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CBSA3AHHbLIX C AEFEHEPALMEN COEAUHUTENLHOW TKAHU, N ®APMALIEBTUYECKAS KOMMO3ULIUSA HA

X OCHOBE

(57) Pedbepar:

HacTosulee unsobpeTeHne OTHOCUMTCS K HOBbIM
NPOV3BOAHbIM MMAPOKCaMOBOWM KWCIOThI,
npeacTaBneHHbIM hopMyrion |:
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UK mx dhapmMaleBTUYecK NpUeMnemMbIM Conam,
roe COeAMHEHWs Mo HacToslWeMy WU3oBpeTeHuto
WHIMBUPYIOT — pasfuuHble  hepMeHThbl  cemelicTBa

MaTpuLbl METanNonpoTenHas, BKoYaa KonnareHasy,
CTPOMENU3WH W KenmaTuHasy, W, CcregoBaTensHo,
nonesHbl Ans NeYveHns 3aboneBaHuii, CBA3AHHbIX C
MaTpuluamMi  MeTannosHOoNpoTenHasbl, Takux Kak
OCTE0apTPUT, PEBMATOMAHbLIA apTPUT, CENTUYECKMii
apTpWUT, HapyleHUss OCTeoreHesa, Takue Kak
OCTEOoNopo3, MeTacTasbl onyxonu (MHBa3ua U PocT),
NEePUOLOHTMUT, TMHMMBUT, A3Ba POrOBMULbI, A3Ba KOXW,
A3Ba Xenyaka u Apyrue 3aboneBaHus, CBA3aHHble C
AereHepauunein coequHUTENBHON TKaHW.

OduynancHein  OtoneTeHb  "lMpoMbilUneHHas
cobctBeHHoCTh". KHura 1 "M3obpeTeHuns, nonesHble
Mogenu, Tonorpadun  UHTerpanbHbIX MUKpocxem",
2003, N 12, 15.12.20083. [ocynapcTBEHHbIN
AenapTaMeHT  MHTENNeKTyansHoW  COBCTBEHHOCTU
MuHucTepcTBa 06pa3oBaHUs U HayKnu YKpauHel.
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(54) hydroxamic acid derivatives useful for treatment of diseases related to connective tissue
degradation, and a pharmaceutical composition based thereon

(57) Abstract:

The present invention provides novel
hydroxamic acid derivatives represented by the
compound of formula (), or pharmaceutical
acceptable salts thereof, wherein the compounds
of the present invention inhibit various enzymes
from the matrix metalloproteinase family,

including collagenase, stromelysin, and
gelatinase, and hence are useful for the
treatment of matrix metalloendoproteinase

diseases such as  osteoarthritis, rheumatoid
arthritis, septic arthritis, osteopenias such as
osteoporosis, tumor metastasis (invasion and
growth), periodontitis, gingivitis, comeal
ulceration, dermal ulceration, gastric
ulceration, and other diseases related to

connective tissue degradation.
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Official  bulletin  "Industrial  property". Book
1 ‘"Inventions, utility models, topographies of
integrated circuits”", 2003, N 12, 15.12.2003.
State Department of Intellectual Property of the
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MIHICTEPCTBO OCBITU | HAYKW YKPATHU

OEPXABHWA OENAPTAMEHT
IHTENEKTYANbHOI BNACHOCTI

(12 ONUC BUHAXOAY OO MNATEHTY YKPAIHU

(21), (22) [aHi CTOCOBHO 3asABKMU: (72) BunaxigHuk(n):
98105283, 03.03.1997 DxakobceH xoH €. , US
(24) OaTta HabyTTa YmHHocTi: 15.12.2003 (73) BnacHuk(n):

®APMALIA EHO ANXKOH KOMIMAHI, US
(30) OaHi ctocoBHO npiopuTeTy BignoBigHo 4o Napu3bkol

koHBeHUii : 08.03.1996 US 60/013,098

(46) NMy6nikauis BinoMocTen Npo BUOaqy naTteHTy
(mneknapauinHoro nateHTy): 15.12.2003

(86) Homep Ta gaTa nogaHHA MidKHapOAHOI 3asBKU
BignoslgHo go gorosopy PCT:
PCT/US97/02568, 19970303

(54) NOXIQHI NAPOKCAMOBOI KUCNOTWU, KOPUCHI ANs NIKYBAHHST 3AXBOPIOBAHbD, LWO MOB'SA3AHI 3
JEFEHEPALIEIO 3'€QHYBAJIbHOI TKAHUHW, TA ®APMALLEBTUYHA KOMMO3MULIA HA iX OCHOBI

(57) Pedbepar: abo ix chapMaleBTUYHO MPUAHATHWUX COnen, ae
Lleli BMHaxig BigHOCUTBCA [0 HOBUX MNOXIOHWUX CMOMYKW 3rOHO 3 UMM BMHaxXomoM iHribyloTb  pisHi
rigpoKcCamMoBOi KMCIOTU, NpeacTaBneHnx dpopmynoto |: hbepMeHTM CciMeicTBa MaTpuui MeTaronpoTeiHas,
() BKIOYaloUN KonareHasy, CTPOMENi3NH i kenaTuHasy,

H R,g R2 i IOT)Ke, KOPWUCHI Ansa  nikyBaHHs 3axsop}o§aHb,

N 1 3B'A3@HUX 3 MaTpuusaMM MeTarnoeHOonpoTeiHasw,
HO/ \C Y TakMX K OCTeoapTpWuT, PeBMaToOifHUA apTpuT,
I \ CEeNTUYHWUIA apTpUT, NOPYLUEHHSI OCTeoreHesy, Taki K

0 0 /X OCTeonopos, MeTactasnm nyxnuHu (iHBasia i picT),
N NepioaoHTWT, TiHrBIT, BUpaska poroBuli, BUpaska

/K WKipW, BUpaska LWAYHKY Ta iHWi 3axBOplOBaHHA,

R4 Ra 3B'A3aHi 3 AereHepauieto CrnonyyHO! TKaHUHW.
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Onuc BuHaxony

Ob6nacTtb n3obpeteHus

[aHHoe n3obpeTeHMe OTHOCUTCA K HOBbIM MPOU3BOAHbLIM TMOPOKCAMOBOW KUCMOTHI UMM UX dhapmaleBTU4ecKu
npuemnembiM COfsiM, K WX MNOMYYEHUO U K copgepxawum ux dapMaueBTMYeckumM Komnosuumsm. B yactHocTw,
HacTosilee Un300peTeHne OTHOCUTCA K MPOM3BOAHLIM  MOPOKCAMOBOW  KWCMOTbI, 3aMelleHHbIM psiaoM
2-NUppONMANHOHOB, MTMAAHTUOHOB Y NUPa3ONUANHOHOB, KOTOpbIE MONe3Hbl ANa feveHus 3aboneBaHuin, CBA3aHHbIX C
AereHepauuvein coeqUHUTENbHON TKaHW.

Mpennocbinku n3obpeteHns

MoTepsi LENOCTHOCTM COEAMHUTENBHON TKaHW UMEET MECTO MPU MHOFOYMCIEHHBIX NaToNOrMYecknx npoleccax,
BKItOMAsa OCTE0apTpUT, PeBMaTONAHbIA apTpuT, CENTUHECKUIA apTpUT, HapyLLEHWa OCTeoreHeaa, Takne Kak OCTeonopos,
MeTacTasbl ONyXonu(MHBa3NWa U PoCT), MEPUOOOHTUT, TMHIMBUT, S3Ba POTOBULIbl, I3Ba KOXW, A3Ba Xenyaka, 1 apyrue
3aboneBaHus, OTHOCHALLMECA K AereHepauuu COeqUHWUTENbHOW TkaHu. HecMoTpsi Ha TO, YTO pacnpocTpaHeHHOCTb
AaHHbIX 3aborneBaHWin B pas3BUTbIX CTpaHax BbICOKa, He CyLLeCTBYyeT MeTOAa feYeHus, KoTopbli npegoTepaiian Obl
UMelolLlee MECTO MNOBPEXAEHUE TKaHW. 3HauMTEenNbHOE KOMMYECTBO Hay4HbIX OaHHbIX CBUMAETENbCTBYET O TOM, YTO
NoBpeXAeHNs WMelT MeCTO MU3-38 HEKOHTPONUPYeMOW aKTMBHOCTM  MeTarmnonpoTenHasbl CoeauHUTENbBHOW
maTtpuubl(MMP), w©, cnepoBaTenbHO, WHMOUPOBAHWE [OaHHbIX EPMEHTOB CTano Uenbl TepaneBTUYeCcKoro
BosgencTema [cmoTpu Matrisian, L. M., Bases, 2 Vol. 14, pp. 445 - 453,(1992); Emonard, H. Et al.,, Cellular
and Molecular Biology, Vol. 36, pp. 131 - 1563,(1990); Docherty, A. J. P. et al, Annals of Rheumatic, Vol.
49, pp. 469 - 479,(1990)].

CoenuHeHUs1 No HacTosleMy M300peTeHnto MHIMBMPYIOT pasnuyHble ddepMeHTbl CeMENCTBa MeTarnonpoTenHas
MaTpuLbl, BKIOYas KonnareHasy, cTpoMenuauH(stromelysin) v xenatuHasy, 1, cneqoBaTernbHO, NoNe3Hbl AN feveHuns
3aboneBaHUi, CBA3AHHBLIX C METanso-3HOoNPOTENHA3aMN MaTpULbl, TGKUX KaK OCTEOapTpuUT, peBMaToUAHbIA apTpuT,
CEeNnTUYECKU apTpUT, HapylleHUsi OcTeoreHesa, TakMe Kak OCTeonopos, MeTacTasbl OnyXonu(MHBasWs U pocT),
NepVOdOHTUT, TMHIMBWT, S3Ba POTOBULIbI, A3Ba KOXW, A3Ba >Xenyaka, U Apyrve 3aboneBaHusi, OTHOCALIMECH K
AereHepauvm COeqUHUTENIbHON TkaHu. [aHHble coeguHeHWsa Takke CnocobHbl MHMMOMpPOBaTb CeKpeuurto LMTOKUHOB,
BKrtodaa daktop Hekposa onyxonu(TNF ), W, cregoBaTenbHo, MOryT ObiTb Takke MonesHbl AN fiedeHus
BOCNanNUTENbHbIX COCTOSIHWIA, NIMXOPaAKN, OCTPbIX MHAEKLMOHHBIX 3aboneBaHnii 1 LoKa.

MHbopmMaLoHHoe onucaHne

B MexayHapogHon ny6nukaymm NeWO95/09841 onncaHbl HOBble NPOW3BOAHLIE MOPOKCAMOBOW KUCMOTHI,
npov3BogHble aMMA0B aMUHOKUCIIOT, Norne3Hble B KadecTBe UHrMbuTopos cekpeunn TNF 1 meTannonpoteas mMaTpuLpbl,
Hanpumep, Ang neyvyeHns BocnanuTernbHbIX COCTOSHUIA, TMXOPaaKu Unv apTpuTa.

B MexayHapogHoin nyonukauyun NeWO95/04033-A1 onucaHbl HOBble NMPOU3BOAHbLIE CYKUMHUMMMAOA, NOMe3Hble B
KayecTBe UHMMOMTOPOB XernaTuHasbl 1 KomnrnareHasbl.

B MexayHapogHon nybnvkaunn NeWO93/21942 onncaHbl MHMMOUTOPBI METanNNonpoTeas MaTpuLbl, NonesHble ans
YCKOPEHUS perpeccuu Onyxonu MocpeacTBOM MHIMOUpPOBaHWA nponudpepaun pakoBbIX KIETOK WM aHrvoreHesa,
aTepocKreposa, kapLunHOMbl IUYHKKE, MEeNaHOMbl U CapKoMbl.

B nybnukauyun EBponelickoro naTteHTa 0574758A onucaHbl HOBblE NPOU3BOAHbIE TMAPOKCAMOBOW KUCMOTHI,
nonesHble B Ka4ecTBE MHIMOUTOPOB KoNnareHasbl ANs fevYeHns apTpuTa, onyxornen, atepockneposa 1 T. 4.

B 3asiBke Ha naTteHT BenukobputaHun GB2282598A onucaHbl MMOpoKCUCYKLUHWTIMOPOKCUAMUHBI, NONe3Hble ans
NpoUNaKkTUKM Unu nedveHns 3aboneBaHUn UNM COCTOSHWI, ONOCPEAOBaHHbLIX MeTannonpoTenHasamu /nnn akTopom
HeKpo3a OnyxXosu.

KpaTkoe onuncaHue nsobpeteHus

[aHHoe n3obpeTeHne OTHOCUTCA K HOBbIM MPOW3BOAHBIM MMAPOKCAMOBOW KUCMOTLI, MpeacTaBneHHbIM dopMyrion I:

Ho=" ¢ Y
i \
R Ay

unu nx dapmaveBTU4eCcK NpuemMnemMblM conam, rae
X npencraenseT cobow

a) «(CHy)-,

b) -NRg- nnn

¢) -C(-0)+

Y npencraBnaeT cobon

a) -(CHy)- nnu

b) -NRs-;

npu ycnosuu, Yto ecnu X aensietcs -NRs-, To Y aiBnsieTcs -(CHo)-; R4 npeacraenseT coboit
a)H,

b) Cy.o0 ankun,

c) -(CH»);-apun,

d) -(CH,)i-O-Rs,
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»

e) -(CHz)i-Het,

f) -(CH2);-CO3 R,

g) -(CH2);-C(=O)NHR5,

h) -(CH2);-NRgRy7,

i) -(CH»);-SO,-, apun,

J) -(CHy)j-umknoasnkun nnm

k) -(CHy)j-apun-apun;

R, npencraensaet cobon

a)H,

b) Cq.00 ankun,

©) (CHy) R,

d) -CH>);-ORs,

e) -(CHCR5=CR3Rs,

f) -NHRs,

g) (CH2)NRgRy7,

h) -NHSO,Rs,

i) (CH,); -C(=O0)NRgRy7,

J) (CH,)-NRsC(=O)Rs,
k)(CHz)J-NR5SOQR5 mnnn

1) (CH,)-N(CORs)y;

R3 npencraenset cobon

a)H,

b) C4.¢ ankun,

¢) -(CHy);-apun,

d) -(CHy);-Het,

€) -(CH);-C3.6 UMKnOAnKMI nnm
f) -C(=O)NHRs;

R,4. npencrasnset cobon

a)H,

b) -C(=O)NHRs,

c) -C(=O)NRgR7,

d) -C(=O)NH(CH,)NRgR7,

e) -C(=O)NH(CHa)-apun,

f) -C(=0)NH(CHy)-O-(CH2)\NRgRy7,
g) -C(=0)NH(CHy)-8-(CH2)NR¢R7,
h) -C(=O)NH(CH5)¢-NHSO,-apun,

i) -C(=0)NH(CH,)-NHSO,-NRgR7 1nu

—NH=  N—R;

R5 npencrasnset cobon
a)H,

b) C4.g ankun,

c) -(CHp);-apun,

d) -(CHy)-apun-apun,

e) -(CHo)-apun-(CHy);-apun,
f) -(CHy)-Het unu

9) -(CHy);-umnknoankun;

Re n R7 MOIyT ABNATECA OAMHAKOBLIMU U Pa3fTUYHBIMA

a)H,

b) C4.¢ ankun,
¢) -(CHp);-apun,
d) Q vnun

e) Rg u R;, B3aTble BMecTe co cBsidywlmmM atoMoM N, obpasyloT aseTuavHWM, NUPPONUAUHUI, NUNEPasnHUI,
MUNEPUOVHUN WU MOPCPONMHWM, Heobs3aTenbHO 3aMeLLEeHHble OOHUM WM Heckonbkumu C 44 ankunamu; Rg
npeacraenseT cobon

a) -S-Rs,

b) -SO-Rs,

C) -802-R5,

d) -S-(CHy)-Het,
e) -NHCO,Rs,
f) nunepngnHun,
g)
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AN =
—N
¥\
o
1 ® (Rg),
- I
&3
i} &N/nﬂ
—N N ,
O%N\n,
o
P W, A
—N ", ,
s 0 “5

s}

n) _N?@/ (Rg), ;
) S0,

R9 npencrasnset cobon
a) rarioreH,

b) C4.¢ ankun,

e) -ORs,

d) -NRgRs,

e) -CONHRg,

f) -SO,NHRs,

g) -NHSO3Rs,

h) -NO»,

i) -COoRg vnn

) -CF3;

R1o npencraBnsaeT cobol
a)H,

b) OH,

c) ORs,

d) NHRg nnun

e) -(CH2);-ORs;

apun aBnseTca PeHnomM, HeobsA3aTeNbHO 3aMelLeHHbIM OOHUM UM HECKONbKMMU CNeayownuMmn pagukanamu:

a) rarioreH,

b) Cy.40 ankun,
c) -ORs,

d) -NRgRs,

e) -CONHRg,
f) -SO,NHRs,
g) -NHSO2Rs,
h) -NO,,

I) -COzR5, or
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i) -CF3;

Het npeacraensiet cobon

5- WM 6-4neHHbIN reTepoapoMaTUYecKUil pagvkarn, codepXallMid OOUH WM HECKOSNbKO aTOMOB, BbIOpPa@HHbLIX U3
rpynnel, coctosiwen na N, O unn S;

Q npegcrasnaet cobon

HacbILEHHBIA 5- MK 6-YNeHHbI reTepoLMKNUYeckUii pagmkarn, cogepxawmnin 1 - 2 atoma, BbIGpaHHbIX U3 rpynnkbl,
cocTosiwent 3N, O unn S;

i paBHo 1, 2, 3, 4, 5 unu 6;

jpaBHo 0, 1, 2, 3 unu 4;

K paBHoO 2, 3 unu 4;

n pasHo 0, 1, 2, 3 unn 4;

kaxapln Cqg ankun, Cqqo ankun unu Cqog ankun B N0OOM K3 yKa3aHHbIX Bbllle 3Ha4YeHUN MOoXeT ObiTb
He3aBMCKUMO 3aMelleH B KONMYecTBe OT O4HOro A0 TpeX ranioreHoM, rmapoKcu UM LUMaHo; U Npy yCroBuMK, YTo korga Ry
npeactasnsgeT coboil meTundyTun, R, oTnmdeH ot H.

M3o6peTeHne OTHOCUTCA K HOBbIM MPOU3BOAHBLIM MMAPOKCAMOBOM KUCMOTbI, MOME3HbIM B Ka4ecTBe CpeacTs Ans
NpoUNaKkTMKK 1 neveHns 3aboneBaHnin, OTHOCALLMXCA K AereHepaummn CoeqUHUTENBHOW TKaHU.

MoppobHoe onncaHne nsobpeTeHus

B Hactoswem um306peTeHMM copepxaHue yrrmepoda B pasnMYHbIX | YreBopopoAcodepkalux - pagukanax
0603Ha4YeHO MHOEKCOM, YKasblBaloWUM MUHUMAarNbHOE U MakcUMarbHOe KOnM4ecTBO aTOMOB Yrrepoga B papukane, T.
e. nHgekcel Cij onpeaensioT KonmM4ecTBo NpUCyTCTBYIOLMX aTOMOB yriiepofa oT Lernoro yucra “i* go yenoro vucna "J"
BKItoUMTEnNbHO. Tak, "Cq_4"ankun oTHocuTCA K ankuny, cogepxawemy 1 - 4 atoma yrnepoga BKOYUTENbHO, WM
MeTUn, 3TWUM, nponur, 6yTun n nx n3omepHble popmbl.

TepMuHbl "Cqg ankun”, "Cq.qg ankun” unun "Cqog ankun" OTHOCATCA K MeTuny, 3Tuny, H-nponuny, H-6ytuny,
H-MEeHTUNY, H-TEeKCUNY W T. 4. U UX N3OMEPHbIM hopMaM U, NPEAnoYTUTENBHO, K ankunbHOW rpynne, coaepxatlien ot 1
po 6 aTomoB yrnepopaa.

Cqs ankurHasa rpynna MoxeT ObiTe Heobsf3aTenbHO 3amelleHa OOHUM WM HECKONbKUMU 3aMeCcTUTENSAMM,
BbIOpaHHbEIMU U3 Fpynnbl, BKIOYalOWeNn aTtom ranoreHa, rugpokeurpynny wunm -CN-cogepxallyto rpynny, Takylo Kak,
Hanpumep, dpTopMeTUn, ANdTOPMETUN, PTOPITUM, LMAHOMETUN U TOMY NogobHbIe.

TepMuH "Cz UMKNOANKUN" OTHOCUTCA K LMKIOMNPONUMY, UMKIOBYTWUY, LMKIONEHTUIY, LUMKMIOreKkcuny u ux
N30MepHbIM opMaM U, NPeAnoYTUTENBHO, K LIMKIOAanKuibHOW rpynne, cogepxallel oT 4 oo 6 atoMoB yrnepoaa.

TepmMuH "ranoren” oTHocUTCA K pTopy, XIopy, 6pomy unun riogy, NPennoYTUTENBHO, K PTOpY U Xropy.

TepMmuH "Q" OTHOCMTCA K HacbIWEHHOMY 5- UNn 6-YrneHHOMY reTepouUnKMYeckomy pagukany, cogepxailiemy 1 - 2
aTtoma, BbIGpaHHbIX U3 rpynmnbl, COCTOALLENR N3 a30Ta, KUCNopoaa 1 cepbl, obpasytowemy Takue rpynnbl, Kak, Hanpumep,
AVOKCONaH, WMUAA30fMAWH, AWTWOMAH, OKCaTWOMaH, OKCasoNWAWH, NUNEepUAUHUI, NUNepasvHum, MOPQONNHO U
TUOMOPOSNHO.

TepmuH "Het" oTHocuTCa K 5-, 6-uneHHOMY reTepoapomMaTtMyeckomy pagukany, cogepalliemy oguH U HeCKOSbKO
aToMOB, BbIOpPaHHbIX M3 TPynnbl, COCTOALWENA W3 a3oTa, KUCNopoda M cepbl, obpasyloleMy Takue rpynnbl, Kak,
Hanpumep, 2-TueHwun, 3-TueHwun, 2-nupugun, 3-nupugun, 4-nupugun, 2-MUPUMUAWHWA,  4-NTUPUMUOWMHWA,
5-nupumuguHun, 3-nupvaasvHvn, 4-nupuaasnHun, 3-nupasunHun, 2-cpypadun, 3-pypadHun, 1-nupponun, 2-nupponwun,
3-nupponun, 1-nupasonun. NpeanoYTUTENbHBIM reTepoapoMaTUHecKM KONbLOM ABMAETCH 2-TUeHWIT U NPUGNT.

B TepmuHax "Het" n "Q" aTom asoTa, obpasylolumMin reTepokosbLa, MOXET UMeTb 3alUTHYI0 Tpynny, Takylo Kak
aueTunbHas Unu rmapokcualeTunbHas rpynna.

CoenuHeHusi no HacTosiemy u3o0peTeHuto MoryT ObiTb NpeBpalleHbl B WX CONMUM B COOTBETCTBUM C
TPagULUMOHHBIMWU METOAUKaMU.

TepMUH "dapmaLeBTU4eCckn npuemremMble cofin" OTHOCUTCA K COMAM, MPUMEHUMbIM A5 BBEOSHUS COeaUHEHWI No
AaHHOMY M300peTeHunio, ¥ OHU BKNIOYAT rmMapoxropua, rugpobpomua, rugpouopus, cynbdat, docdar, auetar,
nponuoHaT, nakTaTt, Me3unaTt, ManeaT, manaTt, CyKuuHaT, TapTpaT, uutpaT, 2-rmapokcuaTuncyrbdgoHaTt, dymapart 1
ToMy nogobHoe. [laHHble conu MOryT HaxoguTbCs B rMapaTHon copMe. HekoTopble coeguHeHWs No gaHHOMY
n3o6peTeHnto cnocobHbl 0bpa3oBbIBaTL CONM C MeTanamMu, Takme Kak Conu HaTpus, Kanvs, KanbLus, Mardusi, 1 OHW
BKIOYEHbI B TEPMUH "dpapmMaLleBTUYeckn npuemnemele conu'.

HekoTopble nNpousBoAHble TMAPOKCAMOBOW  KWCMOTbI MO  HacToswemy u3obpeTeHWto ABNAOTCA
NPeanoYTUTENBHBLIMU.

MpennoyTuTenbHLIA 3aMecTuTenb Ry npeacraenaeT cobort MeTUnnponun.

MpennoyTuTEnbHLIN 3amecTuTenbs Ro npencraenseT cobon H, MeTun,
2-(1,3-aurngpo-1,3-guokco-2H-n3onHgon-2-un)atun, 2-(1,3-gurngpo-1,3-anokco-2H-HapTon30MHA0N-2-U)3TUs,
2-(4,5,6,7-teTpadpTop-1,3-gurngpo-1,3-anokco-2H-n3onHaon-2-1nn)atun,
2-(5,6-gnxnop-1,3-gurnapo-1,3-anokco-2H-n3omHgon-2-1un)atmn,
2-(5-amunHo-1,3-gurngpo-1,3-anokco-2H-n3onHgon-2-nn)atun,
2-(4-HuTpo-1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-mn)atun,
2-(5-HuTpo-1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-un)aTun,
2-(4-dpTop-1,3-anrngpo-1,3-aMokco-2H-n3omHgon-2-mn)atun,
2-(4,7-gncptop-1,3-aurngpo-1,3-gnokco-2H-n3onHgon-2-un)atun,
2-(5-dptop-1,3-aurngpo-1,3-guokco-2H-n3omHgon-2-nn)stun, 2-(1,3-gurnagpo-1,3-anokco-2H-n3onHgon-2-unynponusn,
2-(1,3-aurngpo-1,3-guokco-2H-n3omHgon-2-unmeTus, 2-(2-TMeHUNTUO)NPoNuI Unn 2-(2-TUEeHUNTUO)METUI.

[MpegnoyTnTenbHbIA 3amecTuTens Rz npeacraenseTt cobor H, 2-meTunnponun, LMKNorekcunmeTus, 6eH3un nnm

7-
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deHunn.

MpennoyTuTenbHbIA 3aMecTuTenb Ry npeacrasnaet cobon H nnu auetamug,.

MpennoytuTenbHble abcomntoTHble KOHMUIypauun COeOUHEHWW, 3asiBfieHHbIX B HacToslweM u3obpeTeHun,
npencTaeneHbl cTpyktypamu Il - VII. AGcontoTHble KOHUrypaumum onpeneneHbl B COOTBETCTBUU C HOMEHKMaTYypPHOR
cuctemonn Cahn-Ingold-Prelog. CoeanHeHns, onncaHHble B [Npumepax, NpeacTtaBnsaoT cobow pauemMmyeckue cMmecu,
€Cfn He yKasaHo MHade ¢ nomouwpsto R 1 S ana obosHavyeHMs X ONTUYECKOW aKTUBHOCTW. YnCTble SHaHTUOMEpDI
obnapatoT Boree BbICOKON MHIMOMPYIOLLEN aKTMBHOCTbIO. Palemuyeckue cmecy NpUMEHSIOT TeM e obpa3oM U B Tex
Xe caMbIX Lernsx, YTO U YUCTbI 3HaHTMOMEp; pasnuyMe COCTOMT B TOM, YTO ANA AOCTMXEHMS TOro e camoro
nHrMbumpytowero addpekta MoxeT OblTb NpMMeHeHO Gornbllee KONMMYEeCTBO paueMuyeckoro npogykra. OnTudecku
YUCTLIV MPOAYKT MOXEeT ObiTb NOMyyYeH C MOMOLLbI0 MeToAuK xupansHoro XXKXBP ana nonyyeHns cooTBETCTBYIOLLMX
3HAHTMOMEpPOB, kak nokasaHo B lMpumepax 2, 5 n 28. OnTUYeckU YUCTble NPOAYKTbl MOryT ObiTb HeobasaTernbHO
nosnyYeHbl XMMUYECKUM NyTeM ANg NOoNyYeHUs COOTBETCTBYIOLErO 3HaHTUOMEpA, Kak nokasaHo B [pumepax 29 - 34.

B 3aBuCUMOCTU OT 3amecTuTerner coeavHeHUs No AaHHOMY M300peTeHUo MOryT HaxoAUTbCH B FEOMeTPUYEcKMX,
ONTUYECKMX W JOpYrMx MW3oMepHbIX d¢opmax, W [aHHoe w3obpeTeHWe BKMOYaeT BCe [aHHble M30Mepbl WM
3HaHTUOMEPbI.

OcobeHHO NpeAnoYTUTENbHBIMY COEAMHEHUSIMU MO JaHHOMY M30BpeTeHnto ABNATCA cregyoLue:

1a) N-I'vapokcun-3-(2-meTunnponun)-2-okco-1-(2-beHnnatun)-3-nupponvanHauletramug,

1b)(3S)-N-I"'mgpoken-3-(2-meTrunnponun)-2-okco-1-(2-peHnnatnn)-3-nupponuanHagetammng,

1¢) N-'mgpokeun-o-meTun-3-(2-metTunnponus)-2-okco-1-(2-peHnnatun)-3-nupponuanHaleramug,

1d)
a-[2-(1,3-Avnrnagpo-1,3-gnokco-2H-n3omHgon-2-nn)atun]-N-rugpokcun-3-(2-metunnponun)-2-okco-1-(2-cheHnnastun)-3-nu
pponuguHaueTamua,

1e)(3S)-a-[2-(1,3-Ounrngpo-1,3-anokco-2H-n3onHgon-2-un)
atun]-N-rugpokemn-3-(2-meTnnnponun)-2-okco-1-(2-cbeHnnatnn)-3-nupponnanHaletammug,

1f) a-[2-(1,3-Omnrngpo-1,3-anokco-2H-HadpTonzonHgon-2-un)
37un]-N-rnapokeun-3-(2-MmeTunnponunn)-2-okco-1-(2-cpeHnnaTnn)-3-nmpponmanHaletramug,

19)

N-I"ngpokcun-3-(2-meTnnnponun)-2-okco-1-(2-cbeHnnatun)- o-[2-(4,5,6,7-teTpadTop-1,3-gurnapo-1,3-anokco-2H-n3onHg
on-2-nn)atunl-3-nMpponuanHaleramug,

1h) o
-[2-(5,6-Ounxnop-1,3-anrngpo-1,3-anokco-2H-naonHgon-2-un)atun]-N-rugpokcun-3-(2-metunnponun)-2-okco-1-(2-cheHnn
aTuN)-3-nupponuanHaleTammng,

1i)
a-[2-(5-AmMunHo-i,3-aurngpo-1,3-anokco-2H-nsonngon-2-nn)atun]-N-rugpokcn-3-(2-metunnponus)-2-okco-1-(2-peHnnat
un)-3-nupponuanHaule Tamug,

1))

N-I'mapoken-3-(2-meTmnnponun)- o-[2-(4-HnTpo-1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-mn)atun]-2-okco-1-(2-dpeHnn-s
TMN)-3-NnupponuanHaleTammng,

1K)

N-I'mgpoken-3-(2-metunnponun)- o-[2-(5-HuTpo-1,3-aurngpo-1,3-guokco-2H-nsonHgon-2-un)atunl-2-okco-1-(2-peHnn-s
TMn)-3-nupponuanHadeTammng,

1) o
-[2-(4-®TOP-1,3-gurngpo-1,3-anokco-2H-n3onHaon-2-unn)atun]-N-rugpokcn-3-(2-metTunnponun)-2-okco-1-(2-peHnnaTun
)-3-nupponvanHaueTamug,

Im) A-[2-(4,
7-OndpTop-1,3-aurngpo-1,3-anokco-2H-nsonHgon-2-un)atunl-N-rugpoken-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-
3-nupponuauHayeTaMmua,

In)
A-[2-(5-®TOp-1,3-aurngpo-1,3-anokco-2H-nsonHgon-2-nn)atun]-N-rugpokcm-3-(2-meTmunnponun)-2-okco-1-(2-beHnnatu
n)-3-nupponuanHagetamung,

10) o
-[2-(1,3-Onrnapo-1,3-anokco-2H-nsonHgon-2-un)nponun]-N-rugpokeun-3-(2-meTunnponun)-2-okco-1-(2-cpeHnnatnn)-3-n
npponuguHayeTamua,

1p) o
-[2-(1,3-OAnrngpo-1,3-gnokco-2H-n3onHgon-2-nn)meTtun]-N-rugpokcn-3-(2-metunnponun)-2-okco-1-(2-peHnnaTun)-3-nm
pponuauHaleTamua,

19) N-I'mgpokcu-3-(2-meTunnponun)-2-okco-1-(2-peHnn-stTun)-o-[2-(2-TMeHnnTno)3TuN]-3-nupponuanHayeTamug,

1) N-I'mgpokeun-3-(2-meTunnponun)-2-okco-1-(2-peHnn-atun)-o-[2-(2-TneHnntrno)nponun]-3-nupponuanHauetamug,

Is) N-I'mgpokcu-3-(2-meTunnponun)-2-okco-1-(2-peHunn-aTun)-o-[2-(2-TneHnntTno)mMeTun]-3-nupponvanHauetramug,

1t) N3-Fuapoken-N '-meTun-3-(2-meTunnponum)-2-okco-1,3-nupponuanHanaLeTamus,

1u) N3-rmapoken-N 1-meTun-3-(2-meTrnnponun)-2-okco- o, ! -(dbeHnnmeTun)-1,3-nnpponuanHonaleTamus,

1v) N-T'mgpokcn-3-(2-metunnponun)-2-okco-1-(peHnnmeTnn)-3-nupponmanHayetamma,

1W) o
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-[2-(1,3-Onrnapo-1,3-anokco-2H-nsomHgon-2-un)atnnl-N-rugpoken-3-(2-metmnnponun)-2-okco-1-(2-cpeHnnmetn)-3-nu

pponvanHaueTamua,
1%)

N-I'mgpokcn-3-(2-metunnponun)-2-okco-1-(perunmetun)- o-[2-(4,5,6,7-TeTpadptop-1,3-aurngpo-1,3-guokco-2H-n3omHg

on-2-nn)atunl-3-nupponuanHageramung,
1y)

1-(3-®Topdhenun)meTnn- o-[2-(1,3-anrmgpo-1,3-gnokco-2H-n3onHgon-2-mn)atnnl-N-rugpokcn-3-(2-MeTunnponun)-2-okc

o-3-nupponuanHaueTamug,

12) o.-[2-(1,3-Onrmapo-1,3-aunokco-2H-nsonHaon-2-un)atun]-N 3-ruapoken-N !

-meTun-3-(2-metunnponun)-2-okco-1,3-nupponvanHanauletramug,
2a)

N3-rI/IJJ,pOKCI/I-H 1-MeT|/|J'|-’3:-(2-MeT|/|J'|npon|/|J'|)-2-0|<co- (x3-[2-(4,5,6,7-T9Tpa(bTOp-1 ,3-aurngpo-1,3-guokco-2H-nsonHpon-2

-un)aTtun]-1,3-nupponuanHanauetamug,
2b)

[S-(R* R*)]-N 3-Tmppokeun-N '-meTnn-3-(2-MeTunnponmn)-2-okco- o, ' -(beHnnmeTn)-1,3-npponuanHamaleTammun,
2¢)

[S,R-(R*,R*)]-.2-[2-(1,3-Aurnapo-1,3-anokco-2H-nsonHgon-2-un)atun]-N 2-rugpoken-N '-metun-3-(2-metunnnponun)-2-o

kco-o. ' -(pernnmeTnn)-1,3-NnpponuanHanaLeTamMus,
2d)

[S-(R* RM]-N 3-Tugpokeun-N '-MeTun-3-(2-meTunnponun)-2-okco- ¢, '-(dpernnmetnn)-1,3-nupponnonHonaleramus,
2e)

[S-(R*,R*)]-N3-Tuapokcn-3-(2-metunnponun)-2-okco-N 1-(2-dpeHatnn)-o '-(dbernnmetun)-1,3-nupponuanHavauetamus,
2f) [S-(R* R*)]-N3-Tuppoken-N T-metun-o. !, 3-61c-(2-MeTunnponun)-2-okco-1,3-nupponuoMHaoaleTamma,

29)

[S-(R*,R*)]-o."-(Uukrorekcunmetun)-N 3-rugpoken-N '-metnn-3-(2-meTunnponun)-2-okco-1,3-npponuanHananetamus,
2h) [S-(R* R*)]-N3-Tuapokeu-N '-meTnn-3-(3-MeTun6yTnn)-2-okco- ¢, -(dpeHnnmetn)-1,3-nupponuanHavaletTamMus,
2i) N-I'mgpoken-3-(2-meTmunnponun)-2,5-anokco-1-(2-beHnnaTnn)-3-nupponuguHauetTamug,
2j) N-Tmgpokcn-3-metun-4-(2-metunnponun)-2,5-anokco-1-(2-peHnnatun)-4-nmuaasonugnHagerammng,
2k) N-Imgpoken-4-(2-metunnponun)-2,5-anokco-1-(2-beHnnatnn)-4-umraasonuagnHaleramug,

2l) N-I'mgpokcun-4-(2-metunnponun)-5-okco-1-(2-heHnnaTn)-4-nupasonmanHayetTaMmmamoHorngpoxnopua,
2m)

[S-(R*,R*)]-N 3-Mmppokem-3-(2-metunnponun)-2-okco-N -cbeHunn-g, ' -(peHnnmetnn)-1,3-nmpponnavHanaleTammg,
2n)

[S-(R* R*)]-N3-rmuapokcn-3-(2-meTunnponun)-2-okco- o ' -(dpernnmetnn)-N ' -(2-nnpuauHunmeTnn)-1,3-nMpponuanHanat,

eTaMMﬁ,
20)

[S-(R* R*)]-N 3-rupapokcu-3-(2-MeTunnponiu)-2-okco- o, -(dpeHnnmetnn)-N -(4-nupuamHun)-1,3-nMpponuanHanaLeTamm

a,
2p)

[S-(R*,R*)]-N '-(dTopdeHnn)-N3-ruapoken-3-(2-meTunnponun)-2-okco- ¢, '-(dbernnmetnn)-1,3-nupponnanHanaletamma,
2q)

[S-(R* R*)]-N 3-Iugpokcu-3-(2-MeTunnponius)-2-okco- o, ' -(dbeHunmetnn)-N '-[1-(dbeHnnmeTun)-4-nunepuanHun]-1,3-nupp

onvavHanaueTamug,
2r)

[S-(R*,R*)]-N 3-Imppokcm-3-(2-MeTunnponun)-2-okco- o -(dbernnmetun)-N ' -(4-nunepuannnn)-1,3-nmpponuanHanaleTa

Mua,
2s)

[S-(R*,R*)]-N 3-Imppokcm-3-(2-MeTunnponun)-2-okco- o ' -(dbeHunmetn)-N '-(4-nupuamHnnmetvn)-1,3-nmpponnavHanat

etamug,
2t)

[S-(R*R*)]-N '-4-dbTopdbennnmeTtnn)-N 3-rugpokcu-3-(2-MeTMnnponun)-2-oKkco- ¢ ' -(beHunmetun)-1,3-nnpponvanHaoua

eTamug,
2u)

[S-(R*,R*)]-N 3-Tmuppokcu-N '-MeTnn-3-(2-MeTunnponnm)-2-okco- o, ' -(2-heHnnaTun)-1,3-nnpponuamHovaleTammg,
2v)

[S-(R*,R*)]-N 3-Mmppokcm-3-(2-MeTunnponun)-2-okco- o 1-(2-cpennnatun)-N ' -(beHnnmetnn)-1,3-nmpponuamHanaleTamm

A,
2w) [S-(R* R*)]-N3-Tnapokcu-¢.!,3-6nc-(2-metunnponun)-2-okco-N '-2-nupnannnn-1,3-nupponuanHonaletamus,

-0-
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2x) [S-(R*,R*)]-."-Lnkrorekeun-N 3-ruppoken-N '-metnn-3-(2-metunnponun)-2-okco-1,3-nupponavHanaleTamng,

2y)

[S-(R* R*)]-o." -Luknorekcun-N 2-rugpoken-3-(2-meTunnponun)-2-okco-N '-2-nupuanHnn-1,3-nnpponuavHonaletamng,

22)

[S-(R*,R")]-3-(Lnknonextunmetun)-N 3-ruapoken-N -mMeTun-2-okco- ¢, '-(dbennnmetn)-1,3-nupponuanHavanetramun,
3a)

[S-(R*,R")]-3-(LuknonentunmeTtun)-N 3-rugpoken-N ' -meTun-2-okco- o, ' -(dpeHnnmeTun)-1,3-nupponuovHamaleTamug,
3b)

[3S-[1(R*),3RNR*)]]-0.%-[2-(BenzonnammHo)atus]-N3-ruapokcn-N ' -meTnn-3-(2-MeTunnponmn)-2-okco- o, ' -(hernnmeTn)

-1,3-nnpponvanHgnavetTammng,

3¢)

[S-(R* R*)]-N 3-Tupgpokcu-3-(2-metunnponun)-N 1-[2-(4-MopdonnHnm)sTun]-2-okco- o, ' -(cpeHnnmeTnn)-1,3-nnpponuanHa,
nauetamug,

3d)
[S-(R*,R™)]-N-T'mgpokcn-3-(2-metunnponun)-1-[2-(4-mopdonmHmn)-2-okco-1-(peHnnmeTnn)atnn]-2-okco-3-nMpporvanH
auetammg,

3e)

[1(18)-[1[R*(R")],3a1,5a]]-1-[2-(3 5-AumeTnn-1-nunepasnHnn)-2-okco-1-(heHnnmetun)atus]-N-rugpokcn-3-(2-metunnpo
nun)-2-oKkco-3-nupponmanHayetTamma,

3f)

[S-(R*, R*)]-N 3-Tupgpokcm-3-(2-meTunnponiu)-2-okco- o, ' -(dpeHnnmetun)-N '-2-nupuannun-1,3-nupponuanHonayetamus,

39)

[3S-[1(R*),3R*(R)]]-o.2-[2-(1,3-Anruapo-1,3-auokco-2H-nsonrHaon-2-un)stun]-N 3-rugpokcu-N '-metnn-3-(2-metunnponu
)-2-0Kco-¢, " -(cheHnnmeTnn)-1,3-npponuanHaaleTamua,

3h)

[S-(R* R*)]-o."-Linknorekeun-N T-yuknonponunmetun-N 3-ruapoken-3-(2-meTunnponun)-2-okco-1,3-nnpponnanHanaleTa
MuA,

3i)

[S-(R*,R*)]-o."-Lukrorekcun-N ' -(4-dbTopdpernn)-N 3-ruapoken-3-(2-meTunnponun)-2-okco-1,3-nnpponnanHanauetTamus

3)) [S-(R* RM)]-o.-Tpet6yTun-N 2-ruapokcu-N ! -MeTnr-3-(2-MeTunnponun)-2-okco-1,3-n1pponuanHavaleTamun,

3k)

N-I"ngpokcun-3-(2-metTnnnponun)-2-okco-1-(2-cbeHnnaTun)- o-[2-(5-nponunokcu-1,3-aurngpo-1,3-guokco-2H-n3omnHgon-2
-1un)aTun]-3-nupponuanHauletTamug,

3l)

[R-(R*,S™)]-5-PTop-1,3-anrnapo-N-rugpokcu- o -[3-(2-meTunnponun)-2-okco-1-(2-peHunatun)-3-nupponuanHun]-1,3-guno
kco-2H-n3onngon-2-bytaHamug,

3m) o
-[2-(5,6-OndbTop-1,3-gurnapo-1,3-guokco-2H-nsonngon-2-un)atun]-N-rugpokcn-3-(2-meTmnnponun)-2-okco-1-(2-coeHunn
3aTuN)-3-NnupponuanHaleTammng,

3n)

N-I'ngpokcun-3-(2-meTnnnponun)-2-okco-1-(2-cbeHnnaTun)- o-[2-(5-TpudtopmeTun-1,3-gaurngpo-1,3-gnokco-2H-n3onHgo
n-2-un)aTun]-3-nupponuanHauetTamug,

30) o
-[2-(1,3,4,5,6,7-ekcarngpo-1,3-gnokco-2H-n3onHgon-2-un)atunl-N-rugpokcn-3-(2-meTunnponun)-2-okco-1-(2-coeHnnaT
un)-3-nupponuanHayeTamMmug,

3p) a
-[2-(1,3-Ourngpo-1,3-gnokco-2H-n3onHgon-2-un)atunl-N-rugpokcn-3-(2-metunnponun)-2-okco-1-(3-coeHnnnponun)-3-n
upponuanHaleTamma,

3q)
1-[2-(4-bTOpdhenHnn)aTun]-o-[2-(1,3-anrngpo-1,3-gnokco-2H-n3onHgon-2-nn)atunl-N-rugpokcun-3-(2-MeTunnponmn)-2-ok
co-3-nupponuavHaleTaMmug,

3r) a-[2-(0-BeH30lHbIN
cynepummna)atun]-N-rugpokcun-3-(2-meTmnnnponun)-2-okco-1-(2-beHnnatun)-3-nupponvanHaletamug,

3s)
ATungpeHnnmeTun-[4-(rmgpokcnammnHo)-3-[3-(2-metTunnponun)-2-okco-1-(2-peHnnatun)-3-nupponuanHun]-4-okcobyTun
]-vmnpoamkapboHar,

3t)

[S-(R*,R™)]-1,3-Ourngpo-N-rugpokcu- o-[3-(2-meTunnponun)-2-okco-1-(2-cpeHnnatun)-3-nupponuanHun]-1,3-guokco-2H-
nsonHgon-2-bytaHamng,

-10-
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3u)
1,3-Ourngpo-N-rugpokem- o-[3-(2-meTunnponun)-2-okco-1-[2-(4-bTopdpeHnn)atun]-3-nupponugmHun]-1,3-guokco-2H-13
ouHgon-2-6ytaHamug,

3V) o
-[2-[(3,4-AndTopOeHzounn)ammHo]aTnn-N-rugpokcun-3-(2-metTunnponus)-2-okco-1-(2-cbeHnnatn)-3-nupponuanHaleram
1A,

3w) [R-(R*,

SH]-a-[2-[(3-pTop6eHz0UN)amMUHO]aTKA]-N-rng poken-3-(2-MeTunnponunn)-2-okco-1-(2-beHnnaTnn)-3-nmpponmanHaleTta
MuA,

3X) o
-[2-[(4-pTOpBeH30MN)amMmnHO]3TUN]-N-rnapokcn-3-(2-MeTUNNponum)-2-okco-1-(2-peHnnaTnn)-3-nupponuanHayeTammng,

3y)

N-I'mapoken-3-(2-metmnnponun)- o-[2-[(3-HUTpobeH3omn)amMnHO]3TKI]-2-0KCo-1-(2-heHnnaTUM)-3-NMpponmanHaLeTamm
A,

32) o
-[2-[(3-pTOpOEH30MM)amMNHO]3TUN]-N-rnapokcn-3-(2-MeTUNN Ponum)-2-okco-1-(2-hpeHnnaTnn)-3-nupponuanHayeTaMmng,

4a) o-[2-[(3-bTopOeH30MM)ammHo]aTUN]-1-[2(4-hTopdheHnn)
atun]-N-rugpokcmn-3-(2-MeTunnponunn)-2-okco-3-nMpponuanHaleramug,

4b) o,
-[2-[(4-BudpennnkapboHun)ammHo]atun]-N-rugpokcn-3-(2-meTunnponun)-2-okco-1-(2-cbeHnnaTnn)-3-nmpponmgmHaueTta
Muna,

4c)
N-I'mapoken-o-[2-[[(4-MeTundeHnn)cynbgpoHnnlammHolaTnnl-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-nupponua
WHaueTamua,

4d) ¢
-[2-[[(4-dbTOopdeHnn)cynbdoHnn]ammHo]sTun]-N-rngpoken-3-(2-metTunnponun)-2-okco-1-(2-peHnnaTun)-3-nupponuamHa
uetamug,

4e)
N-I'ngpokceun-o-[2-[[(4-meTokcndpeHnn)cynbhoHnnlammHo]aTun]-3-(2-meTnnnponun)-2-okco-1-(2-cheHnnaTun)-3-nupponm
AvHaueTaMmug,

4f)

N-I'ngpokcun-3-(2-metnnnponun)-2-okco-1-(2-heHnnaTun)- o-[2-[(dheHnncynsgoHnn)aMmmHo]sTun]-3-nupponuanHaueTa
MuA,

49)
[R-(R*,SM)]-a-[2-[[(4-PTOpdeHun)cynbdoHun]ammnHo]aTun]-N-rugpokeun-3-(2-metmunnponun)-2-okco-1-(2-peHnnatnn)-3-n
npponuanHaleTamua,

4h)
5,6-Aundptop-1,3-anrmapo-N-rugpokeu- o-[3-(2-mMmeTrun-meTunnponun)-2-okco-1-(2-beHnnatnn)-3-nupponnanHnn]-1-okco-
2H-n3onHgon-2-6ytaHamug,

4i)
1,3-Ourngpo-N-ruapoken- o-[3-(2-meTunnponun)-2-okco-1-(2-heHnnaTun)-3-nupponuanHun]-1-okco-2H-nsonHgon-2-6yt
aHamug,

4)

[R-(R*,S%)]-6-PTOp-1,3-Aanrnapo-N-rugpokeu- o -[3-(2-meTunnponun)-2-okco-1-(2-beHnnatnn)-3-nupponngnHunn]-1-okco-
2H-n3onHgon-2-6ytaHamug,

4k)

[R-(R*,S%)]-5-PT0op-1,3-anrnapo-N-rngpokcu- o -[3-(2-meTunnponun)-2-okco-1-(2-beHnnatnn)-3-nupponunanHnn]-1-okco-
2H-n3onHgon-2-6ytaHamug,

41)

[R-(R* §%)1-5,6-Audptop-1,3-anrnapo-N-rmapokcn- o-[3-(2-MeTnnnponu)-2-okco-1-(2-heHnnatun)-3-nupponmanmHun]-1-o
kco-2H-n3onngon-2-6ytaHamug,

4m)
N-I'mapoken-o-[[[(4-meTokendeHnT)cynehoHuammHolMeTnn]-3-(2-MeTunnponun)-2-okco-1-(2-peHnnaTnn)-3-nmpposnm
AnHaudetamna(aR-gnacrtepeomep),

4n)
N-I'napoken-o-[[[(4-meTokendeHnT)CynbDoHUT]aMUHO]METW]-3-(2-MeTUNNPonunn)-2-okco-1-(2-beHnnaTnn)-3-nmpposnm
AnHaudeTtamng(aS-anacrepeomep),

40) o
-[[(4-PTopdeHnn)cynsdoHun]ammHo]-N-rugpokcmn-3-(2-MeTunnponun)-2-okco-1-(2-peHnnatnn)-3-nupponnanHauetTamm
A(R-gnacTtepeomep),

4p) o
-[[(4-PTOpdheHunn)cynbdpoHnn]ammHol-N-rugpoken-3-(2-metTmunnponus)-2-okco-1-(2-cpernnatun)-3-nupponnanHaleTamm
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O(oS-guactepeomep),

49) o
-[2-[(3,4-AndbTopbenzounn)ammHo]aTun]-N-rugpoken-3(3-rugpokcunponiun)-2-okco-1-(2-beHnnaTnn)-3-nmpponmgmHaueT
amua,

4I') o
-[2-[(3,4-AndbTopSeHzounn)ammHo]aTun]-N-rugpokceu-3-(2-rmgpokenaTum)-2-okco-1-(2-cheHnnaTnn)-3-nupponmanHaleTam
na,

4s)

[R-(R*,SM)]-o-[2-[(3-PTOpOeH30UN)amMUHO]aTHN]-N-rnapoken-3-(3-rugpokcunponiun)-2-okco-1-(2-peHnnaTnn)-3-nmpponm

AvHaueTaMmug,
4t) [S-(R* R*]-N3-Mugpoken-N T-metun-o, '-(1-MeTnnastun)-3-(2-MeTMnnponun)-2-okco-1,3-nupponnauHamaleTamua,
4u)

[S-(R*,R*)]-N '-Luknonponun-N3-rugpoken-o 1 -(1-meTunatun)-3-(2-metunnponun)-2-okco-1,3-nmpponuavHanaleTamng,
4v)

[S-(R*R*)]-N 3-Mmppokcu-¢ ' -(1-MmeTunatun)-3-(2-metunnponun)-2-okco-N ' -cbeHnn-1,3-nupponvamHonaleramng,
4w)

[S-(R* R*)]-N '-(4-®Topdernn)-N 3-ruapoken-o, ' -(1-MeTunaTun)-3-(2-MeTunnponun)-2-okco-1,3-nMpponvanHAnaLeTaMu

a,
4x)

[S-(R*,R*)]-N 3-Tmppokem-¢ ' -(1-MmeTunatnn)-3-(2-metunnponun)-2-okco-N ' -(4-nupnanHun)-1,3-nupponuanHavaletamu

a,
4y)

[S-(R*R*)]-0.'-Tpet6yTun-N -yuknonponun-N 2 -rugpoken-3-(2-MeTunnponmn)-2-okco-1,3-nnpponuavHonaleTamng,

42) [S-(R* R*)]-o. -Tpet6yTun-N 3-ruapokcn-3-(2-metunnponun)-2-okco-N -cbeHunn-1,3-nupponuanHonaneramun,
5a)

[S-(R*R*)]-o.'-Tpet6yTun-N '-(4-cpropdern)-N 3-rugpokcu-3-(2-MmeTunnponun)-2-okco-1,3-NpponuanHamaletTamMmun,
5b)

[S-(R*,R*)]-o. " -TpeT6yTnn-N 3-rugpoken-3-(2-metunnponus)-2-okco-N ' -(4-nupuanHun)-1,3-nupponuanHovauetramus,
5¢) [S-(R*,R*)]-a'-Lnknorekcun-N 3-rugpoken-3-(2-metunnponun)-2-okco-N '-chennn-1,3-nupponnanHananetammg,
5d)

[S-(R* R*)]-o. ' -Lnkrnorekcun-N 2-rugpoken-3-(2-meTunnponun)-2-okco-N '-(4-nupuamunn)-1,3-npponuavHanaletamng,
Se)

[S-(R*,R*)]-3-(LnknonexTunmetun)-N 3-rugpoken-N-metun-g ' -(1-meTunatun)-2-okco-1,3-nupponuanHamaletamu,
5f)

[S-(R*,R")]-3-(mknonextunmetun)-N '-uuknonponun-N3-ruapokcu-g. ' -(1-meTunatun)-2-okco-1,3-nupponnanHovaneta

Muna,

59)

[S-(R*,R™)]-3-(LmknonexTunmetun)-N 3-rugpoken-¢ 1 -(1-metunatun)-2-okco-N ' -chenunn-1,3-nupponuanHanagetammg,
5h)

[S-(R*,R")]-3-(UuknonentunmeTtun)-N ' -(4-cbropdenmnn)-N 3-ruapokeu-¢. 1 -(1-MeTunatun)-2-okco-1,3-nupponuanHanaet

amug,
5i)

[S-(R*,R®)]-3-(Lnknonextunmetun)-N 3-rugpoken-o 1 -(1-metunaTtun)-2-okco-N ' -(4-nupuamHnn)-1,3-nmpponuamHanayeT

amug,

5)) [S-(R*,R*)]-o.1-Tpet6yTun-3-(unknonentunmetun)-N 3-ruapokcu-N '-meTnn-2-okco-1,3-nmpponuavHanaletamng,
5k)

[S-(R* RM)]-o."-TpeT6yTun-3-(unknonentunmetun)-N -yukronponun-N3-ruppoken-2-okco-1,3-nupponuaomHamaleTamug,
51) [S-(R* R*)]-o. -Tpet6yTun-3-(umkronentunmetun)-N 3-rugpokeu-2-okco-N -cbeHunn-1,3-nupponuanHanauetamus,
5m)

[S-(R* RM)]-0."-TpeT6yTnn-3-(unknonerHtunmetun)-N '-(4-dpropdpernn)-N 3-ruapoken-2-okco-1,3-nMpponuanHanaLeTamm

a,
5n)

[S-(R*, RM)]-o."-TpeT6yTun-3-(unknonentunmetin)-N 3-rugpokcun-2-okco-N '-(4-nupuanHn)-1,3-nupponnauHananerammg
50)

[S-(R*,R*)]-a."-Linkrorexcun-3-(umknonentunmeTtun)-N 3-rugpoken-N '-metun-2-okco-1,3-nupponanHanaetamma,

5p)
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[S-(R*,R")]-o."-Linknorexcun-3-(umknonentunmeTtun)-N *-yuknonponun-N 3-ruppokcu-2-okco-1,3-nupponuanHonasetamm

a,
5q)

[S-(R* RM)]-o." -Linknorekcun-3-(uukronentunmetun)-N 3-ruapoken-2-okco-N 1-dpernn-1,3-nupponuanHonauetamus,
5r)

[S-(R* RM)]-0." -Linknorekeun-3-(yukrnonentunmetun)-N ' -(4-dbropdenun)-N 3-rugpokcu-2-okco-1,3-nrpponnavHanaleTa

Muna,
5s)

[S-(R*,R*)]-o."-Linknorexcun-3-(umknonentunmeTun)-N 3-ruapoken-2-okco-N ' -(4-nnpuamnnun)-1,3-nupponnanHavaneTtam

ma,
5t) [S-(R* R*)]-N3-Tuapokeu-N '-meTun-o, ' -(1-MeTunatun)-2-okco-3-(3-cbeHunnponun)-1,3-nupponuanHanaletamma,
5u)

[S-(R*Y R*)]-N'-Linknonponun-N3-rugpokeu-g, *-(1-metunatnn)-2-okco-3-(3-dbernnnponun)-1,3-nupponuanHanauetamus
5v)

[S-(R*, R*)]-N 3-Tugpokeu-a, '-(1-meTunatun)-2-okco-N '-dpeHnn-3-(3-cpernnnponun)-1,3-nupponvaovHavaleTaMng,
5w)

[S-(R*R*)]-N '-(4-PTopdeHnn)-N -rugpokcu-, ' -(1-MeTrnaTun)-2-okco-3-(3-chennnnponinn)-1,3-nmpponvamHanaleTam

a,
5x)

[S-(R* R*)]-N 3-Tupgpokem- -(1-meTunatun)-2-okco-3-(3-cbeHnnnponun)-N ' -(4-nnpuanHnn)-1,3-nupponnauHonaleramm

a,
5y) [S-(R*,R*)]-a.-Tpet6yTun-N 3-ruapokcu-N '-meTun-2-okco-3-(3-cheHnnnponus)-1,3-nMpponnanHanaleTamMmng,

52)

[S-(R*,R*)]-o."-TpeT6yTun-N '-umnknonponun-N3-ruapokcn-2-okco-3-(3-chennnnponun)-1,3-nupponuanHanaleTamug,
6a) [S-(R*,R")]-o.!-Tpet6yTun-N 3-ruppokcu-2-okco-N '-chbeHunn-3-(3-peHnnnponun)-1,3-nupponuanHonaleTamus,
6b)

[S-(R*,R*)]-a."-TpetbyTnn-N '-(4-cbropdernn)-N 3-rugpokcn-2-okco-3-(3-dbeHnnnponun)-1,3-nupponuanHanaletTamu,
6c)

[S-(R* RM)]-0."-TpeT6yTun-N 3-ruapoken-2-okco-3-(3-cheHunnponiu)-N 1-(4-nupuaunun)-1,3-nupponuavHanaletamug,
6d) [S-(R*,R*)]-o."-Linkrorekeun-N 3-ruapokcu-N '-meTun-2-okco-3-(3-peHnnnponun)-1,3-nupponuanHavaletamus,
6e)

[S-(R*, R*)]-o. " -Lnknorekeun-N '-yuknonponun-N3-rapokcu-2-okco-3-(3-cbennnnponun)-1,3-nupponvavHanaleTamng,
8f) [S-(R*R*)]-o." -Llnknorekcun-N 3-rugpoken-2-okco-N ' -cpeHnn-3-(3-pernnnponun)-1,3-nupponuanHavaleramus,
69)

[S-(R* RM)]-a-Linkriorekenn-N ' -(4-doropdpennn)-N 3-rugpokcu-2-okco-3-(3-peHnnnponun)-1,3-nupponuomHavaneTamng,
6h)

[S-(R* R*)]-o. ' -Lnknorekcun-N 3-rugpoken-2-okco-3-(3-cpennnnponun)-N -(4-nupuannnn)-1,3-nmpponuavHanaletamng,
6i)

[S-(R*,R*)]-3-[3-(4-PTopdennmnponun]-N 3-rugpoken-N '-metnn-o ' -(1-meTunaTun)-2-okco-1,3-nnpponuauHonaletamm

a,

6))

[S-(R*,R*)]-N '-Lyukrnonponun-3-[3-(4-dpropderun)nponun]-N 3-rugpoken-g, ' -(1-MeTunaTnm)-2-okco-1,3-nupponuanHama

uetamug,
6k)

[S-(R*,R")]-3-[3-(4-PTopdernn)nponun]-N 3-rugpoken-o T -(1-MeTunatun)-2-okco-N '-chenunn-1,3-nupponuanHanayetamm

a,

6l)

[S-(R* R*)]-N '-(4-dTopdernn)-3-[3-(4-dpropdeHnn)-nponun]-N 3-ruapoken-a. 1 -(1-MmeTunaTn)-2-okco-1,3-MMpponuamHa

nauetamug,
6m)

[S-(R*,R*)]-3-[3-(4-PTopdernn)nponun]-N 3-rugpoken-o T -(1-MeTunatnn)-2-okco-N '-(4-nupnanHnn)-1,3-nnpponuavHona

uetamug,
6n)

[S-(R* R¥)]-o."-TpeT6yTun-3-[3-(4-dbropdernn)nponnn]-N 3-ruapoken-N -meTun-2-okco-1,3-nupponuanHanaletamng,
60)

