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BN BE e R I I RAEH -5 W, H i1, Amsden, Journal of Antimicrobial
Chemotherapy (2005) 55:10-21 (J& VLt 4 PELZEA1E)

[06791  [RIk, A H 33 By — M A , AR AR T AR Y e POW I 5 6 5 ) A I 7R B 22
B A A BMENIARR A RN BEE I 2525 F ] 852 (0 8 O X RER 5 1A T AE AR Py 34T
(BRI, @ 25 245 T 523803 BURAM AT (90, 59 i A L 20 R ol 2 e B 52 B ) o AR i i
BT B RGTT IR FIFR; IR 97

[0680]  fE—LLsififi /7 Erp , Ik A RS IR T A s i, 5 —LLSLii 7 B, Bk Uy
RIS T AL PE PR AE TR 32 i P R o AR — ST R b, B e T R R
G Pt s (1) 523K IR o 7E — BE 8K 7 R, Frid 524038 B AL A8 AT A% e M e o B 5k 8
AR -

[0681]  fE—LLsyii /7 &, A R N TIRG A A0 T, 78— L8 ST 7 9, Bk 771 1
B7 B BEA T A e M 1 T R, B, 7E — S8 ST T B, B VARG A IR %
TR 45 24 F2 DA B B8 AR A 2 M 08 110 T B PR 1) S 1 A R B P K B P B o 7 — S8 S 7 8
o, B 32 3 AT AR e e e i RS (a0, O R 85 T 55— N SE AUl AT 1% e PR 5 s B
SRR R ) SR, B R T B N 25 TR EAE I 323 .

[0682] £ 5y —ANT7 [, A F IR 4 (A 1R 2 30 b B A AR A I A A8 7 % R AT A A= AR
R KR P B 5 70 41 M 220 e T A (a1, 11 s 2 L L B B AR 1) e
[0683]  ANHIEfH Y “FE YL PR AN T Gy B F L O B Fewoms s i i &
TR~ AT 0 B ECA AR HU YL o £E — LU S 7 S, BT A G PR 99 A% BR P At VR T IR iR
M3 R 1 o 7E— SE S g B, T A% G MR A EH HL A % 24 24 MR B 2 P 1) s e A
FSCIRT S 450, BT 3 2 e M 50 S BR E AR YR T B AZAE R BEA A K AL LB T HAh Ry
FEBEA A KA ATE T 19 S5 A4 1 S

[0684]  AF—LLsLi 7 GEHp , Bl A% Gl 1t s R A B S % o A8 4, 70— Be S 7 e, AN HR
TR VT N R 7 v, B R A I BB A A MEN AR HK KN
BRER 252 B rl sz 1 26

[0685]  fE—ULLsitjifi g e rp , B0 BAR AT , ik KR BEE A /N T-50ug /mL /N T-251g/
mL/NT-20ng/mL/NT-10ng/mL /N T-5ug /mLEC /N T 1ng /mLIF 240 i B2 MTO) »

[0686]  F—SLsji 7 &b, BT 4 B0 B AR i b KR N BRI b B R A KB R R
FIBZR AFR VB E RS & U (W, A R Sk 251 /£ — s ji 7 £, firid
ST N L P KPR A B A 24 1) o 20, 75— BE St P, A i R A B & BR) 1.
[0687]  fE—UE5jia 77 S Hp , Bk 41 T Ik G A2 i 52 HA B AR K (9 2, A - KRR BR) IT %
(1) o o, 75— LSt J7 S, B s JEAR R T T T 85 2 (VR) [ o 7E— L8 SEiit 77 £, FTid 9
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JE AR S i R A8 PG AR (MR (149, 48 2, 72— LU SR g 22, Pl o 240 B 2k AR T PR 4R 0 AR 6 5 i
BREA S (IRSAIR L)

[0688]  7F—LLsLjii 5 b, Frid gH i B A M (9 0 s me £ \msr) FEPR AL o £F — 2L 5L )7 58
e, TR AN B 2 A S (51 0, erm) S8 IR 70— LSRR R, BITIA 4N T B A 4 pl
PRI Y o 7E— oS 77 S8, P 4 T8 B AT w5 3 ) R DR 2R

[0689] 78] 14 B 40 B - P A B AEAS R T DA B9 40 TR I e « o =2 [ BH MR B (8 2, T 2R TR 1)
(phylum Actinobacteria) JEEETE ] (phylum Firmicutes) B EEEE ] (phylum
Tenericutes)) s =R VEE (B140, /KB ) (phylum Aquificae) \ 7 BRI - WU E )
(phylum Deinococcus-Thermus) «ZZRFT /44 /AT E 1] (phylum Fibrobacteres/
chlorobi/Bacteroidetes (FCB)) 2T HE 1] (phylum Fusobacteria) .phylum
Gemmatimonadest HALIZTE ] (phy lum Ntrospirae) JE& & /PeiE /R JFARE ] (phylum
Planctomycetes/Verrucomicrobia/Chlamydiae (PVC)) .ZEHE ] (phylum
Proteobacteria) JBEHE/E[] (Spirochaetes) B A7 [ ] (phylum Synergistetes)) ;m H
fh 40T (5, BE AT 1] (phylum Acidobacteria) & JEHEE ] (phylum Chlroflexi) s
phylum Chrystiogenetes. W4l ] (phylum Cyanobacteria) .phylum Deferrubacteres.
WIEKTE ] (phylum Dictyoglomi) - ARATEE ] (phylum Thermodesul fobacteria) BTG
#TE] (phylum Thermotogae)) »

[0690]  7E—Lesifi s GeHh , Hr ik M A IR 4t Jy A =2 IR PH PR A Rk gt

[0691] ALy Sevh, ik B == IR BH PR B 9 SR R B ) T 4 2R

[0692]  FE—LLsLjiE Jy S, ik e 9 JE BETE ) MR TE J& (genus Enterococcus) HY
— 1, B, Pl ok 40 B I 4% DA W TR R IR G o s 9 1 1) i 3K R e A B L R AE AN B T 2 i B3R
(E.avium) i A FGERE (E.durans) \FEHG3RE . faecalis) JRIGIRE E. faecium) 3458
WPk B (B.gallinarum) IS A%ERE (E.solitarius) JH s R (E.casseliflavus) FIHE
THEERE (E.raffinosus) o

[0693]  7E—LLsLjfiJy S, Il A T8 v JEBE T | ) A 4] BR T2 J& (genus Staphylococcus)
(0 — 7%, B, B 200 B J25 % Sy i 28] 3R TR U6 o 7~ 161 1 7 6] 35K T J8 4 B B0 AELAS PR T« ) 7R S
TR &I PR (S.arlettae) 8 ] &) 3R . B &) BRI (S.auricularis) SARA & BRE
(S.capitis) INZEREEKE (S.caprae) RN & 3R (S.carnous) 7= 4% & BRIH
(S.chromogenes) BHEH & BRE (S.cohii.S.condimenti.S.croceolyticus. K5 & Bk
(S.delphini) .S.devriesei. .3 Z & BRI (S.epidermis) 5 B % & 2R (S. equorum) .
WM EERE (S.felis) \S.fluroettii EH & BRI (S.gallinarum) , V4 L% & BK &
(S.haemolyticus) - A% %] BR1E (S.hominis) 3& % & BR1E (S.hyicus) . W [a] 4 & B H
(S.intermedius) LG A & PR (S.kloosii) .S.leei B A& BRE (S. lenus) - 4% X5 &)
BRI (S. lugdunesis) .S.lutrae.S.lyticans.S.massiliensis.S.microti.S.muscae.
S.nepalensis B & B (S.pasteuri) .S.penttenkoferi. i K B4 % PR EH
(S.piscifermentans) .S.psuedointermedius.S.psudolugdensis. K % & Bk EH
(S.pulvereri) .S.rostri B & BR1E (S.saccharolyticus) . &4 5 & BRH
S.saprophyticus. i [C # & BK1H (S.schleiferi) FA R f & PR (S.sciuri) .S.simiae,
S.simulans.S.stepanovicii.S.succinus.S.vitulinus.yRECH & BRTE (S.warneri) FIA
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S & PR (S.xylosus) o fE—S8SETf 7 S, Iirad 4 %) 3K TR JE 4% < 3 ) A BRI B 4t o 1E
— LB T S, BTl v A ) BRIE HA A (B0, me f umsr) FEPR AL AE — LS T 2,
FIT ik 4 0 il 2] SR TR HA F AL (940, erm) DRI

[0694]  7E—SEsLifi Jy S, Frik 4B O JEBE TR ) 0 25 AT B & (genus Bacillus) f—
50, B Bk 20 B S G R 2 FAT TR U8 o 7~ 461 2 2 PO T JB A0 B 0 R AR AS PR T B Tl 2 TR AT
B (B.alcalophilus) W& 5 AT E B.alvei) JWERZEEAT B (B.aminovorans) fEVER 4
AT E B.amyloliquefaciens) R IEZ ZF AT (B.aneurinolyticus) « IR JH 2 HUA
(B.anthracis) <B.aquaemaris.Z4i - #1ME B.atrophaeus) B.boroniphilus. %5 2 fff
(B.brevis) HWAZFIITE B.caldolyticus) - F AT E (B. centrosporus) R ZF
FHIFFTE B. cereus) FRZFAM I B. circulans) (B4 2 AT (B. coagulans) | BE5H 2 #d
FE B.firmus) E R ZEHATE B. flavothermus) RIESZFHATE B. fusiformis) ALEL
FAFFTE (B.globigii) «B.infernus. 2 K FMME B. larvae) M 2F AIH
(B.laterosporus) ~IRZZ M E B. lentus) AR ZFHIAFE B. licheniformis) - B K
HIATE (B.megaterium) BB ZF fiAAF I (B.mesentericus) IR EGAE ZF AT I
(B.mucilaginosus) « BERZFFATE B.mycoides) AN G AT E B.natto) 12 ER ZF AT H
(B.pantothenticus) . ZFiZFHMAMHE (B.polymyxa) R IKIEZF I EH
(B.pseudoanthracis) <55 /N ZEHIATE B. pumilus) JE S ZFEFEATTE B.schlegelii) (BRI
A H (B.sphaericus) -B.sporothermodurans. ¥ #H g i 2% 70/ H
(B.stearothermophilus) A B ZFE AT (B.subtilis) A H M H
(B.thermoglucosidasius) =4 WA HE (B. thuringiensis) % i 45 4 H
(B.vulgatis) flIB.weihenstephanensis.fE—ES5LNE 7 S, FTid 2R AT B S e it B 2
FRF TR IR GY o AE—LLSL 7 220, BT i il B 25 AT 8T B A A (9101 me £ ums) JE PRI o AE—
BB ST 77 ZE R, A L ZE SR TR R AL (B30, erm) JEERT R

[0695]  FE—ULsiyif Ty b, IR 4N TR N JE R B | ) AN REBR B JR I — 2 RO, B 4 B B e
FEDREE G o A~ MR FEBR TR SR AN A A FE (AR T o AL BEEKE (S.agalactiae) (MR 58 HEBK
(S.anginosus) A 5EBKE (S.bovis) - EEBRE (S.canis) Wbk % 55 3R EH
(S.constellatus) JEAEETKE (S.dysgalactiae) - & HEEERE (S.equinus) « K EEERE
(S.iniae) - [E)BEBRE (S.intermedius) ZEIERERRTEE (S.mitis) AR BEBR T (S.mutans)
M8 BRE (S.oralis) B MLEEBRTE (S.parasanguinis) .S.peroris. i & FEBREH
(S.pneumoniae) ARRKBEER T (LR PEBEBRTE) B BEBRTA (S.ratti) (MEV BEERTA
(S.salivarius) - MHEVREZEBREFE O 0 (S. thermophi lus)  MLEEBRE (S.sanguinis) (&5
BEBRTE (S.sobrinus) JEEEBRE (S.suis) A EEIRE (S.uberis) A EFEBRTE
(S.vestibularis) &t BEERE (S.viridans) FIEREEEBRE (S.zooepidemicus) o fE— L5
i T7 2, B FE IR T I Y AR B PR B B e o A — LU SR 7 2P, IR BE R B S 4 o i %
BEBREE B o AE —SE S i 77 S, B i 98 BEBRk B 2 A 7N ()0, me £ mst) FE A 7Y, 7F— 26
SEE 7 ZE T, Pk i 28 B BR R HoA H AL (B30, erm) DA

[0696]  7E—LUsLja )y &R, iR 40 R I g e > IR B PR B 4t

[0697] FE— L T Eh TR E2RAMENEDETT MRS KREE (genus
Escherichi) RI4HTE o B, Fiv ik 40 B 26 G 35 A TG TR I o 7 191 PR 1A I T e 4 Tl A A5 A AN
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PR T 3ARRr R A IR (E.albertii) IEMFIRAY [QE (E.blattae) - KM E . B AR IR A K
(E.fergusonii) HFCIEAKE E.hermannii) FA I IEAKHE E.vulneris) o fE—Lsz
Jit /7 G, i 35 Ay IR BB GS 9 K WiF T e g

[0698] £ — L8 sk 77 2, P ik 4 == IR B PR B O 4 TR R B 1) RIS TR 8 (genus
Haemophi lus) I 4HTE o B , it 1A 41 TR J8% % g g 0L B JEk e o 7~ 451 MR I T i 4 1 B AN R T
% LWEIMLTEE (H.aegyptius) JFEVRME ML H.aphrophilus) S EH G HE H.avium) FHEK
W I B (H.ducreyi) H.felis JAMMIME (H.haemolyticus) . ¥ B Il
(H.influenzae) B EWE I E (H.parainfluenzae) « B HWFE I B (H.paracuniculus) « &
VAIMWE Il B (H. parahaemolyticus) H.pittmaniae. 5 {4EME Il B (Haemophilus segnis) Al
HEARWE LB (H. somnus) ofE—SESEHl 77 22, il 154y QR Ik g% 9 i 2 g T TRl Jek 4t

[0699]  7E— Mo sy o, Frak 4 e y{F M A A T, B, AN o 22 RBH PR AN & 2 22 R
.

[0700]  £F 2Lyt Jy 2 rh , Bk A% Gu it e o A AE U gt o IR, 7E — B8 S T R, AR
HAG R AL V07 37 A U SL HJ7 7 A4 A e 75 0 52 i 45 A E I AR B R
W BB 2552 Rl Es2 i .

[0701]  7E—LLsjf Ty S, BTl KA ER S 6 HAR K %5 A LB /N T-50uM. 7 T-25uM, /)
F20uM. /N F 10uM. ZNTF-5uMBER /N T LuMA I Cs0 (uM) »

[0702] R A A L AFEE AR T HE R & (Trypanosoma spp.) (#1140, 5a I HE
(Trypanosoma cruzi) AGECHER (Trypansosoma brucei)) {2 JE dif & (Leishmania
spp.) w1 W& (Giardia spp.) B HJE (Trichomonas spp.) - AR KE J& (Entamoeba
spp.) ~ i #% B i i JE (Naegleria spp.) BRFTKE J& (Acanthamoeba spp.) <MLK S JE
(Schistosoma spp.) JEJEHJE (Plasmodium spp.) (a0, e JH 1 (P.flaciparum)) «
i1 4 )& (Crytosporidium spp.) ZEHIF3R )& (Isospora spp.) /NG
(Balantidium spp.) ZPT22 141 (Loa Loa) .4l d1 (Ascaris lumbricoides) . R &2z iy
(Dirofilaria immitis) f15 & (Toxoplasma ssp.) (T, Wi 5 HT. gondii) .
[0703]  AnAHIIE BT — MR , Ak B 3t — W iy SORE TR E B U7 V% A dE A A I R
B 2 A FH G A W E AR R BRI BRE L 24522 a2 0 #h i 7 1L T a4k i (B,
WHILs 25 T 523 F) Bk (4, 599 B Ad L 20 2R 40 fa 85 e B2 i) 3EAT o A His {8 A K
TRIT ARG T PEAL B AT TR PEAL & .

[0704]  FE-—LLSLjiE T7 W, ik A 80E iR I7 A 3E M, A5 — S SLaTr e, ik 77
ERE T R TR IE AR T IR S TP B e o A — S s B, ik r ke E T EA R
i P IPRE IR 52 T IR0 o 72— B8 SC i 7 B2, T adk 32 38 B8 AL A JORE T T ik BR A S i
H RARETERIE -

[0705]  fE—LesLyfi Jy 2h , ik A 3 & NP A S I, 75— LesE T b, Bk Uy
VETRBHE BB AR T JORE PR E 04 AT Be M , 461 4, 75— L ST i R, Brid 7 AR A A 75 2
1) 52 35 25 25 2 LA TR B3R AR 28 8 PR T iE 1) T B8 AR 1) 22 ) A R BH ) DR 30 A B o £E — L8 S
J7 R, Bk 326 HAT JORE PEIRARE K RS o

[0706]  7£ 53— AT7 1, AN K PHHE I AR SMGRIT 2ORE PR RE (1) 7 V%, AR A A E I A
KRR IR N B8 5 2RE T 2 o 5% 5= P4 il
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[0707] R TE “ 2 A PRI AE” A& 18 LA TN RE IR D9 5 Ak 1 08 L8 5 s [ A5 B0 0iE < KR O
(dolor) , Y5 4 #: P A BN AR A R0 A #y (RIkE (calor) , J5 H ML EF5K) K AL
(4L (rubor) , 5 [ ML &7 SR AT LI G0 K Uit (bumor) , Y5 H IRAR R I N AN AL 52
BR) A/ B IhRETE R (BIRETE R (functio laesa) , X Al A& 4 A B 5 AR < I I G BRK A
(1)) o FERER I 2 PR, I HAFEHA R T S0P 200E R % PR JORE L 240 M 200 L R At 12
RNE B PR JERE AR T ERE IR AU JERE BRI 200E 35 R PR 2E AR EME 0 0 L 2R 4E2H 21
TERCPE S 9E « JRy kb P 98 0E R 28 e M JORE L 38 A 78 98 i B K PR 9 | ) B ek 8 0E L FE B PR %
NE IRBE PR 28 9E | P ZE P 20E S8 BUME JORE B PE R E (plastic) A PR R IE L IG B 1 ¢
T BB 28 E AR PR JE  BURE AL M JORE 3R AR 4 B 1 1 280 (seroplastic) IR
RIE LA JORE VRr MR AOE L S A AR T 2 T MR AORE L B0 T ARE A/ BR  1
[0708]  JjR 5 4 28 T o e B4 , (HAN PR T+, A8 11 i 8 MEZR B AR (B 2, SR8 PR A A S <A K
FENRAAEAL B SO 18 MR ZE AR R) o

[0709] £ — L85 Jy 2, BIradk A8 MR 0E v B 8 MR RE (2, 494, S g SRR Y R
W) o fE— LT 77 ZE 1, BT I 98 PRpe i 2 14k 98 PR iE o 75— LE S 7 R, Bk 26 MR iE
NG IEREFH IS RAE .

[0710] E X

711]  {L2RIE

[0712]  "MIEE FEANH A AR E SRR AL S ARE I E M TR A AR A TR S
i (CASHR A ,Handbook of Chemistry and Physics, 5 75k%, W) 3 H EARE gEH K
A ban o Bir ik >k 5 o Ak, A ALK S 1 — B DL S H AR R R B 3 A s SV T A
Organic Chemistry,Thomas Sorrell,University Science Books,Sausalito,1999;
Smith and March March’ s Advanced Organic Chemistry, 255/, John Wiley&Sons,
Inc.,New York,2001;Larock,Comprehensive Organic Transformations,VCH
Publishers,Inc.,New York,1989; fiCarruthers,Some Modern Methods of Organic
Synthesis, 83fiix,Cambridge University Press,Cambridge, 1987 ik,

[0713]  AHERIA SR S A — B DA FR A G, I DRI AT 4257 A S A4 T2 21
BT Bk S A A A/ B3 Ko Bk S A AR A A o 491 00 5 A I BT I TR A 5 2 T 4 B M) o e S A
A AR X ke S R A BTLART e A A TR SRAFAE , BRAT D S AR e AR VR S TR 2, A0S A e TR
EVAE B — PECE BT AR AR TR A4 o P ARSI AR A 2 C AN T IR A
2 B SRR, LG T P R R VR €8 (HPLC) AT B 45 i T MR 28 BRI 19 = i A v 3
AR RS RH % .2 W, B, Jacques® N ,Enantiomers,Racemates and
Resolutions (Wiley Interscience,New York,1981) ;WilenZE A ,Tetrahedron 33:2725
(1977) sEliel ,E.L.Stereochemistry of Carbon Compounds McGraw-Hill ,NY,1962) ;f0
Wilen,S.H.#s of Resolving Agents and Optical Resolutions p.268(E.L.Eliel,
Ed.,Univ.of Notre Dame Press,Notre Dame,IN 1972) . A% BHifik a5 /E NFEARA S HAth
SRR B R AR AL S, T HECGE , (R N &R R AR KR S AL &4

[0714]  FEZHpr, wene Jy BogE, Horp BLRGEREA A R SZAR 2 IR H 18 58 , — N ATAEBL
g, H==0(===Jy AR XU .
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[0715]  BR=AE A U B, A SCHEIA ) 45 1) 1 B AL R A — R B 2 R A A7 3R & e IR A7 A
TARRIA P B, B 7 s RS A A, B AR R &4, P&
BRI P CBC M CE AR P CHE A A FR VS Y o X R A AT R VR A I s i 43 b
THRBHRE .

[0716] 4 %1 thi AR i BRI ), G i A 3o i o ML M G T N B Y B o 9 2, “Ca et ™
FEIE5 > C14C2C3.C4C5.C6+C1-6+C1-5+C1-41C1-3+C1-2+Ca-6 Ca-5 C2-4,C2-3.C3-6 C3-5+ C3-41 Ca-6
Ca-5 FNCs-6 e o

[0717]  ORE “fRHR” R dRbe s i B PR AR AL A o R RE , R IR R IR =& 4 2 e ik L 2%
GBI xS P 7

[0718] AL “Bedt” e 8 B A 1 2 10k IR 1) BB BT BE R 3L R (“Cr-1ofe 227) o
FE— LUt Uy b, e R A B A L RO R+ (“Croofii 227) AE—SESKHfE )y Zeh, fe ik It
FIEA 1R8N E T (“Crsbefs”) oAE—SUsL Jy Zerb, e B F A 1L 2 T4 1 (Cur
BEAL”) AL —SESTiE 7 R, e A H A 1 26 MR R F (“Croebi ™) o fE—SESLi 77 B,
fe B A A 1R JE T (“Croobt A7) AE—BLSTHf 7 B rh , e i B A A 1 244 5+
(“Craledk™) AE—LESEHE Ty S, Bedk ik F B AT L3RR AT (“Crshie ™) o fE—LESLHE S
ZEp e R A B 1 R 2R IR ((Cuolie ™) oAE—SUSLE 7 S, B R L A A 1R R
T (Cobe L") oAE— LSl b, e R B B AT 2 B 6 M B (“Coelit k™) o Crelie FE A 5K
PE0FE L (Co) 25 (Co) TR (Co) (il 4m, IE TS e TR S) T 28 (Co) (am, 1B T 2 BT
B TR R T L (Co) (Bt TR L 3R | R B A L 3-F 2T R LB
5 VAT (Co) (Ban, IECLAE) o fe i i) e SE 46 I Pk (Cr) IE 23 (Co) , 55 BRAR S
A HTIE , ek BB AR O S7 3 9 R B CORBUR B ™) BOp— a2 A B (4
L 2, GF) B (BRI B RE™) o E— S8 SL it 77 S, ol oo 2 g AR AR Cuovoie 2 (A
REARHI Cr-sbt 25, 49101, —CHs Me)  ARHURE) £ 3 Et) AREURHI TR (Pr, 51 0, KRR
IEREE (n-Pr) AREUR SR 5 (G-Pr)) REURHS T 25 Bu, #ilt1, REACHI IET 2 (h-Bu) .
REACHI BT 2 (tert-BuBit-Bu)  AREIRM AP T 5 (sec—Bu) AREULH 57T 2 (i-Bu)) o7
— LBy R, B B A AR Crofe 2 (CTER AR Co-eft 2 , 491 201, ~CF3Bn) «

[0719]  ARAE “piALEHE” Ay BRI bt , Horh — A B2 AN A E M7 M4 o 31, 69 200, 3
TR B o A — SRl Uy =, ik e ARG RS o B LR8N T ((Cuospd AUKE
) AL LS R, Bk g AR B B L B 6 T ((Cred AAbERET) o AE— L8
SEWE T R, BTk g AR R B L B AN T ((Crapd AU RET) oAE—LESLE )y S
il i AbE 3 4 HoA 1 B3 IR ((Crsixi AUEE) o fE—BESK 7 S, i i 4 Qe 22
R B TR 2RI (“Crapd AUGERLT) o B0 AUBEE 1 S 49 A9 45 ~CFs . —CF2CFs  ~CF2CF2CF3. —
CCl3.—CFCl2.—CF2Cl, %,

[0720]  RiE “JRbedt” e fe i — B Ah 2 D —N ik 1 A R EIR I R 7 (B, 1, 2, 384
ANIRIF ) Wb s i R e BERE N (B, 4 76 AH S8 me S5 7 18)) A/ B T BERE R — N R
ZA AR E AL LeSEE Ty R, b AR R AR AEBERE N B L B 10 JE TR L B A I
JRF AL ] (“ARCr1ofEdE7) o AE— O J S vh , J b R N FE BEEE N B 1 9k i
F AN ELZ A R T I AT ] (“RC1obi 7)o fE—SUSa 7 B, Jo b N fEBERE N HL
A 1RSI R T MBS A IR JE T R AL ] (“%Crslie ™) o AE—LSKii 7 S, ke it

S
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RNEREEEN B A LR TR R LB A 28 R AR AT B A (“RCr-r ke k™) o FE—LESL Ty
R, Fb A AR R RE N A 1 B 6 R N B 2 A 2R IO AL ] (R Crelie i) o
FE—Se sty gRp, JR e S N AE RERE N B 1 B 5N IR R B2 % SR 1 A A ] (T
Ci-s5edk”) o fE— LS TT S, ZR BT N AE BREE N AT 1 4B S5 R 1 B2 A 2 S5 1
L] (“Z8Crafit 3E”) o fE—BESC T R, JR b N EBERE N B 1 2 34 Bk R 1 LA 2R
JRF R AT L (“ORCi-ske ™) AE— LS Ty b, J b N AEBRRE N B A 1 2 2 i R
RIS 24 S I AL ] (“ZRC1-of5t L) o fE— LS 7 b, 22 e 2 N BA 1N ik S A1
AN IR IR IV AN ] (“FRCUGEE) AE—BESLE T R P, JR A N R RE N B A 286N Tk
JR AL B2 28 IR BRI L ] (“RCo-em ™) o R AR 55 VLA, BERME 00 T 1Y 2 e 2L kT
HA AR B R I 2R bE 7)) BUbE — B2 AN B R B CHURI e 7)o A2 —
Yoty R, BITIA 2 b A AR BRI R Crrof5e i o 78— BU St 7 R, BT id 2 B 3 N EUAR
24 Crorofe gt

[0721] R W2t e 4a A28 10+ F1— B2 A - TosU B (B, 1, 2, 38544~
RUEE) (1) EFE B R R A A — sty Brp M R A 2 RO R (FCo ol B AR 2
SEHETT R R R A 2B 8N IRIE T (“Co-sli ) A —RESLIl T b IR A 2R TR
JR (“Co i) oAE—BeKE T R, i A28 6 MR IR+ (“CoeJfi 2E7) o fE—BESKT 7
EH G EF 2R REF (“CosMidh”) AE—BesLi £ , fmE B A 22 40+
(“Co sl ™) AE— Bl 7 b R B 28 3R A T (“Co sl k") AE— B SEfiE 7 3
i I S AT 2B SR (“Comdit”) o BT IR —ANB 2 AN B BORU B T 7E N 3 (Bl fE2- T 4 )
BUAE R I (B IAE =T M) o Co- o)l FE B SE B AL HE 20 & (Co) 1-TRMA 2 (Cs) \ 2- TR M it
(C3) 1-TT Mk (Co) \2-TT Mk (Co) 7T M AR (Ca) 55 o Co- o)l 5 1) SEAAUFE T IR Co- oS 2 DA J2
IR HE (Cs) J3 M 2 (Cs) Mt (Co) S5 o M 22 1) L Ath S0 08 P Ji 2 (Co) S SE M2 (Co) 37
=L (Cs) 55 R AR 5 VLA, BRI LT RO A STt D R BRI (R BRI A L) B
B — A2 N BRI BRI BRI JR L) o 78— S St 5 S, il I 2 R BUAC T
Co-10/i 2 o 7E— LS 7 ST, Bl e 22 B ) Co- ol B2 o AE SR B P, S AR R B B 1 C
= O (01, —CH=CHCHs B %) ] ly () — 5 (2) — X4k

[0722]  ARiE M 2 ieds— DA 2D — N E A ABIRP R IR (B, 1,2, 38k4
M) VIS G R AERREE N (B, 4 72 AH &Rk S5 < 7)) A1/ BE T RERERT — K
AN RKimhr B A LS 7 Brh, R A R RN A 2210 M i 20—
AN EZ NIRRT R (JRCo10/fi L) o fE—UESEJl T b, IR AT BN H A2
BINRIEF B D DXL B Z AR TS (RCo-olfi HE7) AE— LT T B, 0%
AN A 228N RIE 7 20— DB B Z AR R T (HCo sl A7) fE— 28
SEETT R RIE AR N B A 2R TR A 2D DR A B 2 A AR (R
Co-rJfi ") oAE— LS Ty 22, A FEAE RERE N A 2 R 6 i IR+ 22 2D — D XU LN B
ARG T (CRRCo i ) AL —BUSETE T P, IR AR RE N A 2 85 MR+ 2D
— AN BN FE A (GCosfi 2E”) AE— UL B, G E R RN B 28 40
WRIEF B — DB B2 JR B (“FeCo o) ") AE—SESE y Rh, J0f R AE BBk
WNEHA 2R 3MRE T B D — DR IR T (TRCoaffi 7)) o AE—LESKHt T R, IR )
BAEREREN B 286 kIR 2D — DB B2 R SR (“RCoaisdt”) oBRAE J3H UL
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W BRI 0T ) 2 22 T N AR B R BUARCR 20 22 B — e A B GEE ER
ARH CHURH 28I 5E7) o AE— BESEHE T S, BInds 0 2 O AR A 25 Co- 100 J o £E — 215K
Tt S 5 P ids 2 A 2 B 258 Co- oM dik o

[0723]  RIE PRI R 5 HAT2 R 10 Il Al DB AN BR - 28 (B4, 1, 2, 38044
48 ) B REBCT RS (“Co- 10k IE™) o AE—BESEHE Ty S, BRIEE A 28 9 MR I T (“Cao
PRIE™) o AL BESKHE Ty ST, BRI AT 2 8BRS (“Co-shRIE™) o FE— BBy S, pdt
HA28 TR T (Co-rhRIE™) o AE—BESEHE TS S, W B AT2 R 6B S (“Co-eBRIE) o
FE—BesLili ) S b, JIk A 2 5 MR 5 (“Co-sBRIE”) AE— LU )y b B B 22
AN T (“Co-abRIE”) AL —LESHETT S P, BRI HAT2 R 3 B 1 (FCo-sfRIE™) o AE— L
SR ST, I BAT 2N BRI (FCof3E”) o ik — AN B MR -B &SR] AE A AR (B anE
2= T BRI BUAE A S (B IAEL-"T B ) o Co-abR I I SE B FEAH AR F 2 B (C2) v 1-TH
BRI (Ca) 2-TPARRIEE (Ca) + 1-"T BRIk (Ca) < 2- 7T BRI (Ca) B o Co-e HRIEI) SE A BL A AT IR Co- sl S
LRSI AL (Cs) ~ EL R (Co) 558 o AL R I At SE AL 3 BEb I (Co) bl (Co) 25 BR AR ST
VLA ARG OL N I H S AR O AR R CREARH IR AE”) B — Bl A U B
() CHUARBIRRAE™) o AL — S8SL T S, Jir i Bl R BRI Co- ol it o £ — BE S T 52
s T b B Co- 10k 5

[0724] R "I 2 et — P oD E A BRI 28R (B, 1,2, 3804
IR L 2ok I AE R BE N (B, 36 £EAH QBT S5l 5~ [R) A1/ BB T BREER — D Ek %
ARG E o AL BESEHE T R, BRI FRAE R BE A AT 2 =10 el 7 B D A
ANERZ A 28 I 2] (U Com10kRIE™) o FE—BESKHETT S, R IREAEBEEEA HAT2E 9D
Wl B DA BN A R T (TRCo o IE”) oAE—BE ST Ty G, Bk 7E BERE
W EHA 2B R T B DB B E AN IR (RCo-sfRIE”) ofE—BESEHET S,
IR SEAEREREN A 28 T IR B A AN BRAN B A IR (G-I AE”)
SOy SR AR AE R RN AT 2 6 B B B D DN BB B AR (R
Co-ehRIE") o fE—LESEJET) S, ZRIRIEAERERE N B 28 5 M i 28 2D — D BEE T 152
IRIEF (FRCosbRIE™) o FE—BESEHETT S, bR AL RERE N AT 2 AN IR I & D
D BB IR T (FCo s fRIE”) (AE—LESEJE T Ze M, Z0bRIEFERRHE N BT 253Nl
Jig DA BN IR T (IRCeo-sRIE™) o AE— BRSCHETT S, SRS AE B BE A B
2HE6 MR IE T BN ERAN BN R B (R Co- sk IET) SBRAR A UL, BERIE OL R
[ 2 B S 0 N7 i AR B (AR B 2 b Ji™) B — AN B2 A BUACRE BAR) (CCHUAY
TRIRIE™) o FE—BESLHETT S 1, T I 2 e R BRI 2 Ca-nobfedik o £ — BE S T S8 v, P
TR Z R A AR 2 Co- 1o I

