.59; H: 2. 68; N: 10. 08.
R 4E: C: 34.65; H: 2.69; N: 0O.84.

%34 28,
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HE4-B,3-—R-3-HBs X -1-H R )k ‘
FRA AO0C, H{3-(RTEAEXEAVYERLAAL)-1-A% (1 mmol)
AR (ToL) PHERAMKXS TR (4 A, 0.5 equiv. wt/wt)
Fo R BB (1.5 mmol) & . KRS BAEZTERHE 2 I,
FRLE (T L) HH, EERFHRF 04, TE. RAFE#5%
L, KFT F-(BTE-EXRXFEREXERX)-1-%, hRFHRK
¥.

Y% B. ¥ LDA (1.06 mmol) £ THF ®ERA—RTERR=T
B (lmmol) B & A-T8C X 45 5 4. REWZABEM I-(RTEA=
¥EPaEAAL)-1-/% (1.07 mmol) & THF X%k & ®, ¥MEE
BRA-IBCHEHEF 4N, ARARTEEXS Q2. 4mol) B RERE
B, RiERABERAOHRRFEELHL, KFT 4-RTEAXEE
PREELAARL)--EALAAREAAE -2, 2-—ATABRR-LE,
ABRFRRY. , :
THC H 4ERTEAERAFTERAAL)--RALAREAL
22 2-—ATABRR—CZE(Q mol) EF%( (1 wl) PHERMA=E
TR4E 4% (1.5 nmol) #v AIBN (0.1 mmol) &2, ¥HFAERE
WA EAR 2 IH. REFC BN, FHT4-RTEA-XLATH
SAEAE)-2,2-—ATEARR-LE, ABEHRS.

B H #207/255W

FHD AO0C, B4 ERTE-EEATERAEL)-2,2-=ATA
BE—EE (1l mmol) EFA (1 L) P ERALERK (4 N, 4 mmol) &
¥, BHBASRAMEEREH 2 M. KA ERBL KRT
4-2R-2,2-—RTEABRR-CLE, ABFHRY.

F®RE FH£O0C, $4-E-2,2-—RATABRR L& (lmol) &R
# (10 mL) ¥ &9 % % A Jones s K (10 mmol) &2 30 £4F. A 2-
#AE Q0 wL) P rE R ERS Y, KA ERAHWZEHAEFE L (Celite
pad) T E., ¥WRAXL, RERR, /T -HEL-2,3—RAA%
B8, hhkd.

% F % 3-HA-2,3-—fAELAMR 08 (1 onol) £ ERKR
Gul) P EXERmERA 2N, BEERERSGHEARAET, AL
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HEFLRQA )P, FAERTHR (10 mmol) Y LEEE R E 0TLR
30454, AEERLEFRAHRBr ECETHERGBOI%, 1 ml), ¥
HRERETZHF 1IN, FEEARLOPELET, REASHE
F THF-EtOH (1:1, 5 ml) %, FAAMK (1l mmol) & 2. KAFAN
RoHmaB 75C 1. L, RERRFEFEHL KFT 2-
EEA-4-[1-C-—AB&A-3,3-—f)mL g, HHEK, KR}
ARG I TRCHRE, (5T 2-8%5-4-[1-G-HaE-3,3-
—R)AA]IES(28.1), HEK. TESH CHNO,PSF, + HBr 653t
H44: C: 21.25; H: 2.97; N: 8.26. s%#;4a: C: 21.24; H: 3.25;
N: 8.21.
TFTRALLHAAEMF EHF:

2-RE-5-FAA-4-[1-G-BomA-3,3-—R) ARE]E4(28.2). S
m/e 305 (M+H).

%% 29, |
H& -FRE-S5-BBAPAE-1,3,4E = - st A WA A
4
F$®A 40T, J 2-Frk-1,3, 4% —n-5-58 (1 nmol) /& THF
(5 mL) W &9 3% B 5404 (60%, 1.1 mmol) &2, ¥ /FREBDE
TREH 30 24, REREALASHE 0C, FAZATHRE=T
ABSATE (.l mol)&®, ATEEH 128G, AEPRL
BerEAE. RRFEEEL, F/T 2-FREA-5 —LAKRSE
FAA-1,3, 4-K ok, HaRHA.
FEB Ho-FTRAAS-—CEARBAETAL-L3 4&-E#ERX
4 3 FECHLE, F/T 2-FRAE-S-BBEAFTHAL-L,3,4-%
= (29.1), A& & HK. LESMH CHNOPS, + 0.2 HBr &3+ 5
f4: C: 17.50: H: 2.64; N: 10.21, %®44: C: 17.64; H: 2,56;
N: 10. 00.

2, TRATEFAOABBETRARRKRG L FHRLGS, X
PATXPEIASR 2-HEBETFRAERTRFHHA:
F®C A£0C, #2,2-—wtZEX -5 (1onol) & THF ¥ 63
BAZETER(Qml) FREATEABR _LEARE. $AREREE
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REEZBH 18 Mo, RBIFE#FL, KFT 2-—LEABBREAYT
RERE, AXKEHKD,

%D #H2-—CiAMsATaAEsbwtiiLds 3 F%CHL
2, XBT7 2-BBuATFTAER®R(29.2), AXKECEHK. LXMW

CsHsNOsPS + 0. 62 HBr 6§+F L {&: C: 28.22: H: 3.40; N: 5.49. %
#4A: C: 28.48; H: 3.75; N: b.14. :

%4 30.

W& 2-[2-Bsi) Tt ]nkw

oA #H 2-ZHA%R (1 mmol)#£ THF (5 mL) P& % A LDA
(1.2 mmol) F OC A 40 £4F. ¥ AR =& (1.2 mmol) mAiK
BERZRESMY, HARAMBRAAERAZTENH 16 M of. AR
BFLERE, RERRGFEHEL, RAT 2- [(Q-=—Z A mai)
LRI, AxEHKRY. |

$% B H2-[Q-—CABBRRE) L HRAIRTRTEAN I FTRC
B4 e®, HHT 2-[1-2-msit) X ]Ia 2 (30.1), AixEBK,
Mp 160T (h\ﬂiﬁ&), MS m/e 184 (M + H).

L4 31.

A HERETEHEHHBRE
FEA H2-FR-5-FRE4-[2-G-B#BE)kwht]Ew—E8
B (defe k) 19 P4 36%) (1 mmol) AR FHK (5 nl) FHE %A
#E0C,HAFA8 (0.9mmol) £ =K F 3 (0. 5mL) A2 (0. 3mL)
PHEARRE., FAERAEERE OTHRHE 1 I, REMAKGT
SETHF Y8 E%k. AEBRAL 161 HE, RERERESWAKXE
F, FASTEERANELY, KFT 2-FPA--FAE-4-[2-(5-
—fEBRA) kAT g (31.1), AXEmBERY, o 2-FE-5
FAREt-4-2-G—REBRBE)xHE]E£(31.2), A % &Rk
.
(31.1) 2-¥A-5-FAE-4-[2- (5-*&;%&&;%)%%%]%@. MS
m/e 299 (M-H).

(31.2) 2-FX-5-FRE-4-[2--—RKEBBIL)kvp i ]E=d: MS
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m/e 298 (M-H).

AHE, &}ﬂxr]fri»ik%'l%&aﬁ'lfztka“l’$ﬂvmﬂﬁ‘)£- CHB%
i
THB H2-RA-5-FHE-4-[2-G-MEE)khE]E4—_ 4R
B (efat#k& M 197886 (1 onol) E=RK PG ml) P oI BF#
AFEOC, FHABRERESHFTE 10 54HR(LT). AZEHK
FH 160G, FEARRAWELET, A& EFAILALD,
BET -84 -5-TREA4-[2-G-—REABBRE) % A]E%
(31.3), AHwXxKkb.
7% 2 # CeHiN,OPS; +1.5 HC1 + 0.2 EtOH #93F f44: C: 28.48; H:
3.90; N: 15.82. £ #:4{4: C: 28.32; H: 3.76; N: 14.21.

X B ﬁ.%é%*‘b%%Tﬁi&&ﬁ&#——%béﬁ&%
2HETELSH:
(31.4) -8 E-5-FTH-4-[2-G-——REBRBE) kbR ]E 2 Mp
77-81C. 7% 4 # CuHisNs0sPS + H,0 + 0. B EtoN &9 3 - 48: C: 47.41;
H: 7.55; N: 13.30. s #{4: C: 47.04; H: 7.55; N: 13.67.
(31.5) 2-RA-5-FTH4-[2-G-—REBSHRE)xHA]E4,
70 &4 # CuHN.0.PS + 0.5H,0 + 0.75 HCI &3t Jf4&: C: 39.24; H:
5.61: N: 16.64. E®4&: C: 39.05; H: 5.43; N: 15.82.
(31.28) 2-K R -5-FTHA-4-2-[5-(NN-=—FTHE) - RKEBL]
wh K}k, Mp 182-183C. L% £ # CisHisN.O.PS : C : 55.32; H:
8.06: N: 13.58. % @4{a: C: 54.93; H: 7.75; N: 13.20.
(31.29) -8R & -5-F T A-4-{2-[5-N,N' -(1,3-— (L REHEX)-1-
BE)_EEBSKAIxhAIES, ATEIN CulHsNOPS 893 5
{4: C: 51.78; H: 6.74; N: 8.33. %&4a: C: 51.70; H: 6.64; N:
8. 15.
(31.30) 2-RAEA-5-F TA4-{2-[5-(N, N -(1-FREEK)-1-TX)
—aAMNEAISvhAES, AELSW CuHNOPS &3t H4i: C:
59.60: H: 5.97; N: 8.97. %®4&: C: 59.27; H: 5.63; N: 8.74.
(31.31) 2-RE-S5-FTA4-{2-6-= 2-FREAEE-1-RAREK)
R A Mme ]k Ed TE S5 H CioHeNOPS + 0. 3CHLCl, &3
H14: C: 46.93; H: 5.22; N: 11.34. Z®4{4: C: 58.20; H: 5.26;
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N: 9.25,
(31.39) 2-R A -5-F T H-4-{2-[5-(N, N 2-(1-ZE&ABA)A/L)
;igﬁﬁg]ﬁ‘ﬁlg}gé JLE 9 #F CuHaNJOPS + 0. 6EtOAc +
0. 1CH,C1, 65+t - {4: C: 51.91; H: 7. 18; N: 9.50. %L @|{4: C: 51. 78
H: 7.17; N: 9. 26.

A I e —FEBELMBBEIT AN TRAREERF £4H
:
PHC EER, ¥ 2-825-FTE4-2-G-—%AB&i)%
w1 (B LS 19 ¥ FHEHHF4) (1 mmol) EZH (9 nl)F
K4 L) PeEERAARAALEZ(N, 1.5 mol) & ® 4 b8, ¥HEER
BEEREEET, AZA4LHETKAO L) ¥, AHE 0C, HF#d
AN 6 NH1HiZzERpHATE 4. BT BRKEMBAYEET
h, XH/T 2_—%%-5—%‘1‘%—4j[2—(5-¥~§~)ﬁ=%;§)ﬁ%&]‘ﬁv&
(19.64). | |
THRD R2-RA-S5-FTA4[2-G-AEBBA)%ksL]E4(
mmol) £ EABEF (3 mL) P B R wiA 2 M. BEASERS
WERET, BEAHETEAK=RKFRQuL) ¥, FEOCTHHAF
Eamd L-AARTPEESRE (1.2 mpol) A% (0.8 mL)#+ (3 L)
REGERY. AR REEREETERE 140, REA G,
EFT2-RA-5-FTHA-4-{2-[5-(0-(X-N-(1I-FAEBX) LX)
RKABBE]I%HA} K- (31.6), AmkH. AEHH CuHuN:0PS
65+t F4A: C: 54.42; H: 5.65; N: 9.07. LR 4{4: C: 54.40; H: 6. 02;
N: 8.87.

HBLERFENFT TRALSH:

(BL.7) 2-RA-5-FTHA4-2-[5-(0-F X R ABBE) IR }x
£, mp 205C (5 BB E). LE %5 # CiHaNs0:PS + 0. 3 H:0 + 0. 3 HC1
w9+t H4h: C: 51.86; H: 5.35; N: 10.67. %£#44: C: 51.58; H:
4.93; N: 11.08.

(31.8) 2-RA-5-FTE-4-{2-[65-(0-%XA-N-ZEABATH) K
EBBAIk BRI K4S TESHH CoulaaNOPS 693+ F44: C: 54. 42;
H: 5.65; N: 9.07. £®44: C: 54.78; H: 5.83; N: 8.67.
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(31.9) 2-RE-5-FTH-4-(2-[5-(0-¥£-N-FTR)EAREL)
ik} ErE, mp 151-152T. A& 4 # CuHwN:0:PS &5+ H4E: C:
58.18; H: 6.51; N: 9.69. E#{4: C: 58.12; H: 6.54; N: 9.59.
(31.18) 2-RA-5-F T E-4-{2-[6-(0-X£-N-(1-(1-TE&EZ XK
2-ER)CR)AEBSL) IRk dAIES. AL ELSHW CuHiN:OPS
8+ H44: C: 60.75; H: 5.83; N: 7.59. L£&R{4: C: 60.35; H: 5.77;
N: 7.37.

(31.19) 2-8A-5-FTHE-4-{2-[5-(0-%XE-N-(1-(1-ZAEEE
2-FR)ARAK)REABBRE)IkhA)EE. AL EFLSH CuHsoNiOPS
&3t J44: C: 56.20; H: 6.15; N: 8.55. L #M44: C: 55.95; H: 5. 80;
N: 8.35.