[S-(R*,R*)]-o."-Tpet6yTnn-N '-yuknonponun-3-[3-(4-propdeHnn)nponun]-N 3-rugpokcu-2-okco-1,3-nupponnanHanaeta
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Muna,
6p)
[S-(R*R*)]-0. ' -TpeT6yTnn-3-[3-(4-dbropdennn)nponun]-N 2-rugpoken-2-okco-N -cbeHun-1,3-nupponuanHavauetamug,
6q)
[S-(R*,R*)]-o."-TpeT6yTnn-N '-(4-cbTopdernn)-3-[3-(4-bTopdennn)nponun]-N 3-rugpoken-2-okco-1,3-nnpponuanHanave
Tamug,
er)
[S-(R*,R")]-a1-Tpet6yTun-3-[3-(4-dpTopcberun)nponun]-N 3-ruapokcu-2-okco-N '-(4-nnpuamnnn)-1,3-nupponuavHanauet
amug,
6s)
[S-(R*, R*)]-o." -Linknorekcun-3-[3-(4-dTopcpeHumnponun]-N 3-rugpoken-N ' -meTun-2-okco-1,3-nupponnauHanauetamua,
6t)
[S-(R*,R*)]-o."-Luknorekcun-N ' -umknonponun-3-[3-(4-dtopdernn)nponun]-N 3-rugpoken-2-okco-1,3-nMpponnavHanaLe
Tamug,
6u)
[S-(R*,R*)]-o. " -Liukrnorekcun-3-[3-(4-cdotopermmnponun]-N 3-ruapokcun-2-okco-N '-cbenmnn-1,3-nupponuanHananertammg
6v)
[S-(R*R*)]-o. ' -Lukrnorekcun-N ' -(4-dbTopcbenmn)-3-[3-(4-dTopdennn)nponus]-N 3-ruapoken-2-okco-1,3-nnpponuamHona
uetamug,
6w)
[S-(R* R*)]-o. ' -Linknorekcun-3-[3-(4-cdpropcperun)nponun]-N 3-rugpokcun-2-okco-N ' -(4-nupnanHun)-1,3-nnpponvamHoual
eTamug,
6x)
[S-(R*,R*)]-3-[3-(BudbeH-4-un)nponun]-N 3-rugpoken-N ' -metnn-a 1 -(1-meTunatun)-2-okco-1,3-nmpponuavHanaletamng,
6y)
[S-(R*,R")]-3-[3-(Budben-4-un)nponus]-N -ynknonponun-N3-rugpokcu-o, ' -(1-MeTunaTun)-2-okco-1,3-nupponuavHomave
Tamug,
6z)
[S-(R*,R™)]-3-[3-(BudpeH-4-un)nponun]-N 3-rugpokeu-o. ' -(1-metunatun)-2-okco-N -cpeHunn-1,3-nupponuanHanavetamun,
7a)
[S-(R*,R*)]-3-[3-(Budber-4-un)nponun]-N '-(4-cbtopdennn)-N 2 -rugpokcu-o -(1-MeTunaTn)-2-okco-1,3-nupponnanHana
uetamug,
7b)
[S-(R*,R")]-3-[3-(BudreH-4-un)nponun]-N 3-rugpokeu-o ' -(1-metunatun)-2-okco-N '-(4-nnpuamnnn)-1,3-nupponunanHanat
eTamug,
7c)
[S-(R*,R*)]-3-[3-(BudbeH-4-un)nponuni-o. ' -Tpet6yTnn-N 3-rugpoken-N -metnn-2-okco-1,3-nupponuanHamagetamun,
7d)
[S-(R*,R*)]-3-[3-(BudpeH-4-um)nponun]-q. '-tpet6yTun-N '-yuknonponun-N3-rugpokeu-2-okco-1,3-npponuanHavaseTam
va,
7e)
[S-(R*,R*)]-3-[3-(BudpeH-4-umnponun]-q. '-Tpet6yTun-N 3-ruppokeu-2-okco-N '-cpenunn-1,3-nupponvamHamaletTamug,
)
[S-(R*,R*)]-3-[3-(BudpeH-4-un)nponun]-q. '-tpet6ytun-N ' -(4-dpropdbennn)-N 3-ruapoken-2-okco-1,3-nMpponuanHAnaLeTa
Muna,
79)
[S-(R*,R*)]-3-[3-(BudpeH-4-umnponun]-g. ' -Tpet6yTun-N 3-rugpokcun-2-okco-N ' -(4-nupuanHnn)-1,3-nupponnavHoualeTa
MuA,
7h)
[S-(R*,R*)]-3-[3-(BudbeH-4-umnponun]-g. ' -umnkrorekenn-N 3-rugpoken-N '-MeTun-2-okco-1,3-nupponmanHataleTamMmng,
7i)
[S-(R*,R*)]-3-[3-(BudbeH-4-un)nponun]-q, ' -umknorexkenn-N '-yuknonponun-N 8-rugpoken-2-okco-1,3-nMpponuanHanaleT
amug,
)
[S-(R*,R*)]-3-[3-(BudpeH-4-umnponun]-. -umknorekeun-N 3-rugpoken-2-okco-N '-dpeHnr-1,3-nupponnanHanaletamu,
7K)
[S-(R*,R™)]-3-[3-(BUdbeH-4-un)nponun]-g, ' -umnknorekeun-N 1-(4-cpropdern)-N 3-ruppoken-2-okco-1,3-nupponuanHanave
-14-
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Tamug,

71)
[S-(R*,R*)]-3-[3-(BudbeH-4-un)nponunl-q, ' -umnknorexkenn-N 3-rugpoken-2-okco-N -(4-nupuannun)-1,3-nupponuavHonave
Tamug,

7m)
[S-(R*,R*)]-3-[3-(4"-dTop6udpeH-4-umnponun]-N 3-rugpoken-N -meTtun-¢. '-(1-MmeTunaTun)-2-okco-1,3-nupponuamHamase
Tamug,

7n)
[S-(R*,R*)]-3-[3-(4'-dTopbuden-4-unynponun]-N -unknonponun-N23-rugpoken-g. ' -(1-metnnatun)-2-okco-1,3-nupponnau
HOvaueTamug,

70)
[S-(R*,R*)]-3-[3-(4"-DTop6udeH-4-umnponun]-N 2-rugpoken-g, ' -(1-meTunstun)-2-okco-N '-cbernn-1,3-nupponuaonHouay
eTamug,

7p)
[S-(R*,R")]-3-[3-(4'-®TopbudeH-4-unnponun]-N 1-(4-cbropdennn)-N3-rugpoken- '-(1-MeTunatnn)-2-okco-1,3-nnpponu
AvHanaueTamug,

79)
[S-(R*,R*)]-3-[3-(4'-®TopbudeH-4-un)nponun]-N 3-rugpoken-g, 1 -(1-meTunatun)-2-okco-N ' -(4-nupuamHnn)-1,3-nmpponvg
uHgualetaMug,

7r)
[S-(R*,R*)]-o."-TpeTbyTnn-3-[3-(4'-dTop6udeH-4-un)nponun]-N 3-ruapokcn-N ' -meTnn-2-okco-1,3-nmpponuanHanaleTam
1A,

7s)
[S-(R*,R*)]-0."-Tpet6yTnn-N "-yuknonponun-3-[3-(4*-cTop6udeH-4-un)nponun]-N 3-ruapokcn-2-okco-1,3-nMpponuanHomn
auetamug,

7t)
[S-(R* R*)]-0. ' -TpeT6yTnn-3-[3-(4'-cbTropbudper-4-un)nponun]-N 3-rugpokeu-2-okco-N -cbeHunn-1,3-nupponuanHonaveta
Mng,

7u)
[S-(R*R*)]-0. ' -TpeT6yTnn-3-[3-(4'-pTopbuder-4-unynponun]-N 1-(4-dpropdernn)-N 3-ruapoken-2-okco-1,3-nMpponuamnH
Avauetamug,

7v)
[S-(R*,R*)]-o."-TpeTbyTnn-3-[3-(4'-cbTropbudper-4-un)nponun]-N 3-rugpoken-2-okco-N 1-(4-nnpnannnn)-1,3-nupponnaunna
nayetamug,

7w)
[S-(R*R*)]-o. " -Lmknorekenn-3-[3-(4'-cpTopbudper-4-un)nponun]-N 3-rugpokeu-N '-meTun-2-okco-1,3-nmpponuavHanauet
amug,

7X)
[S-(R* R*)]-o. " -umknorexkeun-N ' -yuknonponun-3-[3-(4'-cpTropbudper-4-un)nponun]-N 3-rnapoken-2-okco-1,3-nnpponvamnH
Avauetamug,

7y)
[S-(R* R®)]-o. " -uukriorekenn-3-[3-(4'-chTop6uder-4-un)nponus]-N 3-ruapoken-2-okco-N 1-pennn-1,3-nupponuannanaer
amug,

72)
[S-(R*,R*)]-. " -Lmknorekenn-3-[3-(4'-cpTopbudpen-4-um)nponun]-N *-(4-cbropderns)-N 3-rugpoken-2-okco-1,3-nnpponuan
HAnaueTamua,

8a)
[S-(R*R*)]-o. " -Lmkriorekenn-3-[3-(4'-cbTopbudper-4-un)nponun]-N 3-rugpoken-2-okco-N 1-(4-nnpugunmnn)-1,3-nupponnan
HOvaueTamug,

8b) MNonyyeHne
[S-(R*,R*)]-3-rentun-N2-rugpokcun-N '-meTun-o -(1-MeTunatun)-2-okco-1,3-nnpponvamHonaletamMnaa,

8c) lMony4yeHune
[S-(R*,R*)]-N '-uukrnonponun-3-rentun-N 3-rugpokcu-, ' -(1-meTunatun)-2-okco-1,3-nmpponnavHanaleTamnaa,

8d) Mony4yeHne
[S-(R*,R*)]-3-rentun-N2-rupgpoken-o, ' -(1-meTunatun)-2-okco-N '-penun-1,3-nupponuannanagetrammnaa,

8e) MNony4yeHune
[S-(R*,R*)]-3-renTun-N ' -(4-cpTopdpenmnn)-N 3-rugpoken-o ' -(1-meTunaTun)-2-okco-1,3-nMpponnavHanaleTammaa,

8f) Mony4eHune
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[S-(R*,R*)]-3-rentun-N2-ruapoken-o ' -(1-metunatun)-2-okco-N 1-(4-nupnanHun)-1,3-nupponvavnomanetamuaa,
8g) Mony4eHue [S-(R* R*)]-o.'-TpetbyTnn-3-rentun-N 3-rugpoken-N '-meTun-2-okco-1,3-nupponuavHanauetammaa,
8h) MNonyyeHne

[S-(R* RM)]-o."-TpeT6yTun-N '-uuknonponun-3-rentun-N 3-rugpokcun-2-okco-1,3-npponuaHovaleTamuaa,
8i) MonydeHue [S-(R* R*)]-o.'-TpeTbyTnn-3-rentun-N 3-rugpokcn-2-okco-N -dpeHun-1,3-nupponuanHamanetramuna,
8j) Mony4eHne

[S-(R* RM)]-o."-TpeT6yTun-N '-(4-doropdenunn)-3-rentun-N 3-ruapokcn-2-okco-1,3-nMpponuavHaaLeTaMmnaa,
8k) Mony4yeHune

[S-(R*R*)]-o. ' -TpeT6yTun-3-rentun-N 3-ruppokcu-2-okco-N 1-(4-nupunannun)-1,3-nupponuankamanetammaa,
81) MonydeHue [S-(R* R*)]-o."-umknorekcnn-3-rentun-N 3-rugpokeu-N '-meTnn-2-okco-1,3-nmpponuavHaonaletamMnaa,
8m) MonyyeHne

[S-(R*,R*)]-o."-umknorekenn-N -yuknonponun-3-rentun-N 3-rugpokcu-2-okco-1,3-nnpponuanHanaletTamuaa,
8n) MonyyeHne

[S-(R* R*)]-o. ' -Lmknorekeun-3-rentun-N 3-rugpokcu-2-okco-N *-dpenunn-1,3-nupponuanHavaletramuaa,
80) lMNony4yeHune

[S-(R*,R*)]-¢." -umknorekenn-3-rentun-N '-(4-dotopcbennn)-N 3-ruapokcn-2-okco-1,3-nupponuanHovaneTamnaa,

8p)

MonydeHne[S-(R* R*)]-o. ' -umknorekeun-3-rentun-N 3-ruppoken-2-okco-N '-(4-nupuanHun)-1,3-nupponuomHamaseTammn,
a.

CoenuHeHusl, npeacTaBrieHHble obuiei cdopmyror |, MoryT ObiTb NOMyyYeHbl B COOTBETCTBUW C MeETOAMKaMMU,
nokasaHHbIMK Ha Cxemax A-D.

Kak nokasaHo Ha Cxeme A-1, CTpPyKTypy 2 5erko nosny4awT W3 CTPYKTypbl 1(KOMMepYeckun OOCTYMHOW) B
COOTBETCTBUWN C MeToanKamu, onncaHHbiMn B J. Am. Chem. Soc. Vol. 75, 3679(1953).

[ns npoBegeHUs ankunMpoBaHUa CTPYKTYpbl 2 TpebyeTcs ankunbHasa rpynna(R 1), NprcoeAnHeHHas K noaxoasLLen
yxogsLen rpynne. AnKunvpoBaHue npoBOAAT B NPUCYTCTBMW NOAXOASLLEro OCHOBAHUA, Takoro kak AuusonponunaMmug
nutua(dAI), npu nogxopswen TemnepaType B WHTepBane ot -78°C po 5°C ¢ obpasoBaHWeM CTpyKTypbl 3.
CnoxHoahnpHyto GOKOBYIO LieNb CTPYKTYpbl 4 BBOAOST ankunupoBaHuem coeguHerusi 3 ankun(R 4 = Cqg ankun)
O6pomaleTaToM B NMPUCYTCTBUM MOAXOOSLLEro OCHOBaHUs, Takoro kak JAJl, B nogxodsilem pacTBOpUTENe, TakoM Kak
TeTparmgpodypaH(Trd), npu nogxonswen TemnepaType B WHTepBane oT -78°C go 0°C. mgponns cTpykTypbl 4,
NPOBOAMMbIA B COOTBETCTBUM C METOAUKaMW, XOPOLLO M3BECTHbIMU creuuanuctam B AaHHOW obnactu, nossonset
nony4nuTb CTPYKTYpy 5, KOTOpyl 3areM npeBpalwawT B rugpokcamatr 6 peakuvel CTpyktypel 5 ¢
rMapokcunaMmmHrngpoxnopvgom u 1-(3-gumetnnammHonponun)-3-atunkapbogunmuarngpoxnopuaoM(30K) B kadecTBe
KACIMOTHOMO aKTMBUPYIOLLEro areHTa npu noaxogsllen Temnepatype B uHTepBane ot -20°C pgo 20°C. Peakyus
npoTekaeT B NPWUCYTCTBMM KaTanuaaTopa, Takoro kak 1-rugpokcnbeHsotpuasonruapat(FfOBT), M nogxoasiiero
akuenTopa KucroThl, Takoro kak N-metunmopdonuH, B nogxogsiiem pactesoputene, takom kak OM®, CH,C1, nnn mx
cMecb. AnbTEepHATUBHO, ankunupoBaHue CTpykTypbl 4 ranoreHungom |-Ro(I npeacraensietr cobon ranoreH, R o
onpeferneH Bbille), NPOBOAWMOE B COOTBETCTBMM C METOAMKaMW, XOPOLIO W3BECTHbIMU CrieluanuctaMm B OaHHOM
obnactu, nosBondeT Mony4nTb CTPYKTYpy 7. Hanpumep, ankunupoBaHve 4 annunGpoMuOoM MO3BONSET BBECTU
ankunbHYyIo rpynny B o-NorioxeHne GOKOBOW Lienu, NpMMeHas nogxosilee ocHoBaHue, Takoe kak [JAJl, B nogxoasuwiem
pactBopuTene, Takom kak TI®, npu nogxopswlen TemnepaType B WHTepBane ot -78°C pgo 25°C. [lMonyyeHHbll
annunbHbBIA  NPOMEXYTOYHBIN  MPOAYKT 3aTeM nNpeBpalialoT B COOTBETCTBYIOLIMWA  CMUPT  O30HOMM3OM WU
BoccTaHoBneHnem NaBH, nnv rugpobopupoBaHnem 9-BBN. Bo MHorvx crnyyasx cnvpTel npeBpallaroT Bo dTanumug B
cooTBETCTBUU € MeTogukon Mitsunobu. AnbTepHaTUBHO, CNMPT MOXET ObiTb MpeBpalleH B YXOAALLYK rpynny(Takyio
kak Ms, Ts), KoTopylo BMOCReACTBUM 3aMellaloT >kenaembliM Hykneodunom, takum kak SR, NR,, OR u 1. A.
OcrTanbHble cTagun cMHTE3a CTPYKTYPbl 9 U3 CTPYKTYpPbl 7 CXOAHbI C ONUCAHHLIMU BbILLe.

HeckonbKo OTAMYHYI0 METOAUKY NMPUMEHSAIOT ANa NoryyYeHna coeguHeHns 16, kak nokasaHo Ha Cxeme A-2, koTopoe
BKIloYaeT koHueBoW amup R4(R4 onpegeneH Bbille 3a UCKIOYeHMEM Toro, 4YTo R, He sBnsieTcs BOOOPOAOM).
AnkunvpoBaHue koMmmepyecku fAoctynHoro 10 nossondeT nonyyuTb naktam 11 B COOTBETCTBUW € METOgMKaMu,
onucaHHbliMn B [Fisher, M. J. n Overman, L. E., J. Org. Chem.,Vol. 55, pp. 1447 - 1459(1990)]. Jlaktam 11
B3aumMofencTByeT ¢ annunbpomugom c obpazoBaHvem 12. Bbixog OaHHOW peakuumnm OObIMHO [JOBOSBHO BbICOK.
AnKkunnpoBaHue 12 sTunbpomaLeTaToM NO3BOMAET NOMYYNTE CNOXHbIA adup 13. CTpykTypy 13 3aTemM npespaliaoT B
CcoOoTBETCTBYOWMA amng 14 ¢ nocrnenyowmM OKMCIEHneM TETPOKCUAOM PYTEHUS B CMECU pacTBOpUTENeN, TakuM Kak
YETbIPEXXIOPUCTBIN  yrrepon, BoAa W aueTOHUTPUN, NpY KOMHATHOW TemnepaTtype, 4YTO MNO3BOMSET MOoy4nuTb
NUPPONMANHYKCYCHYI kncnoTy 15. CTagusa nonydYeHusa CTpykTypbl 16 M3 cTpykTypbl 15 cxogHa ¢ onncaHHoW Bbiwe B
Cxeme A-1.

Ha Cxeme A-3 npounniocTpupoBaHa gpyras MeToauka NonyveHus coeguHeHuin cdopmynel | Kak nokasaHo Ha
Cxeme A-3, BzaumogencTeume cTpyktypbl 10 ¢ an-tpetdytungukapboHaTom B npucytctBun OMANT nosBonaeT nonyyntb
3alMLeHHbI naktam 17. AnKunupoBaHue coeauHeHus 17 ankun- unu ankunranoreHungamu B npucytceresun HMPA
no3BonAeT nony4nTb naktam 18. CrnoxHoadmpHyto OOKOBYH LeMNb CTPYKTypbl 19 BBOASAT arnkunupoBaHuem 18
ankvnbpomaueTaToM, Kak nokaszaHo Ha Cxeme A-1. B cTpykType 19 MoXeT ObiTb CHATa 3awuTa C NpUMEHEHUEM
MeToKcuaa MarHusi B NoAXo4slleM pacTBopuTere B COOTBETCTBMM C METOOMKON, onncaHHon B Tetrahedron Lett. Vol.
35, p. 847(1994) c nony4yeHuem cTpykTypbl 20. AnbTepHaTMBHO, ankunuposaHue 19 ranoreHngom I-R,, nposogmmoe B
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COOTBETCTBMM C METOAUKAMMW, XOPOLLO U3BECTHLIMW CrieLanncTaMm B 4aHHOW obrnacTti, No3BonseT NonyYnTb CTPYKTYpY
21. CHATWE 3aWuTbl Y CTPYKTYpbl 21 MO3BOMSET MOMNYyYUTb CTPYKTYpy 22. 3amectutenb R mMoxeT ObiTb BBeaeH

HenocpencTBeHHO nyTemM N-ankunupoBaHWa coeduHeHns 20 unu 22 xenaemblM ranoreHMaoM € NpUMeEHeHUeM

noaxoOslWero OCHOBaHWUs, Takoro kak rMapua HaTpus, B Nogxodsllem pactBopuTerne, TakoM kak TId wnmn OOM, c

nony4yeHnem CTpykTyp 4 unu 7, CoOoTBETCTBEHHO.

Mpu xenaHuu, naktambl 20 1 22 MoryT ObITb pasgeneHbl ¢ NOMOLWb XupansHo XXXBP nnu xumuyecknx metoguk
C Nory4YeHneM COOTBETCTBYHOLIMX SHAHTUOMEPOB, Kak nokasaHo B [Npumepax 2 1 28. Kaxabli sHaHTUOMep MOXeT ObITb
npeobpasoBaH B noaxogslmMe xupanbHole aHanorn 20a n 22a, Kak nokasaHo Ha Cxeme A-4. Jlaktam 20 n 22 wnu B
BMOE paleMUYeckol cMecu, UM B BuAe OTAErMbHbIX 3HAHTMOMEPOB, MPUMEHSIOT Ha CTaguaX arkuMpoBaHWS, Kak
onncaHo Ha Cxemax A-3 n A-4. Kak nokasaHo Ha Cxeme A-4, ankunupoBaHue naktama 20a mnun 22a Tpudnartom 23
no3BonsieT nonyyYntb 24 n 28, COOTBETCTBEHHO. [N NPOCTOThI M3MOXEHWS NpencTaBneHbl TONbKO eOUHCTBEHHbIN
3HaHTMoMep 20a unu 22a 1 Tpudnat 23. [laHHaa peakuns MOXeT OblTb NpoOBeAeHa Kak ¢ paLeMUYECKON CMEChIO, TakK U
C oTAenbHbIM 3HaHTMOMepoM. Tpudnat 23 MoxeT ObITb NosTydeH B COOTBETCTBUM C METOAMKOMW, onucaHHon B J. Org.
Chem., Vol. 58, pp. 2725 - 2737(1993). MNMpegnodtTnTenbHbli cnocod nonydveHus 24 BknodaeT genpoToHmpoBaHne 20a
noaxoOsWMM OCHOBaHWEM, TakuM Kak ruapug HaTpusi, B NoAaxoAsileM pacTBopuTene, Takom kak TI®d, npu
TemnepaTtype B WHTepBane oT -20°C pgo 15°C c nocnegyowum pobasneHnem Tpudpnarta 25. HarpesaHue pgo
TemnepaTypbl OKpy>KaloLlell cpefbl NO3BONAeT NOMyYnTh Xenaemyto CTpyKTypy 24. B cnyvae npumeHeHus pauemarta
20 pnacTepeomepbl MOryT ObiTb pasfeneHbl Ha AaHHOW CTaguu C MOMOLLbI0 XpomaTtorpaduv Ha cunukarene unm
XXXBP. N'mgponua meTunoBoro crioxHoro acpmpa 24 sogHelm NaOH BegeT k ob6pasoBaHuto 25, 4To nocne obpasoBaHns
amuga B COOTBETCTBMM C METOOWMKOMW, U3NOXeHHoW Ha Cxeme A-3, nossonser nonyvutb 26. OcTanbHble cTaguu
CMHTEe3a, NO3BONsAoLWME NONYYnTb CTPYKTYPY 27 U3 CTPYKTYpbl 26, cxofHbl ¢ onucaHHbiMK Ha Cxeme A-1. CoegnHeHus,
npeacTaBrieHHble cTpykTypoi 31, nonyyaioT nogobHeIM o6pasom.

AnbTepHaTWBHO, AN MONy4YeHUs OTAENbHOrO 3HaHTUMOMepa MoXeT OblTb NMpuMeHeHa 3SHaHTuocneyuduyHas
MeToAuMKa, Kak nokasaHo Ha Cxeme A-5. [Ins npoBeaeHUss ankunnpoBaHWs KOMMEpPYecKkn AOCTYNHOrO coequHeHna 32
Tpebyetca ankun unu annun(R4), NPUCOenUHEHHbIE K YXOASALWEeR rpynne, U B NPUCYTCTBUM NOAXOASILLEro OCHOBaHWS,
Takoro kak guusonponunamuvg nutua(dAI),(ankunupoBaHue) nos3BonsieT MNonyy4uT CTpykTypy 33 B BuAe cMecu
avactepeomepoB no C-3-nonoxeHuto korbua. CMecb ankunmpyloT annmunoépoMuaomM ¢ nonydeHnem 34 B onTUYECKM
4nCTOW hopMe, Kak nokasaHo Ha A-5. TpuTunbHylo rpynny yganstioT TOY ¢ nonydeHnem coeguHeHus 35, koTopoe
npespallaloT B nakton 36 B COOTBETCTBUM C METOAMKOW, onucaHHon B J. Chem. Soc. C. C. Pp. 1119 - 1122(1989).

KrntoueByto cTaguio LUKNU3auumM NpoBOAAT AOBOMBHO MPOCTO peakuuen naktona 36 ¢ amuHom 37 B MpUCyTCTBUM
unaHoboprugpuga HaTpus C nocrnedylolmnM KUNsHeHeM ChIporo HEeLMKITM30BaHHOIO MPOMEXYTOYHOro npogdykta C
o6paTHbIM XornoaurbHUKOM B Tonyore ¢ nonydyeHvem 38 B BUAe oTAenbHoro nsomepa. AMuH 37 MoxeT ObiTb NornyyeH
npeBpalleHneM KoMMepYeckn AOCTynHon L- unu D-aMUHOKMCIOTbI B COOTBETCTBYIOWMA aMWUH B COOTBETCTBMM C
MeTOAMKaMM, XOPOLLO M3BECTHbIMW cneyuanicTaMm B AaHHon obrnactu. Mocne npoBefeHust peakumin, UanoXeHHbIX Ha
Cxeme A-2, oneduH OKUCNAKT TETPOKCMAOM PYTEHUSA C nonydyeHnem coeaunHeHus 39, KOTOpoe KOHOEHCUPYHT C
O-6eHaunrmgpokcunammHrngpoxnopngoMm(CDI, TI®) n 3aTeM CHUMaKT 3aluTy rmapupoBaHMeM C NOMOLLbIO Nannagns
Ha yrre ¢ nonyyeHvem 41.

Kak nokasaHo Ha Cxemax B-D, cuHTeaupoBaH psag opyrmx konbleBbix cucteMm. Ha Cxeme B npounntoctpupoBaHa
MeToAMka nonydeHus 2,5-guokconupponuanHoB. OKUCNeHue coedvHeHus 4 C NMOMOLLb TeTpoKcuda pyTeHus B
NpUCYTCTBUM Mepriodata HaTpus B NOAXOASLEM pacTBOpWTerne, TakoM Kak Boga/aleTOoHWUTPUIT/YeTbIpeXxIIopUCTbIv
yrnepoAd, npu TemnepaType OKpyXalllen cpedbl no3sonsdeT nonyduTts 42. Mmapokcamar 43 nomyyaroT cnocobow,
CXOAHbIM € onucaHHbIM Ha Cxeme A-1.

[ns cMHTe3a aHarnoroB rMaoaHTouHa paspaboTaHo ABa pasnMuYHbIX CUHTETUYECKUX MYTU, Kak nokasaHo Ha Cxemax
C-1 n C-2. Mo Cxeme C-1 N-ankunupoBaHue 1-meTunrugaHTomHa 44 2-6poMTUNGeH3010M NPOBOSAT B MPUCYTCTBUK
NoaXoOsWero OCHOBaHUSA, Takoro Kak rmapug HaTpusi, B noaxodsliem pacTtBopuTerie, TakoMm kak OM®, npwu
TemnepaType B uHTepBane oT -20°C pgo 15°C. llocnegytowee C-ankunupoBaHuWe rarioreHMaoMm B MPUCYTCTBUK
noaxoasiero ocHoBaHus, Takoro kak JAJT, npn Temnepatype B uHTepBane ot -78°C go 15°C nossonsieT nony4nts 46.
O6pasoBaHue 4eTBEepTUYHOrO LUeHTpa nocpeacTBoM C-ankunupoBaHus ankunbpomauetratom B MNpPUCYTCTBUM
noaxoasilero ocHoBaHus, Takoro kak JAJT, npyn Temnepatype B uHTepBarne ot -78°C go 15°C nossonset nony4nts 47.
MNMocne npoBedeHWs W3IOXEHHbIX paHee MeToAWUK NMpoBOAAT npespalweHue 47 B rupgpokcamat 48. AnbTepHaTWBHbI
nogxon paspaboTtaH Ans cuHTesa HesamelleHHoro(1-H)aHanora rmpgaHtonHa 48. AMuHokucriota 49 moxeT ObiTb
nonydeHa B COOTBETCTBUM C MeTogukamu, onucaHHbiMu B Dellaria, J. F., J. Org. Chem., Vol. 53, p. 5607(1988).
Mocrne nposBeneHna obwer metogukn no Van der Veen, J. M. et al J. C. S. Perkin Il pp. 653 - 658(1979)
amuHokucnoTta 49 B3aMMOAENCTBYeT C NOAXOAALWMM 3aMellleHHbIM M30UuMaHaToM C nocnegylolen uuknusaunen B
KMcnbiX ycrnoBusax ¢ obpasoBaHuem rugaHTonHa 50. OcTanbHble CTagun CUHTE3a, KoTopble AalT CTPYKTYpY 52, cxogHbI
C ONUCaHHbIMK paHee.

Ha Cxeme D npounnioctpupoBaH cnoco6 nony4yeHuss NupasonMOUHOHOBOM KOMbLEBOW CUCTEMbl. 3awiuTy
nupasonuManHoHa 53 npoBogAT B COOTBETCTBUM C MeTogukamu, onucaHHblMn B Perri, S. T., J. Org. Chem., Vol. 55,
pp. 6037 - 6047(1990). Mocneaywowme N-ankunupoBaHue n C-anknnupoBaHWe, OMUCaHHble paHee, NPUBOAAT K
obpaszoBaHuto CTpykTypbl 57. Hag cmecbio 57 u katanusaTopa Pearlman B nogxogsiiem pacTBopuTerne, TakoMm Kak
MeOH, npu TemnepaType OKpyXatoLLeln cpenbl NponyckatoT BOAOPOS C NofyyYeHneM KenaemMoro coeamHeHns 58.

dapmMaLeBTUHECKAE KOMMNO3MLUUM MO AaHHOMY W306peTeHnto MOoryT ObiTb NPUIOTOBMEHbl  CMELUMBAHUEM
coeguHeHWA copMynbl | No AaHHOMY K30OpeTeHWtio € TBepAblM WM KUOKUM dapmaueBTUYecks npremMneMbiM
HocuTenem U, HeobasaTtenbHo, ¢ dhapMaLeBTUYECKN NpYeMNeMbIMA aqbloBaHTaMU U HaMONMHUTENAMW C NPUMEHeHeM
CTaHOapTHbIX U TPaoUUMOHHbBIX TeXHOMOornn. TBepable KOMMNO3WULMU BKITHOYAOT MOPOLLKM, TabneTku, ancneprupyemoie
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rpaHynbl, Kancynbl W Cynno3utopuu. TBepabli HOCUTENb MOXET NpencTaBnaTe CoBOW, No KpalWHen Mepe, OAHO
BELLEeCTBO, KOTOpoe Takke MOXeT yHKUMOHMpoBaTb B KadecTBe pas3baBuTens, KoppureHta, comniobunusartopa,
CMa3blBaloLLEro BeLlecTBa, CyCNeHOWPYILEro CpeacTBa, CBf3blBalOLLEro CpeAacTBa, paspbixiisioliero Ttabnertku

cpencTBa U MHKancynupylrowero cpegctBa. VHepTHble TBepable HOCUTENU BKIOYalOT kapboHaT MarHus, creapar
MarHus, Tanbk, caxap, flakTo3y, NeKTWH, AeKCTPUH, Kpaxmarl, KenaTWH, LenniornosHble BelecTBa, BOCK C HU3KON TOYKOM
NnaBneHnsl, Macrno kakao U Tomy nogobHoe. XKugkue KOMNO3ULMW BKMHOYAIOT PacTBOPbl, CYCMEH3MU U 3MYSIbCUN.
Hanpumep, oHM MoryT npenctaBnsiTb coboOM pacTBOpbl COEOQUHEHW/ MO JaHHOMY WK30bpeTeHWio B BoAe,

BOLOO-MPOMNUIIEHITIMKONEBOW U BOOO-MONMUSTUMEHITIMKONEBON CUCTEMaX, HeobsizaTenbHO, codepXallnx TpaauLMOHHble
KpacuTenu, KoppureHTbl, cTabunuaaTopbl U 3aryctuTenu.

dapMaLeBTUHECKYIO KOMMNO3ULMIO MOMyYaloT B COOTBETCTBUW C TPaAMLMOHHbIMU MeTogukamu. [NpegnovtutensHo,
KOMMO3WLMSA HaxoOouTCca B pas3oBOW [O03UPOBaHHOW dopMe, copepxkallen 3pdheKTMBHOE KONMUYECTBO aKTUBHOIO
KOMMOHEHTa, TO €CTb coeauHeHNI hopMyrbl | MO AaHHOMY M306peTeHuo.

Kornnm4ecTBO aKkTMBHOTO KOMMOHEHTa, TO €eCTb coeAnHeHun dopmynbl | no gaHHOMYy uM300peTeHuio, B
dapmaLieBTUYeCKol KOMMNO3MLMN N ee pa3oBON [O3MPOBAHHON hopMe MOXET U3MEHATbCS UMW yCTaHaBnMBaTbCA B
LUIMPOKMX Npedenax B 3aBUCUMOCTU OT KOHKPETHOro cnoco6a npumMeHeHus, 3hpeKTUBHOCTU KOHKPETHOMO COeqUHEHN
N Xernaemow KOoHUeHTpauuu. Kak npaBmio, KonM4ecTBO aKTUBHOMO KOMMOHEHTa u3MeHsieTcst B MHTepBarne oT 0,5% po
90% no macce KoMnosnuyuu.

Mpy nNpuMeHeHWW B TepaneBTUYECKMX Lensax AN JfieYeHus nauveHTa, CTpajalollero Wiv MoaBepXXeHHOro
3aboneBaHnsAM, NpU KOTOPbIX MMEeT MeCTO Aerpafauns COeqUHUTENbHON TKaHW, U ANa MHIMBUPOBaHNSA PasnyYHbIX
hepMeHTOB M3 CeMelcTBa MeTannonpoTeMHas MaTpulpbl, BKMOYas KonrareHasy, CTPOMENU3WMH U KenaTuHasy,
coeqUHeHNa Unn cogepxalue ux dapmaleBTUdeckme KoMnosnuuy 6yayT BBOAWTBCA NepoparbHo, napeHTeparsHo
U/Mnn MecTHO B [03ax, HeobxoouMbIX ANns AOCTUXEHWS W NOAAepXKaHWs KOHLEHTpauuW, TO eCTb KONM4ecTBa, Wiu
YPOBHSI cCopepXaHus B KPOBM, aKTMBHOTO KOMMOHEHTa Y nauueHTa, NpoXogslero Kypc redveHus, kotopoe Oyaet
appeKTUBHO ANa UHMIMBUpPOBaHUS Taknx dhepMeHToB. Kak npaBuno, apdekTMBHOE KONMYECTBO akTUBHOTO COEAMHEHUS]
OygeT HaxoauTbCs B UHTepBane oT npubnuantensHo 0,1 go npubnuantensHo 100mr/kr. CregyeT NOHUMATL, YTO A03bl
MOIyT M3MEHATLCA B 3aBMCMMOCTM OT NOKa3aHWi nauveHTa, TAXeCTU NoAnexallero NeYeHnto CoCToAHNA Aerpagauum
COEOQUHWUTENBHON TKaHW W KOHKPETHbIX MPUMEHSIeMbIX CoeguHeHWn. Takke, cnegyeT MNOHWMaTb, YTO BBOAMMAs
HavanbHasa [o3a MoxeT ObiTb yBenu4eHa cBepX BepXHero npegena B Lensax ObicTpeilero AOCTUXEHUS Xenaemoro
YPOBHS coiepXXaHnsi B KpoBU, nNnbo HavarnbHas [o3a MOXeT GbiTb MeHbLUE, YeM ONTUMarnbHas, U CyTOYHas 4o3a MOXET
ObITb NPOrpPeccuBHO yBeNnMYeHa B Xofe feYeHuss B 3aBUCMMOCTM OT KOHKPeTHOW cuTyauuu. Mpu xenaHum, cyTodHas
[03a MOXeT ObITb Takke pasferieHa Ha HeCKOmbKO 03 ANs BBeAEHUs!, HanpuMep, Ha OT ABYX A0 YeTbIpex pa3 B CyTKU.

CoefgnHeHUs No HacTosleMy M300peTeHnIo MHIMBMPYIOT pasnuyHble ddepMeHTbl CeMelncTBa MeTarnnonpoTenHas
MaTpuLbl, BKMOYas KomnnareHasy, CTPOMENW3WH W KenaTuHasy, W, crnegoBaTerlbHO, MPUMEHWMbl ONs feveHns
3aboneBaHui, CBA3aHHbIX C MeTannoaHaonpoTeMHasamMmy MaTpulbl, TaKMX KaKk OCTeoapTpuT, PEBMaToOWAHbIN apTpuT,
CeNnTUYECKU apTpUT, HapylleHUsi OCTeoreHesa, TaKkWe KakK OCTeonopos, MeTacTasbl OnyXonu(MHBas3Ws U pPocT),
NepVOdOHTUT, TMHIMBUT, A3Ba POrOBULbI, 13Ba KOXW, 13Ba >enyaka u gpyrne aaboneBaHus, CBA3aHHbIE C Aerpagauvei
COeOUHUTENbHOW TKaHW. Takne 3aboreBaHUs W COCTOSIHUSI XOPOLLO W3BECTHbI, Y XOPOLUO NopaalTcs AUarHocTuke
KBanMULMPOBaHHbIMK TepanesTamu.

[aHHble coeguHeHUst cnocobHbl MHIMBUPOBAaTL CEKPELMIO LUTOKUHOB, BKtoYas dhaktop Hekposa onyxonu(TNF o),
W, cnegoBaTenbHO, MOryT ObiTb Takke NPUMEHEHbl ANA JFeYeHUs BOCMNanUTENbHbIX COCTOSIHWMKA, FMXOpPapoudHbIX
COCTOSIHUI, OCTPbIX MHAEKLMOHHbIX 3aboneBaHnii 1 Wwoka. Booble npeanoyTnTensHOn hopMoln BBEAeHUS ABMSeTCs
nepoparnsHoe BBefdeHue.

dapmMaLeBTMHECKAE KOMMNO3MLUKM ANsi  NapeHTepanbHOro BBEeAEHWs, Kak npasBurno, ©OyayT copepxatb
dapmaLeBTU4ecku npuemMnemoe KONUYEeCTBO coeaMHeHU hopmMyrbl I B BUOe pacTBOPMMOW
conu(KNCNoTHO-aaANTMBHOW CONMU UMM OCHOBHO-aoAUTWMBHOW COMK), PacTBOPEHHOW B dhapMaLleBTUHeCcKn NpreMIIeMoM
XWOKOM HocuTerne, TakoM Kak, Hanpumep, Boga ANd WHbEKUWA unu nopxomsdwmm obpasom 3abydepeHHbIn
N30TOHWYECKUIA pacTBOp, UMeLWNn 3HadeHne pH npubnuantensHo 3,5- 6. Mogxoaswme GydepHble areHTbl B TOM
yucre BKIOYAKOT, Hanpumep, TpexaaMmelleHHbln opTodocdar HaTpusi, BukapboHaT HaTpus, LMTpaT HaTpus,
N-meTunrnokamuH, L-(+)-nuanH u L-(+)-aprvHuH. CoeguHeHus ¢opMyrbl | 0BblMHO pacTBOpsitoT B HOcuTerne B
KonuyecTBe, OOCTATOMHOM Ans OOCTUXEHWs dapmMaueBTUYecks NpUeMIeMoi KOHLEeHTpauuum Ans WHbeKuun B
WHTepBarne oT npubnuanTensHo 1Mr/Mn go npubnuautensHo 400mr/mn. MonyyeHHyo Kuakyto dapMaleBTUHecKyo
KOMMO3WLMIO BBOOST TakMM 06pa3omM, YTo6bl OCTMYb YKa3aHHOTO Bhille SPEKTUBHOIO MHIMGUPYIOLLIETO YPOBHS OO3bI.
CoenvHeHus dopmynbl | No 4aHHOMY M300peTeHuio MperMyLLEecTBEHHO BBOOSAT NepoparbHO B TBEPAbIX M KUOKMX
[O031pPOBaHHbIX hopmax.

MHmbupytoLyo akTMBHOCTb OLIEHMBAKT B OTHOLWIEHUW opHoro unuM Gonee depmeHToB MMP(CTpoMenuanH,
XKenaTuHasa U KonnareHasa) in vitro, npuMeHss driyopecleHTHble MeToabl onpeneneHns KOHLEHTpauuu Yactuu,.
CesasbiBatowuiica ¢ depmeHtamm MMP nHrMbuTtop npepoTBpallaeT paspylleHWe cybeTpata CTpoMenu3uHa,
XenatnHasbl Unu kornnareHasbl. CybcTpaT cBsA3biBaeTcs ¢ hnioopecyenHoM 1 BroTuHoM. VHTakTHEIR cybcTpaT 3atem
CBAI3bIBAETCA C MOKPLITOW aBMAMHOM YacTuuel 4Yepe3 OUOTMHOBYK 4acTb. Kak Tonbko 4acTuly NpoMbIBalOT U
BbICYLLMBAIOT, reHepupyeTcs (riloOpecUeHTHbIN CUrHam, MocKomnbKy K YacTuue npucoeguHeHa drnioopecleHTHas
rpynna. B oTtcytcTBMe MHrMGUTOpa cybeTpaTt paspylaeTtcs dpepmeHtamu MMP 1 dontoopecueHTHas rpynna yaansietcs,
Takum 006pa3oM, Kakoro-nmbo roopecUeHTHOrO curHana 3aperncTpupoBaHo ObiTb He MoxeT. TecTupyemble
coeinHeHnss pacteopsitoT B JMCO B XenmaemoW KOHLEHTpauuu, 3aTem pacTBopbl pasbaenswoT 1 : 5 Gydepom
MMP(50mm Tpuc-HCI, pH 7,5; 150mMM NaCl; 0,02% NaN3). FToToBST cepuiiHble ABYXKpaTHble pa3BedeHWs KaXOaoro
coequHeHns. KOHUEHTPMPOBaHHLIA pacTBOp aKTMBMPOBAHHOTO hepMeHTa NepeHOCAT B KaxAbld NnaHweT c
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TECTUPYEMbIMU COEOANHEHUSMU U CMECb UHKYOMPYIOT Npu KOMHATHOW TemnepaTtype B TedeHne 15 MMHyT. 3aTem BO Bce
nnaHweTsl gobaBnaT oTTasswui cybetpat MMP, 1 nnaHWweTbl UHKYOUPYIOT B TEMHOTE B TedeHue 1 - 3 yacoB npu
KOMHaTHOM TemnepaType. 3aTeM CMecb cybcTpata nogBeprawT peakuun ¢ nokpbiteiMi  0,1% aBuanHom
NOMMCTMPOSIOBbIMK YacTuuamu. Yepes 15 MUHYT OLEHMBAIOT 3HAYEHUSI MHIMOMpPYIOLLER aKTUBHOCTU C MOMOLLBHO
aHanusa K. [laHHble No MHrMbupytoLen cnocobHOCTN CoeqUHEeHN No AaHHOMY u3obpeTeHuto nokasaHbl B Tabnuue 1.
OxupaeTcs, YTO COEAMHEHNs C Hanbonee HU3KMMK 3HaveHnaMK K | okaxkyTcs Hanbonee sdpekTMBHBIMK B KavecTBe
uHrmbutopos MMP. OxumpaeTcs, 4YTO coeguHeHWe, umelollee 3HaveHne K; MeHee, yem 15mMkM, no niobon ms MMP,
OyneT oKasblBaTb TepaneBTUYECKOE BO3AENCTBIE NpU 3ab0onNeBaHUsAX COEAMHUTENBHOW TKaHMW.

Tabnuya 1
KoHcTaHThl MHrmbuposanua MMP(Ki, MKM) AN Npou3BOgHLIX TMAPOKCaMOBOW KUCNOTHI
Ne Mpumepa CTpomenuanH KenatuHasa Konnarenasa
Ki(MkM) Ki(MkM) Ki(MkM)
Mpumep 1 27,2 3,55 23
Mpumep 2 20,2 3,29 1,04
Mpumep 3 10,86 11,68 4,23
Mpumep 4 0,275 0,204 57
Mpumep 5 0,041 0,115 4,37
Mpumep 6 0,491 0,082 -
Mpumep 7 1,27 1,42 -
Mpumep 8 1,14 0,734 -
Mpumep 9 0,903 0,78 14,3
Mpumep 10 6,04 - -
Mpumep 11 1,02 0,498 0,073
Mpumep 12 0,12 0,312 -
Mpumep 13 0,334 0,28 -
Ne Mpumepa CTpomenusnH KenatuHasa Konnarenasa
Ki(MKkM) Ki(MkM) Ki(MKkM)
Mpumep 14 0,046 0,097 0,633
Mpumep 156 0,188 0,782 21,3
Mpumep 16 0,0924 2,87 14,2
Mpumep 17 2,22 4,09
Mpumep 18 1,47 3,04
Mpumep 19 2,77 2,47
Mpumep 20 16,6 3,103 0,579
Mpumep 21 2,08 0,049 0,022
Mpumep 22 1,96 1,3 2,07
Mpumep 23 4,19 1,56 0,453
Mpumep 24 7
Mpumep 25 0,649 1,28 1,9
Mpumep 26 0,713 0,998
Mpumep 27 11 16,5
Mpumep 29 0,57 0,981 0,484
Mpumep 30 1,05 0,024 0,016
Mpumep 31 0,517 0,0193 0,096
Mpumep 32 0,73 0,05 0,036
Mpumep 33 - - 0,031
Mpumep 34 4,14 0,031 0,022
Mpumep 35 3,12 -
Mpumep 36 24 44
Mpumep 37 4,74 -
Mpumep 38 31,2 14,5 13,3
Mpumep 39 0,101 0,0759 0,00581
Ne Mpumepa CTpomenuanH KenatuHasa Konnarewasa
Ki(MKkM) Ki(MkM) Ki(MKkM)
Mpumep 40 1,99 0,0105 0,037
Mpumep 41 0,014 0,0023 0,0028
Mpumep 42 0,0255 0,0054 0,00244
Mpumep 43 1,8 0,0023 0,00236
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Cneqyroume SKCNepuMeHTaribHble nNpuMepbl npeacrabBneHel B Uendax Gonee nonHon nnnrcTpaumn OaHHoro
I/I306p6T6HVIF| n cnocoba ero NPpUMEHEHNA Ha NpaKkTuKe, HO UX He cneayeT NOHMMaThk Kak orpaHn4dmBaroLline ero.

Mpumep 1

[MonyveHne N-rmgpokcu-3-(2-metTnnnponun)-2-okco-1-(2-heHnnaTun)-3-nupponugmHaletrammaa

Mpumep 44 4 0,011 0,0202
Mpumep 45 1,01 0,017 0,0235
Mpumep 46 2.1 0,04 0,035
Mpumep 47 0,868 0,0853 0,0815
Mpumep 48 0,385 0,16 0,072
Mpumep 49 0,138 0,061 0,085
Mpumep 50 0,283 0,017 0,00606
Mpumep 51 0,084 0,023 0,0422
Mpumep 52 0,187 0,0011 0,0013
Mpumep 53 0,0105 0,00106 0,00069
Mpumep 54 0,7 0,07 0,076
Mpumep 55 1,9 0,211 0,75
Mpumep 56 2,3 0,34 0,925
Mpumep 57 0,075 0,0095 0,012
Mpumep 58 0,023 0,0029
Mpumep 59 0,23 0,011 0,0033
Mpumep 60 0,019 0,0123 0,018
Mpumep 62 0,369 0,31 55
Mpumep 63 0,058 0,032 1,6
Mpumep 64 0,107 0,049 0,735
Mpumep 65 1,05 0,227 0,51
Ne Mpumepa CTpomenuanH AKenaTuHasa Konnarenasa
Ki(MKkM) Ki(MkM) Ki(MKkM)
Mpumep 66 0,39 0,75 4.7
Mpumep 67 0,216 0,036 5
Mpumep 68 0,35 0,16 1,46
Mpumep 69 0,214 0,498 1,2
Mpumep 70 0,194 0,0522 1,2
Mpumep 71 - 0,098
Mpumep 72 0,64 0,083 0,039
Mpumep 74 0,052 0,021 0,026
Mpumep 75 0,295 0,264 0,074
Mpumep 76 10,8 3,3 0,298
Mpumep 77 0,146 0,0319 0,0685
Mpumep 78 0,696 0,278 0,018
Mpumep 79 0,038 0,00177 0,399
Mpumep 81 0,273 14 56
Mpumep 82 0,379 0,878 24
Mpumep 83 0,107 0,58 17
Mpumep 84 1,73 3 0,385
Mpumep 85 0,116 0,031 0,084
Mpumep 8 6 0,102 0,046 0,647
Mpumep 87 0,091 0,00488 0,23
Mpumep 88 0,288 0,062 0,326
Mpumep 89 0,318 0,146 2,5
Mpumep 90 1,77 0,624 0,052
Mpumep 92 0,309 0,273 0,37
Mpumep 93 2,08 1.1 0,098
N Mpumepa CTtpomenuanH XKenatuHasa Konnarexasa
Ki(MkM) Ki(MkM) Ki(MkM)
Mpumep 94 0,016 0,0012 0,0134
Mpumep 95 0,119 0,013 0,025
Mpumep 96 0,0087 0,00098 0,0127
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Cragusa 1

MonydveHune 1-(2-peHnnaTun)-2-NMppoNIMgMHOHA.

B cootsetcTBuM ¢ meToaukon Boekelheide n Godfrey(J. Am. Chem. Soc. 1953, 75, 3679) y-6yTuponakToH(50,0mm,
650Mmonb) 1 heHeTunamunH(85,0mn, 677MMONb) HarpeBawT B FrepMETUYHOM PEeakLUMOHHOM cocyde OT KOMHaTHOW
TemnepaTtypbl Ao 200°C 0 TeveHue 2,5 4yacos, npu 280 - 300°C B Te4eHUe 2 4acoB M AaKT OXNagMTbCsl 40 KOMHATHOW
TemnepaTypbl. PeakynoHHyto cmecs neperoHsatoT(1,5mMm, 130 - 144°C) ¢ nonydeHvem 1071 ykasaHHOro B 3arofloBke
coefuHeHus, kKoTopoe 3aTtBepaesaeT npu ctoaHuu(T. nn. 50,5 - 52,5°C).

WK(MnHepanbHoe macno) 3334, 3079, 3022, 1671, 1634, 1498, 1493, 1433, 1425, 1328, 1280, 1248, 1156, 759,
707 cm™:

H NMR(300MHz, CDCl3) § 7.10-7.35, 3.53, 3.25, 2.84, 2.35, 1.8-2.0; MS(EI) m/z 189, 104,98,70.

Cragua 2

Mony4veHne 3-(2-meTunnponun)-1-(2-beHUnaTun)-2-nupposiManHoOHa

Pacteop 1-(2-cheHnnatun)-2-nupponuanHoHa(500mr, 2,64mmons) n TId(6mn) oxnaxgatot go -78°C. MmeeT mecTo
HeKoTopoe BbiNnageHne ocagka u gobasnstoT 2mn TIe. [JobasnawT pacTeop aunsonponunamuga nutua(dATIl, 1,4mn,
2,8Mmonb, 2,0M B rentaHe/TI®/aTnnbeH3one) M cmeck nepemelnsatoT npu -78°C B TedeHne 40 MUHYT, nonydas
TEMHO-KOpUYHEBbLIM pacTBop. K gaHHomy pactBopy aobaensioT 1-iog-2meTtunnponan(0,37mn, 3,2mMmornb). PactBopy
patT Harpetbes oT -78°C po 5°C B TeveHue 2,5 vacos. [locrne ocTaHOBKM peakuun HacbIWeHHbIM BOAHBIM XSIOpMaoM
ammMoHusa, BogHon obpaboTkn(EtOAc, MgSO,4) 1 ouncTkM MeTogoM KOMOHoYHOW XxpomaTtorpacdun(20% EtOAc/rekcaH)
nonyyatoT 642mr(99%) yka3aHHOro B 3arorfioBke coeguHeHns B Buae 6enoro TBepgoro Belectsa(T. nn. 69 - 71°C).

MK(MuHepansHoe macrio) 3032, 3002, 1665, 1632, 1499, 1441, 1425, 1303, 1271, 1168, 772, 745, 704, 619 cm™";

'H NMR(300MHz, CDCl3) § 7.15-7.40, 3.40-3.65, 3.10-3.20, 2.84, 235245 20522, 1.45-1.80,
1.10-1.25, 0.93, 0.89;

MS(EI) m/z 245, 189, 154, 126, 98, 54.

Cragmna 3
MonyyeHne TpeTOyTMN-3-(2-MeTUNNponumn)-2-okco-1-(2-peHnnaTn)-3-nupponuanHaleTara,
DATI(2,0M, 11,5mn, 23,0MMorb) nobasnsoT K pacTBopy

3-(2-meTunnponun)-1-(2-cbenHnnatun)-2-nupponuanHora(4,70r, 19,2mmone) n Tre(B80mn) npm -7 8°C. PactBop
nepemewnsaoT npu -78°C B TedyeHne 45 MuHyT 1 gobasnstoT TpeTOyTunbpomauetat(3,4mn, 23mmonb). PacTtBopy
no3BonsatoT HarpeTbes Ao 0°C B TeveHue 2 YacoB M OCTaBMAT MepeMellnBaTbCsl B TE@YEHUE HOYU MPU KOMHAaTHOM
TemnepaTtype. [locne OCTaHOBKM peakuuW HacbllWeHHbIM BOOHbIM XIOPMOOM aMMOHWS, BopHow obpaboTku(EtOAcC,
MgSO,4) 1 o4nCTKM No MeTomy KoroHoYHon xpomaTorpadpmmn(10% EtOAc/5% CHoClo/rekcan) nonydatot 4,67mr(68%)
yKa3aHHOro B 3arorioBke coeduHeHWs B Buae OeclBeTHoro macna. AHanuTuyeckuin obpasel KpucTannusyloT K3
rekcaHa(t. nn. 50°C).

UK(Gkuak) 2957, 2930, 2870, 1728, 1688, 1497, 1455, 1444, 1429, 1367, 1347, 1278, 1258, 1156, 701 cm™";

"H NMR(300MHz, CDCl3) & 7.15-7.35, 3.6-3.75, 3.35-3.5, 3.15-3.25, 2.85, 243, 2.0522, 1.9-2.0,
1.55-1.7, 1.35-1.5, 1.42, 0.88, 0.86;

MS(EI) m/z 359, 303, 286, 268, 247, 212, 184, 166, 156, 138, 105.

Craguna 4
MNony4yeHne 3-(2-meTnnnponun)-2-okco-1-(2-heHnnaT)-3-NpponnNanHYKCYCHOM KWUCNOTbI PactBop
TpeTbyTnn-3-(2-MmeTunnponun)-2-okco-1-(2-beHnnaTinn) -3-nupponunguHavetarta(659wmr, 1,83Mmmonb),

TpUdTOPYKCYCHOM KncnoThl(6,5mMn) n CH,Cly(6,5Mn) nepemeluBaloT nNpu KOMHaTHOW TemnepaTtype B TedeHue 1 vaca.
PactBop koHUeHTpupytoT us CH,Cpa,(3x50mn) pactBopsitoT B 1H NaOH(10Mn) M OCHOBHbIA CrOW 3KCTparvpyoTt
pob6asneHnem Et,O(2x25). 3HadeHne pH ocHoBHoro crnoa gosogat Ao pH 1 61 NCI. Kucnein crioi akcTparvpyioTt
CH5Cly(2x25mn), obbeauHeHHble CH,Cly, crniom cywat(MgSCy), UNbTPYrOT U KOHUEHTPUPYIOT C  MNOSyYeHueMm
511Mr(92%) ykazaHHOro B 3arorioBke coeguHeHusa B Buae beclBeTHoro macna.

WK(mnHepanbHoe macno) 3065, 3029, 1738, 1647, 1497, 1440, 1304, 1213, 1183, 1171, 1152, 1112, 756, 733,
701 cm™:

'H NMR(300MHz, CDCls3) § 7.10-7.35, 3.50-3.70, 3.15-3.35, 2.89, 2.55, 2.05-2.15, 1.60-1.85, 1.57, 1.36, 0.91, 0.87;

MS(EI) m/z 303, 247, 213, 212, 184, 166, 156, 138, 105, 104.

Craguna 5

[MonydeHne N-rugpokcu-3-(2-metTnnnponun)-2-okco-1-(2-peHnnaTun)-3-nupponuamHaletammaa

Teepabii 1-(3-gumeTunamvHonponun)-3-atunkapbogmmmmarngpoxnopna(d0K, 451wr, 2,35Mmonb) gobasnatoT K
pacTBopy 3-(2-meTunnponun)-2-okco-1-(2-peHnnaTn)-3-NnpponuanHYKCY CHOM kncnotol(595wmr, 1,96MmMoOnNb),
1-rngpokcnbensotpnasonrmgpata(lOBT, 281mr, 2,08mMmonb) u  4-meTunmopdponmHa(0,26mn, 2,4Mmonb) B
CH,Clp(19mn) u AM®(4mn) npu 0°C. Pacteop nepemelunaioT npu 0°C B TedeHue 1 vaca, a 3atem [o6aBNAOT YMCTLIA
pacTtBop rugpokcunamuHrugpoxnopuga(204mr, 2,94mmons) n 4-metunmopdponuua(0,32mn, 2,9mmons) B MD(2,7mn).
MNMocne nepemellBaHMA NPY KOMHATHOW TeMnepaType B TeY4eHUEe HOYU CMEeCb KOHLEHTPUPYIOT B rry6oKkom Bakyyme u
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noaBepratoT OYMCTKE MEeTOAOM KOMoHOYHOW XpomaTtorpacdhun(3% MeOH/CH,Cl,). Kpuctannmsauymsa na Et,Of/rekcana
noseonset nonyydnts 193mr(31%) ykaszaHHOro B 3aronoBke COedMHeHWs B Buae Geroro TBephoro BellecTBa(T. nn.
123-124°C).

WK(MuHepanesHoe macrno) 3205, 3071, 3026, 1664, 1638, 1496, 1353, 1316, 1296, 1283, 1271, 1078, 982, 751,
705 cm™:

"H NMR(300MHz, CDCl3) § 7.15-7.35, 3.55, 3.10-3.30, 2.84, 2.39, 1.85-2.20, 1.55-1.75, 1.50, 1.32, 0.88, 0.85;

MS(EI) m/z 318, 227, 211, 193, 182, 166, 154, 138, 110, 105.

Mpumep 2

Mony4veHne(3S)-N-IMmapoken-3-(2-meTunnponun)-2-okco-1-(2-peHnnaTun)-3-nupponugmHaletramunaa

N
o g

OON

PasgeneHne TpeTOyTUN-3-(2-METUNNPONIK)-2-0KCO-1-(2-cheHnnaTn)-3-nupponuanHayetara. PactBop 50Mr/mn
pauemudeckoro TpeToyTun-3-(2-meTunnponun)-2-okco-1-(2-beHnnatun)-3-nupponuanHadetata(lpumep 1, ctagus 3)
roTOBAIT B NOABMXHOW dhase, koTopasa coctouT n3 10% usonponaHona B rekcaHe(no o6bemy). AnukeoTbl 3,5mMn(175mr)
BBOAAT B konoHky Chiralpak AD 2,1 k 25cm(Chiral Technologies, Inc.). Ontoyunio Yepes KOMOHKY OCYLLECTBAAKT CO
ckopocTbto 10MN/MUH, a perncTpauuio npoeodsaT npu 220HM. [lBa sHaHTMOMepa cobupatoT, UCMonb3ys nporpammy
y3HaBaHUsi MNWKOB W hpakumm cobupaloT cooTBeTCTBeHHO. Kaxabi 3HaHTMoMep nonyyawT ¢ >99% au.
OHaHTUOMeEpHbI  U30bITOK onpedenanu Ha konoHke Chiralpak AD 0,46 x 25cm(Chiral Technologies, Inc.),
3MIOUPOBAHHON TEM XXe pacTBOpUTENEM CO CKOPOCTbIo 0,5MN/MUH U C PErMCTPUPYIOLLMM YCTPOUCTBOM, YCTAHOBINEHHbIM
Ha 220HM. 3Ha4YeHNs BpeMeHn yaepXxnBaHmsa sgeck coctaBnaoT 12,2 n 23,0 MUHYT(q = 2,61).

Crnenys obuwen metoauke, uanoxkeHHor B [Npumepe 1(ctagumn 4-5), ncnonb3ys He3HaYUTENbHbIE U3MEHEHNUS,
nexogsa n3(B)-TpeTbyTNNn-3-(2-MeTmunnponun)-2-okco-1-(2-cbeHnnatun)-3-nupponuanHaletara(éonee ObicTpO
BbIMbIBEEMbI SHAHTUOMEP, ONMUCAHHBIV BbILLE), NOMYYalT yka3aHHOE B 3arofioBke coefuHeHune.