[0725] IR “BIF L™ B BRI A2 4R AEAR 55 RIA R HAT3 R 1A IR 5 (“Ca-1aBRIF
FE7) N0 Ik B 5 AR 57 IR IR AR B o A2 — BB S 5 S o, A S B A 310D I Sl 1
(“Ca-10BRIF L") o fE—SLSLfE T P, BRI R AT 3O MBS 5 (“Ca-ofR I IL™) o A — 2K
ST R BRI R B 3SR A - (“Ca sBRIFAET) AE—LLSLE T Brh MR R A 32
TR T (“Ca-rBRINIE™) oA —BESLHET S, BA I B 36 AR 5L 5 (“Ca-eBiRIF L) o
FE— ST P, A A AR 6 B I 1 (“Ca-eBiR R IE™) o A — LSS S, B A 2
HATS BO MRS T (“Co-sBRINIE™) o AE— ST TT S, BRI HAT5 B 03RSl 5 (Cs-10
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BRINIE”) o 7 451 PR ) Cs - s R A FE AL FEAAH AN IR T 2R P 2 (Co) VBRI M (Co) SEA T 25 (Co) JER T
i (Co) IR I, (Co) VIR AL (Cs) IR 3L (Co) VIR ML (Co) IR 0 2 (Co) S5 7 Ml
PECs - st P J A0 5 A AR T HI A Cs - sk PR DL BR P J: (Co) W FR PR L (Cr)  BRBE 0
(Co) JIRPE =03 (Co) IR S (Co) IR0t (Co) « IR [2. 2. 1] P#fsEdt (Co) « 30 [2.2.2] 3¢
Jit i (Cs) 5 o 735 151 14 Cs - 1o B 2 A0, 435 AH AN PR T B Ca - s PR A DA SR £ 35 (Co)  BF - M
(Co) \IRZEEL (Cro) IR (Cro) < J\E - TH-Ei 3L (Co) « TEZEIE (Cro) JHR[4.5] ZFE (Cio)
K4 o T D P S48 P o) B L AE — L8 S 7 SR, BT B A S BRI (“ERERER IR L) B ER
B (& A AR B IR R0 3R R BRI L) 3= R (IR
57)) 3 Bl A BT & — N B A i DB B S B B IR AL HE Hor i
BN RE —AB A S BT B G, Ho e 4 i AL b B R R 3R |, 3F AR 4G
LR S BT R I 2 DR IR PR 2P I A B0 B AlE 3 A U B, B P 00 T BB B 20 A7 Sy AR B
A CARBURHIIRIN L) BORE — A B2 A BB BRI IRIN L) o/ — L850 7
Fr, BRI 2 R U Ca-1ali A 2 o AE—BE S 7 2, BT IR T A 22 0 B Ca - 14k
78

[0726]  7E-—LBSTyETT 2, BRI N E A 3R 14BN S5 I BRI R IR AL (“Cs-1a
NGEIE”) AE— 2525 /7 R, e 3 B A 3R 10308k [l (“Ca-103R 5837 o 7E —ES2 i 75
Z e H A3 R8I o (“Co-sA i dt”) AL —UESTE T B, e A 38 6 1 Ik
JR (“Ca- 6B L") o fE—LeSLil 7 Brh , B et A A4 6 IR+ (“Ca-eFRLE L") o FE— 18
SEHE T B e B A 5 R 6k i1 (“Co-e T IE”) o fE—LESLNE T B, e R A5 %
LOFRER I 5 (“Co-103RKEE”) o Co-6 PR it J 1) SE AL FE IR L3 (Co) AR T2 (Cs) o Ca-6 PR bt 2E 1Y)
SE G140, 45 HI AR Cs -6 M 5t 3 LA S PR TR A (Cs) IR T 2 (Ca) o Ca-s PR Jm A5 () SE 4G40 45 B AR Cs -6 34 2
DA S PR Pt (Cr) PRS2 B (Cs) o BRAE J3A UL BH , BB 00 T B FR b 2 37 b o 2R BUARH
CRIARHI IR HE”) BUpE— A B A BRI CHURI IR RE”) oA — S sL il 7 8
W, BTIR PR BT 2 9 AR B ) Ca-1a PR e 2 o 76— BE STt 7 S8R, BT PR e 2 A AR IR Ca-1a 30 e
H,

[0727] DR “ZRBREE” B IR 2 18 B BB R AL AN R SR (13- 22 14-JudE o5
IR Z, AP A Z R T 3k B L EAR (U3-14e IR RE”) SR A EE A ER
IR, REA DY o, 2 42 s T IR S A BRI - o RS ] O IR (“HRER 2R
INHE”) B2 IR () an, B 1 PR BB ER R =R R MR =0 R (=
RN , 3 B AR BT & — AN B N -k AR E &8 . IR 2 IR EE R Al A
—ANE NI ERE AN E A RE A R AR A e R R IR A
B2 NI A B R, Hoh o 3 SRR R BR B BAEZRA RS | B R b |
BRI IEIR S — AN E 2 A 7 HEBURS HEAA I EE R, Hp 42 S R L JF A
FERXFERIE OLT » BRR R R H 4k 248 10 72 Pk R L3R R I R E BRAE D H
Y B, BT O B9 R PR 0T M S AR BRI AR BRI R PR L) Bk — A B 2 A B
BURE) BRI RIF L) o AE—BESKT Ty S, ZR AR N R BRI 3- 1470 R 1 B o 7E — 245K
T ZE R RN AR 3- 14Tn R B 5

[0728]  fE—ResLyifi Jy S b, JRIN Ay HoAA B J5E AL -4 30 R JR (195 - 10T 3R 55 R ¥R
Z, Ho AN R I s e B 20 AR (“B-10 0 28 A7) o fE— 2L S S, R IR
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NEA AR -4 51 5-8TudE 5 RIS &, Ho A 44 S5 gk ik %0 R
AR (“5-8TCIRIFIL”) AE—LESKTi /7 S b, JR I By BT AR SR+ AL -4 30 2R SR 11156
TCAE TS IR 2, Horp A R S5 ST M e B 0 SRR (FB-6 T AR R IET) o AE— LE Sl T 2
W, BTIRS -6 Te 2 PR A 1- 34Nk B 20 A AR ) R 2% J - o A — BL S 7 &P, FTiR5-67t
PR HA -2 B 8 BRI IR 24 S5l o /E — B8SL i 7 b, Bridk5-6 e 8 R L A 1
AN RS BRI R R T

[0729] & 1A Z4 i 1 3—J0 JR B0 2L 1) 7 491 2 ] 60 B AHUAS PR T S0 R SR TR e 22 SR 2 TR TR 06
FEANIR IR BE s o B 1A 2R A 14— T0 2 R 10 7 ) 22 A B ARSI T 202 30 T e 2k
AR T BRI 20BN T Be it o A LA R R 15— T R PR A R AN IR T DY SR | —
SRR AL | Y SRy S | AR Iy B L L R e L e AN -2, 5- R . A 2 44
JR 1570 Z PR AL FE AR ANIR T U PR L e B L AU R A B0 G e 2 P Tt R B I e s
B 3 2R JE TR 7R 15— 70 2 R S AR EUAS R T = Na bl 2 | I el et RN — kRS .
A2 F 19670 Z2 PR 1) 78 18] P 2 ] 0 AR AN B TR e A2 | DY S e 2 . — &b v S A0
T2 R O e 22 o 57 7 20 24 S 511 6 — 70 2 P28 (1) 7 461 2 22 [0, B RS PR T R M 2 W 22
TR O bR AR O bR B 3 R IR A B PE6 T R B AR H AR T =R
FRINTFe e o B H IR 7 10 70 2890 2 () 7 491 PR 22 A A AR AR AN IR T 8RB0 B e i L Al o
IR P J5e 3L R 2 B B e 32 o 5 A 1A 2% R 1 80 24 PR 3 1K 7 491 P i A B G AE AN PR T 2+
WLkt (azocanyl) VR IR LT (oxecany 1) AR 238 f52 & (thiocanyl) 7= 14 XA
FRINEAFE  AHAR T, AN W | e R I L ORI R A SR IRy LI
SR IFEEWY I | DU S K IR CIR AL | DU S MR S | DU S bk I | DU A S R O | - I |
SUrrEIp AL \E Ol B R R P ERE A, 82 A AL g I [3, 2-
b P S Mg e | QI PRIV Jrdg e\ 5% R B D iR L R O A g e | ot R L TH-OR
Flel[1,4] ZREHE1,4,5,7- DS MEmE I [3,4-bInE g KL 5, 6- S —4H-PRIEIF[3,2-
b ML I (6, 7- S -bH-KIR I [3, 2-b] Mk M Ik .5, 7— S —4H- W Wy I [2, 3—c Tk & . 2, 3-
A IH-ERE IR [2, 3-bI e 3t 2, 3- AR IR [2, 3-b] ke Sk \4,5,6, 7- P - TH-TE g
IF[2,3-b]MLme L 4,5,6,7-PUE MR I [3, 2-cIMkmE 2.4 ,5,6 , 7-PUZEMEWY 3 [3, 2-b] Mk
£.1,2,3,4-T05F-1,6-Z5ng 5L, %5,

[0730]  RiE“FHH” I FH ARG D LA 614N IR i FEA 5 71 R R e 2
PR (40, R BEL = FF) An+275 1R ¥R &g (a0, 7EFRIREE 21 A6 108 1443 =i ) (1)
FEH (“Co1a75 37 o AE— 25Tt 7 20, 5 L H A6 NI I 1 (“Co 5 287 s il , 2K 38) .
FE— 2o st 7y AU, 5 BB A 10N R (“Cood5 227 s 4, 5 2 45 40 1 -2 B 2 2%
B oA Bty A, 5 AR B AN IRE - (FCuds B s fan, AR . S5 B i
3 R, Horptn b AW PTiA 5 IR 5 — B2 MR BRI R ARG, o i g
AEGER: fAE 5 2R b, 9F HARZETE T, kR 102 B 3R 102 55 3 R P ik R 71
B JBRAE HAME B I IR P RS AR A B CRECA 75 287 Bkl — B2 AN E
A EU CHURI 5 57) o FE— B8 STt )7 20, Fividk 55 2 (A1 9 R AR Co 175 2 o £E — 28
SEH T 3, BT 55 S S N AR Co 1475 3

[0731]  “T5bedk” s “Be ™ 74 1 Hoad FR 4 o5 kL A B e B AT, Hep e e U7 e
g b
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[0732]  ORE “JR05 B2 R ARAE S R R4 h B IR IR 7 A1 -40 R R 15— 14 T0 R 3R
B2 B (940, RO L = BR) An+255 RIS R 40 (B0, ZERIREE 51 b B 6, 108 144 L =iy
) WA, Hop R R B a7 gk B 280 ORISR (Fb-140 05 57) AT A — P E R
BIR TR F 7 HEE A, RE A o iF 4 ST DUNTIRBUEE A R 5 FE 2 3 R 4] LA
E— NN TP ERE DB LN RE T TRAE BN RS, b b X Frd
WG HEINE — DB AN IRIA BRI A A, P 8 e 22 5 3 I, 9F AR5 B
T R R B R AR R 2R I RGP IR AL E 05 B IR BRI R, o
Wi b R P 405 IR 5 — AN B AN 5 AR A A, FL P R A T R Bk O AL I
FHAZEE T, R R EE B A5 R WG 230 GF 5L/ 4405 55 3 R BR Rl 1) 2
H o H—ADNIRAE A R 1 2 0 405 B (91 0, W ok s e mpf ik Rl L 558) 3 4
Al PAEAE—FF b, B, AE 457 20 SR I B B (B9, 2-Ps| R 68) BRAEAS & A R R 36 | (4
1, 5-M| L) .

[0733]  FE-—LLSLiE Ty S, 75 2 N AE 5 IR A B vh B Bk 5 A -4 IR 4 S5 -1 5-
LOTC 5 RIF &, Horhp A Z JE b ke B 280, SRR (5107005 2E7) o AE—BUSL 7 52
W, B SRR S RS R AR P A - AN IR R 0 5-8 T A IR &R, Hp A 44
SRt o B R, AR (“5-8Tu 2R 5 HE7) oA ST B, R RN R R
B R M- A TR JE A 195-6 075 R FE &, Hodp A4 40 S5 o7 H e B 480, ORI
(“D-6TCZ A L") AE— B sLjifi 7 R, Frik5-6 02 75 3 B A 1-3/N% B &, EFAR 10 P54
JR AR BESET T Z P, RS -6 Ju R 05 B LA -2k B AL, AR PR R SR o fE — 28
SETE T S, ik s-67n 28 5 HA LR B A SRR R 5 PR EE S UL, REAE
0TI [ 2% 75 0 ST DA AR B (AR B 2% 95 457) Bog — B2 A B B (B
R 2855 5) o AE—BESLjE Ty S, Fridk 2 55 FE N AR B 5- 1470 0 05 Jik o AE— BE S 7 %8
Hh, I 2 55 Y BT 5- 1470 28 55 2

[0734] & LN R IR 1) 7 ) VR B -0 2% 5 J A A 4 , AHAS PR T, e i 22k | 1 el 2 g 7y
B o B 2 R A NG 1 50 2 5 L A LA AELAN PR T+, IR | ke e (IR L | SRl
WA e | DR A L R S A B 5 3 2% iR R s 491 1 5T 4 O B A LR (HANPR T, =
e T T ORTIIEE TR RL B AN 0 IR IR R 0 1 T A 05 R R A L (HANPR T, DY e
o A I A E A B R B PR 6o R 5 A R LR (HA R T, b me B . B 2 2R IR R
B PE6—Jm 2 5 LS A B4 AHAS PR T, ik g 25 ik S AL e 2t o 5 3 A 24 S+ 1K s )
PE6 7T 24 05 HE L A 43 S AHE  (HASR T, =R LA PY R 2 o & A AN R I 1 s 9 PR 7o 2%
PR AR EARIR T, B2 B R IR AR % S R BT S , 6 XUFR 24 55 L L A A
i AHASPR T+, W I | S Mg PO | Mg i O = L R JRIER Wy B | SR OR JR IR Wy R ORI IR
Wpg 22 L 2R S e 2 L DR R IR P 5 | D S e S R S Al R ORI R DR IR |
ORI PR AR | D B AR | [ i RTIIEE A TR A5 R 6, 6 XU BA A O Ak R A 04 L (H AR
Ty RS AR MEE bR | SR v bR | R R R | P L R R ik B s 48] P
=IO BRI R, HAR T, 3E0E B (phenanthridinyl) , oK FFIk ARG 5L R IREL (Y g
3 (acridinyl) Wy HEIR L (phenothiazinyl) Wy lEBE JE (phenoxazinyl) Flmy s &
(phenazinyl) .

[0735]  “JR5 el & “Brdk” ()2 5 HoAe $84 2% o5 e B [ AR e B i [T, Hop g i
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TEREREER 7 [

[0736]  UNINETER/ JG 4R “—ene () " I FHR/RiZIEF & A FE , 010, T ke 2 e F
(1) AN R A S SV 5 A M B 1) Ay B, e A Joe B 1 A AT, W e e B A R e S 1 —
YR, P 075 2 R0 R 00 A A, S R S R R 1 A R AT R P B R ik A
T N WA 3 2 N P B T e S B Ay B S ey S I 0 s I D S 5 2 S
F5 R A R .

[0737]  BRE S5H HERTA , 2B AR BRI R TR BRI A& F5 N BURBUR AR
(1) o AE—LE S 7 S, e M A bR L R lE B L R B L R I PR R BRI | 5 AN
T 75 HEFE A AT BRI o “ATIREUAR I 2 45 3L ] T DA AR BAS i B (il 2, “BA R
BCREAA” Be e, “HEARHY” B REUVRI” I, “BUAR” B REUR ™ e 2, “HUAR” 3L
REURRY” Zeloe i, “BUCRR” B R BV 0 2, “BUACRY” B0 R BT it , “HUAR
(197 B AR B e PR A, “HUARH” B AR BV 23R 28, “HRUARRY™ BIC R BRI 5 B Bl
“EUARIA” 8RR 655 28) i, ROE BRI RoR AR B2 D — AW R
HUARIEARE: , 49 0, ik B 3 W BUAR JE 7= AR R B AL A I B , Bl , A B R R AR 4
(ol FEHE IR AL T R B T OB AL A PR AE S AN, “EUARIG” R AR A — A
B2 AN A BRI A B LA BURCES , 3F U AERT A 45 I 2 T — AN B AR BRI, 728N fr
B BT IR B AT LA R BAS [« AR “HUR I SR a4 AL S YT A v RV EUR
SEHEATEUAR, I ARG AR SCHTIA KT R 2 AL A W 0T — B 2 A R B S A FE 15 2
FRENERE— TG R H G T AR E R, 245 (%0 7] LA A S EAR
SN/ BAT— A 3G [ AR ST AR, , B0 2 R S5 I BT TR A S 1 3 o0 o AN K
BT AS AAEART 75 XA A ST I (1) 7 18] 1 B L PR il

[0738] 7 {3 P i Jo AR A 58, (HAN PR T, B 28 . —CNL —NO2 —N3 —S02H. —S03H. —OH . —
OR*®,—ON (R") 2.-N (R") 2.-N (R*®) 5"X "N (OR°®) R®" \—SH,~SR**,~SSR“*.—C (=0) R**.~CO2H.~
CHO.—C (OR®) 2. —C02R**,-0C (=0) R**,~0C02R**,~C (=0) N R**) 2. -0C (=0) N R"") 2. -NR""C (=
0) R*,-NR"*C02R*® , -NR*®C (= 0) N (R*®) 5. —C (=NR") R**,-C (=NR"") OR**, -0C (=NR"") R*®,-0C
(=NR"®) OR*®,~C (=NR"®) N (R*®) 2. —0C (=NR"") N (R*®) 5. -NR®C (=NR"*) N (R**) 2. —C (=0)
NR"PS02R* , —NR"PS02R*® , ~S0oN (R*?) 2, —S02R*, —S020R*,~0S02R**,-S (=0) R**,-0S (=0) R**, -
Si (R*™) 3.-0S1 (R*) 3—C (=S) N (R"®) ».—C (=0) SR*.-C (=S) SR*™,-SC (=S) SR**,-SC (=0)
SR*™.,-0C (=0) SR*™,-SC (=0) 0R*™*,—SC (=0) R**,-P (=0) 2R**,-0P (=0) :R**.-P (=0) ®R*™) 2.
OP (=0) (R*) 2.—-0P (=0) (OR°) 2.—P (=0) 2N (R*) 2.~0P (=0) 2N (R**) 2. P (=0) (NR"") 2,—-0OP
(=0) (NR") 5. -NR®*P (=0) (OR®®) 5. —NR**P (=0) (NR*®) 2.—P (R°°) 2. —P (R°°) 3. —OP (R°°) 2. —OP
(R 3.-B R™) 2.—B (OR"®) 2. —BR* (OR*®) . C1-10%5t 3  C1-104 < f U H5E 3 L Co1007 it L Co1of AL | Z1
Cr-1005E3E  Z4Co- 1008 3  ZCo- 10l 3 L Ca-10BR IR L L 31470 2 IR L L Co-14 75 FE N5 1470 2% 75 3,
Fo AT M ORI L TR I L R L R R BRI L R BRI L 5 SRR R O S ST b
BURAO0.1.2.3 485 MR F

[0739]  mmi i+ BRI A L R348 : =0, =S, =NN R") 2. =NNR""C (=0)
R™, =NNR*C (=0) OR**, =NNR""S (=0) 2R**, =NR""., B}, =NOR"°;

[0740]  R*™[AJEERPIE AR ST HE 1% H Crorob5e 3 Croro s < A E 38 L Co-10F i« Co-10J AL L Z+Ci-10
PEdE L Z4Co 100 L L 42 Co 1ok 3 Co1ofR A AL . 3- 140 22 IR 3 L Co 1475 2L M5 14T 2% 75 4L, B)
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PR B FE 2 DU i3 - 14 70 8 R R B5- 1470 2 55 30, Hirh &M be ik Ok LR 3t L e
B J ML BRI RIR I  J IR S5 LRI S T B 041,24 3 485 RV 5
[0741]  RPPHy 4 17 10 b ST s 2% 19 & . —OH. —OR™ . =N (R°°) 2. —CN.—C (=0) R**,—C (=0) N
(R) 2.—CO2R* . =S02R™ . ~C (=NR®) OR**,~C (=NR“) N (R°) 2, —~S02N (R°°) 2,~S02R°® . ~S020R** , -
SOR*.~C (=S) N (R*®) 2.~C (=0) SR**,~C (=5) SR**,~P (=0) 2R**,~P (=0) R**) 2.~P (=0) 2N
(R°) 2.—P (=0) (NR*) 2 C1-10J58 32  C1-104= 51 A KT I « Co-105 3« Co-10JR I L ZCi-10f58 38 « 42Co-10
I dE (ZRCo10B I L Ca-1oBR PR IE L 3-14TC 8 IR JE L Co 1475 JEFN5-14 70 44 55 3, BRI RO IE [F] 3%
FEUAE 3 -14T0 2 A L 5 - 14 0 28 75 JE B, Hirp 35 AN oe ik M 2k L it L Jbe | ZRl 2t L 2
BRBL BRIRIE  JRFRIE 55 AN SIS M B AT 041 .23 45 RYIE 5
[0742]  RECHJEEFhIE AR ST 1 H & Cro105E 3 < Cro104 B AT I | Co-1oMi AL L Co-rolh 3 | 2%
Cr-100E 3  Z4Co- 100 3  ZCo- 1003 L Ca-10BR IR 3L L 31470 Z IR 3L L Co- 1475 FE RS- 1470 74 75 3,
B AR HE A 3 DA A3 14 T 2 PR L B 51470 24 55 JE R , Horp &AM i A i L bt | 24
BE A ZR L L S RRER L L AR BR L | 9 SR A I S ST A 0. 1. 2.3 4E5 RV
;
[0743] R 455 it vt b ST Hb 3% 1 B 25 . —CNL—NO2, —N3.—S02H. —S03H.—0H.—-OR*®,—ON
(R™) 2.-N R™) 2. -N R™) 3X "N (OR*®) R™f . —~SH.—SR**.—SSR** . —C (= 0) R**, ~C02H.—CO2R**.—0C
(=0) R°®.-0C02R°®,—C (=0) N (R™) 2.-0C (=0) N R) 2. -NR*'C (=0) R°®,-NR*f C0sR"® . -NR*fC
(=0)N (R™) 2.—C (=NR™) OR®*.-0C (=NR"") R®*.-0C (=NR"") OR**.—C (=NR') N R™) 2.-0C (=
NR™) N R™) 2. -NR™C (=NR™) N (R™) 2. ~-NR™S02R°*, ~S0sN (R™) 5. -S02R*® . ~S020R*® . —0S02R*® . =S
(=0) R*.-Si (R*) 3.-0Si (R°®) 3.—-C (=S) N R"™) 2.—C (=0) SR*®.—C (=) SR**.—SC (=S) SR* .-
P (=0) 2R**.—P (=0) (R*®) 2.—0P (=0) (R*®) 2.—0P (=0) (0R®®) 2. C1-6}5 & C1-64 X F UL . Co6
L Lol it L Z4Cr6 i di L 4 Co-eMiid « JRCo-6JRH | Ca- 105 IR 3 310 TC 24 A3 L Co-1075 3 . H—
10T 2% 75 45 , L AP 3N Bk Bk B L e i L 0 i L e R IR L | R | D5 R %
F5H ST AT 041,23 AR5 MREERE ], B A 2867 R 7] 72 LUl = 0B8] = S 5
[0744]  ReCH B PE I 7 % [ CrosFk  Croo43 3 A 5E 8 | Co-o i 3 L Co-e)oR I L 2 Ci-ohE
F = Co-efiFE « A2 Co-ehRFE L Ca-10BR IR 3 < Co-1075 3 < 3- 1070 & IR I FN3-10 0 4 75 3 , Horp %A~
eI M A BRI | R IGE I | R A | AR S RS | R BRSO I R O B ST L B 0
1.2.3. 485 R* A
[0745]  R™FAEFOE (0 IRST 3% A Croal 3\ Croa A5 AR EFE | Co- 65 22 Co- eI L 24C1os
YrE g R Co ol JE L B Co e bt I L Co1oBERFE L 3-10 70 Z IR 32 L Co 1075 2 A5 —-10 70 24 55 42 , B A
RYFEA B A3 10 TE 24 PR L B -10 E 24 5 F 30, b 6 AN Bedik M3t Bt L e 3t L 2
M R BRI TP L PR A L 5 N G O ST AR 0. 1.2, 3 4B R A s H
[0746]  RES{ AR PG S A7 H Y, 1K 2 . —CNL—NO2. —N3 . —S02H. —S03H.—OH.—0C1 652 5= . —ON
(Cr6BE3E) 22N (CreBE k) 2. N (CreBEdk) 3 X NH (Crebi ) 2'X * NHa (Cr-s5E4E) ‘X NHa'X >N
(0C1-6%255) (Cr-skidl) \—N (OH) (C1-e%EE) \—NH (OH) \—SH.—SC1-6%% 5% . —SS (C1-ekt3E) . —C (=
0) (Ci-6f5t2&) —C02H,~C02 (C1-6ft2) \—0C (=0) (Cr-sHEE) \—0C02 (C1-6%5E2E) . ~C (=0) NHa—C
(=0) N(C1-6%E3E) 2. —0C (=0) NH (C1-64E L) .-NHC (=0) (Cr-skedE) —N (Ci-skz L) C(=0) (Ci-6
Je k) \—NHCO2 (Ci-6ft38) —NHC (=0) N (Ci-6ht ) 2 —NHC (=0) NH (C1-644%) —NHC (=0) NHa—
C(=NH) 0 (C1-6kE3E) .—0C (=NH) (C1-6}23E) .—0C (=NH) 0C1 6453 .—C (=NH) N (C1-6J52 ) 2. —C
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(=NH) NH (C1-6$5t3) +—C (=NH) NHa»—0C (=NH) N (C1-6/5t#%) 2. —0C (NH) NH (C1-6$5e ) -—0C (NH)
NHz—NHC (NH) N (C1-6%E32) 2. —NHC (=NH) NHz2 . —NHSO2 (C1-6f525%) - —S02N (C1-s553&) 2. —S02NH
(Cr-6JE2) —S02NHz2 —S02C1-6%T 5 \ ~S020C1-658 8 . ~0S02C1-6 4 8 . —SOC1-6J5 3 . —Si (C1-6T
) 3.-0Si (Cr-6f5t ) 3-C (=S) N (C1-6%5245) 2. C (=S) NH (C1-6%E L) C (=S) NH2.~C (=0) S (C1-6
FEdt) —C (=9) SCi-shE . —SC (=9) SC1-6%t . —P (=0) 2 (Ci-64tFE) «—P (=0) (Cr-6kEE) 2. —0OP
(=0) (Cr-6¥t3E) 2.—0P (=0) (0Ci1-6kt3k) 2. Cr-6BE AL C1-6 4G AL AL | Co-6fi I L Co-s ek | J1
C1-6lE 3\ 2¢Co 6l Fk . Z4Co-e B I L Ca10MR IR I . Co- 1075 482« 3-10 TG Z EA AL L 5-10 T 24 55 AL B
ANEELTRECEUACIE Al R LB = 08k = S s b X A BT 1

[0747]  RiE“pq” Bk “pd ™ AR AP VA GEAR-CD B GBRAC . -Br) BA (AR -
Do

[0748]  RiE “F2IL” B B R 5L -0H RAE “HUC IR L7 B BRI #2427, B B JF
kK, iR i 58A S FERBEREN AR SRR BRI R, HERIEA LT
FA - -0R* 0N (R") 2,-0C (=0) SR**,-0C (=0) R**,-0002R**,~0C (=0) N (R*) 2,-0C (=NR"")
R*,—-0C (=NR") OR**,-0C (=NR"®) N (R*®) 2. -0S (=0) R**,-0S02R**,-0S1 (R**) 3, —OP (R*°) 2,—OP
(R°) 3.-0P (=0) 2R**,-0P (=0) (R*®) 2.—0P (=0) (OR°®) 2.—0P (=0) 2N (R*") 2 F1-0P (=0)
(NR") o, HirpiR*®, R ARG S i o Lo

[0749]  ARiE “Z A" & F5 A F-NH o RIE “HUR WL, 5l Ik, 48 IR I —
BRI 2 B B = BRI U o AE — BE S 77 B2 v, P “BA I U 87 S B AR R B
HUAR &5

[0750] AL “BEEAMALL & eiE P 580 FEEERN AR 7 —ME M —4
AR H BRI RS , I HARGE 1 LU TR AR -NH R") L -NHC (=0) R**,-NHCO2R™ ., ~
NHC (=0) N (R**) 2, —NHC (=NR**) N R"®) 2, ~NHS02R™ ,~NHP (=0) (OR°®) 2FI-NHP (=0) (NR") 2, }
IR RO HIR A AR SCHT 5 S, HALH 3L FH-NH R™) IR A A

[0751]  RiE“ZHEURI AL & &4 b 580 FHEEEEMN B R A dEE L H
BRI S L, IF HALHE S B LA R 3L - N R™) 2. -NRPPC (=0) R**,-NR"C02R** . -NR*"C
(=0) N (R*®) 2. —NR*C (=NR"®) N (R*®) 2, —-NR**S02R** . ~NR"®P (=0) (OR°®) 2 F1-NR"P (=0)
(NR™) 2, FH R RPFIRHIAS SCHT 52 5 6 1 A2 i 15 R 43 1 B4 B ) SR A A i AL B
R

[0752]  RiE“ZEURMARL" &48 e b 5801 BEEE RN E IR 73 =N EF R
(M I, 3F ELAHEIE E PA R IR : N R™) s A1-N R) 5" X H s RPPAIX S A ST Lo
[0753]  ARE ML 2 P65 19 ~S0oN (R™) 2. —S0aR™ FI1-S020R* 1) 52 A , 3 Hp R* FIR" 41 4% ¢
B Lo

[0754]  RiE “WHREEIE" & 557 -S (=0) R*, R AR SCE Yo

[0755] AR5 “BiiL” 5 HA L MBI EF :~C (=0) R ~C (=0) OR"'.~C (=0) ~0-C (=
0) R, -C (=0) SR*.-C (=) NR™) 2.-C (=) R, -C (=) NR*) 2. -C(=9) SR .-C (=
NR*) R ~C (=NRM) OR™ . ~C (=NR™) SR™ H1-C (=NR*") N R™) o, P RM A s 15 265 BURBUR
HUAR 3 35 5 BB AR P 30 35 B TR BUAR P U 5 B BR B AR B 256 PR sl
PR BURBCR BRI SR BT SCRE R HR R A s BRR BRI S B RBUR BRI L S8
(BTG S RE R MR IR ] s BRRBAR R S B BR BRI  STREI BT SCRE [ Be 5 s PO
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BCAR AR S EUARECR HUAR Y  S28E I B0 ST RE 1) 445 25 s BUAREICR HUAR I Bt s B ECR B
(1) 75 22 BARER R HUA 1) 2 75 26 L Mg I S 1A AR 2 L i IR i 2 [ AR 2k | e B At | e R A 2L
77 LA FE  F I FE I IR FL B R 3L (thioxy) 2% T iR Fk A AR AL e LA 3« Zx pe AL A 3
F I | O BRI L BB TR R AL A U L B AR R R R A A | - e
AL DR A S | B I R B B s R B AR S A —
T 5~ 26— T0 28 o 715 49 P Pk LA 45 % (—CHO) FR TR (—CO2H) I« Bk pii B8 Pk e « IV Jig T
PR TS \ P R TS AR o I 22 AR 04 (B IR T, R SCHR AT — AR A, 33U Rl AR
SE R4 (1, M RS2 ] e 2 L Ok Bt L R R IR S ] R B ) o 2 L R 0 0 L R SR L A
RO R T R J I B U L R E L RV IR IR = A e
I A R I pr AR R I L IR S RS AR s SR L et gy A L 5 A e | IR R A
R ) 8 A e B N B e B A B = e B A N B P e B A 8 B e Y
TR FE IR FL e SRR AL 2 e SE IR 2 L 5 SE M L L R 5 AR At L B AL A A A, o A — AT R
3 ] A3 — D EAR)

[0756] ARG “FRREHEE” 4R HEH -Si R™) 3, HR™“ A 2 Lo

[0757]  RiE B B HEE =0, HARWE TR 183 H =S,

[0758] U5+ Al N EUARBCR BT, R ZE 0 ;uvr, 3F HadE R aUE 7 i &UsE 7 8L
RIRFRZEE o PR F BB, (AR T, & -O0H. —OR™ ., ~N (R°®) 2. —CN.—C
(=0) R*®.—C (=0) N (R°) 2.—C02R™*,~S02R** . =C (=NR"") R**,~C (=NR°“) OR**,—C (=NR°) N
(R) 2.=S0aN (R°®) 2.=S02R°®,=S020R°® . ~SOR™,~C (=S) N (R°) 2.~C (=0) SR°®.—C (=) SR®,-P
(=0) 2R*.-P (=0) (R*) 2.-P (=0) 2N R*®) 2.-P (=0) (NR®) 2. Ci-10%5e 3« C1-104= 11 1 e I
Co1007i 42 « Co10JR L L % Crrof5e dE L B Co 100 3  Z4Co 10 22 L Ca10BR AL L 31470 24 I AL L Co-14
75 51470075 3, BUSNJE 4R PR LA 25 5 T i3 -1 470 R PR L B 1470 24 75
FEIR, Hor AN e e bR L R i | R B L R VBRI L R | O N 2 O
SEHUACAT 041,23 4B MRV, H AR R RERIRY 1 E 52 o

[0759]  fE—uesiiy b, &R 1 B AZTE R EUR S N AR B 2 R el kol “d LR 3
F”) BRI B T, —0H,—0R™ -N (R™) 2. —C (=0) R**.—C (=0) N (R°®) 2. —C02R**, -
S02R* . —C (=NR°°) R**,—C (=NR°°) OR*®,~C (=NR°°) N (R°°) 5, =S02N (R°) 2, —S02R°", ~S020R , -
SOR™.~C (=S) N (R*®) 2.—C (=0) SR°°.~C (=) SR®*\ C1-10%5E 4k (21 F5 Fe ik « 2455 452 35) Ca-10
3 L Co 1ol It L ZCrorobE 38 L 4 Co 1007 it « Z4Co 1ok L Co1of IR L L 3— 14T 24 PR AL L Co- 1475 52
5147044 75 A , Hor B AN e M ok L e B L i B L e B I A R L PR 2 L S I
I | S R A 2 ST M EAR AT 0 14 2.3 ABS AR, HLH: R (R LR AIRY A1 A% S T
TN BARAP I N AT 2, 3 H A FEProtecting Groups in Organic Synthesis,
T.W.Greene and P.G.M.Wuts, 5 =%, John Wiley&Sons, 199991 PE4HAFF I IR LL , 11% S0
WRIEAARSHE RS E