(31.20) 2-8&A-5-7F T A-4-{2-[5- (0-F £-N-(1-(1, 3-= (T AX
)R A)RA BB L) Ik k). LE S CeHaN0PS + 0.2
CH.Cl, 893t H44: C: 54.20; H: 5.97; N: 7.24. % ®{4: C: 54.06;
H: 5.68; N: 7.05. ,

(31.21) 2-RE-5-F TH-4-{2-[6-(0-B-&FXX)-N-(1-(1I-F &
X EINEINFEIER Y 1. F LS F I8 3 AE S
C.iHzsNsOsPSC1 %54} J{4: C: 50.65; H: 5.06; N: 8.44. KR 4i:
C: 50.56; H: 4.78; N: 8.56.

(31.22) 2-REA-5-F THA-4-{2-[6-(0-(4-£ X XK)-N-(1-(1-F &
EER)CER)REBRBRE)IkhA)ER.  ATFE L CaulzsNOsPSCI
+ 1HC1 + 0.2 H0 #53} J44: C: 46.88; H: 4.95; N: 7.81l. %3
{4: C: 47.33; H:4.71; N: 7.36.

(31.23) 2-RE-5-F T E£-4-{2-[6-(0-FXA-N-(1-(1-=(TRAEHK
B FPR)AABR) ki), TEIM CuHNOPS 853 5
{4: C: 53.83; H: 5.65; N: 7.85. %£®&{4: C: 53.54 H: 5.63; N:
7.77

(31.24) 2-RA-5-F T A -4-{2-[5-(0-% % -N-(1-Gak &) KAEH
Beit)lskwh ik}, TE 9 CuHeN.OPS 893+ L 44: C: 56. 37; H:
5.86; N: 9.39. 5%®4i: C: 56.36; H: 5.80; N: 9.20.

(31.25) 2-RE-5-F T H-4-{2-[6-(0-FX E-N-(1-(1-FREEX)
CR)RARBE) %A} ES. T E M CuHoN:0PS &3+ F44:
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C: 60.10: H: 5.60; N: 7.79. 5=#®/44: C: 59.80; H: 5.23; N: 7.53.
(31.32) 2-8 A -5-FTHA-4-(2-[5-(0-(RE-N-FAREAZEATH)R
A k)b R ) Ewdk . STF 5 M CocHaN:sOPS &5 31 S 4E: C: 59. 42;
H: 65.37; N: 8.00. £R4&: C: 59.60; H: 5.05; N: 7.91.
(31.36) 2-RA-5-F T H-4-{2-[5-(0-(4-FRAFXX)-N-(1-(1-
FTEEAZRX)CE)ALEBBE)Ikwbht)Erk. TE LM CoHoNoOPS
+ 0.1 CHC1, + 0.1 MeCN &4 3 H-44: C: 52.56; H: 5.62; N: 8.52.
£ #/44: C: 52.77; H: 5.23: N: 8.87.
(31.37) 2-R A -5-F TRA-4-2-[5-(0-(XE-N-2-FEEEX)AEL)
RAEBRBL) Iskwh L) g, LE S ColN:0PS + 0.6 H0 3 J
{4: C: 54.11; H: 6.03; N: 8.60. % ®4{4: C: 53.86; H: 5.97; N:
8.61.
(31.38) 2- A -5-F T A -4-(2-[5-(0-% K-N-(2-(1-TAAZL)
AR)EEBBA)IkhRA)Et, &5 CoHaolN:0:PS #93F F4A:
C: 56.20; H: 6.15; N: 8.55. S#4: C: 55.90; H: 6.29; N: 8.46.
—EABERES -84 --ARALCENR (HlRE. ZLR)A
ETHAORETRATRHERARBRENANXISARE. AU
ERFTTFRASY: | ’
(31.10) 2-F A -5-F T A -4-{2-[6-(1-%£-1,3-"RX) A A BRBXE]
kg R ek KRB F MK, TF 5 CulesN0:PS + 0. 25 H,0 + 0. 1 HC1
&3t J 44: C: 59.40; H: 6.08; N: 6.60. £R{&: C: 59.42; H: 5.72;
N: 6.44.
(31.11) 2-F R -5-F T A-4-{2-[5-(1-%%-1,3-" %) LA BHRLE]
ko k) & FHAK. LESH CulsNOPS + 0.25 H0 93t |
45: C: 59.91: H: 6.11; N: 6.65. F=®44: C: 60.17; H: 5.81; N:
6. 52.
(31.12) 2-f A -5-F T H-4-(2-[5-(1-%X-1,3-m{) REML]
)k T2 RMAK. L ELS M ColaNa0:PS + 0.25 Hi0 + 0.1
CH.Cl, 893t J4: C: 55.27; H: 5.72; N: 9.57. %£®4: C: 55.03;
H: 65.42; N: 9.37.
(31.13) 2-RE5-F T E-4-{2-[5-(1-%k4-1,3-AL) KA BsL)
kupR)Ed RERBAK. TELSH CollN:0sPS + 0. 15 CHLL, 3t
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H{4: C: 56.26; H: 5.69; N: 9.77. £®l4i: C: 56.36; H: 5.46;
N: 9.59.
(31.14) -5 A -5-Faf-4-{2-[5-(1-%X-1,3-5K) LA M)
oo K ek MBS FHK. T FE S CisHiN:OPS, + 0.4 HC1 69
#H4E: C: 48.38; H: 4.39; N: 9.96. @ 4{4: C: 48.47; H: 4.21;
N: 9.96.
(31.15) 2-& A -5-FaL-4-{2-[5-(1-XX-1,3-F X)) K EBRBA]
sk i) el B K FHAK. TE S CiHiNsOPS, 69 3t H48: C:
50.11; H: 4.45; N: 10.31. %£34a: C: 49.84; H: 4.19; N: 10. 13.
(31.16) 2-fA-5-Fat-4-{2-[6-(N-FX-1-XX-1,3-AE) K
Asse R ]ekvh Aok, T EAM CellNi0PS, + 0.25 HCL #9315
fi: C: 50.21; H: 4.74; N: 9.76. &£&fi: C: 50.31; H: 4.46; N:
9.79. ‘
(31.17) 2-HA-5-FHE-4-{2-[6-(1-¥%-1,3-"A)-N-TH#i
FAMBE]Rh R E, T ClsN:0PS + 1.25 H0 #9313
{8: C: 54.82: H: 5.96; N: 8.72. ZE#&44: C: 55.09; H: 5.99; N:
8. 39.
(31.26) 2-B&E-5-FTX-4-{2-[6-(1-RR-1-F L-2-£&-7T-K&
B-3, 4%k EK-1-£)1%m X E4, TERFHAK Mp 233-234
C. A4 4 # CuHuN;OPS + 0. 2 CHC1, 893+ - 44: C: 52. 46, H: 5. 03;
N: 8.66. £#4a: C: 52.08; H: 4.65; N: 8.58.
(31.27) 2-A-5-F TA-4-(2-[6-(1-ER-1-FH £ 2-A%-T-K
-3 4-%kHFER-1I-X)]I%Hm A E%, RZ2HFHE. M
C.HuNsOsPS + H g3t H4h: 462, EalA: 462.
(31.34) 2-RAE-5-F T A-4-{2-[5-(3-3,5-= KX X)-1,3-AK%)
fAMmBE] kA KR, AELSH CuluNO,PSCL, &3 48: C:
49.39: H: 4.56; N: 8.64. EM{4: C: 49.04; H: 4.51; N: 8.37.
(31.35) 2-R A -5-F T H-4-{2-[5-(4,5-% I -1-&ANR-1-8F&-2-
BE-6-8R)FTR-1-A1kh Ak g2, TESH CiuloN:0PS +

0.7H,0 &+ H1{4: C:53.78; H: 5.37; N: 10.45. £&|44: C: 53.63;
H: 5.13; N: 10. 36.
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% 34 32.

#H&5-[2-G-BmAE) kX,

T H®A ®we (1 mmol) HEE 4P K (1.5 mmol) £ 1 mL DMF ¥
MAHFZEOCHRED PRAFEAATESR (1.2 mmol), ¥AFRE
BEOTCHEBIONH, REATRHEF 16 PH. FERSBAKP
LEAE. RRFE#ELL, FT 2-FAATEAwE, AREW
K.

Y H®B. A-78C, i 2-FHL FHA w4 (1 mnol) L TMEDA (2 mmol)
A 3nL ZBAHERFRALCKR ¥ n-Buli (1 mmol). ¥ER
LM A-T8CHI 554, R mB| A6y (-78C) (n-Bu).SnCl (1
mmol) £ 2mL Z8M P &R k. A-T8CHBE IS4 E, KEARSHA
K LBHB. RRFEE%b, KFT 2-FARXTEA5-(ZTE
PHRE)WE, HLEHRRKY.

F®C % 5-s-2-—zZAMmstdwh (1 mmol). 2-FARAEFTE-
5-(ZTRAFEHRE)w= (1.05 mmol). w (=X K ) 4 (0)(0.03
mmol) Fe #4648 (I) (0.07 mmol) £ 3 nL PEX P& %A% A 110CH
A 20 e, RERFEHL, KFT 2-FRAETFE-5-[2-(6-=C
A )%t lwed, bbb,

FHED ¥ 2-FRAPA-S-[2-(G-—CEAB®A)%mi]w2(
mmol)5 6 M HC1 (1 mL) 4 10 nL ZE ¢ &R AWM A T0C ik 20
B, RAEALAKRFEEMES, M 1NNaOH s&4k, 3+ A EtOAc #IK.
¥ A EBRAHF A EtOAc 3R, 3§ EtOAc A AKX, K5 7 5-[2-(5-
—CEBBEA)xHAIw, HEAK, FARAEZAEAITIRCHL
®, %43 75-[2-G-ms i)kt ]wek (32.1), 5 B 4k:mp 186-188
C. EH># CHNOP + 1.5 H0 693 H45: C, 24.70; H, 3. 32;
N, 23.05. % ®{8: C, 24.57; H, 2.57; N: 23.05.

¥ % E.

&1 #F5-[2-G-—zhAmsi)khi]w (1 mol). 1-s-
2-F A A5 (2 mnol) oK BR 474 K (2 mmol) £ 5 nl DMF ¥ & R4-%4
£ B80CHHE 48 10, REA—_KPRAAKHER, H5B8EE. K=
RPREERL, HE5THARESGFHAFARITE# %L,
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%2 HI%1GKELLNA EtOAc IR, HFERAEXX,
FHALWAE 2 oL SOCL, PF 80CTH#A 3 I, RERENEXK.
ERHET 5L —&F%x#F 0.3 oL =TEYP, AN 0.5 ml
EtOH. AZBRHF 1 INE, A_RTRFPREERSWAE. KA
MWRRESAETE 1 PHRRRAF, FRfFeE484, KFT 1-
FTh-5-[2-5-—CEBomE)kwhAlwkfo 2-3 T E-5-[2-(5-
—CEABBR) xR A ]wd, B3RS,

B3 K 1I-FTA5-[2-G-=CAMBtE) kbl ] w7 %
A 3T HROHRE, EH/HT I-FTE-5-[2-G-B5iL)xmi]lw
" (32.2), A BE4&: mp 200-202C. T ESM CHiNOP &3t F14:
C: 39.71; H: 4.81; N: 20.58. s#&4f: C: 39.64; H: 4.63; N:
20. 21.

FBF. ¥2-FTHA-5-[2-5-—CT A MsL)%kwiK]w4 (1 onol)
5 TMSBr (10 mmol) & 10 nL — £ PR T RSB AT RBLH 16 b
B, BFEMNEKLX, ZELHET 10:1 CHCN: K, HEMNRKLK, &
AR OAR(Q mol) XAV N AR FRE R Kk, KFT 2-
FTA-5-[2-5-KBR)kwh X ]we NNN-—RTEE&H(32.3), A
B 4k: mp 226-228C. % 4 # CoHisN,O4P + CyoHaoN 69 3 3 4#: C: 55. 62;
H: 8.00; N: 15.44. Z#4&: C: 55.55; H: 8.03; N: 15.07.

% 641 33.

AEEELBREMF 2-G-BEBE) B ERRGEFTFALSH

FHA EBLZEM ISTBRBEMOFTERNESHN 2-G6-=TE
s k) kv R RAE R FHRLSW, FELER—BRSHRAZF
2oRE£33. 15433275 he5bM.

FHE B 2-f-6-[2-G-—LAMEBK) %A= (0.01 mmol)
5 TMSBr (0.1 L) A=K ¥R (0.5 nL) Ty R4 EEERHF 16
B, REXRXK, #M 0.5 oL 9:1 CHCN: k#H#. KX, /T 2-
f-6-[2-(5-B s X)) kwh A ke,

FEC H2-f-6-[2-G-=—CABmELE)%kwh X" (0.01 mmol)
EHHEOAHRERH PHEZ0.25 M, 0.4 L) T 85CHH 14
I, B ERABRRSBELR, REARWRITEAF B FHRBALA,
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KBRT2-mEA-6-[2-G-BmE)xdh A ]Iubw.