H NMR(300MHz, CDCls) § 7.10-7.35, 3.40-3.70, 3.10-3.30, 2.75-2.95, 2.38, 1.15-2.20, 0.75-1.00.

Mpumep 3

MonyveHne N-rugpokcu-o-meTun-3-(2-metunnponun)-2-okco-1-(2-peHnnaTun)-3-npponugnHayeramuaa
CHy
H HC CH,

N
HOT ¢

I

Ctagus 1 MNony4yeHne TpeTOyTun-o-MeTun-3-(2-MeTUNNPOnnn)-2-okco-1-(2-peHnnaTnn)-3-nupponuanHalerara
OAJI(1,5mn, 3,0Mmmonb, 2,0M B rentaHe/ T d/aTunGeHsone) pnobaendaT K pacTBopy
TpeTbyTnn-3-(2-MmeTunnponun)-2-okco-1-(2-beHnnaTnn)-3-nmpponmanHauetara(967mr, 2,69vmonsb) u  TId(11,0mm)
npu -78°C. PacTtBop nepemewwuBatoT npu -78°C B TeveHne 30 MUHYT M 3aTeM pobaenstoT hogmetaH(0,19mn,
3,1'Mmonb). PactBop nepemewmBaioT npu -78°C B TedeHMe 2 4acoB WM 3aTeM pacTBOpPY NO3BONSAIOT MeANeHHO
HarpeTbCcsi 4O KOMHAaTHOW TemnepaTypbl B TedeHue Houu. BopgHaa obpabotka(EtOAc, MgSO 4) M ounctka mMeTodoM
dnaw-xpomatorpacduun(1:1 rekcaH:EtOAc) nossonsaT nonyunts 791Mr(79%) ykazaHHOro B 3arofloBKe COeduHEeHWsa B

BMOe Macna.

WK(kuak.) 2975, 2956, 2931, 2869, 1724, 1686, 1497, 1455, 1429, 1367, 1279, 1257, 1153, 1114, 700, cm™";

"H NMR(300MHz, CDCl3) & 7.15-7.35, 3.60-3.75, 3.30-3.45, 3.25, 2.82, 265 225240, 1.50-1.80,
1.35-1.50, 1.40, 1.12, 0.86, 0.84;

MS(EI) m/z 373, 317, 300, 282, 261, 227, 226, 152, 105, 104, 57.

Cranus 2 lNonyveHne o-MeTun-3-(2-MeTnnnponun)-2-okco-1-(2-hbeHnnaTinn)-3-nMpposiManHyKCyCHON KUCNOThbI

TOY(10,0mn) nobaenstoT K pacTBopy
TPeTbyTUNT-o-MeTUN-3-(2-METUANPONUIT)-2-0KkCco-1-(2-cheHnnaTun)-3-nupponuanHaletata(780mr, 2,09Mmorb) n
CH5Cly(10mm) npu 0°C. PacTtBop nepemewwBatoT B TedeHue 2,5 yacoB npu 0°C m 1,5 yacoB npu KOMHaTHOM
Temnepatype. [locrne KOHUEHTpUpoBaHMa ocTaTok pasgenstoT mexay EtOAc u Bogon. OpraHudeckuin crnow
aKcTparmpytoT Heckonbko pa3 10% NaOH, obbenuHeHHble OCHOBHble crnow nogkucnstoT(4H HCI) n kucnble crion
3KCTparupytoT Heckonbko pa3 CH,Cly,. CHoCly crion cywat(MgSO,), punbTpyoT U KOHUEHTPUPYIOT C NofnyveHnem
79Mr(12%) ykasaHHOro B 3arofioBke coefivHeHusi B Buae 6enoro TBepgoro Bewectsa(T. nn. 94-95°).

WK(MnHepanbHoe macro) 2400, 1731, 1616, 1505, 1497, 1488, 1443, 1354, 1326, 1289, 1266, 745, 736, 702,
607, cm™:

"H NMR(300MHz, CDClg) § 7.15-7.35, 3.65-3.85, 3.45-3.60, 3.20-3.40, 2.90, 2.59, 1.50-2.10, 1.06, 0.89, 0.85;

MS(EI) m/z 317, 261, 227, 226, 216, 180, 152, 105, 104, 55.

Craguna 3

MonyyeHne N-6eH3UNoKCn-o-MeTuN-3-(2-MeTunnponu)-2-okco-1-(2-cbeHnnatun)-3-nnpponuanHalerammaa
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K pactBopy  o-MeTUn-3-(2-MeTunnponun)-2-okco-1-(2-peHnn-atun)-3-nuppormanHyKCyCcHon kncnotbl(74,0mr,
0,233mmonb) u CH5Clx(2,0mn) pobaensot CDI(39,7vr, 0,245MMonb). PacTBop nepemelunBaioT B TedeHne 1 Yaca npu
KOMHaTHon Temnepatype. K Hemy pobaensiot O-6enHsmnrugpokcunammd  HCI(63,2mr, 0,396Mmonb)
N-meTunmopdonnH(44 mkn, 0,40Mmornb). MNony4YeHHbI pacTBOp NepemMeLLnBAalOT B TeveHne 16 4acoB Npu KOMHaTHOW
Temnepatype. BogHasa obpabotka(CH ,Cly, MgSO,4) v ounctka metomom dnawxpomatorpacdpun(2:1 EtOAc:rekcaH)
nossonatoT nony4ntb 88,1Mr(89%) ykaszaHHOro B 3arosioBke CoefMHeHnsa B BUAe Macna.

WKGkuak.) 3230, 3063, 3029, 2956, 2936, 2869, 1664, 1497, 1454, 1367, 1310, 1282, 1029, 748, 699 cm™*;

"H NMR(300MHz, CDCl3) & 10.16, 7.10-7.45 4.87, 3.35-3.60), 3.10-3.30, 2.81, 242, 2.10-2.30,
1.75-1.90, 1.35-1.70, 1.05, 0.85, 0.79;

MS(EI) m/z 422, 300, 225, 196, 152, 105, 104, 91, 77, 69, 55.

Craguna 4

MonyveHne N-rugpokcn-o-meTun-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-npponugnHayetramuaa

Cmecb N-6eH3UNoKCH-o.-MeTUN-3-(2-MeTUNNPonmnmn)-2-okco-1-(2-peHnnatnn)-3-nupponuanHavetamuaa(80,0wmr,
0,189mmonb), MeOH(4,5mn) w kaTanusatopa Pearlman(15mr) nomelwaT B armocdepy Bogopoaa. Cmech
nepemMelLnBalOT NPW KOMHaTHOW TeMmnepatype B TedeHne 4 4yacoB. Cmecb uUnbTPYyOT, TBepable BellecTBa
npomeiBaloT MeOH(4x5mn) n dpunbTpaT KOHUEHTpUpYT ¢ nonydeHnem 55,9vr macna. Kpucrannusayms us rekcaHa
noseonseT nonyynTe 46,9mr(75%) ykaszaHHOro B 3arorioBke coeguHeHus B Buae Genoro TBepgoro Bewectsa(T. non.
107-108°C).

WK(MnHepanbHoe macrno) 3227, 3044, 3026, 1658, 1641, 1498, 1436, 1294, 1262, 1031, 774, 735, 713, 695, 611
cm™;

MS(FAB) m/z 333, 332, 301, 300, 272, 105, 69, 55, 41.

Mpumep 4

[Mony4yeHne o
-[2-(1,3-anrmapo-1,3-gnokco-2H-n3onHgon-2-mn)atunl-N-rugpokcun-3-(2-meTunnponun)-2-okco-1-(2-cheHnnatun)-3-nnupp
onuavHaletaMmuaa

H

N0
N
. i

H
HO/N\
3
Cragusa 1
MonyyeHne TpeTbyTnn-3-(2-MeTnnnponun)-2-okco-1-(2-peHnnaTnn)-o-(NponeH-2-nn)-3-nupponuanHalerara
OAJI(2,0M, 7,7vn, 16MMonb) nobaensoT K pacTBopy

TpeTbyTnn-3-(2-meTunnponun)-2-okco-1-(2-peHnnaTtun)-3-nupponuanH-auetara(lpumep 1, cragua 3; 4,62r,
12,9vmonb) n TrPE5mn) npu -78°C. PactBop nepemewmsawT npu -78°C B TedyeHnne 45 MuHYT M gobaensioT
annunbpomung(1,3mn, 16mmonb). PacTtBopy nossonsitoT HarpeTbcs o 0°C B TeyeHMe 2 4acoB WM OCTaBRAwT
nepemMelLnBaTbCs B TeYeHWe HOYM MpU KOMHAaTHOW TemnepaTtype. [ocrne OCTaHOBKM peakuuy HacblleHHbIM BOOHbIM
XIopMaoOM ammMoHus, BogHol obpaboTkn(EtOAc, MgSO,4) 1 O4UCTKM METOAOM KOMOHOYHOW Xpomatorpacumn(2:1:17(no
o6bemy) EtOAc:CH,Cl,: rekcaH) nonyyatoT 4,43mr(86%) ykasaHHOro B 3arorfioBKe COEAMHEHUsI B BMAE XXeNToro Macna,
KoTOpoe 3aTBepaeBaeT npu ctoaHUnU(T. nn. 54,5-56°C).

WK(MnHepanbHoe macno) 1712, 1686, 1641, 1497, 1432, 1298, 1281, 1270, 1250, 1237, 1205, 1155, 912, 752,
702, cm™;

"H NMR(300MHz, CDClg) s 7.15-7.35, 5.65-5.8, 4.95-51, 3.55-3.7, 3.3-345, 3.15-325, 2.82, 253,
2.2-2.5, 1.7-1.85, 1.5-1.65, 1.35-1.45, 1.40, 0.87, 0.83;

MS(EI) m/z 399,343, 326, 308, 253, 252, 234, 202, 105, 57.

Cragua 2

MonyyeHne TpeTOyTUN-g-(2-rmapoKkcnaT)-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-nupponvanHaglertara
Yepes pactBop
TpeTbyTnn-3-(2-MmeTunnponun)-2-okco-1-(2-beHnnaTnn)- o-(nponeH-2-un)-3-nupponugmHadetara(s555mr, 1,39MmMonb) u
EtOH(12mn) nponyckaloT 030H npun -78°C B TedeHne 5 MMHYT. 3aTeM Yepes pacTBop B TedeHne 5 MUHYT nponyckatoT
asoT. [lobanstoT Goprngpug HaTpusa(79mr, 2, 1MMOrb) U CMeCK NO3BOMAOT MeOSIeHHO HarpeTbCcs U ee nepemeLllnBalT
Npu KOMHATHOM TemnepaType B Te4yeHue Houu. CMeCb KOHLIEHTPUPYHT MoYTM Aocyxa W NOABepraloT BogHOM
obpaboTke(EtOAc, MgSO,) ¢ nomnydeHvem 511Mr(91%) ykasaHHOro B 3arofioBke coefduHeHus B Bude OecLBeTHOro
macra.

MK(knak.) 2957, 2931, 2870, 1720, 1672, 1671, 1497, 1455, 1392, 1367, 1282, 1257, 1152, 1055, 701 cm™";

"H NMR(300MHz, CDCls) & 7.15-7.35, 3.55-3.75, 3.35-345, 3.15-3.25, 2.82, 2.61, 2.3-245 1.852.0,
1.65-1.8, 1.35-1.60, 1.43, 0.87, 0.83;

MS(EI) m/z 403, 347, 330, 291, 270, 256, 238, 227, 202, 181, 105, 104.

Craguna 3

Mony4veHune
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TpeToyTun-o-[2-(1,3-anrnapo-1,3-guokco-2H-n3onHgon-2-un)atunl-3-(2-meTunnponun)-2-okco-1-(2-cbeHnnatnn)-3-nup
ponuavHavlerTaTa

K cmecun
TPeTOYTUM-a-(2-rMaPOKCUITII)-3-(2-MeTUNNpPONUI)-2-okco-1-(2-cbeHnnaTun)-3-nupponmanHaletata(468mr,
1,16Mmonb), TpudpeHundocohunHa(304mr, 1,16mMmonb), dTanumuga(171mr, 1,16mmonb) n TIP(10mn) gobaenstoT
anasTtunasogukapboken-nat(182mkn, 1,16MMONbL) NpyM KOMHATHON TemnepaType. CMech OCTaBnAT NepemMellnBaThcs B
TEeYEeHMEe HOYM U KOHLEHTpUpyloT. O4nCcTKa MEeTOAOM KOMOHOYHOW XpomaTtorpacdun(2 konoHku, 5% auetoH/CHoCly 1
10% EtOAc/rekcaH) nossonseT nomnydnTte 327Mr(51%) ykasaHHOro B 3arofioBke coefguHeHWs B Bude OecLBeTHOro
macna.

WK(kuak.) 2956, 2932, 1773, 1716, 1685, 1467, 1454, 1438, 1397, 1368, 1299, 1255, 1152, 720, 701 cm™";

"H NMR(300MHz, CDCl3) & 7.8-7.9, 7.65-7.75, 7.15-7.35, 3.55-3.8, 3.3-3.4, 3.15-325 280, 251,
2.3-2.4,2.0-2.15, 1.8-1.95, 1.6-1.8, 1.35-1.6, 1.46, 0.85, 0.82;

MS(EI) m/z 532, 476, 459, 441, 420, 385, 339, 311, 245, 202, 160, 105.

Cragus 4

MonyyeHune ¢
-[2-(1,3-anrnapo-1,3-anokco-2H-n3onHgon-2-un)atunl-3-(2-meTmnnnponun)-2-okco-1-(2-beHnnaTnn)-3-NMpponuanHyKcy
CHOWN KNCIOTbI

K pacTtBopy
TpeTbyTun-o-[2-(1,3-aurngpo-1,3-guokco-2H-nsonHgon-2-un)atun]-3-(2-MeTnnnponun)-2-okco-1-(2-cpeHnnatun)-3-nup
ponuavHauetaTa(282mr, 0,507mmonb) B CHoCly(4,0mn) npu 0°C pgobaBnaioT TpUTOPYKCYCHYH KMCnoTy(2,0mn).
PactBop nepemellnBatoT B TedeHne 1 yaca npu 0°C. [1oGaBnsoT BTOPYO NOPLMIO TPUPTOPYKCYCHON KMCNOThI(2,0Mm) 1
pactBop nepemewnBaoT B TedeHne 30 MuHyT npu 0°C n B TedeHne 30 MUHYT MNpM KOMHATHOW TemrnepaType.
KoHueHTpupoBaHue n BogHasa obpabotka(CH,Cly, MgSO,) nossonstoT nonyyuntb 217mMr(90%) ykasaHHOro B 3arofioBke
coenuHeHnsa B Buae GeclBeTHOro Macna.

MK(MuHepansHoe macrio) 1711, 1606, 1509, 1498, 1485, 1445, 1403, 1359, 1295, 1262, 1244, 1111, 704 cm™*;

'H NMR(300MHz, CDCly) § 7.85-7.9, 7.7-7.8, 7.15 6.9-7.0, 3.7-39, 355365 3.3535 3.253.35,
2.75-2.95, 2.49, 2.0-2.1, 1.80-1.95, 1.65-1.75, 1.5-1.65, 1.2-1.45, 0.91, 0.84;

MS(EI) m/z 476, 420, 385, 339, 311, 272, 258, 202, 160, 105.

Craguna 5

MonyyeHune
N-6eH3unnoken-g-[2-(1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-un)atun]-3-(2-MeTunnponun)-2-okco-1-(2-cheHnnatun)-3-
nupponuanHaleTamuga

K
pacteopy «a-[2-(1,3-anrnapo-1,3-anokco-2H-n3omnHgon-2-un)atnnl-3-(2-metunnponun)-2-okco-1-(2-peHnnastun)-3-nmpp
Oonu-guHyKcycHow kucnoTbl(202mr, 0,424mmonb) n CH,Clo(3,2mn) pobGaensitor CDI(82mr, 0,51mmonb). Pactsop
nepemelwwBaloT B TedeHMe 1 4yaca npu KomHaTHOW Temnepatype. K Hemy nocnegoBaTensHo pfo6aensioT
O-6eHaunrugpokcunammHrngpoxnopua(98mr, 0,614mmone) u  4-metunmopdonuH(84mkn, 0,76MMoNnb) U pacTBop
OCTaBNAIOT NepeMeLLnBaTbCs B TEYeHWe HOYM NpU KOMHaTHOM Temnepatype. BogHaa obpabotka(CH 5,Cly, MgSO,) 1
Oo4MCTKa MO MeTody KOMOHOYHOW XpomaTtorpacdun(2% auetoHa/CH,Cly) nossonstoT nonyunts 120Mr(49%) ykazaHHoOro
B 3arofiloBke coefguHeHus B Buae becupeTHoro macna.

WK(MnHepanbHoe macno) 1773, 1715, 1683, 1663, 1662, 1497, 1398, 1340, 1301, 1270, 1038, 1030, 748, 699
cm™;

'H NMR(300MHz, CDCl;) § 7.8-7.9, 7.7-7.8, 7.05-7.55, 493, 35538, 348 3.1-32, 277, 21523,
1.7-1.9, 1.35-1.65, 0.80, 0.73;

MS(FAB) m/z 582, 459, 431, 160, 105, 91.

Cragunsa 6

[Mony4veHune o
-[2-(1,3-anrnapo-1,3-guokco-2H-n3onHgon-2-un)atunl-N-rugpokcun-3-(2-meTunnponun)-2-okco-1-(2-cheHnnaTun)-3-nupp
onuavHaletamuga

Cwmecb
N-6eH3unoken-o-[2-(1,3-gurngpo-1,3-guokco-2H-n30-nHaon-2-un)atun]-3-(2-metTunnponusn)-2-okco-1-(2-cbeHnnaTnn)-3
-nupponuanHauetamuaa(s8mr, 0,10mMmonb) n 5% Pd/C(20Mr) nepemelwunBaioT B TeveHne 1,5 4acoB npu KOMHaTHOW
TemnepaType B aTMocdepe Bogopoga. [JobasnsaoT rugpokema nannagua Ha yrne(10mr) n cmeck nepemelumBaloT B
aTMocdpepe Bopopoga Npu KOMHaTHOW Temnepatype B TedeHue 6 4vacoB. Cmecb unbTpyloT M dunbtpat
KOHLeHTpupytoT. O4YnCTKa METOOOM KOMOHOYHOW xpomatorpadunn(5% MeOH/EtOAc) nossonsieT nonydnts 39Mr(51%)
mMacna, kotopoe kpuctannuaytoT us EtOAc/rekcana ¢ nonydeHnem 2 9mr(59%) ykasaHHOro B 3arosioBke coeguHeHus B
Buae 6enoro TBepgoro Belectea(T. nn. 158-159°C) .

WK(MnHepanbHoe macno) 3212, 3101, 3087, 3005, 1773, 1711, 1659, 1495, 1444, 1401, 1310, 1292, 1040, 706
cm-1.

"H NMR(300MHz, CDCl;) § 10.19, 7.8-79, 7.7-7.8, 7.05-7.35, 6.9-7.0, 3.3-3.8, 3.19, 279, 2.39,
2.1-2.3, 1.75-2.0, 1.35-1.7, 0.83, 0.76;

MS(EI) m/z 491, 459, 435, 419, 400, 375, 355, 327, 262, 261, 245, 202, 160, 105.

Mpumep 5
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Mony4eHne(3S)-a
-[2-(1,3-Onrngpo-1,3-grokco-2H-n3onHgon-2-un)atunl-N-rugpokcn-3-(2-meTunnponun)-2-okco-1-(2-oeHnnatnn)-3-nup
ponvavHaleTaMmuaa

.

N

|\} CHy

H
N

Cnepysa obuweli metoguke, u3noxeHHon B [pumepe 4, M UCNONb3ys He3HauMTerNbHble Bapuauuu, KUcxons
n3(S)-TpeTbyTun-3-(2-MeTnnnponmn)-2-okco-1-(2-cpeHunatun)-3-nupponuanHayetara(llpumep 2, ©Gonee GbICTpo
BbIMbIBAIOLLMIACA d3HAHTUOMEP), NONy4alT yKasaHHoe B 3arofioBke coeguHeHue(t.nn. 102-105°C).

WK(mnHepanbHoe macno) 3546, 3172, 3087, 3064, 3024, 1770, 1717, 1665, 1497, 1434, 1407, 1303, 746, 725,
703 cm™;

'H NMR(300MHz, CDCl;) § 7.80-7.90, 7.65-7.80, 7.05-7.35, 6.80, 3.25-3.80, 3.10-3.25, 2.79, 2.35-2.45,
2.10-2.30, 1.75-2.00, 1.30-1.75, 0.83, 0.76;

MS(EI) m/z 491, 459, 435, 431, 327, 262, 261, 244, 160, 105.

Mpumep 6

[Mony4veHune ¢,
-[2-(1,3-anrnagpo-1,3-guokco-2H-HadTonszonHgon-2-mn)atunl-N-rugpokcun-3-(2-MeTunnponun)-2-okco-1-(2-heHnnaTmn)-
3-nupponuavnHaleTaMmaa

¢ 2
-

0 O on
L 3
o ! CH,
HO” \ﬁ

Cnegysa oblen MeToguke, uanoxeHHon B [Mpumepe 4, Mcnonb3ys He3HauMTernbHble Bapuayuu, ncxogs us
TpeTbyTnn-o-(2-rnapokcnmaTm)-3-(2-MeTUINpPonuI)-2-okco-1-(2-cbeHnnatun)-3-nupponnanHalerara v
2,3-HacbTannHgukapbokcMMmaa, nony4arT ykasaHHoe B 3arorioBke coeguHeHune(T.nn. 203-205°C) .

WK(MnHepanbHoe macno) 3216, 3061, 3028, 1767, 1703, 1662, 1515, 1497, 1437, 1394 1343, 1131, 769, 765,
616 cm™:

"H NMR(300MHz, CDCl) s 8.31, 7.95-8.10, 7.60-7.75, 6.90-7.35, 3.30-3.90, 3.18, 278, 2.35-2.50,
2.15-2.35, 1.75-2.10, 1.35-1.75, 0.82, 0.75;

MS(EI) m/z 541, 485, 262, 261, 245, 210, 202, 180, 154, 105, 56.

Mpumep 7

MonyveHne N-rugpokcn-3-(2-metnnnponun)-2-okco-1-(2-peHnnatun)-o-[2-(4,5,6,7-Tetpadptop-1,3-aurngpo-1,
3-anokco-2H-n3onHgon-2-nn)aTun]-3-nnpponvanHaletammaga

FF
Fﬁ;z':
0F =0
n
o

HO/ ~,

Cnepys oblen MeToguke, nanoxeHHon B [Mpumepe 4, Mcnonb3ys He3HauuTenbHble Bapuauuu, ucxogs us
TpeTbyTUM-o-(2-rMapoKCMaTUM)-3-(2-METUANPONUIT)-2-0KCO-1-(2-cheHnnaTun)-3-nnpponnanH-aLeTata 1
TeTpadpTopdTanumMmmaa, nonyvaroT ykasaHHoe B 3arofioBke coeguHenune(T. nn. 172,5-173,5°C).

WK(MnHepanbHoe macno) 3216, 1724, 1712, 1664, 1639, 1514, 1503, 1418, 1341, 1301, 1156, 1038, 948, 940,
754 cm™:

H NMR(300MHz, CDCl5) § 8.89, 7.47, 6.95-7.35, 3.35-3.80, 3.10-3.35, 2.79, 2.38, 1.30-2.30, 0.85, 0.80;

MS(EI) m/z 563, 507, 454, 261, 245, 202, 154, 110, 105, 104, 55.

Mpumep 8

MonyyeHune ¢
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-[2-(5,6-anxnop-1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-un)atun]-N-rugpokcmn-3-(2-meTunnponun)-2-okco-1-(2-cbeHnna
TMN)-3-NnupponuanHaletTaMmuaa
oG

N
CHa
AN
1 CHy
Ho’N\c
H
90

Cnepys oblen MeToguke, ManoxeHHon B [Mpumepe 4, Mcnonb3ys He3HauuTenbHble Bapuauuu, ucxogs us
TpeTbyTUM-o~(2-rMapPoKCn-3TNN)-3-(2-MeTUNNPONKM)-2-0KCo-1-(2-heHNN3TUM)-3-NupponuanH-aLetTaTa u
4,5-guxnopdTanMmuaa, nonyyaT yKkazaHHOe B 3arofioBke coeanHeHune(t.nn. 207-208°C) .

WK(MnHepanbHoe macno) 3173, 3070, 1775, 1709, 1667, 1630, 1441, 1434, 1401, 1330, 1278, 1033, 749, 706,
601 cm™:

"H NMR(300MHz, CDCl3) & 10.18, 891, 7.89, 7.42, 7.00-7.40, 3.35-3.80, 3.05-3.35, 278, 2.38,
2.05-2.30, 1.30-2.05, 0.83, 0.78;

MS(EI) m/z 559, 505, 503, 262, 261, 245, 244, 230, 228, 202, 105.

Mpumep 9

[Mony4veHune ¢
-[2-(5-amunHo-1,3-gurnagpo-1,3-anokco-2H-nsonHgon-2-un)stun]-N-rmgpokcn-3-(2-metunnponun)-2-okco-1-(2-peHnnaTtu
n)-3-nmp:‘ﬁonmnMHaueTammqa

2

CHy
HO ﬁ

Cnepys obuen MeToguke, nanoxeHHon B [Mpumepe 4, Mcnonb3ys He3HauuTerbHble Bapuauuu, ucxogs us
TpeTbyTuM-o-(2-rnapoKcn-sTnn)-3-(2-MeTUNNponun)-2-okco-1-(2-beHnnaTnn)-3-nupponuanHaleTtara 1
4-amuHopTanMMmnaa, nonyyatoT ykasaHHoe B 3arofioBke coeguHeHune(t. nn. 187 - 188°C).

"H NMR(300MHz, CDCl3) s 7.56, 7.10-7.35, 7.01, 6.83, 3.30-3.70, 3.15-3.30, 2.80, 2.35-2.50, 2.15-2.30,
1.70-1.95, 1.20-1.60, 0.83, 0.75.

Mpumep 10

[Mony4veHune
N-rugpokcun-3-(2-metunnponun)- o-[2-(4-Hntpo-1,3-gurngpo-1,3-anokco-2H-n3onHaon-2-nn)aTunn]-2-okco-1-(2-cheHnnsT
un)-3-nupponuanHayeramuaa

H
N\C

N
N0
S
I}
0

LA

Cnepys oblen MeToguke, ManoxeHHon B [Mpumepe 4, Mcnonb3ys He3HauuTenbHble Bapuauuu, ucxogs u3s
TpeTbyTUM-o~(2-rMapoKCcnaThM)-3-(2-METUANPONIUIT)-2-0KCO-1-(2-heHnNaTIN)-3-NnpponuanHaleTata u
3-HUTpodhbTannmMuaa, nony4yalrT YkasaHHOe B 3arofioBke coegunHeHmne(T. nn. 136 - 138°C).

WK(mnHepanbHoe macno) 3189, 3096, 3069, 1720, 1695, 1655, 1545, 1496, 1429, 1400, 1347, 1306, 1043, 749,
707 cm™:

'H NMR(300MHz, CDCl;) s 8.05-8.15, 7.85-7.95 7.05-7.35, 3.35-3.85, 3.10-3.25, 2.79, 2.35-2.50,
2.10-2.25, 1.75-2.05, 1.35-1.70, 0.85, 0.79;

MS(FAB) m/z 537, 536, 523, 521, 505, 504, 476, 105, 104.

Mpumep 11

Mony4yeHune
N-rugpokcu-3-(2-metunnponun)- o-[2-(5-Hntpo-1,3-gurngpo-1,3-anokco-2H-n3onHaon-2-nn)atun]-2-okco-1-(2-cbeHnnst
un)-3-nupponuanHayeramuaa

-

0,
CHy
CHa
HO
N
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N

Oz
OO oy,
l\ CHy
~¢

1]

Cnepysa oblen MeToguke, uanoxeHHon B [lpumepe 4, Mcnonb3ys He3HauMTerbHble Bapuayuu, ucxogs us
TpeTbyTnn-o-(2-rnapokcn-aTinn)-3-(2-MmeTnnnponun)-2-okco-1-(2-beHnnaTun)-3-nupponuanH-auetata 1
4-HnTpochbTanumMmmaa, Nony4varT ykaszaHHOe B 3arorioBke coeanHeHne(T. nn. 161 - 162°C).

WK(mnHepanbHoe macrno) 3158, 3106, 3060, 3027, 1707, 1664, 1543, 1496, 1434, 1411, 1344, 1132, 725, 719,
700 cm™:

'H NMR(300MHz, CDCl;) s 8.65, 8.59, 8.04, 7.05-7.35, 3.35-3.90, 3.10-3.25, 2.79, 2.35-2.50, 2.10-2.30,
1.75-2.05, 1.35-1.75, 0.84, 0.79;

MS(FAB) m/z 537, 523, 522, 504, 476, 202, 105.

Mpumep 12

[Mony4veHune o
-[2-(4-pTOp-1,3-aurngpo-1,3-guokco-2H-nsonHaon-2-nn)atnn]-N-rugpokcn-3-(2-meTnnnponunn)-2-okco-1-(2-beHnnatun
)-3-nupponvanHalyetTammaa

H
Ho’N

Cnegys obuen MeToguke, nanoxeHHon B [Mpumepe 4, Mcnonb3ys He3HauuTenbHble Bapuauuu, ucxogs u3s
TpeTbyTUn-o-(2-rnapoKkcn-sTnn)-3-(2-MeTUnNnponun)-2-okco-1-(2-beHnnaTnn)-3-nupponuanHaleTara 1
3-cbTopdTanumuaa, nonyyaT ykasaHHOe.B 3arorioBke coegmHeHne(t. nn. 145 - 146°C).

WK(mnHepanbHoe macno) 3205, 3065, 3028, 1776, 1717, 1657, 1611, 1497, 1483, 1399, 1349, 1303, 1255, 746,
701 cm™:

'H NMR(300MHz, CDCl3) § 7.55-7.80, 7.36, 6.80-7.35, 3.35-3.85, 3.05-3.30, 2.79, 2.30-2.55, 2.05-2.30,
1.70-2.00, 1.35-1.70, 0.83, 0.78;

MS(EI) m/z 509, 477, 453, 449, 345, 262, 261, 178, 105, 104.

Mpumep 13

[Mony4veHune o
-(2-(4,7-pndpTop-1,3-gurnapo-1,3-anokco-2H-n3onHaon-2-un)stun]-N-rugpokcn-3-(2-metunnponus)-2-okco-1-(2
dheHnNaTUN)-3-NnnupponvanHaletTammaa

Cnepys obuen MeToguke, u3noxeHHon B [Mpumepe 4, Mcnonb3ys He3HauMTerbHble Bapuauuu, ucxogs us
TpeTbyTnM-o-(2-rMapoKecnaThm)-3-(2-MeTUANPONKIT)-2-0KCO-1-(2-cheHnnaTun)-3-nnpponuanHaleTara v
3,6-audTopdTanMmuaa, nonyyarT ykasaHHoe B 3arosfioBke coeauHeHune(T. nn. 131 - 132°C).

WK(MnHepanbHoe macrno) 3196, 3029, 1779, 1721, 1657, 1495, 1421, 1395, 1359, 1263, 1256, 911, 908, 753,
697 cm™:

'H NMR(300MHz, CDCl3) § 7.10-7.45, 6.94, 3.35-3.80, 3.15-3.30, 2.79, 2.30-2.50, 2.00-2.30, 1.75-2.00,
1.35-1.75, 0.85, 0.79

MS(EI) m/z 527, 495, 471, 467, 363, 262, 261, 202, 196, 105, 104.

Mpumep 14

[Mony4veHune o
-[2-(5-¢TOp-1,3-aurngpo-1,3-gnokco-2H-nsonHgon-2-un)atnnl-N-rugpokcmn-3-(2-MeTunnponun)-2-okco-1-(2-hbeHnnatnn
)-3-nupponuanHalyetTammaa
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Cnegysa obuen MeToguke, ManoxeHHonm B [Mpumepe 4, Mcnonb3ys He3HauuTerbHble Bapuauuu, ucxogs us
TpeTbyTnn-o-(2-rnapoKcn-3Tnn)-3-(2-MeTUNNponun)-2-okco-1-(2-beHnnaTun)-3-nupponuanH-auetara 1
4-cpTopdhpTanummga, nory4arT ykasaHHOe B 3arofioBke coeaunHeHne(T. nn. 143 - 144°C).

UK(mnHepanbHoe macno) 3218, 3072, 3006, 1775, 1713, 1660, 1612, 1495, 1483, 1400, 1293, 1264, 1040, 747,
707 cm™:

"H NMR(300MHz, CDCl;) & 7.83, 7.50, 6.85-7.45 3.35-3.80, 3.05-3.25, 279, 2.30-2.50, 2.05-2.30,
1.75-2.00, 1.30-1.70, 0.83, 0.77;

MS(EI) m/z 509, 477, 453, 449, 345, 262, 261, 178, 105, 104.

Mpumep 15

[Mony4veHune ¢,
-[2-(1,3-anrngpo-1,3-grokco-2H-n3omnHgon-2-unynponun]-N-rugpokcun-(2-meTunnponun)-2-okco-1-(2-peHnnatnn)-3-nmup
ponuavHaleTamuaa

O.
o]
g

Cnegys oblen MeToguke, ManoxeHHon B [Mpumepe 4, Mcnonb3ys He3HauuTenbHble Bapuauuun, ucxogs us
TpeTbyTUM-o~(3-rnapoKkcn-nponun)-3-(2-MeTunnpPonu)-2-okco-1-(2-cpeHnnatn)-3-nupponuanHaletaTta(nosny4eHHoro
no MeToauke, CXOOHOW C TakoBOW, onucaHHoW B [Mpumepe 4, ctagum 2) u dTanumuga, nonyyalT yKasaHHoe B
3aronoBke coeaunHeHme(T. nn. 113 - 114°C).

WK(MuHepaneHoe macno) 3241, 3087, 3058, 3026, 1773, 1715, 1663, 1498, 1399, 1352, 1320, 1298, 1067, 718,
604 cm™:

"H NMR(300MHz, CDCl;) & 10.66, 7.75-7.85, 7.60-7.55, 6.95-7.45, 3.35-3.80, 3.10-3.25, 2.80, 2.44,
2.10-2.30, 1.85-2.00, 1.30-1.85, 0.85, 0.79;

MS(EI) m/z 505, 473, 445, 261, 245, 244, 202, 160, 105, 104.

Mpumep 16

[Mony4veHune ¢
-[2-(1,3-anrngpo-1,3-gnokco-2H-n3omnHgon-2-nnymeTtun]-N-rugpokcn-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-nm
pponvauHaueTamuaa

Cragusa 1

[Mony4veHune
TpeTbyTun-o-[2-(1,3-aurngpo-1,3-guokco-2H-nsonHgon-2-nn)meTun]-3-(2-meTunnponun)-2-okco-1-(2-peHnnaTtnn)-3-nm
pponvauHaueTarta

OAJI(1,50mn, 3,0Mmonb, 2,0M B rentaHe/ T d/aTunGeHsone) pnobaenaT K pacTBopy

TpeTbyTnn-3-(2-meTunnponun)-2-okco-1-(2-beHnnaTun)-3-nmpponmanHadetata(lpumep 1, cragma  3;  1,02r,
2,84mmornb), HMPA(0,51mn, 2,9Mmornb) n TT®(10mn) npu -78°C. PactBop nepemelwumatoT npu -78°C B TeyveHune 30
MUHYT K 3aTeM pobasnsawT pacteop N-(6pommeTun)pranmummaa(0,887r, 3,69mmons) n Trd(4,0mn). PacTteop
nepemelunBatoT npu -78°C B TedeHne 1 yaca U 3aTeM pacTBOPY MO3BONSIOT MeOSIeHHO HarpeTbcs A0 KOMHaTHOW
TemnepaTypbl B TedeHue Houn. BogHasa obpaboTka(EtOAc, MgSO,) n ounctka metogoM dnaw-xpomatorpacdun(3 : 1
rekcaH : EtOAc) nossonstoT nonyuntb 374mr(25%) ykasaHHOro B 3arorioBke coeguHeHus B Buae Genoro TBepAaoro
BewecTBa(T. nn. 96 - 98°C).

WK(MnHepanbHoe macrno) 1772, 1753, 1724, 1713, 1668, 1435, 1403, 1309, 1234, 1143, 1094, 737, 725, 714,
697 cm™:

'H NMR(300MHz, CDCl;) § 7.70-7.90, 7.15-7.35, 4.07, 3.86, 3.55-3.70, 3.35-3.50, 3.25-3.35, 3.11, 2.84,
2.50-2.65, 1.75-1.90, 1.60-1.75, 1.20, 0.85-0.95;
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MS(FAB) m/z 519, 464, 463, 445, 159, 105, 57, 41, 29.

Cragua 2

[Mony4veHune ¢,
-[2-(1,3-anrngpo-1,3-gnokco-2H-n3onHgon-2-nnyMmeTun]-3-(2-meTunnponun)-2-okco-1-(2-hpeHnnNaTn)-3-NMppPonMANHYK
CYCHOWN KUCNOTbI

K pacTtBOpy
TpeTbyTun-o-[2-(1,3-aurngpo-1,3-guokco-2H-nsonHgon-2-un)metnn]-3-(2-metunnponun)-2-okco-1-(2-cpeHnnaTnn)-3-nm
pponuauHauetata(374mr, 0,721mmonb) n CHoC15(5,0mn) npu 0°C gobGaensitoT TPUGTOPYKCYCHYHO KMcroTy(5,0mn).
PacTtBop nepemelunBatoT B TedeHne 2 YacoB npu 0°C u B TedeHWe 2 4acoB MNpW KOMHaATHoOW Temnepatype. PactBop
KOHLEHTPUPYIOT W elle ABaxabl MOBTOPHO KOHUeHTpupytoT M3 CH,LCly(2 x 30mn). BogHaa obpaboTtka(CH ,Cly,
MgSO,) nossongeT nonyuutb 291Mr(87%) ykasaHHOroO B 3arofioBKke COeAMHEHWA B BUWAE Macna, KoTopoe
ncnonb3oBanu 6e3 ganeHenwen O4MCTKM.

'H NMR(300MHz, CDCl;) § 7.65-7.95, 7.05-7.35, 3.90-4.05, 3.64, 3.35-3.55, 3.12, 2.80-3.05, 2.83,
2.10-2.40, 1.50-1.80, 0.90, 0.86.

Craguna 3

Mony4veHune ¢
-[2-(1,3-anrnagpo-1,3-gnokco-2H-n3omnHgon-2-nnymeTtun]-N-rugpokcn-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-nm
pponvauHaueTamuaa

3OK(129wmr, 0,672mmonb) nobasnsaoT K
pacTtBopy o-[2-(1,3-anrngpo-1,3-anokco-2H-nsonHgon-2-nn)metunl-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-nmp
PONUAMHYKCYCHOW  kmcnoTbl(270mMr,  0,584mmonb), CH,Cly(5,7mn), OM®(1,4mn), TOBT(78,9wvr, 0,584mmonb) u
N-meTunmopdonuHa(74mkrn, 0,67mmonb) npu 0°C. PacTtBop nepemelumBatoT B TedeHne 5 MuHyT npn 0°C n B TeveHue 1
Yaca npuM KOMHaTHoW Temnepatype. [obGaBnawT  rugpokcunammHrngpoxnopng(80,9mr,  1,16mMmonb) 1
N-meTunmopdonumH(0,13mn, 1,2MMoNnb) M CMeCb NEpPeMelLnBalOT B TEYEHME HOYM MPU KOMHATHOW TemrnepaTtype.
BogHasa obpaboTtka(CH,Cly, MgSO,4) n ounctka metodom dnalu-xpomaTorpadmmn(EtOAc) nossonsloT nonyunTe 160Mr
rmgpokcamata B Buae Oenol neHbl, KOTOPYH KpUCTannuayloT w3 adupal/rekcaHa ¢ nornydeHvem 129mr(46%)
yKa3aHHOro B 3arofloBke CoefuHeHns B Buae 6enoro KpuctTannuyeckoro BellecTBa, kotTopoe npeacraensano cobon 4,25
: 1 cmecb guactepeomepos(T. nn. 170 - 171°C) .

WK(mnHepanbHoe macno) 3194, 3105, 3050, 3028, 1773, 1709, 1665, 1644, 1496, 1434, 1409, 1393, 1309, 721,
701 cm™:

'H NMR(300MHz, CDCl3) s 10.97, 7.65-7.90, 7.10-7.35, 3.65-3.90, 3.20-3.55, 2.75-2.95, 2.35-2.50,
2.00-2.15, 1.50-1.85, 0.87;

MS(FAB) m/z 478 477, 445, 261, 202, 160, 105, 43.

Mpumep 17

[Mony4veHune
N-rngpokcu-3-(2-meTnnnponun)-2-okco-1-(2-peHnnaTun)- o-[2-(2-TneHnnTno)aTunl-3-nmpponuanHayetramuaa

&

S

K CH,
H i
LN s
HO ﬁ
Qo

L

Cragusa 1

[Mony4veHune
TpeTbyTnn-o-[2-(MeTaHCyNbOHUNOKCW)3TUN]-3-(2-MeTunnponun)-2-okco-1-(2-peHnnatun)-3-nupponuanHayeTtaTa.

MeTtaHcynbdoHunxnopra(0,29mvn, 3,7MMorb) nobaensoT K pacTBopy

TPeTOyTUM-o~(2-rMaPOKCN3TUM)-3-(2-METUANPONUIT)-2-0KkCco-1-(2-cheHunatun)-3-nupponuanHayetata(llpumep 4, cragus
2; 1,36r, 3,37MmMonb), TpuatunamuHa(0,52mn, 3,7mmonb) n CHoCly(8mn) npn 0°C. Cmeck nepemMelunBaloT B TeHeHne 2
YacoB, NpoMbiBatoT HacbiweHHbIM NaHCO3(2 x 10mn), Bogoi(10mn), cywat(MgSQOy,), dUnbTPYIOT U KOHLEHTPUPYIOT C
nonyyeHnem 1,22r(75%) ykaszaHHOro B 3arosioBKe coeuHeHNsi B BUAE CBETIO-XeNToro macna.

'H NMR(300MHz, CDCI®) § 7.15-7.35, 4.10-4.30, 3.55-3.70, 3.35-3.50, 3.20-3.30, 3.01, 2.82, 2.55,
2.10-2.35, 1.85-2.05, 1.70-2.05, 1.40-1.65, 1.44, 0.87, 0.83.

Cragua 2

Mony4yeHune
TpeTbyTnn-3-(2-MeTunnponun)-2-okco-1-(2-peHnnaTnn)- o-[2-(2-TMeHNNTMO)3TUN]-3-NMpponvarHaleTaTa

K pactBopy TnodpeHTrona(118mr, 1,02mmons), TTO(25mn) 1 AMP(25mn) npu 0°C gobasnstoT rugpug HaTpua(60%,
41mr, 1,0mMmonb). Cmecb nepemewrvBaoT B TedeHne 30 mMuHyT npu 0°C n  pobaensiloT  pacTBop
TpeTbyTnn-o-[2-(MeTaHCyNbOHUNOKCW)3TUN]-3-(2-MeTunnponun)-2-okco-1-(2-peHnnatun)-3-nupponnanHayetata(490
mr, 1,02mmonb) B TId(15mn). PacTBopy NO3BONSAKT MEOSIEHHO HarpetbCs U NepemMellnBalT NpU KOMHATHOW
TemnepaType B TedeHWe Houu. KoHueHTpupoBaHue, BogHas obpaboTka(EtOAc, MgSO ,) u oudncTka MeTomoM
dnaw-xpomatorpacdumn(25% EtOAcC : rekcaH) noasongoT nonyyntb 361Mr(71%) ykasaHHOro B 3arofioBke coeguHeHns B
Bmae GecuBeTHoro macna.

WKGkuaK.) 2956, 2930, 2868, 1720, 1685, 1497, 1454, 1428, 1367, 1276, 1258, 1217, 1147, 847, 700 cm™*:

-29-

61906 C2

UA



v N

30619

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

'H NMR(300MHz, CDCl3) § 7.15-7.40, 7.10-7.15, 6.90-7.00, 3.55-3.65, 3.30-3.45, 3.15-3.25, 2.75-2.90,
2.60-2.75, 2.58, 2.25-2.40, 1.80-2.00, 1.65-1.80, 1.35-1.65, 1.39, 0.84, 0.80;

MS(EI) m/z 501, 428, 386, 331, 330, 303, 247, 246, 212, 105, 57.

Craguna 3

MonyyeHune 3-(2-meTunnponun)-2-okco-1-(2-beHnnaTun)-o-[2-(2-TMEHNNTNO)3TUI]-3-NMPPONTMANHYKCYCHON
KMCIOTbI.

PactBop
TpeTbyTnn-3-(2-MmeTunnponunn)-2-okco-1-(2-beHnnaTnn)- o-[2-(2-TMeHNNTNO)aTun]-3-NnpponmanHaletaTa(338mr,
0,674mmonb), TpudTopykcycHor kucnotbl(3mn) u CH,Clo(3mn) nepemewmeatoT npy 0°C B TedeHne 15 MUHYT 1 npu
KOMHaTHOW TemnepaType B TedeHune 1,5 uvacoB. KoHueHTpupoBaHue u BopHaa obpabotka(CH ,Cly, MgSOQOy,)
no3BonsatoT nonyunTe 287Mr(96%) ykaszaHHOro B 3arofioBke coefnHeHus B Buge 6eclBeTHOro macrna.

WK(xknak.) 2958, 2931, 2870, 1736, 1683, 1620, 1498, 1480, 1465, 1454, 1444, 1263, 1216, 746, 700 cm™™;

'H NMR(300MHz, CDCl3) & 13.75, 7.35-7.40, 7.05-7.35, 6.95-7.05, 3.70-3.85 3.35-3.50, 3.15-3.35,
2.80-2.95, 2.55-2.80, 2.00-2.15, 1.35-1.90, 0.91, 0.84;

MS(EI) m/z 445, 331, 330, 258, 247, 246, 228, 212, 156, 105, 55.

Craguna 4
[Mony4veHune

N-rugpokcu-3-(2-meTnnnponun)-2-okco-1-(2-peHnnaTun)- o-[2-(2-TneHnnTno)aTunl-3-nmpponuanHayeTamuaa
PactBop FOBT(83wr, 0,62mmonb) B OMD(1,3mn) nobasnstoT K pacTBopy

3-(2-meTunnponun)-2-okco-1-(2-heHnnaTun)- o-[2-(2-TUEHUNTUO)STUN]-3-NUPPONTMANHYKCYCHON KMCNOTLI(259Mr,
0,581mmonb) B CH,Clo(6Mn) npu koMHaTHOW TemnepaType. PactBop oxnaxgatwT go 0°C. K Hemy pobasnsioT
4-meTunmopdonuH(77min, 0,70mmone) n 3OK(134mr, 0,697mmonb). PactBop nepemewivBatoT npu 0°C B TedeHue 1
Yaca ¥ 3ateM [o6aBnsAT cMeck ruapokcunamuHrugpoxnopuga(s7mr, 0,87mMmonb), 4-meTunmopdponuHa(9emkn,
7,4mmonb) n OM®P(0,8mn). CMmecb NepeMeLllnBatoT B TEYEHME HOYM NPU KOMHATHOW TemMnepaType U KOHUEHTPUPYIOT.
Ounctka octatka metogom dnaw-xpomarorpadpmn(50% EtOAc/rekcaH) n kpuctannumaauyna(adup/rekcaH) no3sonaoT
nony4ntb 95Mr(36%) ykasaHHOro B 3arorioBke coequHeHusa B Buae 6enoro TBepgoro Bellectsa(T. nn. 109 - 110°C).

WK(MnHepanbHoe macno) 3202, 3096, 3081, 3023, 1652, 1496, 1441, 1432, 1314, 1294, 1280, 1222, 751, 717,
702 cm™;

'H NMR(300MHz, CDCl5) s 10.55, 7.05-7.40, 6.90-7.00, 3.50-3.65, 3.05-3.25, 2.70-2.95, 2.50-2.70,
1.95-2.25, 1.35-1.95, 0.85, 0.80;

MS(EI) m/z 460 345, 284, 262, 261, 228, 105, 81, 79, 55.

Mpumep 18

Mony4veHune
N-rngpokcu-3-(2-metnnnponun)-2-okco-1-(2-heHnnasTun)- o-[2-(2-TneHnnTrno)nponun]-3-nmpponuanHayerammaa

/S
Lo

H
1 3o

Cnenys oflel meToauke, nanoxeHHoW B [Mpumepe 17, mcnonb3ys He3HauuTeNnbHble Bapuauuu, Ucxods M3
TpeTbyTnn-o-(3-rngpokcmnponunn)-3-(2-MeTunnponun)-2-okco-1-(2-beHnnaTnn)-3-nupponmanHageTara, nonyyarT
yKasaHHoe B 3arosioBke coeaunHeHne(T. nn. 104 - 105°C).

WK(MmuHepaneHoe macno) 3211, 3101, 3069, 3028, 1667, 1653, 1497, 1428, 1399, 1310, 1298, 1293, 1249, 760,
710 cm™:

"H NMR(300MHz, CDClg) § 6.70-7.75, 3.05-3.95, 2.50-3.05, 1.15-2.50, 0.87, 0.82;

MS(EI) m/z 474, 442, 386, 359, 326, 298, 244, 202, 105, 55.

Mpumep 19

[Mony4veHune
N-rugpokcu-3-(2-metnnnponun)-2-okco-1-(2-heHunaTun)- o-[2-(2-TneHnntrno)meTun]-3-nupponvanHaletammaa

L
g CH,
H \ CHa
Neg

i

Cnepys ofbleln meToauke, nanoxeHHon B [Mpumepe 17, vcnonb3ysl He3HauUTeNbHble Bapuauuu, ucxoos M3
TpeTbyTun-o-(1-rngpokcnmeTnn)-3-(2-MeTunnponnn)-2-okco-1-(2-beHnnaTnn)-3-nupponuanHageTara, nonyyarT
yKa3aHHoe B 3arosioBke coeaunHeHme(T. nn. 145 - 146°C).

WK(mnHepanbHoe macno) 3177, 3085, 3027, 1664, 1641, 1496, 1408, 1297, 1274, 1218, 1029, 1000, 845, 746,
702 cm™:

HO”
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'H NMR(300MHz, CDCl;) & 7.68, 7.15-7.40, 6.90-7.15, 3.35-3.70, 2.55-3.30, 2.05-2.25, 1.65-1.70,
1.25-1.60, Major diastereomer peaks. 0.80, 0.71, Minor diastereomer peaks. 0.75, 0.61;
MS(EI) m/z 446, 246, 245, 203, 202, 154, 105.
rae major diastereomer peaks - NWKM OCHOBHOrO [fuactepeomepa, a minor diastereomer peaks - nuku
avactepeomepa B HE3HaYMTENbHOM KonuyecTse
Mpumep 20
Monyuenne N3-rugpoken-N '-meTnn-3-(2-MmeTunnponun)-2-okco-1,3-nMpponvavHauaLeTamuaa
H
N

-~

HO

Sl

N
Lm,NHMe
Q

Cragusa 1

[Mony4eHne 1-TpuMeTMNCUNU-2-NMppPonMacHa

K pactBopy 2-nupponugoHa(30,4mn, 400Mmonb), TpuatunamuHa(70,0mn, 502mmons) u Tonyona(400mn) npwm
KOMHaTHOM TemnepaType no kKannam pfobaenswT xnopTpumetuncunad(XTMC, 56,0mn, 441mmonb). [Mocne
nepemMellnBaHns NMpU KOMHATHOW TeMmnepaTtype C MOMOLUbI MeXaHU4eckoh Mewarnku B TedeHne 20 MUHYT CMechb
HarpeBatoT o 50°C B TedeHue 4 yacos. [locne oxnaxaeHus cmeck pasbaensoT rekcaHom(300Mm) M nepemMelLnBaroT B
TeyeHne 30 MUHYT NpWM KOMHaTHOW Temnepatype. CMecb puUnbTPylT WM (UNbTPaAT KOHUEHTpUpylT. [leperoHka
octatka(1mm, 68 - 74°C) nossongdeT nony4utb 50,0r(94%) ykasaHHOro B 3arofiloBke coequvHeHns B BUAe Macna.

"H NMR(300MHz, ds-pyridine) § 3.17, 2.26, 1.70-1.85, 0.32.

rae pyridine - nupngnH

Cragua 2

[MonyyeHne 3-(2-meTnnnponun)-2-NMpponmnanHoHa

OAN2,0M, 111mn, 222mmonb) wu  Tro@00mn) oxnaxgawT po  -78°C u pgobaensoT  pacTBop
1-TpumeTUncunun-2-nupponugora(29,4r, 221mmone) B TFP(145mn). MNocne nepemelwnBaHns B TedeHne 45 MUHYT npu
-78°C pacTBoOp eHonaTa fo6aBnalT 4epes KaHwomnw B TedeHue 1 4aca K pacteopy 1-rog-2-meTtunnponaHa(42,7r,
232Mmorb) B TT®(200mn) npu -78°C. PacTBopy MO3BOMSOT MEONEHHO HarpeTbCsl U NepemMeLllnBaoT Npu KOMHaTHOM
TemnepaType B TedeHMe Houu. Peakuuio ocTaHaBnuealoT pfobasreHvem 50mMn ykcycHon kucnoTbl. BopgHas
obpaboTka(EtOAc, MgSQO,) 1 ouncTka MeTogom KoroHovHon xpomatorpacdun(30—100% EtOAc/rekcaH) nossonsitoT
nonyyuntb 12,8r(25%) ykasaHHOro B 3arofioBke CoefMHeHnsa B BUAe macna.

"H NMR(300MHz, CDCl3) § 6.30, 3.10-3.30, 2.05-2.35, 1.45-1.80, 1.00-1.20, 0.81, 0.76.

Cragmna 3

Mony4veHne 3-(2-meTunnponun)-1-TpUMeTUICUNUI-2-NNPPONANHOHAE

K pactBOopy 3-(2-meTunnponun)-2-nupponuanHoHa(2,25r, 15,9mmonb), TpustMnamuHa(2,7mn, 19Mmons) w©
Tonyona(16mn) npyu KOMHaTHON TemnepaType no kannam gobasnstoT XTMC(2,2mn, 18mmMonk). CMech HarpeearoT Ao 4
0°C B TeyeHune 3 YacoB 1 pas3basnatoT rekcaHom(50mn). Mocne nepemelwnBaHus B TedeHne 10 MuHyT npu 0°C cmech
PUNLTPYIOT U PUnbTPaT KoHUeHTpupytoT. NeperoHka(imm, 62 - 68°C) octatka nossondeT nonyuuts 2,40r(71%)
yKa3aHHOro B 3arofiloBke coegnHeHvs B Buge macna.

H NMR(300MHz, CDCl3) § 3.05-3.30, 2.20-2.35, 2.05-2.20, 1.45-1.70, 1.05-1.15, 0.82, 0.78, 0.15.

Craguna 4

MonydeHne 3-(2-meTunnponun)-3-(nponeH-2-un)-2-nMpponngmHoHa

PactBop 3-(2-meTunnponun)-1-tpumetTuncunun-2-nupponuanHona(10,2r, 47,8mmornb) n TIP(153mn) oxnaxaatoT
po -78°C v pobasnstot JAJ(2,0M, 26,3mn, 52,6MMonb). PacTBop nepemelunBatoT npu -78°C B TedeHne 30 MUHYT ©
3aTem gobaensoT annunépomug(5,0mn, 57mMmons). PactBopy no3sonstoT HarpeTbes Ao 5°C B TedeHue 2,5 yacos u
3aTeM nepemewmBaT npu 5°C B TeyeHne 1 vaca. [locrne OCTAHOBKM peakUUW HacbILEHHbIM BOOHbBIM XITOPUAOM
ammoHuA(25mn), BogHol obpaboTkm(EtOAC, MgSO,) M 04MCTKM METOOOM KOroHo4YHoM xpomatorpadmm(1 @ 9 @ 10(no
o6vemy) CH,Cl, : EtOAC : rekcaH) ¢ nonyyeHnem 7,76r(90%) ykasaHHOro B 3arofloBke COeQUHEHWs B BuAe Macna.
VIKGknak.) 3241, 3077, 2957, 2929, 2902, 2873, 1708, 1693, 1640, 1440, 1284, 1277, 1264, 1251, 842 cm™";

"H NMR(300MHz, CDCl3) § 6.43, 5.65-5.85, 5.00-5.15, 3.15-3.35, 2.00-2.40, 1.65-1.85, 1.40-1.60, 0.92;

MS(EI) m/z 138, 125, 124, 98, 73, 60, 55, 45, 43, 41.

Craguna 5

Mony4yeHne aTMN-3-(2-MeTunnponun)-2-okco-3-(nponeH-2-un)-1-nupponugnHayerara

PacTtBop 6uc(tpumeTtuncunun)amuaa kanus(0,5M B Tonyone, 16,4mn, 8,19Mmonb) oxnaxgatT go 0°C 1 no kannsm
B TedeHue 2 MUHYT gobaBnsatoT pactBop 3-(2-meTunnponun)-3-(nponeH-2-un)-2-nupponuanHoHa(1,24r,6,82mMmorns) B
Tro(10mn). Mocne nepemewmnBanns npu 0°C B TedeHne 40 muHyT gobaensaiT sTundpomauyetat(0,91mn, 8,2MMonb).
PeakunoHHyto maccy nepemewumBatoT npu 0°C B TeveHue 3 4YacoB M B TedeHue 1 yaca npu KOMHaTHOW Temnepartype.
Mocrne oCTaHOBKM peaKuMu HacblleHHbIM BOAHbLIM Xropuaom ammonus(10mn), sogHon obpaboTku(EtOAc, MgSO,4) un
OYMCTKM MeTOOOM KONMOHOYHOW Xxpomatorpacdumn(1 : 9 : 10(no obbemy) CH,Cl, : EtOAc : rekcaH) nomydaioT
1,66r(91%) ykasaHHOro B 3arofloBke CoeiuHeHMsa B BMAe mMacna.

UK(Gkuak.) 2957, 2930, 2906, 2872, 1750, 1692, 1462, 1440, 1375, 1296, 1281, 1252, 1196, 1028, 916 cm™*;
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'H NMR(300MHz, CDCl3) & 5.50-5.75, 4.90-5.05, 4.00-4.15, 3.93, 3.15-3.30, 2.15-2.30, 2.00-2.15,
1.80-2.00, 1.55-1.75, 1.30-1.50, 1.16, 0.82, 0.77;

MS(EI) m/z 212, 211, 210, 194, 152, 138, 137, 110.

Cragunsa 6

MonyveHne N-mMeTun-3-(2-MeTunnponun)-2-okco-3-(NponeH-2-un)-1-nupponuanHayeramuaa

AT1un-3-(2-meTunnponun)-2-okco-3-(nponen-2-un)-1-nupponuanHavetar(500mr, 1,87MMonb) nepemMelwnBalT B
HacbllLeHHOM pacTBope MeTurnammHa B EtOH(50Mn) npu KOMHaTHOW TemnepaType B TedveHue Houu. PacTtBop
KOHLIEHTPUPYIOT U OYMLLaI0T METOOOM KONOHOYHOW xpomatorpacuu(1 : 12 : 8(no obwemy) CH,Cl, 1 EtOAC : rekcaH)
¢ nonyveHnem 401mr(85%) ykasaHHOro B 3arofoBke coequHeHnsa B BUAE Macna.

WK(kuak.) 3308, 2955, 2928, 2872, 1662, 1560, 1495, 1464, 1443, 1413, 1279, 1263, 1252, 915, 842 cm™";

'H NMR(300MHz, CDCl3) § 6.32, 5.50-5.75, 4.90-5.10, 3.79, 3.28, 267, 2.17, 1.85-2.10, 1.55-1.75,
1.30-1.55, 0.84, 0.77;

MS(EI) m/z 252, 221, 210, 209, 196, 194, 166, 165, 152, 138, 124, 110, 95, 73.

Cragna 7

MonyyeHune 1-(N-meTunauetamug)-3-(2-MeTuUnnponun)-2-okco-3-NMppPosTIMaNHYKCYCHOR KUCMOTbI

K cmecn nepuoparta Hatpusa(944wmr, 4,41mmone) B auetoHuTpune(1,9mn), yeTbipexxnopuctoro yrnepoga(0,9vn) u
Boabl(2,0Mr1) nNpu KOMHaTHOW TemnepatType pobasnstoT rugpat okcuaa pyTeHusa(lV)(15mr, 0,11mmonb). lMNocne
nepemelwnBaHns B TedeHne 10 MuHyT pobaenstoT OukapboHaT HaTpua(2,32r, 27,6MMonb) € nocnegylowum
nobaeneHnem pacTBopa N-meTnn-3-(2-metunnponun)-2-okco-3-(nponex-2-un)-1-nupponuanHauyetammaa(139wmr,
0,552mmonb) B auetoHuTpune(2,0mn). MepuogaT HaTpus(npubnuantensHo 150Mr) gobasnawT OO TeX nop, noka
YepHasi CMeCb He CTaHOBUTCH CBeTIIO-3ereHon. Yepes 5 MuHyT cmech BbinueatoT B 100Mn Boabl. 3HadeHne pH cmecn
poBogsaT Ao 2(no uHauMkatopHol Bymare) koHueHTpupoBaHHol HCI. Kucnbld pacTtBop akcTparupytoT nobaeneHvem
CH5Cl, n EtOAc. ObbeguHeHHble opraHuyeckue cnon cywat(MgSO,), dUnbTpyoT U KOHLEHTPUPYIOT C nonyveHnem
157mr(100%) ykasaHHOro B 3arofloBke coenHeHns B Buae macna.