[0760] 5t B AR L Ak e L A (941, —C (=0) R™) 3% B AR T, BBz . 2Bz . &
LG =R OB = OB IR 2 B e 32K B TR I e ML v 9 e 3k e A I e
N—2 B [ 32k 2 5 TR U R S AT AR 0 2 B T M 6o R R TG i« AR 3 2 3 2 Ik e AT i i
IR i N TRV e A i . (N = A R A e e A 2 ) S i 3— O i R )
PIBERG « 3— (AT AEZE 2K ) TABERZ  2-FF 32— (AR AN 2 2R A L) TR  2— FF -2 (AR R A 4K
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FEORAR L) ARG A5 T BhRG 3 FF S -3 M 2 T Ik e - AT A 2 PR Ak I i AN -2 T 22 2 T
AT ST R L B B e L FHAR R FR 9t A 2k FR ) 2R FR B iz o
[0761] SRR I fn g 3k R G L ] (B 21, —C (=0) OR™) A045 , (HASPR T+, & 3 Y g PP
B 2 P IR B B R 92 A LB (Fmoc) 228 F R 9— (2-Tifi Jk) 27 3 P 2L L
RO (2,7- 0 Zj HE AR VR R R, T- T AR -[9- (10,10- 254810, 10, 10,
10— PU S Rl L) ] LS (DBD-Tmoc) - 242 FF R4 — R 48 26 28 R Bt R 24 15 (Phenoc) ZUE H R
2,2,2-=& .38 (Troc) &I FF IR 2— = H 4 FF ik e 0k 2 B iR (Teoc) & F IR 2R 4L 2
g (h7) EIEF IR - -4 Rk -1 -F 3 238 B8 (Adpoc) EIEF R, 1- —H F-2-x 4%
CHEEE VEIE IR, 1- 52, 2- R KR (DB-t-BOC) VEILHF R, 1- ~FHFH-2,2,2-
Z& . HETE (TCBOC) A g 1 —FF e —1- (4-I R L) 221G Bpoce) VAR IR 1- (3,5 -
BT AR ORIE) —1-F 3L 2 L (t-Bumeoc) (E L R 2- (27 -H47 -k ig L) £ HE (Pyoc) V&
FEFER2- (N N-Z I O B L) B 2 R AT 2R (BOCEBoc) R EH R 1-4
NI RS (Adoc) «Z R IR 2. M 2 (Vo) L BRI T LT (Al loc) < EUEF IR 1 - S A 2%
I AL (Ipaoc) 2 FF R AL EE LB (Coc) 2 FF IRA- RS SE A A AL B (Noc) (L RS-
W K S | e P RN LR E R R . AR I IR be B R 2 B P PR R R iR (Cbz) 2
FR 0] AR A R T (Moz) 202 FR ) il 22 R I L 2 AP B VR B T 2 A P R X &L
WCILES LR 2, 4- G IR AR UL R4 IR I BRI I (Msz) (R R R
SR P L | G R P R R PP LS | P R 2 PP R O 2 B L U Y R - P R R 2
FEIE 2R R 2 O FF R B AL) 2 25 /A R [2- (1, 3— =M e ) 1 FF 2 E (Dmoc) &
FEFP PR 4-F LRy FL IR Mtpe) 2R IR 2, 4- — 1 ALIEwy Ll (Bmpe) 2L H R2-TE A &
Hlg (Peoc) &L R 2- = R FEE L R T LIS (Ppoc) VEIER R, 1- -2k 2 0
G 2 P R 1) G — 0T T R A S S L 0 R o) (R ) R R A R 5
SN L FR L | R R 2 - (S R ) —6 - R B LB (Teroc) & 3% P IR ) il 3k 2 3k
B2 RS, 5 FF A R I | U P IR AT 2 R S L R IR 3, 4- A 61
SR TR R R IR (BB AL R L) FR Ll & R R R R L R AR R S RS A
G2 IR A AL S RS L F L R PR T RIS L T R PR O B L R PR I B
S PP R PR TR 2 PR R P ) 2R AR B R I L R R R 2, 2- R AR AR 2 M A T
AR ERAR (N N- B EAL) RS E AR, 1 - -3 (N N- R B
5 TASERS VAR IR, | - R P e S G 2 R iR — (2N 28) R 2 2L FF iR 2 -1k
e 22 FR L | U P R 2T A I B R vk i BB R R R ¢ T R R R
SNBSS RAT (0 - AR R K S PR - A T A VR
R |- FR LR Ll S IR | - - 1 IR TR S AR R R R R - -1 - (3, 5~ R A A
IRIE) R VE SRR - -1 - IR AR L) T VR A IR - -1 R 2 0
B Z AR IR LR -1 (- g dt) 2 T L UL R I DR BRI L A R R CRAB L) R 2%
BE LR ER2 4, 6- =R T ORI  E R F R4 - (S ) RS L IR2,4,6-
=R
[0762] AR P I ANER B L ] (B30T, -S (= 0) oR™) A5G, (HASR T, % B AR A (Ts)
RS NZ . 2,3,6, = B—4-F AU IR i (Mtr) (2,4, 6- = S E R B ik (Mtb) .2,6-
TR 4R FOR TR BE S (Pme) £ 2,3,5, 60 B 3L —4-FR A L ORI EE G (Mte) L 4-FF AR SL R
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T LR Mbs) 2,4, 6-=FF FLIAHEBEIE Mts) <2,6— - F & Fh—4- B L 2R R A% (iMds) 2,2,
5,7,8~F F A0 -6 -1 Bt i (Pme) ~ F e BB e (Ms) B~ = F 5 P ek ek 2, e ik 5 i
(SES) \9-TTs Btz  4- (47,87 - F S L 25 5 FF L) Ot i i (DNMBSS) R T It i . = 90 R
ST RN R I R A I

[0763] e AP AL EHE, AR T, Wy MER 3 - (10) ~BE S A7 AE W) N =56 B i 19 22 4
FEBE AT A N R R G R RRACE AT AE W) NI B I TR TR A B AT AR Y N- 2 3
BRIRATHEY 4,5~ 2K 3L -3-WEME bRk —2— R N4 % 2 IS0 i N— AR A BR 1T B W0 i
(Dts) N-2,3— " ZKFE TR E U % N-2, 5 FEME g N-1, 1,4, 4-PU B3 — H e e it s 24
KN A4 (STABASE) 5-HUARHI L, 3- k-1, 3, 5- =R &I O -2 - HUAR A 1, 3-—
1,3, 5- =M A -2 1 -BUAR I3, 5 R 4R R N— R s e N TR L e N
[2—- (=R PR IE) 2503 ] FF L R% (SEM) W N-3-Z B4 L TR 3L 1% JN- (1 - TR F -4 - Al 3 -
2~ A3 -TE IR 5t -3 3) it 2o dh NN R G N- 2 (A-FF S R R L) FR L N-5- R R IR
PRI N-=OR B T R i (Tr) N-[ (4-F AU OR ) —OR R R T fle (MMTr) WN-9-J Bk 27 Bk fi
(PhF) \N=2,7- 5 -9—2jj H I R e fli N—- P B i AR R 0 (Fem) N-2-THE g FRRR S0 AN 44,
AR IN=1, 1= R A R I S g N— I - R g N R 4 25 S fl N 2R 1 R e
N-[ (- 3E) 35 = 2R JE T 3P FF R e JN—- (N N — R R U P L) e NN/ — SR P TR 3 —
e W N=Xof il 25 SV e AN 7K A% B e A N5 -G KA BE i WN- (55 -2 S O 0 DR R
FEE NI O N- (B, 5- R -3 A -1 - O 2 e N-BIGEfiT A2 4 W N- 2R LA
BT N- DR 3E (FLE A -4 R ] i N4 2 5 N- 5 BE A ) N T 2 i N- P A
Ji& \ FaN-48 A 2R L BB % (Dpp) « — R ZEBRAR B BEfE (Mpt) - 2R IR ARG % (Ppt)
TR R IR IS AR R AR IR I ORI G IR T R VR I e . 08 i S R i
fie (Nps) <2, 4~ S 3L 2R WA I SR TR IR G « 2— il 2 —4-FF S 2R IR B i . = 2R 0
FF e IV T P e 0 3~ S b e S T 9 i (Npy's)

[0764]  7E—UE5jif 7y &, R T B AFAE R B R A AR B 2 (FE B FR A SR AR
)RR AR, EAE T, R -NR™) 2. -C (=0) SR**.-C (=0) R**.-C0:R*,~C (=0) N
(R™) 2. —C (=NR®) R*®,-C (=NR"®) OR**,~C (=NR") N (R*®) 2. =S (=0) R*,-S0.R**,-Si (R*®) 3,-P
(R®) 2.=P (R°) 3.-P (=0) 2R*.-P (=0) (R*) 2.—P (=0) (OR°) 2.—P (=0) 2N (R**) o F1-P (=0)
(NR™) o, H R, RO FIRHIA ST 58 X o AR A2 A ST AT A i) HL A5 VR4 A T
Protecting Groups in Organic Synthesis,T.W.Greene and P.G.M.Wuts, 58 =i, John
Wiley&Sons, 19999 [ HRLL g H B AR SHEASF

[0765]  JRBIMEERYIEAHE,HAR T, B 3L B AL L (MOM) . FF LA 3 FR R (MTM) A
TAERRAE R I ORI R RE ST A R A (SMOM) | A A R (BOM) 4 R A
LA FL L (PMBM) | (4-FR R FE IR L) L (p-AOM) « @ G L (GUM) AL T A L H
Fe AR FE I L (POM) I RERE AL AL - L LI F AL MEM) . 2,2, 2-=& 4
AP, Q-R A B 2- CHRIERREGEL) AR F B (SEMOR) | DY 2tk g
(THP) « 3—¥5AX VY S ML I 2 | DU S P g S, 1 - FR A B PR i 3 L 4 P AR 2 DU &L PRg 5 (MTHP) L4~
PP 4, 25 U g g e | 4— P A DY MR I LS, S— A 1- [ (- —4- TP ) 2R ] —4-F 4
FEORME -4~ (CTMP) 1, 4- == be -2, P & Wk mg AL PO &R AR ok g g
(tetrahydrothiofuranyl) .2,3,3a,4,5,6,7,7a—)\&-7,8,8-=H J—4 , 7-3F B H: 2% Ffk
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IE (methanobenzofuran) —2-3L . 1-Z A AL 1- Q-G OAE) A 1-FE-1-FEHE L
- R R O I - - L AR R 2R 0 2,2 2- = G 2 - = A
REGEIE 2,0 L 2— ORIEENIL) 205 BUT B M TR 22 0o R ) PR AR R DR L L 2, 4- i
ORI VR (Bn) O B AR R AR L3, 4 R AR R A L AT A B N A A 0 e AR
2,6- EUR L N IR R O IR I | 2T R L 4k e R 2 3R -2k e R JEN-
EAY) . IR p,p’ IR ORI 5 ORI (dibenzosuberyl) L =R FEH
i a—ZEHE ORI AL G AR R RS R T G R RO R L = (A
SEIRIL) I 4- (4 -BARIR OB AL R ) ORI 4,47 47 -= (4,5 AR B
SRR B 4,47 47 -= G (levulinoyl) 2R HEL) L 4,47 ,47-= CEF B
B R L) R 3- (k1) (47,47 - SRR PR 11— (4R AR R R ) -
1/ —PRAE R A L O-TEUE L 9— (9 R JE) MR B L 9— (9- TR -10-% ) BAE 1, 3- 2RI AR 30K,
£ (benzodithiolan) —2—3& 2K Jf FEMRIELS S-SR 04 = F EH LR AL (TMS) . =7, 3L
ket (TES) = B LT A (TIPS) \ —H B e A R R ke 2t (IPDMS) L B A AL
fEfe ik (DEIPS) O AL A RE B g (dimethyl thexylsilyl) U] ik — FF Jk HF R e ik
(TBDMS) AT 3 - ZRFE R EHE L (TBDPS) « = R et . =0 R R RS (tri-
p—xylylsilyl) ZIRFER LGS ORI AL R 5e 5k (DPMS) 50T 2 AR A8 2 R R Rk e
FE (TBMPS) B BR B 2K B 9 0k FF AR IS . 2 FR IR W &l L IR BR . SRR . = A 2R =/ &
T A 2 BRI « — RS R A0 2 PRI R AEU 0 L TR A SR A B IR B\ 3R AR TR TR
Bg . A-EURIRES (B TAFRES (levulinate) ) 4,4 (V. 2.3k —BRAY) [RERES /3h G pidt —
A4ERE (levul inoyldithioacetal)) HT IR AR 4 NI EREE 2 B QMR 4-FF LT G R
5 2K B R IE 0 R RO R R 2,4, 6 = FF B OK P R T CRERBRER) BRI . 927 2 FR Ak
IR HE (Fmoc) « ZIERRERER <2, 2, 2- =S LIRS (Troc) «2— (=R R RESE L) 2 AL IR
Bg (TMSEC) \2- CREET B ) & Bk R B (Psec) (2 (R FRT L) R R & IR (2-
(triphenylphosphonio) ethylcarbonate) (Peoc) « 5 T JEGRELHE £ 45 3tk BL G s TR 2 bk
BTG AU T HERR RS (BOCEKBoc) X ML IR SEBR IR B . SRR IR BG4 A LR SE R IR ER . 3,
4= R IR PR IS AT A J N R PR L 0 A I SR AR IR B | S-S IR AR AR IR BB L 4- 2
AFE-1-ZE R IR ER L P L AR R R L 2T R Y R B L 4- B L T IR B 4 At —4-F
SRR BE AR — (i R L) JK IR 2 F B S R TR I 2 (R AR AR R F A L) 203 . 4- (R
BRI B AL TERER . 2 (L AR L A L L) JE RIS . 2, 6- Al -4-F RO L 2 R
BE.2,6- =& 4-(1,1,3,3-PYF R T B REFEAEES . 2,4-— (1, I- =R ) REH
BRlE R R TR ES 5 T R ES . BRHIERER . (B) —2-H JE-2-T M ER R . 4B (FF 4 £ B )
R RE - ZH MBS HERE B EN,N, N N - Y B B B R B
(phosphorodiamidate) - KEHEN-TK I Z I F RIS I ER B - FR JE B L W AR B 2 | e 2k 2, 4
TAHAE R SRR IS DR ERES T bR S (P RRERER) | SRR A KRR ES (Ts) o
[0766]  7E—ULsLiifiy v, iR+ LAF AR U RS AR AR 92 (BFRA SRR E7)
BAR 4 AR (HAPE T, -R* . -N (R*®) 2. -C (=0) SR**,-C (=0) R**,-C02R**.-C (=0) N
(R™) 2. -C (=NR"®) R*®,-C (=NR*) OR*,—C (=NR"™) N (R*") 2.—S (=0) R**,-S0.R**,-Si R™) 5, -P
(R%) 2.—P (R°) 3.-P (=0) 2R**.—P (=0) (R*™) 2.-P (=0) (OR°®) 2.-P (=0) oN (R"®) 2H1-P (=0)
(NR™) 2, Hrp R RPPFIRHIIA ST 58 S o B AR A7 3 A2 A ST O BT F ) HL AL PRI A T
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Protecting Groups in Organic Synthesis,T.W.Greene and P.G.M.Wuts, 58 =i, John
Wiley&Sons, 1999 (I HRLE I H G| AR N E NS

[0767]  AHIIFRE A “E LB L6) & AU AT, R R P E N FEE
[R50+ F B, Horb iz + v B S FBUR PR o AR SO F L B 25 2 B TR BR B R 1%
AR E B 2 W, B0, Smi th ,March Advanced Organic Chemistry 6th ed.
(501-502) o7 11 15 2 A A0 4% , (HASBR T, o 2 B8 7 (il S+ IR S 7 B 1) -
ORaa (45 FIEAHZERS , H Raa A BT 2 X) -0 (C=0) RLGEL-0 (S0) 2RLG (5 1, HH 2%
e I S | R e B S ORI RS) , L RLG AT 328 B e 22 A e AR ) o5 kBT e B 1)
T HE A EAH LT TR B 2 B A K B AR ST Ty Fo T, TR B R B A A T
[0768] A HIE AT A5G &2 — B " 246123 4802 Pl I , 1 HAAHEVEH , 4
an, NTEA AT E3 T E 2 254 A2 2 3E A3 AFME TE .

[0769]  “HE-F A" ZA4REH AT HART & LA AN AT S A

[0770]  ARTE “BrAKA G W BLBE” A& 45 2 0 B O I BRI AT AR 40 o B KA 5 P A4 H A A A
NS P (BT LA RCR 77 BCR S B (1 anie B IR AR 4E R 2 08 - ARG
B AR R B SRR SR TR B R BROK AL B B D EATIAS BE K A B/ N iR 7K
1B R 2 B RE AT DL 38 2 CyHay Oy (911201, Coli206 (CUME QAT 214 ) Row , Hiby 2 Z Tk
KT 30 B 7] LA RO ol xR B — L8 2 Sl A D 50 o 1 40, IR 22U Bt 2
CsH100a H. /2 B o FRAREIE 5 FH 56N J5L -4 1, FFRAf 4 AR o O AT R SR s &
W, SURK R R e S A B, e ARPR 9 BRI o SRR A AT DA R B B IR A = A DA
BN SR LR, 3 A PR S TR T BB R BRERE o H el R 3 B PR IR 7 AR A A e TR
R TR PR AR ) TR ) S 4000, oI SRR R O ) AR A s BN o G L AR R
FLACTRE AR AR50 5 I HL 2B BE 045 A BRRE K] P AP BB L AR BR AR (xy Tulose) MIAHR A
(Lyxulose) o CL R 1) S 18] C0. 955 ) 260 W (90 4004y M) BB 0 L ~F= L0 L Bl s R L B s 0 L %
TS o VR RN SRR 5 LR O R0, 5 SRR, BT I AR, LU BB R S A% W o R AR 0. 5 S5 R B
FRURRE o B T B — AR G — Mk A, B AR (-OH) ) B 1) BN S5 A2 A XTHR IR, 18
FBR SR o B PR AT RE A 28 (RERS) [ SR H Oy o F T3 Bl AN BRI 5 AT AT 25 52 1) S A7
W2 AT BEAFAEVE 2 S A4 o 91 2, R WD & B B A T CeHi206 , HoZS AN JE 1 BR TR
AN Z AN ST AR Ly D & R 164N (RP2*AN) TR ST AR R A A 2 — DERLE 4
TEC AR A5 8 Bl 2 g 2 ) AN T FR Btk ) B 7 SR AT« FERREF i scher #8220, i AR ],
WI935 DFE, 15 W 9 LB o« ELRE SRR P I IR 55 AN [ i il P 38 R Tl ey S 7 DA T
JSCF- S I B A B, T R LA PN Bl 5 - 2 TR S8 1 238 o B AN RIS AN JE (36 4y
IR Rk i AR R e B TR X, 0T 5 BRI A7 7  AE N B REIE A AR U i
FEH A0 B S B JR 1 (R Dy 00 By EAT PR A AT BB A4 2 () Sz A4 Hh ot « U 7] B
BT IVl BB T3 B AT B8 () — A AR AR TR o 2 R A A o £F i 2 S f) 4
Hh, s B b ) —OHERARIE A7 T~ 34 5 —CH2 00T A A AR A (e =0 o He H1 —CHa2OHER A 2 Ml g
I FEAE AT Y[R — A O B A B AR 2URR Dy B = S A4 o A0 35 P B 20 A
F B8 BTG B B KA B 3 I ARCRR Dy R B ES WE (19 2, =) o TR BCEE 22 B B T i
TR AR E T I i 7K S ST R B SR LA B 5 5 AR — il , S EUA— D R &R T A
MG AR IR R B IR ) AR R LR UM PR R R IR L AT 4
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TR R RS R AT UME R R R EE UM A R B B TR R B PR =R
A EAR T REZF =R B E =W A = M = mal totriulose Mg Fl e R
= ARTE IR IK AL A AR A SRR KA A YD S R IR BLA O A A A

(07711 FE“RBAVER” | “SEHEA AT DO LR 843 507 L M AR 7 3K 2 AR At s £91] 44 B
AR o AR BH I ATAT 77 5B T i s 5 PR B 25 1 B R

[0772]  HEsE X

[0773]  AHIIE S AR ARGE 887 B8 LR &, F HIR e 252 Ll 352 £

(07741 WiARSCHT I, RAE “25% LT 2 (38" R IE A BN R E BN &5 T 5
NFE S L S, IR B A o B 5 e e G U N 2%, 5 A FR K 25/ RUBS B
AR « 25 2 b A] $2 52 (1 #h 02 AR AU BB o B 4, BergeZf AfE] . Pharmaceutical
Sciences,1977,66,1-19 (HIF AR UNENZH) hEANRIA T 455 BRI 320 £8 o AR K B
AR5 a2 S B FENT A B A 1E 0 TCHLER A0 HILER LA & TCA LA A HILAR T R
B b Zj 5 b ] RS2 1) T0 B R N0 A R ) S S R B A 5 T LR B LR TP ) £, Bk
ToWLER A a0 £ R S IR R Tl B T I R e LB, BT I A AL 9 T 2 B8 B S oK PR S T
AR TR R HIBR B A R , BM 8 {3 A ARSI O Jan iy e 77 v (B s A8 ) Bk
[k B2 L2 (IS B ERh IR L PUIR IR & . R A AR £h R IR 26
IR EL VIR R A B VOB £ L TR Sk AR R Bk R R R £ AT R R R L IR R R T R £ L —
HIMEIR L .+ e IRIR 2 L WRER 3h P ER 3h . B SR AL A PR IR b L H VI IR 2 L A M IR
B CEIRER L IR AL R 3 SR Eh L 2R - 2 R IR £ AL R IR Eh L FLIR £h L HRERR
TR RS Eh R RS Eh L Dok e Eh TR e Sk L IR Eh | 2 2 TR R IS L MR S L S R
IR Eh IR B AR R £R L ANR ER L IR ER B L IR ER £k L 3-OR SR T IR Eh IR R LT R TR
TR Eh TR ER VBB IR IR £h L DR BTIR £h LR IR £h VA TR L IR AR h 6 FR R R £
T EREL R RS AT A IR L FE R JE SR I R SR R AINT (Crafi ) 4
th AR S BB 4 8 SO AR B Eh L VS Eh VBRI SR L AERT, e B ]
B2 10 B FE AR PP S (B AL EUER R IR AR IR ER AR  BEERAR L A R AR L IK
G Joe T P AR RN O JE T PR 5 T R L R R i P B8 - T ) 6

[0775]  RiE“VEFI G & Tl B a7 2 SLIE B 5 ¥ 77 466 A B B R 1Y)
TR X PR 4G A ] A FE A S S A A ARK P B 28 . DMSO. THF |, Z, Tk
S CARSCRTIR A B W] 2% R, 8, 25 i SR, BRI A AL . @ VA R S a2
AT AR A ) HadE— 0 AR 25T E A RIS R 2T EE RIS AE— 1
UL, TR RSB 05, a0, 24— 2 NE 118 N 46 b AR (1) S % TR A
VAV OFEEBCRSTE R G AT 55 S A S0 . KRG R G aREKE
V). CEEG AR EE S

[0776]  RiEKEW ZIEEKEAMEY 8T, BE AL EWRIKEDFHRIK ST
S ZAKE M Z A T HRI b 22 1w (1 - B A A K- 9mT ) anis =R
x HORER, HP R IZAL B, FIxE K T 008 45 e AL G ] T il i — Rk A 28 8L,
45, B, oK EW D ARGOK AW (& K TFOHNF1IRIE #l i, K58 R
0.5H:0)) FZ KA CONRT LEIEL Bl 40, —/KEY R © 2H:0) FI7S/KEY) R © 6H:0) -
[0777]  OR¥E “TLAF Rl 46” BT AR A7 2 48 22 b — A R R B & b —

BBy By B
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PA A4 (0, BB 2 XU, SR BR A, B IR TSI I MPER 22 Fhn] BLAHS: 1k
AT B SR AR K B I EE ZR Bk T 2 BhiA 2=, B HE IR VA 77 AipHe B4R S f4 4k (R,
P {1 T AR S A0 ) S L) T FH R ORI A, o 7 481 P P T A S A A 0, 55 T — s B T g — 5 0
&2« P I P — P 9 O e s e — IV Jie R A i — CAS TR i o) 19 A8 S f Ak

[0778] & RZFRAE , A AHE 4> UM BB AT R 1 A P B AT ) D 1) 2 )
FIASFR A B VIR RR N “ TR o i 1 2 (R HE D AS 1R ) S A AR A R o AR e AA”
(07791 Jp TR AS A2 BRAZ IR0 R 19 ST AR S A A A R S A o) e S A 4™ T 8% b 7] 2 HF B B %
B R R B IREEAFERR A XTI A" o 4 BB A A KRR O, 811, 2498 S5 VYA A A
[ BEAE, A BT — RF XTI SR A4 o o Bk S A A T 3 g AN R R 0 PR 0 ) R SR AE L
A] FCahn AIPrelog i R—ANS—IK J7 #0 W BEAT #d , B LT 77 AT #E , Hbz o+ 15
TG e e 48 e N A e s AL e (B, 73 5h (1) B () ik « F &4 DL —
XTI A AR B VR B AFAE « A S L A i S A AR R VR S R A M IR &0 -
[0780] A “Z WY 2 IELEMN G IKEMBIE G bR a2
i ) EL A AH A 1 70 28 2 R - AN (R 1 46 i T 2 0d i B AN [R) B X S B 0T 3 1L 204063 L g
B E VBE R SR AR TR 6 MR BT AR e T RV R E A VA ) A e R R AR A
HARR 2= 7] S B Mg B 2005 R A A W1 2 Fh 2 i B AT AEAS [RI I 2% 10 T Ja 3 465 it 11
o

[0781]  R¥E “RIZy” 248G 4, FoH A AT W 2k [ FL I Va7 7 Al BOAE AR 3R 26 T i
RS IRL AW, FAEARP JE 2557 3G PRI o 3X PR S B4 , AHANBR T, HE B R T A2 4 N
Jt B 5 bR B 5 o AR R BHAL A W HA AT AR A IR BUR AT A IR 0N W BT T (AR TR
U 20N T ARV A SV S PR B SL3h ) A WA RE IR B0 e (L H (B 0,
Bundgard,H. ,Design of Prodrugs,2$7-9,21-2471,Elsevier,Amsterdam 1985) . B %1,
FEAR GBI BN BRAT A A6 G, T8 B TR 5 A 3 ) B 110 S R 1) % 1) T, B ok B
PR A -5 BB A IR s I 1) 46 1) B e » BRERIT , BRCVR & I 21 1T 2 B AN R AL
A1) b BRI L 1 7 BRI By R B 5 R I I e RN e HAR RO AT 2 o /E — 225 R, 7R
il 24 XUBE L I 24, 19 o (B4 R e R R B ( (e il e B ) A 0E) Je L lis o AR SC Pk AL A 1
Ci—Cait 4=\ Co—Cafii B  CoCabR I . 75 52, Cr—Cro HUAR 1) 5 B N Cr—Cro 5 B BE S B W] A LI 1K) 6
[0782]  RiE “HEW” A1 “Hi7)] Al HHAEH .

[0783]  FUMHSLELS 2510 “S2 7 2 da A (B AT 4R w4l i 53 e s 2 14k, 9 o, JLBFZ
= (B, B L LE .V H ) BUS ST B, RN R R BCE RN ) /R
HoA AR NI o AE—BESETt T S8, ik dE NS i A s (o, RACSE (i an, £ B8
TEIAE) T E AR FLEh P (B2 S 5 g L L0 3R R ECH) B (4, T & A DG
5y, B xS B FEBCK ) AR E K Ty B, Frid AR A sh 2t RAT Sh s A B0 -
ZAE NBWWP] AT EOR B B B P BOME Y o % 3B A B R] e 3 R sh A el Bk D T RE )
Yo “Pedm” RS A P 78 I v B e fs A .

[0784] A& “WMEHI” . “45 77 B4R 20 R AR FE P B A E BN R TN EST
W B HAR B 77 RGN HIGE ik K &4, BOHL A A8

[0785]  FdARE 55A ULHH , A HE T I ARTE “VayT™ ¥ AR 320 3 0 52 5 58 AR L 1 P I B 2%
iE PRI IE IS AR BIAT A 5 I BEAIR T T a8 A G 1A 92 9 B A8 S 9 i 1) 7™ o PP, B O 7 B ik 2
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T IR AR G PEBOR B SO PERRE I BERE (YRITVEIRTTT) S 36T S AL T Ia i 52 ik iy
5E 1A% G RPN B A AE VEIIE < TR AR AT v CHRB TPRVR 7)) o

[0786] KAk b, “ATRCE” AL G W02 48 2 LA 51 P 7 AE VD R ) & o AR U AR Gk
R, AR AW AT R m] UARTE 00 R R E i A A AR AL Pl B AL A I 2R
BN 1A R BRAE 2 2577 2K, DLRCGZAR I AR I R RERR DL A7 R B IR T VR IR YT
RSB VEIR T o

(07871 [ AR 3 i B, AHEE FT AL SR T A 208" ik & ¥ 2 LAAEIR T A%
BeVEBm B A AE PERAE T R BLVR YT 2 A , BUR BLIEIR B — AN ERE AN 5 AL Y PE PR B E
PR AEAT R AE IR ME T K & A S YR T AR R e S e e 4L & 1
7N &, HAEIR YT AR G VE DO BOJAE PERRE T R SR Tt Ak R VR TR TR
FEAR R AR VRTT P IR EGEE G A L PRI BRSO TR I AE IO AE IR B0 B, BRI 58 73— Rhig 7
FIRRIT I &E

[0788]  AHiiRfd IR JF ELBRAE 538 Ui B, A &R “TiiRl A 208" 2 2 BAB bR G i
B SAE PRI AE » B B A 5 A G PRI BRJOIE PRI AE AT S (IR BB IE L R K &
WA R A AR AR AR e S H eVR T AL A I R 7RI & FLAE TR A% A PR DR BR
FOEPERVAE T SR OETRBT 2 Ak o AIE “FiEE A 20 & n] A4 5 iy AR T B 5k g — Rh i
IR 271 &

[0789]  R¥E “RIEZIR" /45 H AIEPT T B H ANE 51 B BAOE I P « AR TE “R PR
i AT R SRR I JEAE SR, He 3 50RR A AE 2 R/ BT L A SRR Y 5 KSR
M S AL LR AN/ B AT T o 2 PRI AL D R MR BN TR 2 PR AE HL ] B Sk e B AR
BRI A T 80 R PESIR R, HAMR T, shBRFERELL SR EEAL . B B S5 feehis . 2 R 1k
AL RGEVELL ARG  RIR PE 22 USRS (PMR) R AU 0 15 28 IR AT PRI 28 LUBEE % i 2%
KRR FEVEL e B 0T R IR PRI R PRI TR AL L B 4N 3l bk
RGHATTERGUEREL (BE R iR ELVE A AL 2 LR BN RIEIE R Ta s PR
(B tur, TAY) S HAE LT 77 WA R 2 A% B R0 o TR e s T 5 &5 2 AL 2000
AR NEAE 28 A PRI 5 % JRUI 0 PR 46 i 9 SR VR S 8 P R JB Ao 5 AL T Jo A ¢
(UIP) AR ULIRE i i SCAVE TRORE AR B T80 09 A S PRLIR R 99 i 12 1) Jo
T s 28 IR ECS AR I o 1 A ¢ 15 200 M ) i P 26 A ) Jo e A 98 MR PR R R PE i v 28 L 5
A5 AN 2 o RIS 2 K A 3 GREBIK AN 4S 5 1 22 R VeI 20 R PE B m BT K
IR PR S L (B, 25 85 B 98D Wi 8 S PR TE 8 AE A WP IR B 38 S5 5 Ak (ARDS) i 2%
M RS N I i L AR AE T B S VR OR R  RR AE /NERE RV R R
LRI 18 VEAREE 28 SRl (BRI PESI00) S FERECESIS L R Al R AR AR R T 1 E30RE
FELDHE e SR [ R 2% sl bk 28 MR G 98 L 20 SRR 6 SOV R VB U IR 28 B IR E
R 98 B RR S TRRR 8 BEILAE o A R 98 T8 R B i 9« RS8BT =2 ¢
IR R VA AR 2358 18 R S B B R P R S TR 2 B REE 2  k 28 EHR 28 L Do UL B 28 L i
RAIVELR VEEALSE (orchitis) B 20 B BRAR S  BBHR 28 QoL 28 I 28 B 28 Tt bk K
Fi g B8 T BRSO 8 RS DI I IR L S AL ¢ (testitis) itk
HRAR S FRIE 28 < JBS e - T i J 2% S BHE 28 IR 9% W A BA 28 AR BB TE 28 ke 8 A8 TR0
R BER ANAPLZ S TRBNIK A R DR BRI IR FE PR A 5 28 SR AENE /N 5 W % o MR 3
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RIEDIR S, EAR T, FARJE RAE.

