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L — s Ji7 e il 28 DK 8 R 777, HRrAEAE T« L9t 4 —8a—8— A 4L 55 =AM IE
TS A JEORE SRR N IR 55, A AL BTN L AL, 7638 57 VA A, 2 A ET 97t
JEAbHER 2L, TR RN KE .
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3. ABURE SR 1T 3 Ji e A il 28 oK B3 R 0 7932, HLRREAE T« Frid iy &k e v &k
VST Y Y AP Y =y SN - 3 (= N R =y SN B 2B Y Ey o=l AP e e e o

A4 BRI B SR 3 BT IR 3 S5 Ak il 2 oK B3 R (W 7 325, HUAREAE T Frid i ARk b v 5 R
S REE B

5. JBURE SR 1Bl i Ji fe A il 8 oK 85 2R 9 77 323, LR AR AE T Bk A WL 50 A
TT RSN T A T RS IR I LB KA S AL

6 . QBRI EL SR 1T IR Gk S5 e il 25 oK B3 R (W 07 V2%, LR EAE T« i AL AR AE XS T-9-
JIi 25 ~8a-8~ 8 AR 4L B AN BE /R EE J5%-50%,

7 ABUR)EE SR 6 BT il i il ) 2 oK B3 2R 19 7732, URRAEAE T« Frid AL A XS T-9-
Jit 4 -8a-8— R I 41 55 2 A EE /R B M 20%.

8. QAR EE R 1 i i 3 i Fe A i 46 oK 85 22 B U7, OB AE T« BRI A R B &
B T R K L DU SR IR BRI TR

9. ABUR EL R 8 I I i 5 e Ak 1l 2% K 85 22 (1 U 2%, SLRPAEAE T« FIrad 6 9 77 Dl 1E TR 7%
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— MR HIE KB RNTTE

BRAR G
[0001] AR IS Je— i R A il s IR B (K A Ji T8 R = A ik

BREAR
[0002] K& % (Gamithromycin) /&L E M BV (Merial ) FF R I & F 50 HE 2 13 5 57
ZactranRI¥) FE LA RKAY , 53 5 T2007.20 10 F1201 1 AF 4% KRN 24 5t =3 I R AR1g = i 5 &
o ER R SR A 5 2 A R R A T B YR A IR 2 TR T 22 R P B PR T AR AR
W ZH 2T 51 RS 19 A4 IR JE 5% (Bovine Respiratory Disease BRD).(FE AL, £/, )
B, XS, EALA, KRB R AT At e, b [ R 224k, 2015, 35(10), 1708-1712 ) K %
RO E R TESSZ, TG R R s, H T IK & R A A i
BT PR, XTI 2R S 95 s J T 24 RO HLFR A 1 B 2 & 30 & H S TRIMGRGE . —
IREG 25T BRI R 32 0 AR RS v ARBR B 2 A R AR A, O K R
FE B B0 SR A ™ h HA R i 16 S A .
[0003] HATHFIMKERN AR ITIELLLI-HA-8a-8- &L ERANEER, ANH 24
fET e I ARETT KEIAF Mendes, ZZELLLLFE K6, 10— LIk N D , £85%Pt/ CliE
1k, 50barE /St A R IBJR G, ELEEIMNTAES , 20bars <UL 7 R & R BRIk E &, UK
T79.0%, 77 maEES88. 9%, (Mendes,Z.et al, Methods of synthezing macrolide
compounds (Merial Limited),W02010/048486[P], 2010-04-29.). VL& 32LA9-fli% —8a—

BIRLABFBRANEY, 5IRARIERAE RPN, fE7T A EEEFINIEREE RS ERN
63. 87%5’] IKEFE R QLESE, KSR S AR & S B 7T, D22 A i 5],
HRRE,20100) RZETEATF T —FinokeE = 0 & 77125, 77159l 4 -8a—8— & ¢
LFRANRY, SRR, PLFSEIN S AN E = 2 B A SE I S A0 i JR 57, 2838 5t %
Tl & KRB 2 CR2E 77 G, B, FUIE, SRiE 5, — MK E R 6 & 515, G g
R A PR A T ,CN1025163314,2012-06-27 ) FEE S A FF T — POk B E K6 & 77
15 HURFE 2 DL 9- I 45— 8a—8— B A R B 4L 55 3 AN IR , 5 TR S 2 5 DA REEIE B Ao 5 771
S JF AL RIS IR ER . (F&, £, HEN . BEEW, /0%, ERE, T4, BHm, —
FIK B RG] & 7715, CRBPAZ0IEA R A 7)), CN1035542014,2014-02-05.)

