Jlexnus 1

BBeneHue

[IpenMer NEKIUH - MIAaHUPOBAHUE MHOTO CTAJAMHHBIX CHHTE30B C MOMOIIBIO
CTpaTeruu TPaHCc(HOPMOB.

Ocnogubie unen nouepnuyThl u3 KHurH E.J.Corey, Xue-Min Cheng "The logic
of chemical synthesis", a umrocTpupytoime 3Tu uaeu npuMepsl u3 KHUT : S.Warren
"Designing organic synthesis. The disconnections approach.", "Organic synthesis.
The disconnection's approach", "Work book of organic synthesis. The disconnection's
approach", J.Furhop, G.Penclint "Organic Synthesis". Tse-Loc Ho "Tandem organic
reaction", K.C.Nicolaou, E.J.Sorensen "Classics in total synthesis ", u mp.

[1sTh HEOCTATKOB JICKIIMOHHOTO METO/1a O0YUYCHHS:

l. MoHosor

2. PaznuuHbIi ypOBEHB ITOATOTOBKY CIIylIaTEIICH
3. JIBa nena cpazy

4. Ommubku JIeKTOpa

BbiBoa:".. HUUTO HE MOXET 3aMEHHUTh HACTOSIIEH CaMOCTOATEIbHON paboThl,
KOI'Jla CTYJIEHT OCTAaeTCsl HaeUHE C CAaMUM COOOH U y)Ke€ HE MOXKET PacCUUTHIBATh HA
IIOMOIL[b CO CTOPOHBI; UIMEHHO 3TH MUHYTHI U SBISIOTCS. MUHYTaMH MCTHHHOIO IIO-
3HaHUA. YTOOBI NOBBICUTH X LIEHHOCTb U CIENIATh M10-HACTOSIIEMY IUI0A0TBOPHBIMH,
HE00XOAMMO JaTh CTYJIEHTaM XOpOIIH npeameT ais pazMbliiuienusa” [1.ApHo

Wznoxxenue OyAeT BECTUCh B paMKaxX KJIACCHYECKOW AIEKTPOHHOU TECOPUH, Me-
TOJ MOJIEKYJIIPHBIX OpOUTAJIEN MPEIIOIaraeTcss UCIO0JIb30BaThCs JUMUIb TaM, e 0e3
ATOTO HEBO3MOXHO 000HTHCH, MHOIO BhIOpaHa CJeAyIOmas cucTeMa 0003HAUYCHMUIA:
JUIsT U300paKeHUs YIJIEPOHOM 1enu 3urarooOpasHbie (GopMysibl (MOJIEKyJia U30-
OpaxkaeTcsi B 3aTOPMOXKEHHOW KoH(pOpManuu), Hampumep, CUH- U aHTH-2,3-

JUTHAPOKCUIICHTAHBI
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I[J'DI OIIMCaHus HepeMemeHI/Ie HapBI BHGKTpOHOB WU 4aCTHLBI C r[apoﬁ DJICK-

TPOHOB
JUis onucaHus epeMeIleHrne OJHOTO IEKTPOHA WIIM YaCTULbl C HECIIAPEHHBIM

3JIEKTPOHOM

Jlns onrcaHus pacrpeeieHus dICKTPOHOB B MOJIEKYJIe s Oyay HCIOJIb30BaTh
Merton pezonanca JI.Ilonunra.

PeTpocHHTETHUYECKHH AHAJIN3

IleneBbie mosekyabl TM (target molecule) wimm menmu TGT. Perpocunterndye-
CKH aHAJIW3 ATO MPOIEAYypa IIIAaHUPOBAHKSI MHOTO CTAUIHHOTO CHHTE3a, B TIPOIIECCe
MIPOBEICHHSI KOTOPOW XUMHK MBICIIEHHO TIEPEXOIHT OT IEICBON MOJIEKYIIBI Yepe3 Psia
KaK TIPaBUIIO 0OJIee IPOCTHIX CTPYKTYP K JTOCTYITHBIM UCXOTHBIM COCTUHEHUSIM.




DTOT MBICIICHHBINA TIEPEXO0JI OCYIIECTBISACTCS IMyTEM MOCISA0BATCIIBHOTO OTBETA
Ha JiBa BOIpOCa:

1. M3 xaKkuX UCXOJHBIX COCTUHEHHUS U C TIOMOIILIO, KAKOH peakIiii MOKHO
B OJHY CTA/IMIO MOJIYYUTH LIEJIEBYIO MOJIEKYITY?
2. JIoCTYIHBI JIU 3TU COCIUHEHUS?