St 5

[0790] 7 B 70 4yt BB M AR SCHR K R PR, B HH T BA T SR 4] o A HR AR R AR 1R A Rl A
A S it A8 A B A DA B AR SCHR IR AL A W L S AT A BT AT 7 SN
P it LS

(07911 KRIFP BRLS A Fi 25 Tk

[0792]  KRIFWBERHTAEZ G 1 B s 17 1 PR OK B N 1) 8 1ok BELAS 3 A= ik iz 18 e o 4 B
AR o ) T SR IR B B T A 13- B 16— KRN BEFLAE R 5 LA FE KPR
B BRI ER) I RAR LS & AR GAR T, BTk 4 B B 7K T (6 2 A R R A — A
IR SRR H D@ IE R EEG 5, IE HLTR 40 2R K (B DY ANC-0MIC =08 7]) 2
F T P E R s K PR (B2, SR s g P8 2= R 12 ABkiE) .2 0L, fliiBulkley
% N ,Proc.Natl.Acad.Sci.U.S.A.2010,107,17158-17163;Tus A ,Cell (Cambridge,MA,
U.S.) 2005,121,257-270;Hansen® A, J.Mol.Biol.2003,330,1061-1075;Llano-Sotelo%s
N ,Antimicrob.Agents Chemother.2010,54,4961-4970 . 7F 2= 0 ki 5 BT iA iz M4k 2 [A)
KA A EAE ], X 5% (R AL TFDARLAER B A N R B (-
FEE HPUE R R R R TR BN 7245 & h A 2R M R — B0 R A R A
RHME RN NS 5B 5AT52-U260988 I X (1K) - HE B A HAE F b, 3858 7 5% 5k
(1454 .2 L, Bl iiMankin, Curr.Opin.Microbiol .2008,11,414-421 ;DouthwaiteZE A,
Mol .Microbiol.2000,36,183-192;Hansen®$ A ,Mol.Microbiol.1999,31,623-631.2 |5
BRI 3~ F R I HAR IS O X 45 it A 2 I sk S S AT 52 NG 7 484 e, 31X AT 8 o0 fidt e
ZHNERLU RN EREIGNGEEGEN .S W, HlLlano-Sotelo® A,
Antimicrob.Agents Chemother.2010,54,4961-4970,7E & F|5 %K) C207 IR F 502611
B 7K P B Al I A DA A A o e 2 2 A 2 PCRH MR TR VS PR HE SR I A2 16 -5 1 )R
Z I, Bt Llano-Sotelo%E A, Antimicrob.Agents Chemother.2010,54,4961-4970,
[0793] % KERPA BESS A 1 AR BEAT A2 00 2 BUW B I 32 220 25T 02— o IX A SR AU A& 1
T (B, ermERITA2058 — F AL (B2 AR (15141, A2058G . A2059G C26 11G) B HH Fr
T A% A T2 vy SR AR T B 45 A TV AS I S e AR (g, LARZ R AR IRA2 1) « 2 0L, 1t
Leclercqg® A ,Antimicrob.Agents Chemother.1991,35,1273-1276;LeclercqZ A,
Antimicrob.Agents Chemother.1991,35,1267-1272;Weisblum,Antimicrob.Agents
Chemother.1995,39,577-585;Vester® A ,Antimicrob.Agents Chemother.2001,45,1-
12;TuZs A\, Cell (Cambridge ,MA,U.S.) 2005,121,257-270, KR BSIK) & e i R T
JUNM B Ol 545G 07 i B B AT 45 A ORI 38 0 AT 38 RARFE B9 AT HoAh fr
FERIOR il e AN EIRE S 2 o4 N1 [

[0794] WSl A piiZ:

[0795] 2 Wi &k 1 H T il & 52 & & M K W BESE 1 77 . 2 W anPCT A FF
W02014/165792, Foid it 5] FHEARH NA S 8 1M 5 2 5 7 AR AR - 0 08 - 5 w4
B BN R IR N T 5 2% 2R 1 SRR D 3 R A ST AR AR 2R BE R R B R 1A R
B 25 F0R U8 8 AR IRV 2R, IF BRI W BB AL AT 114 158 16 70 K 3R P BEER o 7E 7%
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P B 2 P BRI AT DAEAR 2 JaEAE N B b 2 BT ERAEAR IR AT A Bis fb — 3% 2 e B
HE LA B Y5 7 TR 5N AEAR SR, FRATIZE A U B AR R B A PG & i, e
AT P 2R FreoR (491 2, ot 200 e B B M S o AR S 1 RT BAAB N K3 N R 1) 1l &
HH RIS B 14 1) 25 B 7 91 PR D 02

[0796] i FH6— =M DIt S0 R e il 26 KPR N B o

[0797] 62 %L D~ 0B il R 2L (AR (R LA 182 (2R, 3R, 4S,6S) —6— (B S AL H &) —4-
(BRI L) —2- PR AR L DU S - 2H- ML -3 ) (11) A& o

CHs

| N._.O
2~ He - \ o
7 T ores . 0 3 fj\/ m-CPBA
S N
| HLCO™ N7

oS — __— *

(3;(3“3 | 15 g 4
N(CHa)z OH
£ HO," (HAC)Na A~
orgs (cHatH y Ij\/oms
- OO T Heo o N OTES oo O
[0798] 5 6 101 A 7
1. CICO,CHs N(CH
2 TBAF N(CHs), (PROYLP(OINs oty bR
i) MeQ, X PP, DEAD g
—_— ?
, O 1% 3
8% 2% ) H,CO™ N0 OH 81% HiCO” O
8 9 31g
N
HS—/ } !
N(CHa), e o, NEHo
Acz0, Hp80,4 McQ, TMSOTS, 2.6-2 % £t Y AN
| N
R NN 68% (\%s o s
=N

10 11

[0799]  HRBL2-0- 4 L3, 4- — A -3- — FF A L -B-D- K - UM L AR 17 (8)
(114 M Roy FHA A R D IR - 2 W, W40, Giguere®E A J . Org. Chem. (2011) 76:
9687-9698 . 7E LR 4 C252 SR A7 B (1) A0 SR b i R 2l AR Bt AR IR - 46 T 17448, 5
Z SR — kTG (DPPA) FIMi tsunobu/ NAS B 52 AR 1 6-8 S ED- W A MERL AT 9, 7= 2%
NBLY6 o NG T AN FR I I LR 1543 1) 6B S LD S BB e o

[0800] B G ENEILE AN D BREL AR AR P IR ACKE 1 o« H 2 BRIT b 22 5 & UK o
HE R S A A N GBS - 100 B SR N R AR 4L (thioglycosidation) & IE Y
B 5 FE A I BRAHE A A e e v | = R P e e R R T A 2, 6 R R g
AT AR BIBRACHE T 11, 77 2 H68%
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108011 il 673 A DB AU U (15) 50 .
OTBDPS OTBDPS
~CHy __N(CHa) CH;3

McO7 ~ : .
OCHs PymsmmN_ 11

cICH '”CH
de JooT AgOTS ¢ N(CHs)
e 0y » MeOLS "
. 57% s
3 o - j’\
A .x’\CHs .-MCHg
o 0A0H3 CHs
12 13
[0802]
1. HF CHA
2, DMP MO N(CHa)p
7% (@ F ) Ol
15
[0803]  ZR}-713
N{CHz)
MeOZ5 N TRDPSTT NS
=N AgOTE e oy N{CHa)
G, M, MO T4
[0804] MY e %Ns
7 % ;
57% HiCx g
) «\\CH3
13

[0805] kR4 A 7 F Ui 7E25-mLBEIR H F KT8 6 - (2R, 3R, 4R, 6R) —7— ((BUT & —
IR L) ) 3R -4-FP A -4 6- R R -2-F) 2,2, 5-=F R -4H-1,3-
AR H-4-1d (12,1.10g,1.934mmol) 7E1,2- G L 48 9. Tml) AR A N2 ik ke
i, ELG By A H 2 0°C . 3 I =/ P RRE (D (2.484g,9.67mmol) , SR JG N INBR IR (2S,
3R,4S,6S) ~6- (BHIEF ) —4- (CH EERL) -2- (g -2- AR5 V1S -2H-ME -3 B
HIERE (11,2.137¢,5.80mmol) 7E1,2- ~& 24 (4. 8mL) H AR - S8 JE IR A i #4223
"C HARFE L6 /NIT o 1] 12 55 €8 2R 0 IR RIS PR S0 B /K VA (L5mL) , YR A 1) J8 el kv 1= 48
b 38, F50mL &R e IR 8 P AR I8 4 2 oA HLZ PR B T8 ELik4a i R s it
PRI R4l (16 % TR ER-CL be) BAS 2174 (13) , Hoh | il 911mg,57%) « 7~ H
T F— b miA HiE— Ptk

[0806] %%%{314
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“CHg
OCH;
3 HCHE .N(CHS)Z

TBDPSO”

HoCo, A MOZSEY T
[0807] 3Ny, g7 O . N3 s N3
HsC o 83%
k‘CHa
o7 Qg CH;
13 14

[0808]  J&HKIR (2S,3R,4S,6S) —6- (BRI L) —2- (((2R, 3R, 4R,6R) —7— (GRUT Ht 2K
H ik pe k) L) —4-F -4, 6- “HFF-2-(2,2,5- =R -4-F M -41-1,3- “HEH
Mi—6-3L) PE-3-3E) H L) —4- (R AEE ) VUA -2H-1E g -3 - B AP L B (13,91 Img,
1.104mmol) ¥&T Z.JiE (2208u1) ¥ INEFIR (793u1,22.08mmol) W5 IE S WIAE23 CHiHE . 2/
I 5 5 LC-MSHE 7R 58 A Ak 5 IR BE VR A D 2% 12 8 0 22 1 00m LV FH s BR S B /K VA T - TR A )
M BEREEL (3x 20mL) o & FF B 2Bk 2 FHEhKBe s, IR BRBET-0% , FLIRYE SRR Mpidd Juk
FEE S AL (20 % TRER-CLbe) DAS 214 14 , HovE Bk (540mg,83%) o

[0809] 'H NMR (500MHz,CDC13) 64.68 (d,J=7.6Hz,1H) ,4.61 (dd,J=10.6,7.6Hz, LH) ,
4.02(d,J=3.0Hz,1H) ,3.76 (s,3H) ,3.60-3.52 (m,2H) ,3.52-3.45 (m, 1H) ,3.45-3.37 (m,
2H) ,3.31-3.22 (m, 1H) ,3.12(dd,J=13.1,2.6Hz,1H) ,3.08 (s,3H) ,2.81 (td,J=12.0,
4.4Hz,1H) ,2.29 (s,6H) ,1.90-1.81 (m, 1H) ,1.85(s,3H) ,1.78-1.72 (m, 1H) ,1.71 (s,3H) ,
1.67 (s,3H) ,1.56 (dd, J=14.5,2.8Hz,1H) ,1.45(dd,J=24.4,12.2Hz,1H) ,1.37 (dd,J=
14.5,9.5Hz,1H) ,1.29(s,3H) ,1.05(d,J=7.4Hz,3H) ,0.91 (d, J=6.9Hz,3H) .**C NMR

(126MHz,CDC13) §166.93,162.65,155.08,104.53,99.93,99.63,79.62,75.78,75.13,
73.33,68.31,62.56,54.79,54.44,49.69,40.58,38.45,33.73,30.98,26.30,25.57,
24.47,19.90,19.55,13.16,9.85.FTIR (4fiff) ,cm ':3427 (br) ,2936 (m) ,2098 (s) , 1753 (s) ,
1720 (s) ,1641 (s) ,1278 (s) ,1048 (s) ,993 (s) ,914 (s) ,729 (s) HRMS (ESI) : (C27H1sN4010+H) *
(K3 B« 587 . 3287 5 SZIIE : 587 . 3305,

[0810] }f\ﬂégﬁlk‘)

oLt

Desa-Martin
FHEy
B

93%

14
[0812] BB (2S,3R,4S,6S) —6- (B A F AL) —4- (R EEH) -2- (((2R, 3R, 4R, 6R) -
T-F - 4-F -4, 6- —F 3-2-(2,2,5- = RE-4-F-4H-1,3- “H L H O Hm-6-3L)
PE-3-3%) S FE) VU S - 2H-ME I -3 FE fis P L i (14,540mg,0.920mmo) ¥4 T 7K -1 F1CH2C1 2
(1841uL) o — R PE# MDess—Martinf #ikE (586mg, 1. 381mmol) H EVFIRAE M FE23 CHtHE .1
AN IS TLC (ffE FH 2Tk / B FR BN AR L, 50 % PR - 2L 458) 48 78 e A Ak o 112 I MLTR B W s
TN (20mL) P ATBR BR U AN /K TV (10mL) L FNERAR AR BR A7 R (1omL) , HB TR A I 2
L5 5. 4 B8 2 KR 2 BERE B (2% 20mL) o &5 1K) 2.6 /2 FHEh /K Beids , P BRI BE T
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Hik4a LS 214 (15) , HovE Ak (502mg,93%) o

[0813]  'H NMR (500MHz,CDCl3) 69.35 (t,J=4.3Hz,1H) ,4.65 (d,]=7.6Hz, H) ,4.59 (dd, ]
=10.5,7.6Hz,1H) ,3.96 (d,J=3.2Hz,1H) ,3.77 (s,3H) ,3.56 (dd, J=10.7,8.6Hz, 1H) ,
3.45-3.36 (m,2H) ,3.13(dd,J=13.1,2.6Hz,1H) ,2.94 (s,3H) ,2.81 (td,J=12.0,4.4Hz,
1H) ,2.51-2.41 (m, 1H) ,2.30 (s,6H) ,1.84 (s,3H) ,1.82-1.72(m,2H) ,1.70 (s,3H) ,1.67 (s,
3H) ,1.55(dd,J=14.2,3.2Hz,1H) ,1.45(dd,J=24.2,12.0Hz,1H) ,1.25 (s,3H) ,1.07 (d,]
=7.3Hz,3H) ,1.05(d,J=7.0Hz,3H) .**C NMR (126MHz,CDC13) 204.48,166.95,162.72,
155.12,104.53,99.88,99.81,78.27,76.53,75.11,73.28,62.67,54.81,54.44,49.53,
41.77,40.58,37.32,33.77,26.19,25.47,24.56,19.85,15.59,13.15,9.76.FTIR (Zi[1) ,
cm 1:2936 (m) ,2098 (s) ,1753 (s) , 1720 (s) , 1641 (s) , 1265 (s) ,1049 (s) ,993 (s) ,912 (s) ,729
(s) <HRMS (EST) : (CorHaaNaOro+H) " 154 : 585. 3130 s S : 585. 3147,

[0814] 66— Z Dt S WE AL AR > 500 R0 DG = S AR G

[0815] [ i

Ny ‘.\ \
, N
BocHN _ W
Iy Poctt HoG
);L/T: #24 ) 3%
0816 Pk taseti 8 o B O NH,
[ ] 87% %N
H3C S H3C““
E H3C\\g aH
16 17

[0817] i (3 JRFEATL) 2 LR AU T B5 (16,29.0mg, 0. 134mmo1) F (4R, 5S) —4- ((R) -
1-ZF ) -3-(U-BRILET &) -5-(R) -~ 1-FEHFHE) -5-F FEEEME 455 -2-F (40mg,
0.134mmo1) ¥ T 5: 1tBuOH/H20 (0.5mL) o s INHTIR MLER AW (0. IMZKIE W, 13411,0.013mmol) ,
SRIG IR IR IR (11) (0. IMZK AW ,66.801,6.68umol) o i% 8 (A VAR AE 23 CHidE 16 /NI . 2
IS VA4 P ImL A AR R A v VR R B, U &R B AR R (3x BmL) « B IFRI A ALE AR IR
BT ELVR 4 B AR i R 44k (3—5% I EE- & 410,30 5 % M A A A B
T LAR RN (17) , Hoh Al 44 (60mg, 87 %) »

[0818]  'H NMR (500MHz,CDC1s) 87.84 (s, 1H) ,7.83 (s, 1H) ,7.51-7.46 (m, 1H) ,7.34-7.27
(m,2H) ,6.93 (s,1H) ,4.36 (qt,J=13.9,6.9Hz,2H) ,3.65 (d,J=2.2Hz,1H) ,3.61 (dd, J=
14.4,7.5Hz,1H) ,3.48-3.37 (m,2H) ,3.26 (qd, J=6.4,2.0Hz, 1H) ,2.07-1.80 (m,2H) ,1.71-
1.54 m,3H) ,1.51(s,9H) ,1.39-1.28 (m, 1H) ,1.33 (s,3H) ,1.11(d,J=6.5Hz,3H) ,1.00 (t,]
=7.3Hz,3H) .*C NMR (126MHz,CDC1s) §158.05,152.83,147.42,138.94,131.10,129.49,
120.37,120.19,118.17,115.48,83.80,80.55,63.43,49.71,47.18,42.49,28.30,26.87,
23.47,23.38,18.55,15.50, 11.01.FTIR (4liff) ,cm':3340 (br) , 2960 (m) ,2098 (m) , 1717
(s) ,1444 (s) ,1265 (s) , 1165 (s) , 1051 (s) ,729 (s) cHRMS (ESI) : (C2sHaoNsOs+H) "f¥) 11 18 -
517.3133; L IME :517.3144.

[0819]  KIMMLHETIALS
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NHBoc

NHBo¢ N-’*N_
[}]:N F’J Y
N/
HsC. . NH
EL 2 +
[0820] \(;N N(CHz);
HSCN' 0 . N
3
H»‘C\x“ i OH

18
[0821] M PHP-HAZ17 (36mg,0.070mmol) ¥& T9: 1 FFEE/ £ B8 (0. 4mL) - A InE LA AL 4
(8.76mg,0.139mmol) , FB RS M1 E-15C o R HPEE 15 (40.Tmg,0.070mmo ) fE AAE9: 1
BEE/ 0 (0. 2mL) W VA RN I o 2% I SLAE 15 CARFFBEFE 1/, BB LC-MSHE /R 5 42 5%
o B REVR A VDR AR R AR TR T — A bt (GmL) AR AR ER EANE R (GmL) FHEA Y
R ZHE , AKE &R BEAREL (2% 5mL) o & I A ALZ AR RN T 15 Bk 4s K =i i
P A B L4tk (G0% HE-C ki +1 % = 4% PLE R4 (18) , Hoh A &l ik (60mg,
79%) .
[0822]  TLC (50 % A EA-C. 4% :Re=0.29 (UV, % i &%) o 'H NMR (500MHz , CDC1s) §7.90 (s,
1H) ,7.81 (s, 1H) ,7.52-7.47 (m, 1H) ,7.36 (d,J=8.4Hz, 1H) ,7.34-7.29 (m, 1H) ,6.85 (s,
1H) ,4.65-4.57 (m,2H) ,4.48-4.35 (m,2H) ,3.92(d,J=4.1Hz, 1H) ,3.77 (s,3H) ,3.71 (d, J=
2.3Hz,1H) ,3.65-3.50 (m,3H) ,3.44 (dd,J=8.3,1.8Hz, 1H) ,3.41 (dd,J=11.2,6.0Hz, 1H) ,
3.37-3.28 (m, 1H) ,3.17(dd,J=13.1,2.7Hz,1H) ,2.99 (s,3H) ,2.84-2.71 (m, 2H) ,2.48-
2.36 (m,2H) ,2.30 (s,6H) ,2.09-1.99 (m, 1H) ,1.99-1.87 (m, 1H) ,1.84 (s,3H) ,1.70 (s,3H) ,
1.77-1.54 (m,7H) ,1.66 (s,3H) ,1.53 (s,9H) ,1.51-1.40 (m, 1H) ,1.39-1.33 (m, 1H) ,1.32 (s,
3H) ,1.21(s,3H),1.08-1.00 (m,9H) ,0.87 (d,J=6.7Hz,3H) .**C NMR (126MHz,CDC13) &
167.46,162.98,158.23,155.05,152.76,147.40,138.86,131.20,129.44,120.21,120.18,
118.04,115.42,104.56,100.07,99.26,83.50,80.47,79.15,77.53,76.86,75.13,62.70,
61.01,54.84,54.45,54.38,54.06,49.72,46.16,42.46,40.60,37.37,34.18,29.22,
28.51,28.30,26.87,26.15,25.77,24.15,23.65,23.50,21.13,19.58,16.48,15.50,
13.40,11.05,9.82.FTIR (ZE[1) ,em '+ 3439 (br) ,2938 (m) , 2098 (s) , 1749 (s) , 1720 (s) , 1641
(s),1442(s) ,1278(s) ,1238(s) ,1159 (s) , 1049 (s) ,993 (s) ,693 (s) -HRMS (EST) :
(Cs3HsaN1001a+H) "1 B4R : 1085.6241 ; SLIIME : 1085.6241
[0823]  6-F DM E MM FFAL .
[0824]  “REIFEEL9
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[0825] O
HaG ;
HaC, r;AcO N(CHg),
L0 “N3

[0826]  ZE100-mLEEH T KL AT 18 (60mg,0.055mmo 1) V& T & 7K (55mL) « % e dE A
AR A o I S L0 73 BRI Ao K RORE IR 22 A1 (130°C 5 150°C ¥
W) o 16/NB] T 5 R O NETR B 074 E HLIR 4 o R A W id i P (B 4l ik (25 % TR - e+
1% =200 LA 24 (19) , oy B itk

[0827]  TLC (50% A lA-C.48) :Re=0.37 UV, X TR &) o 'H NMR (C24b 1K) 4 : 1HE X e ) 44
TREW, 5 F B FA1E , 500MHz , CDC13) 87.82 (s, 1H) ,7.67 (s, 1H) ,7.51-7.45 (m, 2H) ,
7.38-7.29 (m, 1H) ,6.82 (s, 1H) ,4.95(dd,J=10.9,1.9Hz,1H) ,4.60-4.51 (m,2H) ,4.51-
4.35 (m,3H) ,3.84(q,J=6.9Hz,1H) ,3.76 (s, 3H) ,3.75-3.68 (m, 1H) ,3.68-3.61 (m, LH) ,
3.40-3.34 (m,2H) ,3.26 (dd,J=13.1,3.3Hz,1H) ,3.05 (ddd, J=14.8,10.0,5.0Hz, LH) ,
2.88(s,3H) ,2.80-2.71 (m,3H) ,2.27 (s,6H) ,2.09-1.91 (m,4H) ,1.77-1.43 (m,8H) ,1.51 (s,
9H) ,1.41 (s,3H) ,1.37(d,J=6.9Hz,3H) ,1.21 (s,3H) ,1.19(d,J=7.8Hz,3H) ,1.08-1.01
(m, 1H) ,0.95(d, J=6.0Hz,3H) ,0.92 (d,]=6.7Hz,3H) ,0.86 (t,J=7.4Hz,3H) .**C NMR (C2
AbTRT4 - TR XTI S A AR TR G4, Hk T 32 B A 44, 126MHz , CDC13) 6205.74,171.93,156.93,
154.97,152.73,147.40,138.89,131.40,129.45,120.33,119.76,118.06,115.55,100. 10,
81.04,78.51,78.21,75.05,73.99,72.56,65.73,62.94,59.10,58.23,54.81,54.44,
50.04,49.83,49.75,44.52,42.78,40.63,40.59,28.33,28.30,27.60,27.50,25.70,
24.21,21.78,21.65,21.47,18.60,14.22,13.99,13.86,13.72,10.40.FTIR (Zif#)) ,cm
3317 (br) , 2938 (m) ,2100 (s) , 1745 (s) ,1442 (s) , 1265 (s) , 1159 (s) , 1053 (s) ,910 (s) ,729
(s) «HRMS (EST) : (CsoHzsN10O1a+H) "5 B : 1027 .5823 5 SLIM{E : 1027 .5865.

[0828] 65 Z D SN bl () BR AL SE AR A LA AT 21 6— =M B —D— it S0 B i K FR A B o

164



CN 107530365 A iﬁ, EH :FS 124/176 BT

NHBag NH3
N / N/

Y%
« H o =A H, o X CF5C0H
O EREUNT CHs - Gus0, o G N EHy
) R B4 | NN
¢

b | ocH, ', DCHs
HAL e N(CHz) — HeN L[ N(CH3);
Hali s ] -,“'Igc(} 5 Ny 5 48T HaCo o R ,,_‘ Vv""'OHOZ\-O j . th N
[0829] PN o’LY% oy
CiHy CHs
19
CpdNo.  FSM-22366  FSM-22372  FSM-22373
A
Ar / N\ 7 N\ NH I!S
=) P,
P S 75% 55% 3%
[0830]  KEIFNEE20
S O S ;
N ‘ = N
RL ahicis N
FaC HN . L CusOy E
Sy Y IR B Oy
[0831] ey o N(CH) 5%
Hilg 2 MO LR~ TN

19
[0832] 56 - & IE-KIFNEE19 (10mg, 9. 73umol) V& T tBuOH/ F B /7K (2:2:1,0.5mL) »
FHAE TR IN2- 2 Fe 3ttt g (2.008mg,0.019mmol) YR MLEZAH (0. IMZKIEWR , 19.47ul,1.947u
mol) FIEREEHR (11) (0. IMAKIEW ,4.87u1,0.487umol) o4 [ SiAE 23 °C HitHE 16/, eI LC-
IS SR 5 A 56 AL IR IR FR R 1) SE A AR o SORNLTR & 0 B &0 e (2mLL) AN T B2 )
K (L) FkE . 2 J2 HoK 2 &R A (3x 2mL) o« &R HLZ R ER AN T 2.
Wi R A A it Atk (3—5% B EE - & BE+0.3—0. 5% WA AL KB 73D LA
22074 (20) , HoOATAERY) (7. 8mg, 75%) «
[0833] 'H NMR (500MHz,CDCl3) 68.53 (d,J=4.1Hz,1H) ,8.30 (s, 1H) ,8.12(d,J=7.9Hz,
1H) ,7.84 (s, 1H) ,7.78 (s,1H) ,7.71 (td,J=7.8,1.8Hz,1H) ,7.54-7.48 (m,2H) ,7.36 (td,]
=7.9,3.9Hz,1H) ,7.20-7.12 (m, 1H) ,6.91 (s, 1H) ,4.93(dd, J=11.0,1.9Hz, 1H) ,4.64 (dd,
J=14.2,3.9Hz,1H) ,4.57 (dd,J=14.1,7.4Hz,1H) ,4.41 (t,]=8.0Hz,3H) ,4.35(d,]=
2.7Hz,1H) ,4.08 (s, 1H) ,3.83 (g, J=6.8Hz, 1H) ,3.79-3.58 (m,2H) ,3.37 (s,1H) ,3.25(dd, J
=10.1,7.5Hz,1H) ,3.00 (d, J=7.9Hz,1H) ,2.80-2.74 (m, 1H) ,2.72 (s,3H) ,2.62-2.54 (m,
1H) ,2.29 (s,6H) ,2.06-1.90 (m,4H) ,1.90-1.56 (m,8H) ,1.53 (s,9H) ,1.42(s,3H) ,1.35(d,]
=7.0Hz,3H) ,1.33(d,J=8.0Hz,3H) ,1.20(s,3H) ,1.16-1.10 (m,1H) ,0.97 (d, J=5.8Hz,
3H) ,0.93(d,J=6.8Hz,3H) ,0.87 (t,]=7.4Hz,3H) FTIR (ZLff)) ,cm *:3468 (br) ,2939 (m) ,
2096 (m) , 1722 (s) , 1442 (s) ,1265 (s) , 1161 (s) ,1053 (s) ,731 (s) <HRMS (ESI) : (CssHgiNi1011+
H) BB AR : 1072.6190 5 SEIE : 1072.6185,
[0834]  “KIFN ERFSM-22366
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[0835]

« 4 CECO:H

N(CHz),
o N

l

20

FSM-22366
[0836] 6’ —HtmEdE =M -15- KA N EE20 (7.8mg,7.27umol) Y& T50% TFA/ & FF %
(1.0mL) o PFIE W AE 2 10 50 B 2/ N, I LC-MSHE T G G B 72 A W HE o 5 VA VL EL 50k 4 LA
12274 (FSM-22366) , {E NI TFAZ
[0837]  'H NMR (500MHz ,CDs0D) 68.82 (s, 1H) ,8.67 (d, J=5.4Hz,1H) ,8.47 (s, 1H) ,8.24 (¢,
J=6.5Hz,1H) ,8.14 (t,J=7.8Hz,1H) ,7.99-7.93 (m, 1H) ,7.93-7.86 (m, 1H) ,7.62 (t,]=
7.9Hz, 1H) ,7.58-7.50 (m, 1H) ,7.40-7.35 (m, 1H) ,4.89-4.74 (m,3H) ,4.62-4.51 (m,2H) ,
4.39(d,J=6.8Hz,1H) ,4.30 (t,]=8.7Hz,1H) ,4.14(d,J=3.1Hz, 1) ,4.05 (g, J=6.9Hz,
1H) ,3.84-3.70 (n, 1H) ,3.66-3.54 (m,2H) ,3.50 (s, 1H) ,3.42-3.35 (m,1H) ,3.11-2.98 (m,
1H) ,2.96 (br s,3H) ,2.86 (br s,3H) ,2.85-2.82 (m,1H) ,2.78(s,3H) ,2.69 (t,J=11.9Hz,
1) ,2.34(d,J=12.2Hz,1H) ,2.08-1.93 (m,3H) ,1.91-1.51 (m,7H) ,1.49 (s,3H) ,1.32-1.29
(m,4H) ,1.25(d,J=7.3Hz,3H) ,1.24(s,3H) ,1.16 (d,J=6.9Hz,3H) ,1.06 (d,J=7.0Hz,
3H) ,0.87 (t,J=7.4Hz, 3H) ;HRMS (ESI) : (Cs0H73N1109+H) "] 15 AH : 972.5665 ; SZAH -
972.5666.
[0838] i FH6—4 Jk—D— M 8B e i 44 R FR A I
[0839] & pli6 2K FH It —D— It SEU B e b AR ik 2 (2R, 3R, 4S,69) —4— (ZHIEZ L) -6- (&
F L) —2— PR 4 L Y R - 2H- L PR — 3 J TS PR LR

N(CH3) N(CHz)s
MC‘O), 7 BZC;, py MCO’,, AN AC‘QO HQSOﬁ
—_— e
P , 87% ; g
HCOT 07 OH o O™ O™ OBz 78%
N
7N
[0840] <; )—sH N(CHa):
\ N 3k
N({CHz}, McO,
TMSOTF, 2.6-2 F it ”

7N -
OBz T1% ( \>—S O QB2
—N

& A4 A
500mg

(08411 {466 R IE-D- B UMK AR 5.
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[0842]
OTBDPS OTBDPS
 N(CHz)
MOZSET
PymS: ' OBz
AgOTS
62%
O
M «CHs
H QCH3
1,. HF (R ICH
2. DMP ¢ N(CHs),
- MO
69% (2 ¥ ) OBz
HiCx g
- .\\CH3.
Q O)\CH3
[0843] 67 F I DIt S0 MR R S AR ) A 24 B A 0~ R AR A K
[0844]
el Na
NS H 9 ..\CHS H
OCH3 o LHE, N—\ CHy
"ICHs : NaBH4CN R—N I
a | N(CH:)Z 2 \ QCH3
4 H C/, e ‘ ks . N
3 P ML oy, T we Yrem e,
HaC! e 0 e HeC ot ""'(':\)Am"osz
HC \u" .l‘CH -
3 o O)\CHS\’} H.C )
Pt CHa
07 O B,
[0845] 62 Y DM A B e AL BRAL.
[0846]
Ns
Nz
Oeony
Ha G N{CHs)z .
~ 130°°C
O OBz "
85%

[0847] 62K H It 3 -D- M A NE R AU AL S5 421
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[0848]

Ny
H
SR VAR WL 1.CH;0H
2 '3

O Ny 3
N OCHs
. 230”. “1CH;y N(CH3) 5 "
o MO T N(CH
(S N )\é}t 8] OBz - . ( 3)2
oY o Y oB2
CHs,
Cpd No. Ar R

NHy

FSM-22111 §{} 89%

5. NH
FSM-22124 E—Q:IN( 86%

FSM-22125
[0849] i FH 6~ 3 DMl S8 W i 1) & KPR N B
[0850]  fHEF252

[0851]
OTBDPS N(CHs OTBDPS
LHs McOZZET . | LHs
OCH; / N\ 5 T NHAlloe OCHs,
“1CH;3 sz/ CHy N(CHa)»
HaCs, A i HaCr, A MCO T
O - P Qa0 NHAllos
HC g AgOTH HiC AN
| LwCHy 56% ‘ L iCHy
o 0)\0.H3 &) O/kCH;g
12 252

[0852]  JEE12 (350mg,0.615mmol, 129 &) FIHRACHEE 251 (787mg, 1.85mmol,3.00 4 5) [
TR A VBT b 208 CR) T R AWE T1,2- & 4k B.1ml) HIGERAHIZ0C,
— XA =R PR (1) (790mg,3.08mmol ,5.0029 &) i3 KRR 223 C . 16h)5,
W MR A PRI EA40°C o i L A8h I , I IV IR BR SN K VAR (10mL) o 45 B i i 7
fik 8 A # (~2mm) b 9 BEVRH AR IR AR (3 X 10mL) o & IR H HLZE IR 88 1152 Ho
T 5 IR 40 R AR WniE I A B 24k (80— 100% PR LB -2 50) LAR 2174, Hooh
A IR (302mg,56%) «TLC (10% FEE - L BR . BR) :Re=0.69 (UV, XF 18 &%) o 'H NMR
(500MHz ,CDC13) 67.74-7.65 (m,4H) ,7.48-7.33 (m,6H) ,5.96-5.85 (m, 1H) ,5.30 (d,J=
17.0Hz,1H) ,5.21 (t,J=13.3Hz,1H) ,4.98-4.87 (m,1H) ,4.64-4.52 (m,4H) ,3.78(d,J=
2.9Hz,1H) ,3.77 (s,3H) ,3.67(dd,]=9.7,4.6Hz,1H) ,3.51-3.40 (m, 3H) ,3.40-3.33 (m,
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1H) ,3.21(dd,J=13.6,7.2Hz,1H) ,2.94 (s,3H) ,2.83-2.69 (m, 1H) ,2.31 (s,6H) ,1.93-1.84
(m,1H) ,1.80 (s,3H) ,1.79-1.75 (m,1H) ,1.66 (s,3H) ,1.65 (s,3H) ,1.55(dd,J=14.4,
6.8Hz,1H) ,1.40 (dd,J=24.0,12.1Hz,1H) ,1.31-1.23 (m,1H) ,1.15(s,3H) ,1.07 (s,9H) ,
1.06(d,J=6.9Hz,3H) ,1.04 (d,]=7.4Hz,3H) .**C NMR (126MHz,CDC1s) §167.61,162.91,
156.18,155.11,135.62,134.21,132.56,129.42,129.40,127.50,117.98,104.51,100.32,
99.71,78.84,78.30,75.16,72.01,69.08,65.80,62.95,54.74,49.39,44.96,40.64,
36.41,34.01,31.15,26.88,25.87,24.19,20.33,19.76,19.35,12.96,9.77.FTIR (4i[)) ,
em :3340 W) ,2936 (m) , 1722 (s) , 1720 (s) ,1267 (s) , 1109 (s) , 1070 (m) ,708 (s) -HRMS (ESI) :
(CarH7oN2012Si+H) “F 5545 : 883. 4771 ; SEIH - 883.4794,

[0853]  [S26

[0854]
QTBOPS OH
.‘\C HS X ~\\C: HS
OCH, | ocH,

1CHs “1CHy N(CH),
12, A0 MEO7 HF HaCy,, A+, McO 754 '
HaC, v, S A e G Osd—~NHallac
HiC g 68% HC g
/k\CHg , ).\\\CHS
o7 0 "CHs o7 Q CHs
252 $26