T H®D H2-R-6-[2-(6-— s A)kH A ]It w (0. 01 mmol)
5 1-¥A%% (0.2 nL) £ =8 (0.2 nL) v RS E 145C ik
24 8. REM 0.5 mL CH.CN# 0.1 mL k¥ xRLS Mt —FHF,
Z EMmA 150 mg Dowex 1 2-100 PE&EMEK. KErRESHEH 30
S8 E, BT, WM AM DMF (2 10 £4). CH.CN (2 10
4% 9:1 CHCN: K (1 10 54) k. REWFAMESE 9:1 TFA:
KB 30 54F, T, FHBERERA. BARALDRTEANY
ZBHAE, BRT 2-[1-U-FPR)%%EE]-6-[2-5-HK8K) %%
K nber, -

F% E #H 3-fR-5-[2-G-—zABm&A)xwAI®% (0.01
mmol). 5-=T & ¥ 455 £ %% (0. 04 mmol) . Pd (PPhs), (0. 001 mmol)
Fo Cul (0.002 mmol) &£ =8 3T (0.5 mL) k#9444 85Chn
£ 16 M, REREMNEL. #HFR4LHS TNSBr (0.1 nl) &
0.5l —RFPEPTFE2HFE 16 0%, KE%EXKX, #A0.50L9:1
CH,CN: K ##. fixE& ¥ mA 150 mg Dowex 1 2-100 V¥ & & i 5.
[ixmSHRE 30 245, HHTE, WRERADF 2 1045
4). CH.CN (2 10 %4F)# 9:1 CHCN: K (1 10 24P &%k, RE
¥izMigs 9:1 TFA: KRBEH 30 04, &, HWEREK KFT
3-(2-Eyr &) -5-[2-(5-B s X)) %k h K ]IvbE.

FmF ¥ 3-H-5-[2-G-—CEABmBL) % A]Iw%E (001
mmol). 1-@#: (0.04 mmol). = F & A Z A (0.1 mmol). Pd(PPhi),
(0. 001 mmol)Fe Cul (0.002 mmol) &£ =R &K T A (0.5 nl) PHR
SHAE 85T ik 16 I, REWEMNEKRK. RMFRLDANTTIR
B4, ¥487 3-(1-Tkk-1-A)-5-[2-(5-BsX)xhR]dtE.

HEBRETEBRRERE

FHG H=FEMRBRACLKRE(30.9mnol). 2-(Z=FHAPAKER)
2% (10.4 mmol) #» DMAP (3.1 mmol) EF X (25 nL) PHERE LA
ATEFH 8o, e, FEERMA EtOAc H#, SR AR INHC]
FeKiek. MABRARZANER TR, AZHRE, EFTHRD.
H¥EALH M LII (10.4 nmol) £ 2-TH (30 mL) P& E, ERAA
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Tt &, %% M EtOAc &8, A IN HCl1 &k, RAARAT

B, FATKRSE, EBT SEMEPHALA—TEARKRE HLEHR
M.

F®H wTHEHESATRAOGZATARECH (2.35 nmol):
5 %A THF (40 nl) &4, 2#RHE 20 94, REALFERIY
RN, BRAETEIKk. REHBRGREEFE THF (40 nl) =
DIPEA (21.2 mmol) ¥. @ $% GE RS FAL THF (15 ml)
PHMAZWEHET 1554 SEMEPHRE—TABRRE (EY
% G b 41434) (7. 1 mmol). DIAD (7.1 mmol) o= (4-RER) 5% (7.1
mmol). ARAEEZTHRERAHEELE, FRIKTE, kLA THF
(3% 40 mL). DMF (3% 40 mL). # THF(3 x 40 ml) b, RZTHR
B, B/ T7 3.8 g/ iR EHIE.

$% 1. @A THF (100 ml) ¥ #9484 ) B &R & (2. 41 mmol) ¥ e
IM TBAF & THF %% (12 nL). $ER4oPHRELTR, RETE, I}
B OTHF (3x40 mL)ztdH#E, KB Tw TEAEEBXAAERLET
AR EARg.

BPEARBENKE L2FHRLSHOME

F®J. A2nL3b, HEF%E 0. 14mmol). #f (0. 014 mmol) .
PyBOP (0. 14 mmol) #= TEA (0. 36 mmol) #& DMF (1. 45 mL) ¥& i, I
EEREE 48 M. KEHHIREE, A DM Gx)F_RTRE
Vg, Ho BB E{E R TR (00L) ¥, & TMSBr (100
L) &5, Fmd 6 8. HFiamdhitik, BLK=RKTR®KE (G0
uwﬁ,%%&iim%;@ﬁaa&w&%%*mAcmmmmﬁ
% (9:1, 300L). #BESHE, BEEN, KFTHEN{N-(F
L) LRLAIEAIRRGLSREMY. RBEEFR4BLEH
33.97-33. 119 # 33.146-33. 164, FAH X7 £k 33.1 4% 33.2
¥,

H & R P AR & AR

JH K AE-_TFHERETER®K — V& Q7 mmol)/ii 2-T ™
(150 mL) &9k P mA Lil (38.9mmol). ERAATHALIRE,
HiEZ %A EtOAc #£, A IN HCl %k, MARE TR, H#AEX
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%, RFTE_THREALATARR —T&E, HaeB4ik.

FHL wIRAFBHAE, HEX_TRERATEARR—T&ME
SHARATRARERLUHL, AKARBHLHOE-_FTRELATLAR
B®— .

T®M. ALEDMF(Tol) AR EBAHE—_THREKEATEARS—
P& (6.8 mmol) PmA X AKABK G nL). AEBKkE 24 MG, FH
fgit iy, A DMF (3x10 mL). —f PR Bx10 nl) &k, REAZE
T, FHET 832 ng TERMBB/BEGEETEARR —F&E.

KT HEABRBLOIAMBROGALTEARR —TPEL
FHEN A2ol ¥, BL2F%£K% (0.2mmol). &8 (0.02mmol).
EDC (0.2 mmol) F» HOBT (0.2 mmol) /£ DMF (0.5 mL) ¥ &%, HAZE.
BB 24 L. REHMKBRIE, ADMF Gx)F—KFREBx)%
. B BELOMBERZA-RKTRGOO L) ¥, 5 TMSBr (50 L)
A5, Fm4 6. HERAHLE, AAKR=KFR&K(GOOL)
B, BERAZHRE. QS B L AL H ¥ A CHON/HO X%
(9:1, 300 L). 3% 30 945, REEMN, KFTHEH N-B&R
ATR)EATRARRKRG LT AEMY. RBIEFZERLCH
33.120-33. 145, F HH A7 E£4£33.2 F.
mﬁ—-ﬂ&ﬁfﬁixzsf&ﬂ%TimA% @i HPLC (e T AT
K)fe i (APCI I E F) B2 XA Heydiie, FRRXEHERE
5l £ %k 33.1#% 33.2 P.

4 B YMC ODS-Aq, Aq-303-5, 250 4.6 mm ID, S-5 pum, 120A
A E A 280 nm &5 UV &R B it 7 HPLC.
HPLC & BL#ZF: 1.5 nL/ a4 Ak

o i\ (2-4) ZHE(A) % %% % (B)%
0 10 90
7.5 90 10
12. 4 90 10
12.5 10 90
15 10 90

*S A% =95:5: 0.1 K:P&H: L&
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% B B H220/255T
E 9
| e
SR HPLC
EHA | A B X v | R | Mixs4al
T (min.)
33.146 | H I Br NHC(O)CH2 S 6.58 | 2997301
33.147 H | Ph NHC(O)CH2 S 657 297
33.148 Ph H NHC(O)CH2 S 6.06 297
33.149 - Ph Et NHO(O)CH2 0 309
33.150 H H NHC(O)CH2 S 42 21
33.151 ERRE Me NHC(O)GH2 s 659 | 369
33.152 Bu-t Br NHO(O)CH2 S 6.62 | 3551357
33.153 H Ph(4-Br) | NHC(O)CH2 S 6.62 | 375RTT
i " x—P
o
' 8
SRE HPLC
#H A A" B* X Y Rt M-l?&:l'lﬂi
5 - | (min.)
33.154 H H NHC(O)CH2 O | 668 205
33.155 AL NH2 NHC(O)CH2 0 : 66 01
33.156 NHMe .23 NHC(O)CH2 S 3.82 251
33.157 ~ Me H NHC(O)OH2 NH
33.158 H H NHC(O)CH2 NH
33159 OH H NHO(OYXCH2 | __NH
33.160 | Bu-t H NHC(O)CH2 0 662 ' 261
GTEES 23 IR E | NHQO)CH2 0 6.58 283
33162 | CH2Ph(2,6-dichloro)|  RA£E | NHCO)HD 0
33.163 Br FAE RW25—5 NH | 446 | 2927294
33,164 i Br U RAE RS X S |59 1 309311
i { *-2,5-—% '
v SAXBAALY, BAHGEN
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£ 332
Ay 9
£y P
51‘7‘2(0'.'
AR % HPLC
L A* B X D* E* Rt %b;dl{i
3 {min.)
33.1 NH2 cl *h-2,5- =% Me FAE 11061 288
332 H ogf(g(?h §'6 *w-2,5-—% H H 399 | 413
333 OMe H %#-25-—% | CH20H H 834 | 284
33.4 OMe H i-g-z,s—:-& C(O)NH2 H 823 { -297
35 OMe H 25— CO2H H 9.54 | 298
33.6 OH H 25 % CF3 C(O)NH2 _ 3.91 { 351
337 OMe H soh2— % CF3 C(O)NH2.- 365
33.8 R H K 2,5 H OMe 4.52 | 255
33.9 AL H T -2,5-— % H OH 241
33.10 OH H %25 — X% Me RALE 379 ] 255
33.11 OMe H % h-2,5— 1 Me ¥ 33 269
33.12 NH2 RAEE | Rh2,5—% OH H 3.96 | 256
33.13 NH2 RAE | A®25-—%|  OMe H 270
33,14 H OMe K H-2,5 % ¥ %3 H 4.82 | 255
33,15 H OH x5 % H 241
33.16 OMe H TW2S % | K H 748 { 25§
33.17 OFE( H K2, 5 H H 972 | 268
33.18. ~ OEt ~ H k%-2,5-—% | CH20H H 526 | 298
33.19 rEE H %W-2,5-— X% Me OEt 78 { 283
33.20 ¥ 3 H E 2,5 — A Me OH 253
33.21 OH H K2, 5 Me R 133 { 283
33.22 OFEt H 2,5~ Me FAE 1311
33.23 NH2 rHE _|[2h25-X% OH H 3.94 | 256
33.24 NH2 REL | %wm2s—X% OEt H 284
3325 NH2 _ H 2W-25-=% OEt RAL 378 { 284
33.26 NH2 H k2,5 —E OH RALE 256
33.27 H OEt R 2,5 AL H 9.74 | 269
- 3328 H OH Jow-2,5-— X% 75_2% H 241
33.29 OEt H %k w-2,5-— 8% 3 H 978 | 269
33.30 Br H EW-2,5 % H NOZ 7.18_| 347/
3331 Cl H k2,5 —% H C(O)OE:  9.69 | 330
33.32 Br H W25 — % H “C(O)OEt 3747376
33.33 Cl H g 2,5 % Me C(O)NH2 __ 3.72 | 315
33.34 Ci CF3 ®W-2,5-—%& H CF3 9.04 | 394
33.35 Cl H % -2, 5-— NH2 H " 489 { 273
33.36 Cl H K Hh-2,5—— & CN H . 793 | 283
33.37 Cl H %25 —% | CH20H H 538 | 288
33.38 Cl H %m-25—% | C(OONHZ | . H 557 | 301
33.39 Ci H XW-2,5-—% | C(O)OEt H 8.54 | 330
1-= 3- '
33.40 Cl i%v(a whoh-2,5- % H H 891 | 398
) .
33.4) Cl H ®-2,5-— % Me CN 822 | 297
33.42 C H R -2, 5 A CF3 NH2 8.6 341
33.43 Cl H K -2,5-— A CF3 CN 8.66 | 351
33.44 b 333 CH3 ®H-2,5-—E Me Br 9.25 13317333
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# 332
ASRE HPLC
oA A B* X D* e | or |
T (min.) Rad
33.45 FHE CH3 T-2,5— % Me Cl 9.25 | 287
33.46 Br CH3 % -2,5-— % H RHELE | 562 317319
33.47 Br Br ®h25. =% H AL | 354 ”;?583’
3348 Br H kh25=k|  Mc whk | sss |
33.49 H NH2 | %%2s—i Br AL | an | 3B/
33.50 Br a *-2,5-2 4 Br KA | 838 ‘2'179’
3351 SMe Ph %25k |  Br AL | oas | B/
33.52 NH2 H ®W-2,5- =% Br XAEE | 4w 3;280'
33.53 NH2 H %25 % OH AAL 256
33.54 Br H 258 Br RAEE | 964 ”;?5‘”
33.55 Br H EW-2.5-— X Cl A 3371339
33.56 H Br *w25-—8 | REE H 5.08 ’30035'
33.57 NH2 Cl %%25-—X | FHE | C(OOMe | 334 | 332
33.58 OPrn H % H-2,5-— X Me AL | 8.14 | 297
33.59 H OPr-n Sw25 -k | AHA H [ 845 | 283
33.60 H O(CH2)20Et | %mw-25-—%| AAL H 782 { 313
33.61 NH2 ztiﬁ S W-2,5 & OH H 3.97 1 256
33.62 NH2 Az %w.25.—%| OPrn H 298
33.63 OPr-n H % W-2.5-—%| CH20H H 4.36 | 312
33.64 OBu-n H %25 =% | CHI0H H 8.5 | 326
33.65 | O(CH2)20Et H 2%25—% | CHIOH H 413 { 342
33.66 NHZ H x-2.5-— OPr-n fi% 7.96 | 298
33.67 NH2 H 5\-5-2,5-:-% OBu-n x 3.86 | 312
33.68 H OBu-i kW25 —X | AL H . | 88 | 297
33.69 %) O(CH2)20Et | %vh-25-—% | FHL H 7.4 | 299
33.70 H Q(CH2)2NMe2 | %%-2,5-— RER H 4.57 | 312
33.71 NH2 REE 2%-25-—% | OBu-i H 8.06 | 312
3372 NH2 AR % W-2,5-—% | O(CH2)20Me H 4.84 | 314
33.73 NH2 H %#%-25-%| OBui 4L | 87 | 312
33.74 OH H %-2,5-= C(O)NH2 H 7.68
33.75 NH2 XFAE [ 2h2s—& Cl H 274
33.76__|NH(CH2)20H H xH25—% Me RALE | 456 | 298
3397 H NH(CH2)20H | " %-2,5-= FHE H 4.55 | 284
33.78 NH2 ;33 % %h-2,5-— % |NH(CH2)20H H 4.58 | 299
33.79 _|NH(CH2)20H H SW25—E| N2 AL 299
3380 |NH(CH2)20H H % -25-—% | CH20H H 444 | 313
33.8] NH2 H % W-2,5-—% |NH(CH2)20H| RAE | 433 | 299
NHCH2- -
38| yomMe H *#25-=& | CH3 Fhk | 468 31?
_ NHCH2-
1383 NH2 rEE .25~ % CH(OH)Me R 463 | 313
NHCH2- B
38| oM H ®2,5- =4 NH2 FHELE 313
NHCH3- - _
3385 | oy OLMe H %254 | CH20H H 452 | 327
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A 332
SRE HPLC
#HA A* B* X D* E* re | M
5 {min.) %N&
- NHCH2- ) :
33.86 NH2 H %25 =% CH(OH)Me FEE | 465 313
33.87 |[NH(CH2)30H H %o-2,5-— % Me FALE | 462 ] 312
33.88 NH2 AL | %%-2,5-—% (NH(CH2)30H H 4.48 | 313
33.89 _ |NH(CH2)30H H S -2,5-— % NH2 FHA 15
33.90 NHZ | NHCH2IOH| %h25-=% | RAE | cummon| 476 |
33.91 H 4ERE | kh25-— rRE H 646 | 310
3392 {4-BHhE H K h-2,5-= Me XAEE |65 | 34
33.93 NH2 FAE | gposog| 45%E H 615 | 325
3394 | 4Gk E H ZWm2s—X | NH2 XAE 323
" C(O)4-
33.95 NH2 FE-TE 3 g-25-=4 | FAHE 9% 747 | 438
)