H NMR(300MHz, CDCl3) 5 7.09, 4.30-4.45, 3.20-3.50, 2.67, 2.63, 1.95-2.25, 1.55-1.70, 1.30-1.45, 0.84, 0.78.

Craguna 8

Monyuerne N3-rugpoken-N 1-metnn-3-(2-metunnponun)-2-okco-1,3-nupponuanHovaleTammaa

SOK(1,14r, 5,95mMmonb) nobaensoT K pacTBopy
1-(N-meTunayetamug)-3-(2-MeTUNNponum)-2-oKkco-3-NMpponManHyKcycHon  kucnotel(1,34r, 4,96mmonk), FTOBT(710wmr,
5,26mmonb) u  4-meTtunmopdonnHa(0,65mn, 5,9vmons) B CHLClIx(81mn) u AMP(10mn) npu 0°C. PacTtBop
nepemewmBaoT npu 0°C B TeyeHnme 1 vaca M 3ateM [o6aBnsAlT CMech rmapokcunamuHrngpoxnopuga(s17mr,
7, 44mvonb) B OM®(7mMn) ¢ nocnegylowmm gobasneHvem  4-metunmopdonunHa(0,82mn,  7,4mmonb).  [MNocne
nepemMelLnBaHUs B TedeHWe 7 CYTOK NpW KOMHATHOW TemnepaType CMeCb KOHLEHTpUpytloT B rybokom Bakyyme U
ouMLLaloT METOAOM KofloHoYHoW xpomatorpadunn(3% MeOH/CH,Cly). Kpuctannuaauua s Et,O/rekcaHa nossonset
nonyuntb 211mr(15%) ykazaHHOro B 3arofioBke coeguHeHus B Buae 6enoro TBepgoro Belwectsa(T. nn. 145 - 147°C).

WK(mnHepanbHoe macno) 3259, 3199, 3097, 3017, 1662, 1564, 1522, 1501, 1412, 1405, 1313, 1297, 1275, 750,
724 cm™:

H NMR(300MHz, CDCIl5/CD50D) § 4.25-4.45, 3.05-3.50, 2.74, 2.32, 1.90-2.20, 1.55-1.75, 1.30-1.50, 0.87, 0.79;

MS(EI) m/z 285, 254, 229, 226, 194, 180, 169, 166, 152, 138, 124, 110, 55.

Mpumep 21

Monyuerne N3-rugpoken-N 1-meTun-3-(2-meTunnponun)-2-okco- o, -(dbeHnnmetnn)-1,3-nupponuamHonaleTaMmuaa

0
HO\N
H
0N
CONHMe
Cragusa 1

MonyyeHne 3TUN-3-(2-MeTUNnponu)-2-okco-q-(heHnnmeTnn)-3-(nponen-2-un)-1-nupponuanHadertara

PactBop 3TMn-3-(2-meTunnponun)-2-okco-3-(nponeH-2-un)-1-nupponugunHayetata(llpumep 20, cragusa 5; 1,63r,
6,10Mmonb) 1 TrP(15mn) oxnaxgatoT o -78°C n gobaenstot JAN(2,0M, 3,2mn, 6,4MMonb). PacTBop nepemellnBaioT
npun -78°C B TeyeHume 30 MUHYT M 3aTeM pobGaensawT GeHsmnbpomua(0,80mn, 6,7MmMonb). PacTBopy nossonsitoT
HarpeTbcs go 0°C B TeyeHne 2 YacoB 1 3aTteM nepemelunsatoT npy 0°C B TeveHne 1 yaca. [locne ocTaHOBKM peakuun
HacbllWeHHbIM BOAHbLIM XylopyaoM ammoHua(10mn), BogHon obpaboTkm(EtOAc, MgSO 4) M ouncTkm MeToaoMm
KonoHou4HoW xpomatorpadmmn(10% EtOAc:rekcaH) nonyyanu 1,94 r(89%) ykasaHHOro B 3arofioBke CO€AMHEHUsi B BUAe
macna, npegcraBnsasLlero coboli 1:1 cMecb guacTepeomepos.

WKGkuaK.) 2975, 2956, 2930, 2906, 1739, 1689, 1499, 1455, 1425, 1266, 1207, 1192, 1032, 915, 698 cm™*:

4H NMR(300MHz, CDCl3) § 7.05-7.30, 5.55-5.75, 4.85-5.20, 4.65-4.85, 4.00-4.20, 3.00-3.40, 2.80-2.95,
2.12, 1.50-1.95, 1.30-1.45, 1.15-1.30, 1.00-1.15, 0.83, 0.79, 0.66, 0.54;

MS(EI) m/z 357, 301, 238, 228, 284, 282, 267, 266, 210, 200, 176, 164, 125, 102, 91.

Craguna 2
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MonyyeHne N-meTun-3-(2-MeTunnponun)-2-okco-o.-(heHnnmeTn)-3-(nponeH-2-un)-1-nupponuguHaletammaa
asoobpasHbin MeTunaMuH nponyckaroT Yepes pacTBop
3TUN-3-(2-MeTnnnponunn)-2-okco- o.-(peHnnmetnn)-3-(nponeH-2-un)-1-nupponuanHayetara(3,40r, 9,51Mmonb) B
EtOH(120mn) B TedeHne 30 MUHYT MNpVM KOMHATHOW TemnepaType W pacTBOp MeEpeEMELLVBAaOT NpU KOMHATHOR
TemnepaType B TeyeHne Ho4M. Pacteop KOHLeHTpupytoT " ouuLiatoT MeTodoM
dnawxpomatorpacdnm(1:6:11 -1:10:9(no obbemy) CH,Cly:EtOAc:rekcaH) ¢ nonydeHuem 3,01r(92%) ykasaHHoro B
3arofoBKe CoeauHeHUs B Buae TBepgoro Belectsa(t.nn. 91-92°C), koTopoe npeacTaBnaeT cobon npubnmanTensHo
1:1 cmecb gMacTtepeomMepoB.

WK(MnHepanbHoe macrio) . 3315, 1684, 1654, 1584, 1562, 1499, 1442, 1414, 1296, 1278, 1264, 1225, 913, 744,
708 cm™:

"H NMR(300MHz, CDCl3) & 7.10-7.30, 6.15-6.40, 5.50-5.70, 5.10-5.30, 4.95-5.10, 4.75-4.95, 3.15-3.35,
2.90-3.10, 2.72, 2.71, 1.95-2.20, 1.50-1.95, 1.15-1.50, 0.86, 0.78, 0.74, 0.64;

MS(EI) m/z 342, 300, 284, 267, 251, 242, 200, 162, 132, 105, 91, 81, 73, 67.

Cragna 3

Monyuerne N'-meTunauetamuz-3-(2-MeTUINPONU)-2-0KCO- ¢ 1 -(dbeHUNMETIUN)-3-NMPPONMANHYKCYCHON KUCMoThl K
cmecn nepuopata Hatpua(1,85 r, 8,65Mmonb) B auetoHuTpune(3,8mn), deTblpexxnopuctoro yrrnepoga(1,8mn) un
Boabl(3,9Mr1) npyv KOMHaTHOW TemnepaType pobasnstoT rugpat okcuaa pyTeHusa(lV)(29wr, 0,22mmonb). [MNocne
nepemewnBaHns B TedeHne 10 MuHyT pobaenstoT OukapboHaT HaTpua(4,55r, 54,2mmonb) ¢ nocnegyowum
pobasneHnem pacTtsopa
N-MeTnn-3-(2-MeTnnnponun)-2-okco- o-(peHnnmeTnn)-3-(nponeH-2-un)-1-nupponugmHayetamunga(371mr, 1,08mmons)

B aueToHuTpune(4,0mn). Mepuogat HaTpua(npubnuantensHo 300Mr) gobaBnaT 4O TeX Nop, NoKa YepHasl CMecb He
CTaHOBUTCS cBeTno-3eneHon. Yepea 5 mMuHyT cmech BbinueatoT B 100mMn Bogbl. CMech aKcTparupytoT gobaeneHnem
EtOAc(2x50mn). 3HaqeHne pH BogHol cmecn goBogaT Ao 2(No MHAuKatopHol 6ymare) koHueHTpupoBaHHon HCI.
Kucnyto cmecb akctparupytoT gobaeneHnem CH,Cl, n EtOAc u gaHHble crnou obbeouHsioT ¢ ncxogHeimu EtOAcC
akcTpakTamu, cywat(MgSO,), UNbTpylOT M KOHUEHTpUpyloT ¢ nonydeHvem 300Mr cbipol KUCNOTHI B BuAe
TeMHO-KopuyHeBoro Macna. [aHHbii npogykT pacTtBopsaioT B 15% NaOH(10mn) u skcTparupyloT gobasrneHuem

Et20(3x20mn). OaHHble Et,O crion otbpacbiBaioT. 3HadeHune pH BogHoro crnos [oBodsaT A0 2(N0 MHAMKATOPHON

Oymare) koHuUeHTpupoBaHHol HCI. Kucnbiin crioi akctparupytoT gobaenenvem EtOAc(3x30mn), o6beauHeHHble EtOAC
crnoun cywat(MgSQy,), punbTpyOT U KOHUEHTPUPYIOT € nosydeHnem 230Mr(59%) ykasaHHOro B 3arofioBke CoeduHeHNs
B BMAe Macna, npegcraenstollero cobor 1:1 cMeck AnacTepeomMepos.

WK(MnHepanbHoe macro) 3358, 3087, 3064, 3029, 1721, 1649, 1550, 1498, 1441, 1413, 1297, 1272, 1233, 1192,
700 cm™"

"H NMR(300MHz, CDClz) & 7.05-7.40, 6.55-6.70, 5.10, 4.56, 3.64, 3.20-3.55, 2.70-3.05, 2.30-2.70,
1.75-2.20, 1.55-1.75, 1.49, 1.05-1.40, 0.80-1.00, 0.90, 0.83, 0.69, 0.66;

MS(EI) m/z 360, 336, 303, 302, 284, 269, 256, 246, 228, 200, 162, 161, 132, 105, 91.

Craguna 4

Monyuerne N3-rugpoken-N -metun-3-(2-metunnponun)-2-okco- o -(cbeHnnmetnn)-1,3-nupponuamHonaletamMnaa

3K(1,08r, 5,66mMmonnb) nobaensoT K pacTBopy
N '-meTun-aueTammna-3-(2-MeTunnponmmn)-2-okco- o, ' -(heHUnMeTn)-3-NMpPPONUANHYKCYCHON  kncnoTei(1,70r,
4,72mmonb), FTOBT(676mr, 5,00mMmonb) n 4-metunmopdonuHa(0,52mn, 4,7mmonk) B CHoClx(49Mmn) n1 AMO(10mm) npu
0°C. PacrtBop nepemewwuBaT npu 0°C B TedeHne 1 vaca wu 3ateM [obaBnsaT  CMecCb
rmgpokcunamuHrugpoxnopvaa(491wmr, 7,08mMmonnb) B OMD(7mn) c nocregyoLwmnm nobaeneHnem
4-metunmopdonunHa(0,79vn, 7,1Mmorb). CMechk nepemMellnBaroT NpU KOMHATHOW TeMrepaType B TEYeHUe HouYM W1
KOHLeHTpupytoT B rnybokom Bakyyme. OctaTtok pactBopsitoT B 15% NaOH(13mmn) u akcTparmpytoT gobasneHvem
EtOAc(3x20mn). OanHble EtOAcC crnow otbpackiBaloT. 3HadeHne pH BogHoro crnost AosoasaT Ao 2(No UHAWKATOPHOM
o6ymare) 6H HCIl. Kucnbin cnoii skctparupytoT pobasneHnem CH,Cly(3x30mn), obbeguHeHHble CHLCl,  crom
cywat(MgSO,), buneTpyloT U KOoHUEHTpUpYyloT. O4ncTKa MeTodoM KoroHo4dHomn xpomatorpacdun(5% MeOH/CH,CI,)
n Kpuctannusauua us Et,O/rekcaHa nossonseT nonyydntb 255mr(14%) ykasaHHOro B 3arofioBKe COeQUHEHUs B BuAae
©enoro TBepgoro Bellectsa(T.nn. 166-168°C) B BUAE cMecH AnacTepeoMepoB.

WK(mnHepanbHoe macno) 3373, 3199, 3087, 3064, 3027, 1686, 1667, 1634, 1546, 1498, 1404, 1356, 1303, 742,
697 cm™:

H NMR(300MHz, CDCI3/CD3;OD) major diastereomer, key peaks: § 4.48, 2.76, 0.89, 0.81. Minor
diastereomer, key peaks: 5 5.05, 2.82, 0.69, 0.62;

MS(EI) m/z 375, 344, 317, 316, 285, 284, 256, 132, 91.

Mpumep 22

[Mony4veHune ¢,
-[2-(1,3-anrnagpo-1,3-guokco-2H-naonHgon-2-un)atun]-N-rugpokcun-3-(2-metunnponun)-2-okco-1-(peHnnmetun)-3-nupp
onuavHaletamuga
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K CH;
H 1
N : CHa
HO ¢
0 oy
Cragusa 1

MonyyeHne N-TpeTOyTunokckapboHun-2-nupponuanHoHa Pacteop AuTpetbytunankapbonarta(28,2r, 129MmMonk) B
cyxom CH,Cl,(80mMn) go6aenstoT B nepemellunBaemMblii pactBop 2-nupponuaunHoHa(10,0r, 117mmone) u AMAM(200mr,
kaTanutuyeckoe konu4vecto) B cyxom CH,Cl,(230mn) B TeveHue 10 mMuHyT. Yepes 16 yacoB pacTBop pa3baBnsioT
Ho,O(150mn) un  skctparupytoT pobaeneHvem EtOAc(4x100mm). OpraHunyeckne cron oObeauHAT, cyliaT Hag
6e3BogHbiM NaySQOy4, DUNLTPYIOT M KOHUEHTPUPYIOT B YCMOBUAX MOHWXEHHOro AaBfieHWs € noryyYeHnemM KpacHoro
macna. Macrno ouvwalT MeTogom Xxpomartorpadun Ha cunukarene(200r cunukarensa, 40% EtOAc/rekcaH) c
nonyyeHnem 20,1r(93%) ykasaHHOro B 3arofloBKe COeAWHEHUs B BMAE 30fI0TMCTOrO Macna.

WK(xknak.) 2980, 1786, 1752, 1714, 1459, 1394, 1368, 1315, 1256, 1228, 1154, 1045, 1018, 858, 778 cm™";

"H NMR(300MHz, CDCl3) § 3.74, 2.50, 1.90-2.05, 1.52;

MS(FAB) m/z 186, 131, 130, 112, 86, 57, 41.

Ctounsa 2

MonyyeHne N-TpeTOyTUNOKCMKapOOHW-3-(2-MeTUNNponeH-2-1n)-2-NMpponnanHoHa

PacTtBop N-TpeTOyTunokcrnkapbonun-2-nupponuantona(10,0r, 54,0mmons) n HMPA(9,40mn, 54,0MMonb) B CyXxoMm
Tro(200mn) oxnaxpatoT go -78°C n B TedeHne 6,5 MUHYT no kannsm obpabaTtbiBaloT AMWM30NPONUIaMmoom
nutua(dAI, 29,7vn, 59,4mmonk, 2M B rentaHe/TI d/aTunGersone). Mo npowecteuun 30 MUHYT npu -78°C gobasnawT
3-6pom-2-meTunnponeH(6,53mn, 64,8MMonk).

PacTtBop BbigepxuBatoT npu -78°C B atmocdepe N, B TedeHWe 6 4acoB W 3aTeM peakuuio OCTaHaBfMBaloT
HacblweHHbIM NH,4CI(100mn). Pacteop HarpesatoT o 0°C u pasbaenstoT H,O(300mn). Ceipoi oneduH akcTparvpyot
pob6aeneHnem EtOAc(3x200mn), cywat Hag 6e3BopHbiM Nas,SO4, UNBLTPYIOT U KOHUEHTPUPYHOT NPU NOHUXKEHHOM
AaBrieHMM ¢ nonydeHnem macrnia. Macno o4uwialoT MeTogom Xpomarorpadpum Ha cunukarene(350r cunukarens, 20%
EtOAc/rekcaH) ¢ nonydeHunem 7,75r(60%) ykasaHHOro B 3arofloBke coequHeHUs B BUAE 305I0TUCTOro Macna.

UK(Gkuak.) 2980, 2934, 2909, 1785, 1749, 1716, 1457, 1394, 1368, 1322, 1295, 1251, 1227, 1155,779 cm™";

"H NMR(300MHz, CDCl3) § 4.79, 4.71, 3.70-3.80, 3.50-3.65, 2.60-2.75, 1.95-2.20, 1.72, 1.55-1.75, 1.52;

MS(EI) m/z 239, 183, 166, 165, 139, 57.

Craguna 3

MonyyeHne TpeTbyTnn-N-TpeTOyTUnokcukapboHun-3-(2-MeTunnponeH-2-un)-2-okco-3-nupponuanHaleraTa
PactBop  N-TpeTOyTunokcmkapOoHun-3-(2-metunnponeH-2-un)-2-nupponuagnHoHa(7,39r,  30,8mMmonb) B Cyxom
Tro(125mn) oxnaxgatoT go -78°C 1 no kannsm obpabatbisaoT JAN(17,0mn, 33,9vMMornb). PacTBop BblgepXusakT npu
-78°C B Te4eHue 6 4acoB U 3aTeM peakuuio ocTaHaBnusatoT HacbiweHHsIM NH,4CI(50mn). PactBop HarpesatoT go 0°C
n pasbaensaoT H o,O(50mn). Cbeipol crioxHbId achup skcTparmpytoT gobaeneHvem EtOAc(3x100mn), cywat Hap
6e3BogHbeIM Nay,SO4, pUNbTPYIOT M KOHLUEHTPMPYIOT MPU NMOHUXEHHOM OaBIIeHUU C NOfyYeHUeM OpaHXeBOoro macra.
MpoayKT ounwatoT MeTodoM Xpomarorpadpum Ha cunukarene(2 konoHku: 250r, 100r cunukarens, 10% EtOAc/rekcaH) ¢
nonyyeHnem 7,69r(71%) ykasaHHOro B 3arofloBke CoeHeHUs B BMAE 305I0TMCTOro Macna.

WK(knak.) 2980, 2934, 2918, 1786, 1748, 1718, 1457, 1394, 1369, 1315, 1258, 1208, 1155, 965, 853 cm™";

'H NMR(300MHz, CDCls) § 4.90, 4.78, 3.50-3.75, 2.53, 2.30, 2.05-2.20, 1.72, 1.51, 1.42;

MS(EI) m/z 353, 297, 280, 241, 224, 223, 196, 180, 57.

Cragunsa 4

MonyyeHne TpeTOyTUN-N-TpeTbyTrnnokcnkapboHun-3-(2-MeTUNnponmn)-2-okco-3-nMpponvanHagleTaTa

PacTtBop TpeTbyTUn-N-TpeTdyTnnokcnkapboHnn-3-(2-metun-nponeH-2-mun)-2-okco-3-nupponvanHauetara(7,90r,
22,4mmonb) B EtOH(150mn) obpabatbiBaloT 10% nannaguem Ha yrne(1,98r, 25% no macce) u rugpupytoT B annapare
Mappa npu Aasnenun 45 dyHTOB/KB. A0OiM(~3165r/cM2) B TeueHne 16 4acoB Npu KOMHaTHOM TemnepaType. Cmech
PUNBTPYIOT Yepes LEennuT; OCTaBLUMICA Ha (unbTpe ocagok npombiatT EtOH(2 x 100mn), MeOH(2 x 100mn) u
CH,Cl5(100Mn). PunbTpaT KOHUEHTPUPYIOT MPU NOHWXKEHHOM AaBfeHun c norydeHvem 7,86r(99%) ykasaHHoro B
3arofloBke CoeqUHeHNa B BUAE NyCTOro MyTHOrO Macna.

UKGkuak.) 2978, 2934, 1786, 1749, 1717, 1476, 1458, 1393, 1369, 1317, 1258, 1207, 1155, 1117, 969 cm™*;

H NMR(300MHz, CDCl3) § 3.55-3.80, 2.53, 2.05-2.20, 1.90-2.05, 1.60-1.80, 1.40-1.60, 1.52, 1.42, 0.91, 0.90;

MS(FAB) m/z 356, 300, 244, 226, 200, 182, 154, 57.

Craguna 5

[Mony4veHune
TpeTbyTun-N-TpeToyTUNoKcMKapGoHUI-3-(2-MeTUNNPonunm)-2-okco- o-(NponeH-2-un)-3-nupponuanHayerara

PacTteop TpeTbyTnn-N-TpeTbyTunokcukapboHmn-3-(2-meTunnponun)-2-okco-3-nupponugnHayetata(3,65r,
10,3Mmorb) B cyxom TId(45mn) oxnaxkgatT Ao -78°C 1 no kannam obpabateisatoT JAJI(5,70mn, 11,3mmonb). Yepes
30 MuHYT npu -78°C pgobaenstoT annunbpomua(1,10mn, 12,4mmonb). PactBop BbigepkmBatoT npu -78°C B TedeHne 3
YacoB U 3aTeM eMy MNOo3BONAT MeAreHHO HarpeTbcs A0 KOMHAaTHOW TemnepaTypbl B aTMocdepe N,. Yepes 12 vacos
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peakuuto ocTaHaBnuBarT HacbiweHHbiM NH4CI(10mMn) n pasbasnstor H ,O(50Mn). Chlpoit naktam akcTparvpyoTt
nobaeneHnem EtOAc(3 x 100mn). OpraHuyeckne aKCTpakTbl 06bLEAMHAIOT, MPOMbLIBAIOT COMEBLIM pacTBopom(50mn),
cywat Hag 6e3BogHbiM Nap,SO,, DUMBTPYIOT M KOHUEHTPUPYIOT MpPU MOHUXEHHOM OaBfieHUU C nonydeHuem 4,72r
3onotuctoro Macna. Macno nogeepraloT O4MCTKe MeToAoM Xpomartorpaduu Ha cunukarene(300r cunukarens, 5%
EtOAc/rekcaH) ¢ nonyyeHnem 2,98r(73%) ykasaHHOro B 3arofioBke COEAMHEHWS B BUAE MNpoO3paqHoro
6nepHo-30M0TUCTOrO Macna, npeacTaBnawLero cobol cMmecb AnacTepeoMepoB.

WKCknak.) 2979, 2961, 2934, 1785, 1748, 1719, 1457, 1393, 1369, 1315, 1257, 1207, 1156, 1125, 851 cm™';

H NMR(300MHz, CDCl3, key peaks of the major diastereomer). § 5.60-5.85, 4.95-5.15, 3.55-3.75, 2.64,
2.20-2.50, 1.35-1.90, 1.52, 1.42, 0.91, 0.88;

MS(FAB) m/z 396, 340, 285, 284, 266, 222, 57, 41, 29.

raoe key peaks of the major diastereomer - knto4eBble MKW OCHOBHOMO AMactepeomepa

Craguna 6

MonyyeHne TpeTOyTuUn-3-(2-MeTUNNPONKM)-2-0KCo-o-(NponeH-2-un)-3-nupponuanHaleTara

PacTtBop
TpeTbyTnn-N-TpeToyTUNoKcMkapboHnn-3-(2-MeTunnponnn)-2-okco- o-(Nponex-2-un)-3-nupponuanHavetara(s,40r,
13,7mmornb) B MeOH(70mn) obpabatbiBaoT MeTokcuaoM Hatpus(74,7mn, 68,5mmonb, 10,3 mac.% B MeOH).
MonyyeHHbIW pacTBop nepemellvBaioT B atMocdepe N, Npu KOMHaTHOW TemnepaTtype B TedeHue 16 yacos. Peakuyuio
octaHaenueatoT 1 : 1 neaaHon AcOH/H,O(100mn). PacTBop ynapusatloT 40 MUHMMANbHOrO obbemMa Npu NMOHUXEHHOM
OaBMNeHUM W HesalMLIEeHHbI naktam akcTparmpytoT pobaeneHnem CHoCly(3 x  100mm). OpraHudeckune criou
o6bednHAT, NpoMblBaloT HackiweHHbiM NH 4CIl(100mn), coneBbiM pacTBopom(100mn), cywart Hap 6e3BogHbIM
NaySO,4, PUnLTPYIOT U KOHUEHTPUPYIOT NPU NOHWXEHHOM AaBNeHuun ¢ nosiydeHuem 4,75r sonotucroro macna. Macno
ouuLWalT MeToaoM xpomartorpadun Ha cunukarene(100 r cunukarens, 25% EtOAc/rekcaH) ¢ nonydeHnem 3,85r(96%)
yKa3aHHOro B 3arofioBke coeAvHeHUs B BUAe He coBceM 6ernoro TBepaoro BelecTBa ¢ HU3KOW TOYKON NnaBrneHus.

WK(MuHeparbHoe Macrio) 3206, 3105, 1720, 1701, 1352, 1299, 1268, 1255, 1231, 1162, 1153, 1125, 923 cm™!;

'H NMR(300MHz, CDCl;) § 6.28, 5.65-5.85, 4.90-5.15, 3.20-3.40, 2.60, 2.20-2.60, 1.85-2.00, 1.65-1.80,
1.35-1.65, 1.41, 0.93, 0.91;

MS(FAB) m/z 296, 240, 222, 194, 57.

Craguna 7

MonyyeHne TpeTbyTUn-3-(2-MeTnnnponun)-2-okco-1-(peHnnmeTn)-qo-(nponeH-2-un)-3-nupponmgmHaueTtara

XonogHbii(0°C)  pactBop  TPeTOyTUN-3-(2-MeTUNNPONU)-2-0KCo-o -(Nponex-2-un)-3-nupponvanHaudetara(1,11r,
3,76mmonb) B cyxoMm TId(25mn) obpabatbiBaloT ogHon nopunen NaH(60% gucnepcus B MuHepansHoM macre, 226wr,
5,64mmonb). Yepes 30 muHyT gobaensioT 6eHannbpomua(537mkn, 4,51Mmonb). PacTBopy no3BonsaloT MenneHHo
HarpeTbCcsi 4O KOMHaTHOW TeMrepaTtypbl Npy nepeMelinBaHum B atMmocdepe N, B TeyeHne Houn. CMmecb racaT
HoO(25mm) n skctparupytoT gobasneHnem EtOAc(3 x 25wmn). OpraHudeckue 3SKCTpakTbl O6beguHAOT, NMpPOMbIBaOT
coneBblM pactBopomM(25mn), cywart Hag 6essogHbiM Nap,SO,4, PUNBTPYIOT U KOHUEHTPUPYHIOT MPU  MOHUXKEHHOM
AaenieHun ¢ nonydveHnem 1,70r xentoro macna. Macno ouuwawoT MeTodoMm XxXpomartorpadum Ha cunukarene(30r
cunukarens, 10% EtOAc/rekcaH) ¢ nonydeHnem 1,37r(94%) ykasaHHOro B 3arofioBke coeguHeHus B BMae npo3paqvHoro
BecLBeTHOro macna.

WK(knak.) 2977, 2957, 2930, 2870, 1721, 1687, 1496, 1454, 1440, 1367, 1287, 1260, 1238, 1153, 701 cm™';

'H NMR(300MHz, CDCl3) § 7.20-7.35, 5.65-5.85, 4.95-5.15, 4.41, 3.05-3.30, 2.62, 2.20-2.55, 1.50-1.85,
1.41, 0.89, 0.87;

MS(EI) m/z 385,329, 312, 232, 231, 188, 91, 57.

Craguna 8
MonyyeHne TpeTbyTun-g-(2-rMapokcnaTn)-3-(2-metunnponun)-2-okco-1-(peHnnmeTn)-3-nupponnanHalerara
Yepes XonogHbeln(-78°C) pacTBop

TpeTbyTnn-3-(2-meTunnponun)-2-okco-1-(beHnnmeTun)- o-(NponeH-2-un)-3-nupponuanHayetara(1,32r, 3,42mMmornb) B
EtOH(30mn) nponyckaloT 030H. lMocne nponyckaHus depes pactBop N2 ogHol nopuuein(npu -78°C) pobasnsawT
Goprugpug Hatpua(195mr, 5,14MmMonb). PacTBopy NO3BONSOT MEASIEHHO HarpeTbCa A0 KOMHaTHOW TemnepaTtypbl B
atmocdpepe Ny B TedeHMe Houn. PeakumoHHYlo cMeChb KOHLeHTpMpYtloT Ao 6enoro TBepaoro BellecTBa, pasbaensioT
HoO(10Mn) n akcTparupytoT gobasneHnem EtOAc(3 x 25mn). OpraHu4veckne aKCTpakTbl OObeaUHSIIOT, MPOMbIBAKOT
coneBblM pactBopomM(25mn), cywat Hag 6essogHbiM Nap,SO,, PUNBTPYIOT U KOHUEHTPUPYHOT MPU  MOHUXKEHHOM
AaBrneHuM ¢ nonydeHmem 1,37r npospayHoro GecuBeTHoro macra. Macrno ouvwarT MeTogoMm Xpomartorpaduu Ha
cunukarene(50r cunukarens, 20% EtOAc/rekcaH) ¢ nonyveHnem 850Mr(64%) ykazaHHOro B 3arofioBKe COeAuHEHUs B
BMAe npo3payHoro 6ecLBeTHOro Macna, Kotopoe npencraBnser coboi eauHCTBEHHbIN AnacTepeomep.

UKGkuaK.) 2956, 2930, 2870, 1771, 1720, 1684, 1497, 1464, 1454, 1441, 1367, 1286, 1261, 1154, 701 cm™*;

"H NMR(300MHz, CDCl3) § 7.20-7.40 4.42, 3.55-3.80, 3.10-3.30, 2.70, 2.35-2.50, 1.90-2.05, 1.50-1.90,
1.44, 0.88, 0.87;

MS(EI) m/z 389, 333, 287, 259, 258, 232, 230, 140, 119, 91.

Cragunsa 9

Mony4veHune
TpeTbyTun-o-[2-(1,3-aurngpo-1,3-guokco-2H-nsonHgon-2-un)atun]-3-(2-MeTunnponun)-2-okco-1-(cheHnnmeTun)-3-nmpp
onuavHauertaTa

PactBop
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TpeTbyTun-o-(2-rnapokecnmaTim)-3-(2-meTunnponun)-2-okco-1-(cbeHunnmetnn)-3-nupponuanHavetara(435wr,
1,12Mmorb) B CyXoMm Tro(10mn) obpabartbiBaloT TpudenHundochnHom(323mr, 1,23MMOfNb),
anstunasogukapbokemnatom(194min, 1,23mmonb) - pranumugom(181mr, 1,23mMonb). PacTtBop ocTtaeBnsitoT
nepemMellnBaTbCl B TeYEHMe HOYM MpU KOMHATHOW TemnepaType B atmocdepe N ,. PeakumoHHylo cmech
KOHLEHTPUPYIOT W o4MlLalT MeTooM XpomaTtorpadun Ha cunukarene(25r cunukarens, 20% EtOAc/rekcaH) c
nony4vernmem 518mr(89%) ykasaHHOro B 3arorioBke coeanHeHus B Buae He coBceM 6enoro amopdHoro BellecTsa.

WK(MuHeparbHoe macrio) 1773, 1754, 1744, 1722, 1713, 1671, 1433, 1398, 1309, 1264, 1164, 1116, 706 cm™;

"H NMR(300MHz, CDCl3) § 7.80-7.90, 7.65-7.80, 7.20-7.35, 4.41, 3.60-3.85, 3.05-3.25, 2.59, 2.30-2.50,
2.00-2.20, 1.75-1.95, 1.40-1.75, 1.48, 0.87;

MS(FAB) m/z 519, 464, 463, 445, 417, 230, 91, 57.

Cragua 10

[Mony4veHune ¢,
-[2-(1,3-anrnagpo-1,3-gnokco-2H-naonHgon-2-un)atun]-N-rugpokeun-3-(2-metunnponun)-2-okco-1-(peHnnmetun)-3-nupp
onuavHaletamuga

XonoaHbii(0°C) pacTtBop
TpeTbyTun-o-[2-(1,3-aurngpo-1,3-guokco-2H-nsonHgon-2-un)atun]-3-(2-MeTunnponun)-2-okco-1-(cheHnnmeTnn)-3-nmpp
onuavHauetata(500mr, 0,964mmMonb) B CHLClo(2Mm1) obpabathiBatoT TOY(2m) 1 BeigepxusatoT npu 0°C B TeveHune 1
Yyaca, a 3aTeM MpU KOMHAaTHOW TemnepaType B TedeHue 1 vaca. PacTBopuTenb yAansiioT B BaKyyme C nornyveHvem
KONMYECTBEHHOTO
BbIxoda o-[2-(1,3-gurngpo-1,3-guokco-2H-nsonHaon-2-un)atun]-3-(2-metnnnponun)-2-okco-1-(peHnnmetn)-3-nnppon
WAVHYKCYCHOW KUCMNOTLI B BUAe CTYQEHUCTOro TBepaoro BellecTBa.

WK(xknak.) 2962, 1775, 1755, 1716, 1617, 1469, 1455, 1441, 1402, 1377, 1309, 721, 702 cm™";

1H NMR(300MHz, CDCI3) s 7.80-7.90, 7.70-7.80, 7.10-7.30, 4.44, 3.60-3.90, 3.32, 2.68, 1.80-2.25,
1.55-1.75, 0.91, 0.84;

MS(EI) m/z 462, 406, 302, 244, 232, 230, 188, 160, 91.

XonogHbIi(0°C)
pactBop o-[2-(1,3-aurngpo-1,3-gnokco-2H-n3onHgon-2-un)atnnl-3-(2-metunnponus)-2-okco-1-(beHnnmeTnn)-3-nuppo
nuauHykcycHom  kmenotbl(559mr) B CHLClo/OM®(8Mn/2mMn)  obpabatbiBaloT  1-rugpokcmbeHsoTpuasonom(158wmr,
1,17Mmonb), 4-metunmopdonuHomMm(129mkn, 1,17mmone) u 3OK(224mr, 1,17mMmonb). Yepes 1 yac gobasnawT elle
4-meTunmopdonunHa(159mkn, 1,45mmonb) n rugpokcunammi HCI(101mr, 1,45mMmonk). PacTBopy No3BonsoT MeaneHHo
HarpeTbCcsi 4O KOMHATHOW TemnepaTypbl Npy nepemelumBaHny B atMocdepe N, B TedeHne Houn. PeakumoHHylo cMmech
pasbasnatT H,0(25mn) n akctparnpytoT aobasnennem CHoCly(3 x 50mn). OpraHudeckne 3SKCTpakTbl cylwiaT Hap
6e3BogHbIM Nay,SO, hUnbTPYIOT, KOHLEHTPUPYIOT NPU NOHWMXXEHHOM AaBreHMU U BHOBb pacTBopsatoT B EtOAc(50mn),
EtOAc crnoin npombiBatoT HoO(3 x 25Mn) u coneBbiM pacTBopoM(25mr). OpraHu4ecknii crnoi cywat Hag 6e3BogHbIM
NaySO,, PUNbTPYIOT U KOHLEHTPMPYIOT NPW NOHWXKEHHOM AaBreHun ¢ nonyyeHnem 416mr 6enoi neHel. MNeHy ounwaoT
mMeTofoM Xxpomartorpadun Ha cunukarene(50r cunukarens, 2% MeOH/CHCI 3) ¢ nonyyeHvem 220mr 6enoli neHbl,
koTopyto pactupatoT ¢ Et,O ¢ nonydeHnem 181mr(39%) ykasaHHOro B 3arofioBke coeiMHeHUsi B Buae 6enoro TBepaoro
BewecTBa(T. nn. 162 - 164°C).

WK(MuHeparisHoe Macrio) 3167, 3059, 3033, 3022, 1776, 1710, 1666, 1653, 1498, 1396, 1265, 706, 696 cm™;

"H NMR(300MHz, CDClg) § 7.80-7.90, 7.65-7.80, 7.05-7.40, 4.20-4.60, 3.60-4.00, 3.05-3.35, 1.40-2.75, 0.75-0.95;

MS(EI) m/z 477, 445, 421, 417, 248, 247, 188, 160, 91.

Mpumep 23

MonyyeHne N-rugpokcu-3-(2-meTunnponun)-2-okco-1-(cheHnnmeTnn)-3-nmpponuanHagetrammaa

H CHy

Cnepys oblel meToauKke, U3noxeHHoW B [Mpumepe 22, ucrnonb3ysl He3HaYUTeNbHble Bapuauuu, ucxods M3
TpeTbyTnn-N-TpeTbyTUnokcnkapboHmnn-3-(2-metTunnponun)-2-okco-3-nupponuanHauetara(llpumep 22, cragus 4),
nony4aroT ykasaHHoe B 3arosfioBke coeguHenune(t. nn. 119 - 120°C).

WK(mnHepanbHoe macro) 3265, 3164, 3065, 3029, 3016, 1658, 1519, 1494, 1305, 1291, 1260, 1063, 701, 651,
617 cm™;

'H NMR(300MHz, CDCl3) s 10.13, 7.60-8.30, 7.10-7.40, 4.44, 3.10-3.30, 2.48, 2.15-2.30, 1.95-2.10,
1.35-1.85, 0.88, 0.87;

MS(EI) m/z 304, 272, 248, 215, 188, 187, 186, 92, 91, 65.

Mpumep 24

Mony4yeHune
N-rngpokcun-3-(2-metnnnponun)-2-okco-1-(peHnnmetun)- o-[2-(4,5,6,7-TeTpadptop-1,3-anrngpo-1,3-gnokco-2H-n3onHg
on-2-nn)atunl-3-nupponuguHayeramuaa
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Cnepys oflen meToauke, U3noxeHHoW B [Mpumepe 22, ucrnonb3ysl He3HaYUTeNbHble Bapuauuu, ucxoas M3
TpeTbyTUM-o-(2-rnapokecnaTm)-3-(2-MeTUINPONK)-2-okco-1-(cheHnnmeTun)-3-nupponuanHayetata(lpumep 22,
cTtagusa 8), nony4aroT yKkaszaHHOe B 3arosfioBke coeguHeHune(T. nn. 183 - 185°C).

WK(MnHepanbHoe macno) 3221, 1724, 1713, 1694, 1672, 1629, 1513, 1503, 1418, 1262, 1155, 1033, 954, 941,
754 cm:

"H NMR(300MHz, CDCl3) § 7.10-7.40, 4.25-4.55, 3.60-4.00, 3.10-3.35, 2.40-2.55, 1.40-1.35, 1.80-1.95;

MS(FAB) m/z 550, 534, 517, 489, 230, 91.

Mpumep 25

Mony4venune 1-(3-cbTopdpeHun)
MeTun)-o-[2-(1,3-gurnapo-1,3-anokco-2H-nsonHgon-2-un)stun]-N-rugpokcn-3-(2-metunnponun)-2-okco-3-NMpponnanH
auetammaa

Cnepys oflel meToauKe, M3noxeHHoW B [Mpumepe 22, ucnonb3ysl He3HadUTeNbHble Bapuauuu, ucxods M3
TpeTbyTnn-3-(2-MeTunnponun)-2-okco- o-(NponeH-2-un)-3-nmpponvanHadetata(lpumep 22, cragua 6), nonydatoT
yKasaHHOe B 3arosioBke coeaunHeHme(T. nn. 162 - 163°C).

UK(MuHeparibHoe macrio) 3169, 3058, 3048, 1776, 1709, 1667, 1653, 1614, 1590, 1487, 1397, 1292, 1267 cm™;

"H NMR(300MHz, CDCly) & 7.75-7.90, 7.65-7.75, 7.15-7.35, 6.80-7.00, 4.40, 3.60-3.85, 3.10-3.30,
2.30-2.65, 1.40-2.25, 0.85, 0.79;

MS(EI) m/z 495, 463, 435, 379, 322, 288, 248, 206, 160, 138, 109.

Mpumep 26

Mony4veHune 03’-[2-(1 ,3-aurngpo-1,3-anokco-2H-nsonHgon-2-nn)atun]-N 3-r|/|L1p0KC|/|-N1
-meTun-3-(2-metunnponun)-2-okco-1,3-nnpponvanHagnaverammaa

H]/NHMG

o}

Cnepys oflel meToauke, U3noXeHHoW B [Mpumepe 22, ncnonb3ysl He3HaYUTeNbHblE Bapuauuu, ucxoas M3
TpeTbyTnn-3-(2-MeTuUnNnponunn)-2-okco- o-(NponeH-2-un)-3-nupponvanHadetata(lpumep 22, cragua 6), nonyyaoT
yKasaHHoe B 3aronioBke coeguHeHune(T. nn. 120°C, ¢ pasnox.).

WK(MmHepanbHoe macro) 3296, 3100, 3060, 1773, 1714, 1668, 1547, 1496, 1400, 1340, 1299, 1272, 1171, 1038
cm™;

"H NMR(300MHz, CDCls) s 7.80-7.90, 7.65-7.80, 6.85, 4.33, 3.60-3.95 3.25-3.55 281, 2.652.85,
2.20-2.40, 1.70-2.20, 1.15-1.70, 0.75-0.95, 0.81, 0.68;

MS(EI) m/z 458, 402, 340, 339, 229, 212, 185, 169, 160, 138.

Mpumep 27

Mony4yeHune
N3-ruppokcn-N '-meTun-3-(2-meTnnnponus)-2-okco- o, °-[2-(4,5,6,7-TeTpadTop-1,3-aurnapo-1,3-anokco-2H-3onHoon-2-
un)stun]-1,3-nupponvanHgnaverammaa
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k CH,
Hood CH
N 3
HO/ \ﬁ
Og

Cnepys oflel meToauke, UanoxeHHoW B [Mpumepe 22, ucnonb3ysl He3HaYUTeNbHble Bapuauuun, ucxoas M3
TpeT-6yTUN-3-(2-MeTunnponun)-2-okco-A-(nponen-2-un)-3-nupponuanHauetata(llpumep 22, ctagus 6), nonyyaroT
yKkasaHHoe B 3aronioBke coeguHeHune(T. nn. 130°C, ¢ pasnox.).

WK (MuHepanbHoe macno) 3293, 1785, 1723, 1668, 1550, 1514, 1500, 1410, 1314, 1273, 1158, 1035, 944, 754
cm-1.

"H NMR(300MHz, CDClg) § 6.55, 4.30, 3.60-4.00, 3.20-3.55, 2.55-2.90, 1.30-1.40, 1.10-1.30, 0.89, 0.78;

MS(EI) m/z 530, 498, 474, 411, 232, 212, 180, 169, 154, 152, 138.

Mpumep 28

[MNony4yeHne

[S-(R* R*)]-N 3-rugpoken-N '-meTun-3-(2-metunnponun)-2-okco-A '-(dbennnmeTun)-1,3-nupponuanHavaleTaMmaa
CH,

Cragusa 1

Pasgenenune TpeTbyTun-N-TpeTbyTUnokcukapboHun-3-(2-meTunnponun)-2-okco-3-nupponuanHayetara [oToBaAT
20mr/mn pactBop  TpeTbyTun-N-TpeToyTunokcmkapboHmnn-3-(2-metunnponun)-2-okco-3-nupponuanHaletarta(llpumep
22, ctragusa 4) B nogBwxHon dase, 2% mnsonponaHosne B rekcaHe(no obwemy). AnmkeoTbl 53mn(1,06r) BBOAAT B KOJNOHKY
Chiralcel OD 5,1 x 50cm [Chiral Technologies, Inc., Exton, PA 19341], npumensis npnbop ans XXXBP SepTech 140(EM
Separations, Inc., Wakefield, Rl 02880) B pexumme aBTOMaTU4e€CKOro caBura MUKoB W peunpkynsaumm. CKopocTb
anupoBaHus coctaBnaeT 60MN/MUH, a PerucTpupytollee yCTPOMCTBO ycTaHaBnueaetcs Ha 213HM. MNocne 4veTbipex
NponycKaHWi Yepesa KONOHKY C COOTBETCTBYIOLUM CABWUIOM MMKoB oba nuka nony4atoT nodtn co 100% Bbixogom npu >
99% au And 3HaHTUOMepa, BbiMblBaeMOro nepsbiM(3HaHTHMoMepa 1) 1 96,4% 3u gna SHaHTUMOMepa, BbIMbIBAEMOro
BTOPbIM(SHaHTUOMepa 2). DHaHTUOMEpPHbIN U3BbITOK onpedensaiT Ha konoHke Chiralcel OD-H 0,46 x 25cm(Chiral
Technologies, Inc.), npumMeHsis 5% m3onponaHon B rekcaHe(no o6bemy) npu ckopocTu antouposaHus 0,5Mr/MUH npu
pexvme paboTbl perncTpupytowero yctponctsa Ha 210HM. JHaHTMOMep 1 BbiMbiBaeTca 4epe3 8,8 MUHYTbI, a
3HaHTMoMep 2 BbiMbiBaeTcs Yepes 10,2 MuHyTbl(a = 1,42).

Cragua 2

MonyyeHune(S)-TpeTbyTUn-3-(2-MeTUNNponmnn)-2-okco-3-nMpponvanHaderaTa

PacTtBop(S)-TpeTOyTnn-N-TpeTbyTunokcukapboHmn-3-(2-meTunnponun)-2-okco-3-nupponuanHagetarta(193mr,
0,543mmonb), MeTokemaa MarHusa(3,0mn, 6 - 10 mac.% B MeOH) u MeOH(2,7mMn) nepemelunBaloT Npyv KOMHaTHOM
TemnepaType B TeveHune 16 yacos. PacTBop BbinneatoT B Boay(15Mm) n cMecb NOAKUCHSIOT YKCYCHOR KncrnoTon. Cmech
3KCTparmpyloT Heckonbko pa3 gobasrneHunem CH,Cly,, o6benvHeHHble cunbTpathl cywat(MgSOy,), dunbTpyloT ©
KOHLEHTPUPYIOT C nonydyeHnem 124mr(89%) ykasaHHOro B 3arofioBke CoeMHeHsa B Buae macna.

WK(MnHepanbHoe macrno) 3209, 3100, 3001, 1728, 1691, 1496, 1318, 1302, 1281, 1261, 1208, 1163, 1132, 1079,
969 cm™:

"H NMR(300MHz, CDClg) § 5.77, 3.25-3.40, 2.49, 2.20-2.40, 2.05-2.20, 1.65-1.85, 1.35-1.60, 1.44, 1.42, 0.85-1.00;

MS(FAB) m/z 256, 201, 2Q0, 182, 154, 57, 41.

Cragusa 3

MonyveHne metun-D-deHnnnakraTa

Cmecb D-¢peHunmMonoydHor kucnotbl(4,79r, 28,8mMMonb), Woa-metaHa(1,80mn, 28,9mmonb), KoCO3(4,07r, MMOrb)
n OM®(80mn) nepemelwnBaoT B TedeHne 16 4acoB nNpu KOMHaATHOW TemnepaType. PactBop pasbasnstoT 500mn
achupa. Cmecb npombiBalT Bogon(3 x 150mMn) u coneBbiM pacteopoM(150mn). OpraHudeckuin cnoi cywat(MgSO,),
PUNBTPYIOT U KOHUEHTPUpPYIOT ¢ nonydeHnem 3,89r(75%) ykaszaHHOro B 3arorioBke coefdvHeHusi B Buae Geroro
TBEpAoro BellecTBa.

"H NMR(300MHz, CDCl3) § 7.15-7.40, 4.40-4.55, 3.78, 3.13, 2.97, 2.68.

Cragua 4

Mony4yeHune Tpudcnara metun-D-ceHnnnakrara

K pactBopy meTun-D-deHunnakrata(1,20r, 6,66mmonb), CCly(8,6mn) un nupugmHa(0,70mn, 8,7mmons) npu 0°C
nobaensoT TpudTopMmeTUncynbdoHoBblin aHrnapua(1,37mn, 8,14Mmorb). CMechk nepemMelumBatoT B TedeHue 1 yaca
npm 0°C n 3aTem pas3baBnaT neHTaHom(35mn). Cmecu MNO3BOMSIOT HarpeTbCs A0 KOMHATHOW TemnepaTypbl W
puUnbTpytoT. TBepable BelecTBa MNPOMbIBAOT nNeHTaHoM(35mMn) 1 obbeanHeHHble uUnbTpaTbl KOHUEHTPUPYIOT.
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Ounctka meTogoM dnaw-xpomatorpadun(4 : 1 rekcad : EtOAc) nossonset nonyuntb 1,39r(55%) ykasaHHoro B
3arofioBke coeAnHeHUs B Buae macna.

"H NMR(300MHz, CDCl3) § 7.15-7.40, 5.25, 3.84, 3.35, 3.21.

Craguna 5

MonyyeHune
[S-(R* RM)]-N 3-1peT6yTin-N '-MeTun-3-(2-MeTMnNponun)-2-okco- o, ' -(dpernnmeTtnn)-1,3-nupponuaonHonaerara.

K pacTtBopy(S)-TpeTbyTnn-3-(2-meTunnponun)-2-okco-3-nupponuanHayetara(124mr, 0,486mmonb) n TId(1,65mn)
npu 0°C pobaenstoT rgpug Hatpus(21,4mr, 0,535mmonb, 60% aucnepcus B MuUHepanbHoM Macne). PacTtsop
nepemelwnBatoT B TedeHne 15 muHyT npu 0°C n 3atem gobaensiT pactBop Tpudnarta(166mr, 0,532mmonb) B 0,5mn
neHTaHa. PacTBop nepemewwnBatoT B TedeHue 2 4vacoB npu 0°C 1 B TeveHne 1 4aca npu KOMHATHOW TemrnepaTtype.
BogHasa obpaboTtka(EtOAc, MgSO,) n ounctka(4 : 1 rekcaH : EtOAc) nossonsitoT nonyunTe 88,3mr(44%) ykazaHHOro
B 3arofioBke coefuHeHWs B BUAe Macna.

UKekuak.) IR(liq.) 2956, 2933, 1744, 1731, 1693, 1455, 1435, 1393, 1368, 1352, 1269, 1209, 1156, 1155, 700 cm™';

"H NMR(300MHz, CDCl3) & 7.15-7.35, 5.14, 3.70, 3.20-3.45, 3.00, 1.95-2.10, 2.08, 1.60-1.80, 1.45-1.55,
1.35-1.45, 1.40, 0.89, 0.86;

MS(EI) m/z 417, 361, 344, 305, 302, 271, 270, 214, 162, 132, 57.

Cragunsa 6

MonyyeHune
[S-(R*,R*)]-3-(TpeT6yTMnaLeTOKCH)-3-(2-METUNNPONUN)-2-0KCo- o ' -(peHMNMETIN)-1-NMPPONMANHYKCYCHO KUCIOTbI

Cwmecb
[S-(R*,R*)]-N 3-tpeTt6yTun-N -meTnn-3-(2-MeTnnponun)-2-okco- o, ' -(pbernnmetnn)-1,3-nnpponnanHonauetara(254mr,
0,608mmonb), MeOH(12mn), Boabl(3,0mNn) 1 rmgpokenga HaTpua(98,4mr, 2,46MMonb) nepemMellnBaoT Npu KOMHaTHOR
TemnepaType B TedeHWe 16 yacoB U 3aTeM KOHUeHTpupytoT. OctaTtok pasbaenstoT Bogol, nogkucnat(10% HCI) un
BOAHbIV CIOW 3KCTparnpyroT Heckonbko pa3 gobasneHnem CH,Cly. OpraHnyeckue cnow cywat(MgSO,), huneTpytoT 1
KOHLEHTPUPYIOT ¢ nosnydeHnem 233mMr(95%) ykasaHHOro B 3arosfioBke CoedMHeHWsa B BuAe macna.

MK(knak.) 2958, 2933, 2872, 1730, 1693, 1651, 1456, 1443, 1393, 1368, 1273, 1258, 1207, 1155, 699 cm™';

'H NMR(300MHz, CDCl3) § 7.20-7.35, 4.67, 3.40, 3.20-3.35, 3.00-3.10, 2.29, 1.95-2.10, 1.80-1.95,
1.60-1.75, 1.52, 1.41, 1.31, 0.91, 0.87;

MS(EI) m/z 403, 347, 330, 303, 302, 291, 256, 200, 132, 57, 55.

Craguna 7

Mony4yeHune
[S-(R*,R*)]-TpeT6yTun-N ' -MeTunaLeTaMna-3-(2-MeTUNNponun)-2-oKco- o -(beHnnmMeTn)-3-nupponuavHaleTaTa.

K pactBopy
[S-(R*,R*)]-3-(TpeT6yTUnaLeToKe)-3-(2-MeTUMMPONUI)-2-0Kco- o' -(peHUNMeTU)-1-NpPPONMANHYKCYCHOM
kucnotbl(224mr, 0,555mmonb) n Trd(2,5mn) pobaensitor CDI(94,3mr, 0,582mmonb). PacTBop nepemellnsatoT B
TeyeHue 1 yaca Npu KOMHATHOW TemnepaType U 3aTem pgobaensioT 0,27mMn 40% Boa. meTunamuHa. Pacteop
nepemMelLBalOT MpU KOMHATHOW TemnepaType B TedeHue 16 yacoB. BogHaa obpaboTka(npombiekn EtOAc, 3% HCI,
10% NaOH u coneBbim pacTtBopom, MgSO,) nossonseT nonyynTs 259Mr cbiporo NpoAaykTa, KOTOpbIA O4uMLLaoT
meTogom dpriaw-xpomatorpadun(l : 1 rekcad : EtOAC), uto nossongeTt nony4nts 198Mr(86%) ykasaHHOro B 3aronoske
coefuHeHNa B BUZe Macna.

WK(mnHepanbHoe macno) 3395, 1719, 1682, 1656, 1545, 1442, 1351, 1306, 1274, 1248, 1210, 1150, 1117, 747,
703 cm™:

'H NMR(300MHz, CDCl3) § 7.15-7.30, 6.90-7.05, 4.25, 3.41, 3.20-3.35, 2.95-3.10, 2.82, 2.43, 1.95-2.10,
1.75-1.90, 1.50-1.70, 1.43, 1.08, 0.88, 0.81;

MS(EI) m/z 416(M*) 360, 358, 343, 303, 302, 284, 269, 161, 132, 57.

Craguna 8

Monyuerne [S-(R*,R*)]-N'-MeTunauetamna-3-(2-MeTMRNPONNI)-2-0Kco- o ' -(cbeHUNMeTI)-3-NppPOnNManHYKCYCHO
KMCNoTbl TOY(3,0mn) nobasnstoT K pacTBopy
[S-(R*,R*)]-TpeT6yTun-N '-MeTunaLeTamma-3-(2-MeTUnnponu)-2-okco- ¢ ' -(dpernnmeTun)-3-nupponuanHaveTtara(192m
r, 0,461mmonb) u CHoCly3,0mn) npu 0°C. PactBop nepemelumsaioT B TedeHue 1 vaca npu 0°C u 3 4acos npu
KOMHaTHOW Temnepatype. PacTtBop koHUeHTpupytoT na CH,oCly(2 x 30mn), 4To noBTOpsloT elle ABaxAabl. BogHas
o6paboTka(CH,Cly, MgSO,4) nossonseT nony4nTb 158Mr(95%) ykazaHHOro B 3arofioBke coegvHeHUs B BUAe Macna.

'H NMR(300MHz, CDCl;) § 7.15-7.35, 6.10-6.25, 4.66, 3.25-3.50, 3.17, 2.76, 35 2.38, 2.00-2.10,
1.60-1.85, 1.53, 1.25-1.40, 0.90, 0.84;

MS(EI) m/z 360, 303, 302, 284, 269, 161, 149, 132, 69, 57, 55.

Craguna 9

Mony4yeHune
[S-(R*,R*)]-N 3-rugpoken-N '-meTun-3-(2-MeTunnponmnn)-2-okco- o, -(cbeHnnmeTn)-1,3-nupponuaMkamaleTammaa.

S0K(92,2wr, 0,481mmonb) nobaenstoT K pacTBopy
[S-(R*,R*)]-N '-meTnnauetammna-3-(2-MeTunnponmn)-2-okco- o, -(dbernnmeTn)-3-nMpponnanNHYKCYCHo! kKncnoThi(151Mr,
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0,419Mmmonb), CHoCly(4,1Mmn), OM®(1,0mn), TOBT(56,4mr, 0,417Mmonb) M N-meTunmopdonuHa(50mkn, 0,46mmornb)
npu 0°C. PacTtBop nepemelunBaroT B TedeHne 5 MUHYT npu 0°C u B TedeHue 1 4yaca npyv KOMHATHOW TemrnepaTtype.
HobaensoT rugpokcvnamuHrngpoxnopug(57,8mr, 0,832MmMonb) n N-meTunmopdonmH(90mkn, 0,82MmMonb) U cMmecb
nepemMelLBalOT B TEYEHMEe HOYM MpU KOMHAaTHOW Temnepatype. BogHaa obpabotka(CH ,Cly, MgSO,4) n ounctka no
meTogy dnaw-xpomatorpacdoun(20 : 1 CH,Cl, : MeOH) nossonseT nonyynTb 74Mr rugpokcamata B BuWAe macna,
KoTopoe KpuctannuaytoT ns adupa/EtOAc/rekcaHa ¢ nonydveHmem 50Mr(32%) ykaszaHHOrO B 3arofloBKe CoeAuHeHUs B

Bmae 6enoro kpuctannunyeckoro Belecta(T. nn. 159 - 164°C): [a]D -84° (¢ 0,49, CHCI3).

WK(mnHepanbHoe macno) 3372, 3196, 3028, 1687, 1669, 1635, 1605, 1543, 1441, 1404, 1355, 1302, 1287, 747,
703 cm™:

MS(EI) m/z 375, 317, 316, 302, 299, 284, 200, 132, 91, 58, 55.

Mpumep 29

Mony4veHune
[R,R-(R*, R*)]-o.3-[2-(1,3-aurnapo-1,3-anokco-2H-unsonnaon-2-un)atun]-N 2-rugpokcun-N '-meTnn-3-(2-meTunnponun)-2-o
kco-g ' -(dbernnmeTun)-1,3-nupponuanHavaleTamuna

Cragusa 1

MonyueHne(R)-TpeT6yTUnMeT1n-3-(2-MeTUNPonum)-2-0Kco- o '-(dpeHnnmeTnn)-o 2
-(nponeH-2-un)-1,3-nupponuanHanaleTara

K pactBopy TpeTrbyTunn-3-(2-mMeTnnnponun)-2-okco-q~(Nponen-2-un)-3-nupponuanHavetarta(llpumep 22, ctagua 6;
862mr, 2,92mmonb) u Tro(10mn) npu 0°C gobasnatoT rvapug Hatpua(129wr, 3,23mmonb, 60% paucnepcus B
MUHepanbHoM Macne). PacTtBop nepemelumBaoT B TedeHue 20 MuHyT npu 0°C u 3atem [obGaensioT pacTBop
Tpudnata(llpumep 28, cragusa 4; 1,01r, 3,23mmonk) B 2,0Mn neHTaHa. PacTBop nepemeluMBaloT B TeYeHne 2 4Yacos
npu 0°C n B TeueHne 1,5 yacoB npu KoMHaTHOW TemnepaTtype. BogHasa obpabotka(EtOAc, MgSO,4) n ounctka(4 : 1
rekcaH : EtOAc) nossongtoT nonyuntb 922mr(69%) ykasaHHOro B 3arofioBke COeQUMHEHWs B BUAE macna, KoTopoe
npeacrTaBnsieT cobon cMech ABYX ANaCTEPEOMEPOB.

UKGkuaK.) 2976, 2956, 2934, 1745, 1724, 1690, 1455, 1435, 1425, 1368, 1288, 1267, 1237, 1210, 1153, cm™*;

"H NMR(300MHz, CDCl3) major peaks only § 3.71, 3.70, 1.40, 1.38, 0.89, 0.83, 0.69, 0.56;

MS(EI) m/z 457, 401, 342, 310, 304, 303, 260, 200, 162, 91, 57.

rae major peaks only - TONbKO rMaBHbIE NUKK

Cragua 2

MonyueHne(R)-3-(TpeT6yTrnaLeTokeu)-3-(2-MeTURnponun)-2-okco- ¢ ' -1-(peHnnmeTnn)-o 2
-(nponeH-2-unn)-1-NMpPONMANHYKCYCHON KUCMOTbI

Cwmech(R)-TpeT6yTMNMETUN-3-(2-MeTUnNponmnn)-2-okco- o, ' -(pernnmeTnn)-o.°
-(nponeH-2-un)-1,3-nupponuanHanayetata(913mr,  2,00mmons), MeOH(32mn), Bogbl(8,0mn) w©  rugpokcuga
HaTpua(362mr, 9,05MMONb) nNepemMelInMBaOT MNpU  KOMHaTHOW TemnepaType B TedeHMe 16 4YacoB W 3aTeMm
koHUeHTpupytoT. OctaTok pasbaensatoT Bogow, nogkucnsaoT(10% HCI) n BogHbIA CMoN 3KCTparvpyloT HECKOSNbKO pas3
pob6asneHnem CH,Cl,. OpraHudeckne crnou cywat(MgSO,), dUnbTpyoT U KOHLEHTPUPYHOT ¢ nonydeHnem 829mr(93%)
yKa3aHHOro B 3arofloBke coeguHeHus B BUAE Macna.

UK(ekmak.) IR(lig.) 3003, 2974, 2959, 2932, 1725, 1692, 1652, 1643, 1455, 1368, 1284, 1272, 1255, 1206, 1153
cm™;

"H NMR(300MHz, CDCIl3) major peaks only § 3.57, 2.99, 2.69, 1.40, 1.38, 0.89, 0.85, 0.61, 0.59;

MS(EI) m/z 443, 387, 342, 296, 290, 289, 252, 246, 200, 91, 57.

rae major peaks only - TONbKO rNaBHbIE MUKW

Cragna 3

Mony4veHne [R,R-(R* R*)]-n
[S,R-(S*,8%)]-TpeT6yTnn-N"-MeTUnaLeTamna-3-(2-MeTunnponun)-2-okco- . 1-1-(cbeHnnmetnn)-o 2
-(nponeH-2-un)-3-nupponuguHayerara.