[0855]  7E23°CHHA A (48wt% ,1.23mL,34. 2mmol, 1004 &) AN E M1 252 (302mg,
0.342mmol, 19 8&) £ M (3. 4mL) AR o 1205 , 1 S BVR-A WIS 12 8 I %2 100mL
T AR TR S BN 7K VAV o VR A ) T R AR EX (3 X 20mL) o A R 2Tk )2 M A S AL BNV TR e
B H PR BREE T 15 o T-1R IS IOV VRLAE DR T IR A8 o R AR i i pROs A ek il (3—4% H
B - SR KE+0.3—0.4% 30 % A EKIETR) USRI, Hoh A ARk (150mg,68%) .
TLC (10% H - 2.8 2. 158) :Re=0.48 (UV, % i &%) o'H NMR (500MHz , CDC13) 85.90 (ddd, J=
16.4,10.8,5.2Hz,1H) ,5.30(d,J=17.3Hz,1H) ,5.23(d,J=10.4Hz, 1H) ,4.95(t,]=
5.5Hz, 1H) ,4.69-4.43 (m,4H) ,3.92(d,J=2.9Hz,1H) ,3.79 (s,3H) ,3.60 (ddd,J=11.0,
7.2,3.9Hz,1H) ,3.50 (dd,J=13.1,6.5Hz,2H) ,3.39 (dd,J=10.7,7.1Hz,2H) ,3.35-3.20
(m,2H) ,3.14 (s,3H) ,2.83-2.75 (m, 1H) ,2.31 (s,6H) ,1.94-1.90 (m, 1H) ,1.89 (s,3H) ,1.80
d,J=12.8Hz,1H) ,1.69 (s,3H) ,1.67 (s,3H) ,1.59(dd,]=14.6,2.8Hz,1H) ,1.47-1.39 (m,
2H) ,1.32(s,3H) ,1.08(d,J=7.3Hz,3H) ,0.95(d, J=6.9Hz,3H) .**C NMR (126MHz,CDC13) &
167.03,162.68,156.15,155.17,132.51,118.01,104.63,100.30,99.88,79.56,77.36,
75.14,72.06,68.34,65.80,62.87,54.77,49.59,44.92,40.62,38.56,33.92,31.07,
26.04,25.83,23.99,20.04,19.87,13.07,9.87.FTIR (Zlif#]) ,cm ':3377 (br) ,2941 (m) ,1716
(s) ,1650 (s) , 1265 (s) , 1051 (s) ,993 (s) ,914 () ,731 (s) HRMS (EST) : (Ca1Hs2NoO1o+H) “f¥) 31
HAH :645.3593; L I{H : 645. 3617

[0856]  [#E253
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[0857]

N(CH3)z Dess~Martin N(CH3)z
HyCr, A MOTSEg A,
3 0 LD NHAlloG —— - 0 NHAloG
HaC. 90%
0“0
$26 253

[0858] 7 23°C#4Dess-MartinE ks (148mg,0.349mmol, 1.5024 &) — R LR N & B2 S26
(150mg,0.233mmol , 1 &) FE/K-MIM =S F fie (1. 2mL) AR  1hfE , AZ NI AP
AN TE (10mL) VL ANk R S AN 7K VA VR (BmL) AN AR ACHR BR AV L (BmL) o VR A4 Il £
PEHE 159 . 4 B 2 B R I Z AR EY (2 X 10mL) oA 9110 2.1k 2 B Rk e BRI e T
B o TR 5 VA VR T R 45 LAAR 21074, Hoh B 3B (135mg,90%) o TLC (10 % HHEE -
IR :Re=0.61 (UV, %5 ZFEE) «'H NMR (500MHz , CDC13) §9.37 (d, J=4.6Hz,1H) ,5.98-
5.83 (m,1H) ,5.29(d,J=17.2Hz,1H) ,5.22(d,J=10.4Hz, 1H) ,4.97-4.92 (m, 1H) ,4.65-
4.51 (m,4H) ,3.85(d,J=3.4Hz,1H) ,3.79 (s, 3H) ,3.55-3.43 (m, 2H) ,3.43-3.31 (m, 1H) ,
3.28-3.17 (m, 1H) ,2.98 (s, 3H) ,2.84-2.74 (m, 1H) ,2.49 (tt,J=15.7,6.0Hz, 1H) ,2.32 (s,
6H) ,1.86(s,3H) ,1.86-1.78 (m,2H) ,1.68(s,3H) ,1.66(s,3H),1.58(dd,J=14.2,3.1Hz,
1H) ,1.43-1.35(m,1H) ,1.27 (s,3H) ,1.08(d,J=7.1Hz,6H) .'3C NMR (126MHz,CDC13) &
204.40,166.99,162.73,156.16,155.17,132.49,118.02,104.61,100.39,99.82,78.22,
78.01,75.09,72.04,65.81,62.87,54.79,49.45,44.91,41.89,40.56,37.38,33.93,
30.30,25.94,25.82,24.09,20.23,15.60,13.06,9.79.FTIR (ZEf#) ,em *:2939 (m) ,1751
(s) , 1716 (s) , 1641 (m) ,1265 (s) , 1053 (s) ,993 (s) ,914 (s) , 729 (s) -HRMS (ESI) : (C31Hs0N201
+H) A 1643 . 3437 s SE A 1643 . 3466,

[0859] %254

[0860]

R ook
CHy N(CHs) y
RNt H,, A MOTS5EG NaBHLCN
T NHAlloe

Q?_

Ny

3 i Aao,
HC HE g 59%
3
H3C A /szH;,
o 070" Yo,
18 253 254

[0861]  7E-15°C (PN By , i 2 38 3k 5 R I+ oK i AR 8) F JUE A L8N (26mg ,
0.42mmol,2.04 &) W INZEFL16 (69mg,0.23mmol, 1.1 &) 7E9: 1 % : £ (2.0mL) TPIHVE
T ARG 4 1 B Nl 253 (135mg, 0. 21mmol , 124 5) £69: 1B /2.1 (0. 5mL) 1 (VAR -
W R NIR G WAE- 15 CHiHE Lh, B LC-MSAr M F8 7R 58 A e Ak o« I BV A WIAE Dl R T k4 (~
30mmHg , 30 C 7K «FRARMIAE S K52 (10mL) A ATk BR A AN/K AW (BmL) Z [8] 7L . /K JZ
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A& BE A EL (2 X 10mL) o & FFHAHLZ B BN T 0 15 5 B VR AR T i - 5%
S P R R AL (2—4 % B - R 5E10.2—0. 4% 30 % A B AL EKIE TR A
BRI, Hov A Ak (135mg,69%) oTLC (10% S - 2R 4 ER) :Re=0.50 (UV, X = &
) o'H NMR (500MHz ,CDC13) 85.97-5.79 (m,1H) ,5.30(d,J=17.1Hz,1H) ,5.22(d,J=
10.3Hz,1H) ,4.97 (t,J=5.7Hz,1H) ,4.65-4.52 (m,4H) ,3.84(d,J=4.8Hz,1H) ,3.79 (s,
3H) ,3.72(d,J=2.8Hz,11) ,3.61-3.41 (m,4H) ,3.39 (dd,J=10.3,1.8Hz,1H) ,3.33 (t,J=
6.5Hz,2H) ,3.31-3.19 (m, 2H) ,3.08 (s,3H) ,2.84-2.72 (m,2H) ,2.53 (d,J=5.4Hz, 2H) ,2.30
(s,6H) ,1.87 (s,3H) ,1.84-1.70 (m,4H) ,1.69 (s,3H) ,1.66 (s,3H) ,1.65-1.56 (m,3H) ,1.45-
1.29 m,4H) ,1.34(s,3H) ,1.27(s,3H) ,1.14(d,J=6.4Hz,3H) ,1.09 (d,J=7.2Hz,3H) ,1.05
(t,J=7.4Hz,3H) ,1.00 (d,J=6.7Hz,3H) .'*C NMR (126MHz,CDC13) 5167.56,163.16,
157.96,156.18,155.13,132.55,117.94,104.67,100.82,99.09,83.33,79.19,78.36,
78.13,75.18,72.00,65.79,62.98,62.10,54.82,54.54,54.42,51.03,49.76,44.94,
43.43,40.63,37.90,34.59,28.86,26.32,26.10,25.75,24.11,23.60,21.17,20.08,
16.73,15.66,13.50,11.03,9.92.FTIR (4fiff) ,cm':3363 (br) ,2939 (m) ,2098 (s) , 1716 (s) ,
1265 (s) ,1240 (s) ,1049 (s) ,912(s) ,729 (s) -HRMS (ESI) : (CasH7sN7014+H) "f¥) it B AH -
926.5445 ; SLIIME : 926.. 5469

[0862]  “KREIFPNEE255

130°C

.

N(CH3) o
Y

N(CHa)s

o NHAlloe O NHAlloc

CHsz

255
C2 244 2 6 ke 6:1 %4 W

[0864]  7£250-mLEeiR P B K IR HT44254 (135mg, 0. 146mmo 1) ¥A TS0 (146mL) «iZ% 5
BEELA TR AA B 2s T /S FH 195 41 S B I 2 R WL 08T SR JE G HEIR AE
150—"C yh¥ Hh DA AT S B VA TR R A B3« 160 5, BB B I3 BB S A 123 °C .4 HIK
VETRAE RS N He4s (el 28 %, ~ 10mmHg , 40 °C7K¥S) HLAR AWt s i th itk ik 4tk 2—
1% - SR 5+0.2—0.4%30 % E A KB R AR, Ho A @il ik (88mg,
70%) o TLC (10% i - Z.FR L FR) :Re=0.56 (W 10 & HE) o 'H NMR (FEC24 1116 = 1 JE Xkt 57
RS, RS 2 4444, 500MHz , CDC1s) 66.01-5.85 (m, 1H) ,5.32(d, J=17.2Hz, 1H) ,5.23
(d,J=10.2Hz,1H) ,5.01 (t,]=4.7Hz,1H) ,4.96 (dd,J=10.9,2.0Hz, 1H) ,4.65-4.44 (m,
5H) ,3.83(q,J=7.2Hz,1H) ,3.78 (s,3H) ,3.71-3.56 (m,3H) ,3.55-3.45 (m, 1H) ,3.41 (s,
1H) ,3.39-3.25 (m,4H) ,3.11-3.04 (m, 1H) ,3.01 (s,3H) ,2.84-2.71 (m,3H) ,2.28 (s,6H) ,
2.08-1.52 (m,10H) ,1.48-1.43 (m,1H) ,1.42(s,3H) ,1.38(d,J=6.9Hz,3H) ,1.26 (s, 3H) ,
1.20(d,J=7.8Hz,3H) ,0.97 (app t,J=6.1Hz,6H) ,0.89 (t,]J=7.4Hz,3H) .'*C NMR (f£C24b
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(76 2 1A% ik S A AR VR A » sty 32 B S A 4A , 126MHz , CDC3) 6205.53,171.65,156.84,
156.34,155.03,132.75,117.71,100.38,80.96,78.47,78.18,75.15,74.68,71.82,65.71,
65.45,63.03,59.09,58.17,54.79,50.92,49.87,49.79,44.90,44.68,40.59,27.60,
26.21,25.47,24.17,21.80,21.66,18.96,14.24,14.03,13.93,13.70,10.33.FTIR (ZEf)) ,
em 1:2943 (m) ,2096 (s) ,1743(s) , 1716 (s) , 1442 (s) , 1263 (s) , 1057 (s) ,908 (s) ,729 (s) ,
HRMS (EST) ¢ (CarHeoN7O13+H) "I 71 57E : 868. 5026 ; SLIMH : 868.5042,

[0865]  K¥F Py ERES27
[0866]

255 827
CRAL 28 BRIk 88 6:1 bl

[0867] ¥4 KIAPNFH255 (T0mg,0.081mmo1) /£ F B (1mL) HH AR AE 23 C it B 24h o %I
SR G AED R R We4d LAAF R4, Hooy Bt ik (65mg, ~100%) o TLC (10 % FF B - — & H b+
1% 30 % S A K IEIR) Re=0.45 Cof T & E%) o 'H NMR (ZEC24L 1196« 1| X B A A4V A
W, 4R R 2 R k44, 500MHz , CDCL3) 66.02-5.83 (m, 1H) ,5.32(d,J=17.2Hz,1H) ,5.23(d,J
=10.1Hz,1H) ,5.05-4.99 (m, 1H) ,4.95 (dd,J=10.8,2.0Hz, 1H) ,4.73-4.47 (m,3H) ,4.41
(d,J=7.4Hz,1H) ,3.86 (g, J=6.9Hz,1H) ,3.70-3.57 (m,3H) ,3.55-3.44 (m, 1H) ,3.41 (s,
1H) ,3.38-3.13 (m,5H) ,3.11-3.04 (m, 1H) ,3.02(s,3H) ,2.82-2.71 (m,2H) ,2.57-2.46 (m,
1H) ,2.27 (s,6H) ,2.03-1.82 (m, 1H) ,1.82-1.53 (m,9H) ,1.43 (s,3H) ,1.40(d,J=6.9Hz,
3H) ,1.37(d,J=7.8Hz,3H) ,1.28 (s,3H) ,1.24-1.17 (m, 1H) ,0.98 (d,J=6.1Hz,3H) ,0.96
(d,J=6.9Hz,3H) ,0.89 (t,J=7.4Hz,3H) .'*C NMR (fEC24L 116 : LERF I A IR &4, Rt
F B A, 126MHz,CDC13) §205.74,171.51,156.86,156.34,132.78,117.69,103.02,
80.99,78.41,78.26,75.56,72.22,70.11,65.68,65.55,65.30,59.13,57.96,50.92,
49.98,49.84,45.50,45.11,43.03,40.91,40.18,27.75,26.20,24.13,23.53,21.76,
21.66,19.06,14.39,14.32,14.26,14.09,10.36.FTIR (4lif#)) ,cm ':3317 (w) ,2941 (m) , 2096
(s) ,1737 (s) , 1716 (s) ,1427 (s) ,1240 (s) ,1070 (s) , 1045 (s) ,910 (s) ,729 (s) -HRMS (ESI) :
(C3gHerN7011+H) "l 11578 : 810. 4971 s SEIM{AE : 810. 4983,

[0868] =256

172



CN 107530365 A iﬁ, EH :FS 132/176 5T

[0869]

NHBoc
— e
CusDy N(CHg)
IR AR A NHAloe

93%

CHs
256
C2 Rty E ey 6:1 44

[0870]  [H] KEFNEES27 (65mg,0.080mmol, 124 5) 761 LRUT B 7K (1.0mL) 9 [ 94 ¥k o #H
RSN (3-Z B L) W IR AT ES (52mg, 0. 24mmo 1, 3. 04 5&)  FuIh ML EE AN 7K VA TR
(0.10M,0.16mL,0.016mmo1,0. 20 ) FIARER A (11) /K¥EW (0. 10M,40uL,4.0umol,0.050
M8 RS WAE23 CHiFE16h, S8 5 75 R R S AN/ AR (ImL) AT & B2 (ImL) 2 [7]
K )E H &P A (3 X 2mL) o & A HLZE FHBRBR AN T8 B 15 5 B VA W AR 8
T k4 R A T Yok A it Ak (3—5% - S £5+0.3—0.5% 30 % A Ak 5k
IKIEW) LAAS B4 (256) , HoN A ik (T7mg,93%) o 'H NMR (ZEC24L 6« 1 Ao e S 4
TREW, 5 B S A1E , 500MHz , CDC13) 87.86 (s, 1H) ,7.73 (s, 1H) ,7.56-7.41 (m, 2H) ,
7.36(t,J=7.9Hz,1H) ,6.82 (s, 1H) ,5.99-5.85 (m, 11) ,5.30(d,J=12.9Hz,1H) ,5.21 (d, ]
=10.3Hz,1H) ,5.02 (t,J=4.7Hz,1H) ,4.96 (d, J=10.7Hz, 1H) ,4.59 (s, 2H) ,4.54-4.33 (m,
4H) ,3.89 (q,J=6.6Hz,1H) ,3.79-3.55 (m,3H) ,3.45 (s, 1H) ,3.40 (s, 1H) ,3.31 (d,J=
12.6Hz,1H) ,3.24-3.10 (m,2H) ,3.10-2.99 (m, 1H) ,2.93 (s, 3H) ,2.83-2.69 (m,2H) ,2.56-
2.46 (m, 1H) ,2.28 (s,6H) ,2.16-1.85 (m,2H) ,1.85-1.60 (m,8H) ,1.58-1.48 (m,9H) ,1.44 (s,
3H) ,1.41(d,J=6.9Hz,3H) ,1.37(d,J=7.8Hz,3H) ,1.24 (s,3H) ,1.22-1.16 (m, 1H) ,0.99
(d,J=6.0Hz,3H) ,0.94 (d,J=6.8Hz,3H) ,0.89 (t,J=7.3Hz,3H) .'°C NMR (fEC24L1#16: 15E
ST AR VR A, R R A, 126MHz , CDCL3) 6205.72,171.68,156.94,156. 35,
152.75,147.41,138.92,132.77,131.41,129.43,120.29,119.74,118.03,117.66,115.59,
103.04,81.06,78.44,78.25,75.52,72.22,70.05,65.64,65.52,59.01,57.87,50.03,
49.83,49.70,45.54,45.02,42.73,40.81,40.14,28.32,27.68,27.53,24.11,23.49,
21.71,21.63,19.00,14.45,14.30,14.23,14.05,10.42.FTIR (Zf¥)) ,cm *: 3313 (w) , 2945
(m) ,1732(s) ,1529 (s) , 1454 (s) ,1240 (s) , 1180 (s) , 1070 (s) , 1051 (s) ,732 (s) HRMS (ESI) :
(Cs2HsoNsO13+H) "t 548 : 1027.6074 ; SLHIME : 1027.6092,

[0871]  J%257
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[0872]
NHBog

* 3 CHLCOLH
£  PA(PPhs)s
OCH, AcOH; BusSaH
MCH ) ;
. é N‘(C-Hv)z 1% N(CHz),
ey Ro .
(¢’ NHAloG NHy

257
C2 L4 £ 0 FHtkdd 4: 1 RE 4

[0873]  7E23°CH4PY (=21 48 (0) (1.7mg,1.5umol,0.020498) F=1F T S48 (40
uL,0.15mmol,2.04 &) M4k N ZE K¥256 (77mg,0.075mmol , 124 &) FIZ B (21ul,
0.38mmol,5.04 &) FETHF (0.75mL) H (KW H o 1 S NETR B AE23 CHiHt Lh , SR 5 7F LTk
(5mL) F7K (5mL) Z [8] 3L o 7K J2 FH SR ZEER (2 X 5mL) o8 2Tk = E 57, HoKJZ A T k44
(0. ImmHg) LATF HIH = Z BRI AW 7290, 19 (ufil 44 (68mg ,81%) o 'H NMR (C24b (14 : 19E
XTI AR VR AW, R T EE R4, 500MHz , CD30D) 88.29 (s, 1H) ,7.83(d,J=11.9Hz,
1H) ,7.50-7.29 (m,3H) ,4.96 (dd,J=10.7,2.2Hz,1H) ,4.60-4.45 (m,5H) ,4.42(d,]=
7.4Hz,1H) ,4.07 (q,]J=6.8Hz, 1H) ,3.88-3.80 (m, 1H) ,3.64 (t,]=6.9Hz,2H) ,3.52-3.42
(m,1H) ,3.28-3.16 (m,2H) ,3.15-3.05 (m,2H) ,2.97 (s,3H) ,2.94-2.83 (m, LH) ,2.81-2.72
(m,1H) ,2.68 (s,6H) ,2.10-1.98 (m,2H) ,1.91-1.80 (m,2H) ,1.76-1.57 (m,6H) ,1.55 (s,9H) ,
1.48(s,3H) ,1.37(d,J=8.4Hz,3H) ,1.32(d,J=6.4Hz,3H) ,1.29(s,3H) ,1.28-1.24 (m,
1H) ,0.99(d,J=6.1Hz,3H) ,0.95(d,J=7.1Hz,3H) ,0.90 (t,J=7.3Hz,3H) .'*C NMR (C24bf¥]
42 VRN S A AR VR A, R0 £ B R M A, 126MHz , CD30D) 6207.80,178.28,173.37,
158.94,155.20,148.78,141.26,132.28,130.38,122.36,120.96,119.57,116.91,103.35,
83.35,83.18,80.94,79.75,79.38,76.04,71.06,70.72,66.88,65.98,59.91,59.14,
50.99,50.95,46.51,44.29,44.15,42.08,40.33,31.90,28.87,28.74,28.54,25.39,
22.83,22.16,19.60,14.68,14.66,14.35,14.07,11.02,10.93.FTIR (Zliff]) ,cm™: 2960 (m) ,
1732(s) , 1570 (s) , 1456 (s) , 1390 (s) , 1240 (s) , 1166 (s) , 1070 (s) -HRMS (ESI) : (CasHzsNsO11+
H) " 5048 - 943.5863 3 SLIE : 942.5870.

[0874] FSM-21795
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[0875]
Ny A
0\538 HN— CHs i
\O_N QCHs NHz
HC i 2 CH% N{CH3)s CUSO, N(CHa)
MO 0 i v . e
Cnr™g YL ~atoe Ho 4 bt ~~NHAllos
g 67% _
CHsx CHy

259 (FSM-21795) B
C2 Ay £ 61T 101 RS9

[0876] ] KFF257 (13mg,0.016mmol, 14 &) £E1: LT BE: 7K (0. 20mL) AR FH 4k s
3= 2K % (5. 6mg,0.048mmo 1, 3. 024 5) PUIR ML ER /K5 ¥ (0. 10M, 32uL,3. 2umo] ,
0.2045) FIBRER4H (11) ZK¥AER (0. 10M,8uL,0.8umol,0.054 &) RS WLE23CHeHE
16h, 2R 5 AE AR BR S AN KA (ImL) A1 &R e (ImL) 2 8] 43 Bd o 7K )2 FH U B A5 Y (3
X 2mL) o A& A ALZ IR B AN T8 B8 J5 BV VRLAE 8O T W48 Sl Wi i PR A £
BEvEAifL (3—5% FE- A H £+0.3—0.5% 30 % A A E AR LAY, oA &
VLA (10mg,67%) o'H NMR (C24b )10 : 1RSI St A AR VR A9, 45 2 22 544 4, 500MHz
CDCls) 67.81 (s,1H) ,7.26-7.12 (m,3H) ,6.71-6.62 (m, 1H) ,6.00-5.85 (m, 1H) ,5.30 (d,J=
16.2Hz,1H) ,5.21 (d, J=10.3Hz,1H) ,5.05 (t,J=5.6Hz, 1H) ,4.97 (dd,J=10.8,1.8Hz,
1H) ,4.58 (br s,2H) ,4.56-4.35 (m,4H) ,3.89 (q,J=6.8Hz,1H) ,3.82 (br s,2H) ,3.79-3.60
(m,4H) ,3.51-3.43 (m, 1H) ,3.42 (s,1H) ,3.40-3.26 (m,1H) ,3.21(dd,J=10.1,7.5Hz,1H) ,
3.10-3.03 (m,1H) ,2.95(s,3H) ,2.81-2.73 (m, 2H) ,2.57-2.47 (m,1H) ,2.28 (s,6H) ,2.07-
1.93(m,3H) ,1.80-1.48 (m,7H) ,1.44 (s,3H) ,1.41(d,J=6.9Hz,3H) ,1.38(d,]J=7.8Hz,
3H) ,1.25(s,3H) ,1.19(d,J=12.9Hz,1H) ,0.99 (d,J=6.1Hz,3H) ,0.94 (d, J=6.9Hz, 3H) ,
0.89 (t,J=7.4Hz, 3H) -HRMS (ESI) : (CazHzaNsOu1+H) "HI 11548 : 927 . 5550 ; SLill{E : 927 . 5557,
[0877]  FSM-21700

[0878]

257

+ 3CF3COH

QLE* Pd(FPhs)s
> { AcOH, Bu3SnH
H, O TYCH ¢
2 : , 63%

HaC o 7 ;

259 260 (FSM-21700)
[0879] 7.8 (1.2uL,0.022mmol,5.04 ) I =1F T HE 44 (2.3uL,8.6umol, 2.0
=) A4 INEE 259 (4.0mg,4 . 3umol , 124&) £ETHF (0. 1mL) W FIER o« — R PR DY (=28
Hep) 48 (0) (5.0mg,4.3umol, 1.0 &) 30408 i , 47K (CmL) MR N & R BLIA W - BT 1 a7 W

175



CN 107530365 A iﬁ, EH :I:S 135/176 BT

T (3 X 2mL) o K Tk = =77, HK S AR T A8 (B %% 78 %, 10mmHg , 40°CIKI) -
[ R AR IN50% =R LR - & B 4 (0. 2mL) o %ISR G AEUE R ik 4n LS 21 74, H
N AR (3. 2mg,63%) o'H NMR (500MHz , CD30D) 88.43 (s, 1H) ,7.84 (d, J=6.8Hz,2H) ,
7.60 (t,J=8.2Hz,1H) ,7.34 (d,J=8.5Hz,1H) ,4.94(d,J=10.7THz,1H) ,4.62(d,J=3.3Hz,
1H) ,4.59-4.47 (m,3H) ,4.18 (q,]=6.9Hz, 1H) ,4.06-3.98 (n, 1H) ,3.85-3.75 (m, 1H) ,3.70-
3.65 (m, 1H) ,3.63 (s, 1H) ,3.57 (d,J=6.6Hz,2H) ,3.46-3.41 (m, 1) ,3.27-3.20 (m, 1) ,
3.19 (s,3H) ,3.16-3.09 (m, 1H) ,3.09-3.00 (m, 1H) ,2.91 (s, 3H) ,2.84 (s,3H) ,2.77 (t,]=
11.8Hz,1H) ,2.22-1.58 (m, 10H) ,1.55 (s,3H) ,1.44 (s,3H) ,1.38(d,J=7.6Hz,3H) ,1.37-
1.29 (m,7H) ,1.10 (d,J=7.1Hz,3H) ,0.95 (t,J=7.5Hz, 3H) ;HRMS (ESI) : (CsatroNsOg+H) ]
T : 843. 5339 SE A : 843. 5352,

[0880] & ZWEf%S27

[0881]

_ NHBogo NHBoc

CHj
OCH;
CH; N(CH3) O
o RO L e
H g

2587
[0882] fE23°CH2,2- “H Z BRI (2.5mg,0.018mmol, 5% 8) fl =2 i (2.5uL,
0.018mmol,548) M4k IR INZE 257 (4.0mg, 3. 6umol , 1 248) 78 FFEE (0. 2mL) ' I¥ER T .
R BIR I 2 50°C HARZIR EIRFF 190 7o 212 23°C Ja , IR A MR DU T W4 HAR R W) il
e R 5 i A, (3—5% - U 4+0. 300 5% 30 % VALKV D LURRI™ 4, 3y
LA A4 (3. Img,83%) o'H NMR (C24bF 122 1ol s ik S A A VR & 1 4 3 22 R b 4
500MHz ,CDC13) 87.85 (s, 1H) ,7.73 (s, 1H) ,7.53 (d, J=7.6Hz, 1H) ,7.51-7.45 (m, 1) , 7.37
(t,J=7.9Hz,1H) ,6.98 (t,J=5.3Hz,1H) ,6.75(s,1H) ,5.97 (s,1H) ,4.97(d,J=9.1Hz,
1H) ,4.56 (d,J=3.1Hz,1H) ,4.53-4.36 (m,3H) ,3.90 (g, J=7.3Hz,1H) ,3.80-3.59 (m,4H) ,
3.41(s,1H) ,3.38-3.28 (m, 1) ,3.24 (dd,J=10.1,7.5Hz,1H) ,3.12-3.02 (m, 11) ,2.94 (s,
31) ,2.82-2.72 (m,2H) ,2.59-2.47 (m, 1H) ,2.28 (s,6H) ,2.12-1.91 (m,3H) ,1.83-1.58 (m,
8H) ,1.54 (s,9M) ,1.44 (s,31) ,1.41 (d,]=6.9Hz,3H) ,1.38(d,J=7.8Hz,3H) ,1.28 (s,3H) ,
1.23-1.17 (m, 1H) ,0.99 (d, J=6.0Hz,3H) ,0.95 (d, J=6.8Hz,3H) ,0.89 (t,J=7.4Hz,3H) .
HRMS (EST) : (CsoHzsC12NsO12+H) "H 1t 5 H : 1053.5189 ; SLME : 1053.5198.,
[0883]  FSM-21842
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[0884]
NHEoc NH;

CF4COgH CHs * ZCFCOH
A OCH;
N(CH) & 100% NcHy MR O
- ! i - b
N7 S C ,OHDjZOﬁ S ci
Hoa H o g
CHg
s27 261 (FSM-21842)

[0885]  7£23°CHs & ZWERES27 (3. 1mg,2.9umol) & T50% =M LB - 5 HF k. 2h 5 , ¥&
VAR DR T W 4E AR 2 =4, v i a4 (3. 8mg, 100%) o'H NMR (500MHz , CDs0D) 68.41
(s,1H) ,7.84-7.70 (m,2H) ,7.56 (t,J=7.9Hz,1H) ,7.28 (d,]=8.0Hz,1H) ,6.35 (s, 1H) ,
4.94(d,J=8.5Hz,1H) ,4.60-4.49 (m,4H) ,4.15 (g, J=6.8Hz, 1H) ,3.93-3.77 (m,2H) ,3.68
(d,J=6.6Hz,1H) ,3.63 (s, 1H) ,3.59(dd, J=13.9,7.5Hz,1H) ,3.55-3.44 (m,4H) ,3.15 (s,
3H) ,3.13-3.05 (m,1H) ,3.01 (dd,J=7.7,3.4Hz,1H) ,2.91 (s,3H) ,2.82 (s,3H) ,2.76 (t,]=
11.8Hz,1H) ,2.14-1.97 m,3H) ,1.97-1.59 (m,7H) ,1.54 (s,3H) ,1.50-1.43 (m, 1H) ,1.42 (s,
3H) ,1.37-1.27 (m,9H) ,1.10(d,J=7.1Hz,3H) ,0.92 (t,J=7.3Hz, 3H) .HRMS (ESI) :
(CasH70C1aNgO1o+H) “f 548 : 953 . 4665 ; SLE : 953. 4674,

[0886]  JS28

[0887]
NHBoc NHEoo
Nz
S
N
3 CH3COH jff
BocHN™ “NHBag 0. G, EIN \ &g

*O‘N QCH,

NEt3 HaC T HICH; N(CHz) NB6s

HAC wHOZEE M
5% R Ol N” “NHBos
H

257
[0888]  7:23°CH =2 % (2.5uL,0.018mmol , 54 5) FIN, N/ -2 (BUT A BRI N - =5
TP AEAR (4. 2mg,0.01 Immo 1, 34 8) AHAEA AN A fL257 (4mg, 3. 6umol , 1 98) ££ & F bt
(0. 2mL) H VAV o FTAFVA VRAE 23 CHEEOh , ELYEJRE T IRAH R Ml i AL il 4l (3
—5% FEE- ZF&F Fet0.3—0.5% 30 % A EAEIR) AT 214, v A EE 4
(2.2mg,52%) o'H NMR (500MHz ,CDC13) 88.79-8.66 (m, 1H) ,7.86 (s,1H) ,7.78 (s,1H) ,7.73
(br s,1H) ,7.60-7.39 (m,2H) ,7.35 (t,J=7.9Hz,1H) ,6.70 (s,1H) ,4.97 (d, J=9.3Hz, 1) ,
4.60 (d,J=3.2Hz,1H) ,4.51-4.39 (m,3H) ,4.39-4.20 (m, 1H) ,4.08-3.93 (m, 1H) ,3.88(q,J
=6.9Hz,1H) ,3.80-3.61 (m,2H) ,3.44 (s,1H) ,3.32-3.14 (m,2H) ,3.14-3.08 (m,1H) ,3.05
(s,3H),2.83-2.72 (m,2H) ,2.58-2.48 (m, 1H) ,2.29 (s,6H) ,2.08-1.91 (m,4H) ,1.82-1.56
(m,7H) ,1.54 (s,9H) ,1.53 (s,9H) ,1.51 (s,9H) ,1.48-1.24 (m, 13H) ,0.99 (d, J=6.0Hz,3H) ,
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0.95(d,J=6.7Hz,3H) ,0.89 (t,J=6.6Hz,3H) HRMS (ESI) : (Cs9HosN10015+H) [+t 5H 8 :
1185.7129;SZl{F : 1185.7145,

[0889]  FSM-21843

[0890]

NHBoc¢ NH,

CF4CO5H LHa +4 CF4CO-H
OCH;
N(CHz); NBoe 100%: +1CHy N(CHz), NH
Lg s HOZSE M
N~ ~NHBoc (@ OudN“"“NH,
H H
6
CHy
s28 262 (FSM-21843)

[0891]  fE23°CHEMNS28 (2. 2mg,1.9umo1) V& T50% =M LR - S R bt . 2h )5 , VE AR E
THRAECAS B, H vk B [ 44 (2. 5mg, 100%) 'H NMR (500MHz , CD30D) 88.42 (s, 1H) ,
7.77-7.61 (m,3H) ,7.29-7.16 (m,1H) ,4.62-4.43 (m,4H) ,4.43-4.22 (m,2H) ,4.16 (g, =
6.9Hz, 1H) ,3.93-3.85 (m, 1H) ,3.85-3.72 (m, 1H) ,3.70-3.62 (m, 1H) ,3.61 (s, 1H) ,3.59-
3.49 (m,4H) ,3.13(s,3H) ,3.12-3.06 (m, 1H) ,3.06-2.97 (m, 1H) ,2.92 (s,3H) ,2.83 (s,3H) ,
2.74(t,J=11.8Hz,1H) ,2.19-1.95 (m,3H) ,1.95-1.55 (m,7H) ,1.54 (s,3H) ,1.49-1.43 (m,
1H) ,1.41 (s,3H) ,1.38-1.25 (m,9H) ,1.09 (d,J=6.9Hz,3H) ,0.90 (t,]=6.7Hz, 3H) .HRMS
(BST) : (CaaHzaN10Og+H) "FE 11541 : 885. 5557 5 LI : 885. 5562,

[0892]  FSM-21861

[0893]
NHBoc¢
J‘Jlf' ~HC
3 CH3CO,H H™ “OBn
NEt; « 4 CF5C0H
: N(GHz)s BE CRCOH N(CH3), NH
NH2 66% 4 N H
H
CHy
257 263 (FSM-
21861)

[0894]  FE-50°C K W i WEEEE MR £h (2.3mg,0.013mmol, 3.0 8) HINE 257 (5.0mg,
4.5umol, 1298) fI=Z.0% (6.2uL,0.045mmol , 10°45) 7F & F 4 (0. 2mL) FIER T
BR300 PRI R -20°C o 1h)a, /£-20 CI N =M LB (0.20mL,2.6mmol,580 &) o K&
TR 23°C HAHE2h o [ MRS VIERE T Wedd , Bk i s AHHPLCZEAL (10—40%
G- B0 1% =R, K MK = 254nm, tk=23.0min) LA/S 274, Hh 1 A 44
(3.9mg,66%) .'H NMR (500MHz , CD30D) 68.44 (s, 1H) ,8.02 (s, 1H) ,7.85(d,]=6.7Hz,2H) ,
7.60 (t,J=7.9Hz,1H) ,7.34(d,J=7.7Hz,1H) ,4.65-4.42 (m,4H) ,4.21-4.12 (m, 1H) ,3.99
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(s,1H),3.92-3.47 (m,6H) ,3.47-3.38 (m, 1H) ,3.21-3.15 (m, 1H) ,3.13 (s,3H) ,3.07-3.00
(m, 1H) ,2.92(s,3H) ,2.84 (s,3H) ,2.77(t,J=11.7Hz,1H) ,2.22-1.98 (m, 3H) ,1.92-1.57
(m,7H) ,1.54 (s,3H) ,1.44-1.25@m,13H) ,1.09(d,J=6.7Hz,3H) ,0.94-0.85 (m, 3H) . ¥ :
C13-FiF1E4 . 8Tppm 4k /K [ 0§ 75 25 o HRMS (EST) : (CaaH71NgOg+H) [ 11518 : 870. 5448 ; Sl
{£ :870.5447,

[0895] T fi%S29

[0896]
‘ NHBoc

N .
=N
Q.0 \
3 CHCOH \@ 9\
e
e, fiy? H; y

NEts

73%

N(CH) Q

NN
He

[0897]  ££-50°C At iE -3-fei bt S EhEZ £k (2.9mg,0.013mmol , 3. 04 &) 1 [E 4 7 in 22 iz
257 (5.0mg,4.5umol , 14 &) FI=Z % (6.2uL,0.045mmol, 1024 &) £ ~E F %5 (0. 2mL) TP
TRV o TS IE R E 30 B 22 - 20°C HAE Z I B FE Lho [ BIVR A 7E & F 45 (ImL)
A AR B S AN KB (ImL) 8] 73 BE o 7K 23 FH U B A5 B (2 X ) & IR L2 R
FRAA TR H B 5 IS VAR N R4 R i A (g 4k (3—5% i - U fet
0.3—0.5%30% QA MHKER) LR =9, oA EREAE (3.5mg,73%) .'H NMR
(500MHz ,CDC13) 69.12 (s, 1H) ,8.86 (d,J=4.8Hz,1H) ,8.18(d,J=8.0Hz, 1H) ,7.86 (s, 1H) ,
7.68(s,1H) ,7.57-7.45 (m,3H) ,7.34 (t,J=7.9Hz,1H) ,6.94 (s,1H) ,5.11 (br s,1H) ,4.95
(d,J=9.3Hz,1H) ,4.56-4.37 (m,3H) ,4.34 (d,J=7.4Hz,1H) ,3.88 (q,J=6.9Hz, 1H) ,3.83-
3.49 (m,3H) ,3.38 (s, 1H) ,3.25-3.07 (m,3H) ,3.07-2.96 (m, 1H) ,2.85 (s,3H) ,2.81-2.68 (m,
2H) ,2.54-2.41 (m, 1H) ,2.27 (s,6H) ,2.12-1.90 (m,3H) ,1.77-1.57 (m,8H) ,1.54 (s,9H) ,
1.43(s,3H) ,1.41-1.30 (m,6H) ,1.27 (s,3H) ,1.26-1.22 (m,1H) ,0.99(d,J=6.1Hz,3H) ,
0.94 (d,]=6.8Hz,3H) ,0.89 (t,]=7.3Hz,3H) .HRMS (ESI) : (Cs3Hs1NeO13S+H) "It B (R -
1084.5747 ; SZIE : 1084.5740.