P B S SR JFE G A — B o, R 2 A WU R AR, i — T 2 =S4k
B (Richard A, Wei X, Org. Lett., 2001,3(11),1745-1748.), = T B —&#HE Kato,
H.; Shibata, I.; Yasaka, Y.; Tsunoi, S.; Yasuda, M.; Baba, A. Chem. Commun.
2006, 4189.), Eh?ﬁﬂ%%%/\%arﬁxﬁ,F#@@%%&ﬁﬂ%/ﬁ (Erwan LG,et al,
Chem Review, 2015, 115(18) 10207-10260.) . fiftOnkar #i& 7 F BN 2 500 =K

ARG N, R Tk S b (PMHS) ik Ji 57 SE BAE 7 e A6 19 7772: (Onkar S.

Nayal, Vinod Bhatt, Sushlla Sharma, Neeraj Kumar,] Org Chem,2015,80,5912-
5918 ) , A BH R DR 1% 7732 B FH B 0K 85 2= 19 5 Bl
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[0004] X BAT BARR IR EA R, A A W ) B A2 S AL — Phids B A il 6 IR 8 1
17575, S A R E RITEAREE , PR T A Rt 2 S AL 3R 2% AR AN TR T B AT A AR
o

[0005]  AIARI L3R B A, A B A it BAR BRI SRR -

— bk B A IR B R I TE , L9 25 -8a-8-RURLL B SRARIE R IE M IR, &
TERE A IE IR, AT LB B TE AL B sl A AR, £E 38 0 i e, 22 A el Jm A B A4 , 1
RFREIKER.

(00061  Jyr i il & 5 VA I S L AT

H

[0007] Pk A FELE N R RELE (PhSiHs) 2 3Rk ke (EtoSiHe) . = Z kR (EtsSiH) =
SRR (STHCL )« 2 A R IR 4 ((Bt02SiMeD) ) B B (R LA B4k (PMHS) 25, 4137 B
W G T (R ST

[0008] PRk A WL N =T 3 &8 T A e =T R A8 A ik
TGN KA S AR BRI 2131 K & &AL

[0009]  FT iR Ak 75 AH R T-9— i 4 —8a—8— B 44 41 25 2 A BE IR HE 5%-50% , HL1% H20%.

[0010]  FraR v )0 FR B U S RTREE S R 8 DU Sk il B8 T TR 5, AR B A A I B2 42)
I GHAEVE I IE A BEBURR Y 25 43 1) F B

[0011]  ARIAKI Tk SMendes A MIEM L EF M AN A&, L T 2 a4 7" 5T
BRI BN AN A &, TR 542 B A @0 S A = 2 A
FERNE AN AL BE BB S S B SR R JE A A Je A R FE A b TR E A
T 7K P4 T o 0 G 2 58 B S AR 0 (PMHS) VB s 5 771, B8 PR B S bR e (PMHS) SR AT
XK SRROE IR SEAFIR AN Z 32, E A G B 5 43 85, AR A AU Tl R B 77

BIRSEEAR

[0012] "N 045 & H AR S HE B 6 A K BHAESE— P I UL B A R B AR 3 JE G AR T
.

[0013] A UHIE JE BE Ak Il £ K B ) J7v0, PLO- S —Sa-8- A L HE R AN IE AR N
Sk, SRR NIC IR R, AL BTC LR AL ), 72375 7 R v i, 2 maAeli , Je b3
aidh, AR K E R AT -
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[0014]  Sjafsil : A 9 A —Ba—8- 4L B RA