K
pacTeopy(R)-3-(TpeT6yTUnaLeTokem)-3-(2-MeTUNNpPonun)-2-0Kkco- o' -1-(beHnnmeTi)-o > -(NponeH-2-1r)-1-nupponnamH
ykcycHon kucnoTbl(821mr, 1,85mMmonb) n TIP(8,0mn) gobaenstot CDI(314mr, 1,94MMonb). PacTBop nepemelunsatoT B
TedyeHe 1 4aca npu KOMHaTHOW TemnepaTtype M 3atem pfobasnsitoT 1,1mn 40% Boa. MeTunamuHa. PacTBop
nepemMeLLBalOT MpU KOMHATHOW TemnepaType B TedeHue 16 yacoB. BogHaa obpaboTka(npombiekn EtOAc, 3% HCI,
10% NaOH u coneBbim pactBopom, MgSO,) no3sonseT nonyynTe 921Mr CbIporo NpoAyKTa, KOTOPbIA O4uMLLaoT
mMeTogom donaw-xpomaTorpacdumn(1 : 1 rekcan : EtOAC), nosBonseT nony4nte 126Mr guactepeomepa A. [anbHenlwee
3MloUpoBaHNE NO3BOMAET NONyYnTb Anactepeomep B, 3arpsasHeHHbIN guactepeomMepoM A 1 ABYMS He3HaYUTEeNbHbIMU

-40-

61906 C2

UA



v N

30619

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

anactepeomepamu. MNoBTopHasa ovnMcTka MeTodoM drall-xpomatorpadnn(2 konoHku; 1 : 1 rekcar : EtOAc) nossonset
nony4YnTb gononHutensHo 174mr guactepeomepa A(cymmapHo 300mr, 36%) B Buge macna.

WK(MuHepanesHoe macno) 3376, 1702, 1685, 1667, 1538, 1501, 1443, 1433, 1277, 1267, 1249, 1232, 1156, 742
697 cm™:

MS(EI) m/z 456, 400, 399, 398, 343, 342, 324, 309, 200, 132, 57

JanbHelilwee antonpoBaHe no3sonseT nonyynts 209mr(25%) HeouneHHoro anacrepeomepa B:

WK(knak.) 3328, 2975, 2957, 2934, 1724, 1663, 1554, 1498, 1455, 1438, 1368, 1292, 1266, 1152, 699 cm™';

"H NMR(300MHz, CDCl3) s 7.10-7.30, 6.25-6.35, 5.50-5.70, 4.90-5.10, 4.64, 3.30-3.45, 3.08, 2.80, 2.71,
2.10-2.40, 1.70-1.90, 1.30-165, 0.86, 0.79;

MS(EI) m/z 456, 400, 398, 343, 342, 324, 309, 259, 200, 132, 57

Craguna 4

[Mony4veHune
[R,R-(R*,R*)]-TpetbyTun-o 3-(2-rmapokenatun)-N ' -meTunauetrammna-3-(2-MeTunnponun)-2-okco- ¢, -1-(beHnnmetnn)-3-n
npponuanHayeTara

Yepes pacTtBOp
[R,R-(R* R»)]-Tpet6yTnn-N '-MeTunaLeTaMmna-3-(2-MeTMnnponun)-2-okco- ¢, - 1-(pernnmetnn)-o 2 -(nponeH-2-un)-3-nupp
onquHéueTaTa(I'Ipmmep 29, cragua 3, anactepeomep B; 203wmr, 0,4 45mmonb) n EtOH(4,4mn) B TedeHne 4 MUHYT nNpu
-78°C nponyckatoT 030H. [Nocne nponyckaHus kucrnopoga gobasnstoT Gop-rmgpug HaTpua(27mr, 0,71mmonk). CMech
nepemewmnBatoT npu -78°C B TedeHue 1 4vaca, a 3aTeM eli MO3BONSAT MEONEHHO HarpeTbCcsi OO KOMHaTHOM
TemnepaTypbl B TedeHWe 1 4yaca. o npowectBun 1 yaca npu KOMHaTHOW TemnepaType AoGasnslT Gopruopua
Hatpusa(14mr, 0,37MMOfb) M CMeCb NEpPeMELLMBAOT B TEYEHWEe elye 2 4acoB NpWM KOMHATHOW TemnepaType.
KoHueHTpupoBaHue n BogHaa obpaboTtka(EtOAc, MgSO,) nossonaiT nonydnts 198mr(97%) ykasaHHOro B 3arorioBke
coequHeHNa B BUAE Macna, KoTopoe NpuMeHsitoT 6e3 farnbHenwern o4ncTku.

WKCkuak. ); 3320, 2957, 2934, 1722, 1659, 1455, 1437, 1414, 1392, 1368, 1260, 1152, 1057, 734, 699 cm™";

"H NMR(300MHz, CDCl3) § 7.10-7.35, 6.15-6.25, 4.64, 2.70, 1.44, 0.86, 0.79;

MS(EI) m/z 460, 346, 328, 132, 105, 91, 81, 69, 58, 57, 55

Craguna 5

Mony4yeHune
[R,R-(R*,R™)]-TpeT6yTun-¢.3-[2-(1,3-anruapo-1,3-anokco-2H-nzonHgon-2-un)stun]-N '-meTunavueramma-3-(2-meTunnpon
1I)-2-0Kco- ¢, -1-(dbeHnnmeTUN)-3-NpponuanHovaleTara

K pactBopy
[R,R-(R*,R*)]-TpeTbyTun-¢ 3-(2-rmapokcnstun)-N ' -meTunauetramMmmna-3-(2-MeTURnponun)-2-okco- ¢, ' -1-(beHnnmetun)-3-n
npponuaunHauetarta(195mr, 0,423mmonk), TpudeHundocthuna(122mr, 0,465mmone), dTanumuaa(68,1mr, 0,463mmonsb)
n Tro((5,0mn) pobaensot A3AL(73,4mkn, 0,446mMMonb). PacTBop nepemMelumBatoT B TedeHne 16 4acoB Npu KOMHaTHOW
Temnepatype. KoHUEHTpUpoBaHMe W o4McTka MeTodoM dral-xpomatorpadun(2 komnoHku; 1 : 1 rekcaH : EtOAc)
nossonatoT nony4ntb 144mr(58%) ykasaHHOro B 3arorioBke COeAnHeHUs B BUAe macna.

H NMR(300MHz, CDCl3) major peaks § 7.78-7.90, 7.65-7.75, 7.10-7.35, 6.30-6.40, 4.59, 2.71, 1.49, 0.83, 0.78.

rae major peaks - rnaBHble NMUKK

Craguna 6

Mony4veHune
[R,R-(R* R¥)]-o.3-[2-(1,3-aurmapo-1,3-anokco-2H-unsonHaon-2-un)atun]-N 2-rugpokcun-N '-meTnn-3-(2-meTunnponun)-2-o
kco-a.1-1-(dbenunmeTn)-1,3-nupponuanHonaleTamuaa ToY(2,0mn) nobaenstoT K pacTBopy
[R.R-(R*,R")]-Tpet6ytun-o 3-[2-(1,3-quruppo-1,3-anokco-2H-nsonHgon-2-unyatun]-N !
-MeTUnaLleTamua-3-(2-MeTUnnponu)-2-okco- o -1-(pernnmetnn)-3-nupponuantanagetata(144mr,  0,244mmorns) 1
CH5ClI5(2,0mn) npu 0°C. PactBop nepemelumBatoT B TedeHune 0,5 yaca npu 0°C 1 B TeveHune 1,5 4acoB npy KOMHaTHOW
Temnepatype. PactBop koHueHTpupyloT u3 CHoClx(2 x 40mn), 4TOo nosTopsaloT ewe pAeaxasl. BopgHasa
o6paboTka(CH,Cly, MgSO,) nossonset nonyuntb 127Mr(97%) KMCNOro NpoMeXKyTOYHOro NpoAyKkTa B BUAE Macna.

OOK(52,7mr, 0,275mMmonb) poGaBnawT K pacTBopy cbipoit kucnotbl(127mr, 0,238vmmonb), CH 5Cly(2,4mn),
OM®(0,6mn), TOBT(32,2mr, 0,238mMmonb) u  N-metunmopdonuHa(28,5mkn, 0,259mmone) npu 0°C.  PactBop
nepemMewnBaroT B TedeHne 5 mMumHyT npu 0°C M 1 4vaca npu KOMHaTHOW Temnepatype. [dobaensioT
rmgpokcunamuHrugpoxnopua(33,2mr, 0,478mmornb) n N-metunmopdonnH(51min, 0,46MMonb) U cMech nepemeLlnBatoT
B TeYeHWe HO4YM NpW KOMHATHOW TemnepaTtype. BogHas o6pabotka(CH oCl,, MgSO4) u oudnuctka meTodoM
dnaw-xpomartorpacpun(40 : 1 EtOAc : MeOH) nossonaeT nony4nTte 65,9Mr ykasaHHOrO B 3arofioBke coeguHeHus B
BMOE Macna, KOTOpoe KpucTanmnuayloT u3 sdupalrekcaHa ¢ nomnydeHuem 45mr(34%) npogykta B Buge 6Henoro
nopoLukoobpasHoro BelecTsa(T. nn. 176 - 180°C).

WK(MnHepansHoe macno) 1714, 1672, 1634, 1401 cm™;

'H NMR(300MHz, CDCl;) § 7.70-7.90, 7.05-7.35, 6.85-7.00, 6.10-6.20, 4.68, 3.35-3.75, 3.41, 3.23,
2.90-3.10, 2.70, 2.32, 2.10-2.35, 1.30-1.95, 0.82, 0.73;

MS(EI) m/z 548, 430, 429, 302, 259, 244, 200, 185, 160, 130, 56

Mpumep 30

Mony4yeHune
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[S-(R*,R*)3-N3-rugpokcu-N ' -meTnn-3-(2-meTunnponun)-2-okco- o, ' -1-(pennnmeTus)-1,3-nupponnanHanaleTamuaa
CHs
H CH,

0

Cragusa 1

Mony4erune (yS)-o-(2-MeTUNNPONeH-2-1n)-y-TPUTUIOKCUMETUN-y-ByTnponakToHa

K pactBopy S-(+)-y-TpUTunokcumeTun-y-6ytuponakrona(,36r, 17,6mmons), TTP(51mn) n HMPA(3,8mn) npu -78°C
nobaensoT gunsonponunamug nutra(10,6mn, 21,2mmonk, 2,0M, rentan/TI ©/aTunbenson). MNocne nepeMelumBaHma B
TeyeHne 30 MuHYT npu -78°C pobaensitoT pactBop 3-Opom-2-meTunnponena(1,96mn, 19,4mmonb) m TId(10,0mn).
PactBop ocTaBnslT nepemMellnBaTbcsi B TedeHWe 4 4yacoB npu -78°C M 3aTem peakuutio OCTaHaBMnMBalT BOAHbLIM
xrnopugom ammoHus(50mn). Mocne HarpeBaHUs [O KOMHaTHOW Temnepatypbl BogHas obpaboTtka(EtOAc, MgSO 4)
no3BosifeT NonyyYnTb Macro, KOTopoe KpucTannuayrT us rekcaHa/EtOAc(4 : 1) ¢ nonydveHnem 3,89r ykasaHHOro B
3aronoBke coedunHeHuss B Buge Genoro TBepgoro BeljectBa(tT. nn. 134 - 135,5°C). OunbTpaT KOHUEHTPUPYIOT U
oyuwaT metogom dpnsw-xpomaTtorpacdumn(4 1 rekcan : EtOAcC) ¢ nomydeHunem [ONOMHUTENBHOMO KonuyecTBa
yKa3aHHOro B 3arosioBke coegunHeHna(cymmapHo 6,11r, 84%).

WK(MnHepanbHoe macrno) 1764, 1489, 1216, 1179, 1151, 1102, 1041, 1029, 962, 902, 771, 749, 707, 694, 636
cm™;

"H NMR(300MHz, CDCl3) § 7.15-7.50, 4.81, 4.72, 4.50-4.65, 3.45, 3.13, 2.95-3.15, 2.60-2.70, 1.85-2.25, 1.73;

MS(EI) m/z 412, 335, 259, 258, 244, 243, 165, 105, 93, 77, 55.

Cragua 2

Monyyenune(yS)-a-(2-meTunnponun)-y-TPUTUNOKCUMETNN-y-6y TUPONaKToOHa

Cmech(yS)-o-(2-MeTUNNponeH-2-mun)-y-TPUTUNokcuMeTnn-y-6ytuponakrona(6,10r, 14,8mmons), 10% Pd/C(800mr) u
EtOAc(250mMn) ruapupyioT B konbe MMappa(42cdbyHT/KB. AoiM(~2,954Kkr/cM2)) npyn KOMHATHON TeMnepaType B TedeHue
18 vacoB. Cmecb cunsTpytoT U octatok npombiatoT EtOAc, CH,Cly n EtOAcC. dunbtpat cywat(MgSQOy), duneTtpytoT
N KOHUEHTPUPYKT C nonydeHnem 5,67r(92%) ykasaHHOro B 3arofioBke CoeguHeHWs B BuAe Macna, KoTopoe
npeacTtaenseT coboli cMecb AnacTepeoMepoB.

WK(knak.) 2956, 2930, 2871, 1773, 1490, 1449, 1227, 1172, 1093, 1033, 974, 767, 747, 706, 633 cm™';

'H NMR(300MHz, CDCI3) § 7.15-7.50, 4.50-4.65, 3.44, 3.12, 2.80-2.95, 2.15-2.30, 1.85-2.00, 1.60-1.85,
1.20-1.40, 0.95, 0.91;

MS(EI) m/z 414, 337, 259, 258, 244, 243, 165, 109, 105, 77, 69.

Cragmna 3

Monyvenune [S-(R* R*)]-a-(2-MeTunnponumn)-o.-(NponeH-2-1m)-y-TpUTUNoKecuMeTun-y-6yTnponakrora

K pactBopy(yS)-a-(2-MeTMnnponun)-y-TpuTuokcumeTun-y-6ytnponaktona(5,67r,  13,7mmonb), Trd(50mm)  u
HMPA(2,9vn) npu -78°C gobasnatoT auusonponunamug nutua(8,3mn, 16,6mmons, 2,0M, rentan/TTd/aTunbeHszon).
Mocne nepemewnsaHns B TedeHne 30 MUHYT npu -78°C pgobaenstoT pacteop annunépomuga(1,46mn, 16,9vMmons) 1
Tr®(8,0mn). PacTBop OCTaBnaoT nepemellmBaTbcsl B TedeHne 4 yacoB npu -78°C 1 3aTem peakuuto ocTaHaBnvMBatoT
BOOHbIM XropuaoM ammoHua(50mr). lMocne HarpeBaHUs OO KOMHATHOW TemnepaTypbl BogHas obpaboTtka(EtOAc,
MgSO4) n ouyuctka metogom dnaw-xpomartorpadun(6 : 1 rekcaH:EtOAc) nossonget nonyuuts 5,12r ykasaHHoro B
3aronoBke coeanHeHns(82%) B Buae 6enoro nopowka(t. nn. 84 - 85°C).

WK(MuHeparHoe macrno) 1770, 1489, 1184, 1119, 1089, 1070, 1034, 1027, 1002, 991, 775, 754,704,632 cm™;

"H NMR(300MHz, CDCI3) § 7.15-7.50, 5.65-5.85, 5.10-5.20, 4.40-4.55, 3.15-3.35, 2.20-2.40, 1.90-2.15,
1.45-1.80, 0.92, 0.85;

MS(EI) m/z 454, 377, 259, 258, 244, 243, 165, 109, 105, 77, 55.

Craguna 4
Monyyenune [S-(R*,R*)]-a-(2-MeTUNNPOnum)-o-(NponeH-2-un)-y-ruapokcuMeTun-y-6yTponakToHa
K pacTBopy [S-(R*R*)]-a~(2-meTunnponun)-o-(NponeH-2-un)-y-TpU TurokcumeTun-y-6ytuponakrona(2,09r,

4,60mmonb) 1 CH,Clx(30,0mn) npu 0°C gobaensatoT TOY(15,0mn). PacTBop nepemellnBaioT B TeHeHne 75 MUHYT npu
0°C n koHUeHTpupytoT. BogHasa obpaboTka(CH,Cly, MgSO,) 1 odmcTka MeTogom dnsw-xpomatorpadun(1 @ 1 rekcaH :
EtOAc) nossonget nony4ntb 684mr(70%) ykasaHHOroO B 3arofiloBke coeguHeHus B BUAE Macna.

MKCknak. ) 3434, 2958, 2932, 2872, 1767, 1368, 1191, 1140, 1101, 1075, 1058, 1034,998,923,622 cm™';

"H NMR(300MHz, CDCl3) § 5.70-5.90, 5.10-5.25, 4.45-4.55, 3.89, 3.60, 2.00-2.50, 1.60-1.90, 1.52, 0.96, 0.89;

MS(EI) m/z 212, 156, 111, 109, 93, 81, 69, 67, 55, 43, 41.

Cragmna 5

MonyveHne(R* R*)-a-(2-MeTrnnponun)-o-(NponeH-2-un)-y-rmapokcu-y-6yTuponaktoHa

Cmecb  [S-(R*R*)]-o-(2-meTunnponun)-o-(NponeH-2-1n)-y-ruapokcuMeTnn-y-6ytuponakroHa(682mr,  3,21mMmonb),
NaOH(350mr, 8,75mMmonb), Trd(40mn) u H,O(10Mn) nepemewwmBaloT B TedeHue 19 4acoB MpU  KOMHATHOW
Temnepatype. Yepes 16 4acoB p[obaensawT fononHWTensHoe konudectBo NaOH(114mr, 2,85Mmonb). Cmech
KOHLEHTPUPYIOT 1M ocTaTok BHocAT B MeOH(43mn). [JoGaBnatoT pacTtBop nepuogata HaTpua(862wr, 4,03mMmonb) 1
H,oO(4,3mMn) 1 cmecb nepemelLnBaloT NpU KOMHaTHOW TemnepaType B TedeHue 3 4yacoB. [locne KOHLEeHTpUMpoBaHUs
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BoaHbIi octatok nogkucnawT(HCI) n akcTparnpyoT pgoGaeneHnem CH ,CIx(3 x 40mn). OpraHudeckue criov
cywat(MgSOy,), PUNbTPYIOT U KOHLEHTPUPYIOT € nonydeHnem 625Mr(98%) ykasaHHOro B 3arorioBke cCoeduHEeHWs B
BMAE NONyTBEepOoro BeLecTsa.

MK(xknak.) 3389, 2959, 2933, 2873, 1769, 1747, 1746, 1369, 1186, 1170, 1129, 988, 963, 944, 926 cm™*;

"H NMR(300MHz, CDCl3) § 5.60-5.90, 5.10-5.25, 3.30-3.50, 1.45-2.55, 0.85-1.00;

MS(EIl) m/z 142, 113, 97, 95, 67, 57, 55, 43, 41, 39.

Cragunsa 6

Mony4yeHune L-hbeHnnanaHmHmeTMnamMmmga

K pactBopy CBZ-L-dbeHunananuna(1,00r, 3,34mmone) n Tro(12,5mn) pobasnsiwt CDI(545mr, 3,36MMonb).
PactBop nepemelumBaloT B TedeHMe 1 4Yaca Npu KOMHATHOW Temnepatype W 3aTem pfobasnsitor 40% Bog.
MeTunamuH(1,5mn). PacTBop nepemelunBaloT B TedeHMe 16 4acoB Mpu KOMHATHOM Temnepatype. PacTtBop
pasbasnator EtOAc u npomeiBaioT NaHCO 3, 10% HCI, NaHCO3; un coneBbiM pacTBopoMm. OpraHuyeckuii crior
cywat(MgSO,), dUNbTPYIOT U KOHUEHTPUPYHOT € nonydeHnem 983mr(94%) kapbamaTHOro NpoMeKyTO4YHOro npodykTa B
Buae Genoro TBepaoro BellecTsa.

"H NMR(300MHz, CDCl3) § 7.10-7.40, 5.50-5.65, 5.25-5.40, 5.07, 4.33, 2.95-3.20, 2.70.

K cmecun kapbamata(980mr, 3,14mmonb), MeOH(21mn) n 10% Pd/C(104mr) pobaensioT dopmmat amMoHUA(644mr,
10,2mMmorb). CMech nepemelnBaloT B TedeHMe 1 4aca Npu KOMHATHOW Temnepatype W unbTpytoT. OcTaTok
npombiBaloT MeOH, CH,Cly 1 koHUeHTpupytoT. OcTatok pasbaensaiT 30 : 1 CH,LCly : MeOH(30mn), cywat(MgS0O4),
PUNBLTPYIOT U KOHLEHTpUpYT ¢ nonydeHnem 504mr(90%) ykasaHHOro B 3arofioBke coeqUHeHUs B BUAE NeHbl, KoTopoe
ncnonb3aytoT 6e3 AansHenLen O4YNCTKM.

"H NMR(300MHz, CDCl3) § 8.12, 7.15-7.40, 4.07, 3.72, 3.26, 2.65-2.85, 2.78.

Craguna 7

MNony4yeHne
[S-(R*,R™)]-mMeTun-3-(2-meTunnponun)-2-okco- o.-(heHnnmeTnn)-3-(nponeH-2-un)-1-nupponugmHaleramuaa.

PacTtBop L-dpeHunanannumeTunamuga(Mpumep 30, ctagua 6; 210mr, 1,18mmornb) n MeOH(8,5mn) nobaenstoT K
(R*,R*)-a~(2-meTunnponun)-o.-(nponeH-2-un)-y-ruapokcn-y-6ytuponakroHy(lMpumep 30, ctagusa 5; 200mr, 1,01mMmonb).
HobaensioT unaHoboprugpug HaTpua(85,0mr, 1,35mMmonb) M pacTBop nNepemelwnBaloT B TedeHue 16 4acoB npu
KOMHaTHOW TemnepaTtype. KoHueHTpupoBaHue u BogHas obpabotka(20 : 1 CHCI ;:MeOH, MgSO,) nossonsioT
nonyy4nte  397Mr HeUWKITM30OBaHHOIO MNPOMEXYTOYHOro npodykta B Buae Macna. Cmech Cblporo ocrarka,
Tonyona(24mn), MeOH(8,0mn) n cunukarensa(800mr) meaneHHo HarpeBaloT 40 TemnepaTypbl neperoHky, gasas MeOH
BbiNapuTbcs. CMech 3aTeM BbiAEPKMBAIOT NPpU TeMnepaTtype KUNeHWs B TeHeHne 3 4acoB 1 NMO3BOMAI0T OXNaanuTbes Ao
KOMHaTHOWN TemnepaTtypbl. CMecbh hunbTpytoT, TBepable Belecta npombiatoT 20 : 1 CHLCly : MeOH(3 x 40mn) un
duUnbTpaT KoHUeHTpupyloT. OuncTka metogoMm dnaw-xpomartorpadun(EtOAcC) nossonser nonyyduts 218mr(63%)
YKa3aHHOro B 3arofloBke coeguHeHus B BUAE Macna.

WK(xknak.) 3314, 2955, 2929, 2871, 1661, 1660, 1558, 1498, 1455, 1439, 1413, 1296, 1267, 741, 698 cm™";

"H NMR(300MHz, CDCl3) § 7.15-7.35, 6.15-6.30, 5.10-5.35, 4.75-5.00, 3.15-3.40, 3.07, 2.74, 2.00-2.15,
1.55-2.00, 1.35-1.55, 0.90, 0.81;

MS(EIl) m/z 342, 311, 299, 285, 284, 162,132, 105, 91, 81, 67, 58, 55.

Craguna 8

Monyuerne [S-(R*,R*)]-N'-meTnnauetamna-3-(2-MeTunnponun)-2-okco- o, ' -(cbeHnnmeTn)-3-npponnamnHyKcycHol
KMCMOThI.

K cmecn nepuopata Hatpusa(1,07 r, 5,00mmonb), HoO(14,0mm1), CH3CN(14,0mn) n CCly(14,0mn) aobasnsoT rugpat
okenga pyteHuna(lV) (17,3mr, 0,130MmMonb). CMech nepemellnBalT B TedeHne 20 MUHYT NpU KOMHaTHON TeMnepaType,
a 3atem pgobasnsatot NaHCO 3(1,32r, 15,7mmonb) n H,O(7,0mn). MNocne nepemMewnBaHus B TeyeHue elle 5 MUHYT
pobaenstoT pacTeop
[S-(R*,R*)]-MeTun-3-(2-MeTunnponun)-2-okco- o -(heHnnmeTnn)-3-(nponeH-2-un)-1-nupponugmHaletammga(215wr,
0,628Mmmonb) n CH3CN(6,0mn). MNocne nepemeluBaHus B TedeHWe 8 MWHYT NMpU KOMHATHOM TeMnepaType oCTaTok
BbnMBawT B cMmecb HoO(40mn) n EtOAc(100mn). BogHbll criol yganaioT U OpraHWYecKMn Crol aKcTparvpyoTt
pob6asneHnem 10% NaOH(2 x 15wmn). O6beguHeHHble OCHOBHble crion nogkucnsaT(4H HCI) n akcTparvpyioTt
pob6aeneHnem CH,Cly(3 x 50mm). CHoCly crnon cywat(MgSO,), unbTpyloT M KOHLEHTPUPYIOT C NonyyYeHnem
109Mr(48%) ykasaHHOro B 3arofioBke coequHeHUs B BUAE Macna.

WK(knak.) 3347, 3029, 2957, 2872, 1724, 1657, 1552, 1498, 1455, 1440, 1413, 1296, 1271, 1193, 700 cm™';

'H NMR(300MHz, CDCl;) s 7.10-7.40, 6.81, 4.54, 3.15-3.50, 2.73, 2.45, 1.80-2.05, 1.55-1.75, 1.40-1.55,
1.24, 0.89, 0.82;

MS(EI) m/z 360, 303, 302, 284, 269, 244, 200, 161, 132, 91, 55.

Cragna 9

[Mony4veHne
[S-(R*,R*)]-N 3-6eHaunoken-N '-meTun-3-(2-meTunnponun)-2-okco- o, '-(dbeHnnmeTn)-1,3-nupponuanHomaueTammaa

K pactBopy [S-(R*,R*)]-N'-meTunaueTamma-3-(2-MeTunnponmn)-2-okco- o | -(cbeH1nMeTrn)-3-n1pponmanHyKcycHol
kmenoTbi(109 mr, 0,302mmonk) n CHLClx(2,3mn1) pgobasnswTt CDI(59,0mr, 0,364MMonb). PacTtBop nepemeluvBaloT B
TeyeHue 1 4aca nNpu KOMHaTHOW TemnepaTtype M 3aTeMm fobaensaiT O-6eHsunrugpokcunammuHrngpoxropug(70,0 mr,
0,439Mmonb) 1 N-meTtunmopdonuH(0,06mn, 5,5MMonk). PacTBop nepemellvBatoT B TedeHne 16 4acoB Npu KOMHaTHOMW
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Temnepatype. BogHaa obpabotka(CH ,Cly, MgSO,4) 1 ounctka metogom dcnaw-xpomatorpacdun(EtOAC) nossonset
nonyuntb 82,4mMr(59%) ykasaHHOro B 3arofloBke coeiuHeHWs B Buae macna.

WK(xknak.) 3213, 3031, 2957, 2872, 1662, 1545, 1498, 1455, 1441, 1412, 1368, 1295, 1280, 750, 699 cm™";

'H NMR(300MHz, CDCl;) & 8.85-9.00, 7.10-7.50, 6.40-6.55, 4.75-5.00, 4.40-4.55, 3.10-3.45, 2.75,
2.15-2.30, 1.80-2.15, 1.40-1.65, 1.10-1.30, 0.87, 0.79;

MS(EI) m/z 465, 407, 284, 132, 105, 92, 91, 77, 69, 58, 55.

Cragua 10

Mony4yenune [S-(R*,
R*)]-N3-rugpokeu-N '-meTtnn-3-(2-meTunnponun)-2-okco- o, '-(cbeHnnmeTun)-1,3-nupponuanHanaletTammaa

Cwmechb [S-(R*,
R*)]-N3-6eHaunnoken-N '-MeTun-3-(2-MeTun-nponun)-2-okco- o, '-(dpernnmetnm)-1,3-nupponnanHanauetamuna(79,2mr,
0,170mmonb), MeOH(4,0mn) n 10% Pd/C(15mr) nomeldaoT B atMmocdepy Bogopoga. [locrne nepemelivBaHusa B
TeyeHne 4 4acoB Npy KOMHATHOW TemnepaType cMecb (hUNbTPYIOT, TBepAble BellecTBa npombiBaoT MeOH(4x5mn) n
CH5Cly(5Mn) 1 o6beauHeHHbIn UnbTpaT KOHLEHTPUPYIOT C nonydveHnem 41Mr xernaemoro npodykta B Buae macna.
PactupaHune(acup/rekcaH) nossonseT nonyuntb 39,4mr(62%) ykazaHHOro B 3arofioBKke COefduHeHWs B Bupge Genoro

nopowwka(t. nn. 162-165°C): [a]2D5 -96°(c 0,26 CHCl3).

WK(mnHepanbHoe macno) 3372, 3195, 3028, 1687, 1669, 1636, 1605, 1542, 1441, 1405, 1355, 1302, 1287, 747,
704 cm™:

"H NMR(300MHz, CDCl3) § 7.15-7.40, 6.50-6.65, 4.50-4.65, 3.10-3.50, 2.78, 2.32, 1.90-2.15, 1.45-1.80,
1.20-1.35, 0.90, 0.83;

MS(EI) m/z 375, 317, 302, 301, 299, 284, 244, 200, 132, 91, 55.

Mpumep 31

MonyyeHune [S-(R*,
R*)]-N3-FVIJJ,pOKCI/Ic-:3-(2-M6TVIJ'II'IpOI'I n)-2-okco-N '-(2-dpeHaTun)-o. ' -(chbeHnnmeTn)-1,3-NMpponuanHanaLeTaMmmnaa

3

Cnepys obLieit MeToguke, nanoxeHHol B Mpumepe 30, ucnonb3ysi He3Ha4YMTENbHbLIE Baprauum, ucxoas
n3(R*,R*)- q~(2-MeTnnnponun)-q-(NponeH-2-un)-y-rnapokcn-y-6ytnponaktoHa(Mpumep 30, cragus 5) n
L-dbeHunanaHnHbeHaTUNaMmaa(nony4eHHOro B COOTBETCTBMM C METOAMKOW, CXOQHOW € onucaHHon B [Npumepe 30,
cTtagun 6), nonyyatoT ykasaHHoe B 3arorioBke coegunHeHne(T. nn.158-159°C).

[a]zDs -83°(c 0,35, CHCl3)

UK(mnHepanbHoe macno) 3219, 3087, 3063, 3029, 1668, 1644, 1558, 1498, 1354, 1311, 1297, 1283, 749, 743,
701 cm™;

’H NMR(300MHz, CDCl3) & 9.63, 7.00-7.40, 6.31, 4.59, 3.30-3.60, 3.00-3.20, 2.65-2.85, 2.14, 1.85-2.10,
1.40-1.75, 1.25, 0.87, 0.80;

MS(EI) m/z 465, 318, 317, 316, 284, 200, 132, 105, 91, 55.

Mpumep 32

Monyuexne [S-(R*,R*)]-N3-rugpoken-N'-meTtun-o !,3-61c-(2-metunnponun)-2-okco-1,3-nupponuanHanaletammaa

CHg
n CHy

OHo N” GHs

HG” CHg
o]
Cnepys obLen meToguke, nanoxeHHol B Mpumepe 30, ucnonb3ysi He3Ha4YMTENbHbLIE Baprauum, ucxogs
n3(R* R*)-a-(2-meTunnponun)-o-(nponeH-2-un)-y-ruapokcun-y-6ytuponaktoHa(lpumep 30, cragus 5) "
L-nedunHmeTunammnaa(nony4eHHoro B COOTBETCTBUM C METOLAMKOW, CXOAHOW ¢ onucaHHoin B Mpumepe 30, ctagun 6),
nony4aroT ykasaHHoe B 3arosioBke coegunHeHne(t. nn. 138-139°C).

25
[a]D +117°(c 0,28, CHCI3)
WK(MnHepanbHoe macrio)
25
[a]D +117°(c 0.28, CHCIy);
IR(mineral oil) 3376, 3198, 3023, 1689, 1676, 1639, 1543, 1493, 1406, 1355, 1304, 1281, 1195, 1166 cm™";

"H NMR(300MHz, CDCl3) § 9.91, 6.31, 4.35-4.50, 3.30-3.55, 2.76, 2.44, 2.20-2.40, 2.00-2.15, 1.35-1.90, 0.75-1.00;
MS(EI) m/z 341, 310, 284, 283, 282, 251, 250, 222, 98, 86, 55.
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Mpumep 33
Mony4veHune
[S-(R*,R*)]-o. " -(Uukrorekcunmetun)-N 3-rugpoken-N '-meTnn-3-(2-meTmnnponun)-2-okco-1,3-nupponuanHavaletamuaa
CH,

H
CH,
N 3
HO/ T]/"‘
(o]
o N

MeNH,

Qo

Cnepys obLiei MmeToguke, nanoxeHHon B Mpumepe 30, ucnonb3ysi He3HaYMTENbHbLIE Baprauum, ucxogs
n3(R* R*)- a-(2-meTunnponun)-o-(nponex-2-un)-y-ruapokcun-y-6ytuponaktoHa(lpumep 30, crtagus 5)
n B-Lnknorekcun-L-anaHnHMeTnnamuaa(nony4eHHoro B COOTBETCTBUM C METOAMKOW, CXOAHOW C OMNWCaHHOW B
Mpumepe 30, ctagun 6), nony4aloT yKkasaHHoe B 3aronioBke coegnHenne(T. nn. 150-152°C).

VK(mnHepanbHoe macno) 3253, 3194, 3058, 1678, 1643, 1544, 1502, 1409, 1285, 1268, 1259, 1228, 1048, 738,
647 cm™:

'H NMR(300MHz, CDCl3) § 6.52, 4.42, 3.30-3.55, 277, 2.44, 220-2.35 1.95-2.15, 1.98, 1.35-1.90,
0.75-1.35, 0.92, 0.86;

MS(EI) m/z 381, 324, 323, 322, 290, 208, 86, 67.

Mpumep 34

[Mony4veHune
[S-(R*,R*)]-N 3-r|g,qp0Kcm-N 1-MeTun-3-(3-MeTunbyTnn)-2-0kco- o, '-(pernnmetnn)-1,3-nupponnanHonaleTammaa

Cnepys obLen meToguke, nanoxeHHol B Mpumepe 30, ucnonb3yst He3Ha4YMTENbHbLIE Baprauum, ucxogs
n3(R*,R*)- q~(2-meTnnnponun)-g-(nponeH-2-un)-y-rugpokcu-y-6ytuponakroHa(lMpumep 30, cragum 1 - 5) u
L-cpeHnnanannumetunamuaa(lpumep 30, ctagusa 6), nony4valoT YkasaHHOE B 3arofioBke coepuHeHue(T. nn.
167-168°C).
5

[a]ZD -104°(c 0,43, CHCl3)

WK(MnHepanbHoe macno) 3372, 3195, 3064, 3029, 1687, 1670, 1635, 1545, 1497, 1443, 1405, 1297, 1287, 745,
701 cm™;

"H NMR(300MHz, CDCls) & 9.50-9.80, 7.10-7.40, 6.92, 4.40-4.50, 3.10-3.45, 2.79, 223, 1.90-2.20,
1.70-1.90, 1.05-1.55, 0.75-1.00;

MS(FAB) m/z 390, 389, 374, 357, 331, 298, 132.

Mpumep 35

MonyyeHne N-rugpokcun-3-(2-meTunnponun)-2,5-auokco-1-(2-cbeHnnatun)-3-nupponManHaletrammaa

H
/N
HO
0
O ™N"0
Cragusa 1

MonyyeHne 3Tun-3-(2-metunnponun)-2,5-anokco-1-(2-cbeHnnastun)-3-nupponuanHayeTtaTa

K cmecn aTun-3-(2-Metunnponun)-2-okco-1-(2-cbeHnnatun)-3-nupponvanHauetara(nony4eHHOro B COOTBETCTBUN C
METOAMKOW, CXOAHOW ¢ onucaHHoih B [Mpumepe 1, ctagusax 1-3% 900mr, 2,71mMmorb), nepuopata Hatpus(2,71r,
12,7mmonb), Boabl(27mn) n CCl4(27Mn) npu KOMHaTHOW TemnepaType AobGaenstoT ruapat okcupa pyTenuna(lV)(27wr,
0,20mmonb). lMocne nepemellnBaHWA B TeYeHWe HOYM NpWM KOMHAaTHOM TemnepaType BopHasa obpabotka(CH ,Clo,
MgSO,) u ouucTka no MeTody KoroHodHow xpomatorpacdun(20% EtOAc/rekcaH) nossonawT nonyuutb 611mr
yKa3aHHOro B 3arofioBke coefguHeHna(65%) B Buae 6eclseTHoro mMacna.

UKGkuak.) 2959, 1775, 1733, 1704, 1455, 1438, 1403, 1368, 1346, 1255, 1218, 1193, 1165, 1030, 699 cm™*:;

"H NMR(300MHz, CDCl3) § 7.15-7.35, 4.09, 3.65-3.85, 2.50-3.00, 1.35-1.80, 1.22, 0.91, 0.85;

MS(EI) m/z 345, 300, 289, 259, 203, 105, 104.

Craguna 2

MonyyeHue 3-(2-metunnponun)-2, 5-Anokco-1-(2-beHnnaTnn)-3-NMpPorMaNHYKCYCHOW KUCMOThI
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K cmecn atun-3-(2-metunnponun)-2,5-gnokco-1-(2-cpeHnnatun)  -3-nupponvavHagetata(61imr, 1,77Mmonb),
meTaHona(10mn) u Bogbl(5mn) pobasnatwT rugpokeua Hatpua(283mr, 7,08MMOMb) M CMecb OCTaBRAKT
nepemMelLnBaTbCs B TeYeHUWEe HOYM NpW KOMHaTHoW TemnepaType. Cmeck gensat 10mn Bogel u 10mn Et ,O. Crioun
pasgensoT U 3HadeHne pH BogHoro crios goBogaT Ao 2(no nokasanuam pH-metpa) 1,2H HCI. BogHein crioin
akcTparmpytoT pobasneHvem EtOAc(2x10mn) u  CHCl(2x10Mn) ©  obbeguHeHHble  OpraHWdeckue,  criov
cywat(MgSO,), PUnbTPYIOT U KOHLEHTPUPYIOT € nomnydeHnem 500Mr(89%) ykasaHHOro B 3arorioBke CoedvHeHWs B
Buae 6enoi neHbl, KOTOPOE NCNONB3YIOT 0e3 AarbHENLEeNn O4YNCTKN.

"H NMR(300MHz, CDCl3) § 7.10-7.40, 3.30-3.85, 2.50-2.95, 1.10-1.85, 0.75-1.00.

Craguna 3
MonyyeHne N-6eHannoken-3-(2-metTunnponun)-2,5-anokco-1-(2-beHnnaTnn)-3-nupponuanHaletammaa
K pacTBopy 3-(2-meTunnponun)-2,5-anokco-1-(2-heHnnaTnm)-3-NMpporMaMHYKCyCHOM kncnotel(300mr,

0,945mMmonb) u  CH5Clx(7,5mMn) npu  komHaTHoW TemnepaTtype pobasnaiotT CDI(153mr, 0,945mmonb). [Mocre
nepemMellBaHUA NpU  KOMHATHOW TemnepaType B TeyeHne 1 yaca Kk pactBopy pobaensioT
O-6eHaunrngpokcunammHrngpoxnopua(18imr,  1,13mmonb) un  4-metunmopdonuH(124mkn, 1,13mmone). Cmech
OCTaBNSAIOT MNepeMelunBaTbCs B TEYEeHWe HOYM Npu KOMHaTHOW Temnepatype. O6pabotka ocHoBaHuemM(CH ,Clo,
NaHCOj3;, MgSO,) u o4ucTka MeTogoMm KoroHoudHon xpomatorpacdun(1,5% MeOH/CHCI3) nossonsioT nonyynTb
70Mr(18%) ykasaHHOro B 3arorioBke coeivHeHusi B Buae 6enoro TBepgoro Bewectea(T. nn. 115-117°C).

WK(MnHepanbHoe macno) 3195, 1705, 1677, 1659, 1409, 1357, 1182, 1169, 1018, 773, 752, 707, 700, 693, 627
Cm'1;

"H NMR(300MHz, CDCl;) & 853, 8.10-8.30, 7.10-7.45, 4.70-4.90, 3.60-3.80, 2.65-2.95, 2.10-2.65,
1.25-1.60, 0.86, 0.79;

MS(EI) m/z 422, 389, 366, 300, 260, 229, 194, 179, 125, 105, 104, 91.

Craguna 4

MonyveHne N-rugpokcun-3-(2-meTtunnponun)-2,5-auokco-1-(2-cpeHnnatun)-3-nupponManHaletrammaa

Cmect N-6eHaunokcun-3-(2-metunnponun)-2,5-guokco-1-(2-cbeHnnatun)-3-nupponuanHayetammaa(8omr,
0,19mmonb), Pd/C(10%, 5wmr), dopmmnaTta ammoHua(59mr, 0,95mmonb) n EtOH(2,5Mn) nepemeluMBaoT nNpu KOMHaTHOW
TemnepaTtype. Yepes 2 yaca gobasnatoT BTopyto nopuyuto dopmmnara aMmoHus(35mr, 0,56MmMonb) U cmecb ocTaBnsitoT
nepemMellnBaTbCsl B TEYEHMEe HOYM NpU KOMHAaTHOW TemnepaType. CMecb UNbTpYlOT, @ ocadok Ha unbTpe
npombiBatoT MeOH(3x15mn) n CHCI3(3x15mn). OunbTpaT KOHUEHTPUpYIT, BHOBb pacteopsioT B 100Mn 5%
MeOH/CHCI3, cywat(MgSQ,), dunbTpyloT U KOHUEHTpUpyoT Ao macna. Kpuctannusauyua us CH ,Clo/Et,OfrekcaHa
nossonser nonyuutb 19mr(31%) ykasaHHOro B 3arorfioBke coefuHeHWs B Buge Oenoro TBepgoro BellecTtsa (T.nn.
136-137°C).

WK(mnHepanbHoe macrno) 3316, 3087, 3065, 3027, 1702, 1634, 1563, 1498, 1420, 1229, 1213, 1164, 1083, 1048,
698 cm™:

"H NMR(300MHz, CDCl3) § 7.10-7.40, 5.63, 3.50, 2.65-2.90, 2.71, 2.54, 1.45-1.90, 0.92, 0.87;

MS(EI) m/z 332, 300, 276, 259, 241, 212, 196, 184, 142, 109, 105, 104, 103, 91.

Mpumep 36

MonyyeHne N-rugpokcun-3-meTnn-4-(2-metunnponun)-2,5-gnokco-1-(2-cbeHnnatun)-4-nmmaasonvanHaletammaa
GHa

GHg
N _CHy

Cragusa 1

MonyyeHne 3-meTun-1-(2-peHnNaTnn)rngaHTonHa

K pacTtBopy 1-metunrugaHtonHa(2,19r, 19,2mmonb) n OAM®P(40mn) npu 0°C pobaensT ruapug HaTpua(921wr,
23,0mmonb, 60% gucnepcns B MUHepanbHOM Macre). CMech nepeMellvBaloT B TedeHne 1 yaca 1 3ateMm JobaensawT
(2-6pomaTtmn)beHson(3,14mn, 23,0mmonb). Cmech nepemewnsatoT npyu 0°C B TeveHne 1 yaca n B TedeHne 16 yacos
npu KoMHaTHoW Temnepatype. BogHaa obpaboTtka(EtOAc, MgSO 4) n pactupaHue ¢ 3hbupoM MO3BOMAT NOMYyYnTb
2,21r(53%) yka3aHHOro B 3arofioBke coeivHeHusi B Buae 6enoro TBepgoro Bewectea(T.nn. 113-114°C).

WK(MnHepanbHoe macrio) 1768, 1758, 1748, 1713, 1488, 1441, 1403, 1340, 1290, 1243, 1134, 995, 989, 748,
704 cm™:

"H NMR(300MHz, CDCl3) § 7.15-7.35, 3.82, 3.70-3.80, 2.99, 2.85-3.00; MS(El) m/z 218, 105, 104, 99, 91,
78, 65, 57, 56, 51.

Cragua 2

MonyveHne 3-meTun-4-(2-meTunnponun)-1-(2-hbeHnnaTun)rugaHTonHa

K cmecn 3-metun-1-(2-cbeHnnatun)rmgadtonHa(1,50r, 6,87mmone) wn TIrd(27mn) npu -78°C  pobaenstoT
aunsonponunamug nutua(3,45mn, 6,90mmonb, 2,0M rentan/TI ®/aTunbeHson). MNocne nepemelunBaHusa B TedeHne 30
MUHYT npu -78°C pobGasnsatT 1-nog-2-metunnponad(0,93mn, 8,08mMmMonb). Cmecb nepemelunBatoT npu -78°C B
TedeHne 30 MUHYT M el JaloT NOCTENeHHO HarpeTbcsi A0 KOMHATHOW TemnepaTtypbl. [locne nepemeluvBaHus npu
KOMHaTHOW TemnepaType B TedeHune 1 uyaca BogHaa obpabotka(EtOAc, MgSO ,) M ounctka MeTodoM
dnawxpomartorpacdunn(1:1 rekcaH:EtOAc) nossonsget nonyuntb 467mr(25%) ykazaHHOro B 3arofiloBke coegvHeHus B
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Buae Mmacna. [anbHellwee aroMpoBaHWe nosBonseT nonyunts 704Mr  pereHepuMpoBaHHOMO  UCXOQHOro
coeanHeHns(47% npoayKTa Ha OCHOBE pereHepupoBaHHOIO MCXOO4HOro coefuHeHus). CnekTpanbHble AaHHble Ang
YKa3aHHOro B 3arorfioBKe COEAMHEHUS.

WK(knak.) 2958, 2936, 2871, 1771, 1712, 1498, 1454, 1429, 1412, 1389, 1368, 1142, 1030, 753, 701 cm™™;

"H NMR(300MHz, CDCl3) § 7.15-7.35, 3.65-3.85, 2.85-3.00, 2.93, 1.50-1.90, 0.91;

MS(EI) m/z 274, 218, 127, 114, 105, 104, 91, 43, 41.

Craguna 3

MonyyeHne 3-meTun-4-(2-metunnponun)-2,5-gnokco-1-(2-peHnnaTnn)-4-MMMaasonuanHYKCYCHOW KNCHOTbI

K cmecn 3-metun-4-(2-metunnponun)-1-(2-cbeHnnatun)rmgaHtonHa(464mr, 1,69mmons) n THO(7,0mn) npu -78°C
pobasnsawT guusonponunamug nutua(0,84mn, 1,7mmonb, 2,0M, rentad/TId/aTunbenson). MNocne nepemeluvBaHua
YacTu pactBopa B TedeHue 30 MuHYT npu -78°C pobaensioT sTunbpomauetat(0,23mn, 2,1Mmonb). Cmech
nepemelnBaoT B TedeHne 1 4yaca npu -78°C n 3aTeM JalT el HarpeTbca A0 KOMHaTHOM TemnepaTypbl. [Nocne
nepemMelLBaHUSA MpU KOMHATHOW TemnepaType B TedeHue 1 ydaca BopgHasi obpabotka(EtOAc, MgSO 4) u ounctka
mMeTogom donawxpomaTorpadun(3:1 rekcan:EtOAc) nossonget nonyydnts 407mr 1,25:1 cmecn ncxogHoro coeguHeHns
U CNOXHO3UPHOIO MNPOMEXYTOYHOro npoaykta. CMech He MoXeT ObiTb oudulieHa MeTogoMm Xxpomartorpacduv 1
ucnonb3dyetca 6e3 panbHeNwelr O4MCTKM. KrioyeBble cnekTparbHble  XapaKTePUCTUKU  CIOXHO3UPHOro
MPOMEXKYTOYHOro NpofyKTa.

"H NMR(300MHz, CDCl3) § 4.00-4.15, 2.84, 1.19, 0.81.

Cwmecb cblporo crioxHoro acupa(407mr), MeOH(12mn), HoO(2,5mn1) n NaOH(213wmr, 5,33mMmMonb) nepemelunBaioT
npu KOMHaTHON TemnepaType B TedeHue 16 4YacoB M KoHUeHTpupytoT. Octatok genat mexay EtOAc u 10% NaOH.
OpraHudeckuii cno cywiat(MgSO,), bUNbTPYIOT U KOHLEHTPUPYIT € nonydyeHuneM 250Mr UCXOAHOro CoedUHeHWs.
OcHoBHbIi  crion nogkucnawT(10% HCI) un  skcTparupyloT  Heckonbko pa3 pgobaeneHvem CH  ,Clo.
CH,Cly  cywat(MgSOy), dUnbTPYIOT W KOHUEHTpupyloT ¢ nonydednem  117mr  (21%, 45% Ha ocHoBe
pereHepupoBaHHOrO UCXOAHOTO COeANHEHWs) YKasaHHOro B 3arofioBke coefnHeHusi B Buae 6enoro TBepaoro Bellectsa
(T. nn. 64-67°C).

WK(mnHepanbHoe macno) 3505, 3374, 1761, 1699, 1499, 1414, 1404, 1336, 1325, 1230, 1136, 1036, 1031, 736,
697 cm™';

"H NMR(300MHz, CDClg) § 7.15-7.35, 3.70-3.80, 2.80-3.00, 2.85, 2.78, 1.73, 1.55, 1.20-1.40, 0.84, 0.78;

MS(EI) m/z 332, 276, 275, 273, 241, 231, 105, 104, 91, 56.

Craguna 4

MonyyeHne N-6eHannokcn-3-metun-4-(2-metTunnponun)-2,5-anokco-1-(2-peHnnaTnn)-4-nmmngasonuanHalerammaa

K pactBopy 3-meTun-4-(2-metunnponun)-2,5-guokco-1-(2-cbeHnnatun)-4-ummaasonnanHyKcycHon Kucnotbl(113mr,
0,340Mmonb) n CH,Clo(2,5mMn) gobaenatot CDI(57,0mr, 0,352MMonb). PacTBop nepemelunBatoT B TedeHne 1 yaca npu
KOMHaTHOM Temnepatype U 3ateMm pobasnstoT 0-6eHaunrmgpokcmamuHrngpoxnopua(67,0mr, 0,420Mmonb) w©
N-meTunmopdonmH(46mkn, 0,42Mmonb). PacTBop nepemelunBaloT B TeveHne 60 YacoB Npu KOMHATHOW TemnepaType.
OcHoBHasa obpaboTka(CH ,Cl,, NaHCO3, MgSO,4) n oumctka metogom dnawxpomatorpacdun(1:1 rekcaH:EtOAcC)
no3BonstoT nonyunTe 94,8Mr(64%) ykasaHHOroO B 3arofioBke coelHeHUs B Buae 6enoro TBEpAOro BeLlecTsa.

UK(mnHepanbHoe macno) 3198, 3012, 1771, 1713, 1681, 1653, 1522, 1498, 1432, 1414, 1394, 1359, 758, 738,
696 cm™:

"H NMR(300MHz, CDCl3) § 8.35-8.55, 7.15-7.50, 4.70-4.90, 3.74, 296, 2.84, 2.60-2.90, 2.38, 1.69,
1.45-1.65, 1.20-1.40, 0.80, 0.65-0.85;

MS(EI) m/z 437, 363, 273, 231, 169, 105, 104, 92, 91, 56.

Craguna 5

MonyveHne N-rugpokcn-3-meTun-4-(2-metunnponun)-2,5-anokco-1-(2-cheHnnatun)-4-nmmgasonuomHalerammnaa

K cmecun
N-6eH3unokcn-3-metun-4-(2-metunnponun)-2,5-guokco-1-(2-peHnnatun)-4-nmmgasonvgvHadetamuaa(91,0mr,
0,208mmonb), EtOH(2,5Mn) u 10% Pd/C(15mr) pobaensaioT dopmmat ammoHua(59,0mr, 0,936mmonb). Cmech
nepemMeLLBatOT NpU KOMHaTHOM TemnepaType B TeyeHue 5,5 yacoB. Yepes 2,5 yaca gobaBnsaT SOMNOMHUTENBHOE
kornuyectBo cdopmuaTta ammoHnaA(35,0mr, 0,555mmonb). Cmecb unbTpyloT, a TBepAdble BelecTBa MNpoMbIBaloT
MeOH(3x15mn) n CHCI3(3x15mn) 1 dunbTpaT KoHueHTpupytoT. Octatok BHocaT B CHCI 3(40mn), cywat(MgSO,),
PUNBLTPYIOT U KOHLEHTPUPYIOT C nomnydveHvem 64,7Mr(90%) ykasaHHOro B 3arofioBke COefduMHeHWa B Buae macna.
Kpuctannusauua 13 adupa/ rekcaHa nosBongeT nonyyntb 46,4Mr(64%) yKasaHHOrO B 3arofloBKe COeduMHEeHWs B BUAE
Genoro nopowka(t. nn. 127-129°C).

WK(mnHepanbHoe macno) 3223, 3025, 1771, 1701, 1690, 1661, 1497, 1416, 1394, 1359, 1136, 1027, 742, 737,
698 cm™1:

H NMR(300MHz, CDCl5) § 9.55, 7.10-7.30, 3.60-3.85, 2.92, 2.81, 2.55, 1.45-1.75, 1.15-1.35,0.76,0.73;

MS(EI) m/z 347, 274, 273, 231, 169, 105, 104, 56.

Mpumep 37

MonyyeHne N-rugpokcu-4-(2-metmnnponun)-2,5-guokco-1-(2-peHnnatun)-4-ummaasonvavHalerammaa
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O o7k Ao
Cragusa 1

MonyyeHune 4-(2-meTunnponun)-2,5-anokco-1-(2-peHnnatun)-4-nMnaasoniMauHyKCyCHON KUCROThI

K pactBopy 2-(2-meTunnponun)-2-(nponeH-2-Un)rmnunuHTpugTOpPYKCYCHOM KUcnoTel(856mr, 3,00MMOnb), KOTOpYyHo
nony4atoT B COOTBETCTBMM C METOAMKOMW, onucaHHomn B J. Org. Chem., 1988, Vol. 53, p. 5607, n H,O(10mn) po6aensioT
rmapokeng Hatpus(300mr, 7,50mMmonb). Yepes 5 MuHyT nobaensioT deHsTunusoymanat(541mr, 3,00mMMonb) U cMmecb
nepemMelBaloT B TedeHMe 1 4Yaca npu KOMHaTHOW TemnepaType B aTtmocdepe No. PacTtBop pasbasnsioT
[OMNONHUTENbHBIM KonuyecTBoM HoO(5Mn) u nogkucnsaiot 64 HCIL. Mony4yeHHbIn pacTBop HarpeBakT ¢ obpaTHbIM
XOMNogUIbHUKOM B TeyeHMe 2 yvacoB. [locrne oxnaxgeHWsas [0 KOMHATHOW TemnepaTtypbl >kenaembll MpoaykT
skcTparmpytoT gobaeneHnem CHoClo(3x50Mn) n EtOAc(2x50mn). O6beanHeHHble opraHWyeckre Crou cywaTt Hap
6e3BogHbIM Nay,SOy, DUNBTPYIOT U KOHLEHTPUPYIOT MPU NMOHUXEHHOM AaBreHun C nofydyeHnem 619Mr 3onoTucToro
macna. Macno ouuwalT MeTogom Xxpomartorpadun Ha cunukarene(50r cunukarens, ypaBHOBeLLMBAs W anoMpys
rpagueHtom 0-40% EtOAc/rekcaH) ¢ nonydeHnem 162mr (18%) rmaaHTOMHOBOrO MPOMEXYTOYHOrO MpoAdykTa B BuAae
macna. MpogyKT ABnaeTcA AOCTaTOMHO YMCThIM, YTOBbI UCMONBb30BaTh ero 6e3 AansHenlen OHNCTKN:

"H NMR(300MHz, CDCl3) & 7.90-8.60, 7.20-7.40, 5.75-5.95, 5.25-5.40, 3.15-3.30, 3.05-3.15, 2.60-2.90,
1.80-2.00, 0.90-1.05.

K cmecn HoO/CH3CN/CCly(cootBeTcTBEHHO 3/3/2Mn) nobasnsoT nepuogat Hatpus(NalO 4 883wmr, 4,13Mmornb) ©
obpabatbiBaloT MoHorugpatom okcupaa pyTenusi(14mr, 20 mon.%). Korgoa 4YepHbll pacTBOp CTaHOBUTCS 3eneHbIM,
po6asnsaT NaHCO 3(2,17r, 25,8mmonb) ¢ nocregyowm gobaenenvem NalO, go Tex nop, noka pacTBOp BHOBb He
CTaHeT 3ereHblM. PacTBop rMgaHTOMHOBOrO npomexyTtodHoro npogykta(155wmr, 0,516mmons) B 3mn CH3CN
pobaBnalT K 3eneHoi cmecu. Yepesa 5 MUHYT peakuuto octaHaenuealT H ,O U Heckonbko pa3 aKcTparnpyloT
pob6asneHnem EtOAc. BoaHblii crnioin nogkucnsioT 6H HCI n 3ateM aBaxabl akcTparvpytoT gobasneHnem CHoCly(2x) 1
EtOAc(2x). OpraHndeckne crion OOBLEOMHSIOT, BHOBb MPOMbLIBAIOT CONMEBLIM pPacTBOPOM, cylwaT Hag 6e3BogHbIM
NaySO,, DUNbTPYOT U KOHLEHTPUPYIOT MPU MOHWXKEHHOM OaBSfieHUU C NoflydyeHneM 7 9Mr ykasaHHOro B 3arorioBke
coefguHeHWs B BuWAe TBepdoro BellecTBa. [lononHWTENbHOE KONMYECTBO YKa3aHHOroO B 3arofloBke COeAMHeHUst
BblAENSIOT NpoMbliBaHueM ncxoaHbix EtOAc akcTpakToB 10% NaOH, nogkucneHus sogHoro criost 6H HCI 1 noBTOpHONM
akcTpakuuelrn pgobaeneHnem CH,Clo(3x). [aHHble 3KCTpakTbl Tawke OObLEeAWHsloT, BHOBb NPOMbLIBAKT COMEBbIM
pacTBopoM, cywwaTt Hag 6e3BogHbiM Nay,SOy, hunbTpyoT U KOHLEHTPUPYHOT NP NOHWXKEHHOM AaBNEHUN C NOSyYeHueM
AOMNONHNUTENbHBIX 64Mr ykaszaHHOro B 3arorioBke coeguHenusi. Oba Bbixoga pacteopsitoT B CH ,Cly, obbeguHstoT,
PUNBTPYIOT Yepe3 TOHKY PUTTY U KOHLEHTPUPYIOT NPWU MOHWXKXEHHOM [aBfieHMU ¢ norydeHnem CyMMapHOro
konudectBa 143Mr(87%) ykasaHHOro B 3arofiloBke coequHeHUs B BAe TBEPAOro BellecTBa.

H NMR(300MHz, CDCl3) § 7.10-7.35, 3.70-3.80, 2.95, 2.66, 1.65-1.80, 1.40-1.55, 0.88, 0.80.

Cragua 2

MonyyeHne N-GeHaunnokcn-4-(2-metunnponun)-2,5-anokco-1-(2-dbeHnnatnn)-4-nmuaasonugnHalerammaa

PactBop 4-(2-meTunnponun)-2,5-auokco-1-(2-peHnnaTn)-4-uMnaasonmanHyKCyCHOM kncnotbl(126mr,
0,379Mmmone) B cyxom TId(5mn) obpabateiBator CDI(74,0mr, 0,455mMmonb). Yepes 1 4ac pobGaensawT
4-metunmopconuH(417mkn, 3,79Mmone) u  O-6eHsunrugpokcunamuHrngpoxnopna(91,0mr, 0,569Mmmonb). Cmecb
nepeMeLllnBaloT B TedeHne 12 4yacoB npu KOMHaTHOM Temnepatype u pasbaensiwoT EtOAc. PacTtBop npombiBatoT
HacbllweHHbIM NaHCOg3, 1H HCI, HacbiweHHbIM NaHCO3; n coneBbiM pacTBopoM. OpraHW4eckMin crnown cylwat Hap
6e3BogHbIM NaySO,4, dUNBLTPYIOT Y KOHLEHTPUPYHOT NPU NMOHUXEHHOM AaBneHun ¢ nonyyeHnem 156mr yepHoro macna.
Macno ouvwaT MeTodoM XpomaTorpaduu Ha cunukarene(25r cunvkarens, ypaBHOBELUMBaAsi rekCaHoM, 3riounpys
rpagueHTom 50% EtOAc/rekcaH) ¢ nonydveHnem 47mr(28%) ykasaHHOro B 3arofioBke coefWHeHUs B BMAe amMopdHOro
6enoro TBepAoro BellecTBa.

'H NMR(300MHz, CDCl3) & 8.89, 7.15-7.45, 6.67, 4.70-500, 3.60-3.90, 2.95 2.15-2.40, 1.50-1.70,
1.35-1.50, 0.84, 0.75;

MS(FAB) m/z 424, 334, 318, 259, 105, 91.