[0898] FSM-21876
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[0899]

NHBos

CF3COH + 4. CF3COsH
———y N ’
100% - OC
N(CHz), O
4y, HOTT
'oJBiNN/‘IZ\IT*\N
” - H \/J
CHy
$29 264 (FSM-21876)

C2 3L oh 2 d ey 5:1 w6
[0900]  7E23°CH5HEEENZS29 (3.5mg,3. 2umol) IET50% =R LM - — & P . 2h )i, IZB R
FEIRIE T IAE LAS B4 , HoN ik s 44 (4. 6mg, 100%) o 'H NMR (fEC24L 5« 1o{E X}k S
FIRIEE W), R 45 T2 F:4)44, 500MHz , CD30D) 69.04 (s, 1H) ,8.81 (d,J=4.4Hz,1H) ,8.39
(s,1H) ,8.31(d,J=8.1Hz,1H) ,7.77(s,1H) ,7.73(d,J=7.9Hz, 1H) ,7.66 (dd,]=8.0,
4.9Hz,1H) ,7.53 (t,J=7.9Hz,1H) ,7.25(d,J=9.9Hz,1H) ,4.93(d, J=8.6Hz, 1H) ,4.63-
4.49 (m,4H) ,4.20-4.12 (m,1H) ,3.87-3.77 (m,2H) ,3.70-3.64 (m,1H) ,3.63 (s, 1H) ,3.56-
3.40 (m,3H) ,3.29-3.17 (m,2H) ,3.15 (s,2H) ,3.10-2.94 (m, 2H) ,2.90 (s,3H) ,2.81 (s,3H) ,
2.75(t,J=11.8Hz,1H) ,2.16-1.96 (m,3H) ,1.96-1.58 (m,7H) ,1.54 (s,3H) ,1.43 (s, 3H) ,
1.42-1.38 (m,1H) ,1.38-1.26 (m,10H) ,1.11 (d,J=7.2Hz,3H) ,0.92 (t,]=7.4Hz,3H) .HRMS
(EST) : (CasHzaNoOu1 SHH) ") T+ 548 : 984. 5223 ; SLI{E : 984. 5216,
[0901]  MEf%S30
[0902]

NHBoc

830
C2 2o £ f Mg 11:1 Red

[0903]  7E-50°CHAtEE—2-BREE A (3. 2mg,0.022mmo1,5. 04 &) I INENZ257 (5.0mg, 4. 4u
mol, 134 8) fI=2Z}% (6.2uL,0.045mmol , 1024 &) 7£ 5 F %% (0. 2mL) I ¥E R T o Ir 1375
30 BRI E -20°C HAEZIE EHFE L h AR R A I % (0.5mL) HOB AR HE23C,
LhJG , I RAE IR 4, AR @it il otk 6% FEE- & HF 5i+0.5%30% EH 1k
B K EEWD) VAR B4, HoN (A 44 (4. 0mg , 86 %) o 'H NMR (£EC24R [ 11+ 1 3E 5 B S5 A4 44
TREW, Y+ FM1E , 500MHz , CDC13) §9.42 (s, LH) ,8.79 (d, J=2.3Hz, 1H) ,8.45 (s,
1H) ,8.23(dd,J=7.5,3.6Hz,1H) ,7.88 (s, 1H) ,7.73 (s, 1H) ,7.59-7.40 (m, 2H) ,7.34 (t,]=
7.9Hz,1H) ,6.82(s,1H) ,4.96 (d,J=9.2Hz,1H) ,4.64-4.39 (m,3H) ,4.39-4.24 (m, 1H) ,
4.04-3.94 (m,1H) ,3.87 (q,J=6.9Hz, 1H) ,3.82-3.60 (m, 3H) ,3.41 (s, 1H) ,3.38-3.20 (m,
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2H) ,3.10-3.02 (m, 1H) ,2.99 (s, 3H) ,2.84-2.69 (m, 2H) ,2.63-2.51 (m, 1H) ,2.31 (s,6H) ,
2.15-1.93 (m,3H) ,1.87-1.59 (m,8H) ,1.54 (s,9H) ,1.44 (s, 3H) ,1.42-1.13 (m, 10H) ,0.99
(d,J=6.0Hz,3H) ,0.95(d,J=6.9Hz,3H) ,0.89 (t,]="7.3Hz,3H) -HRMS (EST) : (Cs52HgoN10012+
H) " B4R - 1049.6030 ; 2R : 1049.6038.

[0904]  FSM-21881

NHBoc¢

CF,COLH

—_— e

88%

CHs

268 (FSM-21881) o
AN ARG IR

[0906]  7E23°CHEBERLS30 (4.0mg,3.8umol) & T50% =F LM - & F . 2h 5 , IZIETRAE
WRE T A LIS B 7, HONIR B A (4. Tmg ,88%) o 'HNMR (C2AR 9 10« 1A Xof ke S5 ) 4
TRAY, W45 2 R MK, 500MHz , CDsOD) §9.28 (s, 1H) ,8.81 (d, J=2.3Hz, 1H) ,8.69 (s,
1H) ,8.47 (s, 1H) ,7.86 (s,1H) ,7.83(d,J=7.9Hz,1H) ,7.59 (t,J=7.9Hz,1H) ,7.33(d,J=
7.9Hz,1H) ,4.66-4.52 (m, 3H) ,4.46 (d,J=6.9Hz,1H) ,4.09 (g, J=6.9Hz, 1H) ,4.02-3.91
(m,1H) ,3.86-3.60 (m,4H) ,3.58 (s,1H) ,3.57-3.37 (m,3H) ,3.26-3.03 (m, 2H) ,2.99 (s,3H) ,
2.93(s,3H) ,2.84(s,3H) ,2.74 (t,J=11.8Hz,1H) ,2.23-1.97 (m,3H) ,1.97-1.55 (m, 7H) ,
1.53(d,J=9.3Hz,3H) ,1.41 (s,3H) ,1.39-1.28 (m,7H) ,1.20 (d,J=6.8Hz,3H) ,1.09(d,]=
7.1Hz,3H) ,0.90 (t,J=7.4Hz,3H) ¥ : C13-JfiF7E4 . 8Tppm# 7K ¥ & 5 75 . HRMS (EST) -
(CasHroN10010+H) [R5 4H : 949 . 5506 ; SZME : 949. 5499

[0907]  MEEfES31

[0908]

EDC; HOBt,

63%

CH3

831
C2 4y 2 Sy bRy 101 Badh

[0909]  ££23°CH IH-MEME—3-F % (1.0mg,8.9umol,2. 04 &) N-Z K IF =1 (1.4mg,
8.9umol,2.024 &) AIN- (3- ~HILFIEHIE) N -2 FEmA W IR E (1. 7mg,8.9umo] ,
2246) FHAR TR INEN N-— S 3L 2 5 (7. 8ul, 0. 045mmo , 10248 ZEDMF (0. 1mL) o 7%
Wb 20 B 5 , W% 257 (5.0mg, 4. 5umo 1, 1249 8) {E M AR I o 45 [ B2 AE 23 °C it #: 16h - 1%
FERAEIE T e (0. lmmHg , 35 C/KHY) o SRRV A i 44k (3—5% - & fit
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0.3—0.5%30% S A HEKIER) LGB =H, oA a4 (2.9mg,63%) 'H NMR (C24k
(1102 1HE X A AR TR B4, #4532 S5 M44 , 500MHz , CDC13) 67.79 (s, 1H) ,7.75 (s, 1H) ,
7.59(d,J=2.4Hz,1H) ,7.57-7.50 (m, 2H) ,7.37-7.30 (m,2H) ,6.90 (s, 1H) ,6.85(d, =
2.4Hz,1H) ,4.80 (dd,J=10.8,2.0Hz, 1H) ,4.67-4.36 (m,4H) ,4.07-3.99 (m, 1H) ,3.81-3.56
(m,4H) ,3.34-3.24 (m, 2H) ,3.20-3.12 (m, 1H) ,3.03-2.93 (m, 1H) ,2.85 (s,3H) ,2.80-2.64
(m,2H) ,2.62-2.45 (m, 1H) ,2.30 (s,6H) ,2.11-1.86 (m,3H) ,1.86-1.55 (m,8H) ,1.52 (s,9H) ,
1.39(s,3H) ,1.32-1.19 (m,7H) ,1.13(d,J=7.0Hz,3H) ,0.97 (d,]=6.1Hz,3H) ,0.91 (d,]=
7.0Hz,3H) ,0.83 (t,J="7.4Hz,3H) -HRMS (ESI) : (Cs2HsoN10O1o+H) “HI i1 548 : 1037.6030 ; S|
{#:1037.6044.

[0910]  FSM-21888

[0911]

NH

»4 CF3C0:H
CFAE0H y
M{CH)s O
N, 106% s N,
:_ NH 5 H \VNH
o o}
CHz
831 266 (FSM-21888)

C2 L0y 2 ke 7:1 264

[0912]  7E23°CH4BENZS31 (2.9mg, 2. 8umol) A T50% = LR - S bt 2hJ5 , VAR AR
RS T WLELAS 2724, Ho e i A A (3.9mg, 100%) o H NMR (C24b 17 « 1E S il S5 A 44
TREY), R 32 5 k)44, 500MHz , CD30D) §8.40 (s, 1H) ,7.77-7.70 (m, 1H) ,7.66 (d,]=
7.8Hz,1H) ,7.53-7.47 (m,1H) ,7.20 (d,J=8.2Hz,1H) ,6.80 (d,J=2.1Hz, 1H) ,4.67-4.43
(m,4H) ,4.11(q,J=6.9Hz,1H) ,3.99-3.92 (m, 1H) ,3.84-3.69 (m, 2H) ,3.69-3.44 (m,6H) ,
3.41(dd,J=12.0,3.2Hz,1H) ,3.11-3.00 (m, 1H) ,3.00-2.93 (m, 1H) ,2.92 (s, 3H) ,2.89 (s,
3H) ,2.83(s,3H) ,2.73(t,J=11.8Hz,1H) ,2.21-1.94 (m,3H) ,1.94-1.56 (m,7H) ,1.52 (s,
3H) ,1.36 (s,3H) ,1.35-1.23 (m,10H) ,1.08(d,J=7.1Hz,3H) ,0.91 (t,J=7.4Hz, 3H) .HRMS
(EST) : (CarHzoN10O10+H) "FHEAH : 937 . 5506 ; SEIE : 937 . 5500,

[0913]  JRHEE£S32

[0914]
NHBoc NHBoc
=N
o N
e
0
‘ o HC HN= CH;
> N QCH;
NEts HaC WCHy  NCHgp ©
70% HC oSG, OWNJ\.
H O
ol gl o) R
CH3
257 832
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[0915]  7E-50°CH A EEE (1.61L,0.013mmol,3. 04 8) ¥ NE i&257 (5.0mg,4.5umol)
M=Z.J% (6.20L,0.045mmo , 104 5) £ G H Kt (0. 2mL) H BIFE I o FIHSE £ 30 3 BF
EHRE-20C HALZEJERFELh RBVR S W E ZSH Ft (ImL) FE AR BR8N 7K ¥ W
(ImL) Z [A) 3B o /K 2 FH &R B AR B (2 X L) o & IR A B2 PR ER AN T80 H. T8 e 1 v
AR T Wi R R (8 Bk =2 OBk 724 v T B (ImL) . 24h )5 , %
VEWAEDRE T W4 o e R I A i 4l Ak (3—5% FR I - & %+0.3—0.5% 30 % %
AR VETR) AR BI8, oAt 4k (3. 4mg,70%) o'H NMR (500MHz , CDC13) 87.89 (s,
1H) ,7.81(d,J=7.7,2H) ,7.76 (s,1H) ,7.58-7.31 (m,6H) ,6.78 (s, 1H) ,6.63 (t,]=5.3Hz,
1H) ,4.96 (dd,J=10.9,2.0Hz,1H) ,4.60 (d,J=3.6Hz, 1H) ,4.54-4.36 (m,3H) ,3.89 (g, J=
6.8Hz,1H) ,3.90-3.82 (m, 1H) ,3.82-3.61 (m,3H) ,3.55-3.46 (m, 1H) ,3.41 (s, 1H) ,3.25 (dd,
J=10.1,7.4Hz,1H) ,3.07 (dd,J=7.8,3.1Hz,1H) ,2.81 (s,3H) ,2.79-2.70 (m,2H) ,2.62-
2.50 (m,1H) ,2.30 (s,6H) ,2.11-1.88 (m,3H) ,1.88-1.55 (m,8H) ,1.57 (s,9H) ,1.43 (s,3H) ,
1.40-1.32 (m,6H) ,1.24-1.17 (m,4H) ,0.99 (d,J=6.1Hz,3H) ,0.96 (d, J=6.9Hz,3H) ,0.89
(t,J=7.2Hz,3H) ;HRMS (ESI) : (CssHs2NsOr2+H) “F it 54E : 1047.6125 ; S : 1047.6123.
[0916]  FSM-21880

[0917]

CHa *3 CFCOH
N OCH; CRGOsH
O Y ith N(CH), O W’ N(CH} O
HsC. e, HO Z “ﬁz o
Cab O & 0 O 4 N § O "
H H
0 . :
CHa
532 267 (FSM-21880)

[0918]  7E23 CHEBEAZS32 (3.3mg,3. 15umol) & T50% =M LR - & F fit. 2h 5 , %AW
FEWE T 45 LIS B0 724 , Ho i # @44 (3. Tmg,91%) o'H NMR (500MHz , CD30D) 68.44 (s,
1H) ,7.93-7.79 (m,4H) ,7.64-7.38 m,4H) ,7.34 (d,J=8.0Hz, 1H) ,4.92 (d,J=10.9Hz, 1H) ,
4.57-4.51 (m,3H) ,4.48(d,J=6.9Hz,1H) ,4.16 (q,J=6.7Hz, 1H) ,4.00-3.92 (m, 1H) ,3.90-
3.71 (m,2H) ,3.68-3.47 (m,5H) ,3.41(d,J=9.2Hz, 1H) ,3.07-2.98 (m, 1H) ,2.98-2.88 (m,
4H) ,2.84 (s,3H) ,2.74 (s,3H) ,2.71 (t,J=11.8Hz,1H) ,2.17 (d,J=10.7Hz, 1H) ,2.09-1.94
(m,2H) ,1.94-1.55 (m,7H) ,1.53 (s,3H) ,1.40-1.25 (m,13H) ,1.08(d,J=7.1Hz,3H) ,0.93
(t,]=7.2Hz,3H) -HRMS (EST) : (CsoH7aNsO1o+H) "I 54E : 947 . 5601 5 SLIME : 947 . 5595,
[0919]  PifiZS33
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[0920]
NHBoc
0
. N
Ct TRy
+ 3CH,COH
2CO; | p
N(CHz3) NEt; N(CHs) O
HOZS N 86% :

H o

[0921]1  7E-50°CH5nhne FF B E A (3.2mg,0.022mmol ,5. 034 5&) AN E 257 (5.0mg, 4. 4u
mol, 134 8) fI=2Z}% (6.2uL,0.045mmol , 1024 8) 7£ 5 H %% (0. 2mL) P VE R T o H 1395
W30 BHE A E -20°C HAEZIE EHFE L h AR R A I % (0.5mL) HOB AR AE23C,
LhJG , VAR IR Tk 4s , AR R B Aol (5% FEE- & H+0.5% 30 %S4
A4z KD LA B8, Ho e A 4 (4. 0mg , 86 %) o 'H NMR (C24b(K) 7 : LIE X i A 1A TR
G R4 £ B R A4E, 500MHz , CDC13) 68.49-8.43 (m, 1H) ,8.42(d, J=4.6Hz,1H) ,8.19 (d,
J=7.8Hz,1H) ,7.89 (s,1H) ,7.81 (td,]=7.7,1.6Hz,1H) ,7.74 (s,1H) ,7.58-7.31 (m,4H) ,
6.80 (s, 1H) ,4.96 (dd,J=10.9,2.0Hz, IH) ,4.58-4.41 (m,4H) ,3.96-3.82 (m,2H) ,3.82-
3.61 (m,3H) ,3.45-3.31 (m,2H) ,3.27(dd,J=10.1,7.5Hz,1H) ,3.10-3.01 (m, 1H) ,2.94 (s,
3H) ,2.82-2.70 (m,2H) ,2.58-2.50 (m, 1H) ,2.30 (s,6H) ,2.11-1.88 (m,3H) ,1.88-1.55 (m,
8H) ,1.54 (s,9H) ,1.44 (s,3H) ,1.40-1.32 (m,9H) ,1.24-1.17 (m,1H) ,0.99(d,J=6.1Hz,
3H) ,0.96 (d,J=6.9Hz,3H) ,0.89 (t,]=7.2Hz,3H) -HRMS (ESI) : (C54HsiNgO1o+H) “[ i 551 -
1048.6077 ; SLIEL : 1048.6085.

[0922]  FSM-21887

[0923]

Ny

+4 CFsCOsH

N(CHz) O
HooL

8§33 258 (FSM-21887)
C2 a0y 28 Mg 71 B

[0924]  7E23°CHEBERZS33 (4.0mg,3.8umol) & T50% = LR - & F bt . 2hJ5 , ZIETRAE
R R 45 LAS B4, HOA R T A4 (5. 4mg, 100%) o 'H NMR (C24b 97« 13 Xof Akt S5 44 44
RS, RS 32 4444, 500MHz , CD30D) 68.61 (d, J=4.8Hz, 1H) ,8.42 (s, 1H) ,8.13(d,J=
7.8Hz,1H) ,7.94 (td,J=7.7,1.6Hz,1H) ,7.77 (s,1H) ,7.72(d,J=7.9Hz,1H) ,7.57-7.50
(m,2H) ,7.24(d,J=7.9Hz,1H) ,4.94-4.90 (m, 1H) ,4.61-4.49 (m,4H) ,4.12(q,J=6.9Hz,
1H) ,4.02-3.90 (m, 1H) ,3.86-3.48 (m,7H) ,3.42(dd,J=12.1,3.3Hz,1H) ,3.14-3.03 (m,

184



CN 107530365 A iﬁ, EH :FS 144/176 5T

IH) »3.03-2.96 (m, 1H) ,2.95 (s,3H) ,2.92(s,3H) ,2.83 (s,3H) ,2.74 (t, J=11.7Hz, 1) ,
2.22-1.97 (m,3H) ,1.97-1.54 (m,7H) ,1.53 (s,3H) ,1.40 (s,3H) ,1.38-1.28 (m,7H) ,1.27 (d,
J=6.9Hz,3H) ,1.09(d,J=7.1Hz,3H) ,0.91 (t,J=7.4Hz,3H) ;HRMS (EST) : (CagH73NgO10+H) "
(K37 54E : 9485553 SLUIE : 948. 5537,

[0925]  [;f&S34
[0926]

3CHACOH

(@)
2 O,JJ\/NHBQC

MO L O NCH) £BUCOC NEY,
; ' 65%

257 S34
[0927]  ZEOCHE P REERE (11.00L,0.090mmo | , 2024 8) £y BT 243 N EN- G T 4 0L 3k
) HE® (15.6mg,0.090mmo] , 2024 &) A1 = Z.1% (12.40L,0.090mmo1 , 2024 &) /£ ~ A F I
(200uL) HH VAR o FEAS Ik A5 H A ) A A DTUE o B BP0 CHEHE 3043 8 . 201l |
TE VRO S VRS 28 RIS, HAEO CHRINE f%257 (5.0mg, 4. 5umol , 124 5&) F1 =2 (6.20ul,
0.045mmo 1) 7£ S F %2 (0. 2mL) W VAR (FE 55— FaimH) o th)a, BN B (1. 0mL) , HIR
AR INE23C o h)G IR VRIS TR 4E 7R R a4tk 6% FEE- & P e+
0.5% 30 % E A KW VAR B0, oA Bl 4k (3. 2mg,65%) o 'H NMR (FEC24L 1)
L1 VHEXT e S ARV A, 35 32 22 S M 44 500MHz , CDC 1) 67.84 (s, 1H) ,7.71 (s, 1H) ,
7.50(dd,J=21.3,7.4Hz,2H) ,7.41-7.32 (m, 1H) ,6.95 (s,1H) ,6.48 (s, 1H) ,5.46 (t,]=
5.4Hz,1H) ,4.94 (dd,J=10.7,1.8Hz,1H) ,4.55(d,J=3.1Hz, 1H) ,4.53-4.37 (m,2H) ,4.34
(d,J=7.4Hz,1H) ,3.88(q,]=6.9Hz, 1H) ,3.86-3.54 (m,6H) ,3.42-3.38 (m, 1H) ,3.38 (s,
1H) ,3.21 (dd,J=10.1,7.4Hz,1H) ,3.03 (qd,J=7.5,3.7Hz,1H) ,2.90 (s,3H) ,2.80-2.72
(m,2H) ,2.55-2.45 (m, 1H) ,2.28 (s,6H) ,2.08-1.91 (m,3H) ,1.83-1.57 (m,8H) ,1.54 (s,9H) ,
1.47-1.39 (m,15H) ,1.36 (d,J=7.8Hz,3H) ,1.24 (s,3H) ,1.22-1.16 (m, 1H) ,0.99(d,J=
6.0Hz,3H) ,0.94 (d,J=6.8Hz,3H) ,0.89 (t,J=7.2Hz,3H) ;HRMS (EST) : (Cs5HsgNeO14+H) “FJ it
HAH:1100.6602; SEM{E : 1100.6597,

[0928] FSM-21878
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[0929]
NHBoc

N=N. =
NN/
» >4 CFQCOzH

o f ’\CH3 .
g OCH3 CF3COH

HyC UGHs N(CHs) © ‘ CHi O

: s | 100%
H3C\\“ Q “ "'OWN)\/NHBOC : NJJ\./NH2
H H

CHx

834 268 (FSM-21878)
(M EAaFHRme 111 %EN

[0930]  7E23°CHEBERZS34 (3.2mg,2.9umol) VA T50% =R LML - & F k. 2hJ5 , ZIETRAE
WRE T R4 VAB 2728, HoN v 2 A8 44 (3.9mg, 100%) o 'H NMR (ZEC24b (K 11« 1ER il 5=
PRI AW, 45 5 S /448, 500MHz , CD30D) 69. 28 (s, 1H) ,8.81 (d,J=2.3Hz, 1H) ,8.69
(s,1H) ,8.47 (s, 1H) ,7.86 (s,1H) ,7.83(d,J=7.9Hz, 11) ,7.59 (t,]=7.9Hz, 1H) ,7.33(d, ]
=7.9Hz, 1H) ,4.66-4.52 (m,3H) ,4.46 (d,J=6.9Hz, 1) ,4.09 (q,]=6.9Hz, 11) ,4.02-3.91
(m, 1H) ,3.86-3.60 (m,4H) ,3.58 (s, 1H) ,3.57-3.37 (m,3H) ,3.26-3.03 (m,2H) ,2.99 (s, 3H) ,
2.93(s,3H) ,2.84(s,3H) ,2.74 (t,J=11.8Hz,1H) ,2.23-1.97 (m,3H) ,1.97-1.55 (m,7H) ,
1.53(d,J=9.3Hz,3H) ,1.41 (s,3H) ,1.39-1.28 (m,7H) ,1.20 (d,J=6.8Hz,3H) ,1.09(d,J=
7.1Hz,3H) ,0.90 (t,J=7.4Hz,3H) . J%: C13- I F7E4 . 8Tppm#k 7K [¥) & 75 75 . HRMS (EST) -
(CasH73NgO10+H) ") 541 : 900 . 5553 5 SEIUAE : 900. 5550,

[0931]  Wf%S35

[0932]
NHBoc
9 H
+ 3 CH,COH 'C')k/N\K?:g
SHEIE cHy °
; N(CHS), NEL;
HO~, o,
o) NH, 81%
257 $35

[0933]  fE-50°CH2- (BT AR AW AR EL (2.5mg,0.013mmo,3. 09 &) ININE &
257 (5.0mg,4.5umol , 14 &) FI=Z % (6.2uL,0.045mmol, 1024 &) £ & F % 0. 2mL) K
TR BRI 30 7 BRI E -20°C BARIZE S HHEE Lho B8 A 2- GRUT &) B
IR EE (2.5mg,0.013mmol,3.04 %) , HAE-20 CRREENFE . Lh/G , B R A P A 2 23°C
BAEWRE T Wgs A A it 2lifh, (3—5% Y- 5 45+0.3—0.5% 30 % A AL
Bk VERD) LR BIF=8), 2ol A a4k (3. 8mg,81%) o 'H NMR (500MHz ,CDC13) 67.86 (s, 1H) ,
7.83(t,J=6.0Hz,1H) ,7.73(s,1H) ,7.54-7.46 (m,2H) ,7.37 (t,]=7.9Hz, 1H) ,6.85 (s,
1H) ,4.96 (d, J=8.9Hz, 1H) ,4.54 (d,J=3.6Hz, 11) ,4.52-4.36 (m,3H) ,3.89 (q, J=6.8Hz,
1H) ,3.81-3.50 (m,4H) ,3.47-3.33 (m,2H) ,3.26 (d,]=9. 1Hz,2H) ,3.24-3.13 (m, 2H) , 3. 10-
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3.01 (m,1H) ,2.93 (s,3H) ,2.86-2.68 (m,2H) ,2.57-2.45 (m, 1H) ,2.26 (s,6H) ,2.12-1.91 (m,
3H) ,1.88-1.58 (m,8H) ,1.54 (s,9H) ,1.44 (s,3H) ,1.41(d,J=6.9Hz,3H) ,1.37(d,]=
7.8Hz,3H) ,1.30 (s,3H) ,1.20(d,J=14.8Hz,1H) ,1.06 (s,9H) ,0.99 (d,J=6.1Hz,3H) ,0.94
(d,J=6.9Hz,3H) ,0.90 (t,J=7.3Hz,3H) .HRMS (ESI) : (C54Hs9NgO12+H) “[ 11 5 {H -
1056.6703; SLIIE : 1056. 6692,

[0934] FSM-21879

[0935]

*4.CFCOH
CEzCQH
K > N(CHa) ©
N\KCHB 100% _Z\fZ\ /lk/N\ﬁ?H‘
CHors oM
CHy
S35 268 (FSM-21879)

[0936]  7E23°CHFBEIZS35 (3.8mg,3.6umol) iFT50% = LR - S k. 2hJ5 , VAR AR
VR R4 LAAS B PR, ORIk B T A (4. 5mg,89%)  THNMR (500MHz , CD30D) 68.38 (s,
1H) ,7.63(d,J=8.7Hz,2H) ,7.49 (t,]=7.8Hz,1H) ,7.18(d,J=8.1Hz, 1H) ,4.61-4.46 (m,
4H) ,4.17 (g, J=6.8Hz, 1H) ,3.86 (s,2H) ,3.85-3.73 (m,2H) ,3.71-3.37 (m,8H) ,3.10 (s,
3H) ,3.05-2.98 (m, 1H) ,2.91 (s, 3H) ,2.83(s,3H) ,2.74 (t,J=11.7Hz, 1H) ,2.17-1.94 (m,
3H) ,1.94-1.57 m,7H) ,1.54 (s,3H) ,1.46-1.43 (m,1H) ,1.42(s,3H) ,1.39-1.29 (m, 18H) ,
1.09(d,J=7.1Hz,3H) ,0.90 (t,J=7.4Hz,3H) 7% :C13-FiF7E 4. 8Tppm 4 7K K] W4 7 75 . HRMS
(BST) : (CagHgiNgOro+H) ")+ 574H : 956 . 6179 ; SLM{E : 956 . 6180

[0937]  J%S36

[0938]

NHBo¢

3 CH,COH (AN NHEos
: N + S aanasaasssasaac
., C; \ : NaBH(OAC);
HACu o, e AO TS 72% / 3)2' :
: . o . B o~ NHBoc
K NHBoo

257

836

[0939]  7E23°CH =Z B IEMEILAN (5.6mg,0.027Tmmol ,5.045) W INE %257 (5.0mg,
4.50umol , 139 8) fl Q-FH A L) 2R T B 4. 2mg,0.027mmol ,5. 04 F) /£ & H
52 (0. 2mL) H VAR o Th )G, ¥ N30 %6 B A A E KIS (0.01mL) , HIB SRR T k48
WA YR A At Ak (5% B - S BE+0. 5% 30 % A B K IE W) LAE R, Holy
9 [l 4 (4. Tmg,72%) «'H NMR (500MHz,CDC13) 67.86 (s, 1H) ,7.73 (s, 1H) ,7.50 (t,]J=
8.2Hz,2H) ,7.36 (t,]J=7.9Hz,1H) ,6.86 (s, 1H) ,5.29 (br s,2H) ,4.97(d,J=10.9Hz,1H) ,
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4.62-4.37 (m,3H) ,4.29(d,J=7.4Hz,1H) ,4.10 (d,J=4.3Hz,1H) ,3.92 (g, J=6.8Hz, 1H) ,
3.84-3.52 (m,4H) ,3.41 (s, 1H) ,3.32-2.99 (m,6H) ,2.91 (s,3H) ,2.81-2.72 (m,2H) ,2.72-
2.57 (m,4H) ,2.56-2.42 (m,1H) ,2.31 (s,6H) ,2.09-1.92 (m, 3H) ,1.86-1.56 (m,8H) ,1.54 (s,
9H) ,1.49-1.32 (m,28H) ,1.27 (s,3H) ,0.99 (d,J=6.0Hz,3H) ,0.94 (d, J=6.8Hz,3H) ,0.90
(t,J="7.3Hz,3H) -HRMS (ESI) : (CooH10aN10Or1s+H) "FITH5AH : 1229.7755 5 SLIME : 1229. 7747,
[0940] FSM-21877

[0941]

+ B CF4CO,H
¥ CHa
TN OGH;
HyCt" 1CHy  N(CH3
H3Co AL owe N/\/NHz
- 1\/NH2

CHs
270 (FSM-21877)
[0942]  7E23°CH4f%S36 (4.7mg,3.8umo1) & T°50% I L R - S R bt . 2h T , LB TRAE I
JE R IRGE VLB B2, HoRvk A E 4 (5. 0mg,81%) » "HNMR (500MHz , CD30D) 68.42 (s, 1H) ,
7.83(d,J=7.5Hz,2H) ,7.59 (t,J=8.1Hz,1H) ,7.32(d,J=7.6Hz,1H) ,4.64-4.40 (m,4H) ,
4.21(q,J=6.7Hz,1H) ,4.09-3.99 (m,1H) ,3.84-3.73 (m,1H) ,3.73-3.63 (m,1H) ,3.61 (s,
1H) ,3.55-3.39 (m,3H) ,3.22-3.00 (m, 10H) ,3.12 (s,3H) ,2.96 (d, J=5.2Hz,2H) ,2.91 (s,
3H) ,2.83(s,3H) ,2.74 (t,J=11.9Hz, 1H) ,2.16-1.98 (m,3H) ,1.98-1.58 (m,7H) ,1.54 (s,
3H) ,1.41-1.26 (m,13H) ,1.10(d,J=7.0Hz,3H) ,0.90 (t,]=7.3Hz,3H) .3F:C13-FF1E
4. 8Tppm#fk 7K (KI5 78 25 JHRMS (EST) : (CarHsoN10Oo+H) “FI 1141 : 929. 6183 5 LI : 929.6179,
[0943]  J%S37
[0944]

MHBoc

{GHz0),; HOOH

e

§7%

 N(CHa)
Ol —N(CH)

C2 AL 84 26 AR 401 AW
[0945]  CREHIPR (1.2uL,3.2umol, 6.0 &) ¥ 12 %257 (6.0mg,5. 3umol , 1 4 &) ML EKH
1% (1.6mg,5.3umol , 104 8) fEE M CLEE,0. 2ml) F I BIFRH SHRAWEMET70°C H
FEZIR R FF Lh A H 2 23°C o, TR B WIAERUE T W 4d SR Wik it i 2l b (5% FF B -
TERLE0.5% 30 % EA A KA LAS B PR, 3o (Al 44 (3. 0mg, 57 %) o 'H NMR
(C24b 14 : LAERT IR S A TR B4, 32 B 7 A4 44, 500MHz , CDC13) 67.87 (s, 1H) ,7.80 (s,
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1H) ,7.50 (d,J=7.5Hz,1H) ,7.41-7.31 (m,2H) ,6.52 (s, 1H) ,4.74 (dd,]=9.8,2.1Hz, 1H) ,
4.54-4.37 (m,3H) ,4.34-4.28 (m,1H) ,4.11-4.02 (m,1H) ,3.79(d,J=10.4Hz, 1H) ,3.74-
3.62 (m,1H) ,3.62-3.41 (m,1H) ,3.23-3.15 (m, 1H) ,3.11-2.93 (m,3H) ,2.85 (s,3H) ,2.67 (d,
J=13.8Hz,1H) ,2.54-2.37 (m,3H) ,2.28 (s, 12H) ,2.06-1.95 (m,2H) ,1.94 (s,3H) ,1.81 (app
d,J=10.7Hz,1H) ,1.76-1.58 (m,8H) ,1.57 (s,3H) ,1.53 (s,9H) ,1.35-1.30 (m, 1H) ,1.28(s,
3H) ,1.20(d,J=6.7Hz,3H) ,1.16 (d,J=6.8Hz,3H) ,1.01-0.98 (m,6H) ,0.93 (t,J=7.1Hz,
3H) cHRMS (EST) : (Cs1HsaNsOu1+H) "B T {8 : 985. 63325 SLI{HE : 985. 6328,

[0946]  FSM-22003

[0947]

3 CFC0H
~\\‘ N 3 2!
HO 52%
HgC\\
CHs
837 271.(FSM-22003)

2 4vh 26 MR eg 301 44

[0948]  7E23°CH#:f%S37 (3.0mg,3.04umol) ¥EFT50% =M LR - A F k. 2h )5 , IZIE WAL
W N WRYE R AT IAE A 5 (ImL) AV AT RS R S AN /K T (ImL) 2 8] 3 Tic . 7K 2 &
REEFEEL (2 X 1mL) o & A ALZ PR B AN T8 B8 Ja IOV VRAE 80 T W 4« e P il
WAt (5% FEE - S 5E+0.5% 30 % A B K IETR) PAS B P24, He R ik o £
& (1.4mg,52%) o'H NMR (C24b 13+ 1={EXoF e S A A VR 540 » ik 5 32 22 5344, 500MHz , CDC1s)
67.84 (s,1H) ,7.23-7.13 (m,3H) ,6.67 (d,J=6.9Hz,1H) ,4.76 (dd,J=9.7,2.2Hz,1H) ,
4.54-4.19 (m,4H) ,4.17-3.93 (m, 1H) ,3.87-3.42 (m,4H) ,3.21 (dd,J=10.1,7.2Hz, 1H) ,
3.14-2.94 (m,3H) ,2.87 (s,3H) ,2.69(d,J=14.3Hz, 1H) ,2.57-2.39 (m,3H) ,2.31 (s, 12H) ,
2.05-1.99 (m,2H) ,1.95 (s,3H) ,1.87-1.79 (m, 1H) ,1.74-1.60 (m,8H) ,1.59 (s,3H) ,1.30 (s,
3H) ,1.22(d,J=6.7Hz,3H) ,1.18(d,J=6.8Hz,3H) ,1.02(d,]=6.6Hz,3H) ,0.94(d, =
6.2Hz,3H) ,0.90 (t,J=6.9Hz,3H) .HRMS (ESI) : (CasH7sNsOo+H) "f 415 8 : 885.5808 ; <2
{#:885.5811.