33.96 NH2 H w25 =% | ¢SkE FAEE | s3 | 325
33.97 Me H NHC(O)CH2 H H 4.68 | 229
33.98 H Me NHC(O)CH2 H H 438 | 229
33.99 NH2 H NHC(O)CH2 H Cl 524 | 264
33.100 NH2 Cl NHC(O)CH2 H H 524 | 264
33.101 H OH NHC(O)CH2_ H H 449 | 231 |
33.102 Me H NHC(O)CH2 Me H a.82 | 243
33.103 H H NHC(O)CH2 | H_ Cl 6.73 | 249
33.104 d H NHC(O)CH2 H Br 6.81 {293/295
33.105 Me H NHC(O)CH2 H Br 307/309
33.106 H H "NHC(O)CH2 H H 43 | 215
33.107 H H NHC(O)CH2 H Me 4.67 | 229
33.108 H H NHC(O)CH2 Me H 4.62 | 229
33.109 Me al NHC(O)CH2 Me FAE | 393 | 279
33,110 Cl " H NHC(O)CH2 * H 42 | 251
33111 H Br NHC(O)CH2 H Me 307309
33112, NH2 H NHC(O)CH2 | NH(Ph-4-Br) | A4T4 | 4.42 {401/403
33.113 NH2 Bn NHC(O)CH2 H Bn 9.96 | 410
33.114 H H NHC(O)CH2 E H 243
33,115 Me Et NHC(O)CH2 H H 257
33.116 Me 3]  NHC(O)CH2 H Br 5.89 3077309
33.117 H Br NHC(O)CH2 H Me 3077309
33.118 H Me NHC(O)CH2 H Br 5.05 |307/309
13,119 Me Br NHC(O)CH2 H Br | 619 3-8;?:7’
33.120 B H C(O)NHCH2 H H 215
33.121 Me H C(O)NHCH2 H H 229
33.122 OH H C(O)NHCH2 H H 372 | 231
33.123 Br H C(O)NHCH?2 H H 5.02 |293/204
33.124 a H C(O)NHCH2 H H 24925
33.125 H H C(O)NHCH2 Cl H 5.18 | 2497251
33.126 H Br C(O)NHCH2 OH H 3.6 | 310012
33.127 H H C(O)NHCH2 | A A& H 37 | 216
33.128 H H . C(O)NHCH2 NO2 H 260
33.129 H H . C(O)NHCH2 H Bu-n 271
33.130 H OPrn___:_ C(O)NHCHZ H H 273

1 ; : 2837285
33431 Cl cl . C(O)NHCH2 H H I 287
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| A% : HPLC
& A* B X D* E* R eaigh
g (min.) X
33.132 Cl CF3 C(O)NHCH2 H H 8.05 317119
33.133 H Cl C(O)NHCH2 H CF3 3191319
33.134 H Cl C(O)NHCH2 cl cl Jlglzszzw
33.135 H C(O)Ph C(O)NHCH2 H H 319
33.136 H OE C(O)NHCH2 H CF3 327
33.137 SMe Cl C(O)NHCH2 H b Y33 . 296/298
33.138 SMe. Br C(O)NHCH2 H RAA | 54 340042
33.139 H O(Ph-3-CF3) | C(O)NHCH2 FHE H ' 376
33.140 H H ' C{O)NHCH2 HE Me 335 - 230
33.141 H Me i C(O)NHCH2 H H 496 = 229
l 13517353
33142 cl c C(O)NHCH2 a Cl | 918 3ssns
33.143 H F C(O)NHCH2 OH Xa£ 250
33.144 Me F C(O)NHCH2 OH ¥ 5.3 264
33.145 OH F C(O)NHCH2 OH RAL | 393 266
" %A B, DAIEXAET, REBGHN.
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Ha 2

X X et
L34 34.
& 2-RE-4-B A PAX-6- X HFE4%.
FHA 3§ ALCL; (5 mmol) /& EtSH (10 mL) P #9%E %44 £ 0T,
HA 2-fA-4-FARLA¥R g (1 mmol) & . i RASMHE 0-5
THIF2 I8, RAFRK, (BFT 2-AX-4-2EXHE4, Sa
AR
BB H2-fA-4-2A %% (1 mmol)5 NaH (1.3 mmol) /£
DMF (5 mL) ¥ 69 R4 E OCHI 1054, RERAZAFTHK-TE
BEREAYS (1.2mol) &R, AEREHSINE, BEAREREY

BB E#E%L, KFT 2-[E-4-—CEARSETREXFES,
AmRy.

F®C ¥ 2-£E 4 (CTEMBRETRAL)XFEL mol)k
AcOH (6 mL) &%k & A% % 10C, A A AcOH (2 mL) P453£ (1.5
mmol) & 3. 5 545, ¥iERSPWAEFTESS 2.5 I, ALLRE
KEFERR, FRA-AFPR&G%k RFT2-L5-4=Cinmit
PERA-6- ¥ E,

%D H2-fA4-—CLEBGAETAE-6-# %% mmol)
A=SF5 (4 ol) P &% % A TMSBr (10 mmol) £ 0CLA®E, EER
BH 8 IHE, WERALARLHWELET, REAHETK(G L)
b, @SR ENBRGRE, FAKRRE KFT 2-845-4-K
BAFTRERA-6-2XFE2(34.1), A& BAK. mp > 220C (2 &
2 E). 7TFE S H CHsN,0.PSBr 69 3 H {&: C: 28. 34; H: 2. 38; N: 8. 26.
L@4E: C: 28.32: H: 2.24; N: 8.06.

ARk, BREEFENFT TRASS:
(34.2) 2-REA-4-BoEFTRLXHE%, op > 250C. LEIH

CeH:N.0.PS + 0.4 H,0 693+ H 44: C: 35.93: H: 3.69: N: 10.48. %
MM{E: C: 35.90; H: 3.37: N: 10.37.
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% 76 4] 35.

HE2-RE-4-BBEAFTARE-6-B-T-L X HF K4,

F®A H1-Q2-FAA-5-REXL)-2-FMk (1 mmol) £ &4 (10 mL)
PegEEkAHE 10C, HA AR (10 nL) ¥ &2 (2. 2 mmol) L.
KEBRBE I0CHS 2054, FELTBHEA 0.5 0. HAFET
RAHEE 0.5 00, At BRERE (AR FR&EEK), RFT
- A -A-FRE-T-REHFEek, Fhsbirks) 34 %A B. C
fo D AR, /T 2-AEA-4-BEAFTERA-6-2-T-REFEL
(35.1). mp > 220C (@2 E). _

70 ¥ 4 # CH:N,0.PSC1Br #93+ B 44: C: 25.72; H: 1.89; N: 7.50. %
#M4E: C: 25.66; H: 1.67; N: 7.23.

£mi, EREEFEHFTTTELSW:
(35.2) 2-fAA-4-BHAFTARE-6-2-T-FEXHFE=%. mp > 220
C(HBBE). TESH CHoN.0.PSBr 493 F44: C: 30.61; H: 2.85;
N: 7.93 %£®{4: C: 30.25; H: 2.50; N: 7.77.
(35.3) 2-REA-4-BAATARLA-7T-FEEHE%. mp > 220C (H
Bm ). EH M CHuN0PS+1. 0 H,0 893 F44:C: 36.99; H: 4. 48;
N: 9.59. Z®{4: C: 36.73; H: 4.23; N: 9.38.
(35.4) 2-RE-4-BEAFARAE-T-REHFE4. np > 220C (4 #H
2 E). 70EHH CHN.0PSCL +0. 1H,0 893t F44: C: 32.41; H: 2.79;
N: 9.45, %®{4: C: 32.21; H: 2.74; N: 9.22.

%364 36.

A& - A -4-BBRATHAKE-S,6,7,8-wAEKH[1, 2-d]E4,
A H3-AE-2-54-567,8-wREETEEN 34 FHEB
e, 8T -AL-2-—CARBREAFTAE-5,6,7,8-wHE.
$%®B. AF&, % KSCN (16 mmol) # CuSO0, (7. 7 mmol) /£ MeOH (10
ml) P e &R -RA-2-—CARBEFTRE-S6,7,8-WAR(
mmol) /& MeOH (5 mL) P X R A H. ¥z RS B ER 2 1K,
H, BRAG#ESL, KBT 2-84-4 —CEBBETRA-
5,6,7, 8- &AM, 2-dlEd, AHXRIEEHK,
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F®mC $H2-RE4—CEABSEXATHEE-5678-waAEF
[1,2-d] ST 24AaMA AT ERDAORE, RFT 2-REA-4-B8E
¥HL-5,6,7,8-wHEIH[1,2-d]E4(36.1). mp > 220C (5 B&E
). TES M CLHiN,0PS + 0.5 H0 &3t H4: C: 45.86; H: 4.81;
N: 8.91 Z®{&: C: 44.68; H: 4.77; N: 8.73.
HBBLEFEERNFT TERASH:
(36.2) 2-H E-4-Bmas X PaELE-[1,2-d1 &£ HF%E4. np > 240C (5
mEE). nEHH C.HuN.O0PS + 0.2HBr 453t H44: C: 44.15; H:
3.46; N: 8.58. L ®{i: C: 44.13; H: 3.46; N: 8.59.
(36.3) 2-H A -5,7-—Fh-6-FAX-4-BaAPRERFEAL.
mp > 240C (@B E). T EHSH CuHuNOPS, + 0.2CHCL, 53 %
fi: C: 37.13; H: 3.45; N: 11.60. ZE®4i: C: 37.03; H: 3.25;
N: 11.65.

%4 37.
HE2-RE-T-FAL-6-AAL-1-BEBETAREF I EL.

FEmA H2-FRA-S-FTREMEXRITEES 4T RBHRLA,
/T 2-—CABRBEATARA-S-PREMEXE.

%% B. 4 SnCl, (4 mmol) &4l &) HCl ¥ & X & F o9& w3
A (0C) 2-—zABS A FRA-5-PALAEX (1 nnol) £ MeOH
5ol RERRERT. RERSHRHIER, FRHHI PN, EX,
REBRFEEHRL, KRBT 2-—CABRRATEL - S-FTREXEK

F®C H2-—CABBRATAEA-S-FTAAXBRLFKEN Y
EBMAE, $BT 2-fA -4 CABSRAFTAL-6-RAX-T-F
EAEHED, BARTTHFMTRDHOLE, KRT 2-R4-7
PARE-6-FAL-4-BBRAPAAEHFE4(B7.1. op > 170C(H
MEE).

FoH 4 ¥ CioHioNsOsPS, 893 H4A: C: 34.58; H: 2.90; N: 12.10. %
MAE: C: 34.23; H: 2.68; N:11.77.

£, BEBRLEFEHAFT TR
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(37.2) 2-R A5 6-—R-4-HAFTALXFE4, op > 240C (5
= E). 7k CHNOPSF, 693 H45: C: 32.44; H: 2. 38; N :
9.46, EHM{E: C: 32.30; H: 2.26; N: 9.17.

(37.3) 2-&EA-5-A-T-2-4-BHEAFAXXHFE%. mp > 190C
(PBEE). TELH CHNO.PSBrF t9++ H44: C: 26.91; H: 1.98;
N: 7.84; E£&m4h: C: 27.25; H: 1.92; N:7.54.

(37.4) 2-FA-T-LEAZEA 4 BB A PTAA XK. np > 240
C (5 MEE). ELSH C.H:N,0PS + 0. 2HBr + 0. IDMF &+ J 44
C: 38.15: H: 3.94; N: 8.27. %@ {4: C: 38.51; H: 3.57; N: 8. 66.