500m]l = LB IMAI(Z)-9- A -9- N5 4L FHHAC23.255,0.031mol) DL JZ AL IE
(180m1) , A HE0-5°C , T hnat B R REBE S (15.052,0.079 mol)AY Z Tk (50m1 ) VAR , 30434
P 5E ,0-5°C T HiEHE 1509 8. I\ & KEC400m1) BL S 7K (500m1 ) , ¥ 20 %5 A AL AN A
TRV pHY . 5-10.0, 7V, K 2 Fl & FE (100ml x2) [ A5, B IEAHLZ , K (200m1x2) ¥, T
IKBRBREN T4, ik Y8 BEVR ek e 1, A3 iR TR 2 (100m 1 x2) 75 28 2 o IR O
ZABIEEETFE(100m]) , AHE0-5C, fitH: T U ASIINE (3.632,0.093mo1 ), 3
/NI INGE , B R A = AR I K (50m1) , FH 2N £ BRI 1 PH2 . 0-2.5, =il
FEFE103- B , INAZK (150m1 ) AT S0 KE (200m1 ) , FH20%S AL ANE VR 17 PHE . 0-6.5, 43
W7 £ S R Z KZEF I & F e (200ml) , FH20%E E AL A TR T7PHI . 5-10.0,
S K E R Z & (100mlx2) k&, AHANUZE, K (100m1x2) ¥, oK B AN 115, i
P& B IE T3 F IR (291558 1% H E iR 5 A EE (90ml) Jn#GA i ) , 18 kiR,
FE, BN UNO- IR -8a-8- A AL TR AR, WA R =R, frii At dmik .38, A
A F 5 TR (10m1 ) BE¥¢ , 60 'C B2 T39I 2 -8a-8- S R 4L B A (6. 558, 8. 8mmo 1), Y&
228 . 5%
[0015] m.p.: KT 180CHIL

HPLC:98.08%

HPLC-MS(APCI): 735.5

SEHE2 A K E =

100m 1 [ JE e M A IE A% (0. 237 ,4.0mmo 1), 94 —8a—8— B 4L B AL .47
5, 2.0mmo 1), FHEE(20m1) , FEFE NN G2 /Ne J5, R HT R =, A SnCl2 « 2H20
(0.09g, 0.4mmol),PMHS (0.89g, 4.0mmol), KNI EIIRS/INES , ¥4 A2 =I5, Nk +
P8, FEE (20m] ) Bek , SRR B T, A JE B4R M FH TR R 7K 5 45 i 49 B il 44 (0. 97
7, 1.25mmol) , Y62, 5%,
[0016]  SLjafs3: A Kk E R

100m1 [&] JEE L M A TE A% (0. 237 ,4.0mmol) , 9-Ji 4K —8a—8—E 4L AL .47
i, 2. 0mmo 1) , PUSINIRE (20m1) , B dE T AR JE 2/ 5, 72 A R =0 I IR T 2 &
1642 (10mg, 0.03mmol), Kfkbt (0.33g,3.0mmol ), == JKE A H H: 24/ MKk, Nk 8 ot 3,
FREE (20m1 ) Pe ik , DRk 5 e 1, A E A 45 7 4 F R R — 7K HE 465 i 79 1 £8 [ 44 (0 . 63 3
0.81mmo1), U 40. 5%,
[0017]  sZjffil4 . SRk ER

100m] = R P NN IEAEE (10 m1), 99— -8a-8-& A4 H RA(7.45%, 10mmol),
I (20ml), SnCla e 2H20 (0.5g, 2.2mmol),PMHS (4.5g, 20mol), #A[RIVR 10 /N, ¥4 &)

5
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I Il uE, B (100m ) He ik , SRR e T, A JE B4 4 A Bl — 7K EE 45
19 [ 44(6. 358 ,8. 1lmmo 1) , 281 . 1%,
[0018]  sLjafs5: A K E =

100m] = H IR I IETEEE(30 ml), 9-i4-8a—8-B A RA(T.47%, 10mmol),
SnCl2 « 2H:0 (0.5g, 2.2mmol),PMHS (4.5g, 20mol), IN#[E R 10/NG) , ¥4 21 & =& , InkE
HE TPk, FEE (100mL ) Be ik , PEVBRE e T, A Z AT 45 7 1) P TR R — 7K 25 45 i 49 1 (]
(7.0%%, 9.0lmmol),ULZ90.1%.
[0019]  sLjafs6 : A Ik &E =

1000m1 = IR I IEAEE(300m1) , 9-i %A —8a—8— B J4 F & A(7455,0. 10mol) ,
SnCls « 2H:0 (5.0g, 0.022mol),PMHS (45g, 0.2mol), I#R[EIVR10/NE A H1 & =, InkE
BE L PR, FEE(100m1 ) BE , PEVR O HE T, Fr A 4 FH TR R —7K B 445 di A9 1) £ il 44 (65 3
0.084mol) , Uit ZE84%.
[0020] m.p.: 172.5-173.3°C

HPLC:98.08%

HPLC-MS(APCI): 777.5.
[0021] b3k St 4911 FH T i e M A OB ) BH A B8, T = X s i BRI R 3 () FR 52
LA FH e BT A B AT A S2 Bk R e sl , 22 R va AN AR B AR 3P E A .