"IlocpecTBEHHBI YUUTENb U3Jaraer. XOpolud yuuTenb oObsicHAeT. Brinato-
LIMHCA YYWTENIb ITOKa3bplBacT. Benukuil y4yuTenb BAOXHOBISET."
Yopn). [Ipumep (1983 r Snider)
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Tpancdopm - MbICJIEHHO NMPOBOAUMASI pPeakiusi o0paTHasi MPSAMOI peak-
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uuu cuHTe3a. TpancdopmaM nmpucBauBalOT UMEHA NPAMBbIX peakuuii. Jus Toro
4yT00bl OTJIMYMTH TPAaHCPOPM OT NPSAMOH PeaKHUM MCHOJIbL3YIOT IBONHYIO
CTPEJIKY

—

ApudmMerndeckuii 1eMOH U 00pb0a ¢ HUM

JInHelnHag cxema CUHTE3A:

A1 A2 A3 —_ e A10 - > TM

10 craguit
0,6'°*100=0,6%
0,9'°*100=34,8%

KonBeprenTHast cxema cCUHTE3a:

A1 A2 A3 T ——— A 6
5 craguu
B 1 B2 .......... E—— B 5

4 craguun
A¢+Bs=TM
1 ctagus

0,6°%100=4,6%

0,9°%100=53,1%

BBIBOI[Z KOHBepFeHTHHe CXEMbI CUHTCE34a, HpH HpO‘II/IX paBHBIX YCJIOBI/IHX, Hpez[—
ITIOYTUTCIIBHBI.

KJIaCCI/I(l)I/IKaIII/IH TpaHC(l)OpMOB, CHHTOHBI 1 HX CHHTCTHYCCKHEC JKBUBa-
JICHTHBI. PeTIJOHbI.

I Pacunenenne cumBon D (disconnection)

1.1 Pacunenenue nukia RGD (ring disconnection)
MeO
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(LCS, 255) CVHTOHbI
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Cunmomnul - npodyKmot mpancghopmos - moueKyivl, KAmMUOHvl, AHUOHbL, Pa-
ouKanvl, KapoeHwvl.

Cunmemuueckue 3K68UBA1EHMbl — peazenmaul, uzparouiue pojib CUHmMmoOHOG6 6
peaxkuunx.

Pemponvt — neobdxooumvle u 0ocmamouHsle 1j1eMEeHmMbl 6 CIMPOCHUU MoJle-
KyJibl, RO3601AI0UUE NPOBOOUMD ONpeldeneHHblil mpancpopm. Pemponam npu-
ceauearOm Ha38aHUs MPancghopmos.

1.2 Pacunenenue yraepoanoit menu CHD (chain disconnection)
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1.3 Orwennenne @yHkuuoHanmbHod rpynnsl FGD  (functional  group
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disconnection)
C=N
| O-- @
Ph—CH—%—OEt —— Ph—CH—C=N + O=C—OEt

o H H

Ph—CH,—C=N

2. Counenenue R(reconnection)
2.1 O6pazoBanue 1ukioB RGR (ring reconnection)

[ o
0]
o— .0
+ \=
[
)= )
@ . ocH — OCH(COMe),
)0 ON=N
d \

2.2 Brenenue pynkunonanbHou rpynmnsl FGA (functional group addition)



NH,
NH, NH, NO,
— p— —
Br

M

NH»
NO, NO,
@ o !
0 | 56 O o
é — &L -
H H

3. 3amena oaHo¥W ¢yHKIMOHANBHOM Tpymnmbl Ha apyryr FGI(functional
group interchange)

CO,H CO,H o
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HOH,C  CH,OH o © © 0
\ / —— HOH,C—=="CH,0O0H — :Cc=C: + 2 y)Hz
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4. TIlepememenue ¢QynnuonanpHot rpynnel  GFT  (functional group
transposinion)
SiMe; O SiMej

O — Oy =

SiMe3 iMe3
| HX @ (\Is

S)
H,C=—CH—CH—R H;C—CH—CH—R + X

HsC—CH=CH—R + Me;SiX



4. TleperpynnupoBku Rt (rearangewent)
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OO0mas mpoueaypa cTpaTeruu TpancgopMoB:

BrisiBUTE B MOJIEKYJI€ OJHBIE PETPOHBI U TPOBEIUTE MOIITHBIC
YIpOIaroIue TpaHCHOPMBI.

BrisiBUTE B MOJIEKYJI€ YaCTUUHbBIE PETPOHBI, C TOMOIIBIO TPAHCPOPMOB
MIPEBPATUTE UX B MOJHBIE PETPOHBI U 3aT€M MPOBEAUTE MOIIHBIC

yIPOUIAIONINe TPAHC(HOPMBI.