% 744 38,

HE2-RE-T-2-6-RAE-4- BB A FREAXFES.

FmA H2-f-5-EARE (1 mmol) £ DMF(5nl) PHIEREHE
0C, #AHHNEH_CLALATAB®KA (1.2 mool) /£ DMF(5 mL)
PHERAE, BERRSHAETEIN 16 M. KR, REFEH
s, BT 2-—CAMBEAPTRES-EAEX.

FEB H-—CAMBATER-S-RARERAEAAITIR
B. L#&# 36 FJH|B, mELAMNMFHRDOLE, KFT 2-KE-T-
A E-4-MEmATAREEFE£(38.1). mp > 250C (A=
B). 74 24 CHNOPSBr 83 J 4: C: 27. 29; H: 1. 78; N: 10. 61,
S@lfi: C: 26.90; H: 1.58; N: 10.54.

£k, BRERFEHFT TEALE:
(38.2) 2-5EA-T-A-6-RAt-4-mmt PAREF %4, np > 136
C (B E). 7E 4% CHNOPFS, + 0. 3HBr #9+F F44: C: 30.07;
H: 2.05: N: 11.69. E£#®44: C: 30.27; H: 2.01; N: 11.38.

5% 364 39.

HE -8 E5-T-PRATEA-6-RARX4-BSETEAXFES,
FHA H2-L-5-FTHAMEAEXMAEZAF B IRAGRE, K
BT 2-—CAMBETAE-S-FPRRAMER.

F®B EIXAEEAT.H2-—CABRSBAPARL-5-FREAM
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AX (1 umol) EFE (5 ml) Fes&E %M 10% # 42 % (0. 05 mmol) F%
BAE 12 b, EE, REEX, BEHT 2-—CABSBATRE-
-RAFTAEE, BERTIAMATHEBHLE, REHITEE
Bl T HmDAGLE, (BT 2-RALA-T-REFTE-6-RAX-4- B
A 9P A X KX F £ (39.1). mp 181-184 T . T & & #H
C1oH1oNs0sPS,+0. 35H,0 ¢+ JL4&: C: 33.97; H: 3.05; N: 11.88. %
M1E: C: 33.76; H: 2.66; N: 11. 61.

% 34 40.

HE2-REA-6-2-T-R-4-BE X P REFX g,

FEA K 2—CLEABBATAE-4-2-5-AFXK (1 mol, &R
%4 4 F % B44%&6)F KSCN (2 mmol) £ AcOH (8 L) ¥ &1 & &
A4 E 10C, HMAi2(2 mmol) & AcOH (5 mL) P FRAE. A%
BREOSIRE, BERERSWALET, A& EFALAER
W, BT 2-RA-T-R-6-2-4-—CABMBAPTRERFEL, #
AT EAEM M THEDORE, KRBT 2-RE-6-8-T-R-4-K&
A PRAEFXHFE (40.1).

70 % 4 % CsH:N.0,PSBrF + 0. 1HBr #§+ H44: C: 26.31; H: 1.96; N:
7.67. %@{: C: 25.96; H: 1.94; N:7.37.

E 4 41.

A 2-AA-T-TR-6-RAt-4-mEE T RE X fEA:

THmA H2-—CHABRBRATPARE-S-2MAEX A mnol, AEKE
B 3T FHEAPHERNF)EDNFGuL) PHERA=ZTE(LHR)S
(1.2 mmol) o — (=% A 8%) — R4 (0.1 nmol) &2, ¥ EREY
EELATT60CHk#E 6 M. AXFEHkL, /T 2-20E
BEATAR-S-CHAMAR, ARy, HAAFTEZAF BIR
B. £ 36 J % B, o XEP 4T HDHRE, KFT 2-8E-7-
ZE-6-fAt-4- B A VAL X FE 4 (41.1). mp > 167C (4 #
3 ). UK 2 # CuHiN:0PS, 8§ 3+ H44: C: 38.26; H: 3.50; N: 12.17.
ZM4E: C: 37.87; H: 3.47; N: 11.93.
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£ 4] 42.

& 2-RE-T-FAA-6-RAK-4-BBE T AL R FEL,

F®A EO0C,H2-—CAmst FELA-S-CHEMEX (1 mmol,
Jo L 364 40 F B A FriR 4143) #o PAd(0Ac), (0.1 mmol) £ Z % (8 ml)
PHESRATRATR(E 3.0 g I-FA-3-AA-1-EAEB) LT
RYHERAE, EERBH0IHE, $FEAARSHELET,
Btk ki ALY, UR T2 CARBATAR-5-RAEMN
X, st 54s 37T B B, £#&H 36 & B, ~LEHM 34
FRDHLE, FR/T 2-KA-T-FAE-6-RAX-4-BRETAL
Xk g pm i (42.1).

L% % # Ci.Hi:N:O,PS,Br + 0. 1HBr &9+ J 4fi: C: 27.76; H: 2.72; N:
8.09, L #;M4: C: 27.54; H: 3.05; N: 7.83.

F 7 43.

& 2-AE -4 BBETAREA-6-R-T-FEX g

FEmA 2-FREE4-KS5-FTREBSFEHRH 4T RASB. %
#4136 FHB, PERAEH M TRDHAE, RFT 2-£E5-4-B8
APRL-6-8-T-FA¥#FE=(43.1). mp > 250C (= E).
70 F 4 ¥ CoHioN,0.PS,C1+0. 3H,0 + 0.4 HBr #9#F H-{4: C: 31.20; H:
3.20: N: 8.09. =Z#®44: C: 31.37; H: 2.87; N: 7.89.

ki, RELRFENFTT FTEALSH:
(43.2) 2-REA-T-¥X-6-RALX -4+ BBEFTREEN E L. mp >
250C (MR E). LESH CisHN:0PS, + 0.2H,0 &3t H4E: C:
45,.38; H: 3.15; N: 10.58. L& 4: C: 45.25; H: 3.21; N: 10. 53.

% 34 44,

HE2-8-4-—ZABBRETRE-56,7,8-wE&EH[1,2-d]E4.
F® A B 2-AREA4—CEAMBRATHRRE-S5678-wAEHF
[1, 2-d]7 =% (1 mmol) /& CH:CN (4 mL) P #9% % %3 £ 0T, 5t A CuBr,
(1.2 mmol) &2, KEFAmF XK (1.5 mmol). ¥H/TRERED
BH 3500, RAFEFRL, RAT 2-£-4-—CEMBRETHR
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#*-5,6,7,8-w S FH[1,2-d]E%, HHEKM.

$% B K 2--4-—CEABRBETARE-56,7,8-waARH(L,2-
Al it AT M 34 T EDGAE, B/T 2-2-4-HBHEATERX
-5,6,7, 8- & & 5 [1,2-d]E=: (44.1), A E4k. Mp 220-230TC.
7,7 4 # C,.HiNO.PSBr #3t J4i: C: 38.11; H: 3.46; N: 3.70. %
#4i: C: 37.75; H: 3.26; N: 3.69.

% 4] 45.

He -~ ERBRRAFTAR-5, 6,7, 8-09 LK1, 2-d] &%
FH®A £ 65C, ¥F KM (1.5 mmol) & DMF(1 ml) & &M 2-K
Ra4-—zAmmt VA L-56,7, 8-wAEH[1,2-d]E % (1 mmol)
ADMF(3nL) Peok. 30 545, HANNERRRENALIFE
EH, RBFT 4= CABBETFTERL-S6,7, 8-9A&KHF(1,2-d]
kel hhikd, AR EAG 4T EDGRAE, KRBT 4-KB
AWAL-56,7,8-wRAHF[1,2-d]E= (45.1), ABK. M
215-220C.

7 & 4 # C,H,.NOPS + 1.3HBr &4+ H 44: C: 35.63; H: 3.81; N:
3.46. F#M{E: C: 35.53; H: 3.46; N: 3.40.

% 364 46.

& 2-RA-4- &&gwmgx#ﬁ&

THA WRETAFMTEBRFA-—CEABRREATRARARE
HATEEM 36 FHEBHAE, AT -84 41— CZEBRRATHR
S & 8

FHB W2-RA 4 —CEABBATARAREFELIET KL 34
TEDGLE, BT 2-REA-4-Bot A FRALF &4 (46.1), 4
B IERY. 7TE LM CHiNOPS, + 0.4H0 #§3 {4 C: 35.63; H:
3.81; N: 3.46. % ®4{4: C: 35.53; H: 3.46; N: 3. 40.

53640 47.
HESHEFELTSH
THA H2-KA-4-BHEAFTAE-56,7,8-wARN[L,2-d]E
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w4 (1 mmol) #£ DMF (10 mL) ¥ # & % % 4k % A DCC (3 mmol) # 3-(3, 5~
—H)EA-1,3-5-8H (L. lumo) & %, RAAFREHEBTHAS
W, X, KREddE Gk, E/T 2-8%-4-{3-(,5-
—HEA)E/-1,3-— R Ims A PAR)-5,6,7, 8-w LK [1, 2-d]
ek (47.1), A B4, mp > 230C. % 4 CuHuN:0.PSCl: 893 H-
{i: C: 50.51; H: 4.24; N: 5.61, S @{&: C: 50.83; H: 4.34; N:
5. 25. »

$%B. H4-MEBATEL-S6,7,8-wAEN[L,2-dEL_uR
# (oL 19 PAEHF6) (1 mmol) E=RFI (5 nL) PHHER
A E0C, HAFAE 0.9 mmol) =R T (0.5 L) = (0.3
mL) bR E K EAEREREOCHIELIH, RERAR (D
S)ETHE PR k. AERRF 161 HE, WHRAAREMWEKE
F, B e EEANELY, AT 4 —KEBRBATRE-
5,6,7, 8- & &XH[1,2-d]E%..

XE, TEBASHAARTRATHERLCHBREGRR A A,
FBC HA4-BHEETHRES5678-waAEN(1,2-d]E2—2R
$ (el st 19 PAHAEHAS) (1 mmol) &A=& TR (5 nL) ¥4
ESRANEOC, AERATHA 10044 (LE). AZRHH 16
NHE, BEARRAWELET, HBTE# kAL, RET 4-(=
SAMSA)PHR-5,6,7,8-wEEN[1,2-d)E4.

XXioPe— (A ERBBEITLEPWELTRIELES ZHT:
FED EES, ¥ 4-—¥(EABBETAL-567,8-waAEN
[1,2-d]&= (432 £&4 19 #5 %44) (1 mwol) £Z M (9 ml)#
K4 L) P ek AE AL (IN, 1.5 nmol) & 24 B, HEK
PEREREF, REAAHETAOQ o) ¥, AHE 0T, H#EM
A 6 NHCl BiZxk pHAY S 4. B BKENRBRGEGER
K, £8 T 4-5EBsATREA-5,6,7,8-w & &5 [1,2-d] &4,
FBE H4-EAMABETARL-56,7,8-wAEN[1,2-d]E%(
mmol) A LA E 3 nL) PH EIRmATA 2 0. BEREAERS
WEEET, RALHETAR=_EFR Q2 ol) ¥, & 0CTHAHF
kw3 L-H K CE (1.2 mmol) £ (0.8 nL) = CH.C1,(3 nL)
MEERT. BHBEAEEREEREH 1408, X FEBHK,

245



99816356. 2 P B P #233/255W

$IFT 4-[0-%R2-N-(1-Z&AZR) AR A BBE]TAL-
5,6,7, 8-w &K1, 2-d]E%.
FBEF ¥ 4A-BemAVRE-S6,78-wEEHF[1,2-d]E201
mmol) /& DMF ¥ &5 % %% A N, N’ - =38 & A -4—"Bok WAk (5 mmol) e 23k
AREAZAARATAAGmol)®E, AP LABRLAAEAREARALE
PR ZRIEH PHRENF % (Nishinura FA J. Antibiotics,
1987,40, S1) WA TR ATEHNFN. HERERSGHE 25CHH
24 iy, KK, REXTEELHL, ¥FT 4 (TEREAEEARE
PRYBBATAL-5,6,7 8-wEEH[1,2-d]E=E.
ARAEMFERNRT ¢-(CHABREETE) BB ATAE-
5,6,7,8-W&AEN[1,2-d] &K% 4~ (FTHEATE)BRREAT
f%4-5,6,7,8-wAEH[1, 2-d]E4,

% 34 48.
HE-BBRBETHY KT R
% R= 84
# 1 mmol M A 5ol —HLRAGEFHRPMmA 0.1 nmol %
vz (% 0.1 mmol DMF), #JEMmA 6 mmol BABK, Hm#AEA 25
M. BEREENFTTEABRE, FTRAKF_RLH.
1Be R .
Zk A £ O0C, ¥ _FAHWE TS5l AK=ZRKFEF, HFA
8 mmol A AME. ¥HMBRSMWAEER, FAEZEZHEH 16 M H.
AAFEEERESHRTERE, H2E#%4%5%4L.
FiEB: £0C, $HAG-_FELHET 5ol RRKFRTY, FhA
4 mmol KA MBS 4 nmol of N-F Xtk R FERSBIALIER,
FAEZREHS 16 M. ARBZERERSYRITERE, HE2E#
 sh AL, |
AEMF ENRT TRALSS:
(48.1) 2-8 A -5-F TA-4-[2-G-NN-= (L-2 8B - L&) KEH
B AL) %'ﬁﬁ‘]%'}i. 7'57%9}% C290HasN40:10PS Wﬁ'#ﬁ C: 01.78; H:
6. 74;
N: 8.33. s&®{4: C: 51.70; H: 6.64; N: 8.15.
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(48.2) 2-R A -5-F TA-4-[2-5-N,N-= (L-mRE—FEAE) AL
BEae ) ek A 1w, T& 5 CoHaN,OPS #93H F4h: C: 59.60; H:
5.97: N: 8.97. Z&4: C: 59.27: H: 5.63; N: 8.74.