Cragna 3

Monyvenne N-rugpokcu-4-(2-metunnponun)-2, 5-guokco-1-(2-penHunatun)-4-umugasonuguHadetammaa

Yepes pacTtBOp
N-6eH3unokcn-4-(2-metunnponun)-2,5-gnokco-1-(2-peHnnatun)-4-nmmaasonvguHgnadetamnaa(85,0mr, 0,201MmMonb)
B 25% MeOH/EtOAc nponyckaioT N,, obpabatbiBaloT ruapokcugoM namnagusa Ha yrme(17mr, 20% no macce) u
nomMelwatT B atmocdepy Ho(6annoH). Yepes 2,5 4vaca peakuMOHHYIO CMecb GUBbTPYIOT 4Yepes LernuT U
KOHLEHTPUPYIOT MNpW  MNOHMXKEHHOM [AaBfneHun C nomnydeHnem 70Mr He coBceM ©Genon neHbl. [pogykT
nepekpucTannmMaoBbiBaloT U3 ropadvero EtOAc/rekcaHa ¢ nonydeHnem 36mMr(54%) ykazaHHOro B 3arosyioBke coeguHeHus
B Buae Benoro nopolukoobpasHoro TBepaoro selectsa(T. nn. 145-147°C).

WK(MuHepanbHoe macrio) 3284, 3227, 1762, 1719, 1707, 1662, 1655, 1424, 1365, 699 cm!

"H NMR(300MHz, CDCl3) § 7.84, 7.15-7.40, 3.60-3.85, 2.65-3.10, 2.35-2.55, 1.45-1.75, 0.90, 0.83;
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MS(EI) m/z 333, 277, 259, 243, 229, 217, 1565, 105, 104, 91.
Mpumep 38
Mony4yeHune
N-rngpokcun-4-(2-metunnponun)-5-okco-1-(2cpeHnnatnn)-4-nupasonuguHaleTrammamMmoHorngpoxnopmaa
CHy

i CHy

Cragusa 1

MonyyeHune 1-(6eH3unnokcmkapOoHN)-2-(2-heHnNaTUI)NMpPasonManH3-oHa

K pactBopy 1-(6eHaunokcmkapboHun)nupasonuanH-3-oHa(2,81r, 12,8MMonb, NOMYYEHHOrO B COOTBETCTBMM C
METOOMKOW, cxogHoW ¢ onucaHHon B J. Org. Chem., 1990, 55, 6037) n OAM® (37mn) npu 0°C pobaensoT rugpug
HaTpua(562mr, 14,1mmonb, 60% Avcnepcns B MMHepansHoMm Macre). PacTBop nepemelumBatoT B TedeHne 30 MUHYT 1
3aTeM gobaenstoT (2-6pomaTtun)benson (1,90mn, 13,9Mmonk). PactBop nepemewmsatoT npy 0°C B TedeHne 1 yaca u B
TeuyeHne 16 4acoB Npu KOMHATHOW TemnepaTtype. BogHas obpaboTka(EtOAc, coneson pactBop, MgSO4) n ounctka
mMeTogom dnawxpomatorpacdun(2:1—»1:1 rekcaH:EtOAc nossonget nonyuutb 1,58r(38%) ykasaHHOro B 3arorioBke
coefVHeHNa B BUAe Macna.

WKGkuak.) 3029, 2954, 1709, 1498, 1455, 1412, 1378, 1314, 1214, 1184, 1110, 1086, 1027, 748, 699 cm™*;

'H NMR(300MHz, CDCl3) § 7.38, 7.10-7.30, 5.23, 4.02, 3.80, 2.87, 2.44; MS(El) mix 324, 190, 189, 106,
105, 104, 92, 91, 79, 77, 65.

Cragua 2

MonyyeHune 1-(6eH3nnokcnkapOoHnn)-4-(2-MeTUNNponeH-2-mn)-2-(2-hbeHnnaTnN)NpPasonnanH-3-oHa

K cmecn  1-(6eHannokcnmkapboHmn)-2-(2-peHnnatun)nupasonn-guH-3-ona(1,58r, 4,87mmonb), Tre(15mn) wn
HMPA(1,04mn) npu -78°C poGasnsatoT aunsonponunamug nutusa(2,92mn, 5,84mmons, 2,0M, rentad/TId/aTunbenHszon).
Mocrne nepemelunBaHusa B TedeHne 35 MuHYT npu -78°C pobaensioT pacteop 3-6pom-2-meTtunnponeHa(0,54mn,
54mmonb) n TIP(2,6mn). Cmeck OCTaBnAT NepeMellnBaTbca B TedeHue 6 yacoB npu -78°C M 3aTtem peakyuto
OCTaHaBNMBalT BOAHLIM XIIOpuAoM amMoHusa(25mn). Nocne HarpeBaHWA OO KOMHATHOW TemnepaTypbl BOAHas
obpaboTka(EtOAc, MgSO,4) 1 ounctka metogom dhnaww-xpomatorpacdun(3:1 rekcaH:EtOAC) nossonset nonyy4uts 1,21r
yKa3aHHOro B 3arofioBke coeauHeHua(66%) B Buge macna. [anbHelilee anionpoBaHne nossonseT nonyydnts 201mr
pereHepupoBaHHOMO UCXOAHOro coeaunHeHus(75% npogykTa Ha OCHOBE pereHepupoBaHHOTO MCXOOHOrO COEAMHEHUS).
CnekTpanbHble AaHHble A5 YKa3aHHOMo B 3arorioBKe COeAMHEHNs:

WK(knak.) 2945, 1710, 1498, 1455, 1416, 1377, 1318, 1232, 1206, 1172, 1121, 1028, 897, 748, 698 cm™";

"H NMR(300MHz, CDCl;) § 7.38, 7.10-7.40, 5.23, 4.71, 4.53, 4.10-4.30, 4.01, 3.80-3.95, 3.09, 2.75-2.95,
2.60-2.80, 2.35-2.45, 1.63, 1.53;

MS(EI) m/z 378, 244, 243, 105, 104, 92, 91, 79, 77, 65.

Cragna 3

Mony4veHune
TpeTbyTnn-2-(6eHannokcnkapboHun)-4-(2-metunnponeH-2-un)-S-OKCo-I-(2-peHnnatun)-4-nupasonugnHayetata K
cMmecn 1-(6eHannokcmkap6oHnn)-4-(2-MeTunnponen-2-un)-2-(2-beHnnatun)nupasonmanH-3-oda (1,20 r, 3,17 mmonb),
Tro(15,6mn) 1 HMPA(0,69mn) npu -78°C pobaensitoT gumsonponuna-mug nmtusa (1,70 mn, 3,40 mmonb, 2,0 M,
ren-taH/Tr ®/atunbenson). Mocne nepemewwnBaHns B TedeHne 30 MUHYT npu -78°C pobaensoT pacTBop
TpeTbyTunbpomauetarta (0,57mn, 3,5mMmonb) u TP (1,5mn). Cmech ocTaBnaoT nepemellmBaTbes B TedeHne 6 vacos
npu -78°C 1 3aTeM peaKkL1to OCTaHaBNMBaT BOLHLIM XJIOpUMAOM aMmMoHKs (25mn). MNocne HarpeBaHUs 4o KOMHaTHOR

TemnepaTypbl BogHasi obpaboTka(EtOAc, MgSO 4) KM ouuctka no wmetomy dhnaw-xpomatorpacun(4:1->3:1
rekcaH:EtOAc) nossonsieT nonyuntb 410Mr yka3aHHOro B 3arorioBke coegunHeHus(26%) B Buae macna. [JanbHeiiwee
anNonpoBaHMe MNO3BONAET NONyYUTb 624Mr pereHepupoBaHHOrO UCxXogHoro coeguHeHus(55% npogykTa Ha OCHoBe
pereHepupoBaHHOIO MCXOAHOMo CoefuHeHns). CnekTparnbHble AaHHble ANS YKa3aHHOro B 3arofioBke COeOQUHEHWs:
WK(uncTbiit) 1723, 1696, 1320, 1286, 1263, 1242, 1201, 1186, 1165, 1123, 906, 764, 749, 697, 604 cm™';

"H NMR(300MHz, CDCl3) § 7.35-7.45, 7.10-7.30, 5.19, 4.74, 4.68, 4.15-4.30, 3.88, 3.75-3.95, 2.80-2.95,
219, 2.17, 1.62, 1.41;

MS(EI) m/z 492, 302, 301, 283, 255, 105, 92, 91, 57.

Craguna 4

MonyyeHne 2-(6eHannokcrnkapOoHnn)-4-(2-MmeTunnponeH-2-mn)-5-okco-1-(2-peHnnaTnn)-4-nnpasonnanHyKCyCHOR
KMCIOThI.

K pacTtBOpYy
TpeTbyTnn-2-(6eHannokcnkapboHun)-4-(2-meTunnponeH-2-un)-5-okco-1-(2-cbeHnnatun)-4-nupasonuanHaletara(546mr
, 1,11mmonb) n CH,Clo(20Mmn) npu 0°C pgobasnsoT TOY(8,0mn). PacTBop nepemelunsaioT B TedeHue 1,5 yacoB npu
0°C u KkoHueHTpupytT. BogHass obpabotka (CH ,Cl,, MgSO,) nossonsgeT nonyyuntbe 456mr(94%) ykasaHHoOro B
3arofloBke coeanHeHusl, KoTopoe BbiAensT B Buae Macna.
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WK(MuHepaneHoe macrno) 3069, 3061, 3031, 1719, 1651, 1422, 1405, 1329, 1238, 1207, 1134, 1027, 905, 755,
699, cm™;

H NMR(300MHz, CDCl3) § 7.39, 7.10-7.30, 5.19, 4.75, 4.68, 4.20-4.35, 3.80-3.95, 3.77, 2.75-3.00, 2.10-2.40, 1.61;

MS(EI) m/z 436, 301, 255, 105, 104, 92, 91, 79, 77, 65, 57.

Craguna 5

MonyyeHne N-6eHannokcn-2-(6eHannokcnkapOoHnn)-4-(2-meTunnponeH-2-un)-5-okco-1-(2-peHnnatun)-4-

nupasonuavHaleTamuaa

K pactBopy 2-(6eHaunnokcukap6oHun)-4-(2-meTunnponeH-2-un)-5-okco-1-(2-peHnnatnn)-4-nupasonmanHyKCyCHOM
kmcnotbl(453mr, 1,04mmonb) u CH,Cly(10Mn) pgobaensaiot CDI(204mr, 1,26mmonb). PacTBop nepemeluvBaioT B
TeyeHue 1 4aca nNpu KOMHaTHOM TemnepaType W 3atem fobasnsawT O-6eHannruppokcunaMmuHringpoxopua(293wmr,
1,84Mmornb) 1 N-meTunmopdponuH(0,23mn, 2,1Mmonb). PacTBop nepemelwnBaoT B TedeHne 60 4acoB Npu KOMHATHOR
TemnepaTtype. BogHasa obpaboTtka(CH,Cly, MgSO,) 1 ouuctka metogom dnawi-xpomatorpacgpuun(l : 1 rekcaH : EtOAc)
no3BoNAtoT Nony4nTb 468Mr(64%) yKkasaHHOro B 3arofioBKe COeAWHEHUs B BUAe macna.

WKCknak) 3031, 1724, 1701, 1498, 1455, 1379, 1320, 1217, 1182, 1134, 1044, 1028, 749, 698, cm™;

"H NMR(300MHz, CDCl3) § 8.72, 7.05-7.45, 5.18, 4.88, 4.73, 4.66, 4.05-4.30, 3.80-3.95, 3.57, 2.75-2.95,
1.95-2.20, 1.78, 1.57;

MS(EI) m/z 541, 407, 406, 106, 105, 104, 92, 91, 79, 77, 65.

Craguna 6

Mony4veHune
N-rugpokcun-4-(2-metunnponun)-5-okco-1-(2-theHnnaTun)-4-nnpasonvanHaleTaMmmamoHorngpoxnopuaa

Cwmecb
N-6eH3nnokcn-2-(6eH3nnokcnkapboHmun)-4-(2-metunnponeH-2-un)-5-okco-1-(2-peHnnaTnn)-4-nmpasonmgmHayetTammaa
(462wmr, 0,853mmonb), MeOH(34mn) n katanuaatopa Pearlman(85wmr) nomewaot B atmocdepy Bopgopona. Cmechb
nepemMellnBalOT B Te4deHMe 8 4YacoB Npu KOMHaTHOW Temnepatype. Cmecb uUnbTPYOT, TBepable BellecTBa
npombiBatoT MeOH(3 x 10mn), CHoClo(10Mn) 1 punbTpaThl KOHUEHTPUPYIOT ¢ nonydeHnem 220mr(81%) ykasaHHOro B
3arofioBke coeAnHeHUs B Buae mMacna.

"H NMR(300MHz, CDCI3) § 10.3-10.5, 7.10-7.40, 3.45-3.80, 3.37, 2.80-3.00, 2.35, 1.45-1.90, 1.10-1.30, 0.88, 0.82.

O6pasyetca rugpoxnopua(EtOAc/MeOH) n ero pacTupatoT ¢ 3¢pMpoM € NoslydeHneM rnapoxnopuaa ykasaHHoro B
3arofiloBKe coeAuvHeHns B Buae Teepporo Bellectsa(T. nn. 51 - 54°C).

WK(mnHepanbHoe macno) 3172, 3061, 3028, 2724, 1714, 1655, 1604, 1585, 1556, 1498, 1414, 1282, 1227, 750,
701 cm™:

MS(EI) m/z 319, 263, 245, 228, 172, 105, 104, 91, 57, 55.

Cnepgys obwum MeToamKaM, UanoxeHHbIM B [NpuMepax 28, 29, ncnomnbaya HeaHauuTenbHble Bapuayuu, nomyyaioT
criegylolimMe coequHeHus.

Mpumep 39

[Mony4veHune
[S-(R*,R*)]-l;lf-rvlquKcm-3-(2-MeT|/|nnponmn)-Z-OKco-N 1_dpenunn-q '-(dbeHnnmeTnn)-1,3-nnpponuanHoualeTamuaa

3

CH,

H
HO«N\n/-~._
<
o]
(T. nn. 169 - 172°C).

[a]ZD5 -43°(c 0.54, MeCOH);

IR(mull) 3246, 3193, 3135, 3059, 3029, 1658, 1600, 1547, 1493, 1444, 1358, 1322, 1311, 759, 698 cm™";

'H NMR(300MHz, CDCl;) § 7.48, 7.10-7.35, 7.06, 474, 3.30-3.55, 3.05-3.25, 1.90-2.40, 1.40-1.65,
1.20-1.35, 0.83, 0.75;

MS(EI) m/z 364, 321, 273, 244, 228, 200, 132.

Mpumep 40

MonyyeHune
[S-(R* R*)]-N 3-rugpoken-3-(2-MeTunnponun)-2-okco- o, ' -(pernnmetnn)-N -(2-nupuannmnmeTun)-1,3-nupponuanHomad,
eTamuga

CHy
CH,

H
no-N N

N
o]
(t. nn. 68 - 71°C).
IR(mull) 3244, 3062, 3027, 1658, 1598, 1572, 1540, 1497, 1439, 1354, 1296, 1271, 751, 701, 620 cm™";
'H NMR(300MHz, CDCl;) § 8.40-8.55, 7.90-8.00, 7.75, 7.50, 7.05-7.35, 4.35-4.70, 4.10-4.25, 3.25-3.50,
2.75-2.90, 2.15-2.40, 1.75-1.90, 1.40-1.65, 1.00-1.15, 0.86, 0.81;
MS(EI) m/z 436, 379, 336, 301, 244, 200, 147, 135, 92.
Mpumep 41
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Mony4yeHune
[S-(R* R*)]-N 3-rugpokcn-3-(2-MeTunnponmn)-2-okco- o, ' -(cpernnmetnn)-N -(4-nupmanHun)-1,3-nupponuanHavavetramu
aa
GHy

H CHy
HO'N\H/‘“"
0 0%y
H
= i N

Nx 0
mp 121 - 123°C;
IR(mull) 3240, 3178, 3086, 3064, 3028, 1664, 1593, 1512, 1498, 1422, 133I, 1294, 1210, 749, 701cm™";
"H NMR(300MHz, CDCl;) s 9.98, 8.25, 7.65-7.85, 7.15-7.35, 4.15-4.25, 3.25-3.65 265285 237,
1.70-1.85, 1.45-1.70, 1.10-1.20, 0.90, 0.84;
MS(EI) m/z 438(M*) 317, 316, 301, 284, 200, 132, 105, 95, 91, 55.
MNpumep 42
Mony4veHune
[S-(R*,R*)]-N '-(4-cbTopcbennn)-N 3-ruapoken-3-(2-meTunnponmnn)-2-okco- o, -(cheHnnmeTnn)-1,3-nMpponnanHANaLEeTaMn

na
CHy

CHg

H
HO 'N‘I(

0 0%~y
S

mp 181 - 182.5°C;

IR(mull) 3254, 3154, 3066, 1658, 1614, 1552, 1511, 1499, 1409, 1309, 1299, 1230, 1213, 836, 699 cm™';

"H NMR(300MHz, CDCl;) § 8.20-8.50, 7.46, 7.15-7.40, 6.90-7.05, 4.65-4.80, 3.15-3.50, 1.90-2.45,
1.40-1.70, 1.20-1.35, 0.87, 0.79;

MS(EI) m/z 455(M*) 345, 344, 317, 316, 284, 200, 132, 131, 91, 55.

Mpumep 43

[Mony4veHune
[S-(R*,R*)]-N 3-runpoken-3-(2-meTnunnponnn)-2-okco- o ' -(bernnmetnn)-N 1-[1-(cheHnnmetnn)-4-nunepuamnHun]-1,3-nnpp
onuanHAnayeTammaa

H CHy

Ho’N\n/
SUSL e

mp 108 - 110°C;
IR(mull) 3276, 3107, 3085, 3062, 3027, 2764, 1658, 1540, 1496, 1296, 1271, 744, 721, 700 cm™";
MS(FAB) m/z 535(MH™), 534, 533, 519, 172, 91, 82.
Mpumep 44
Mony4eHune
[S-(R*,R*)]-N 3-rugpoken-3-(2-MeTunnponmn)-2-okco- o, -(pernnmetnn)-N -(4-nunepuanHun)-1,3-nupponuanHovaveta

Muaa
CHy

CH,

H
HO’NY

0o
O
N
T

(o]
mp 160 - 165°C;
IR(mull) 3283, 3085, 3062, 3028, 1661, 1584, 1544, 1497, 1311, 1297, 1271, 1213, 1154, 748, 700 cm™*;
MS(EI) mfz 444(M™), 302, 301, 284, 132, 91, 84, 83, 82, 56, 55.
MNpumep 45
Monyuetne [S-(R*,R*)]-N3-rugpokcu-3-(2-meTurnnponun)-2-okco- o -(dennnmetun)-N ' -(4-nupuamHnnmetun)-1,3-
I'ImpponngquqmaueTammna

3

H CHy

HO'N‘n/"'"
= 0 g%y
~ N

Q
mp 140.5 - 142°C
"H NMR(300MHz, CDCl3) & 8.49, 8.35, 7.95-8.10, 7.10-7.35, 4.50-4.60, 4.20-4.45, 3.25-3.55, 2.80-3.10,
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2.15-2.60, 1.95-2.10, 1.75-1.90, 1.40-1.70, 1.05-1.35, 0.89, 0.83;
MS(FAB) m/z 453(MH*), 452, 437, 284, 132, 105, 93, 91.
Mpumep 46
[Mony4veHune
[S-(R*,R*)]-N '-(4-dbTopdennnmeTnn)-N -rugpoken-3-(2-metunnponun)-2-okco- o ' -(cbeHunmetnn)-1,3-nnpponuanHaounad

eTaMmmaa
CHy

CHy

H
HO‘N\H/

F
(o]
mp 64 - 66°C
'H NMR(300MHz, CDCl;) § 7.05-7.35, 6.90-7.05, 4.50-4.70, 4.20-4.45, 3.10-3.45, 229, 1.80-2.10,
1.40-1.70, 1.10-1.30, 0.86, 0.80.
Mpumep 47
[Mony4veHune

[S-(R*,R*)]-N 3-rugpoken-N -meTnn-3-(2-meTunnponun)2-okco- o 1 -(dbeHnnatun)-1,3-nupponuanHovaletaMmmaa
Ha
CHy

H
Ho N
T

mp 148 - 148.5°C;

[a]ZD5 -31°(c 0.68, MeOH);

IR(mull) 3227, 3092, 3084, 3024, 1678, 1667, 1658, 1644, 1569, 1503, 1496, 1297, 1282, 1206, 703 cm™';

'H NMR(300MHz, CDCl3) s 7.10-7.35, 6.29, 4.30, 3.35-3.50, 2.75, 2.45-2.65, 2.35, 2.00-2.30, 1.60-1.80,
1.35-1.60, 0.91, 0.86;

MS(EI) m/e 316, 273, 258, 91, 44.

Mpumep 48

[Mony4veHune
[S-(R*,R*)]-N 3-rugpoken-3-(2-MeTunnponun)-2-okco- o, ' -(2-cpernnatun)-N '-(dbernnmetun)-1,3-nupponuanHananetramu

na
CHy

CHy

H
HO‘NY“"
09 N
@ N\(k/@
Q
mp 59 - 61°C;
25
[a]p -57°(c 0.39, CHCI3);
IR(mull) 3234, 3086, 3062, 3027, 1652, 1605, 1585, 1540, 1497, 1295, 1269, 1213, 1030, 739, 699 cm™';

"H NMR(300MHz, CDCI3) § 7.10-7.40, 6.40-6.55, 4.25-4.50, 3.25-3.50, 2.00-2.70, 1.25-1.75, 0.87, 0.83;

MS(EI) m/z 465(M*) 361, 332, 331, 330, 316, 298, 182 117 91.
Mpumep 49
Mony4veHune

[S-(R*,R*)]-N 3-rugpoken-¢ !, 3-6uc-(2-metunnponun)-2-okco-N '-2-nupuamHnn-1,3-nupponuavHanaletaMnaa
CH,

H CHy
HO'N‘n/'""
OHO N
— i N
N 0
mp 73 - 75°C;

IR(mull) 3203, 2728, 1663, 1600, 1579, 1532, 1494, 1435, 1298, 1279, 1181, 1152, 780, 741 cm™;

'H NMR(300MHz, CDCl;) § 8.10-8.35, 7.72, 7.05, 4.25-4.40, 3.30-3.65, 2.35-2.60, 2.00-2.20, 1.35-1.95,
1.20-1.35, 0.75-1.10;

MS(EI) m/z 404(M™*), 284, 283, 267, 250, 208, 149, 98, 56, 55.

Mpumep 50

Mony4yeHune
[S-(R¥, R*)]-a1 -yuknorekcun-N 3-FVIJJ,pOKCVI-N 1 -MeTun-3-(2-meTunnponun)-2-okco-1,3-nupponuanHgnageramnaa
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mp 199 - 200°C;
IR(mull) 3310, 3232, 3105, 1647, 1565, 1536, 1498, 1415, 1297, 1277, 1258, 1236, 1223, 1047, 722 cm™*;
"H NMR(300MHz, CDCl3) 5 6.15-6.35, 4.01, 3.30-3.60, 2.76, 2.44, 2.20-2.40, 1.90-2.15, 1.10-1.80, 0.90, 0.83;
MS(EI) m/z 367(M*) 336, 310, 309, 308, 277, 276, 154, 95, 58, 55.
Mpumep 51
[Mony4veHune
[S-(R*,R*)]-o. " -umknorexkenn-N 3-ruapokcn-3-(2-metunnponun)-2-okco-N 1-2-nupnganun-1,3-nupponuanHavauetramuaa

GHy
H CHg

Ho‘N\n/"'~

_ Ono N
I
mp 119 - 121°C;
IR(mull) 3254, 1665, 1596, 1579, 1532, 1497, 1434, 1301, 1279, 1270, 1186, 1172, 1151, 779, 740 cm™;
'H NMR(300MHz, CDCl3) & 8.25-8.35, 8.17, 7.65-7.80, 7.00-7.15, 4.20-4.35, 3.35-3.60, 2.00-2.75, 0.70-1.85;
MS(EI) m/z 430(M*), 309, 294, 293, 276, 218, 154, 95, 78, 67, 55.
Mpumep 52
Mony4veHune

[S-(R*,R")]-3-(umkrnoneHtunmeTnn)-N 3-ruapokcn-N ' -meTnn-2-okco- o, ' -(cpeHnnmeTnn)-1,3-nupponnanHanaleTammaa

mp 180 - 181.5°C;
H NMR(300MHz, CDCl3) § 7.10-7.40, 4.41, 3.10-3.45, 2.75, 2.70-3.05, 2.00-2.35, 1.85-2.00, 1.30-1.85, 0.85-1.15;
MS(EI) m/z 401, 343, 342, 328, 310, 200, 132, 91, 58.
Mpumep 53
Mony4yeHune
[3S-[1(R*),3R*(R*)]]-.3-[2-(6eHaounamuHo)sTun]-N 3-ruapoken-N T-meTun-3-(2-metunnponun)-2-okco- o '-(dbeHnnmetun)-
1,3-nupponuanHanaletTaMmuaa

H

07N
ugc’N

o]

"H NMR(300MHz, CDCl;) § 7.70-7.85, 7.35-7.55, 7.05-7.35, 6.40, 4.80-5.00, 3.10-3.50, 2.76, 2.20-2.40,
1.20-2.00, 0.70-1.00, 0.30-0.45;

MS(FAB) m/z 523(MH™), 522, 391, 371, 129, 105, 71, 57, 43.

Mpumep 54

MonyyeHune
[S-(R* RM)]-N 3-ruppoken-3-(2-metunnponun)-N ' -[2-(4mMopdonuhun) sTun]2-okco- o, ' -(dpernnmetnn)-1,3-nupponuauHamna
uetamuaa

mp 66°C;

[a]lp = -56°(c, 0.58; CHCI3);

IR(mull) 3223, 3086, 3063, 3027, 1653, 1547, 1497, 1297, 1271, 1239, 1146, 1118, 1071, 748, 700 cm™*:

"H NMR(300MHz, CDCl3) & 7.45-7.15, 3.80-3.60, 3.50-3.00, 2.70-2.00, 1.95-1.80, 1.75-1.45, 1.35-1.15, 0.88;
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MS(EI) m/z Alt(M*), 418, 358, 345, 244, 200, 113, 100.

Mpumep 55

[Mony4veHune
[S-(R*,R™)]-N-rugpokcu-3-(2-metunnponun)-1-[2-(4-mopdponmHun)-2-okco-1-(peHnnmeTnn)aTnn]-2-okco-3-nMpponnanH
auetammaa

H

J N {\/@

mp 52- 56°

[olp = -82° (c, 0.70; CHCIy);

IR(mull) 3237, 3085, 3061, 3025, 1648, 1494, 1299, 1268, 1239, 1213, 1115, 1039, 1029, 751, 702 cm™';

MS(El) m/z 431(M™), 399, 375, 357, 344, 340, 317, 284, 114, 91,

"H NMR(CDCl3) § 7.35-7.15, 5.30, 3.70-3.10, 3.10-2.90, 2.40-1.95, 1.85-1.15, 0.86;

HRMS(EI) 431.2436.

Mpumep 56

[Mony4veHune
[1(18)-[1[R*(R")],3a,5a]]-1-[2-(3,5-anmeTun-1-nunepasnHun)-2-okco-1-(beHnnmetnn)atun]-N-rugpokcun-3-(2-meTnnnpo
nmn)-2-0|<co-3-n|/|pponquHaueTaMM;la

. fC@
mp 106°C
[olp = -77°(c, 0.6082; CHCl3);
IR(mull) 3252, 3087, 3062, 3027, 1649, 1493, 1323, 1263, 1193, 1157, 1110, 1084, 1033,751, 702 cm™";
'H NMR(300MHz, CDCl3) § 7.35-7.10, 5.40-5.25, 4.50-4.35, 3.95-3.65, 3.55-3.30, 3.30-2.95, 2.75-0.75;
MS(EI) m/z 458(M*), 402, 317, 113, 84.
Mpumep 57
Mony4veHune
[S-(R* R*)]-N 3-rugpoxken-3-(2-MeTunnponun)-2-okco- o, ' -(dpernnmetnn)-N 1-2-nupugnnmn-1 3-nupponugnHgnayetTamnaa

mp 171-174°C;

[alp = -14°(c, 0.67; CHCI3);

IR(mull) 3057, 3030, 3010, 1706, 1661, 1642, 1614, 1586, 1558, 1315, 1282, 1205, 786, 753, 704 cm™";

"H NMR(300MHz, CDCl3) & 8.40-8.30, 8.25-8.15, 7.85-7.75, 7.40-7.20, 7.20-7.05, 4.26, 3.60-3.35,
2.80-2.65, 2.55-2.25, 1.90-1.40, 1.10-1.95, 0.87;

MS(EI) m/z 438(M™*), 406, 382, 364, 347, 317, 284, 226, 200, 132, 91.

Mpumep 58

[Mony4veHune
[3S-[1(R*),3R*(R*)3]-o.°-[2-(1,3-aurnapo-1,3-anokco-2H-usonHnon-2-un)atun]-N 3-rapoken-N '-metnn-3-(2-metunnpon
Un)-2-okco- o, -(cbeHnnmeTn)-1,3-nMpponvavHonaLleTaMuaa

"H NMR(300MHz, CDCls) § 7.65-7.95, 7.10-7.40, 6.20, 4.55-4.70, 3.05-3.75, 2.67, 1.15-2.30, 0.77, 0.68;

MS(FAB) m/z 549(MH™), 550, 549, 517, 516, 429, 160, 69, 57, 55, 43.
Mpumep 59
MNony4yeHne
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[S-(R*, RM)]-o. " -umkrorekenn-N ' -uuknonponunmeTun-n 3-rppokcu-3-(2-MeTunnponmnn)-2-okco-1,3-nMpponavHamaLeTa
Muaa
CHy

I
[e]

PN
N
NG
0
mp 140-144°C;
"H NMR(300MHz, CDCl3) § 6.40, 3.97, 3.50-3.65, 3.30-3.45, 2.50-2.70, 2.20-2.40, 1.90-2.15, 1.10-1.90,
0.65-1.00, 0.40-0.60.
Mpumep 60
[Mony4veHune
[S-(R*,R*)]-o."-umknorekenn-N 1-(4-dotopbernn)-N 3-ruapokcn-3-(2-meTunnponun)-2-okco-1,3-nupponnanHanaletamma

mp 132-135°C;
H NMR(300MHz, CDCl3) s 8.47, 7.40-7.50, 6.99, 4.15, 3.35-3.65, 2.57, 2.30-2.45, 2.00-2.20, 0.95-1.85, 0.86, 0.77.
Cnepys obwum metoankam, narnoxeHHbiM B Mprmepax 30 - 34, ucnonb3ys HeaHa4UTenbHble Bapuayum, nonydaoT
crieqylolime coequHeHns.
Mpumep 61
[Mony4veHune
[S-(R* RM)]-o." -TpeT6yTun-n 3-rugpokeun-N '-metnn-3-(2-meTunnponun)-2-okco-1,3-nMpponaMHaaleTaMmnaa

GH,

H CHy
e \ﬁ/‘
90

N

mp 108-110°C;

'H NMR(300MHz, CDCl;) & 5.80-6.00, 4.23, 4.15-4.35 2.70-2.80, 245270, 230-2.45 1.85-2.30,
1.35-1.85, 1.05, 0.75-1.00;

MS(ESI) 340(MH").

Cnenys obwum mMeToarKaMm, U3roxeHHbIM B MNprmMepax 4 - 14, uCnonb3ysi He3HaYMTemNbHbIe Bapuauuu, nony4aT
criegylolimMe coequHeHus.

Mpumep 62

MNony4veHne
N-rugpokcun-3-(2-metnnnponun)-2-okco-1-(2-peHnnatun)- o-[2-(5-nponunokcu-1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-
un)sTun]-3-nupponugnHagerammaa

mp 137-138°C;

IR(mineral oil) 3211, 3085, 3028, 1772, 1712, 1660, 1620, 1491, 1400, 1346, 1292, 1249, 1234, 749, 705 cm™";

'H NMR(300MHz, CDCl;) § 7.72, 7.05-7.40, 4.02, 3.35-3.80, 3.10-3.25, 2.78, 2.30-2.45, 2.05-2.30,
1.75-2.00, 1.35-1.70, 1.06, 0.83, 0.76;

MS(EI) m/z 549(M*), 493, 489, 262, 261, 245, 244, 218, 202, 176, 105.

Mpumep 63

[Mony4veHune
[R-(R*,S")]-5-dbTOp-1,3-amnrngpo-N-rugpokeu- o-[3-(2-metnnnponun)-2-okco-1-(2-peHnnaTun)-3-nupponmanHunl-1,3-gmo
kco-2H-nsonHgon-2-6ytaHamuga
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IR(mull) 3205, 3063, 3027, 1775, 1717, 1664, 1616, 1497, 1481, 1399, 1302, 1263, 1229, 747, 701 cm™";

"H NMR(300MHz, CDCl;) § 8.92, 7.83, 7.50, 7.00-7.45, 3.35-3.80, 3.25-3.35, 3.10-3.25, 2.79, 2.55-2.70,
2.30-2.50, 2.10-2.30, 1.70-2.00, 1.35-1.65, 0.70-1.00;

MS(EI) m/z 509(M™), 477, 453, 449, 345, 262, 261, 178, 105, 104.

Mpumep 64

Monyyenune o-[2-(5,6-andTtop-1,3-aurngpo-1,3-gnokco-2H-n3onHgon-2-mn)atunl-N-rugpokcun-3-(2-meTunnponumn)
-2-0Kkco-1-(2-chbeHnnaTun)-3-nupponManHayetTammaa

IR(mull) 3340, 3187, 3062, 3028, 1777, 1720, 1678, 1654, 1505, 1406, 1354, 1277, 1261, 746, 704 cm™";

"H NMR(300MHz, CDCl;) § 7.55-7.70, 7.40-7.55, 7.05-7.40, 3.35-3.80, 3.10-3.35, 2.70-2.85, 2.55-2.70,
2.30-2.55, 2.05-2.30, 1.70-2.05, 1.35-1.70, 0.85, 0.79;

MS(EI) m/z 527(M+), 471, 467, 363, 262, 261, 202, 196, 105, 104.

Mpumep 65

Mony4yeHune
N-rungpokcun-3-(2-metnnnponun)-2-okco-1-(2-cheHnnatun)- o-[2-(5-TpudtopmeTun-1,3-gurngpo-1,3-guokco-2H-nsonHgo
J'I-2C-FI§IJ'I)3TVIJ'I]-3-I'IVIppOJ'II/IJ:l,VIHaLlETaMVIﬂa

mp 137-138°C;

IR(mull) 1715, 1659, 1494, 1444, 1398, 1348, 1323, 1307, 1295, 1266, 1184, 1140, 1101, 750, 694 cm™*;

'H NMR(CDCl;) s 8.91, 8.05-8.15, 7.90-8.05, 7.37, 7.05-7.35, 3.35-3.85, 3.25-3.35, 3.10-3.25, 2.79,
2.55-2.70, 2.35-2.55, 2.10-2.35, 1.75-2.05, 1.30-1.70, 0.84, 0.78;

MS(EI) m/z 559(M*), 527, 503, 499, 395, 262, 261, 228, 105, 104.

Mpumep 66

[Mony4veHune o
-[2-(1,3,4,5,6,7-rekcarngpo-1,3-gnokco-2H-naonHgon-2-un)atun]-N-rugpokcun-3-(2-meTunnponun)-2-okco-1-(2-cbeHnnaT
un)-3-nupponuanHaueTaMmmaa

!

mp 118-119°C;

IR(mull) 3167, 3088, 3065, 3028, 1703, 1668, 1497, 1443, 1393, 1346, 1331, 1306, 1296, 1279, 701 cm™*;

'H NMR(300MHz, CDCl;) s 8.80, 7.45, 7.10-7.40, 3.35-3.65, 3.10-3.35, 2.70-2.95, 2.50-2.70, 2.10-2.50,
1.25-2.10, 0.85, 0.79;

MS(EI) m/z 497(M*), 465, 441, 437, 262, 261, 244, 105, 104, 81.

Mpumep 67

[Mony4veHune o
-[2-(1,3-anrnapo-1,3-gnokco-2H-n3omnHgon-2-mn)atun]-N-rugpokcun-3-(2-metunnponun)-2-okco-1-(3-cheHnnnponus)-3-n
npponuanHaleTammaa
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mp 163-165°C:

IR(mineral oil) 3231, 3107, 3088, 3051, 3034, 1771, 1712, 1683, 1663, 1499, 1442, 1400, 1298 cm"’

'H NMR(300MHz, CDCl3) § 7.75-7.90, 7.65-7.75, 7.10-7.30, 3.60-3.85, 3.10-3.40, 2.56, 1.35-2.45, 0.87, 0.80;

MS(EI) m/z 505(M*), 387, 386, 276, 259, 258, 216, 185, 130, 91, 56.

Mpumep 68

[Mony4veHune
1-[2-(4-bTOpdheHnn)aTun]-o-[2-(1,3-anrnapo-1,3-gnokco-2H-n3onHgon-2-mn)atunl-N-rugpokcun-3-(2-MeTunnponmn)-2-ok
co-3-nupponuanHaletamuaa

mp 142.5-144°C;

UK(MuH.macro) 3212, 3067, 1773, 1712, 1673, 1657, 1510, 1495, 1438, 1398, 1341, 1301, 1219, 1034 cm™;

"H NMR(300MHz, CDCl3) § 7.60-7.95, 7.05-7.25, 6.85-7.05, 3.20-3.85, 3.10-3.25, 2,76, 1.30-2.50, 1.21, 0.82, 0.75;

MS(EI) m/z 509(M*), 477, 453, 449, 400, 220, 160, 123,

Mpumep 69

MonyyeHune o-[2-(0-6eH30lHbIA
cynbgpmmma)stun]-N-rugpokeun-3-(2-meTnnnponmn)-2-okco-1-(2-peHnnatn)-3-nupponuanHayetrammaa

mp 144-144.5°C;

IR(mull) 3257, 1739, 1656, 1492, 1334, 1326, 1298, 1279, 1264, 1181, 1178, 1163, 1126, 752, 674 cm™*;

H NMR(300MHz, CDCl3) § 7.75-8.15, 7.00-7.40, 3.35-4.05, 3.10-3.30, 2.70-2.90, 2.40-2.60, 1.20-2.35, 0.65-1.00;

MS(EI) m/z 527(M*) 495, 471, 261, 245, 244, 202, 105, 104, 81, 56.

Mpumep 70

[Mony4veHune
aTUNdEeHNNMeTUN-[4-(rMapoKCMamMnHo)-3-[3-(2-meTunnponun)-2-okco-1-(2-cbeHnnatun)-3-nnpponnanHmn]-4-okcobyTnn)

uMmaoaukapboHata
CHy

i o]

SANes

KO )

MS(EI) m/e 568

Cnepys obwum mMeToaukam, M3noxeHHsiM B Mprmepax 4 - 14, ucnonb3ys He3HauMTeNbHbIE Bapuaummn, Ucxoas us
AnacTtepeomepa
TpeTbyTUM-o-(2-rMapoKCMaTM)-3-(2-MeTUANPONU)-2-0kco-1-(2-cbeHunatun)-3-nupponuanHayetata(llpumep 4, cragus
2), nony4yatoT criegytowme coequHeHus.

Mpumep 71.

Mony4yeHune
[S-R*,R")]-1,3-anrnapo-N-rngpokcn-o-[3-(2-metnnnponun)-2-okco-1-(2-peHnnastun)-3-nupponugnHnnl-1,3-guokco-2H-n
3ouHpon-2-6ytaHamuaa
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N0
H CHy
Ho " CHy
o
0%
GH,CH,

IR(mull) 1716, 1660, 1644, 1401 cm™;

'H NMR(300MHz, CDCl;) & 9.84, 7.80-7.90, 7.65-7.80, 7.15-7.35, 3.70-3.80, 3.35-3.70, 3.05-3.25, 2.80,
2.40-2.55, 2.34, 1.85-2.10, 1.30-1.65, 0.79, 0.71;

MS(EI) m/e 491, 459, 373, 245, 202, 185, 105.

Mpumep 72

[Mony4veHune
1,3-anrngpo-N-rugpokcu- o-[3-(2-meTunnponun)-2-okco-1-[2-(4-cbTopdeHnn)sTmn]-3-nupponuanHun]-1,3-anokco-2H-n3
ouHgon-2-6ytaHamuga

IR(mull) 3223, 1716, 1675, 1648, 1510, 1444, 1397, 1367, 1218, 722 cm™!;

MS(EI) m/e 509, 477, 453, 449, 400, 262, 220, 160, 123.

Mpumep 73

[Mony4veHune ¢
-[2-[(3,4-andTopbeHz0oUN)aMnHo]aTnN]-N-rugpokcn-3-(2-meTunnponun)-2-okco-1-(2-peHnnasTun)-3-nupponvanHaleTam
vaoa

Cragusa 1

MonyyeHne TpeTbyTun-g-(2-aMMHO3TUNM)-3-(2-MEeTUNNPONK)-2-0KCo-1-(2-heHnnaTn)-3-nupponuanHaLeTara

K pacTtBopy
TPeTOYTUN-o~(2-rMaPOKCMaTUN)-3-(2-METUNNPONUIT)-2-0KkCco-1-(2-cheHunaTtun)-3-nupponuaunHayetata(llpumep 4, cragusa
2; 2,74r, 6,79vmonb), anbeHsnnumuHogukapbokeunata(2,14r), TpudpeHundocouHa(1,96r) n Trd(43mn) gobasnstor
O3AL(1,18mkn). CMech NepeMellMBaloT B TeveHne 16 YyacoB Npy KOMHAaTHOW TemnepaType. PacTBop KOHUEHTPUPYOT
1 ovunwatoT MmetodoMm drawxpomaTorpacdpumn(3:1 rekcaH:EtOAC) ¢ nonyyenHnem 3,09r(68%) nmmaa B Buge macna.

WK(unetbii) 2957, 1799, 1751, 1723, 1686, 1498, 1455, 1387, 1367, 1335, 1331, 1287, 1213, 1188, 1153,
1108, 1092, 698 cm™';

'H NMR(300MHz, CDCl3) s 7.15-7.40, 5.23, 3.55-3.90, 3.25-3.40, 3.19, 2.79, 2.47, 2.30-2.45, 1.75-1.95,
1.50-1.70, 1.39, 0.82, 0.79;

MS(FAB) m/z 671(MH™), 616, 572, 420, 419, 105, 92, 91, 57.

Cwmecs wumupga(1,01r,  1,51mmons), EtOH(100mn) wn  10% Pd/C(250mr) rugpupyloT npyv  OaBreHuu
32cbyHT/AtoiM(~2,251kr/cM 2) B TedeHue 16 YacoB. CMech UNLTPYIOT, TBEpAble BelllecTBa npombiBatoT EtOH(20mn),
CH5Cl,(20mm1) n EtOAc(20mn). O6beanHeHHble dunbTpaThl KOHLUEHTPUPYIOT ¢ nonyydeHnemM 549mr(91%) ykasaHHoro B
3arofioBke coegnHeHns B Buae macna:

H NMR(300MHz, CDCl3) s 7.15-7.35, 3.55-3.70, 3.30-3.45, 3.15-3.30, 2.30-2.90, 1.92, 1.35-1.85, 0.87, 0.83.

Cragua 2

[Mony4veHune
TpeTbyTnn-o-[2-[3,4-andTopbeHsonn)ammnHo]sTuN]-3-(2-MeTunnponun)-2-okco-1-(2-cheHnnatn)-3-nupponnanHalerar
a

K pacTtBOpy
TpeTbyTun-o-(2-aMMHOSTUN)-3-(2-MeTUNNponnn)-2-okco-1-(2-cbeHnnaTnn)-3-nupponugmHadetata(549mr, 1,36Mmorb),
CH,Clx(8,4mn) n aumnsonponunatunamuna(0,29mn, 1,6MMOnb) npwu 0°C pobaensoT

3,4-gnptopbensomnxnopna(0,21mn, 1,6mmons). PactBop nepemelumsatot npu 0°C B TeyeHne 1 Yaca U B TedeHue 16
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YacoB Mpu kKoMHaTHoW Temnepatype. Ob6paboTka ocHoBaHuemM(CH,Cl,, NaHCOj;, MgSO,) u oudncTka MeTodom
dnawxpomartorpacdunn(1:1 rekcaH:EtOAc) nossonatoT nonydntb 477mr(64%) ykasaHHOro B 3arofloBKke COeAMHEHUs B
Buae Genoro TBepaoro Belyectea(t.nn. 147-148°C).

IR(mull) 3365, 1717, 1657, 1606, 1549, 1509, 1497, 1319, 1295, 1282, 1229, 1199, 1152, 832, 774 cm™*;

"H NMR(300MHz, CDCl3) § 7.65-7.80, 7.50-7.60, 7.15-7.40, 6.55-6.70, 3.55-3.70, 3.20-3.50, 2.81,
2.50-2.60, 2.10-2.40, 1.75-1.90, 1.40-1.65, 1.43, 0.85, 0.79;

MS(EI) m/z 542(M*) 486, 396, 395, 260, 245, 202, 141, 105, 104, 57.

Cragmna 3

[Mony4veHune o
-[2-[3,4-aucpTopBeH3onN)aMUHO]STUN]-3-(2-METUNNPONUI)-2-0KCO-1-(2-heHUN3TUN)-3-NNPPONNANHYKCYCHON  KUCNOThI

PactBop
TpeTbyTun-o-[2-[3,4-anchTopOeH3onn)ammHo]aTnn]-3-(2-metunnponun)-2-okco-1-(2-peHnnasTun)-3-nupponvanHaleTaT
a(473wmr, 0,872mmonb), CH,Clx(5,0mm) n TOY(5,0mn) nepemewwumsaioT B TedeHue 1 vaca npu 0°C n 2 4acoB npu
KOMHaTHOW Temnepatype. PacTBop KOHLEHTpUpYlT u octaTok pecycneHaupytoT B CH,Cly M KOHUEHTpupytoT elle
ABaxkabl(2x20mn). BogHaa obpaboTka(CH ,Cly, MgSO,4) nossonser nonyuntb 420Mr(99%) ykasaHHOro B 3arorioBke
coefVHeHNa B BUAe Macna:

WK(xkngk.)

IR(lig.) 2959, 1728, 1661, 1618, 1607, 1553, 1510, 1467, 1454, 1443, 1442, 1314, 1297, 1283, 1203 cm™';

"H NMR(300MHz, CDCl3) & 7.65-7.75, 7.50-7.60, 7.15-7.40, 6.75-6.90, 3.70-3.90, 3.60-3.70, 3.40-3.55,
3.20-3.40, 2.80-3.00, 2.52, 1.95-2.10, 1.50-1.90, 1.15-1.35, 0.91, 0.83;

MS(EI) m/z 486(M™), 395, 272, 259, 258, 247, 141, 113, 105, 104.

Craguna 4

Mony4yeHune ¢
-[2-[3,4-auchbTopbeHsonn)ammnHo]aTun]-N-rngpokcn-3-(2-MeTUnnponun)-2-okco-1-(2-beHnnaTnn)-3-nupponmanHaleTam
noa SOK(193mr) pobaensaoT K
pacTBopy a-[2-[3,4-andTopbeH3onn)aMnHo]aTN]-3-(2-MeTUNNPONK)-2-0Kco-1-(2-heHnNaTM)-3-NMPPONTMANHYKCYCHOM
kncnotbl(411mr, 0,865mMmonk), CH,Clx(8,7mMn), AM®(2,1mn), TOBT(118mr) 1 4-metunmopdonunHa(0,11mn) npu 0°C.
PactBop nepemewnsanu B TedeHne 5 muHyT npu 0°C 1 B TedeHne 50 MUHYT Npu KOMHATHOW TeMmnepaType. [JobasnawT
rmgpokcunamuHrugpoxnopua(121mr) n 4-metunmopdonni(0,19mn) n pactBop nepemelLnBaloT B TedeHue 16 4acoB
npu KOMHaTHOM TemnepaType. PactBop pasbaensioT 20Mn Bogbl U CMECh NMOOKUCNSAT A0 3HadveHua pH 5 1H HCI.
Cmecb aKcTparMpytoT Heckonbko pa3 pobasneHnem CHoCly(3x20mn), obbednHeHHble opraHudeckue  criou
cywat(MgSO,), bunbTpyloT U KOoHUeHTpUpytoT. OCTaTtok NnogBepraT o4McTke MeTodoM dnal-xpomaTorpadumn(10:1
CH,Cl,:MeOH) ¢ nonyyeHuem 273Mr macna, koTopoe kpuctannuaytoT u3 EtOAc/rekcaHa ¢ nonydeHnem 164mr(38%)
YKa3aHHOro B 3arofloBke coeauHeHus B Buge benoro nopowka (T.nn. 132,5-134°C):

IR(mull) 3264, 1674, 1666, 1649, 1512, 1497 cm™!

"H NMR(300MHz, CDClz) § 7.60-7.80, 7.50-7.60, 7.05-7.35, 3.15-3.65, 2.81, 2.48, 1.85-2.20, 1.40-1.75, 0.85, 0.79;

MS(EI) m/e 501, 469, 262, 245, 202, 141, 105.

Cnegysa obWwuM MeToguKam, U3NoxeHHblM B [puMepe 73, ucCnonb3ys He3HauuTemnbHble Bapuauuu, norydaioT
criegylolimMe coequHeHus.

Mpumep 74

Mony4yeHune
[R-(R*,SM)]-o.-[2-[(3-pTOpOeH30MM)amuHO]TUN]-N-rngpokcn-3-(2-MeTUInponmn)-2-okco-1-(2-cpeHnnatn)-3-nupponuam

HaueTaMmaa
F

mp 144-145°C;

[a]zDs +13°(c 0.76, CHCl3);

IR(mull) 3290, 3216, 3062, 3029, 1673, 1662, 1643, 1585, 1555, 1496, 1486, 1323, 1301, 1227, 698 cm™';

"H NMR(300MHz, CDCl3) & 7.45-7.60, 7.10-7.45, 6.97, 3.35-3.70, 3.15-3.30, 2.83, 2.40-2.55, 1.80-2.05,
1.40-1.70, 0.87, 0.80; MS(EI) m/z 483(M+), 451, 262, 245, 202, 154, 123, 105, 104, 95, 56.

Mpumep 75

[Mony4veHune ¢,
-[2-[(4-pTOp6eHaomn)ammnHo]aTUN]-N-rugpokcun-3-(2-MeTUnnponmn)-2-okco-1-(2-peHnnatnn)-3-nupponuanHaletrammaa
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IR(mull) 2950, 2932, 1718, 1661, 1604, 1547, 1504, 1466, 1454, 1234 cm™".
Mpumep 76
[Mony4veHune
N-rugpokcu-3-(2-metTmnnponun)- o-[2-[(3-HuTpobeHaomn)ammnHo]aTn]-2-okco-1-(2-cbeHnnaTnN)-3-nMpponmanHaleTammg

NO,

IR(mull) 3270, 1664, 1633, 1556, 1532, 1454, 1447, 1351, 1310, 698 cm™!;

MS(EI) m/e 510.

Mpumep 77

[Mony4veHune ¢,
-[2-[(3-CbTOp6eHFSOI/IJ'|)aMVIHO]:-)TI/IJ’I]-N-I'I/IJ:lpOKCI/I-3-(2-MeTI/IJ’IrIpOI'II/IJ'I)-Z-OKCO-‘]-(2-d)eHI/IJ’ISTVIJ'I)-3-rlI/IppOJ‘II/IJ:l,I/IHaL[eTaMVIqa

mp 157-159°C;

IR(mull) 2954, 2925, 2868, 2855, 1645, 1624, 1586, 1552, 1465, 1455 cm™!;

MS(EI) m/e 403.

Mpumep 78

[Mony4veHune ¢,
-[2-[(3-pTOpOeH30MM)amnHO]3TUN]-1-[2-(4-pTOopdeHnn)aTun]-N-rngpokcn-3-(2-MeTnnnponu)-2-okco-3-nmpponnanHaly

etTaMmmnaa
F

IR(mull) 2954, 2924, 2855, 1662, 1586, 1544, 1510, 1484, 1462, 1224 cm™',

Mpumep 79

[Mony4veHune ¢
-[2-[(4-6udpeHnnkapboHun)ammHo]aTun]-N-rugpoken-3-(2-meTunnponun)-2-okco-1-(2-beHnnaTnn)-3-nmpponmgmHaueTta
mMuga

MS(El)m/e MH* 542,

Mpumep 80

Mony4yeHune
N-rngpokcun-o-[2-[[(4-meTundeHnn)cynspoHnn]aMmmHo]sTn]-3-(2-MmetTunnponun)-2-okco-1-(2-beHnnatnn)-3-nupponngu
HaueTamuga
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Cragusa 1

[Mony4veHune
TpeTbyTun-o-[2-[[(4-MeTundennn)cynboHU]aMmHo]aTUM]-3-(2-MeTUNNpPonunn)-2-okco-1-(2-peHnnaTnn)-3-nupponvan
HaueTaTta

K pacTtBOpy
TpeTbyTun-o-(2-aMmHoaTUN)-3-(2-MeTunNnponun)-2-okco-1-(2-beHnnatnn)-3-nmpponuanHauetata(lpumep 73, cragua
1; 654mr, 1,62mmonb), CH,Cly(10,0mn) ©  guusonponunatuna-muHa(0,34mn) npu  0°C  pobasnsitoT
TonyoncynsgoHunxnopua(372mr). Pacteop nepemewmsatoT npu 0°C U Npu KOMHaTHOW TemnepaTtype B TedeHue 16
yacoB. ObpaboTka ocHoBaHueM(CH5Cly, NaHCO3, MgSO,) u ounctka meTomom drawixpomartorpacuy no3BonsoT
nonyuntb 634mr(70%) ykazaHHOro B 3arorioBke coefuHeHns B Buae 6enoro TBepaoro Bewectea(T.nn. 136-138°C).

MK(MnHepanbHoe macrio)

IR(mineral oil) 1710, 1674, 1366, 1329, 1303, 1156, 1101 cm™";

"H NMR(300MHz, CDCl3) § 7.73, 7.15-7.35, 4.45-4.55, 3.50-3.70, 3.30-3.45, 3.15-3.30, 2.75-3.10, 2.42,
2.20-2.35, 1.80-1.95, 1.60-1.80, 1.30-1.60, 1.38, 0.84, 0.79;

MS(FAB) m/z 557(MH™), 503, 502, 501, 484, 483, 105, 91, 57.

Cragusa 2

[Mony4veHune ¢
-[2-[[(4-meTrnndeHUn)cyNbhOHUN]aMNHO]3TUN]-3-(2-METUMNPONKIT)-2-0KCO-1-(2-heHUNSTIN)-3-NUPPONTNANHYKCYCHOR
KMCroThI

TOY(7,0mn) nobasnsoT K pacTBopy
TpeTbyTUn-o-[2-[[(4-MeTundeHnn)cynboHn]aMmHo]aTUM]-3-(2-MeTUnnponunn)-2-okco-1-(2-peHnnaTnn)-3-nupponvan
HaueTtata (616mr, 1,11 mmonb) u CH,Cly(7,0mn) npu 0°C. PacteBop nepemelumBatoT B TedeHue 1 yaca npu 0°C 1 B
TeyeHue 2 4acoB MpU KOMHATHOW TemnepaTtype. PactBop koHueHTpupytoT us CH,Cly(2x20Mmn), 4TO NOBTOPSAOT elle
Asaxabl. BogHaa o6pabotka(CH,Cly, MgSQO,4) nossonset nonyynts 463mMr(84%) ykazaHHOro B 3arofioBke coeguHeHus
B BuAe 6enoi nexbl.

MK(MnHepanbHoe macro)

IR(mineral oil) 1733, 1615, 1503, 1498, 1481, 1330, 1305, 1288, 1160, 1094, 701 cm""’

'H NMR(300MHz, CDCl3) § 7.70-7.80, 7.15-7.40, 4.80-5.00, 3.70-3.90, 3.20-3.50, 2.65-3.10, 2.50-2.65,
2.42, 1.95-2.10, 1.80-1.95, 1.50-1.80, 1.00-1.20, 0.92, 0.85;

MS(EI) m/z 500(M*), 426, 392, 391, 334, 327, 244, 155, 105, 104, 91

Cragmna 3

[Mony4veHune
N-6eH3unoKen-o -[2-[[(4-MmeTundennn)-cynbgpoHun]ammHo]aTun]-3-(2-MeTunnponun)-2-okco-1-(2-cpeHnnatn)-3-nuppon
uavHaleTaMmuaa

K
pactBopy o-[2-([(4-meTundeHnn)cynbhoHUN]ammHo]sTu]-3-(2-MeTunnponmn)-2-okco-1-(2-hbeHnnaTun)-3-nupponmanH
ykcycHon kucnotbl(453mr) u CH,Cly(5,0mn) aobasnstot CDI(162Mr). PacTBop nepemeluvBaloT B TedeHue 1 4aca npu
KOMHaTHOW Temnepatype " 3arem nobaensoT O-6eHaunrugpokcunammHrngpoxnopua(192mr) "
4-metunmopdonunH(0,13mn). CMecs nepemMellnBaloT B TedeHMe 16 4acoB Npu KOMHaTHoW Temnepatype. PacTtsop
pasbasnatot 60mn EtOAc, koTopbein npombiBaoT 10% HCI, coneBbim pactBopom, cywat(MgSO 4), dunbTpyloT 1
KOHUeHTpupytoT. Ounctka metogom drawxpomartorpacdpmm(1:1 rekcan:EtOAC) nosBonsieT nonyynTb NakTamHbIA
NPOMEXKYTOUHbIA NPOAYKT, B KOTOPOM He onpegenanocb Hanudne O-6eH3nnrngpokcunaMmmHa:

'H NMR(300MHz, CDCl3) § 7.86, 7.15-7.45, 3.85-4.00, 3.45-3.70, 3.18, 2.85, 2.60-2.80, 2.43, 1.80-2.15,
1.35-1.55, 0.70-0.95.

PacTtBop Guc-naktamHoro npomexyTodHoro npogykrta (317wr, 0,657mMmonb), O-6eHaunrngpokcunammHa(s00mr) m
Tr®(4,0mn) HarpeBaloT ¢ 06paTHbIM XONMOAWSIbBHUKOM B TeYeHMe 72 4acoB M 3aTeM OCTaBfslT oxnaxaatbes Ao
KkOMHaTHOW Temnepatypbl. OctaTok pasbaenstoT EtOAc, koTopbeii npombiBaioT 10% HC1(2x10mMn) u conesbiM
pactBopom(10mr). OpraHudeckuid crnonm cywat(MgSO,), unbTpyloT M KOHUeHTpupyloT. OuucTka MeToaoM
dnawxpomatorpacdunn(1:1 rekcaH:EtOAC) n kpuctannmsaunn M3 acupa nossonget nonydnts 139mr (35%) ykasaHHoro
B 3arofloBke coeanHeHus B Buge 6enoro kpuctannmyeckoro Belectsa(t.nn. 155-157°C).

IR(mull) 3162, 1664, 1650, 1332, 1154, 704 cm™*;

"H NMR(300MHz, CDCl3) s 7.71, 7.15-7.40, 4.97, 4.81, 3.35-3.65, 3.17, 2.75-3.00, 2.55-2.75, 2.30-2.45,
2.39, 1.80-2.05, 1.35-1.70, 0.84, 0.77;

MS(EI) m/e 605, 483, 433, 327, 245, 202.

Cragua 4

-61-

61906 C2

UA



v N

30619

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

MNony4yeHne
N-rugpokcun-N-rugpokeu-o-[2-[[(4-meTundeHnn)cynbhoHnn]ammHo]sTun]-3-(2-MeTunnponmn)-2-okco-1-(2-heHnnaTmn)-
3-nupponuguHaleTaMmuaa

Cwmecb
N-6eH3unnoken-o-[2-[[(4-meTundennn)cynbdonnn]ammHo]aTnnl-3-(2-metunnponun)-2-okco-1-(2-peHnnatnn)-3-nmppon
nonHauetamuga(133mr, 0,220mmonk), MeOH(500mr) n katanuaaTtopa Pearlman(25mr) rugpupytoT(1 atm) B TedeHune 8
4acoB nNpW KOMHaTHOM Temnepatype. Cmeck GUNbLTPYOT, TBepable BelecTBa npomMbisaloT MeOH(2x5mn),
CH,Cly(5Mn) n MeOH(5mn). OpraHudeckne counbTpaTthl KOHLEHTPUPYIOT M OCTaToK kpuctannuaytoT na EtOAc/rekcana
c nonydeHvem 84mr(74%) ykasaHHOrO B 3arofioBke coedvHeHuss B Bude Oernoro TBepporo BeljectBa (T.nn.
166,5-167°C).

IR(mull) 3278, 3202, 3028, 1659, 1636, 1496, 1329, 1298, 1291, 1160, 1093, 1061, 816, 702, 656 cm™";

'H NMR(300MHz, CDCly) § 7.72, 7.30-7.60, 7.15-7.35, 5.82, 3.40-3.70, 3.15-3.35, 2.95-3.10, 2.70-2.95,
2.81, 2.57, 2.40, 2.10-2.25, 1.80-2.00, 1.30-1.75, 0.86, 0.80;

MS(El) m/z 515(M™*), 483, 391, 343, 245, 244, 202, 155, 105, 104, 91.

Cnegys obwum MeTogukam, M3noxeHHelM B [pumMepe 80, ucnonb3ys HesHauuTenbHble Bapuauuu, norydaioTt
cregyroline coeguHeHus.