[0949]  ffil| & B A BRI AR KB A i (FERE 1) C3hr BAZ M)

OTBDPS OTBDPS
: -..\%CHS
OCH;
SCHy NBn,
[0950] et 5 o,

d /

SN

[0951]  ZE50-mLIR JIRBEIR 1, R 33 730 (1. 1) HHE AT KM AE F 2 (0. TmmHlg) R i
TR BRI HNE 23 °C A, B IN6— (2R, 3R, 4R, 6R) =7— (GRUT 3 IR 5L ik fre k) 4 2) -3~
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PR -A-FE -4, 6- HRPi-2-3E) 2,2 5-=F JE-4l-1, 3- S & O -4 (560mg ,
0.984mmo1) FIZRH 2 (2S,3R,4S,6R) —4— (AR FE L) —6-FF Bk -2 (g -2 JE i BE) U4 -
2H-E I —3—-JE 15 (998mg, 1.899mmo 1) £ S it (9.84mL) H [ IE W o 1 B IR IR Ve A1 %2 - 20
Co I =P ER R (759mg, 2. 95mmo) o ¥ [ RLVR G430 7 Bl 22 23°C, SR 5 4E23°C
TR 240 o V% 0V R B TR S A VA VI (10mL) o K VR A Wl ok i ek i = B 98, B SR e
(10mL) e Mt o 45 T A 8 43, HoKJE I SR B2 E (2x 10mL) o & R G HLZE IR IR
BETE, 1 uE, Hak4s Al A il stk (15—30% A2 5e) USRI, oA
WK (937mg,97%) »

[0952]  7E¥ERVE R F B (2S,3R,4S,6R) —2- (((2R, 3R, 4R, 6R) —7- (U] & K H
TR ) H ) —4-FR AR -4, 6- T HE-2- (2,2, 5- = H 44 -4H-1,3- A Z IR -
6-3ik) PE-3-3) L) —4- (R R EIE) —6-F AP & - 2H-ME IR -3 2L EE (939mg, 0. 956mmo 1)
VAT MeCN (9. 6mL) HN48% S A% (3. 4mL, 96mmo 1) o S M AE23 CHtdE . 1. 505 , 45 [
RGN O INE AR ES SN K B R (50mL) , H 2.8 2.5 (3x 40mL) 2EL . & 3 HIA L
JZ PR EE T, 18, k4 A=W Pl A (it vk 44k (30—50% LR 2. R -2 450) L3 I
1l (684mg, 96 %) Re:0.38 G0% Z.FR 2. Ba- TV k%) o

Z(i)TBD,ES

GHy
" 1. HE
[0953] I NBn, 2. tgzﬂz;}%ﬂartm
Ond-CHy

8(3%

[0954]  Rr i e N4 21K R EE (684mg,0.919mmo 1) 34T & k¢ (9.2mL) , Hs K (1n
L) o IR MDess-MartinfE Mife (585mg, 1.379mmol) HLVE SWIAE23 CHidE . 2h ), )M
TRA Y < TE (20mL) A B o 75 04k A0 B 8 S0 8 7K V8 M (1OmL) b RS 4 B2 4 7K ¥
(10mL) ¥R A VDRI 24 30 43 Bh HA4r 85 2« /K2 F G AR (3x 20mL) o & FF A HLJZ H
hAKPE Bk, AR R EE T ik 48 KL= Pl A i 440 (30—50% 2Tk - T be) LA 2l it
a1, Ho A ik (570mg,84%) oRe:0.32 (50% Z R Z.Es- C.5%) «

a
MCHg
H OGHy
ICH NBs
Tt NaBHCN
-+ chy-,’ »,IC?ZO O CH3 .

6%

70
lJ‘CHs
Q OJ\CH3

[0956]  fE-20°C ] (4R,5S) 4= ((R) ~1-HH L) -3-U-BRHETH) -5-(R) -1-FH
H) —5—F BT e b - 2 (245mg,0.817mmo 1) FIE LIS 44N (93mg, 1.485mmo1) £E9:
1CH30H: AcOH (5. 0mL) " F{ &R FR S IR B R (2S, 3R, 4S,6R) —4- (R FEE L) —2- (((2R,
3R, 4R, 6R) -4-F & -4, 6- —F H-7-%48-2- (2,2, 5- = R4 -4H-1,3- —HE
7 —6—JE) BE—3—3) 4 L) —6-H 3L Y S - 2H-k i —3-JE JiE (551mg, 0. 743mmo1) ££9: 1CH30H:
AcOH (2.4mL) "IV IR G MA303 PR AE-10°C . Lh)G , B R SR A ) B 6 . 5%
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RV &H e (20mL) AL RTRR 2 S8 AN K VR (10mL) A B o 7K 2 Al — S A B K B (3x

10mL) o & FH A HLZ H LK ek , FIBR R B T8 EL I 48 o ¥ =4 F At vk 24k (30—50%
2B 7. 8- k0 LS BI7=4, HoNE ik (729mg, 96 %) oRe:0.29 (50 % 2. B8 2.5 - T 48 -

[0958] 42K H g (2S, 3R, 4S,6R) —2- (((2R, 3R, 4R, 6R) ~7- (((R) —1- ( (4R, 55) —3- (4-B 4
TR -5 (R) ~1-FR AL —5-FF S -2 AR e -4 J) 2 08) J L) —4-F 4 k-4, 6-—
FJE-2-(2,2,5- =45 A0-4H-1, 3- BRI O M -6-%) Pi-3—48) A 0k) —4- (R
) -6 B PU S - 2H-ME M -3 - FE G (729mg, 0. 71 1mmo1) 5 2EIL Wk (21) HiE T &K
(T11mL) o Z R AL AT [ JLve #t 2 o LU B I I VA V30 738 o S8 I v VR #4 22 [
it (130°C, i 150°C) o 16h i , K e S Ho 8 A E1 2. 23°C L SR J I i Wik 48 - i p ) d
AR AL (20—40% LR CBE-T ok AT R, HovE Bk (580mg, 84%) .

NHBeot

Ny NHBoc . \/\_Q
%\HsGH‘N GH ©\ H §
CHy HaG N OHe
\\;\ Q Ay NN

HLCM "1CHy NBny Cuso -
O ., BRQ Tl S o Hisf
HaCu v I,OﬁCH& LR A Y HC o e,
8%

CHa &

[0960] g (3—Z Bk Op L) 2 FE H LT Bis (381mg, 1. 752mmol) ¥ & KIS B A
(565mg ,0.584mmo1) 7E1: 1t-BuOH: 7K (11.7mL) H IR P o FHZK S INH IR ML ER AN (23 14mg,
0.117mmol) FIERFELH (I11) (4.66mg,0.029mmol) KR GHIAE23 CHiFE16h, 8 f5 M ARIR
SR IE R (20mL) FRk . FT S P AT A A &R K2R (3x 20mL) « & A ALZ R R
BETR FLVRYE SRR ME i it 4l 50—70% 2. B2 2. a8 - O k) LAE BRIP4, HoR iy
K (674mg,97%) Rt (LR LB/ lE=1/1) :0.10,

NHBoc

[0961]
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[0962]  £E250-mLEEI Hh s — LG RFR (674mg,0.569mmo 1) ¥ T FF A% (114mL) o 45 BEifi il
JRCEE (0. Immilg) H AT SMHE 240) o BN AALIE K (40. 0mg, 0. 285mmo 1) o HEIHLA A I
2% (0. ImmHg) H AR EE S HRIBAECO CEA R (22T Bt 48h 5 , KR A 4078 2D
#223°C Hm g Tk 5 3O P8 R RO A AL W)L IR TN 2 IR R B AL VR
WA T REE (100mL) , HARRIEVRAESO C N 24h J5 , F VA Ok 4 , HAR AR i
Rk (5—15% B - S0 Be+0.5% 30 % S A EOKIETR) AR R4, Ho A (4
T (453mg,90%) oRe (10 % FFEE- 40U 55+0.5% 30 % A B ALK VAR :0.44.,

NHBoc NHEBo

B!"/\\v/\\,/Br %\ B
Ho N Oy
PENES @ Oy

[0963] Ly SLLLENE, AR
e e, H«C‘J"‘\'f SCHy N *
HaCo e -‘,Qﬂg O CHs MG Ci*sc'-; - "/OE_O_ZE&CHS
o o Y

(o

Gz CHyg

13% 2%

[0964] ) (3- (1- (4~ ((3aR,4R,7R,9R, 10R, L 1R, 13R, 16R, 16aS) ~10- (((2S, 3R, 4S,6R) ~4~
SAHE -3 -6 —F HL U S~ 2H- Mg —2— %) 480 H) —16- 2, 35 -9-F1 44 ,7,9,11,13, 16a-7%
P2, 12, 14- =% A0 T 0 @M I [5,4-c] (11 A2 (6] 2 5 1 45 £ 4
(azacyclopentadecin) =3 (2H) —3&) T 5%) —1H-1,2, 3-=Me—4-5k) R JL) ZUE BT B
(27.0mg,0.016mmo 1) £EMeCN (162u1) A1 IHun i gBis (8. 51L,0.049mmo1) AT, 4-—"
BTk (2. 1uL,0.018mmo1) o G TR F A 50 °C o 4h i , B8 INAR AN 4 (9 Hun i g (56 . Oul,
0.16mmol) 1L, 4~ 3% T 4% (10.7uL,0.054mmol) . HIE S WA ET0°C . Fik 24h )5 , 5 B
VARV ENZE23°C LR 4 KL W8 1 11 46 TLCAtAL (5% AP - 40 FF 4505 % 30 % A A fh
TR LATR B BTk ittng =4 (L siRe , 2. 0mg 5 13 %) FIRLIE B8 74 (B AiKRe 4. Img , 27 %)
[0965]  FSM-120361

NHBog

CE3C0OH

e ]

84%

CHz
FSM-120361
[0967]  7E23°CH4 =21 (0. 1mL) FINZE (3- 1- (4- ((3aR,4R,7R,9R, 10R, 11R, 13R, 16R,
16a8) ~16-2.7-10- (((2S, 3R, 48, 6R) ~3—F 56— 41— (Mg be—1-3) P H-2H-HL g2~
5 AL -9-FHEIE-4,7,9,11,13,16a-7SFH-2,12, 14-=4 AR+ Py &M I [5,4-c] [1]
A2k (6] BRI+ HBR-EIE-3 (1) —35) T35 —11-1,2, 3-=Me—4-5) FRIE) I R R T
B4 (4. 1mg,4.30umo 1) 7E G 4% (0. ImL) TR IR A 7E23 CHEE 1h, SR ISR 45 LA 13
FIFSM-120361 , H A2 4 & 44 (4. 3mg,84%) .
[0968]  KE1. /- PE K IR S
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[0969]

w4 CFCOM

N(Cﬂe)z

H NMR (500 MHz, :
7.84 (4, 1= 6.8 Hz, 21D, 7.60 (. I—mHz,
1H), 7.34(d, J=84Hz, TH), 4.94(dd, J

=106, 1.9Hz, 1H), 4.62(d, J=3.2Hz
LHY, 461~ 4.45 (m, 3H), 4.18 (4. ] = 6.9 Hz,
1H), 4.01 (dd, =103, 8.6Hz 1H), 380
(dt, 7=152, 78 Hz, 1H). 3.67(q J=6.1
Hz, LH), 3.63 (s; TH), 360 ~3.52 {m, 2H),
344(dd, T=11.9. 3.1 Hz, 1), 323 @dd.
F=13.4, 81 Hz, 1HY 3.19(s. 3H). 3.17

HRMS (ESI):
(CasH7oNgOy
Iy
18.: 843.5339;

s SEIMAE -
N, 3.00 (m, 2H), 291 (s, 3H), 284 (s, 3H), gj;ﬁ;ji
, 277 (t, I=11.8Hz, 1H), 2.25—1.97 (m.
FSM-21700 3H). 1.97 159 (m, §HY. 1.55 (s, 3H),
1.44 (s, 3H), 1.38(d, ] =7.6 Hz, 3H), 1.35
(d» T=65Hz. 3H), 133(d, J=4.7Hz
3H), 129~ 1.25 (m, 1H): 1.10:(d, ] = 7.1 Hz,
3HY; 0.91(t, J=7.7 Hz: 3H).
"H NMR (500 MHz, CDCL)87.81 (s, 1H),
7.25 =7.06 (m, 3H), 6.73—6.62(m, 1H),
5.98 — 586 (m, 1H), 5.33-525(m, 1H),
525514 (m. 11y, 505 I=5617
LH), 4.97(dd, J=10.8: 1.8 Hz, 1H), 4.59
(d, J=10.1Hz, 2Hy, 4.52(t. J=4.1 Hz:
1H), 4.50 ~ 4.42 (m, 2H), 440 (4,1 =74 Hz, | HRMS (ESI):
1H), 3.89(q. J=68Hz, 1H), 3.78 358 | (CoHzNOp
(m, 3H). 346 (dd, J=89, 4.7Hz 1H), | +H) #3tH
i 342 (s, 1H}; 3,37 3.28 (m, 1H), 3.21(dd, | 1: 927.5550;
: K J=10.1, 7.5 Hz, TH), 3.11-298 (m, TH), | HRHE:
TNHAloS | 9 95 (5, 3H), 2.77 (dt, 1=9.8, 43 Hz, 2H), | 927.5557.
2,60 — 2,45 (m, LH). 2.28 (s, 6H), 2,13 1.83
CHg ‘ (i, 4H), 1.83 ~ 151 (i, TH), 1.44 (s, 3H).
FSM-21795

141 (d: T=6.9 Hz, 3H), 138, J =78 Hz.
3H), 1.25(s, 3H), 1.19(d, J=12.9Hz,
1H), 0.99(d, T=6.1Hz, 3H). 0.94(d, J=
6.9 Hz, 3H), 0.89(t, I=74Hz, 3H).
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[0970]

HNMR (500:MHz, CDOD) 5 841 (s, TH),
7.80 (85 TH): 7.77(d, J=8:0 Hz, 1H), 7.56

NHQ
v (t J=79Hz TH) T28(d T=80Hz | oo
N LH), .94 (d: 1= 8.5 Ha, TH), 460 - 444 (m, | O (N ‘*(3-
E@GH et 3H), 4.15{qs 1= 6.8 Hz: 1H)» 3.92 - 3.76 (m» +;I§* 7:/};;{;
SN Voo 2M), 368 (ds J=6.6 Hzo 1H); 363(5, 1H), | 070 )
W oh meEn0 360~ 3.38 (m; SH): 3.15 (5, 3H), 3,12 -2.95 | T
NSO T Mo, | (e 2H) 291 (5, 3H), 282(s, 3. 204 20O
Ao H 196 (m, 4H), 1.96 — 1,58 (m, 7TH)s 1.54 (s ATy
e 3H), L51— (44 (m, 1H), 142 (s, 3H),
ESM-21842 138 = 1.27 (m, 12H). 110, J=7.1Hz,
3H), 0.92(t, I=73Hz 3H).
TH NMR (500 MH7, CD;0D) 8 8.42 (s, 1H),
7.80~7.59 (m, 2H), 753 (ds J=9.0Hz,
1H), 729 7.17 (> 1H), 4.53 (ddd. T = 18.7,
132, 5.0Hz 3H)s 439-423(m, 2H), |
416(q T=69Hz 1H), 3.93-372 (ms ?fﬂs(isg
AGLTLT2LN g

2HY, 3.66 (d, J=7.0Hz, 1H), 3.61 (s, 1H),
3.58 3.39 (m. 4H), 3.13(s. 3H), 3.02(d,
J=7.5Hz: TH), 2.92 (s, 3H), 2.83 (s, 3H),

+HY #yitE
1 885.5557:

7 ‘NHNHA 27406 J=118He 1H). 220 190 Gn | oo
2 \ o . 885.5562.
H 4Hy, 1.91-1.56 (m, 7H). 1.54(s, 3H)
% 151~ 1.43 (m, 1H), 141 (s> 3H), 1.39- 117
FSM-21843 (m; 9H). 1.09(ds T=6.9Hz: 3H), 0.90 (1.
T=6.7Hz, 3H), ¥#: £CD:0D ¥ CI3:H
PR B
etk C2-£ G Mked 1:1 BRebh
. AT R 24944, THNMR (500
i MHz, CDiOD)8 844 (s, 1H), 8.02(d. J=
N 222 Hz, 1H), 7.85{(d: J=6.7 Hz; 2H),
7.60 (t. 1=7.9Hz, 1H), 7.34 (d; I=7.7Hz, ,
1H): 4.63 — 441 (m, 3H): 4.17 (d, ] = 5.1 Hz, | IRMS(ESI):
i, 1H), 3.99 (s, 1H), 3.92-3.72 (m, 2H); f(;;;Hé%rO;
F e 372348 (my SH), 347338 (m TH). | o0 o
eH,  nicHopNH | 322(dd J=209, 135 Hz, IH), 303 | Ll ”
L oHOZS oy | =30 Hz 3H), 290 (ds =219 Hz, 3H);:, Rkl
3 H 2.84 (s, 3H), 2.77 (t, J=11.7 Hz, TH}, 2.12
S éHg 9 (dd, J=554, 27.5 Hz, 3H). 1.92~1.58 (m,
PSML2i86i 8H), 1.54 (s, 3H), 147 143 ¢m, 1H),

1.44 ~ 1.32 (m, 9H), 1.30 (s> 3H). 1.09(d,
F=6.7 Hz 3H) 0:95-0.85 (m. 3H).
FECDOD ¥ CI3-H K TR EE 5,
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AL G OB G S RS 4. IR A
. SREEE A6 FMR, THNMR (500

MHz:, ‘€Di0DY 8 9:04 (5, 1H): 881 (d, I=
44 Hz, THY, B39 (s, 1H), 831(d, J=81

Ny Hz, 1H), 7.77 (s, 1H), 7.73(d, J=7.9 Hz,
\_/, 1H): 7.66 (dds J = 8.0y 4.9 Hz, 1H)» 7.53 (t- | HRMS (ESI):
J=7.7Hzy 1H), 7.25(d, J=99Hz, 1H)s | (CxHsNsOy
i 495 ¢ds T=8.6Hz, 1H), 4.64-4.48 (m; S+ _H)*ﬁﬁﬂ?r
s AHY, 421411 (m, TH). 388378 (m; Fin ;
ek ety 0 IH), 3.69 3.64(m, 1H), 363 (s, 1H), | 984.5223; &
PO LG T g Sy | 352 (s, 1HDs 347(dd, J=22.6, 10.6 Hz, S
A HO L 2Hy, 328- 307 (m, 3H). 3.15(s. 3H). 984.5216.
oy 3.09 - 2,96 (i, 2HD). 290 ¢s, 3HY, 2,815,
FSM-21876 3H), 2.75(t T=11.8Hz, 1H), 2.15-1.94
{ms 3H): 1.94 — 1.58 (m» 8H): 1.54 (s: 3H),
142(d; J=97Hz, 3H), 141-1.37 (m.
1HY, 1.37 — 1,26 (i 9H), 111 (d, T="7.2 Hz,
3Hy, 0.92(t, J=74Hz, 3H).
YHNME (500 MHz.. CD:0D) 8 842 (s, TH),
783 (d; T= 68 Hz 0H), 7.59(t. T=8.1 Hz,
1H), 7.33 (d, J = 8.1 Hz, 1H). 4.64.— 4.42 (m,
5H), 4.21 (g, ] = 6.8 Hz, 1H), 4.08 — 3.98 (m, S
2Hy, 379 (d, J=69Hz. 1H), 3.67(d, 1= }(IgM}z(i’Sg
6.7Hz, 1H), 3.61(s: 1H) 3.55-337 (m, | | lf)g,llj’rg
4H); 3.22-3.13 (m, 6H). 3.AL(s: 3H). | 930 6155:
2.96(d, J=52Hz, 2H), 291 (s; 3H), 2.82 ;m; y{ﬁ ‘
(s; 3HY, 2,74 {t. T=12.0 Hz, 1H). 2.03{dd, g2§ £i95,
V=233, 157 Hz, 3H), 1,79 (ddd, I1=947, | 77"
38.7. 13.2 Hz, 8H), 1.54 (s, 3H), 1.46 — 1.40
(m, 1HY, 143—1.26(n, 12H), 1.10(d, I
=7.0Hz, 3H), 090, J=74Hz, JHY.
WELAE CDYOD Y CI3-H R FiRRePEE £,
"H NMR (500 MHz, CD;0D) 6 8.41 (s: 1H),
797772 (m, 1H), 7.54 (@, J=8.1Hz
1H), 7.26 (4,7 = 7.3 Hz, 1H), 4.62 — 444 {1, _
4H), 416 (q: ] = 6.9 Hz, 1H), 3.86 - 3.75 (m. | IRMS (ESD:
AF, 3065 (6,0 = 6.6 Hz, 1TH)»3:62 ~ 338 (i1, fcﬁzH;?:iog-
6HY, 3.09(s, 3H), 3.06-297(m, 2H), o ety
K(EHZ © 2,91 (s, 3H), 2.82(s, 3H), 2.74 (t, T=118 S
< AR
3 NN | Hzo 1H). 220195 (m, 3H), 195156 | o
H (. 8HY: 1.53 (s 3H), 144 142 (m, 10, | 7 777
L4T (s, 3H), 138 ~1.25(m; 9H), 1.09(d,
FSM-21878 ¥=7.1Hz, 3H). 0.90¢; F=73Hz 3H).

i3 £ CDsOD W CI3-H U Fakk e B 2,
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NMR. (500 MHz, CDsOD).5 8.40 (s, 1H),
7.74 - 7.67 (m, 2H), 7.53(t. J=%81Hz,
1HY, 7.24 (d. T= 8.7 Hz, 1H), 4.62 — 446 (m-

4H), 4.17 (q» T=6.8 Hz, 1H), 3.86 (s, ZH), | HRMS (ESI):
385 373 (m, 2H), 3.65(q J=62Hz | (CiuHuNOio
1H), 3.63-3.35(ms 6H)s 3.20-3.13 (m: | +H) #9354
1H), 301 (ss 3Hy. 3.07-3.00(m, 1H), | 714:956.6179;
MERRD e | 290 (sc 3H), 2.82(s, BH), 274 (L T=116 | ERA:
S Hz; TH), 2:22-1.94{m; 4H), 1.94-157 | 9566180,
r (m, 8H). 1.54 (5. 3H), 144~ 1.29 (m, 21H),
LA 1.09 (d, J=7.1 Hzs 3H)» 0.90 (t. J =73 Hz,
FEM21870 3H), vE: & CD;OD ¥ CI3-H i F#kel
TH NMR (500 MHz, CD,0D) & 8.44 (s, H),
7,92 =780 (m. 4H). 7.63-7.55(m., 1H);
746 (0t 7=286, 74He 3H), 734(d |
=80 Hz, 1H), 492 (dd. 7=107. 2.0Hz, | HRMS(ESD:
TH), 4.60 — 445 (in, 4H), 4.16 (9. = 6.7 H, ﬁ?é?if%
LH). 3.97 (s, 1H). 3.82(ddd, J=219. 141, | oo C o
[0972] NiGHy), O 7.9 Hz, 2H), 3.68 - 3.61 (m, 1H), 3.61 - 3,37 | }ME
Oy {m. 5H), 3,08 —2.98 {m, 1H). 2.95 - 2.77 (m, 94;{'5595
H 1H): 293 (s, 3H), 2.84(s: 3H). 274 | 7
o 3H), 2.22-1.54(m, 12H), 1.53(s» 3H).
FSM-21880 1.}3%.71.27 (m: 12H); 1.}{%&17 Ji7.III;IDz,
3H), 0.93(t, J=7.2Hz, 3H),
TH NMR (500 MHz, CD:OD)& 928 (s, 1H),
8.81 (d> J =23 Hz, TH). 8.69 (s, 1H), 8.47
(s> LH), 7.91 - 7.80 (m, 2H), 7.59 (1, J=79
e Hz, 1H), 733(d; J=79Hz, 1H): 460 | '
= 4.45 (m. 4H), 446(d, J=69Hz 1H), “g‘“’}'? ‘]533-
4.09 (gs J=6.9 Hz, 1H), 3.97 (s, 1H}» 3.90 (_':3H)’3 é‘;’#
e 3.60 (m, 4H), 3.58 (55 1H); 3.57 335 (ms | ° .
*};\”g gots B 3H), 3.5-3.03 (m, TH), 2990, 3H), | 0 7o g
i L, swjij\tm\ 294290 (ms 1H), 293, 3H) 284, | T pn
] N U | 3H), 274(, J=118Hz LH), 223196 949 5460
i N (m, 3H). 1.94-1.55(n, BH). 1L53(d, J=| = 7
FSM-21881 93 Hz., 3H), 1.41(s. 3H), 1.40—125(m,

6H)y, 1.20(d, J=6.8Hz. 3H), 1.09(d, J=
7.1 Hz, 3H), 090, J=74Hz, 3H). &
A2 CD;OD W CI3-HF Fakkeape B 2,
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NRy

H NMR (500 MHz, CD;0D)§8.61(d, J=
48 Hz, 1H). 842 (s, 1H). 8.13(d, 1=78
Hz, 1H), 7.94(d. T=7.7, 1.6Hz, 1H),
777 (s+ 1H): 7.72(d, 1=7.9 Hz, 1H), 7.59

FSM-220603

749 (ms 2H), 7.24(d. J=7.9Hz: 1H): | HRMS (ESD):
492 (dd, T=10.7, 22 Hz, 1H), 461 448 | (CaHsNoO1o
NS (m, 4H), 4.12 (g T=6.9 Hz, [H). 397 (s, | +H) 9it%
et THY. 3.83-3.61 (m, 4H), 3.60 (s, TH), | 1f:948.5553:
H;;*fg\/l 'C,Z‘g o JoHs) e 3.58 - 3.35 (m> 3H), 3.15-3.01 (m. LH): S
() | 3001-296(m, 1H). 295 (s, 3H), 292(s, | 948.5537,
Hsh Z 3H), 2.83 (s, 3H), 2.74 (6. 1 =117 Hz, 1H),
FSM-21887 226194 (m, 3H), 1.94-1.57 (m, 8H),
1.53 (s, 3H), 140 (s. 3H), 1.37-1.35 (m.
1H), 1.35 1.24 (m. 9H), 1.09 (d, T = 7.1 Hz,
3H). 091(t, J=74Hz, 3H).
TH NMR (500 MHz, CD;0D) 6 8.40 (s, 1H),
776770 (m, 2H), 7.66 (ds J=7.8 Hz,
1H), 730 J=7.9Hz, 1H), 7.20(d, J=
8.2 Hz, TH), 6.80(d, J=2.1Hz, 1H), 465 | HRMS (ESI):
~ 447 (m, 4H), 411(q; J=69Hz, 1H) | (CoHuNiO;
3.94 (s> 1H), 3.86--3.59 (m: 3H), 357G, | o+ H)Y 44
1Ty, 3.57 338 (m. 3H). 3.09 -2.94 (m. BAf:
2H), 2.92 (s, 3H), 2.89(s, 3H), 2.83 (s, | 937.5506; %
N, 3H), 273 J=118Hz: 1H), 209155 AL
<M | G UTHY, 1.52(ss 3H), 141 (d, T=8.5Hz, | 937.5500,
1H), 136 (s, 3H): 134122 (m, 9H),
FSM-21888 108 (d, J=7.1 Hz. 3H), 0.91 (t, J=7.4 Hz,
AH), JE: {5 CDROD FCL3-H R ke
AL S PA C2-2 ) S e 30 Shb it
Fe. ALE BB E SrRHIK, l111\41\41{(50@
MHz, CDCL;) 6 7.84 (35 1H), 7.23 ~ 7.13 (m,
3H), 6.67(d: J=69Hz, 1H), 4.76(dd, I
=9.7; 22Hz: TH), 454441 (m, 3H), .
433 (t, T=6.8 Hz, H), 4.05(dd, J= 142, Hgmg (553‘
8.1 Hz 1H), 3.81(d J=10.4Hz TH), T(H4) e
3:77+ 3.65 (i, ZH}, 359 (s, 1H), 3.55(s, {ﬁ:XS:’Q,SSOR‘
— TH): 325 -308 (mo 1H), 315-296(m. | © o0
5 ony, | S 287(5 M), 258 239 (m, 3H), iy

2.31 (s, 12H). 2.02(t. J=10.3Hz, 3H).
1.95 (s, 3H)s 1.89 — 172 (m, 4H), 1.70 - 1.60
(ms 4H)s 1.59(ss 3H)s 1.37 —1.32 (i, 1H):
1.30 (s, 3H)» 1.22(d; J=6.7 Hz, 3H), 1.18
{d, J=6.8Hz. 3H); 1.03-0.93(m; 6H),
0.90 (t, J =69 Hz, 3H),
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H NMR (500 MHz, CDsOD) 8 8.82 (s, 1H),
8.67 (d. J=5.4Hz, 1H), 847 (s, 1H), 8.24
(t. 7=6.5Hz, 1H), §.14 (1, J=7.8 Hz. 1H),
7.99 793 (m. IH), 7.93-7.86 (m. 1H)
7.62(t, J=79Hz, 1H), 7.58~7.50 (m;
1H), 740-7.35(m, 1H), 4.89—4.74 (m,
3H),4.62 —4.51 (m, 2H), 4.39 (d, T = 6.8 Hz,
1H), 430(t, T=87Hz 1H), 414(d. J=
3.1 Hz, TH), 405(q, J=6.9 Hz, 1H), 3.84
370 (m, 1H), 3.66 354 (m, 2H), 3.50
(s> 1H), 3.42 — 3.35 (m, 1H), 3.11 — 2.98 {m,
1H), 2.96(brs. 3H), 2.86 (brs. 3Hj, 2.85
~2.82 (m, TH). 2.78 (5, 3H). 2.69 (6, 1 = 11.9
Hz, 1H), 2.34(d, 1= 12.2Hz, 1H), 2.08
1.93 (m, 3H), 191 1.51 (m, 7H), 1.49 (s,
3H), 1.32 - 129 (m, 4H), 1.25 (d, T = 7.3 Hz,
3H), 124 (s, 3H), L16(d, T=6.9 Hz, 3H).
1.06 (d, T=7.0 Hz, 3H), 0.87 (t. T= 7.4 Hz.
310,

HRMS (ESD:
(CspHnN11Os
' At
18 972:5665;
LA
972.5666.