(48.3) 2-R/A-5-F T HA-4-{2-[6-(N,N-= (FRABZEFTE) =K
Atk )Eek, TLESH ColasN.OPS + 0.3 CHCL, &3t K
f8: C: 46.93; H: 5.22; N: 11.34. £#&44: C: 46.92; H: 5.00;
N: 11.22.

(48.4) 2-HE-5-F TH-4-2-[6-(NN-= (FEEBEEATFRE) =R
Amm ki Eek, TF S5 CoHuNO:PS 893+ F46: C: 58.38;
H: 5.57; N: 9.39. ZEa&4f: C: 58.20; H: 5.26; N: 9.25.
(48.5) 2-R A -5-F T H-4-{2-[5-(N, N = ((R)-1-FHREREX) T
B)REMB AR} ESE, T FHH CioHuNOPS + 0.6 CHCle
#3t JL4E: C: 44.97; H: 5.82; N: 10.70. ZE®R{a: C: 44.79; H:
5.46; N: 10. 48.

(48.6) 2-REA-5-F T X -4-{2-[65-(N,N -=(()-1-TAEER) T
A)REAMBBAIkvaA) ¥, np. 164-165C : ;uH 4 CuHewNiOPS
+ 0.61 CH.Cl. 8933 {&: C: 46.99; H: 6.24; N: 10.14. E=i44:
C: 47.35; H: 5.85; N: 9.85.

(48.7) 2-8A-5-FTA-4-2-[6-(NNN - ((RTAEEE)FL)
SAMBA kv ) gk, TE LM CulNiOPS + 0. 15 CHCL, 83
B4 C:51.36; H: 6.94; N: 10.35. % &4&: C: 51. 34; H: 6.96;
N: 10. 06.

(48.8) 2-RE-5-F T H-4-(2-[5-(N, N -—(ZREZEX)FTL)K
ERstR)Ikwh k) gl TE DM CioHNiOPS + 0.1 EtOAc + 0. 47
CH,Cl. 8+ - 14: C: 45.79; H: 5.94; N: 10.75. s A4fi: C: 46.00;
H: 5.96; N: 10. 46.

(48.9) 2-RA-5-F T A-4-{2-[6-(0-(2-= (N-(1-F R-1-TAX
ER)CA)EABBA]IkvhA) K, np. 142-145C; A K S
CasHyN.OsPS 893+ H4A: C: 52.26; 7.06; 10.60. E:M4E: C: 52.21;
6.93; 10.62.

(48.10) 2-R| A -5-F T HA-4-(2-[6-(N,N-—(ZEEEETR)-
NN WA REBBL) Ikt T& 54 CuHuNOPS 693 F
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{i: C: 50.39; H: 6.65; N: 11.19. Z®{4: C: 50.57; H: 6.56;
N: 11.06.

(48.11) 2-8& A -5-F T X -4-{2-[6-(N, N -=((S)-1-FaRAEZEL-
-FR)AEA)ARABS A I kvh A} Ed, T EF LW CiHaNOPS +
0.5H,0 843t H 44: C: 60.94; H: 6.72; N: 8.12. s @44: C: 61.01:
H: 6.48; N: 7.82.

(48.12) 2-RA-5-F TRA-4-{2-[6-(N, N’ -= ((S)-1-FREH L -
-PR)THR)RLAMBEL Ikwh ) gt TESH CsHaNOPS 893t
¥ 44: C: 53.94; H: 7.42; N: 10.06. ERI44: C: 54.12; H: 7.62;
N: 9. 82.

(48.13) 2-H| A -5-F T A -4-{2-[5-(N,N = ((R-1-T&R&EHEL-
2-S-FEANZA)EABBEE IR A} ES. TFELH CaullsNOPS,
+0.4 PR+ F44:C: 58.07; H: 6.21; N: 7.17. & 4h:C: 57.87;
H: 6.14; N: 6.81.

(48.14) 2-& A -5-F T A-4-{2-[6-(N,N' -= ((S)-1-T A H%-
-(S-FANTRAABRSE %A g TELSHI CullsNOPS,
6+ B 4i: C: 46.61; H: 6.92; N: 9.45. £ & {i: C: 46.26; H: 6. 55;
N: 9. 06.

(48.15) 2-g& A -5-@mmAmA-4-(2-[5-(N, N -(1-(S) -z & A& X)L
Rygimsct v t)kod, T ESM CoHuNOPS, 893+ FM4: C:
46.32; H: 6.03; N: 10.80. E®M{4: C: 46.52; H: 6. 18; N: 10. 44.
(48.16) 2-&A-5-F T A-4-2-[6-(N, N -= ((S)-1-FREZEE-
-FR)FTR)RLEAMBL kv )k TESH CrHuNOPS &
HH15: C:62.69; H: 6.97; N: 7.90. &R 4{: C: 62.85; H: 7.06;
N: 7.81.

(48.17) 2-& & -5-F T A -4-{2-[6-(N,N-=((S)-1-Z @K & -
-FR)TR)EAMBE IS hE)ERE, TESH CuluNOPS 693
¥ 14: C: 55.46; H: 7.76: N: 9.58. Z=&{a: C: 55.35; H: 7.94;
CN: 9.41.

(48.18) 2-R/E-5-F T A-4-{2-[6-(NN-=((S)-1-Z R E&E &~
-FR)AHL)REABESE I A}, T ESH CsHaNOPS &3
H44: C: 53.94; H: 7.42; N: 10.06. £®{4: C: 54.01; H: 7.58;
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N: 9.94.

(48.19) 2-8/ X -5-F T H-4-{2-[6-(N, N -=((S)-1-T R A & & -
-FE)CAR)ERAMB A Ixwh ) Ed, T E S5 M CulluNOPS +
0. 15 CH,Cl, 89+ ¥ 44:C: 59.83; H: 6.26; H: 8.42. LM {4:C: 59. 88;
H: 6.28; H: 8.32.

(48.20) 2-R A -5-mAK-4-(2-[5-(N,N -(1-FE-1-TEEE L)
CHA)REBSBEEXIkwh A )Eed, mp. 110-115C : 4T % 44
C22H36N.OsPS; + 0. 4HC1 + 0. 5Et,0 &9+ 5 14: C: 48.18; H: 6.81; N:
9.36. £®4{4: C: 48.38; H: 6.60; H: 8.98.

(48.21) 2-RA-5-FRE-4-{2-[6-(N,N -= (1-FR-1-THEHE
Byzx)ahmm A okt )Eek T E M CoHauNOPS, + 0. 5H;0

#3t H4: C: 45.53; H: 6.11; N: 10.62. SE®{i: C: 45.28; H:
5.85; N: 10.56.

- R4 49,
HERS -RABBREHHY — &S %k
AE0C, G =84 (lonol, Lk #4 40 PHRERNF)AS
oL ARZRFRAMER T AR (1 mmol), KEMA 4~ FRE
Aokw Gmmol). ¥ BROBWBAITE, FHHIE 10, FER
BAEAHEOC, REMAKLKRE (2 nool), HAETBEH 16
M. ARBZERAERADEFBRE, FAtEEEFEALRES -
AABBENY.
REFERRFT TRAESS.
(49.1) 2-8]E-5-F T H-4-(2-[5-(N-BHhRKR-N-(1-FE-1-T &K
EER)CKR)R/EAMmBE]%whA) &4, mp. 182-183TC:
T E M CuHuN.OPS 693 L 45: C: 52.05; H: 6.86; N: 11.56. %
M4E: C: 51.66; H: 6.68; N: 11.31.
(49.2) 2-RE-5-F T H-4-{2-[6-(N-ERE-N-(1-FX-1-C
§EAERZR)REBE A5k )sked. mp. 189-190TC:
oK 4 # CuHuN,OLPS 693t - 48: C: 53.83; H: 7.10; N: 11.96. %
R 4: C: 54.15; H: 7.48; N: 12.04.
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X T X
TRAZANTATFERZLAATEAAGRSY: 1) Aaafik
BAH AR b ipd FBP Bt a; X2) AaBEHIIBER
HBAED PR EM S FHAME; X 3) 45 FBP By Mk & 5
HBAGASERAN, AABRE—LBEAGXNEROHETHE.
A2 TFTHRAH AP PEATEASHA-K

HO OH 4% B
wiY A
NH,
N (o]
N g’ OB~
\ N>U'0H
kﬁcn—l,
ko4 C e’
&45% D
- o
“p-OH
NH %
F : N (o] N \ N \ on
“"Iﬁ(“""“ g
HyC CH, HyC CH,
witd K ot F
H
’sz o e
OH
.S
HC
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o) ) |
HN— = ToH Ho-b ey e
S H A

HC™ “cH, s\/NCH:
444 H e I
HyG
!
o %';icu, N? gf &rr%vc”‘

HN ()‘:(o H,%\/ ‘ H
' LW H;C! Erséh

HC” “CH, CH,

I weh K

2% F R ksbsl 10.6 FHEN, & 62 ELEH 3.26
bPE &, OB HAEEN 3.68 PHEN, 4 I RAEKES
3.58 PAl&e, o T RETHY 48.6 P&, 4 WKAE
L 48.2 P H &89, |
%34 A: ¥ 8 AN RE FBP &

M the State University of New York at Stony Brook #j Dr.
M. R. El-Maghrabi 3 RANB FBP &SR EH LY KBHER
# BL21. h1FBPase —# 2 # B M. Gidh Jain ¥ A J. Biol Chem.
269, 27732-27738 (1994) FHEMFEM 10 A XMAFERKH ¢
iy, ERBRYGBFWEFLTER C-BRMEAHHHAZRS,
AR EHHRG-FHRES)S52 W NADP Fouri Fars i (PMS) & =
PRES - F Rl MITOERERE-RGRET, B
HoRLEENNTEHEEN. FAERSH (200 pul) BT 96-LMERH
P, RAERES%E 50 oM Tris-HCI, pH 7.4, 100 nM KC1, 5 mM
EGTA, 2 mM MgCl, 0.2 mM NADP, 1 mg/ml BSA, 1 mM MTT, 0.6 mM
PMS, 1 $45/ml BB HBFHE, 2245/l § 545 R FLASH,
0 0.150 mM &% (1,6-—B MR W) AR, WwHAREHD 0.01 pM-
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10 pM. i & Aw A 0. 002 #4546 h1FBPase %k fF# &R 5., i & Molecular
Devices Plate Reader (37C) ¥ F 590 nm 5@ 7 49 4.
oM AR FBP BRI 2 h4e T & 1 Ff%.

%1
o4 IC50, uM
AMP 1.3
E 0. 055
D 1.0
B 5.0
C 30
F 0.12
G 0. 015
H 0. 025
I 0.018
W 4% 7] &9 > 100

%364 B: I 4l K KA Ao ) &AL FBP &

M the State University of New York at Stony Brook # Dr.
M. R. El-Maghrabi 3k A X AU FBP LB AEH L KBAE
B4 BL21, 38 El-Maghrabi, M.R.,# Pilkis, S.J. (1991)
Biochem. Biophys. Res. Commun. 176: 137-144 v #i& 575 ik 4k
., BEEHS>BHDANBESLSA 1 oMEGTA Ao 10% H 45 100 mM
Tris-HC1 &%, pH 7.4 F3{ R FF AR FBP &, BLAC
FEHYRERFE, RS- RARERY. FERSBETHL
Lk, 4 PD-10 BT EAH Biorad) LHE, AMBAZYRAE
B, RABEHRF LGRS LETHENE. BRLEH AFHEGAZ
A BT AR FBP Beh 5 k@ 2 X A M iAo & AT 2 FBP 8. — W AT,
VEAE & 1Co M R, K &AL AT REEG T R KA S 3 H 4R &
0 BHE Yo AT I B4

TS T AR LR T RS G LALE B 100 HA:
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A2
o%  ICo Kk ZFFAE (uM) I1Cso A S AT RE (uM)
AMP 25 15
B 140 33
D 1.25 55
C > 100 > 100
E 0.4 1.1
F 2.0
G 0.25
H 0.175
1 0. 05

£HH C EXRAN@EFHAERLE S

# 3 d Groen # 3t#9 (Groen, A.K., Sips, H.J., Vervoorn,
R.C., Tager, J.M., 1982, Eur. J. Biochem. 122, 87-93)Berry
# Friend #* (Berry, M.N., Friend, D.S., 1969, J. Cell. Biol.
43, 506-520) A 4] 34 Sprague-Dawley X & (250-300 g) ¥l & H
. ¥Hmih (75 ng 2E/nl)E 1 nl Krebs- BB EALE PR PR
#, HEFRPLA 10 oMALKE, 1 oM HWEE. 1 ng/ml BSA.
AW EHR 0-500 uM 6 R XM, BHAE 5% KA. 5% —HAHK
SATFTTHMe, ZELAhiEESHGKSB (37C)AH 50-nl Falcon
Eritsr. 1 beE, REFSXH(0.25 ml), ## 35 Eppendorf
FhHES, KEM Signa Glucose Oxidase XA EHRBIALETSH
HAARZ 60 pl LFRTHHERLE.

TFAFIE TAKEES FRHGILFFIES W 10 14:

. %3

4% IC50 (uM)
o A 50
4% D 4.5
4% E 2.5
44 C > 100

5% F 15
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o9 G 10

a4 H 2.5
oa-# 1 2.0
o4 ] 2.0
8- K 2.1
¥ 4% 7| &R > 100

Fh XIS FBP & AMP #94K B 1L 1T § ARTRE 4 FBP &
H. AREXAF @B P IC A A EAT R FHAS.