Mpumep 81

[Mony4veHune ¢,
-[2-[[(4-bTOopdheHnn)-cynbdoHun]ammuHo]aTunl-N-rugpokcn-3-(2-MeTunnponun)-2-okco-1-(2-beHnnatnn)-3-nnpponnanH
auerammaa

IR(mull) 3195, 3026, 1661, 1634, 1593, 1496, 1333, 1259, 1238, 1166, 1157, 1095, 1060, 844, 702 cm™*;

'H NMR(300MHz, CDCl3) s 879, 7.75-7.90, 7.50-7.70, 7.43, 7.10-7.30, 3.10-3.50, 2.68, 2.40-2.75,
2.05-2.20, 1.85-2.00, 1.50-1.70, 1.30-1.50, 1.15-1.30, 0.75, 0.66;

MS(EI) m/z 519(M*), 395, 245, 202, 159, 154, 110, 105, 104, 95, 56.

Mpumep 82

[Mony4yeHune
N-rngpokcu-q-[2-[[(4-meTokcndpeHnn)-cynbPoHUaMmHo]3TUN]-3-(2-MeTrunnponunn)22-okco-1-(2-peHnnaTun)-3-nmppon

nanHauetTamMmmnaa
OMs

MS(EI) m/e 532(MH™).

Mpumep 83

Mony4veHune
N-rugpokcun-3-(2-metnnnponun)-2-okco-1-(2-peHnnatun)- o-[2-((dpeHnncynshoHnn)ammHo]3Tun]-3-nnpponManHaletTam
voa

IR(mull) 2954, 2924, 2862, 2855, 1663, 1610, 1569, 1453, 1446, 1429 cm™;

MS(EI) m/e 502(MH™).

Mpumep 84

[Mony4veHune
[R-(R*,SM)]-o-[2-[[(4-bTOpdeHun)cynbdoHun]ammnHo]aTun]-N-rugpokcun-3-(2-meTunnponumn)-2-okco-1-(2-peHnnatn)-3-n
upponuanHaleTammaa
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mp 67-70°C;

IR(mull) 3196, 3107, 3065, 3027, 1662, 1592, 1495, 1332, 1292, 1237, 1166, 1154, 1093, 839, 701cm™*;

"H NMR(300MHz, CDCl3) § 7.80-7.95, 7.40-7.70, 7.10-7.40, 5.90, 3.10-3.70, 3.00-3.15, 2.70-3.00, 2.55,
2.05-2.20, 1.80-2.00, 1.20-1.80, 0.85, 0.80;

MS(FAB) m/z 520(MH*), 519, 504, 488, 487, 343, 202, 105.

Mpumep 85

MNony4yeHne
5,6-gudTop-1,3-aurngpo-N-rngpokcu- o-[3-(2-metTunnponun)-2-okco-1-(2-peHnnatun)-3-nmpponuanHun]-1-okco-2H-nso
VIHJFJ,OJ'I-g-6yTaHaMVIJ:|,a

Cragusa 1

Mony4veHune
TpeTbyTun-o-[2-(3-aueTokeun-5,6-guchptop-1,3-anrnapo-1-okco-2H-n3onHgon-2-nn)atun]-3-(2-meTunnponun)-2-okco-1-(2
-cpeHnnaTun)-3-nupponuanHayerara

K
pactBopy o-[2-(5,6-audTop-1,3-gmurngpo-1,3-anokco-2H-nsonHaon-2-nn)atun]-N-rugpokcn-3-(2-mMmeTunponuns)-2-oKco-
1-(2-cpeHunatun)-3-nupponuanHavetammaa (Mpumep 64; 384mr, 0,675MmMonb) u MeTaHona(2,4mn) pobaensitoT
Goprnapug Hatpua(26mr, 0,68MMonb) NpyM KOMHaTHOW TemnepaType, PacTBop nepemMellnBalOT B TEYEHUE HOYM MpuU
KOMHaTHOW TemnepaType. BogHas obpaboTka(EtOAc, MgSO,4) nossonsaiT nony4nts 386mr(100%) anactepeomepHon
cMmecu B Buae Gerol neHbl, K pacTBopy chbiporo cnupTa(336mr, 0,590Mmonb), Tpustunamuua(0,49mn, 3,5Mmons),
ykcycHoro aHrugpvpa(0,28mn, 3,0mmonb) n CH,Cly(6,0mMn) pobasnswT TBepabin 4-gumeTunaMmumHonupuanH(14wr,
0,12mMmonb). PacTBop nepemelnBaloT MpyM KOMHaTHOW TemnepaType B TeyeHue 2 4acoB. PeakuMOHHyl CMech
pa3basnsatoT adupom u acdup npombisaoT 10% HCI, HacbiweHHbiM NaHCO 3, cywart Hag MgSO,, dunbTpyoT 1
KOHUeHTpupytoT. KonoHo4vHas xpomatorpadpma(20 »50% EtOAc/rekcaH) nossonseT nonyyuntb 273mr(76%) ykasaHHoro
B 3arofioBke coefuHeHWs B BUAe OUacTepeoMepHOi cMecu B Buae Macna:

M*) 497, 496, 440, 4086, 405, 245, 236, 202, 105, 57.

Cragua 2

Mony4yeHune
TpeTbyTun-5,6-andpTop-1,3-gurnapo- o-[3-(2-metTnnnponun)-2-okco-1-(2-cpeHnnatn)-3-nupponnanHmn]-1-okco-2H-nsomn
HOon-2-6yTupaTa

Cwmecb
TpeTbyTnn-o-[2-(3-ayetokeun-5,6-gudptop-1,3-anrnapo-1-okco-2H-n3onHpon-2-nn)atun]-3-(2-meTnnnponun)-2-okco-1-(2
-cbeHunaTnn)-3-nupponuanHauetara(236mr, 0,386mmonb), nannagus Ha yrme(10%, 60mr) u auetoHuTpuna(30mn)
MMOPUPYIOT Npu  AaBneHun  35¢yHT/KB.OoiM(~2,058kr/cM?) B  TeuyeHMe 2 yacoB. CMecb URLTPOBaNM U
koHUeHTpupoBanu. BogHas obpaboTka(EtOAc, MgSO 4) nossonseT nonyunte 200mMr(93%) ykasaHHOro B 3arofioBke
coefuHeHNsa B BUAe mMacna:

MS(EI) m/z 554(M*) 499, 498, 481, 408, 407, 247, 202, 182, 105, 57.

Cragna 3
Cnenys oOWMM MeToauKaM, M3noxeHHbIM B Mpumepe 1, ctagun 4 1 5 1 ncnonb3ya He3Ha4YUTEmNbHbIE BapuaLmm,
Ha4nHas c TpeTbyTun

5,6-audpTop-1,3-aurnapo- o-[3-(2-metTunnponun)-2-okco-1-(2-cpeHunatun)-3-nupponuanHmn]-1-okco-2H-nsonHgon-2-6yt
npart, ¢ noflydeHneM ykasaHHoro B 3aronoBke(T.nn. 175-176°C):

IR(mull) 3186, 3060, 3022, 1702, 1659, 1511, 1436, 1307, 1290, 1265, 1219, 762, 757, 707, 699 cm™*;

"H NMR(300MHz, CDCl3) s 8.80, 7.45-7.60, 7.05-7.35, 4.30-4.60, 3.05-3.75, 2.60-2.80, 1.30-2.60, 0.87, 0.78;

MS(El) m/z 513(M*) 514, 513, 480, 423, 262, 244, 236, 202, 182, 105.

Cnegys obwumM MeTogukam, M3noxeHHbelM B [pumMepe 85, ucnonb3ys HesHauuTenbHble Bapuayuu, norydaioT
criegylolimMe coequHeHus.

Mpumep 86

[Mony4veHune
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1,3-amrmgpo-N-rngpokem- o-[3-(2-meTnnnponumn)-2-okco-1-(2-peHnnatn)-3-nupponuaunHunn]-1-okco-2H-nsonHgon-2-6yt
aHamuga

mp 140-144°C;

IR(mull) 3166, 3085, 3058, 3020, 1683, 1669, 1653, 1616, 1487, 1424, 1349, 1335, 1295, 738, 699 cm™;

'H NMR(300MHz, CDCl;) § 7.80, 7.35-7.55, 7.00-7.35, 4.30-4.55, 3.10-3.85, 2.60-2.80, 1.90-2.40,
1.45-1.85, 0.87, 0.76;

MS(EI) m/z 477(M*), 202, 200, 189, 146, 134, 105, 104, 91, 56.

Mpumep 87

[Mony4veHune
[R-(R*,S™)]-6-dbTOpP-1,3-amrngpo-N-rugpokcu- o-[3-(2-metunnponun)-2-okco-1-(2-heHnnaTn)-3-nupponmanHmun]-1-okco-
2H-n3onHgon-2-6ytaHamunga

mp 167-170°C;
'H NMR(300MHz, CDCl3) § 7.48, 7.35-7.45, 7.05-7.35, 4.30-4.50, 3.10-3.80, 2.55-2.95, 1.15-2.55, 0.87, 0.77;
MS(ESI) 496(MH™).
Mpumep 88
[Mony4yeHune
[R-(R*,S™)]-5-dbTOp-1,3-amrngpo-N-rugpokeu- o-[3-(2-meTnnnponun)-2-okco-1-(2-heHnnaTn)-3-nupponmanHmun]-1-okco-
2H-n3onHgon-2-6ytaHamuaa

3

£

N
Hle
HO Ny A
%
N

mp 135-136°C;

"H NMR(300MHz, CDCl3) § 7.70-7.85, 7.44, 7.00-7.35, 4.30-4.55, 3.05-3.80; 2.55-2.80, 2.35-2.55,
1.85-2.35, 0.87, 0.76;

MS(ESI) 496(MH™).

Mpumep 89

[Mony4veHune
[R-(R*,S%)]-5,6-audcbTtop-1,3-gurngpo-N-rugpokeu- o-[3-(2-metnnnponun)-2-okco-1-(2-cheHnnastun)-3-nupponugnHmnl-1-o
KCC;-ZH-VI3OVIHJ:lOJ'I-2-6yTaHaMI/IJJ,a

F

mp 153.5-155°C;

"H NMR(300MHz, CDCls) s 8.98, 7.50-7.65, 7.43, 7.00-7.35, 4.50, 3.10-3.75, 2.60-2.80, 2.45-2.60,
2.25-2.45, 1.85-2.25, 1.40-1.85, 0.87, 0.79;

MS(ESI) 514(MH).

Mpumep 90

MonyyeHne N-rngpokcn-o-[[[(4-meTokcueHun)cynepoHnn]ammHolmeTnn)
3-(2-meTunnponun)-2-okco-1-(2-peHnnatun)-3-nnpponuanHavetamuaal oR-gnacrepeomepa)
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CH4-0

Cragusa 1

[Mony4veHune
TpeTbyTun-o-(1-rnapokcmmeTnn)-3-(2-MeTUnnponun)-2-okco-+1-(2-cpeHunatun)-3-nupponuanHayetara( o
S-gnactepeomepa

XonogHbi(-78°C) pacteop
TpeTbyTnn-3-(2-meTunnponun)-2-okco-1-(2-beHnnaTun)-3-nmpponmanHadetata(lpumep 1, cragma  3;  2,00r,
5,56mmonb) B cyxom TI®(20mn) obpabaTeiBatoT gobasnernvem no kannam OAN(3,20mn, 6,40mmonb, 2,0H). PacTtBop
BbigepxmBatoT npu -78°C B TedeHne 30 MUHYT M 3aTem HarpeBawT o -30°C. Yepes pacTtBop eHonaTa nponyckawT
razoobpasHbll  hopManbaerng(nonyveHHbIi HarpesaHneM 834mr napacopmaneaernga go 160°C ¢ nonyyeHvem
npubnuanTensHo 28mMmork). PacTeop BbigepkmBatoT npu -30°C B TedeHWe 1 4Yaca u 3aTeM peakuunto OCTaHaBnuBaoT
HacbllweHHbIM BoaHbIM NH4CI(5mn) 1 pasbaensator H,O(20mn) . MpoagykT akcTparnpytoT gobasneHvem EtOAc(3x50mn),
cywat Hap 6GesBogHbiM MgSO,, pUNbTPYOT U KOHUEHTPUPYIOT NPU MOHWKEHHOM AaBreHWn C noflydeHuem 2,52r
XKENToro TBepaoro BellecTBa, KOTOpoe MOABEepralT OYWCTKE MeToAoM XpomaTorpaduu Ha cunukarene(100r
cunukarensd, 25% EtOAc/rekcaH) ¢ nonydeHnem 1,43r(83%) ykasaHHOro B 3arofiloBKe COequMHEeHUs B BUAE 305I0TUCTOro
mMacna. BblioenatoT Takke Apyryto dpakyuio, cogepxalyto 375mMr cmecn obomx guactepeomepoB. CnekTpanbHble
AaHHble A8 YKa3aHHOro B 3aroriloBke COeAMHEHNS:

WKCknak.) 3417, 2957, 2931, 2869, 1722, 1669, 1497, 1465, 1455, 1392, 1368, 1274, 1252, 1155, 701 cm™";

'H NMR(300MHz, CDCl3) § 7.15-7.40, 3.90-4.05, 3.70-3.80, 3.55-3.70, 3.40-3.55, 3.20-3.30, 2.85, 2.75,
2.69, 2.00-2.20, 1.90-2.00, 1.65-1.70, 1.50-1.60, 1.44, 0.90, 0.84;

MS(EI) m/z 389(M*), 333, 316, 298, 277, 243, 242, 202, 105, 104, 57.

Cragua 2

Mony4veHune
TpeTbyTun-o-(1-rngpokcnmeTnn)-3-(2-MeTUnNnponun)-2-okco-1-(2-beHnnatnn)-3-nupponuanHayeTarta( o,
R-onactepeomepa)

XonogHbln(-78°C) pactBop okcanunxnopuga(1,02mn, 11,7mmone) B cyxom CH,Cl(30mn) obpabaTtbiBatoT
OMCO(1,66mn, 23,4MmmMonbB 5mMn CH5Cly). Yepes SMUH. pnobaenaoT
TpeTbyTun-o-(1-rngpokcmeTnn)-3-(2-MmeTunnponnn)-2-okco-1-(2-cbeHnnatnn)-3-nupponuagnHaleTat(S-nsomep)(3,80r,
9,76mmonb). PactBop nepemewwuBalT B TedeHuMe ewle 15 MUHYT K 3aTeM peakuuio  ocTaHaBnuBaloT
TpuatunammHom(6,8mn, 48,8mn). PactBop BblaepxuBatoT npu -78°C B TedeHne 30 MUHYT M 3aTeM MO3BOMAOT
HarpeTbCcsi OO KOMHaTHoW Temnepatypbl B atmocdepe N ,. Yepes 2,5 yaca pactBop pasbasnatwT H ,O(50mn) u
akcTparmpytoT gobasneHnem EtOAc(3x100mn). SkcTpakTbl o6beanHsoT, cywaT Hag 6essogHbiM MgSO,, dunbTpyioT
N KOHLIEHTPUPYIOT NpU NMOHWXEHHOM AaBMEHNN C NONy4YeHUEeM KONMMYECTBEHHOTO BbIXOA4A XKernaemoro ansgernaa B Buge
npubnuantensHo 1:2 cMmecun ¢ Bonblunm cofepxaHnem R-gnactepeomepa. Kntodesble nukn AMP chipoin cmecim:

H NMR(300MHz, CDCl3) 8 9.75, 9.48.

XonogHbii(0°C) pactBop cMmecu anbgerngos(1,68r, 4,34mmonb) B MeOH(30mn) obpabaTtbiBaoT Goprugpugom
HaTpua(246wmr, 6,51mmonk). PactBop BbigepkmBatoT npy 0°C B TedeHMe 1 yaca M 3aTeM MO3BOMAKT HarpeTbcsl 4O
KOMHaTHON TemnepaTypbl. Yepes 3 4aca pacTBOp KOHLEHTPUPYIOT 4O KenTon neHbl. [eny pasbasnstoT HoO(25mn) 1
akcTparmpytoT gobasneHnem EtOAc(3x50mn) . DkeTpakThl 06benguHsaioT, cylwaT Hag 6e3sogHbIM MgSOy, duUnbTpyloT U
KOHLEHTPUPYIOT NpWU MOHWXeHHOM Aasnenuun. MMpogykT, 1,69r, nogBepraloT OYMCTKE MEeTodoM Xpomatorpaduu Ha
cunukarene(100r cunukarens, 20% EtOAc/rekcaH) ¢ nonydeHnem 562mMr(33%) ykasaHHOro B 3arofioBKe coeanHeHNs,
467mr(28%) S-guactepeomepa n 331Mr HEBOCCTAHOBIEHHOrO anbAernga. CnekTpanbHble AaHHbIE A8 YKa3aHHOro B
3arofloBke CoequHeHus:

WK(MuHepaneHoe macno) 3542, 3006, 1704, 1672, 1499, 1396, 1313, 1265, 1160, 1124, 1066, 1059, 1036, 738,
697 cm™"’

'H NMR(300MHz, CDCl3) § 7.15-7.35, 3.95 3.75, 3.60-3.75, 3.40-3.65, 3.24, 2.87, 2.69, 1.80-2.15,
1.40-1.70, 1.45, 0.89, 0.87;

MS(FAB) m/z 390(MH™*), 335, 334, 332, 316, 298, 242, 105, 57.

Craguna 3
MonyyeHune TpeTbyTun-o-(1-asngomeTun)-3-(2-MeTUnNnponn)-2-okco-1-(2-beHnnaTnn)-3-nupponmgmHaleTara
MeTaHcynbdgoHunxnopma(0,058mn, 0,751mmonb) no Kannsam nobaenstoT K pacTBopy

TpeTbyTnn-o-(1-rngpokcnmeTnin)-3-(2-meTunnponun)-2-okco-1-(2-beHnnaTnn)-3-nmpponmanHayeTara

(«R-gnactepeomepa) (225wvr, 0,578wvmonb) 1 TpustunammHa(105mn, 0,751Mmonb) B cyxom CH,Cly(3mn). Pacteop
nepemMeLLBalOT B TEYEHNE HOYM NPU KOMHATHOW TemnepaType B atMocdepe N,. Mocne pasbasneHua CH,Cly(20mn)
pacTBop NpoMbiBaloT HacblweHHbiM NaHCO3(5mn), Bogon(5mn) u coneBbiM pacTBopoM(S5mr). OpraHWyeckuld crior
cywat Hag 6e3BogHbiM MgSQ,, UNbTPYIOT U KOHUEHTPUPYIOT MpPU MOHUXEHHOM LaBfieHun ¢ nonydyeHuem 289mr
3onotuctoro macrna. Macno nogBepraioT o4MCTKe MeToOAoM Xpomatorpacdmu Ha cunukarene(10r cunukarens, 20%
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EtOAc/rekcaH) ¢ nonydeHnem 243mr(90%) mesmnaTa B Buge macna:

"H NMR(300MHz, CDCl3) § 7.10-7.40, 4.47, 4.17, 3.35-3.70, 3.05-3.30, 2.90-3.05, 2.97, 2.84, 2.10-2.30,
1.75-1.95, 1.30-1.70, 1.46, 0.88, 0.86.

PactBop mesunara(795wmr, 1,70mMmornb) u asmga Hatpua(166mr, 2,55mmons) B AMCO(6mn) HarpeatoT go 60°C B
TeyeHue 24 4acoB W 3aTeM MO3BOMAIOT OXMaguTbCs OO KOMHaTHOW Temnepatypbl B aTmocdepe N ,. Pacteop
pasbasnatT Et,O(40Mn) n npomMbiBatoT HoO(3x15Mmn) 1 conesbiM pacTtBopom(15mn). OpraHndeckuii cnol cywat Hapg
6e3BogHbiM MgSO,, UMBTPYIOT U KOHUEHTPUPYIOT MpW MOHWXKEHHOM [AaBreHWWM C norydeHnem 679Mr(96%)
yKa3aHHOro B 3arofiloBke COeUHEHNA B BUAe Npo3padyHoro 6eclBeTHOro macna:

WK(knak.) 2958, 2932, 2870, 2101, 1725, 1682, 1498, 1455, 1393, 1368, 1276, 1152, 1122, 748, 700 cm™";

H NMR(300MHz, CDCl3) § 7.15-7.35, 3.10-3.80, 3.00, 2.70-2.95, 2.15-2.30, 1.30-1.90, 1.47, 0.85;

MS(EI) m/z 414(M™), 358, 268, 267, 246, 224, 212, 105, 104, 57.

Craguna 4

MonyyeHne TpeTOyTUN-a-(1-aMMHOMETUN)-3-(2-MeTUNNPONKN)-2-0Kco-1-(2-beHnnaTnn)-3-nupponmanHayeTara
Cwmecb TpeTbyTun-o-(1-asngomeTun)-3-(2-metunnponun)-2-okco-1-(2-oeHnnaTnn)-3-nmpponmanHaveTtata(648mr,
1,56mMmonb), 10% nannagua Ha yme(163mr) B EtOH(25Mmn) rugpupytoTr  npu  aaeneHum  30dyHT/KB.
atoiim(~2,110kr/cm2) B konbe Mappa B TedeHue 16 uyacoB. CMechb PUMbTPYIOT, NPOMbIBas OCTaKOLMECS TBepable
BewectBa MeOH un CH,Cly- OunbTpaT KOHUEHTPUPYIOT M ouYvWaloT MeToAoM Xpomartorpadpumm Ha cunuvkarene(15r
cunukarens, EtOAc, 15% MeOH/EtOAc) ¢ nonydveHvem 356mMr(57%) ykasaHHOro B 3arofioBke coefuHeHus B Buae
YaCTUYHO KpUCTanIM4Yeckoro TBEpAOro BelecTBa:

IR(mull) 3004, 1718, 1672, 1498, 1394, 1311, 1296, 1263, 1223, 1156, 1149, 852, 738, 697, 620 cm™*;

'H NMR(300MHz, CDCl3) § 7.15-7.35, 3.35-3.70, 3.05-3.30, 2.70-2.95, 2.60-2.70, 2.45-2.60, 2.20-2.40,

1.25-2.00, 1.46, 0.85 MS(FAB) m/z 389(MH "), 359, 334, 333, 316, 202, 105, 57.

Craguna 5

Mony4veHune
TpeTbyTun-o-[[[(4-MeTokcudeHnn)cynbpoHnn]aMmmHolMeTun]-3-(2-MeTUNponun)-2-okco-1-(2-peHnnaTn)-3-nupponng
WHaueTarta

XonoaHbln(0°C) pacTtBop
TpeTbyTun-a-(1-aMMHOMeTunN)-3-(2-MeTrunnponun)-2-okco-1-(2-peHnnatun)-3-nupponvanHayetata(337mr,
0,867mMmonb) B cyxom CHoCly(3mn) obpabatbiBaoT  gumsonpo-nunatunamuHom(240mkn,  1,30mMmone) M
4-meTokcn-6eH3oncynsgpoHunxnopngom(215mr,  1,30Mmonb). PacTtBopy RO3BOMSAOT MeONEHHO HarpeTbca Ao
KOMHaTHOW TemnepaTypbl Npu NepeMeluMBaHnM B TedeHne Houn B atmocdepe N,. MNocne pasbasneHns CH,Cly(25mn)
pacTBop npoMbiBaloT pasbasneHHblM NaHCO3(10mn), Bogow(10mn) u coneBbiM pactBopomM(10mn). OpraHuyeckui
crioii cywunu Hapg 6e3BofHbiM MgSO,4, DUMBTPYIOT U KOHLUEHTPUPYIOT NPU NOHWXXEHHOM AaBneHun ¢ nonyyveHuem 4
60mMr xxenToro macna. Macno ounwaoT MeTodoM Xxpomartorpadum Ha cunukarene(20r cunukarens, 25% EtOAc/rekcaH)
¢ nonydeHnem 383Mr(79%) >xenaemoro npodykTa B Buae aMopdHOro TBepaoro BelecTsa:

WK(knak.) 2958, 2932, 1725, 1668, 1598, 1499, 1455, 1444, 1368, 1334, 1304, 1279, 1260, 1160, 1097 cm™';

'H NMR(300MHz, CDCl3) s 7.79, 7.10-7.35, 6.95, 545560, 3.81, 3.30-3.65, 2.95-3.30, 2.60-2.90,
2.00-2.20, 1.70-1.90, 1.20-1.70, 1.43, 0.80;

MS(EI) m/z 558(M+), 411, 387, 287, 246, 245, 202, 171, 107, 105, 57.

Craguna 6

Mony4veHune o
-[[[(4-meTokcndbeHun)cynbhoHmnJaMmuHoMeTUN]-3-(2-MeTUNNPONKI)-2-0KCo-1-(2-heHUN3TIM)-3-NUPPONTUANHYKCYCHOR
KMCIOThI

XornogHbIiA(0°C) pacTBop TPeTByTUN-o-[[[(4-MeToKCUpEeHNT)
cynbgoHun]ammHolmeTnn]-3-(2-metnnnponun)-2-okco-1-(2-cpeHnnatun)-3-nupponuguHayetata(374mr, 0,669vmmons) B
CH5Cly(2mn) obpabaTteiBatoT TOY(2mn). PactBop BbigepxkuatoT npu 0°C B TedeHue 40MuH, a 3aTeM MO3BONSIOT
HarpeTbCcsi OO KOMHaTHOM TemnepaTtypbl B atmocdepe N ,. Yepes 1,5 vaca pacteBop pasbasnaiot CH ,Cly, un
ynapuatoT(5x). OcraBlwytoca neHy pasbasnaiwot H ,O0(5mn) u skctparupyoT gobasneHunem CH,Clo(3x20mn).
OkcTpakThl 06beaunHsatoT, cywar Hag 6e3sogHeiM MgSOy, UNbTPYIOT U KOHLEHTPUPYIOT NPU NOHUXEHHOM AaBrieHun ¢
nony4vernem 301mr (90%) ykazaHHOro B 3arofiloBke coeauHeHns B Buae 6enoro amopdHOro TBepaoro BelecTsa.

IR(mull) 3062, 3026, 1713, 1647, 1597, 1580, 1498, 1332, 1304, 1261, 1180, 1158, 1096, 834, 701 cm™*;

'H NME(300MHz, CDCl;) § 7.70-7.80, 7.15-7.35, 6.90-7.00, 5.45-555, 3.86, 3.45-3.75, 3.00-3.40, 2.89,
2.67, 1.95-2.25, 1.35-1.60, 0.84, 0.78;

MS(EI) m/z 502(M*), 411, 287, 246, 245, 244, 202, 171, 107, 105, 77.

Craguna 7

MonyyeHne N-6eH3nnokcn-o-[[[(4-MeToKCMdEHNT)CYNBOHNIT]aMUHO]
MeTun]-3-(2-MeTunnponun)-2-okco-1-(2-cbeHnnatn)-3-nupponvanHayetammaa

PactBop o
-[[[(4-meTokcndbeHun)cynbhoHnn]JammHolMeTun]-3-(2-MeTunnponunn)-2-okco-1-(2-peHnnaTnn)-3-nMppPorMANHYKCYCHOM
kmcnoTbl(290mr, 0,577mmonb) B cyxom CH5Cly(5mn) obpabateiBatot CDI(112mr, 0,692mMmonb). Yepes 14 gobaensioT
4-metunmopconunH(0,095mn, 0,866mmonb) n  O-6eHaunrugpokcunammH  HC1(138mr, 0,866mmonb).  Pacteop
nepemMeLLVBalOT NpU KOMHATHOW TemnepaTtype B aTtMocdepe N, B TedeHne 65 yacoB. PacTtBoputens BbinapusatoT, a
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octaBwuiics renb pasbasnsaT EtOAc(25mn). PactBop npombiBatoT 1H HCI(10mn), 1H NaOH(10mn) n conesbimM
pactBopom(10mMr). OpraHudeckuidi crioi cywat Hag 6essogHbiM MgSO,, UNbTPYIOT WM KOHUEHTPUPYIOT nNpu
MOHWXEeHHOM AaBneHnn ¢ nonydeHvem 380mMr macna. Macno nogBepraloT OYMCTKE MeToAOM Xpomarorpadvy Ha
cunukarene(30r cunukarend, 50% EtOAc/rekcaH) ¢ nonydeHnem 249mr(71%) ykazaHHOro B 3arofioBKe CoeguHeHUs B
BMOe Macna:

IR(mull) 3205, 3028, 1658, 1597, 1498, 1331, 1304, 1287, 1261, 1157, 1096, 1027, 834, 749, 699 cm™";

'H NME(300MHz, CDCl;) § 7.70-7.85, 7.10-7.45, 6.85-7.00, 5.70-5.80, 4.86, 3.76, 3.40-3.55, 3.00-3.25,
2.60-3.00, 2.30-2.50, 1.80-2.00, 1.30-1.60, 0.82, 0.75;

MS(FAB) m/z 608(MH™*), 485, 298, 286, 244, 171, 107, 105, 91.

Craguna 8

[Mony4veHune
N-rugpoken-o-[[[(4-meTokendeHnT)cynbhoHUTaMUHOIMETH]-3-(2-MeTUNNPOonunn)-2-okco-1-(2-peHnnaTnn)-3-nmpposm
AvHaueTaMmuaa

PactBop
N-6eH3unoken-o-[[[(4-meTokcudeHnn)cynbpoHnn]ammHolMeTnn]-3-(2-MeTunnponun)-2-okco-1-(2-peHnnaTnn)-3-nuppo
nuagnHauetammga(218mr, 0,359mmonb) B EtOH(7mn) obpabatbiBatoT rugpokcuaom nannagua Ha yrme(55mr) u
nomewjatoT B atMocdepy H, ¢ nomouwpsto GannoHa. Yepes 6,5 yacoB peakunoHHyto cMecb PUNbTPYIOT, NPOMbIBas
ocTatolmecs TBepable BeljectBa MeOH n CHCp;. ®unbTpaTt KOHUEHTPUPYIOT ¢ nonyyeHnem 182mr 6enoro TBepgoro
BellecTBa. [poaykT kpuctannuaytoT na ropsdvero EtOAc co cnegamm MeOH, co BpemeHeM pas3baBnseMoro rekcaHom,
€ nonyveHmem 136Mr ykasaHHOIo B 3arofloBke coefuMHeHUsa B Buae TBepaoro Bewectea(T. nn. 195-196°C).

IR(mull) 3317, 3095, 1658, 1620, 1597, 1496, 1335, 1304, 1257, 1163, 1097, 833, 829, 805, 751 cm™";

'H NMR(300MHz, CDCl3) & 7.78, 7.05-7.35, 691, 6.20-6.35 3.75, 3.35-3.60, 3.05-3.35, 2.60-2.90,
2.25-2.50, 1.80-2.00, 1.15-1.70, 0.83, 0.77;

MS(EI) m/z 517(M*), 261, 245, 244, 202, 171, 154, 107, 105.

Mpumep 91

Mony4veHune
N-rugpokcu-q-[[[(4-meTokcndeHun)cynbdpoHunjammHolMeTnn]-3-(2-MeTunnponun)-2-okco-1-(2-heHnnatnn)-3-nupponu
AnHaueTtamuaa( o S-guacrtepeomepa)

02

mp 60-64°C);

'H NMR(300MHz, CDCl3) § 7.70-7.90, 7.10-7.40, 6.85-7.05, 5.40-5.60, 3.86, 3.40-3.60, 2.95-3.30,
2.70-2.85, 2.05-2.25, 1.30-1.90, 0.65-0.90.

Mpumep 92

[Mony4veHune
a-[[(4-PTopdeHun)cynbdoHnn]ammHol-N-rugpokcun-3-(2-meTunnponun)-2-okco-1-(2-heHnnatun)-3-nnpponvanHauetTam
naa(R-gnactepeomepa)

Cragusa 1

[Mony4veHune
TpeT-6yTun-o-a3ngo-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-nupponnanHauetata(R-guacrepeomepa).

Buc(tpumetuncunun)ammng  kanma(0,5M B  Tonyone, 19,9vn, 9,93mmonb) pgobaBnsalT K pacTBopy
TpeTbyTnn-3-(2-meTunnponun)-2-okco-1-(2-dbeHnnaTtun)-3-nmpponuanHadetata(lpumep 1, cragma  3;  1,70r,
4,73mmonb) n TTP(57mn) npu -78°C. PactBop ocTtaBnatoT nepemelumnBatecs npu -78°C B TedeHne 25MuUH. B TedeHne
5MUH. no kannam gobaenstoT pacTeBop Tpucunasuga(3,66r, 11,8mmonb) B TTP(34,5mn). PactBop nepemelunBaroT B
TeyeHune elle 2MUH. N Job6aBnAIT YKCYCHYto kucnoTy(1,2mn). PacTBopy No3BonsoT MeafieHHO HarpeTbCst U OCTaBNsoT
nepemMeLlLnBaTbLCA NPU KOMHATHOW TemnepaTtype B TedeHue Houn. BopgHasa obpaboTtka(EtOAc, npomeiska NaHCO g3,
npombiBKa conesbiM pacTBopoM, MgSO,4) n konoHo4yHas xpomaTorpadusa(7,5% EtOAc/rekcaH) nossongeT nonyynTb
1,34r(71%) yka3aHHOro B 3arosfioBke CoOeiuHeHMA B BUAE XeNnToro mMacna.

"H NMR(300MHz, CDCl3) § 7.15-7.35, 4.23, 4.12, 3.65-3.80, 3.50-3.65, 3.15-3.40, 2.75-2.90, 2.35-2.50,
2.10-2.30, 1.15-1.85, 0.75-0.95;
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MS(ESI) 401(MH™).

Cragua 2

[Mony4veHune
TpeTbyTUM-o-aMUHO-3-(2-MeTUNNPoNK)-2-okco-1-(2-hbeHnnaTnn)-3-nupponuanHaleTata( oR-anacrtepeomepa).

Cmech TpeTbyTun-g-a3ngo-3-(2-MeTunnponmn)-2-okco-1-(2-cpeHnnatn)-3-nupponuanHayetara(159wmr,
0,397Mmonb), nannagusa Ha yrne(10%, 40mr) B EtOH(2,0mn) rugpupytoT B TedeHue Houu npu AasneHun 30dyHT/KB.
AwiimM(~2,110kr/cmM2). CMecs PUNLTPYIOT M KOHLIEHTPUPYIOT C NorlydeHueM 145Mr(97%) ykasaHHOTO B 3arorioBke
coefUHeHNsa B BUAe Macna:

'H NMR(300MHz, CDCl3) § 7.15-7.39, 3.55-3.75, 3.15-3.35, 2.84, 2.15-2.30, 1.85-1.95, 1.30-1.80, 1.46, 0.89, 0.84;

MS(ESI) 375(MH™).

Cnenys meToaukam, nanoxeHHoiM B lNMpumepe 90(ctagumn 5 - 8), ncnonb3ys He3HauMTemNbHbIE Bapuayum, ncxons
TpeTbyTUmM-g-aMUHO-3-(2-MeTUNNPONKN)-2-0Kco-1-(2-hbeHnnaTnn)-3-nupponuanHaleTata( oR-onacrtepeomepa),
nony4atoT yKkasaHHoe B 3arorioBke coeguHenune(t. nn. 111 - 113°C).

"H NMR(300MHz, CDCl;) § 9.05, 7.80-7.90, 7.05-7.35, 6.85, 5.25-5.50, 4.50-4.60, 3.80-3.90, 3.60-3.75,
3.05-3.60, 2.70-2.85, 2.10-2.35, 1.40-1.90, 1.55, 0.70-0.90;

MS(ESI) 492(MH*).

Cnegysa obwumM MeToguKam, M3noxeHHblM B [pumepe 92, ucnonb3ys He3HauuTernbHble Bapuayuu, norydaioTt
crieqylolme coequHeHus.

Mpumep 93

[Mony4veHune o
-[[(4-dbTOpdheHun)cynbcoHmn]ammHo]-N-rugpokcn-3-(2-metunnponun)-2-okco-1-(2-peHnnaTun)-3-nmpponugnHayeTamm
Aa(aS-gruactepeomepa)

7. Mn.99 - 102°C;

"H NMR(300MHz, CDCl3) § 7.75-7.85, 7.10-7.35, 5.06, 3.45-3.60, 3.15-3.35, 2.85, 2.35-2.50, 1.95-2.10,
1.15-1.60, 0.78, 0.74;

MS(ESI) 492(MH™).

Mpumep 94

[Mony4yeHune ¢,
-[2-[(3,4-andTopbeHzoun)ammHo]aTnn]-N-rugpoken-3-(3-rugpokecmnponun)-2-okco-1-(2-peHnnatun)-3-nupponuanHaueT
amuga

Cragusa 1

MonyyeHune TpeT-6yTnn-o-(2-XNopaTnn)-2-okco-1-(2-beHnnaTnn)-3-(nponeH-2-un)-3-nupponuanHaleTara

XonogHbii (-78°C) pactBop TpeTbyTun-2-okco-1-(2-cheHnnatun)-3(nponex-2-un)-3-nupponugnHavetata(lpumep 1,
ctragus 3; 5,52r, 16,1mMmonb) B cyxom TI®(100mn) no kannsam obpadarteisatot JAJ1(9,66mn, 19,3mMonb, 2,0H). PacTeop
nepemewnBaoT B TedeHne 30MUH M 3aTeMm obpabatbiBatoT gobasneHvem no kannsm 1-6pom-2-xropataHa(1,61mn,
19,3MmMorb). PacTtBop BbigepxmBatoT npu -78°C B TeveHne 5 4acoB 1 3aTeM eMy NO3BOSMAKT MeASIEHHO HarpeTbesa 40
KOMHaTHOW TemnepaTtypbl B atMocdepe N,. Peakuuio octaHaBnusatT HacbiweHHbiM NH4CI(10Mn) u pasbaensioT
HoO(25mr). MpopykT skcTparnpytoT aobasneHnem EtOAc(3 x 100mn), cywat Hag 6e3ssogHbiM MgSOy, unbTpytoT 1
KOHLEHTPUPYIOT NpY MNOHWXKXEHHOM AaBfeHuW C nomnydyeHnem 6,6r kopuyHeBoro Macna. Macno ouuwialoT MeTonoM
Xpomatorpadun Ha cunukarene(275r cunukarens; 10% EtOAc/rekcaH) ¢ nonydveHunem 5,07r(78%) ykasaHHoOro B
3arofioBke CoeqUHEHNA B BUAE NPO3pPaYvHOro XenTtoro Macna:

WK(knak.) 2977, 2931, 1721, 1685, 1496, 1455, 1440, 1393, 1367, 1282, 1257, 1149, 917, 748, 701 cm™";

"H NMR(300MHz, CDC13) § 7.15-7.35, 5.45-565, 4.95-5.15, 3.25-3.80, 3.05-3.25, 2.81, 2.71, 1.90-2.45,
1.65-1.85, 1.43;

MS(EI) m/z 405(M™), 370, 351, 349, 332, 314, 260, 259, 258, 105, 104, 57.

Cragua 2

MonyyeHne TpeT-6yTnn-o-(2-a3naoaTn)-2-okco-1-(2-peHnnaTnn)-3-(nponen-2-un)-3-nupponuanHayeTara

PacTtBop TpeT-0yTun-o-(2-xrnopatun)-2-okco-1-(2-cbeHnnatn)-3-(nponen-2-un)-3-nupponuanHavetata(2,10r,

-68-

61906 C2

UA



v N

30619

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

517mmons) B OMCO(15Mmn) o6pabaTbiBaloT asugom  Hatpusa(504mr, 7,74mmonb). Cmeck HarpeBaloT Ao
60°C(macnsHas ©aHsi) B TedeHue 17 4dacoB. [lonyyeHHbIli pacTBOp OxNaxaalT [0 KOMHaTHOW TemnepaTtypbl,
pasbasnatoT Et,O(100mn), npombiBatoT HoO(3 x 50mn) u coneBbiM pactBopom(50mn). OpraHuyeckmin criol cywaT Hap
6e3BogHbiM MgSO4, UnbTPYIOT U KOHLEHTPUPYHOT NPW MOHUXEHHOM AaBMEeHWM C MOSyYeHUEM KONMYEeCTBEHHOro
BbIXO4A YKa3aHHOro B 3arofloBKke COeAMHEHNs B BUAE XenToro Macna:

"H NMR(300MHz, CDCl3) § 7.15-7.35, 5.40-5.65, 4.95-5.15, 3.60-3.80, 3.05-3.40, 2.81, 2.60, 2.10-2.40,
1.65-2.05, 1.43.

Cragmna 3

MonyyeHne TpeTOyTUN-A-(2-aMUHO3TWM)-2-0KCO-1-(2-beHnnaTnn)-3-(NponeH-2-un)-3-nupponuanHayerara

PacteBop TpeTbyTun-A-(2-a3anpoatun)-2-okco-1-(2-cpeHnnatun)-3-(nponex-2-un)-3-nmpponuanHayerara(2,12r,
5,14mmonb) n TpudernundocduHa(1,48r, 5,65mmone) B TITP(15mn) nepemewmBatoTr B atmocdepe N, B TedeHue 7
yacoB. [lo6aenstoT Boay(1mMr) 1 pacTBoOp NepemMeLlMBalOT B TEHEHUE HOYM NPM KOMHATHOW TemnepaType B aTMocdepe
N,. PacTBop KOHUEHTPUPYIOT W O4MLLalT MeToOoM XpomaTtorpaduu Ha cunukarene(75r cunukarend, EtOAc, 20%
MeOH/EtOACc) ¢ nony4veHnem 1,94r(97%) ykazaHHOro B 3arofioBke COEAMHEHWUA B BUAE XENToro Macna:

"H NMR(300MHz, CDCl3) & 7.15-7.35, 5.45-565, 4.95-515, 3.60-3.80, 3.05-3.40, 2.80, 2.50-2.80,
2.10-2.45, 1.60-1.90, 1.42.

Craguna 4

[Mony4veHune
TpeT6yTUn-A-[2-[(3,4-andTopbeHsonn)ammHo]aTunl-2-okco-1-(2-peHnnatnn)-3-(nponen-2-un)-3-nupponuanHauerara.

XonogHbli (0°C) pacTBop
TpeTbyTnn-A-(2-aMUHOSTII)-2-0KCo-1-(2-heHnnaTn)-3-(nponen-2-un)-3-nupponuanHavetarta(1,93mr, 4,99MmMons) B
CyXom CH,Clx(20mr) obpabartbiBatoT anmnsonponunatunammHom(1,04mn, 5,99mmonb) n

3,4-anptopbensomnxnopngom(691min, 5,49Mmonb). PacTBopy NO3BONAKT MeASIeHHO HarpeTbcsi A0 KOMHaTHOW
TemnepaTypbl Mpu nepemelumBaHuM B atmocdepe N, B TeuyeHue Houu. PactBop pasbasnsaiot EtOAc(100mm) un
npombiBaoT 1H HCI(25mn), 1H NaOH(25mn) u coneBbiM pacTBopoM(25mn). OpraHuUYeckuii Crnol cywart Hag
6e3BogHbIM MgSO,, pUNbTPYIOT U KOHUEHTPUPYIOT MpU NOHUXEHHOM OaBrieHUU ¢ nostydeHvem 3,60r Kopu4HeBoro
mMacna. Macno ouuwaloT MeTodoM Xxpomartorpadun Ha cunukarene(S50r cunukarend, 25% EtOAc/rekcaH) c
nonydverHnem 2,10r(80%) ykasaHHOro B 3arorioBke coeavHeHUs B BUAE XeNToro aMopdHOro TBEpAOro BeLlecTBa:

WK(mnHepanbHoe macno) 3360, 1717, 1660, 1606, 1550, 1509, 1497, 1436, 1315, 1295, 1281, 1199, 1154, 831,
775 cm™;

'H NMR(300MHz, CDCl;) s 7.65-7.75, 7.50-7.60, 7.15-7.35, 6.70, 5.45565 4.90-5.10, 3.55-3.85,
3.10-3.45, 2.70-2.90, 2.62, 2.10-2.35, 165-1.90, 1.43;

MS(ESD) m/z 549(MNa™).

Craguna 5

[Mony4veHune
TpeT-6yTuna-A-[2-[(3,4-gndTopbeHsonn)ammHo]aTmn]-3-(3-rmgpokcnunponiun)-2-okco-1-(2-beHnnaTnn)-3-nmpponuamnHaly
eTaTa.

XonogHbii(0°C) pacteop
TpeT-6yTUN-A-[2-[(3,4-andTopbeH3omnn)aMmmHo]aTnn]-2-okco-1-(2-cpeHnnatn)-3-(nponen-2-un)-3-nupponuanHayetata(
1,62r, 3,07mMmmonb) B cyxom TId(10mn) obpabaTtbiBaioT MOHOXIopGopaHMeTUNcynbgpraHbiM - kKoMnnekcom(640mkr,
6,14mmonb). JlegsHyto GaHio yganstoT un depes 4,54 no kannam gobasnatioT 3H NaOH(7,4mn, 22,1mMmonb) ¢
nocnepytowmm pob6aeneHnem 30% Ho0,(2,5mn). PacTBop nepemelwmBaT B TedeHue 1 4yaca npu KOMHAaTHOW
TemnepaType 1 3aTeM B TedeHue 1 yaca npu 50°C. MNocne oxnaxaeHWa A0 KOMHaTHOW TemnepaTtypbl U pa3baBreHus
HacblweHHbIM NH4CI(5mm) u H,O(15Mn) npogykT akcTparupytoT AobasrneHnem EtOAc(3 x 50mm). OkcTpakThbl
obbenuHaAloT, cywat Hag 6e3BogHbiM MgSO 4, UMALTPYIOT U KOHUEHTPUPYIOT NpY MOHUXEHHOM [AaBfeHWn C
nonyyeHmem 1,6r xxentoro rensa. MNpogykT o4vnllaloT MeTogoMm xpomartorpadun Ha cunukarene(75r cunukarens; 75%
EtOAc/rekcaH) ¢ nonydeHvem 713mr(43%) ykazaHHOro B 3arorioBke coefuHeHus B Buae 6enoro amopdHoro TBepaoro
BelllecTBa:

WK(kuak.) 3335, 2934, 1721, 1666, 1606, 1554, 1511, 1455, 1368, 1316, 1296, 1283, 1250, 1204, 1153 cm™';

'H NMR(300MHz, CDCl;) § 7.65-7.75, 7.45-7.60, 7.15-7.35, 6.60-6.75, 3.75-3.95, 3.10-3.70, 2.70-2.90,
2.65, 2.20-2.40, 2.00-2.20, 1.42, 1.05-1.90;

MS(ESI) m/z 567(MNa*).

Cragnsa 6

[Mony4veHune
A-[2-[(3,4-pndpTopbeHsonn)amnHo]aTN]-3-(3-rmapokcnnponiumn)-2-okco-1-(2-hbeHUNaTuM)-3-NMpPPONMANHYKCYCHOM
KMCrOThI

XonogHbii(0°C) pacteop
TpeT-6yTUN-A-[2-[(3,4-andTopbeHzomnnn)ammHo]aTnnl-3-(3-rngpokecmnponun)-2-okco-1-(2-peHnnastun)-3-nupponvanHaue
TaTta(655mr, 1,20mmonb) B CHoClo(3Mn) obpabatbieator TOY(2mn) 1 BbigepkuatoT npu 0°C B TedeHne 30 MUHYT.
Jlensinyto BaHio yoanstoT v Yepes 2 Yaca pacTop pasbasnsiT CH ,Cly n koHUeHTpupytoT(3 X). OcTaBlueecs macno
pasbasnatoT H ,O(10mMn) m akcTparupytoT gobaeneHnem CHoCly(3 x 50Mm). OkcTpakTbl oO6beduHsiloT, cylaT Hag
6e3BogHbIM MgSO,, DUMLTPYIOT U KOHUEHTPUPYIOT NPW MOHWXKEHHOM OaBIEHUM C MOSyYeHUEeM KONMYEeCTBEHHOro
BbIXO4A YKa3aHHOro B 3arofioBke coedunHeHus B Buae 6enoro aMopdHoro TBepaoro BellecTsa:

WKGkuak.) 1785, 1724, 1644, 1619, 1605, 1557, 1511, 1455, 1442, 1322, 1297, 1284, 1207, 1171, 701 cm™*;
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'H NMR(300MHz, CDCl3) § 7.60-7.75, 7.50-7.60, 7.15-7.40, 6.85-7.00, 4.10-4.35, 3.50-3.80, 3.20-3.45,
2.80-3.00, 2.54, 1.20-2.00;

MS(EI) m/z 488, 470, 397, 379, 260, 246, 141, 113.

Craguna 7

[Mony4veHune
A-[2-[(3,4-pndpTopbeHsonn)ammnHo]aTmn]-N-6eHannokcn-3-(3-rugpokcnnponiun)-2-okco-1-(2-heHnnaTun)-3-nMpponuaunH
auetammaa

XonogHbii(0°C) pacteop
A-[2-[(3,4-pndpTopbeH30MNN)aMUHO]3TWN]-3-(3-rMapoKCnnponumn)-2-okco-1-(2-beHnnaTnm)-3-NMppPoNTMaNHYKCYCHOM
kmcnotbl(586mr, 1,20mMmonb) B 2:1 CHoCly/AM®(7,5Mn) obpabatbiBator [OBT(195mr, 1,44mmonb), 3LK(276mr,
1,44Mmmonb) U 4-metunmopdonuHa(158mkn, 1,44mmonb). JlegsHyo GaHw yaanawT 1 dvepes 1 yac gobasnawT
O-6eHaunrmgpokcunammH HCI(287mr, 1,80MMonb) v BTopylo nopuuio  4-metunmopdonmHa(198mkn, 1,80MMonk).
PactBop nepemellnBaloT B TeYeHME HOYM NPU KOMHATHOW TemnepaTtype B atmocdepe N,. PacTtBop pasbaensioT
HoO(25mn) n akctparupytot gobaeneHnem CH,Clo(3 x 50mn). SkcTpakThl cywar Hag 6e3sogHbiM MgSOy, dunbTpyloT
N KOHUEHTPUPYIOT MpU MOHWKEHHOM AaBreHun C nonydeHnem macna. OcTaBlleecsi Maciio BHOBb pacTBOPSIlOT B
EtOAc(50mn) n npomeiBatoT 1H HCI(10Mn), 1H NaOH(10mn), H,O(10Mn) n coneBbiM pactBopom(10mn). OprraHnyeckuii
crioi cywat Hag 6e3BogHbiM MgSO,, PUNBTPYIOT M KOHLUEHTPUPYIOT NPK MOHWXEHHOM AaBfeHuM ¢ nonyveHmem 603mr
Oenoli neHbl. MpodyKT ouvnaloT MeTodoM xpomaTorpadun Ha cunukarene(25r cunukarens, EtOAc) ¢ nonyyeHvem
433Mr(62%) ykazaHHOro B 3arofioBke coefguHeHnsa B Buae 6ernoro amopdgHoOro TBepaoro BelecTea:

WKGkuak.) 3328, 2941, 1664, 1619, 1605, 1554, 1511, 1454, 1438, 1319, 1298, 1283, 1205, 750, 700 cm™*;

"H NMR(300MHz, CDCl;) & 7.60-7.75, 7.45-7.60, 7.10-7.45, 6.75-6.85, 4.86, 3.35-3.70, 3.10-3.30,
2.75-2.90, 2.30-2.45, 1.10-2.15;

MS(FAB) m/z 594(MH™), 593, 592, 531, 489, 472, 471, 453, 313, 57.

Craguna 8

Mony4yeHune
A-[2-[(3,4-pndpTopbeH30oMN)amMnHO]3TMN]-N-rngpokcn-3-(3-rmgpokcunponiun)-2-okco-1-(2-beHnnaTnn)-3-nmpponuanHaly
eTamuga

PactBop
A-[2-[(3,4-pndpTopbeH3omnN)amnHo]aTN]-N-6eHann-oken-3-(3-rngpokcunponunn)-2-okco-1-(2-peHnnaTnn)-3-npponvanH
auetammga(215mr, 0,368mmonb) pactBopsitoT B EtOH(5Mmn) n yepes Hero nponyckaoT N,. [JobasnswT katanusaTtop
Pearlman(22mr) n atmocdepy MeHstoT Ha Hy. Yepes 7 yacoB cMech punbTpyloT Yepes LennT, NpoMbliBasg ocTaBLUmecd
TBepable BeljectBa MeOH, EtOH n CH,Cly. ®unbTpaT KOHUEHTpUPYIOT ¢ nornydeHvem 171Mr KopuyHeBaToON NeHbl.
MpoayKT KpuctannuayT ua ropsdero EtOAc(pasbaeneHHoro rekcaHom). MpodyKT BbIAENSOT U CyllaT B BakyyMHOM
nedn(45°C) B TedeHne Houu ¢ nosnydeHnem 117mr(63%) ykazaHHOro B 3arofioBKe COEAWHEHWS B BUAE KPEeMOBOTO
nopoLukoobpasHoro TBepaoro Bewectsa(T. nn. 118°C, ¢ pasnox.): MK(MuHepansHoe macno) 3274, 3225, 3064, 3027,
1656, 1620, 1606, 1559, 1512, 1359, 1319, 1290, 1282, 1060, 701 cm™";

"H NMR(300MHz, CDCl3) § 7.45-7.80, 7.10-7.40, 3.10-3.75, 2.70-2.90, 2.40-2.60, 1.15-2.25;

MS(FAB) m/z 504(MH™), 503, 502, 488, 471, 313, 246, 141, 105.
Mpumep 95
MonyyeHne A-[2-[(3,4-andTopbeHsonn)ammnHo]aTun]-N-rngpokcn-3-(2-rugpoKenasTun)-2-okco-1-(2-peHnnatun)-3-
MupponuanHaleTamuna
[}

Cragusa 1

[Mony4veHune
A-[2-[(3,4-pndTOpOEH30MN)aMNHO]3TNI]-2-0KCO-1-(2-chbeHnnaTI)-3-(NponeH-2-1n)-3-NMPPONTMANHYKCYCHON  KACMOTbI

XonoaHbln(0°C) pacTBop
TpeT-6yTUN-A-[2-[(3,4-andTopbeHzonn)aMmmHo]aTnn]-2-okco-1-(2-peHnnatn)-3-(nponex-2-un)-3-nupponuanHayetara(
Mpumep 94, cragus 4; 505mr, 0,959mmonb) B CH ,Cly(2mn) obpabatbiBaloT TOY(2Mn) 1 BeigepxusatoT npu 0°C B
TeveHne 30MuH. JlegaHyio GaHilo ygansioT u 4depe3 14 pactBop pasbasnaioTr CH ,Cl, M koHueHTpupyloT(3 X).
OctaBleeca macno pasbasnaior H ,0(10mMn) u akcTparupyloT pobasneHnem CHoCly(3 x 25mn).  OkeTpakThbl
o6benuHsaloT, cywaTr Hapg 6e3sogHbiM MgSO 4, UMILTPYIOT U KOHUEHTPUPYIOT MpU MOHWXKEHHOM [AaBreHWn C
nonyyeHnem 430Mr(95%) yKkazaHHOro B 3arofioBke coequHeHUs B BUAE XKernToBaToro aMmopgpHoOro TBepAaoro BellecTsa:

WKCxknak.) 1727, 1662, 1641, 1619, 1606, 1554, 1510, 1454, 1441, 1316, 1298, 1283, 1203, 775, 700 cm™";

"H NMR(300MHz, CDCl3) § 7.60-7.75, 7.50-7.60, 7.15-7.40, 6.75-6.90, 5.45-5.65, 5.10-5.20, 3.50-3.75,
3.15-3.35, 2.88, 2.52, 2.34, 1.70-2.05, 1.20-1.45;

MS(ESI) m/z 469(M").

Cragua 2

[Mony4veHune
A-[2-[(3,4-andpTopbeH3oMnN)amnHo]aTmN]-N-6eHannokcun-2-okco-1-(2-peHnnaTnn)-3-(nponeH-2-nn)-3-nmpponmamHaueTa
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Muaa

XonogHbii(0°C) pacteop
A-[2-[(3,4-pndpTOpOEH30UN)aMUHO]3TWN]-2-0KCo-1-(2-cbeHnnaTnn)-3-(NponeH-2-nn)-3-NMpPorMaNHYKCYCHOM
kmcnotbl(427mvr, 0,908mmonb) B 2:1 CHLCl,/OAM® (6mn) obpabateiBator [OBT(147mr, 1,09mmonk), 3OK(209mr,
1,09MmMorb) 1 4-metunmopdonuna(120mkn, 1,09mmonk). NegsHyto 6aHo yganstoT u Yepes 1 yac nobaensoT BTOpyO
nopyuio  4-metunmopcponuua(150mkn, 1,36mmonb) n O-6eHaunrugpokeunammH HCI(217mr, 1,36Mmonb). PacTteop
nepemMeLLBaloT B TEHEHWEe HOYM NPK KOMHaTHON TeMnepatype B aTmocdepe No. Pacteop pasbaensiot EtOAcC(25mn) n
npombiBatoT 1H HCI(10mn), 1H NaOH(10mn), H,O(2 x 10Mn) 1 coneBbiM pacTBopoM(10mMr). OpraHnyeckuin crioi cyluat
Hag 6e3BogHbiM MgSO,, dUNbTPYOT U KOHLEHTPUPYIOT NPW MOHWXEHHOM OaBrieHun ¢ nomnydeHuem 530Mr xenToro
TBEPOOro BellecTBa. TBepAoe BellecTBO ouuLalT MeToaoM Xpomatorpaduu Ha cunukarene(30r cunukarens, 50%
EtOAc/rekcaH) ¢ nonydeHvem 373Mmr(71%) ykazaHHOro B 3arorfioBke coefuHeHus B Buae 6enoro amopdHoro TBepaoro
BelllecTBa:

WK(MnHepanbHoe macno) 3336, 3193, 1679, 1669, 1641, 1608, 1544, 1509, 1495, 1442, 1311, 1296, 1275, 747,
696 cm™:

"H NMR(300MHz, CDClg) § 7.05-7.75, 6.65-6.85, 5.40-5.60, 4.80-5.15, 3.35-3.70, 3.05-3.30, 2.81, 1.35-2.45;

MS(ESI) m/z 574(M").

Cragmna 3

[Mony4veHune
A-[2-[(3,4-pudpTopbeHsonn)ammnHo]aTn]-N-6eHannokcun-3-(2-rugpokenaTnn)-2-okco-1-(2-peHnnatnn)-3-nupponvanHay
eTamuga

A-[2-[(3,4-AndpTopOeHzonn)ammHo]aTnn]-N-6eH3nnoken-2-okco-1-(2-peHnnatun)-3-(nponex-2-1un)-3-nupponvanHay
etamung(365mvr, 0,634mmonb) pactBopsatoT B Tenriom EtOH(10mn) u oxnaxgatT go -78°C. PactBop nogBepratoT
AEeNCTBUIO O30Ha B TeyeHne 3,5MUH M 3aTeM 4Yepe3 Hero nponyckaloT N, B TedeHue 15 mMuHyT. O30HMA racATt
NaBH4(36mr, 0,951MMonb) U NO3BONAT MeASIeHHO HarpeTbca A0 KOMHaTHOM TemnepaTypbl B atMocdepe N o. Yepes
5 yaco nobaBnsT gononHuTensHoe konudectso NaBH4(36mr, 0,951MMonb) M cMechk OCTaBnsAT NepeMellnBaTbes B
TeyeHne Houn. Cmecb KOHLUEeHTpupytoT, pasbasnsaT H,O(20mMn) u akcTparvpytoT aobasneHuem EtOAc(3 x 50mn).
OkcTpakThl cywat Hag 6e3BogHbiM MgSO,, pUNbTPYIOT Y KOHLEHTPUPYIOT NPY NMOHWXEHHOM OaBIeHUU C NoryveHnem
306Mr 6eron neHbl. MeHy ounwaloT MeTogoM Xpomartorpacdun Ha cunukarene(25r cunukarens; EtOAc) ¢ nonyveHnem
123Mr(34%) ykasaHHOro B 3arorioBke coeaunHeHus B Buae 6enoro amopdHoro TBepAoro BelecTsa:

WK(mnHepanbHoe macro) 3321, 1664, 1619, 1605, 1554, 1510, 1318, 1297, 1283, 1205, 1028, 776, 750, 699,
626 cm-";

'H NMR(300MHz, CDCl3) § 7.10-7.75, 6.65-6.75, 4.85, 3.10-3.70, 2.70-2.90, 2.45-2.60, 2.10-2.30, 1.50-1.95;

MS(ESI) m/z 580(M™), 578(M").

Craguna 4

[Mony4veHune
A-[2-[(3,4-pndpTopbeH3omN)amMnHo]3T]-N-rngpokcn-3-(2-rmapokenaTn)-2-okco-1-(2-cpeHnnatun)-3-nnpponuanHayeta
mMuaa.

PactBop
A-[2-[(3,4-pndbTopbeH30MN)amMUHO]3TH]-N-BeH3nN-oKCen-3-(2-rnapoKCU 3T )-2-0KCo-1-(2-heHNN3TM)-3-NMppoNnanHaL,
etamuga(117wmr, 0,202mmonb) pactopsitoT B EtOH(3mn) u 4depes Hero nponyckaioT N,. [obaenatoT katanuaaTop
Pearlman(10mMr) n atmocdepy MeHstoT Ha Hy. Yepes 6 yacoB cMechb pUnbTPYIOT Yepes LenuT, NpoMbiBasd OCTaBLUMECs
TBepable BellectBa MeOH, EtOH n CH5Cly. dunbTpaT KOHUEHTPUPYIOT M BHOBb MOABEepralT 3TOW e npouenype.
BblgeneHHbIn NpogyKT ouulalT MeTodoM xpomaTtorpadum Ha cunukarene(8r cunukarens; 5, 10% MeOH/CHCI3) ¢
nonydyeHnem 45uvr Gernoro aMopdHOro TBepdoro BellecTBa. TBepAoce BellecTBo pacTupawT ¢ Et,O/rekcaHom,
dunbTPyOT M cywar. ITo nossonser nonyuutb 39mr(40%) ykasaHHOro B 3arofioBke coefuHeHWs B Buae Genoro
nopoLukoo6pasHoro Teepgoro Bewecrtsa(T. nn. 135-137°C):

WK(mnHepanbHoe macrno) 3202, 3089, 3063, 3029, 1670, 1648, 1633, 1601, 1564, 1515, 1499, 1435, 1331, 1320,
1299 cm™;

'EH NMR(300MHz, DMSO0-ds) & 8.77, 8.40-8.55, 7.80-7.90, 7.65-7.75, 7.45-7.60, 7.10-7.30, 4.30-4.40,
3.00-3.50, 2.60-2.75, 2.10-2.45, 1.50-1.90;

MS(FAB) m/r 490(MH™), 489, 474, 457, 439, 299, 246, 141, 105.