N
O,
HaCY
A N
CH: / ¥
FSM-22366
NH;
NEL i
N
0. LBCEN BHs
WY g
Hs‘C‘f G R{CH)
BT o Ohgb,,_ B LSE —NN’N*‘N
o)Y*O N
8 oY N

FSM-22372

AP C2- R At 51 5 G
. REEEEGFAK. 'HNMR (500
Mz, CD;0D $ 898 (s, 11}, 842 (s. 1H).
7.97 ~7.90 (m,. THY. 7.78 —7.64 (m, 2H)
7.51.(t, I="79 Hz, 1H), 7.35 (d. J=7.3 Hz:
1H), 7.22d, T=82Hz 1H), 693(d, I=
80 Hz, 1H), 4.87 —4.69 @, 3H), 4.63 — 2.41
(m, 2HY, 437(s, 1H), 4.29(s, 1H): 4.15
(d: J=3.1Hz 1H): 4.10(q, T=68 Hz
THY, 3.82=3.70(m, 1H), 370352 (m,
2H), 350 (s, 1H), 3:48-337(m, 1H),
304307 (m. 1H), 2.96:(s, 3H), 2.86 (s
3HY, 2.84 (51 3H), 2i69'(t,. I =11.6 Hz, 1H),
2.32(dds J=22.6, 9.9Hz: 1H), 2:13-1.93
(mi 3H): 1,93 — 155 (ms THY» LS1(s, 3H)s
139~ 1.33 (m, 1H): 1.33 - 1.21 (m, 12H);
.06 (d. T=7.1'Hz, 3H); 0.88 (t, T=7.3Hz,
3H). 9 ACD;OD W CI3-H B FHoke
e

HRMS (ESD:
{CsoHuN1Os
+H)" 4yt
1A 987.5774
LA
987.5772
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FSM-22373

)y S
i

H NMR (500 MHz, CDs0D) 8 .55 (s, 1H),
8A7 (s, 1H). 7.86(dd, J=13.0, 4.9 Hz.
2H). 766 749 (m, 2H), 7.33 (dd, T=7.6,
1.7 Hz, 1H), 4.87(dd, J=108, 22 Hz,
1H), 481 4.70(m, 2H), 463 452(m;
JH), 438(d, J=6.8Hz, 1H), 426(d, J=
6.8 Hz, 1H), 4.12(dd, J=122, 5.1 Hz,
2H). 3.86 —3.70 (m, 1H), 3.64 (g, I = 6.5 Hz,
1H)y. 3.60 346 (m, 2H), 346- 337 (i
[HY, 3.14-3.02(n, 1H), 2.95(s. 3H),
292 (s, 3H), 290288 (m. 1H) 2.86(s,
3H), 270 (t, J=11.8 Hz, 1H), 232(d, J=
124 Hz, 1H), 2.14-1.94 (m, 2H), 1.94 -
1,61 (m» 8H), 1.51 (s, 3H), 145 1.36 (m,
1HY, 1,32 (d-J = 6.6 Hz, 310, 1.31 ~ 1.24 (m.
6H), 1.23(d, 1=50Hz 3H), 1.06(d, J=
7.1 Hz, 3H), 0.88(t J=7.4Hz 3H).

HRMS (EST):
(CagHzN120g
S+H) #91t
B4
993.5339; %
M AE
903.5345,

[0975]

FSM-21797

FALS WL C2- B R FMihdy 21 5 G
A B FAe LR 389484, THNMR (500
MHz, CDCI3)88.06(d, J=73Hz, 2H),

8.03{d, J=7.2Hz, 2H)» 7.88(s> 1H), 7:83
(d» J=92Hz, 1H): 7.61--7.52 (m: 2H)
744 (dt, J=22.5, 8.0Hz, 4H), 7.26-7.12
(m, 6H), 6,68 6.61 (m, 2H), 494 ~4.77
(s 2H), 472 —4.52.(m, 2H), 452435
(m GHYs 427 —414(my 2H), 4.14-3.51
(mi, 12H), 3.23:(s, 2HDY,.3.09 (6, J =739.7 Hz,
2HY. 278(dd, T=213, 150 Hz, 2H); 2.74
—2.53 (m, 4HY, 2525, 6H}y 2.51 (s, 6H),
2.08~1.82 (m. 8H), 1.82~1.50(m. §H),
1:50:~ 141 (th, 6H), 1.38 (s, 6H)». 1:32 ~1:29
(i, 2H), 1,29 1.23 (mi, 6H), 1.21 (55 1H),
1.20:(ss 1H)s 102 (d, J=3.2 Hz; 3H), 1.01
(ds T=3.4Hz 3H), 096 (d. T=6.7Hz

3HY. 0.94(d. T=65Hz, 3H): 0.86(t J=
5.6 Hz: 6H).

HRMS (ESI):
(CsoHsN-O1
+HY" eyt R
17 064.5390;
S AR
964.5407.
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H NMR (500 MHz, CDCl3) 6 8.08 (d, ] = 7.3
Hz, 2H), 7.82(d, J=4.0 Hz. 1H), 7.58(t,
T=74Hz, 1H), 747( J=78Hz. 2H)
7.25 709 (m, 3H). 6:65(dd, T=74, 2.2
Hz. TH), 4.92(d. 1=9.0 Hz, 1H). 4.86 (d,
T=6.8 Hz, 1H), 4.69(dd, J=12.0, 74 Hz,

1H), 446 (t, 7=7.2 Hz, 2H), 439 (dd, J = ?Cmgf %’i‘}’%
Rb , 11.9, 4.1 Hz, 1H), 428422 m, 1H), 7+“H)’ ,éé‘ﬁ,'
e 414 (d, J=8.1 Hz, 1H): 406 (s, 1H): 390 | ° g7 )
- —_ (dd, J=100, 6.7 Hz, 1H). 3.82-3.73 () | g0 sngq. o
HC g OH 2H), 3.64 (d, J= 6.7 Hz, 2H), 320 (s, 3H). s
M 3.04 (5. 1), 293 - 285 (m. 2H). 268 -2.59 | o0 0,
(ms 2H), 2.55 (55 6H)s 212 1.77 (m.. 5H), e
FSML2179% 1.71(d, J=215Hz, 3H), 1.681.53 (m.
5H), 1.48 (s, 3H), 143 (d. J=149Hz,
1H)» 1.37(d, J=7.0 Hz. 3H). 1.33 (s» 3H)»
130121 (my TH), 0.95(ds J=6.9Hz
6H), 0,90 (t, J=7.3Hz, 3H).
TH NMR (500 MHz, €DCl;) 3 8.10=8.06
(m, 2H), 7.80 (s, 1H), 7.54 —7.48(m, 1H),
740t J=78Hz, 2H). 725 7.13(m,
3H), 6.69 - 6.63 (m, 1H), 4.95 (dd. T=10.9,
1.9 Hz, TH): 4.55—4.37 (m. 3H), 4.34 (dd,
J=114, 3.7Hz, 1H), 3.94(dd, I=7.5, | HRMS (ESD):
57Hz 1H) 3.88(dd, J=13.7, 6.8 Hz, (CsoH7N-0y,
1H): 3.75-3.60 (m, 2H), 3.39(s; 1H), | +H)' #9itH
3.29 (dd, T=10.1, 7.5 Hz, 1H), 3.08—3.01 | {4: 948.5441;
M(CH:) (ms 1HY, 2,79 2,73 (m, 2H), 2.72 (s 3H), | Fmifh:
0 OBz 258 (td, J=12.1, 3.9Hz, 1H), 231 (s, 048.5457,
6H), 2.07 192 (m, 3H), 1.85 1.48(m,
CHy 8HY, 1.43 (s, 3H), 141(d, I=6.9Hz, 3H),
FSM-22111 1.36(d, J=78Hz, 3H), 1.30-1.22(m,
LH), 117 (s+ 3H): 0.97 (d, T=6.1 Hz, 3H),
0.91 (d. T=6.9 Hz, 3H); 0.88 (1, J= 7.4 He,
AR Co-Z R AR 5.1 bt i
. BELEEQFAKR. HNMR (500
MHz, CDsODY 5835 (s, 1H), 8.14-8.10
(m, ZH), 7.64-745(m, 4H), 4.66(dd, I
=116, 7.9 Hz; 1H), 4.60-442(m, SH), | HRMS(ESD:
417(q> J=67Hz 1H). 380-3.60(m. | (CyHN:Oy
1H): 3.68-3.59 (m. IH), 3.59-348(m, | S H) 89t
4H), 3,38 (dd, 7=11.9, 32 Hz, 1H). 3.08 Bk
N(CH3)x - 2.96 (ms 2H). 2.94 (s; 3H), 285 (ss 3H): | 955.4958; 52
L~ op, 271 (s, 3H), 2.20(ds J=12.0Hz, 1H), M
207156 (m, 10H), 1.53 (s» 3H), 144— | 9554962,

CHs
FSM-22124

140 (m, 1H). 138(d, J=6.9Hz, 3H),
1,33 (d, 7=7.7 Hz, 3Hj, 1.31(d, ] =67 Hz,
3HY, 1.27 (s, 3H), 1.05(d. T=7.1 Hz. 3H).
0.94 (t, T=74Hz, 31, ¥: A CDOD
CI3-H B Fag ki B 5.,
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BALSPIABAE 1C2- 28 18

Al JRELEEG R THNMR (500

MHz, CDC1:) 5 7:81 (55 1H), 7.25 - 7.11 (ms
3HY, 6.73~6:60 (m» 1H). 4.97 (dd» J=10.8,
1.5 Hzs 1H)s 4.574.36 (ms 4H), 3.89(q
J=6.8Hz: 1H); 3.82-3.58 (m, 4H): 3.41
($: THY, 323(dr, T=16.0, R0Hz, I1H);
3,08 ~3.01 (i, LHY, 2.92 (55 3H), 2.84 - 2.71
(i, 2H), 2,62 — 248 (m, LHY: 2.30 (s, 6H),
2.02 (ddd, J=19.9, 13.8, 7.5 Hz. 3H), 1.83
~1.49 (m, 8H), 144 (s, 3H). 141(d. J=
6.9 Hz, 3H). 1.38(d. I=7.7Hz, 4H). 130
126 ¢m; THY, 1.25{s, 3HY. 0:99(d, 1=
6.1 Hz, 3H), 094 (d, J=6.9Hz, 3H), 0.90
{t; J=73Hz, 3H).

HRMS (EST):
(Ca43HgoN-O10
+HY W9 E
18- 844.5179;
SEE
844 5188,

~“CH5 ‘ N(CH3}2
o MEQ 73 “Ny

HNMR (C2 4 89 4:1 2Er ok fAp kit aody, |

R E 2 BHR, 500 MHz, CDClY 5 7.82
(s> 1H), 7.67 (s, IH), 7.51—7.45 (m> 2H);
7.38 - 7.29 (m, TH): 6.82 (s, THY, 4.95 (dd.
J=10.9, 1.9 Hz, 1H), 4.60 —4.51 (m, 2H),
451 —435(m, 3H), 3.84(q; J=69Hz,

1HY: 3.76(s: 3H), 3.75-3.68(m, 1H);

3.68 — 361 (m, 1H), 3.40-3.34(m, 2H)
3.26 (dd, J=13.1, 3.3 Hz, 1H), 3.05 (ddd.

J=14.8, 10.0, 5.0Hz, IH), 288 (5. 3H),

280 2,71 (m, 3H), 2.27 (s, 6H), 209 1.91
(m, 45y 177 1.43.{m. 8H)» 1.51 {s. 9H),
L1 sy 3HY. 137(d, T=6.9Hz, 3H)> 1.21
(s 3H): 1.19(d, = 7:8 Hz, 3H); 1:08=1.01
(m; THY, 0.95(d, T=60Hz, 3H), 0.92 (d,
J=6.7Hz 3H) 086, J=74Hz, 3H).

HRMS
(ESD):
(CsoHN104
s+ HY #93f
FAa:
1027.5823; 5%
AE:
10275865,
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[0978]

[0979]

io N oCH,
FLCT CHs  NEHb
T 'o’-‘;‘c"*: 4,{OHO’£\ﬁO N My
QM) N
Chiy 4
20

H NMR (500 MHz;,.CDCly) 6 8,53 (d,I=4,1
Hz, 1H), 8:30(s. 1H), 8.12(d» J=7.9 Hz:
1y, 7.84 (s» 1H). 7.78 (s. 1H), 7.71 (td-
J=7.8, 1.8Hz: 1H): 7:54~7.48 (m> 2H)
7.36 ({ds 79539 Hzs 1H)Y: 720 7,12 (ms
IH): 691 (s 1H)» 4.93(dds T=11.0, 1.9
Hz, 1H}: 464 (dd, J=14.2;, 3.9 Hz, 1H),
4.574¢dds J=14.1; 7.4Hz: 1H): 441 J
=8,0Hz; 3H), 4.35(d; J=2.7Hz: 1H);
4.08 (s, 1H), 3.83 (g» I =6.8 Hz, 1H). 3.79
—3.58 (s 2HYs 337 (s» TH): 3.25(dd, I=
10.1, 7.5 Hz, 1H), 3.00 (d. J=7.9 Hz, 1H).
.80~ 274 (m, 1H), 2.72 (s, 3H), 2.62 — 2.54
(m» TH}» 2.29 (3, 6H). 2.06 —1.90(m, 4H),
1.90 —1.56 (m: 8H), 153 {85 9H); 1.42 (s
3H): 1.35(d. J=70Hz 3H), 1.33(d. J=
S.0Hz 3H), 120(ss 3H)s 116~ 110 (ms
THy; 097 (dy T=58Hz; 3H), 093(d, J=
6.8 Hz, 3H), 0.87 @, T=74Hz, 3H})

HRMS
(ESIy:
(CssHaalN11 Oy
YT it
S8
1072.6190: 5
M
1072.6185.

FSM-120391

RET-N. H A7 COEMHM B 2= B VE KPR Y B
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S o
HeH
o 4D
Pue ML cn,s
X0
i,
o FSM-120367
FSM-120362 SV 0367
NHs

[0980]

CHy

FSM-120371

CH,

FSM-120380

FSM-120384
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Nkl

CH;

FSM-120385

[0981]

CH,

FSM-120416

CHs

CHs

NHo

FSM-120419

FSM-120420

NH,
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[0982]

[0983]
[0984]

[0985]

[0986]

TN Qe H3C
: WiCHy I )
Hggg\c\\u .--,,O |’:O 2 sz CH3 Owcfﬁ
O -
CHs
FSM-120421 FEM-120e1
AP

EL 2B ) < 5 0 T ) BR 1A i 8 BE SR A AL R MR BEBK TR MR L KT 1 B2
ANBIATTE i 58 5 e A TR < R o AR P Y T R SR LA T (Y RS A PR, A0 355 LR 2 24 24 T
B, BT 1A SCHTIR I R FA A R S e /NI R B (MIC) 45 0l 9T KB N B S PR A L3 o Bl 57
B 7 MZE N E AR B G W) T R RBAMTCIN 52 M CLS TARHE D B8 o A SO
IR BIVEAL S VRO EE 7S T RMI-MTATIRNT-N4
RML. K IR A BB <B4 7] %) BRI TR PRAUMIC (ug/mL)

BHER 0.125 1 >32 >32 32
| FSM-21700 8 >32 >32 32 32
2 FSM-21795 16 532 >32 *32 *32
3 ESM:=217%7 =32 =32 =32 >32 >32
4 FSM-21798 »32 %32 =32 >32 =32
5 FSM-21842 4 32 32 732 %32
6 FSM-21843 »32 >32 »32 32 332
7 FSM-21861 »32 »32 »32 >32 >32
8 FSM-21876 16 »32 »32 »32 »32
9 FSM-21877 #32 >32 =32 »32 =32
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[0987]

[0988]

[0989]

10 FSM-21878 532 32 >32 >32
11 ESM-21879 32 >37 >32 32 >32
12 FSM-21880 32 532 32 >32 32
i3 FSM-21881 8 >32 32 =32 332
14 FSM-21887 8 >32 »32 >32 >3
15 ESM:-21888 32 >32 >32 =32 >32
16 FSM-22003 2 32 332 >32 >32
17 FSM-22111 2 532 =32 =30 >32
I8 ESM-22124 4 32 32 =32 »32
19 FSM-22125 4 >32 >32 =32 =32
20 FSM-22366 32 =37 32 >32 >32
21 ESM-22372 >32 >32 »32 =32 =32
22 ESM:=22373 >32 > 32 >32 »32 32

M2 . KA A B X fiff ¢ BEERTE B ARIIMIC (ng/mL) o

Magi <0.03125 0.25 4 <0.03125 32

EHRE <0.03125 <0.03125 0.125 <0.03125 0.25
1 FSM-21700 <0,03125 0.5 2 0.0625 16
2 FSM-21795 025 4 16 00623 =32
3 FSM-21797 32 >32 »32 16 =32
4 FSM-21798 >32 >32 >32 >32 >32
5 FSM-21842 <0.03125 0.125 i <0.03125 8
6 FSM-21843 0.5 4 8 0.25 32
7 FSM-21861 0.5 4 B 0.25 32
8 FSM-21876 0.125 4 16 0.0313 8
9 ESM-21877 1 8 16 0.5 32
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[0990]

[0991]

[0992]

10 FSM-21878 <0.0313 0.5 8 <0,0313 4
11 FSM-21879 <0.0313 0.25 4 <0.0313 i
12 ESM-21880 <0.0313 0.0625 2 <0.0313 1
13 | FSM-21881 <0.03125 0.5 2 <0.03125 4
14 | FSM-21887 <0.03125 0.0625 0.5 <0.03125 1
15 FSM-21888 <0.0313 0.25 2 <0.0313 2
16 | FSM-22003 <0.03125 0.0625 0.5 <0:03125 32
7 FSM-22111 £0.03125 <0,03125 0125 <0.03125 2
8 FSM-22124 <0.03125 <0,03125 0.5 <0.03125 0.5
19 FSM-22125 <0.03125 0.5 4 <£0.03125 >32
20 FSM-22366 <0.03125 0.5 4 <0.03125 >32
21 FSM-22372 <0.03125 4 8 <0.03125 >32
22 FSM-22373 <0,03125 4 8 <0.03125 32
M3 . R IR A R XS A Je 1 TR T P88 7 BR T TRT PR RUMIC (mg/mL) o
MaEE < 0.03125 2 4 =32
RAVEE <0.03125 0.0625 <0.03125 32
1 FSM-21700 0.0625 2 8 =32
2 FSM-21795 0.0625 2 1 >32
3 ESM-21797 8 32 32 »32
4 FSM-21798 8 32 32 »32
5 FSM-21842 003125 0.5 1 32
6 FSM-21843 2 8 >32 32
7 FSM-21861 0.5 8 4 32
8 FSM-21876 0.0625 2 2 32
9 ESM-21877 0.5 16 8 >3
10 | FSM-21878 <0.0313 4 16 >32
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11 FSM-21879 <0.0313 2 16 32
12 FSM-21880 <0.0313 i 4 >3
13 FSM-21881 <0.03125 2 2 32
14 FSM-21887 <0.03125 1 0.5 >32
15 FSM-21888§ <0.0313 i 4 32
[0993] 16 | FSM-22003 <0.03125 2 4 >3
17 | FSM-22111 £0.03125 1 0.25 >32
18 | FSM-22124 <0.03125 2 0.25 32
19 | PSM-22125 <0.03125 4 0.3 >32
20 | FSM-22366 <0.03125 1 2 =32
21 FSM-22372 <0.03125 g 16 >332
22 ESM-22373 8 >32 32 >32
[0994] M4 KFL A B A K WA B B AREIMIC (kg/mL)
MR
wHFVEE 32 > 32 32 .32
1 FSM-21700 32 16 8 >32
2 FSM-21795 16 >32 nt nt
3 FSM-21797 >32 >32 nt nt
4 FSM:21798 >32 >32 nt nt
[0995] 5 FSM-21842 16 32 16 >32
6 FSM-21843 =32 =32 af nt
7 FSM-21861 »32 >32 nt nt
8 ESM-21876 32 =32 nf nt
9 FSM-21877 >32 32 nt nt
10 FSM-21878 32 32 nt nt
8] FSM:-21879 32 32 nt nt
12 FSM-21880 16 32 nt nt
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[0996]

[0997]

[0998]

13 FSM-21881 16 =32 32 32
14 FSM-21887 16 32 16 >32
15 FSM-21888 32 32 nt nt

16 FSM-22003 >32 32 32 =32
17 FSM:=22111 16 32 16 >32
I8 FESM-22124 16 32 16 =32
19 |  FESM-22125 32 32 16 »32
20 | FSM-22366 =32 732 16 >32
21 | FSM-22372 32 >32 >32 32
22 FSM=22373 >32 32 =32 >33

M5 R IR A B 5 AN B TR T ARAIMIC (bg/mL)

M EE 16 8 32 >32

TFEE R 4 8 >132
1 FSM=21700 »32 >332 »32 >32
2 FSM-21795 32 32 nt nt
3 FSM-21797 32 32 1t it
4 FSM:21798 #32, »32 nt nt
5 FSM:21842 32 =32 >33 >332
6 FSM-21843 »32 %32 nt nt
7 FSM-21861 =32 >32 nt nt
8 FSM-21876 232 32 nt nt
9 FSM-21877 532 >32 nt it
10 | FSM-21878 =32 >32 nt nt
i1 FSM=21879 >3 =32 1t it
12 | FSM-21880 =337 32 nt nt
13 ESM-21881 >32 =32 >37 >»32
14 | ESM:=21887 32 32 32 >32
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[0999]

[1000]

[1001]

15 FSM-21888 >32 ».32 nt nt

16 FSM-22003 >3 32 >32 32
17 ESM-22111 16 16 16 >32
18 FSM-22124 16 16 16 >32
19 FSM-22125 =32 32 32 >32
20 FSM:22366 >32 32 >32 =32
21 PSM:22372 >32 >32 »32 >32
22 F8M-22373 »:32 > 32 »32 »32

M6 KR BER A 46 9256 {11 B BRANIC G /L)

a4 EE 4 »32 8 16

EHEE 8 »32 »32 >32
1 FSM-21700 4 >32 32 >32
2 FSM-21795 8 £32 nt nt
3 FSM-21797 >32 =32 nt nt
4 FSM-21798 $32 =32 nt nt
5 FSM-21842 4 >3 32 >32
6 FSM-21843 32 532 nt nt
7 ESM:21861 16 32 nt nt
8 FSM-21876 16 32 ot nt
9 FSM-21877 16 32 ot nt
10 FSM-21878 16 32 nt nt
3] FSM-21879 8 > 32 ft nt
12 FSM:=21880 8 =32 nt nt
13 ESM:21881 8 32 32 =32
14 | FSM-21887 8 >3 16 32
15 FSM-21888 8 >32 nt nt
16 FSM:22003 8 32 »32 >32

210



CN 107530365 A

n B

170/176 L

[1002]

[1003]

[1004]

17 FSM-22111 8 32 8 >332
18 FSM-22124 4 32 g >32
19 FSM-22125 32 >32 32 >32
20 FSM-22366 16 > 32 32 32
21 | FSM-22372 >32 32 »32 >32
22 | FSM-22373 32 32 32 >33
FRMT R P I 6o 0] gt A B B B R SR I A B B AR M C (g /mL)
Mg EE *32 >32 0.5 0.125
EHEE 532 532 4 2
1 FSM-21700 >32 32 32 16
2 F8M-21795 32 nt 4 8
3 ESM-21797 »32 nt 232 >32
4 FSM-21798 »32 nt >32 >32
5 ESM-21842 =32 »32 4 4
6 FSM-21843 >32 nt 32 32
7 FSM-21861 »32 nt 32 32
8 FSM-21876 »32 nt 4 16
9 ESM-21877 >32 nt 32 32
10 FSM-21878 »>32 nt »>32 32
11 PSM-21879 »32 nt 16 8
12 FSM-21880 32 nt 4 4
13 FSM-21881 >32 >32 8 2
14 | FSM-21887 >32 >732 2 2
1S | FSM-21888 >32 nt 8 g
16 FSM-22003 >32 >32 8 4
17 | FSM-22111 >32 =32 2 1
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18 FSM22124 >37 37 3 1
[1005] 19 | FSM22125 ) 32 4 2
20 FSM-22366 32 32 4 4
21 FSM22372 =732 ) 16 16
29 FSM-22373 %30 >3 »32 16
[1006]  ZRN1. KIFWEERIMIC (Lg/mL)
FER | ATCC29213 MP-12 32 56 >64 >64 32
BEE
H AR
o USA300 MP-549 32 >64 64 >64 32
(MRSA
EEE
##k .
# USA100 lKIPT-i)I 98 ¢ =64 364 64 »64 »64
(MRSA
)
o R
EiE 3 S
% omA 8| JUO0 et | em »64 =64 =64
(MRSA ‘
[1007] j
BEE
. » MP-619 s ‘ ,
8 GISA USA600 UNT-130 64 >32 64 >64 64
(MRSA
)
KAk .
'ﬁ g?; ATCC49619 MP:2] 0.25 8 32 16 0.5
e 4% e MP-626 ) ‘ .
i TiefA UNT.038 | 0125 4 1% 16 .25
At Kk MP=627 e
i mefA UNT.036 0:125 8 16 8 0.25
M{% ATCCI9615 MP-19 0.06 2 3 8 05
$ERA
Pets s MP-625 ; 5 ,
e mac &3 UNT-014 0.5 16 64 32 2
’*‘gﬁ‘ ATCC29212 MP-24 4 64 64 ~64 4
K ipig vaii 25 UNT-039 564 32 64 64 “64.
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[1008]

[1009]

[1010]

s

i)

ATCEC19606

MP-15

32

i
EA0H

ATCC10031

MP-14

R ERAR

ERe

ATCC27853

MP-3

64

RMAt

ATCC25922

MP-4

>64

Ny

ATCC25922:10]
C

MP-9

>64.

mER
SR

PAOL

MP-7

=64

e
PRE

PAQOLimex

MP-8

>64

Rt
BRI

ATCCBAA-977

MP-17

=64

(MRSA
}

ST-228 ¢Erm

MP-513

>64

>b4

>64

>64

Y e
%;

&R

MP541

64

>64

KAt

15 % - cErmi

MP532

=64

64

>4

WAL

EIOH

U3

MP548

64

>64

64

>64

A
G0

1 AR

MP546

64

>64

>G4

=64

S
G

& AR

MP577

64

>64

BET
HHH

5 R

MP576

064

>64

FN2. KIANBERRIMIC (g/mL)

ATCC29213

MP-12

>64

64

FEER
HRE
(MRSA)

USA300

MP:549

64

>64

>64

16

{MRSA)

SEET

USALD0

MP-618
UNT-056

564

>64

>64

HeH
HiRA
(MRSA)

ermA A4

MP-620
UNT-146

64

GISA USA600

MP-619

264
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[1011]

[1012]

[1013]

BRG UNT-120
(MRSA)
Y ATCCA49619 MP-21 , .
& oA 025 2 8 2 0.06
B R IR MP-626
% mefA UNT-038 | 035 :
) T-038 | 0.25 1 4 0.5 0.125
CETTY MP-627
i o) UNT-039 | 05 1 4 1 025
e -
o ATCC19615 MP-19 v .
BRH ‘ 0,125 4 8 1 <003
7T MP-625
o e UNT=014 16 32 4 i
kY | ATCC29212 MP24 |4 39 64 39 I
BEan van 47 UNT-039 | 64 >64 >64 64 >64
T R .
e ATCC19606 MP-15 , ‘ )
i 32 >64 >64 64 15
WEEE |
S E L ATCCT0031 MP-14 _
o ATEC 8 32 64 16 8
BEBRE |
o ATCC27853 MP3 it sl i 4
XM E | ATCC25922 MP4 | 64 64 64 64 64
e | ATCC25922:
il 0lC MPD | g 32 &) g 4
AR5 —
iy PAOL MP- , , .
8 ) 7 564 =64 6 564 =64
AR LEAT 3 o
RAEBE | o Otmex MPE | ; B
BH 32 364 64 364 32
é\ HEH ATCCBAA- MP-17
HEKH 977 32 564 >64 64 4
SE L
Bk | ST228c¢Frm | MP-513
(MRSA) 64 >64 =64 =64 S64
Y %R MP541 | 64 64 64 =64 64
X ATE A - cEmm MP332 | >64 64 ) =64 S64
AR E o
. B (P54 .
g L MESR 64 >4 64 64
HELE oy
e &5 46 » i
BZ e
i 33 MP5
i = 7T e 64 64 64 64
R . o
S0 % A MP576
i A ‘ >64 >G4 64 64 >64
RN3 . RKIA N BEEHIMIC (ug/mL)
%if‘; ATCC29213 MP-12 64 <64 4
Hey USA300 MP-549 64 64 4
(MRSA)

214




CN 107530365 A

i BB B

174/176 17T

[1014]

[1015]

BEH USALD0 L.I\%PT‘%SG >64 >64 >64
(MRSA)
2EEH
Bk ermA &% Iﬁf?& >64 64 64
{MRSA) o
BEEFH B
ZIRE GISA USA600 U%Pl:il;ﬁ >64 >64 >64
(MRSA)
5 A IR )
e }g‘% * ATCC49619 MP-21 0.5 0.5 <0.03
A J se sk MP-626 i
@ mefA UNT-038 0.5 0.5 0.06
B K kR : MP-627 5 : o
= mefA UNT-039 0.25 0.5 0.125
1o g -’1\"'_, -
“"Lﬁ’ﬁéf‘ﬁ% ATCC19615 MP-19 0.5 0.25 <0.03
*E
(= . MP-625 e
i mac K UNT-614 4 1 0.5
EMRE ATCC29212 MP-24 4 8 1
EmRE van 33 UNT-039 >64 =64 >64
BETD | Tec1os06 MP-15 64 32 64
i
%ki‘g ATCC10031 MP-14 16 8 4
145
. :6 é: ‘1 .
" %}ff’fﬁ ATCC27853 MP-3 >64 32 64
8
] ATCC25922 MP-4 >64 32 4
KIAFE | ATCC25922:t01C MP-9 16 4 0.25
o) é'; er g it -
s PAO MP7 >64 64 ~64
iR
BEsaiEs: N
e j%{j:$ PAO1:mex MP-8 »64 8 16
b
ﬁ:: TSR ATCCBAA-977 MP:17 >64 64 4
FIRE
2HEF
Bk ST-228 ¢Erm MP-513 564 >64 64
(MRSA)
K IAHE [E973 MP541 >64 32 8
KIATH & & - cErmm MP532 >64 64 >64
G '_}“é‘f’ 1% & MP548 64 64 32
85
gﬁi}"éﬁ“’ % K MP546 64 >64 64
1B E
ﬁagf’j’ 6 K MP577 >64 64 16
A
%]‘g{”ﬁ 373 MP576 >64 >64 >64
AT

FNA. KIANBERAIMIC (ug/mL)
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& #@

& ATCC29213 MP-12 >64 | >64 32 16 32 32 >64

& #

& %

i BAA 977 1Bt | MP-17 >64 »64 64 16 32 32 564

H &%

H & K-cEnn MP-513 61 >64 64 =64 264 >64 64

=T <

& USA300 -msr{a) | MP-549 | =64 S64 64 16 32 64 >64

X M

HHE | ATCC25922 MP-4 64 >64 16 8 64 64 >64

X

HE 10IC MP-9 64 8 2 1 4 2 64

Kk #r

#E | BE MP:541 S64 =64 16 8 >64 32 >64

X

#FHE | B JR-cErmB MP:532 | 64 >64 64 =64 64 >64 >64
[1016] % &

MWHE | ATCC 10031 MP-14 >64 32 4 8 16 16 64

MR

CEE MP-548 | 64 264 64 64 564 64 64

B R

kE

E | 15K -NMDR MP:546 | 64 >64 64 S5 64 564 564

M

B 2

JH | ATCC27853 MP:3 >64 64 =64 =64 =64 =64 64

B’ #

ME | mex-optM-BIR | MP-8 >64 »64 32 32 64 64 64

@ %

B 2

BE | PADL MP:-7 564 564 64 64 >64 >64 64

& 2

T

HFH | ATCC 19606 MP-15 64 >64 32 L6 64 32 64

& 7

HE R -AZTH& | MP577 | 64 >64 32 32 64 64 >64

& g

A 3 | KK -MDR MP-576 >64 564 64 64 =64 64 564

(10171 [#& | | | | | | | | |
[1018] i AIVEFE

(10191 FERCRIZLR s 1 ) an “—" , “—A F1“Brdk” ] LSRR — A E 2 T — A, BREIEH
AR H A B SCER BT ST B BRRIE I o ORI LR BRI 45 o A — A — AN B A R[]
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LG “B R AL NATAE N B e 5 SRR R 45 = W BT VAR — A 2 T — e
AT AL R B AR B AR HAH S SCERCE R SOR BRI HE » AN A G L o A7 A B A B
BT AR L 72 7 dh BT AR IR U — AR SR SE 7 3 o AN e W AR e A7 A2 B
B BT SRR R 45 5 7 B VAR 2 T AN BN R4 R K Sk T 5K

[1020] 5341, A WAL 48 P A5 A2 Ak AL A e, JLvb ok B — T 22 TP B AUR R (1 —
ANER AR R TTER B UM PEATE B 5N B 55— BB R b il , A e T3
B ER AR — BRI R T AR A Ui DA A 65 A J T [ 2 Atk SR R A — e U
ZORT I — A AR BISEAT  Hon s AR 2 IR, B4, 48 5 Ak b, A8 B
NI T TRRAEAD T, IF BAE—Ju s # ] UL BR 25 o B4 B G0, AR B BOAR
SR B (1 T AR 5 70 2ORT/ BCRFAE AN, A A B B0 S B 14 7 T PR R AR sk U s %o R
AN/ BURF NI » B Atk F- o ALl TR 40 B 10, AR St 5 sRAEAR SCrpise AT AR i
A A o 3B VR T, AR EAET AR ET  RG , OF B R VR INA L e e R B 3R 5
25 VGRS, AL 1 28 0 S A BRAE S MR B RN SO B BAE H B AU HAR A 7
I ERAPE » o0 DA Pl B m] DA AE AR S B F) A TR) S it 73 2K P AL AT B AR B ik v L Y
(-G, =z TR L/ 1086, Bl BN ST AR SeAR 7R o
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