At L ChRDIHEGFARFAX ILEGHR
HANAA G, BAHXEAS BB mERERA, A KR FBP Bgdy
LEUR

&4 D: AR FBP B AALEOXEAF R TR ERTLF
¥ml,6-—BRREKF

o ZHF CHAEAS BEREFRRXAF DI, wE£4p C AN W
BRRBRHTHHEIBELEIAR 1,6-—BBRXBELE. B tsR
ALK 3-BEEH b 5 £ 340 nm K@ e NADH fsbid ek, ok
AERANZE 1,6-—&EEH. SRS (1nl) & 200 mM Tris-HCI,
pH 7.4, 0.3 mM NADH, 2 #4i/ml 3-FH R H b K a8, 2 $£4i/nl
BB AB RN, F 50-100 pl MAERRBAKR. £ 3TCHEHK 30
GG, Al ¥4/l 4, ARERLELETAERFREM.
EZEREY, GBRRBROVPHEALE 1 BR L,6-—BBRE, A 2
JE /* NADH # £.4t.

ot A Foitst E AR EhHBFANNHEHE>4E, & IC
A 508 2.5uM. 534 FBP Ein—H W2, RAZXHHLS
%,#m%ﬂT%mﬂL&:ﬁ&%%ﬁmiﬁﬁ&%m.

E£EME RNEXLHAZEXAvRAANSHABHEFPLREY
Kt KF. 2. B -—HREEXTL
BAIZoFREHLSH A AL 934 SpragueDavley
K& (250-300g) . HZEREHERTAHA R ETRMARZFMN, H
250 mg/keg M ELH. HTRTIFBRMD, ELHE 24 M H
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HRAARKEMALR. RFBAAXE, AHERTHIL, T,
AREALME-F Xk HPLC 2443 B.

ATAREZRERED, EoRLHETLRXEHKFIRET. £2
BESIHBEANHESHREBHEHETRELE. BLF AL
HAshk HEIRATERE 60% kAR XEG. BIAMH
HPLC AR B G b EHAFTZEINZASH A HR#w. A 10 oM
BE4, pH 5.5 4% C18 & (1.4 cm* 250 mm) * 4, HFRABERRE
LHHYe# B uBl. £ 254 nm &R,

A 24 18 ) # & Sprague-Dawley X & (250-300 g) ¥ # 2 .4
WA hBRIFRE L,6-—BREXBRIOBA. 2 LAEASHHS
%, ELEEESHRAL, AARWXAKAYS, RFREFLZEEN
ARG L PREESREAELRHEQn]l). AN LG ESH
Btk EH. HHBHAIHAKRASN 10% HRKEEG nl) P
B, o, A 1/3 &R IMKOH/IMKHCO, ¥ LF &R P H., FUf
SEE, BBRLAA CTATRZS IO MG T EZANEZETHAR
By 1,6-—8BEHG4LE. B Hemocue 4 # X (Hemocue Inc,
Mission Viejo, CA)® 2 fx$&.

FRARBHESWERAN, oW A FRARBLRATAEY
B, £ 1 0HA4LS BHHAKFART 3 umol/g AKR. ERK
FHENMERERTR, R2AKE. WP 24 SR AKEH B
BATHINFZE., o bRas T 5-2-1-pD—kvh BB Rk T
BLik, mAASWA XERERSWAEMA IARERREL
B LA,

X8 IHE A, 250 mg/kg £HTHHEH A BERBAK
T BaELT DD FPHREFERAKIEZEARETSRGDG
KE. BHAFRFFE L,6-—HERBAREEW. ARFETH
KEmGHALIBESHHRA VOB TF AL, ERERKE
HBd R ES THEEm, FAMEBERTFOER, 1,6-=5
REBKFEBBUIZIEE. E—AELEALSGHALAXE-1,6-=
BB LB FAEMA 8.

KA F: NELHKABRXABEBAXRALSH DIE SR Efh
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R&GHARF
%% Sprague-Dawley X & (250-300 g) 24 18 8, REHBEA
M AKK FBP SedpHl M. A THBARGEARL 10 M RHBEH.
AH1INE, ARRKERXARS, HXEMEMEIRAEFL LR
MAIE. @il HPLC 2 & ¥ o 8§ FF AL 3240 6 FBP Spdp H A,
4% F K48 YMC ODS AQ #: (250 X 4.6 cm), A 10 mM &5#& 4 pH 5.5
E 5% LAESATHERM., £310mERNRKE. BREEACT
HEGFT AL HFETGHGEE. AL FCHNELE, FBLAT
BEE60% (v/V) kR, B3 FchIERTERRDEIER, H8
it 4w E Rk 69 HPLC 47 5-#7.
ERAEADPRAGHAALSHOGLERET L+,

% 4
ot HHBREIKS do R E (M)  HREXRE (nmoles/g)
D 31 8.8 ' 27.2
E 44. 4 79. 2 38. 4
F 51 18 35
G 73 56. 1

34 G: miumi%ﬂM£
:ﬁiﬁﬁf}dr%/ﬁ-kﬁ.‘l’ﬂli’TiﬁﬁPﬂ'ﬂf%A%ﬁ‘Ji%ﬂ}ﬂ& A
HET 10% L8/90% B 2 =8 (mw 400) %, HF@Bit v E4HER 10
- 40 mg/kg B S H L ETHHNEZAALER 6 )M Sprague
Dawley X & (220-240g). — R AR BFRHEHETEFTAF, RK
FAH TR, KRB 10- 40 mg/kg 49H F o RL % 2 A ~ 10 mg/kg
BHNEHRRALYE., RERXAETRHBETFT P, FKRELRHFE 24 1
B, B EHEM F ARG HPLC 2 H 0 X R K PO FREH 6
. T FARGSH. stTHYE, AdBERT AR
MOREHEHTEEARGBRLEDEBRALEBERTREBEE
AP ZREBRERN% o REBWARE. S THLEGH, &L
WEBORLBEHAEAERTREGSBERLS D E I HKRALERKES
FAHEREN% o REBAR L.
MAWHFFALASDORARG% o REBH A BT LT
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G % o RAEWH A K
G 18
H 4
I 5

] 21

%34 H: PPARy4& 4

#BA PPARy g # Rt frtef 444, X FiA PPARy g
IR 2 18 A Mangelsdorf F A& Cell 54: 199-207(1991) ¥ #4 ik
ik, AREBAIARFBEEAEBRETHLEALES Sf9 R X
M PR EAREBREERHNEFLET, HRRHAELSA 10nM
Tris (pH 8.0). 50 mM KC1. 10 mM B & ["H]-BRL-49653 #) —#L%
BEGEF RYT 4CT3% 3 0w, @34 W 1-nl Sephadex G-25
RAEBARBELODEH#EAMNFRELHLT. AuEZRER T BRK
AW AR, FATRENBARRIIMNE. REFEHMNL
%1% /% [°H]-BRL-49653 # M PPARyS A LE %R T &, HFHAEL LA
SPEKEAMNIFLHEY. RS EREMNAHLKRG TR HRE,
RAESHARFRIRERT k.

L4 I BEaRLS

#it Rodbell 97 NBHALDHALMGBHAREHKR
B4 (2 ng/ml BRBEE; 4 ml/g AR)RNERBmIE. AL 95%
0,/5% CO, 5, 5. F % Krebs—Henseleit 3% # & (NaCl; 123 M, NaHCOs;
26 mM, KCl: 5 mM, MgSO,; 1.2 mM, KH,PO,; 1.25 mM, # H#% 5.6
oM, pH7.4). &3 5# A 64 4%BSA, F4A A &E TR Z (100 nM)
FoRE3F (200 M) AP S S W5 5 #. @ £4 A 15 oM HEPES, pH 7.4,
#hZ A 200 nM g % &9 Dulbecco’ s & #t #) Eagles 3% 3r % /Hams F-12
FEAROBALEATHAARGARALFTEA4RE. AE I AARIK
BsiABSAG, 3 0.5 nl @EME (—X=H) L AAMFRGRE
FHENGEF. EFABED PR FEIHANRLORERR 30
M, ¥EAFEBRES T I3TCTHRF 1 W, HLdah (Dow
Corning 200/200 cs) & Beckman microfuge ¥ ¥X 10000 g &= (200
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pl3ghdt, —XBEM00VHERERRELE, AT BRESH
ABER. T nicrofuge B &, HH&@mBIECAANR 14 E.
23 M RBL 49653 AE TARMEHFRES. AL MRECHTH
Bl I FuEmiATh S EESKNAREGRLKSG XS
7.

£ T B 56 B ML H R =8B AR

M ATCC £ FiRBmlmpd 3T3-L1 siffan. Kapit
kE@S, FRAKRLE. wERNF IBX 4. BdAERERA
BALERLEH ML OFERALERG ARSI REALSREN
EBENBH ARG RE. RASILE 8- 10 XGARSG. RAEK
AN AR, AR F. E2R BRI RX AL 2SR FRYE
HEZWMER.

A K HHEBAK

#umEapEl i 3T3-L1 REsaRLkins, TAKS
#. EkMAF IBMX o4, RBLSLE 8- 10 KR EN, AAEH
BAGEE@E. ARkSESEANEILmmLE 48 PiE, AR
DEBHE, BXARLHMAALLSY. @it 1 uC 25 pM 2-% &
-D-[2,6-"HIB HH kAT - L AHHRHE. 10545, AR
AW PBS A4k ime by miH, AIRENE T HBHER
BREWANEZE MR ELO0AHNER P EBBREEHFR—LEX
REEOLSS. ERFTHARELGAHETRGKEHBTER
¥, BHEFREANLERSTHEBHEN AP AGRAE.

%#&4) L: %7 PPARy/RXR =R 4k
B4 A % PPARy. RRRGEX R R hfdH — AR $A PPRE' s
MATRELEFSOREFEASBLECV-1 @0, A—XRENEN

BLik LB am M. 48 RXR & PPARy#9 Rk, AEN XA XS ATH
A% 3y M I e

Z 34 M: @i Fuglycemic-H B S E st AP bk B EHEH
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RABEXRGERHNEIDFBABRKEAETF TRXXTRXRL,
RENBAHRPFAIREET. RKINE, RIBWELIR, FFEE
R HERE. AXRRAREGHEBR IS e BEFELLE. £
4 PHEEBRAR, B 10 28 R—KHEIAANZ o$E, ERLHEX
BANEFATY, REVNEBREZERG, AERERETHHEN
#o /e 5y F AN

LB N: EIDF XA TR BRFIRS FBP BB A M (4B G6). F
WS 5 FRBP B F M e (WS H DRFTHELSLE T oY
o

Zucker Diabetic Fatty (ZDF) XK &# S Z R HA 2B EEHH
B, BhEXekEh TBEBOEBRE AR H MM (Clark and
Palmer 1982, Terrettaz and Jeanrenaud 1983). AR # ZDF X & F
BRERLERKE. o REFTREMTFBHGESEE N0, GELE
AEBRT—EFRGE 2BBEABA LG K o Ffod o FHFKE.

Clark JB, Palmer CJ (1982) Diabetes 30: 126A Terrettaz
J, Jeanrenaud B (1983) Endocrinology 112: 1346-1351.

BERYBGRARZS L BAERE—FFAE T Ak, AuiEsN
PR BBT F-AW I RITHHELAERTATRET IDF XA
PR, FHRATXHBREALTAEABALEIFRAAL.

(a) W5 8W-44% G5 %: M Genetics Models Inc. WX 8 A X
A& (Indianapolis, Indiana)#t B ZDF X K. ¥ XK A KK EKRAEFD
WREEHT (25C, 12- LB, 12- 8 ERHER), FELkaed
¥ % Purina 5008 X AWK, £ 11 AXIH, 2ELE> 500
mg/dl KA H 4R A AEFA T (n=8/4). BH AR, &7
M. oW G PuBFRESWGCams. HHBER 0.2% 4
HrbmAER 15 XK. AWK FGHNT0.2%)REAMNE, £
RAEETBRPARAMNTHES LOAXDPIDF KA T KFhEE
FEMNERREGAG T EBER IDF KA T & B X EMEGH
¥ (Sreenan FA1996) 2 5. LERACH I B ARG B o L%
BEVYaBEGHH T, BRI FOHLREAAPHRERRBM, AT
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i F AL L 3] & F b 4B KA R (Inzucchi A 1998). frigieod
Gy T (0.2%) 2R AME, £ IDF RATRAGIAKER R
B, EHNFEAFNGEL(E0.5% ) BRKERELE0.2%A
Fl). & i3 HemoCue #] & # 4 # L (HemoCue Inc., Mission Viejo, CA)
MNETRELRAEAFYaBERE. AAFYEMIRFHEIRERE
# 7. B R M Tukey-Kramer post hoc #6575 £ 5 H A AR
BEF. pCOLSHAALERAREENL.

(b) WAF| M- H T H%E: BERLEABWEINR-LEHGCRLHAE
HFELR, HBAKE: BAHAH21 X, FARSGH THHE
H0.4%. EPREEBRY, AP TMFE0.4% 2B BkE 0.2
% FREHLBEIAEE, BERES. HAHF0.4% HERRIE
BERHGBHRE.

AU Efsdh ¢ TGRS L HFEBERFRIKOGER
BEXTERBEAE—FHAFHAMAINGBERLTR). EBFER
B, BARF A AT (~200 ng/dl) kAR KA K
F (~ 150 mg/dl) 4.

M 3%, mg/dl
AR 20X $ 14 X
¥ 18 655+39 762+3 1%
2% G 65355 530+48
W 45 7| 8 655+33 431473

BRE&T 661+39 222439
* p < 0.05 P AA | |
*x p < 0.05 A ATAA

AWBFIR-LeH ] FREPRESTEAMER:
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3%, mg/dl
&7 % 0X % 21 X
a4 678+19 815+34%
e ] 674120 452+40
W 45 5| 8 669123 5144135
R 675+31 232+39%%

*xp < 0.05 AT AA
*k p < 0.05 AT A A

BEEAD, E 2 ABERROGERF ., R ETHHEN (hEFIH)
5 FBP B3 41 M (4644 G) X FBP B v 4 M a9 97 35 (1L 4% D44
TRARERARE—ZHAANARZIFG BN,

240 EIDFXATRAMRFISPE FBPBHAAN (LB G). #
hBFIFE FRBP B AMNG TS (K4S RITRSEHANaXETH
ZEAHHa

| ChiBRADZIBERPAT, RFIBLTREBX S B/IEH
ZE. HH BB K-SR AABSET2ORAR BAGHH=R
hBEXZERERLGCLEFEEHAR. REBHRAHIATRK
SBFANRREH=BOHHA,

EREFNHRRBFRANRE—X, AFEAXL(ARRKE
) GEREBREAELHE. BdBcHERE, REEAKARNRR
MNE. KIEH 2B (Signa Chemical Company) R X i = &
XxF. @Bt KA Tukey-Kramer post hoc Bty F £ M ROran
BEF. p<O0.05HAALRABEFESL.

T AN+, WEIBEAFAARBYEZTRIKARTH=BK
FHHE. 5ZMR, RSB CRALA D TR ERARTHEE
RETRY 24,

AARTOR, BOXLFEFH O —BRKEES A BT A
EHRMEBGEEAAR.

(a) w5 M-4%G
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&7 d Wil = 8, mg/dl (3 {4LSEM)
2 8, 352426

4% G 795+88%x

47| & 131+16%

BA %N 102+14%

*p < 0.05 vs ¥R
*kp < 0.05 vs FT A4

(b) Wi Mo ]

&I % i =8, mg/dl (¥ {A+SEM)
2 B 421158

4% J 759+76%*

W 4% 7] B 249+60%

BT - 188+45%

*p < 0.05 vs R
*¥xp < 0.05 vs FiA4A

EEREAW, ARBRINFAESHGHALLY TRTEKESAE
Fp, BN FRRKG =SOSR AEHFT. 5lAEEH
R, E5REFHEMNBITORSEHF P, L2148 FBP Sip4l Mt
FAFHIIRGH B =R PR T.

£HHP: EIDF XA TAWRIBS FBP RN (LESHG).
W 85 FBP B AN TE (e DRABRSAATRRS
r 3 A

EAPEELABARREFTLIIRBEPMI S RER, FAEK
BEBRBEFAESRESRTHLBEENTHRL . BATEREA
IDF XA VPR R, HRWBHHHREE i AAMERE nth o fl
A, ARELXTBRBOTERNRFERGEIRR Y FBIIRES
45ty (Pickavance LF A 1998). BB ACEALA
BRSHKEHHNNF FBP B AMNEIFTELA AN EANXEG hER
HNRARETARBMRRPE I LR 4.

AXREFINHREZRFPEFTORE —X, AHEAXK (A RRK
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B)HMEEHKRAELHE. BLESHELAR, RAERABRLAR
REAME, % HEH 99 (Amersham Life Sciences) M B 5
K F, Bt EH Tukey-Kramer post hoc BBth7H £ 49 HIFMA
My ZR. p<0.05HAANLERAEFEL.

EABAXAESLBABBIRINLESH C HITEFTHRAZLN
AABEFERALTAR). Riv, BRELARFEBRGHFRFEEFS
FrAkRESE, FAXHRERRAKEES5EEHARE IDF XA P
3, & 8] 49 K -F (Pickavance A 1998) 48 £ il 6 K -F.

] @B SE, ng/dl (3% {E+SEM)
3 R, 1. 88+0. 3

®45-% G 1. 9440. 21

i 4% 7| &) 3.61+1. 03

KEe#&TT 8. 23+2. 67*

xp < 0.05 vs FiA 4

BEEAY, BAZFHAMMRKETRIRA Y L, RALK
SRFATRGEFAFFRBESTARAHAF. XF XK HEH
T AY TFHERTHRE BB TG EN (Unger, 19 R HBF
# (Leahy, 1990)Fi#. BB ERTHRAG THAIN RO =8
BALER (£#46 0), RARTIBERTRATTURIIRS AL
% GHBRA K HRBEIKA/ER (LA N).

£#MQ AZDFKEATHABBIIERE FBP B4l H (k4% G). &
B 5] W5 FBP B A MG (Lad NRIABESA T aRkA&
R0 R A

AZBHOBHARAZHELSB Tt hRILBRIEKFG YA,

EWBHE-A4H CRAEFTEELNE 0. 3. 7. 107 14 X
MESHREE R, AHBIR-LEY JHEAETEENFE 0. 7,
14 % 21 RAEBKRAELH (EEAAFBHREGEIRIER). ASH
FBRERERILE, BLECHARRRF, IRAKAEXNE, %k
4] 1% H ey 3.9 (Sigma Chemical Company)®| Z L& 3.

STFRAWCHRUEH TEBRER  BALRILBREXKTFSANA
1.98+0. 17 #= 2. 24+0.08. s+ T4 &4 G A&7, TBRMEAARALE
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BB X R REE AR AN 2.6, TS T £
B, A3, EXBAP, bRLBE—BUAAERT 24, £
NBIBESLFAP, AA—RNZ X bR A B ERETARTEL(-2
mM) .

5wy #% 5] 8k 4709 BL A8 57 ¥ B T 4 FBP B ¥ 4] 3 3, FBP 844 41
M HERETFAPRENG BB AN, B, BEEFLA
REFPBPHHFHARATHLLSBIRBREGKE.

%34 R: /& ZDF X & ¥ /B Rosiglitazone &5 FBP &4y %) # (1L 4%
G)HATHSZF e Hh

EERHINRAZE5LARE—FATRER, A
Rosiglitazone 5444 ¢ T WU KRS AL FRAEAXET ZLucker
Diabetic Fatty (ZDF) X & P&y faiiiz4l.

AT EERGFTES LA NPHEGHAIR-LEH 6 BRE
BHEBRFERA, RRAEAATEAE: (a) ikaEKF> 600mg/dl
AR eELZEELR P, (b) FfM Rosiglitazone M E %4 0.0045%,
#XRME, EHNEFRAH IDF KK ¥ #RAAKLM Snith FA
1997), #o(c) B WM 25 K.

st Fama, Eﬁﬁﬁﬁﬁﬁﬂ?hﬁ‘#‘?ﬁﬁ%?—% BEABT
BPe BRIk - FERE, 1225 Rosiglitazone #4440 G £ 4
B ARMEERBELER. TP 7F, 3 Rosiglitazone § R B R
PETEN, FAXTHRAFERAABRSETRAARTABREAAH
—ABE. KM, mALLSW G Rosiglitazone BT REHKRA
RO AHBEHH; BAL Rosiglitazone £ BAEFAF, 10 RXK
PIA 6 RARAREE, MAERSEFAT, 10 RRAAFEFH
RE K.

%77 aEXEng/dl (F25K vs H#O0K) REWKH"®
33 1, +113+52 2/9
54 G -1201+34* 8/9
Rosiglitazone -107+78% 6/10

) Fob it -207+t44% 10/10

"EF B RGaBRFKTAR 0 XSG aBKF6 KK

264



99816356. 2 #w OB P F252/255Mm

*p < 0.05 5t Eigk

AAEBP, £ IDF XK A PHEE 63 Rosiglitazone T X
BRERBELRATLECRHE, AFPMAEINGEL B THEARARE
45 mg/dl (60% & %)% kX F 140 mg/dl (25% & &) Z W A ¥ (Patel
A 1999). REREKELBREAGLY, REASRCETAMK
ERSETATHESZRAANREEN KL, ZEBELRES FBP &
R NBESEFTH B Fik4T Rosiglitazone 3G F G & 4.

£#&H S: /£ db/db AT A WS L FBP Bdy kA (b4-d 6) it
AREAEFTHRBHE

% IDF X & —#, db/db PRAELZ 2B BEFENIFARY, BE
ABABERGHF SR, G FEGHRG EHNN R E
W, FF i (Coleman and Hummel 1967). AZBHBHERRL
e By & 55 h (3 457 8) #o FBP B 3 41 ) (A 4-% G) b fT B &4 57
RERSRPUERE AL B FHNZFIFGR G BENE.

M Jackson Labs (Bar Harbor, Maine) ¥ 3% 8 B X # db/db
DR HPRRBEEEDHBELEHAT (25C, 12-DEHAR, 12-4
WEBMHE), HELesEE&R S Purina 5008 R K EHH K. £ 10
Ax e, #BhE> 400 ng/dl H<900 mg/dl #§ K K483 4
AEFAP (n=5-6/M). HHANE. WRFIF. KB G BB
FIEEHSMCHES. HHBFNBEN 0. 1% RHREH. LEH
CHH0.4% L RLMAER. ZHF 18 K. BREMABREIIFMNT
. 1%)ABGHEE P EEEATHROE HBHEIK (Fujivara FA,
1995). Frid it G+ (0. 4% ) LR EXME; 6 XY PRAES
BEAREZMNE0.6%)ZAETA A RHR, B HemoCue H
% 4% 9 # A (HemoCue Inc., Mission Viejo, CA) 3 X E#H LAY
GhBERE, ERAFYEMREEHEGHAEBELF. XA
Tukey-Kramer post hoc BB # F £t hr@Am e £5F. p <0.05
HAALSREAREFEX.

e TAAT, BRAARE—X(B 18X), REAFTATFTHA
BARAFREERKTBA. AABEFNBEARLESHGCERET AT AR
BAKE.
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f#E, mg/dl
# 77 £0X % 18 K
2 P8, 707465 870+32%
44 G 708455 646437
W 4% 7 8 710+44 509+70
BRARR | 709442 263+49%*

*p < 0.05 M AA
*x p < 0.05 AT A A

A db/db AT, B ERFE LM G ﬁﬁé@ﬁéA%ﬁi%ﬁv,
BeTahE, FALEXHIBEBRTEREAE—LTHNRTHES.
HEEW, AMSEEENS FBP I H MRS ERTTABA
LEBTAT20BAR.

Z#&4 T: 4 db/db N A+ A 4585 FBP Bdp 4l A (o A it
TR BT

AREANFTHBANRALF AR I/ IEEFZ2EBEZADH
UGS BRI RS AL Fujivara FA, 1995). X XEH
AR AREAFBPHBHANLLIWARTRE—FTRGAZRNE
&SI BA T db/db D K& i 4.

M Jackson Laboratories (Bar Harbor, Maine) & 9 B X
#5484 C57BL/KsJ-db/db b &. WP ARFAERAIHEFMA T (25
T, 12-0BAB, 12-00 Zw5da3R), ka4 &E < Harlan-
Teklad h & KL% FK. E1LAXIH, 2FLBAPEH 340-
450mg/dl @R, A4 RBIALELEHFLAEGA Y (h=6/4).
A1 (FB) 43I % Purina 5008 £ 5 K. 4§ d 4% 7| &1 Purina 5008
BEARSH 0. 1%)GHBXERLA 243, 287X, ERER
MNSEZHBY A ZE X B oERA R (Fujivara FA 1995). A4 %
REEARE TR, K AR T =5 (PEG400) ¥ ¢§44-4 A X 250 mg/ke
MM EoRARL A 3. @it HemoCue # & # 4 #7X (HemoCue Inc.,
Mission Viejo, CA)RI ZEBHMRHE AT oK. HAFH Al
XY EYGFRBELAT. AL XA Tukey-Kramer post hoc #&
B FESWIEN AN EF. p<0.05HAILERARFESL.
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EXZBENE 4R, EiMiteaARE, AT REHFA0QHF
NEABABRAZFNBAMWM 1D)EERIAG AL il KE:

4 %9 fo 3%, mg/dl (H 4 XFRE8 &)
1 3} B 336. 5+13. 4

2 % 4% 5| 9 240+21. 3%

3 i 4 5] 8 237. 5+18. 5%

*p < 0.05 vs A4 1

EXBNEE, AEoBRMNEGHEHABTASZ, 2A1P25%
RARARGEK. 2B 9IHE, XAANBA(A L) T oA
T, B2RAKALGERRE, ERAKSHALTFH(AI) FRER
THT 30%:

n %5 o ng/dl (F4XTH5.5)
1 o 376. 518. 4
2 W 1% 7| &) 232. 5%17*
3 wRIHE/HEHA 167+10. 3%k

*p < 0.05 vs & 1
*p < 0.05 vs A 14 2

BEXAZBOF TR, BAABR—ZHNFTHHL44 AA3)AB&K @A
1422). Hd/BAhGe2L6 0. o TAMNF, ELFHRA,
WIBEEF)PHIREINALBAT A 2(HBFRERDLF)
1&-F 3 44% .

. fe 3%, mg/dl
i1 B ZFTXFEB8E 2FTRXRFTH 25
1 o 392 13.3 279. 5+19.
2 WKW 237 25.5 195+12. 1%
3 HIRFBR/ILEHA 243 20. 4 109, 5110. T**

*p < 0.05 vs 44 1
#*p < 0.05 vs &H 1 # 2

WRFFPELEH A RS EFTRFTRERPERRET Y B
AKPHRBERKTEBRERAGBINFAXAHNGKE. BLBRES, A
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