Mpumep 96

[Mony4veHune
[R-(R*,S%)]-A-[2-[(3-PTOpbeH3omn)ammnHo]sTuN]-N-rugpokcun-3-(3-rugpokennponmn)-2-okco- 1-(2-hpeHnnaTm)-3-nupponu
AvHaleTamuaa

o]

FULNH OH
1
to N
o
e
25
[a]p =+13°(c 0.71, CHCI3);

WK(MmH.macro) 3233, 3085, 3064, 3026, 1662, 1586, 1547, 1497, 1484, 1319, 1299, 1271, 1225, 751, 701 cm™;
-71-

61906 C2

UA



'H NMR(300MHz, CDCl3) § 7.45-7.60, 7.05-7.45, 3.10-3.65, 2.70-2.90, 2.45-2.60, 1.15-2.25;

MS(EI) m/z 485(M*), 248, 247, 202, 178, 156, 123, 105, 104, 95, 56.

rae mineral oil - MMHepansHoe Macro

Crnegys obwum MeToauKam, M3noXeHHbIM B Mpumepax 28 - 29 unm 30 - 34, nMcnonb3ys HesHaduTesbHble
Bapvauuu, MoryT ObITb NOMyYeHbl cregytoLiue coequHeHns.
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Mpumep 97
Mony4yeHune

[S-(R*,R*)3-N3-ruppoken-N ' -metun-A 1-(1-meTunstun)-3-(2-MeTrnnponumn)-2-okco-1,3-NMpponvaMHanalLeTaMmnaa

GH,
CH,

Mpumep 98
[Mony4veHune

[S-(R*,R*)]-N '-unkrnonponun-N3-rugpokcu-A ' -(1-meTun-atun)-3-(2-MeTunnponun)-2-okco-1,3-nMpponuamHanaLeTaMmmng

V

N

CH,

\C)Y
U
o}

Mpumep 99
Mony4veHune

[S-(R*,R*)]-N 3-rugpoken-At-(1-meTunatun)-3-(2-metunnponun)-2-okco-N '-cbernn-1,3-nupponnanHanalerammaa

HO”

H
N

CHy
CHq

~g7

O:—P N
No
Y
It
0
Mpumep 100
[Mony4veHune

[S-(R*,R*)]-N '-(4-dTopdernn)-N 3-rugpokcn-A 1-(1-meTun-stun)-3-(2-MeTunnponun)-2-okco-1,3-nMpponvamHaonaLeTam

noa

Y

Mpumep 101
Mony4yenune [S-(R*,

R*)]-N3-ruppokcu-A ' -(1-meTunatin)-3-(2-metunnponun)-2-okco-N 1-(4-nupuaunnun)-1,3-nupponuanHovalerammaa

H

i

CHg

l:')\ B

0
PN
N
Y
N 1]

0

Mpumep 102
[Mony4yeHune

[S-(R*R*)]-A "tpeT-6yTun-N -yuknonponun-N 8 -rugpokeun-3-(2-MeTunnponmn)-2-okco-1,3-nnpponuavHonaleTaMnaa
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Mpumep 103
Mony4veHune

[S-(R*R*)]-A "-TpeT-6yTun-N 3-rugpokcu-3-(2-metunnnponun)-2-okco-N -cbennn-1,3-nupponmanHovanetrammaa

CH,
CH,

Mpumep 104
Mony4veHune

[S-(R*RM)]-A" -gEeT-6yTV|n-N 1-(4-pTopdpeHnr)-N 3-ruapoken-3-(2-MeTunnponun)-2-okco-1,3-NpponnanHavaLleTammaa
3

Mpumep 105
[Mony4yeHune

[S-(R*,R*)]-A "-TpeT-6yTun-N 3-ruppokcun-3-(2metunnponun)-2-okco-N '-(4-nupnanHnn)-1,3-nnpponuavHonaletaMnaa

Mpumep 106

Mony4veHune

[S-(R*,R*)]-A "-ymknorekcun-N 3-rugpoken-3-(2-meTunnponun)-2-okco-N '-cbennn-1,3-nmpponnavHanaleTammaa

CH,

i CH,
HO” g

P

i
N
N\
s
i
a

Mpumep 107
[Mony4veHune

[S-(R* R*)]-A "-umknorekcun-N 3-rugpokcn-3-(2-metunnponun)-2-okco-N ' -(4-nupnguHnn)-1,3-nupponnanHovaletammaa

H CH,
AN

1]

0

PP N
= | N‘C
Ne B

Mpumep 108
[Mony4veHune

HO

[S-(R*,R*)]-3-(unknoneHtunmetu)-N 3-rugpoken-N T-metun-A '-(1-meTunatun)-2-okco-1,3-nMpponuavHanaleTaMmnaa

Mpumep 109

[Mony4veHune
[S-(R*,R*)]-3-(unknonentunmetus)-N -yuknonponun-N3-ruppoken-A '-(1-meTunatun)-2-okco-1,3-nMpponuamHamaseTa
Muga
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Mpumep 110
[Mony4veHune
[S-(R*,R*)]-3-(umkronentunmeTnn)-N 3-ruapokcn-A 1-(1-metunatun)-2-okco-N '-cbeHun-1,3-nupponuanHamnauetamuaa

Mpumep 111

[Mony4veHune
[S-(R*,R*)]-3-(umknoneHtunmeTnn)-N '-(4-ptropdernn)-N3-rugpoken-A -(1-meTunatun)-2-okco-1,3-nupponuavHanayeT
amuga

Mpumep 112

[Mony4veHune
[S-(R*,R")]-3-(umkrnoneHTunmeTun)-N 3-ruapokeun-A -(1-metunnatun)-2-okco-N -(4-nupuamnnn)-1,3-nupponuanHanaleTa
Muga

N
Mpumep 113
MonyueHne [S-(R* R*)]-A'-TpeT-6yTun-3-(unknoneHtunmetun)-N 3-ruapoken-N '-meTnn-2-okco-1,3
nupponuavHagnaletTamMmuaa

NL
HeC™ e
0

Mpumep 114
Mony4yeHune
[S-(R* RM)]-A -TpeT-6yTUn-3-(uunknonentunmeTun)-N '-uuknonponun-N 3-ruppoken-2-okco-1,3-nupponuanHanaleTamMmus

Mpumep 115
Monydetne [S-(R* R*)]-A'-TpeT-6yTun-3-(unknoneHtunmetun)-N 3-ruapokcu-2-okco-N -cpbenun-1,3
nupponuavHgnaueTamMmuaa

Mpumep 116
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Mony4yeHune

[S-(R*, RM)]-A -TpeT-6yTUn-3-(uunknonentunmetun)-N 1-(4-dbropdenunn)-N 3-ruapokcu-2-okco-1,3-NupponuanHavaLleTam

noa

Mpumep 117
Mony4veHune

[S-(R* RM)]-A -TpeT-6yTun-3-(unknoneHtunmeTun)-N 3-ruapoken-2-okco-N 1-(4-nupuamHun)-1,3-nupponuanHanaleTamm

aa

e I N\C)K
Na 8

Mpyumep 118
[Mony4veHune

[S-[R*,R*)]-A " -yuknorekenn-3-(umknoneHTunmetun)-N 3-ruppokeun-N T-meTnn-2-okco-1,3-nupponnanHouayetamusa

Mpumep 119
[Mony4veHune

[S-(R* RM)]-A '-uuknorekeun-3-(uuknonentunmetun)-N -uuknonponun-N3-rugpoken-2-okco-1,3-nupponnauHanaleramm

Mpumep 120
[Mony4veHune

[S-(R*,R*)]-A "-umknorekcun-3-(umkroneHtunmetn)-N 3-rugpokcu-2-okco-N *-cbeHunn-1,3-nupponuanHomaletammaa

Mpumep 121
[Mony4veHune

[S-(R*,R*)]-A "-yuknorekcun-3-(unknoneHtunmetn)-N '-(4-dpropcennn)-N 2-rugpokcn-2-okco-1,3-nupponnanHavaneta

Muaa

Mpumep 122
Mony4veHune
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[S-(R*,RY)]-A T-uuknorexcun-3-(umknonentunmetun)-N 3-rugpoken-2-okco-N 1-(4-nupugnnun)-1,3-nupponnanHavaieram
uoa

H

HO’N\C/'"-

I

0}? N
/I N‘C
N 8

Mpumep 123
Mony4yeHune
[S-(R*, R*)]-N3-rugpoken-N '-meTun-A '-(1-MeTunnasTin)-2-okco-3-(3-pernnnponun)-1,3-nupponuaHomaleTammaa

Mpumep 124
Mony4yeHune
[S-(R* R®)]-N '-Luknonponun-N3-ruapoken-A -(1-meTunatun)-2-okco-3-(3-peHnnnponun)-1,3-nmpponuanHonayeTamMmus

Mpumep 125
Mony4yeHune
[S-(R*,R*)]-N 3-Tmppokeun-A 1-(1-metunatun)-2-okco-N '-cpennn-3-(3-cbeHunnponun)-1,3-nmpponnavHanaleTammaa

Mpumep 126

Mony4yeHune
[S-(R*,R*)]-N '-(4-dbTopdbennn)-N3-rugpoken-A 1-(1-meTunatnn)-2-okco-3-(3-dbeHnnnponun)-1,3-nupponuanHavaletam
noa

Mpumep 127
[Mony4veHune
[S-(R*,R*)]-N 3-rugpoken-At-(1-meTunatun)-2-okco-3-(3-pernnnponun)-N '-(4-nupuanHnn)-1,3-npponuanHaonaleTamm

Mpumep 128
MNony4yeHne
[S-(R* R*)]-A "-TpeT-6yTun-N 3-rugpokcu-N '-meTnn-2-okco-3-(3-peHnnnponun)-1,3-nupponuavHavalerammaa
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Mpumep 129
[Mony4veHune
[S-(R*,R*)]-A "-tpeT-6yTun-N '-umknonponun-N 3-rugpoken-2-okco-3-(3-dbeHnnnponun)-1,3-nupponuanHamaletamaa

Mpumep 130
[Mony4veHune
[S-(R* R*)]-A T-peT-6yTun-N 3-rugpokcu-2-okco-N ' -cheHnn-3-(3-cbeHnnnponun)-1,3-nMpponuanHAnaLeTaMmnaa

° N
N. ,H<
%
It
o
Mpumep 131

[Mony4veHune
[S-(R*,RY)]-A T-TpeT-6yTun-N 1-(4-dpropdennn)-N 3-rugpokcn-2-okco-3-(3-cheHnnnponur)-1,3-nupponuanHanaleTamuaa

H

/N\c/-._‘
PN
N ,H<
L
1]
F 0]
Mpumep 132

[Mony4veHune
[S-(R*R*)]-A "-TpeT-6yTun-N 3-rupgpokcu-2-okco-3-(3-dbenunnponun)-N '-(4-nupuanHnn)-1,3-nupponuavHonaletaMmnaa

HO
It
0]

ZT

HO” ™

0st N
Ty

X o
Mpumep 133

MNony4veHne
[S-(R* R*)]-A "-ymknorekcun-N 3-rugpokeun-N ! -meTun-2-okco-3-(3-cbeHnnnponun)-1,3-nupponuavHavaleTaMmmaa

Mpumep 134

Mony4yeHune
[S-(R* RM]-A -uuknorekcun-N '-yukrnonponun-N3-rugpokcu-2-okco-3-(3-dpeHnnnponun)-1,3-nupponuanHonaletamuaa

o)
N
N,
Ve
1]
o
Mpumep 135

Mony4veHune
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[S-(R*,R)]-A -um KﬂOFeKCMﬂ-N 3_ruapoken-2-okco-N 1-pernn-3-(3-pernnnponun)-1,3-nupponuavHovaleTammaa

0
N
N, JU
'y
1]
o]
Mpumep 136

[Mony4veHune
[S-(R*R*)]-A T-umknorekcun-N 1-(4-dpropdernn)-N 3-ruapoken-2-okco-3-(3-pernnnponun)-1,3-nupponuanHovaletTamMmus

Mpumep 137
Mony4yeHune
[S-(R*, RM]-A -umknorekeun-N 3-rugpoken-2-okco-3-(3-dpernnnponun)-N ' -(4-nupuonHn)-1,3-nupponuauHanalerammn

HO

Or-? N
N I 1l

X 0
Mpumep 138

[Mony4veHune
[S-(R*,R*)]-3-[3-(4-dbTopdeHum)nponun]-N 3-rugpoken-N '-metun-A ' -(1-MeTunsTun)-2-okco-1,3-nupponnauHonaleTamm

Mpumep 139
[Mony4veHune
[S-(R*, R*)]-N "-umknonponun-3-[3-(4-dTopdeHnmnponun]-N 3-rugpoken-A -(1-MeTunaTum)-2-okco-1,3-nMpponuanHana

uetammaa
F

H
AN
]

DNPP N
g ‘g)Y

Mpumep 140 [Mony4veHne
[S-(R*,R*)]-3-[3-(4-cbTopdbennn)nponun]-N 3-rugpokcu-A ' -(1-metunatun)-2-okco-N '-cbeHun-1,3-nupponuanHanaveramu

HO

Mpumep 141

Mony4yeHune
[S-(R* R®)]-N '-(4-cbTopdennn)-3-[3-(4-pTopdennn)-nponur]-N 3-ruapoken-A -(1-meTunatun)-2-okco-1,3-nupponunamnHa
nayetamuga
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Mpumep 142
[Mony4veHune

[S-(R*,R*)]-3-[3-(4-dbTopdeHun)nponunn]-N 3-ruapoken-A 1-(1-metunatun)-2-okco-N -(4-nupnannnn)-1,3-nupponuanHan

ayetamMmuaa

Mpumep 143
Mony4veHune
[S-(R*RM]-A" -TpeT-6¥TVIJ'I-3-[3-(4-(1DTOp(beHVIJ'I)I'IpOI'I un)-N 3-ruppoken-N '-meTnn-2-okco-1,3-nupponuanHonaletamuaa

N
Q

Mpumep 144

Mony4yeHune
[S-(R*R*)]-A "-tpeT-6yTun-N '-Lumknonponun-3-[3-(4-cropdennn)nponun]-N 3-ruapokcn-2-okco-1,3-nMpponuamHanaleT
amuga

F

Mpumep 145
[Mony4yeHune

[S-(R*,R*)]-A "-TpeT-6yTunn-3-[3-(4-dbTopcerunmnponun]-N 3-rugpokcu-2-okco-N *-cpenmnn-1,3-nupponnanHaonanetammaa
F

Mpumep 146
[Mony4veHune

[S-(R*,R*)]-A -TpeT-6yTun-N '-(4-cbTopdennn)-3-[3-(4-pTopdeHnn)nponun]-N 3-ruapoken-2-okco-1,3-nnpponuanHaounal

eTaMmmnaa

Mpumep 147
MNony4yeHne

[S-(R* R*)]-A "-TpeT-6yTun-3-[3-(4-dbTopdeHunnponun]-N 3-rugpokcu-2-okco-N -(4-nnpuamnnn)-1,3-nmpponuavHanade

Tamuga
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O+9 N
SRR
N 0

Mpumep 148
[Mony4veHune

[S-(R*,R*)]-A "-yuknorekcnn-3-[3-(4-dptopcerun)nponun]-N S-rugpokeun-N ' -meTnn-2-okco-1,3-nnpponuanHanauetTamus

a
F

H
HO/N\C/"”
1}

0]

N
HC™ >
H
0

Mpumep 149

[Mony4veHune
[S-(R* R*)]-A T-ymknorekcun-N 1-uuknonponun-3-[3-(4-dropdeHnn)nponun]-N 3-rugpokcu-2-okco-1,3-nupponuanHanave
Tamuga

Mpumep 150
Mony4yeHune
[S-(R* R*)]-A "-uukrorekcun-3-[3-(4-dotopdeHunnnponun]-N 2-rugpokcu-2-okco-N '-cbenmnn-1,3-nupponuanHaonanetammg

Mpumep 151

[Mony4veHune
[S-(R*,R*)]-A "-yuknorekcun-N 1-(4-dbTopdennn)-3-[3-(4-dpTopdennn)nponus]-N 3-ruapoken-2-okco-1,3-nnpponuavHaona
uetamupa

Mpumep 152
[Mony4veHune
[S-(R* RM)]-A T-unknorekcun-3-[3-(4-dropdeHnmnponus]-N 2-runpoken-2-okco-N '-(4-nupuanHun)-1,3-nupponuanHomal

eTaMmmnaa
F

Mpumep 153
Mony4veHune
[S-(R*,R*)]-3-[3-(6uchen-4-um)nponun]-N 3-rugpoken-N '-metun-A '-(1-meTunstun)-2-okco-1,3-nMpponavHamaLeTaMmmnaa
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H
/N\c/».__
i
OrP N
NG
HoC E’H/
0
Mpumep 154
[Mony4veHune
[S-(R*,R*)]-3-[3-(6uchpen-4-un)nponunn]-N '-umknonponun-N3-rugpoken-A ' -(1-meTunatun)-2-okco-1,3-nupponuanHamnade
Tamuga

HO

O}P N
VN\C/JW/
H
o]
Mpumep 155
Mony4veHune
[S-(R*,R*)]-3-[3-(6ucheH-4-umnponun]-N 3-rugpoken-A ' -(1-metunstun)-2-okco-N -pennn-1,3-nupponuanHonagetammun
a

H
N

HO

o N
NQ
[::r C/LT/
il
0

Mpumep 156

Mony4veHune
[S-(R*,R*)]-3-[3-(6ucbeH-4-un)nponun]-N '-(4-bTopdennn)-N 3-rugpoken-A T -(1-meTunaTnn)-2-okco-1,3-nupponuanHoma
uetamupa

o

0 N
N, ,H/
Ly
4]
E 6]
Mpumep 157
[Mony4veHune

[S-(R*,R*)]-3-[3-(BudpeH-4-un)nponun]-N 3-rupgpoken-A -(1-meTunatun)-2-okco-N ' -(4-nupuanHun)-1,3-nnpponuanHaoual
eTamuga

Mpumep 158
[Mony4yeHune
[S-(R*,R*)]-3-[3-(6BucbeH-4-un)nponun]-A '-tpeT-6yTun-N 3-rugpokcn-N ' -meTnn-2-okco-1,3-nupponuanHavaleTammaa

iy
/N\
HsC ﬁ’*
0

Mpumep 159

[Mony4veHune
[S-(R*,R*)]-3-[3-(6ncbeH-4-un)nponun]-A '-tpeT-6yTun-N '-umknonponun-N 3-rugpokeu-2-okco-1,3-nupponuanHanaletam
naoa
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Mpumep 160

[Mony4veHune
[S-(R*,R*)]-3-[3-(BudpeH-4-unmnponun]-A '-tpeT-6yTun-N 3-rugpokcun-2-okco-N '-chenunn-1,3-nupponnanHanaleTammaa

Mpumep 161

Mony4veHune
[S-(R*,R*)]-3-[3-(6ucheH-4-un)nponun]-A -TpeT-6yTun-N 1-(4-dpTopdenmnn)-N 3-ruppokeu-2-okco-1,3-nupponuanHovaseT
amuga

Mpumep 162

Mony4veHune
[S-(R*,R*)]-3-[3-(6ucbeH-4-un)nponunn]-A '-tpeT-6yTun-N 3-rugpokcn-2-okco-N '-(4-nupuanHnn)-1,3-nmpponuanHanaleTa
Muga

Mpumep 163
[Mony4veHune
[S-(R*,R™)]-3-[3-(6ucbeH-4-un)nponun]-A -uukrnorekcun-N 2 -rugpokeun-N ! -meTnn-2-okco-1,3-nupponuarHavaletamuaa

Mpumep 164

Mony4yeHune
[S-(R*,R*)]-3-[3-(6uchen-4-um)nponun]-A -uuknorekeun-N '-uuknonponun-N 3-rugpokcu-2-okco-1,3-nnpponnavHanaleTa
Muga

Mpumep 165
[Mony4veHune
[S-(R*,R*)]-3-[3-(6ucheH-4-un)nponun]-A '-unknorekenn-N 2-rmapoken-2-okco-N '-cbennn-1,3-nnpponnanHonayetamusa
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[S-(R*,R*)]-3-[3-(BudpeH-4-umnponun]-A T-uuknorekcun-N ' -(4-dpropdennn)-N3-rugpoken-2-okco-1,3-nMpponuavHanaLe

Mpumep 166
[Mony4veHune

Tamuga

[S-(R*,R*)]-3-[3-(6nchen-4-um)nponun]-A -Luuknorekcun-N 3-ruppoken-2-okco-N -(4-nupuomnun)-1,3-nupponuanHananet

Mpumep 167
Mony4yeHune

amuga

“
Na 8

R*)]-3-[3-(4"-cpTopBudeH-4-umnponun]-N 3-rugpokeu-N 1-metun-A 1-(1-metunatun)-2-okco-1,3-nMpponuavHanaleTamng

Mpumep 168
Mony4yenue [S-(R*,

Mpumep 169
Mony4yeHune
[S-(R*,R*)]-3-[3-(4'-cbTopburdbeH-4-un)nponus]-N *-umknonponun-N3-rugpoken-A '-(1-meTunatnm)-2-okco-1,3-nnpponuan

HOvaueTamuaa

HO

[S-(R*,R*)]-3-[3-(4"-pTopbudeH-4-unnponun]-N 3-rugpoken-A ' -(1-meTunatnm)-2-okco-N ' -pennn-1,3-nupponuanHanad,

e

55 )
\r‘g)Y

Mpumep 170
[Mony4veHune

eTaMmmnaa

Mpumep 171
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Mony4yeHune
[S-(R*,R*)]-3-[3-(4"-pTopbudpeH-4-unm)nponun]-N ' -(4-propdeHnn)-N3-rupgpoken-A '-(1-meTunatun)-2-okco-1,3-nupponu
AvHanaueTamuga

OrP N
N\
gy
"
F o}
Mpumep 172
Mony4veHune

[S-(R*,R*)]-3-[3-(4'-dbTopbudpeH-4-un)nponus]-N 3-rugpokcun-A 1-(1-metnnatun)-2-okco-N ' -(4-nupuamHnn)-1,3-nmpponva
nHguavletamuaa

Mpumep 173
MNony4yeHne
[S-(R* R*)]-A "-TpeT-6yTun-3-[3-(4'-cpTop6udeH-4-unnponun]-N 3-rugpokeu-N ! -meTun-2-okco-1,3-nupponuanHavaveta

Muaga

Mpumep 174

[Mony4yeHune
[S-(R* RM)]-A T-TpeT-6yTun-N "-ynknonponun-3-[3-(4'-dTop6udeH-4-unnponns]-N 3-rugpokcn-2-okco-1,3-nupponnamnHa
nauetamnga

ON'.P N
VK

Mpumep 175

MNony4veHne
[S-(R* R*)]-A "-TpeT6yTun-3-[3-(4'-dpTopbudeH-4-un)nponun]-N 2-rugpokcn-2-okco-N '-pernn-1,3-nupponuanHanaleTa
Muga

Mpumep 176

[Mony4veHune
[S-(R*,R*)]-A "-TpeT-6yTunn-3-[3-(4'-cpTopbudeH-4-unnponun]-N ' -(4-dropdernn)-N3-rnapoken-2-okco-1,3-nMpponuamnH
Avauetamuaa
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Mpumep 177

[Mony4veHune
[S-(R* R*)]-A "-TpeT-6yTun-3-[3-(4'-cpTop6udeH-4-unnponun]-N 3-rugpokeun-2-okco-N ' -(4-nupuanHmnn)-1,3-nnpponvamH
Avauetamuaa

Mpumep 178

[Mony4veHune
[S-(R* R*)]-A '-umnknorekcun-3-[3-(4'-cpTopbudpen-4-nm)nponun]-N 3-rugpokcu-N '-metun-2-okco-1,3-nupponuanHanaet
amuga

1l )
oFP N
H,c’N‘c’H\/j
8
MPUMEP 179
Mony4yeHune

[S-(R* R*)]-A "-umkrorekcun-N '-Lyukronponun-3-[3-(4'-cbTopbuden-4-unnponun]-N 3-ruapokcu-2-okco-1,3-n1pponmanH
Avauetamuaa

H
N .
HO G

° N
N, )\O
N
It
0
Mpumep 180
[Mony4veHune

[S-(R*,R*)]-A "-yuknorekcun-3-[3-(4'-cbTop6udeH-4-unnponunn]-N 3-rugpokcun-2-okco-N ' -bernn-1,3-nmpponuanHanaueT
amuga

HO

<SERe

Mpumep 181

Mony4veHune
[S-(R*R*)]-A "-umknorekcun-3-[3-(4'-cpTop6uden-4-unnponun]-N 1-(4-dbropdenmnn)-N 3-rugpoken-2-okco-1,3-nmpponuam
HOvaueTamuaa

-85-

61906 C2

UA



v N

30619

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

Mpumep 182

[Mony4veHune
[S-(R*, R*)]-A -unknorekcun-3-[3-(4'-cbTopbudpen-4-unynponnn]-N 3-rugpokcn-2-okco-N ' -(4-nupnguHun)-1,3-nupponuan
HOvaueTamuaa

Mpumep 183
MonyyeHue [S-(R*,R*)]-3-rentun-N3-rugpoken-N -metun-A 1-(1-meTunstun)-2-okco-1,3-nupponuanHovaleTammaa

AN
HG™ G
o}

Mpumep 184
Mony4veHune

[S-(R*, R®]-N '-Luknonponun-3-rentun-N 3-rugpoken-A ' -(1-MeTunsTun)-2-okco-1,3-nupponnauHanalerammaa
H

/N\‘cl;/'n._

ON'? N
VY

Mpumep 185
Monyuerne [S-(R*,R*)]-3-rentun-N3-ruapoken-A'-(1-metunatun)2-okco-N -dernn-1,3-nnpponuanHaonauetamnaa
H

HO

Mpumep 186
[Mony4veHune
[S-(Ffi_l*,R*)]-S-renTmn-N 1-(4-cpTopbeHnn)-N3-rugpokcun-A 1-(1-meTunatun)-2-okco-1,3-nMpponnanHanaleTammaa

N
HO™ \Icf,

OI-P N
N\ )Y
L
1]
F e}
Mpumep 187

[Mony4veHune
[S-(R*,R*)]-3-rentun-N°-rugpokeu-A ' -(1-MeTunatun-2-okco-N ' -(4-nupuanHnr)-1,3-nupponnavHoualerammaa

H
HO/N\Cfg/\A

f

o}
PN
N

Y
X 0

Mpumep 188
Monyuerne [S-(R* R*)]-A'-tpeT-6yTun-3-rentun-N 3-rugpoken-N -metnn-2-okco-1,3-nupponuanHavaletammaa

P
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Mpumep 189

[Mony4veHune
[S-(R*,R*)]-A "-tpeT-6yTun-N '-unknonponun-3-rentun-N 3-rugpokcun-2-okco-1,3-nupponnanHanalLeTammaa

N
o

P
v
NMPUMEP 190
MonyyeHue [S-(R*,R*)]-A1-TpeT-6yTUn-3-rentun-N 3-runpoken-2-okco-N ' -pennn-1,3-nupponuanHanaleTaMmnaa

&

O

N
Sh
MPUMEP 191

[Mony4veHune
[S- (R* R*)]-A "-tpeT-6yTun-N '-(4-cbTopdennn)-3-rentun-N 3-ruppoken-2-okco-1,3-nnpponuanHanaleTamuaa

N
v~ \E/K\/\
Q
N

NMPUMEP 192
[Mony4yeHune
[S- (R* R*)]-A '-TpeT-6yTun-3-rentun-N 3-rugpoken-2-okco-N '-(4-nupnannnn)-1,3-nupponuanHonaletamuaa

Mpumep 193
|_|OJ'Iy‘-IEHVIe [S-(R* R*)]-A'-uukrnorekcun-3-rentun-N 3-rugpoken-N -metnn-2-okco-1,3-nupponuanHavaleramuaa

Mpumep 194
Mony4yeHune
[S- (R* R*)]-A '-yuknorekenn-N 1-uuknonponun-3-rentun-N 3-rupnpokeun-2-okco-1,3-nupponvavHamaleTaMmnaa

o /EN\
I'Ipmmep 195
Monyuerne [S-(R* R*)]-AT-yuknorekcun-3-rentun-N 3-rugpoken-2-okco-N 1-dpeHun-1,3-nupponuanHavanetramuna
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J@F

HO

H
N\Cfgw\
I
Q

N

IO

Mpumep 196
[Mony4veHune

[S- (R* R*)]-A "-ymknorekcun-3-rentun-N 1-(4-dbropdennn)-N 3-rugpoken-2-okco-1,3-nnpponvanHonaleTaMmuaa

Mpumep 197
[Mony4veHune

[S-(R* RM]-A '-umknorekcun-3-rentun-N 3-rugpokcu-2-okco-N '-(4-nupugmnumn)-1,3-nupponnanHavaletamuaa

dopmyrna BMHaxony

1. Mpon3BogHble MAPOKCaMOBOW KUCHOTbI chopmynebl |

(1
y R, R, 0]
N\ Y
Il \
N’x

/l\

Unn ero papmaueBTUYECKA NpUEMNEMbIE CONN, rae
X npencraenseT cobow
a) «(CHy)~,

b) -NRs- nnu

¢) -C(=0)-;

Y npeacraenseT cobow
a) -(CHy)- nnu

b) -NRg;

npw ycrnosuu, 4to ecnu X aengetcd -NRg, To Y asnaetca
«(CH2)-;

R4 npencraensaet cobon
a)H,

b) C4_op-ankun,

c) -(CH»);-apun,

d) -(CH,)-O-Rs,

e) -(CHy);-Het,

f) -(CH2)i-CO2Rs;

g) -(CH2)i-C(=O)NHR5,
h) -(CH2)i-NRgRy7,

i) (CH2)-SO2-apun,

J) «(CHy);- unknoankun unu
K) -(CH2)-apun-apun;
R, npencrasnsieTt cobon
a)H,

b) C4_ogp-ankun,

©) (CHy)Ra,

d) «(CH)-ORs,

e) -CH20R5=CR5R5,

f) -NHRs,

g) -(CH2)-NRgRy7,

h) -NHSO,Rs,

i) -(CH,);-C(=0)NR¢Ry7,

-~
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j) (CH2)-NR5C(=O)Rs,

k) -(CHz)j-NRrE)SOzRE) mnn

) (CH2)-N(CO2Re)2;

R3 npencraenset cobon

a)H,

b) C4_g-ankun,

¢) -(CHy);-apun,

d) -(CHy);-Het,

&) -(CH2);-C3_g-yukrioankun unu

f) -C(=O)NHRs;

R, npencraenseT cobon

a)H,

b) -C(=O)NHRs,

c) -C(=O)NRgR7,

d) -C(=O)NH(CH,)}NRgR7,

e) -C(=O)NH(CH,)-apun,

) -C(=0)NH(CHy)-O-(CH2)kNRsR7,
g) -C(=0)NH(CHy)-8-(CH2)NR¢R7,
h) -C(=O)NH(CH5)¢x-NHSO,-apun,
i) -C(=O)NH(CH>),-NHSO,-NRgR7 nnun
) ;

-—-NH-CN-—-—Rs

Rs npencrasnset cobon
a)H,

b) C4_g-ankun,

¢) -(CHy);-apun,

d) -(CHy);-apun-apun,

e) «(CHp)-apun-(CHy);-apun,
f) -(CHp);-Het unn

9) -(CHp);-umkrnoankun;

Re n R7 MOTyT ABNATHECA OAMHAKOBbLIMU U Pa3fmTMYHbIMA

a)H,

b) C4_g-ankun,
c) -(CHp);-apun,
d) Q vnun

e) Rg n R7, B3ATble BMecTe co CBA3ylLWUM atoMoM N, obpasyloT aseTuauHWM, NUPPONUAUHAM, NUNepasuHWum,
MUNEPUOUHNM UAKU MOPEOSIMHUI, HeOBA3aTENBHO 3aMELLEHHbIE OOHUM WUMKN HECKOMBbKUMU C4_4-ankunamu,

Rg npencraenset cobow

a) -S-Rg,

b) -SO-Rs,

¢) -SO»-Rs,

d) -S~(CHy);-Het,

e) -NHCO,Rs,

f) nunepnguHun,

9) ,

Q (Rgla

- N

h) ,
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m)
e«
n)
(o]
—N_ (Ro)n
so,

Ry npencrasnsiet cobon
a) rarioreH,

b) -C4_g-ankun,

c) -ORs,

d) -NRsRs,

e) -CONHRs,

f) -SO,NHRsg,

g) -NHSO,Rs,

h) -NO»,

i) -COsRg mnu

j) -CF3;

R1o npencraBnsaet cobol
a)H,

b) OH,

c) ORs,

d) NHRg nnun

e) -(CH2);-ORs;

apun aBnaeTcqd CbEHVIJ'IOM, HeobsA3aTensHo 3aMelleHHbIM OOHUM UM HECKONBKUMIK crieqyrwnMn pagukanamMy:

a) rarioreH,

b) C4_4p-ankun,
c) -ORsg,

d) -NRgRs,

e) -CONHRg,
f) -SO,NHRsg,
g) -NHSO,Rs,
h) -NO»,

i) -COoRg nnmn
j) -CF3;

Het npeacraenset cobon

5- UnNKn 6-4neHHbIn reTepoapoMaTUHECKMIA pagukan, coaepaliui OAWH WM HECKONbKO aTOMOB, BblOpaHHbIX U3
rpynnel, coctosiwen na N, O unn S;

Q npegcTasnaet cobon

HaCbIWEHHbIN 5- UN 6-4YneHHbIR reTepoLMKNUYecKUli pagukan, cogepxawun 1-2 atoma, BbIGPaHHbIX U3 rpynnbl,
cocTosiwen a3 N, O nnn S;

i paBHo 1, 2, 3, 4, 5 unu 6;
jpaBHo 0, 1, 2, 3 unu 4;
k paBHO 2, 3 unu 4;
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n pasHo 0, 1, 2, 3 unn 4;

kaxapln Cq_g-ankun, Cy_qg-ankun mnu Cyop-ankun B NoboM U3 ykasaHHbIX Bbllle onpeneneHWn MoxeT ObiTb
He3aBUCHMO 3aMelleH OT OAHOro OO TpexX rarnoreHamu, rMapoKcM WINU UWaHo; M Npu ycroBuM, 4To korga Ry
npeactaenseT coboi meTundyTun, R, ABnseTca oTNMYHbIM oT H.

2. CoeaunHeHne copMynbl | no n. 1, KoTopoe npepcraBnsieT coboli ONTUYECKM YUCTbIA IHAHTUOMEP, UMEIOLLNI
cTpykTypy Il

W b2 R
N
Ho”” \ﬁ Y\
X
O 4 N7

3. CoeamHeHne dopMynbl | no n. 1, koTopoe NpeacTaBnseT coboi ONTUYECKU YUCTbIA SHAHTUOMEP, UMEtoLLUiA

ctpyktypy Il
, L

4. CoennHeHne copMynbl | no n. 1, KoTopoe npenctaBnsieT coboli ONTUYECKM YUCTbIA 3HAHTUOMEP, UMEIOLLMIA
CcTpykTypy IV:

5. CoeguHeHne dpopmynbl | no n. 1, koTopoe npeacTaBnaeT cobON ONTUYECKN YUCTbIN SHAHTMOMEP, MMEIOLLNIA
CTPyKTYpY V:

6. CoeguHeHune cpopmynbl | no n. 1, koTopoe npeacTaBnaeT cobol ONTUYECKN YUCTBIA 3HAHTMOMEP, UMEILLUIA
cTpykTypy VI:

R , VI
P
HO/ \C Y
il \
(o] o N,X
R, Rs

7. CoeguHeHve copmynbl | no n. 1, koTopoe npencTaBnsieT cobOW ONTUYECKM YMCTBIN SHAHTUOMEP, UMEIOLLMI
cTpykTypy VII:
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, VI

8. CoeguHeHue no n. 1, rae R4 npegcraenset cobor 2-mMmeTunnponun unu 3-metunbytun.

9. CoefnunHeHne no n. 1, roe Ro BbIGMpaloT n3 rpynnbl, BKMovatoLL el H, MeTun,
2-(1,3-gurngpo-1,3-guokco-2H-n3omHgon-2-unm)atun, 2-(1,3-gurngpo-1,3-anokco-2H-HapTon3onHA0N-2-UN)3Tus,
2-(4,5,6,7-teTpadpTop-1,3-gurngpo-1,3-anokco-2H-n3onHaon-2-nn)stun,
2-(5,6-gnxnop-1,3-gurnapo-1,3-anokco-2H-n3omHgon-2-un)atun,
2-(5-amnHo-1,3-gurungpo-1,3-anokco-2H-n3onH[oN-2-1nn)aTun,
2-(4-HuTpo-1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-nn)atun,
2-(5-HuTpo-1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-nn)atun,
2-(4-ptop-1,3-aurngpo-1,3-anokco-2H-n3omHgon-2-mn)stun,
2-(4,7-gndptop-1,3-anrngpo-1,3-guokco-2H-n3onHaon-2-un)atun,
2-(5-cptop-1,3-anrngpo-1,3-guokco-2H-n3onHgon-2-nn)atun, 2-(1,3-gurnapo-1,3-anokco-2H-n3onHaon-2-un)nponusn,
2-(1,3-gurngpo-1,3-guokco-2H-n3onHgon-2-unymeTusn, 2-(2-TMeHnnTmo)nponun n 2-(2-TUeHMNTUo)MeTU.

10. CoeguHeHre no n. 1, rge Ry BbIGMpaoT M3 rpynnel, Bkovaowen H, 2-MeTunnponun, LUKIorekcunmMeTun,
OeH3Mn 1 peHnn.

11. CoegunHeHune no n. 1, roe R4 npeacraenseT cobon H nnn ayetammg,.

12. CoeauHeHue no n. 1, rae ykasaHHoe coeaunHeHne opMynbl | npegcrasnaeT cobon:

1a) N-'vapokcun-3-(2-meTunnponun)-2-okco-1-(2-peHnnatun)-3-nupponuanHauletTamug,

1b) (3S)-N-I'mgpokcn-3-(2-metunnponun)-2-okco-1-(2-peHnnaTun)-3-nupponuanHalerammg,

1¢) N-I'mgpokeu-= -meTun-3-(2-meTmnnponun)-2-okco-1-(2-beHnnatun)-3-nupponuauHavetTammg,

1d) oL
-[2-(1,3-Onrngpo-1,3-grokco-2H-n3onHgon-2-un)atunl-N-rugpokcn-3-(2-meTunnponun)-2-okco-1-(2-oeHnnatnn)-3-nup
ponvavHaleTaMmug,

1e)

(38)-"* -[2-(1,3-Aurnapo-1,3-anokco-2H-nsomHaon-2-un)atnnl-N-rugpokcu-3-(2-MeTUnnponun)-2-okco-1-(2-peHnnaTim)
-3-nupponuanHaleTamug,

1f) o
-[2-(1,3-Onrngpo-1,3-grokco-2H-HadTonsonHaon-2-nn)atunl-N-rugpoken-3-(2-metTunnponunn)-2-okco-1-(2-beHnnatunn)-
3-nupponuavHaueTammg,

19)

N-Iuapokeun-3-(2-meTunnponun)-2-okco-1-(2-beHunatun)- * -[2-(4,5,6,7-TeTpadTop-1,3-aurmapo-1,3-anokco-2H-n3ounH
[on-2-un)atun]-3-nupponvanHauetTamug,

1h) o
-[2-(5,6-Ounxnop-1,3-anrngpo-1,3-guokco-2H-naonHgon-2-un)atunl-N-rugpokcun-3-(2-meTunnponun)-2-okco-1-(2-cbeHnn
aTun)-3-nupponuanHaleTammng,

1i) o
-[2-(5-AmunHO-1,3-gurngpo-1,3-gnokco-2H-n3onHgon-2-un)atunl-N-rugpokcun-3-(2-meTunnponmn)-2-okco-1-(2-cheHnnatm
n)-3-nupponuanHagetammng,

1))

N-Iugpokeun-3-(2-metunnponun)- * -[2-(4-Hutpo-1,3-aurnapo-1,3-anokco-2H-n3onHaon-2-un)atunl-2-okco-1-(2-dbeHnna
TMN)-3-NupponuanHaleTammng,

1K)

N-Tuapokeun-3-(2-meTunnponun)- * -[2-(5-HuTpo-1,3-aurnapo-1,3-aAnokco-2H-n3onHaon-2-un)atun]-2-okco-1-(2-dbeHnna
TMN)-3-NnupponuanHaleTammng,

11) o
-[2-(4-®TOP-1,3-gurngpo-1,3-anokco-2H-n3onHgon-2-un)atun]-N-rugpokcn-3-(2-metunnponun)-2-okco-1-(2-peHnnatun
)-3-nupponvanHaueTamug,

1m) .
-[2-(4,7-OnbTop-1,3-gurnapo-1,3-guokco-2H-nsonngon-2-un)atun]-N-rugpoken-3-(2-meTmnnponun)-2-okco-1-(2-coeHunn
3aTuN)-3-NnupponuanHaleTammng,

1n) o
-[2-(5-®TOP-1,3-gurngpo-1,3-anokco-2H-n3onHaon-2-nn)atun]-N-rugpokcn-3-(2-metTunnponus)-2-okco-1-(2-peHnnatun
)-3-nupponuavHaleTamua,

10) .
-[2-(1,3-Ourngpo-1,3-gnokco-2H-nsonHgon-2-un)nponun]-N-rugpokcun-3-(2-meTunnponun)-2-okco-1-(2-peHnnatmn)-3-n
npponuanHaleTammg,

1p) B

-[2-(1,3-Onrngpo-1,3-gnokco-2H-n3onHgon-2-nn)meTtun]-N-rugpoken-3-(2-metunnponun)-2-okco-1-(2-peHnnatun)-3-nm
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ppornvanHaueTamua,
1q) N-I'mgpokcun-3-(2-meTunnponun)-2-okco-1-(2-peHnnatmn)-= -[2-(2-TueHnnTno)aTun]-3-nupponuanHaletammg,
1r) N-I'mgpoken-3-(2-meTunnponun)-2-okco-1-(2-pennnatun)-= -[2-(2-TneHnnTrno)nponunl-3-nupponuanHageramug,
1s) N-I'mgpokcu-3-(2-metunnponun)-2-okco-1-(2-cheHnnatun)-= _[2-(2-TneHuntuo)metunn]-3-nupponmanHayetamma,
1t) N3-Fuapoken-N '-meTun-3-(2-meTunnponus)-2-okco-1,3-nnpponuanHonaLeTamMus,
1u) N3-ruppokeun-N '-meTun-3-(2-metunnponun)-2-okco- ¢ '-(peHnnmern)-1,3-nupponvaHovaleTamma,
1v) N-T'mgpokcn-3-(2-metunnponun)-2-okco-1-(peHnnmeTn)-3-nupponmanHayetamma,

Tw) o -
[2-(1,3-Ourngpo-1,3-anokco-2H-nsonHgon-2-nn)atun]-N-rugpokcu-3-(2-meTmunnponun)-2-okco-1-(dpeHnnmeTun)-3-nupp
onuavHaueTamug,

1x)

N-Tuapokeun-3-(2-meTunnponun)-2-okco-1-(dbernnmetun)- = -[2-(4,5,6,7-TeTpadTop-1,3-Anrnapo-1,3-anokco-2H-13ouH
aon-2-un)atun]-3-nupponvanHauetTamug,

1y)
1-(3-cbTopdpeHunn)metnn)- * -[2-(1,3-aurnapo-1,3-auokco-2H-nsonHgon-2-un)atun]-N-ruapokeun-3-(2-meTnnnponun)-2-ok
co-3-nupponuavHaleTaMmug,

12) a® -[2-(1,3-aurngpo-1,3-gnokco-2H-n3onHgon-2-un)atunl-N 3-FVIJJ,pOKCVI-N1
-mMeTun-3-(2-metunnponun)-2-okco-1,3-nupponvanHagnavetramug,
2a)

N3-F|/|qp0KCV|-N 1 -MeTUN-3-(2-MeTUINPONu)-2-0KCo- a? -[2-(4,5,6,7-TeTpadTop-1,3-Anrngpo-1,3-guokco-2H-n3onHgon-2

-un)atun]-1,3-nupponnanHonagetTamung,
2b) [S(R*,R*)]-N3-ruapokcu-N '-metnn-3-(2-metunnponun)-2-okco- ! -(beHnnmeTun)-1,3-nMpponiaomHananeTamna,
2b")

[S,S-(R*R®)]- & -[2-(1,3-aurnapo-1,3-anokco-2H-nsonHaon-2-un)atun]-N 3-rugpoken-N -metun-3-(2-metunnnponun)-2-o

kco- & -(cbeHnnmeTnn)-1,3-nupponnanHaonaleTamma,
2¢)

[S,R-(R*R*]- ¢* -[2-(1,3-anruapo-1,3-amokco-2H-naonnaon-2-un)stun]-N 3-rugpoken-N ! -metun-3-(2-meTunnponun)-2-o

Kco- ¢! -(chbeHnnmeTun)-1,3-nupponuanHananeTamug,
2d)

[S-(R*,R*)]-N 3-Tmppokeu-N '-meTnn-3-(2-meTunnponun)-2-okco- «' -(cbeHnnmetnn)-1,3-nupponuanHoualeTamng,
2e)

[S-(R*, R*)]-N 8-Tunpokeu-3-(2-meTunnponun)-2-okco-N '-(2-cbeHatun)-«' -(dbernnmetnn)-1,3-nupponnanHanaleTamma,
2f) [S-(R* R*)]-N3-Mnapokeu-N T-metun- 41 ,3-6nc-(2-meTun-nponunn)-2-okco-1,3-nMpponuanHAnaLeTamMmna,

29)

[S-(R*R*)]-¢" -(Uukrorekcunmetun)-N 3-ruapoken-N -meTun-3-(2-meTunnponus)-2-okco-1,3-nnpponuanHanaLeTamus,
2h) [S-(R*,R*)]-N3-Tnapokeu-N -meTun-3-(3-MeTunByTnn)-2-okco- ¢! -(cbeHnnmeTun)-1,3-nMpponnavHanaleTamus,
2i) N-I'mgpoken-3-(2-meTunnponun)-2,5-anokco-1-(2-beHnnaTnn)-3-nupponugnHauetTammng,
2j) N-Tmgpokcn-3-metun-4-(2-metunnponun)-2,5-auokco-1-(2-peHnnatun)-4-nmuagasonuanHagetammng,
2K) N-I'mppokcu-4-(2-metunnponun)-2,5-gnokco-1-(2-peHnnatun)-4-nmmaasonvamHagetramug,

2l) N-I'mgpokcun-4-(2-metunnponun)-5-okco-1-(2-heHnnatmn)-4-nupasonmanHayetTaMmmamoHorngpoxnopua,
2m)

[S-(R*,R*)]-N 3-Tnapokem-3-(2-metunnponun)-2-okco-N '-(2-cheHnn)- ¢! -(bernnmeTun)-1,3-nupponnavHanaletamus,
2n)

[S-(R*, RM)]-N 3-Tuppokcu-3-(2-meTunnponun)-2-okco- ¢ -(dpernnmetun)-N ' -(2-nupnauHunmeTun)-1,3-nupponuanHanat,

eTamug,
20)

[S-(R*,R*)]-N 3-Mmpapokcu-3-(2-meTunnponun)-2-okco- «' -(dpernnmetun)-N 1-(4-nupnannnn)-1,3-nupponuavHavaseramu

a,
2p)

[S-(R*,R*)]-N '-(®TopcheHnr)-N3-rmapoken-3-(2-MeTunnponun)-2-okco- ¢' -(dheHnnMeTnn)-1,3-n1pponaHanaLeTamua,
29)

[S-(R*, RM)]-N 3-Tugpokcun-3-(2-meTunnponum)-2-okco- ¢ -(dpernnmetun)-N ' -[1-(pernnmeTnn)-4-nunepuamnnni-1,3-nup

ponuavHanaueTamug,
2r)

[S-(R*,R*)]-N 3-Imapokcu-3-(2-meTunnponun)-2-okco- «' -(dpernnmetun)-N -(4-nunepnamHun)-1,3-nupponuanHanaverta

Muna,

2s) [S-(R* R*)]-N3-Tuapokcu-3-(2-MeTUAnponumn)-2-oKco- ¢! -(cpenmnmeTnn)-N'-(4-nupnannunmeTun)
-1,3-nupponvanHgnavetTammng,
2t)
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[S-(R*,R*)]-N '-(4-cbTopcennnmeTnn)-N -ruapoken-3-(2-MeTunnponun)-2-okco- ¢' -(cpeHnnmeTnn)-1,3-nMpponnanHana

uetamug,

2u)

[S-(R*,R*)]-N -T'mppoken-N '-meTnn-3-(2-meTunnponun)-2-okco- ¢' -(2-cbeHnnaTtun)-1,3-nupponuanHomaleTamun,
2v)

[S-(R*,R*)]-N 8-Tuppokeu-3-(2-meTunnponun)-2-okco- * 1-(2-heHunatun)-N ' -(pernnmeTtnn)-1,3-nupponmanHonareram

va,

2w) [S-(R* R*)]-N3-Tugpokcu- ¢! ,3-6uc-(2-metunnponun)-2-okco-N -2-nupuannun-1,3-nupponuamHamanetamug,

2X) [S-(R*,R*)]- ¢! -Lnknorekcun-N 3-rupgpoken-N ' -meTun-3-(2-meTunnponiun)-2-okco-1,3-nupponuanHavaletamus,

2y)

[S-(R*R¥)]-«" -Liuknorekenn-N 3-ruapoken-3-(2-metunnponun)-2-okco-N 1-2-nupuanHun-1,3-nupponuavHananetamng,
3a)

[S-(R*,R")]-3-(Lnknonextunmetun)-N 3-ruapoken-N -metun-2-okco- o' -(cpernnmeTnn)-1,3-nupponnanHanagetammg,
3b)

[3S-[1(R*),3R*(R")]]- & -[2-(BeHaonnamuHo)atun]-N3-ruapoken-N -meTun-3-(2-metunnponun)-2-okco- «' -(cbeHunmeTn

)-1,3-nupponuavHovauetTamua,
3c)

[S-(R*, RM)]-N 8-Tuppokeun-3-(2-metunnponus)-N 1-[2-(4-MopdonnHnn)aTum]-2-okco- ¢! -(dpeHnnMeTun)-1,3-MMpponuamHa

nauetamug,

3d)
[S-(R*,R™)]-N-I'mgpoken-3-(2-metnnnponun)-1-[2-(4-mopdponmHun)-2-okco-1-(peHnnmeTnn)aTnnl-2-okco-3-nMpporivanH
aueTtamug,

3e)

(1(19)-[1[R*(R®],3™ ,5™ 1]-1-[2-(3,5-AumeTnn-1-nunepasnHnn)-2-okco-1-(beHnnmetun)atnn]-N-rugpoken-3-(2-metTunnp

onun)-2-okco-3-NnupponuanHauetamug,

3)

[S-(R*, RM)]-N 3-Tuppokcu-3-(2-meTunnponum)-2-okco- ¢ -(dpernnmetun)-N ' -2-nupuanHun-1,3-nupponuomHamaneTammg,
39)

[3S-[1(R*),3R*(R»]]- «* -[2-(1,3-Ournapo-1,3-amokco-2H-naonHaon-2-un)atun]-N 3-ruapokcn-N '-metnn-3-(2-metunnpon

nI)-2-0KCco- ¢! -(cheHnnmeTun)-1,3-nupponuanHgnaleramug,

3h)

[S-(R*,R*)]-«" -Liuknorekenn-N ! -umknonponunmeTun-N 3-ruapokcu-3-(2-meTunnponun)-2-okco-1,3-nMpponuanHAnaLeTa

MuA,
3i)

[S-(R*,R*)]- ¢" -Lnknorekcun-N 1-(4-cpropdrernn)-N 3-rugpokcu-3-(2-meTunnponus)-2-okco-1,3-nMpponnanHanauetamus
3)) [(S-(R*R»)]-«! -TpeT-ByTun-N2-rugpokcun-N '-meTnn-3-(2-meTunnponus)-2-okco-1,3-nupponuanHanaletTamu,
3Kk)

N-Inapokeu-3-(2-meTunnponun)-2-okco-1-(2-dbernnatun)- ™ -[2-(5-nponunoken-1,3-gurnapo-1,3-anokco-2H-nsonHpon-

2-un)aTun]-3-nupponuanHauetramug,

3l
[R-(R*,S*)]-5-®T1op-1,3-anrnapo-N-ruapokeu- * -[3-(2-MeTunnponun)-2-okco-1-(2-peHnnatun)-3-nnpponnanHun]-1,3-am
oKkco-2H-nsonHgon-2-6ytaHamug,

3m) o
-[2-(5,6-OndbTop-1,3-gurngpo-1,3-guokco-2H-nsonngon-2-un)atun]-N-rugpokcn-3-(2-metmnnponun)-2-okco-1-(2-coeHunn
aTuN)-3-nupponuanHaleTammng,

3n)

N-Inapokeu-3-(2-meTunnponun)-2-okco-1-(2-dbernnatun)- ™ -[2-(5-TpudbTopmeTnn-1,3-aurnapo-1,3-auokco-2H-n3onHa

on-2-nn)atunl-3-nupponuanHagerammng,

30) o
-[2-(1,3,4,5,6,7-ekcarngpo-1,3-gnokco-2H-n3onHgon-2-un)atunl-N-rugpokcmn-3-(2-MeTunnponun)-2-okco-1-(2-cpeHnnaT
un)-3-nupponuagnHayeTamumg,

3p) o
-[2-(1,3-Ourngpo-1,3-grokco-2H-n3onHgon-2-un)atunl-N-rugpokcn-3-(2-metunnponun)-2-okco-1-(3-oeHnnnponun)-3-n
npponuanHaleTammg,

3q)
1-[2-(4-PTopdennn)atun]- * -[2-(1,3-aurnapo-1,3-aunokco-2H-nsonHgon-2-un)atun]-N-rugpokcun-3-(2-meTnnnponun)-2-o
kco-3-nupponuavHaleTaMmug,

3r) o -[2-(0-BeH30MHbIN
cynspummua)atun]-N-rugpokeun-3-(2-MmeTnnnponun)-2-okco-1-(2-beHnnatun)-3-nupponvagnHaletamug,

3s)

-94-

61906 C2

UA



v N

30619

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

StundeHnnmeTnn-[4-(rmopokcmammnHo)-3-[3-(2-metmnnponun)-2-okco-1-(2-peHnnatun)-3-nnpponuanHu]-4-okcobyTun
] umupoankap6oHar,

3t)
[S-(R*,R")]-1,3-Aurnapo-N-rugpoken- * -[3-(2-meTun-nponun)-2-okco-1-(2-peHnnatinn)-3-nnpponuanHun]-1,3-anokco-2
H-nsonHgon-2-6ytaHamug,

3u)
1,3-Aurnapo-N-ruapokeu- * -[3-(2-meTunnponun)-2-okco-1-[2-(4-dbTopdeHnn)sTnn]-3-nnpponuanHnn]-1,3-anokco-2H-uns
ouHgon-2-6ytaHamug,

3v) o
-[2-[(3,4-AndTopbeHzounn)ammHo]aTnn-N-rugpokcn-3-(2-metTunnponus)-2-okco-1-(2-cbeHnnatn)-3-nnpponngnHaleram
ma,

3w)
[R-(R*,S*)]- % -[2-[(3-PTopBensonn)amnHolaTum]-N-rnapokcu-3-(2-MmeTunnponin)-2-okco-1-(2-heHnnaTin)-3-nMpponuaou
HaueTamug,

3x) o

-[2-[(4-PTopOeHz0UN)aMUHO]3TWU]-N-rMaPOKCK-3-(2-MeTUNNPONNN)-2-o0Kco-1-(2-peHnnaTnn)-3-nmpponmanHaletTammug,
3y)

N-Inapokeu-3-(2-metunnponun)- ™ -[2-[(3-HUTpoBeH3onn)aMnHo]aTUM]-2-0Kco-1-(2-heHNNaTUN)-3-TMPPONMAVHALETAMN

ql

32) .
-[2-[(3-PTOpOeH30UN)aMUHO]3TU]-N-TMAPOKCU-3-(2-MeTUNNPONNN)-2-0Kco-1-(2-heHnnaTnn)-3-nMpponmanHaletTamug,
4a) V3

-(2-[(3-PTOpbeHsonn)ammnHo]aTuN]-1-[2-(4-pTopdeHnn)aTun]-N-rugpokcun-3-(2-MeTUN ponmm)-2-okco-3-NpponvanHay
etamug,

4b) o
-[2-[(4-BudbennnkapboHun)ammHo]atun]-N-rugpoken-3-(2-meTunnponun)-2-okco-1-(2-beHnnaTnn)-3-nmpponmgmHaueTta
Mung,

4c)
N-Tugpokeun-= -[2-[[(4-meTundeHnn)cynbhoHNM]amMMHO]3TUM]-3-(2-MeTUANPONnnn)-2-okco-1-(2-beHnnaTn)-3-nnpponug,
WH-aueTamug,

4d) o
-[2-[[(4-DTOopdheHnn)cynbdoHunammHo]aTun]-N-rugpokcun-3-(2-MeTUnnponun)-2-okco-1-(2-cpeHnnatn)-3-nupponmanHa
uetamug,

4e)
N-Tnapokeu-= -[2-[[(4-meTokcndeHnn) cynbhoHN]aMUHO]STU]-3-(2-MeTunnponu)-2-okco-1-(2-dheHnnaTin)-3-nuppon
navHaueTaMmug,

4f)
N-ruapokcu-3-(2-meTunnponun)-2-okco-1-(2-cheHnnatun)-  -[2-[(deHnncynbgoHIm)aMMHO]3TUI]-3-NMpponuanHaLeTam
ma,

49)
[R-(R*,S%)]- % -[2-[[(4-DTopdbeHunn)cynbdhoHnm]amMmHo]aTUM]-N-rnapokeun-3-(2-MeTUnnponmun)-2-okco-1-(2-heHnnaTnn)-3-
nupponuavHayeTamug,

4h)
5,6-Ondptop-1,3-aurnapo-N-rugpoken- * -[3-(2-meTunnponun)-2-okco-1-(2-eHnnaTun)-3-nmpponuanHun]-1-okco-2H-n3
ouHgon-2-6ytaHamug,

4i)
1,3-Onrnapo-N-rugpokeu- ™ -[3-(2-meTunnponun)-2-okco-1-(2-heHnnaTnn)-3-nupponnanHun]-1-okco-2H-nsonHaon-2-6y
TaHamug,

4)
[R-(R*,8*)]-6-®T1op-1,3-aurnapo-N-rugpokeu- * -[3-(2-MeTunnponun)-2-okco-1-(2-heHnnaTnn)-3-nupponuanHun]-1-okco
-2H-n3onHpon-2-6ytaHamng,

4k)
[R-(R*,S)]-5-®T1op-1,3-aurnapo-N-rugpokeu- * -[3-(2-MeTunnponun)-2-okco-1-(2-beHnnaTin)-3-nupponnuanHun]-1-okco
-2H-n3onHgon-2-6ytaHamng,

41)
[R-(R*,S")]-5,6-Oudtop-1,3-amurnapo-N-rugpoken- * -[3-(2-meTunnponun)-2-okco-1-(2-beHnnatun)-3-nupponuanHun]-1-
oKco-2H-n3onHgon-2-6ytaHamug,

4m)
N-Tuapokeun-= -[[[(4-meTokcudeHnn)cynbdoHunlammHolMeTn]-3-(2-MeTunnponun)-2-okco-1-(2-beHnnaTin)-3-nuppon
nanHauetamug (¢ g -anacrepeomep),

4n)
N-Tuagpoken- & -[[[(4-MmeToKkcMeHU)CynbGOHNMT]aMUHO]METH]-3-(2-MeTUNNPONU)-2-0Kco-1-(2-peHNNaTUN)-3-NMpPpPor
nanHauetamug (¢ -anacrepeomep),

40) o
-[[(4-PTOpdheHun)cynbgpoHnn]ammHol-N-rugpokcn-3-(2-metmnnponus)-2-okco-1-(2-cbeHnnatun)-3-nupponnanHaletamm
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A (R-pmnactepeomep),

4p) o
-[[(4-PTopdeHnn)cynedoHun]ammHo]-N-rugpokcmn-3-(2-MmeTunnponun)-2-okco-1-(2-peHnnatnn)-3-nupponnanHauetTamm
A (&5 -guacrtepeomep),

4q) =
-[2-[(3,4-AndbTopSenHzounn)ammHo]aTun]-N-rugpokeu-3-(3-rugpokemnponun)-2-okco-1-(2-cpeHnnatun)-3-nupponuanHaueT
amug,

4r) o
-[2-((3,4-OundbTopbeH3onn)ammnHo]aTnn]-N-rngpoken-3-(2-rmapokenaTi)-2-okco-1-(2-cbeHnnatun)-3-nnpponnanHayeta
mMuA,

4s)
[R-(R*,$%)]- % -[2-[(3-PTopbeHzonn)ammHo]aTn]-N-ruapokcn-3-(3-rmapokennponiun)-2-okco-1-(2-peHnnstnn)-3-nuppon
uavHaueTaMmug,

4t) [S-(R* R*)]-N3-rngpoken-N T-metun- ¢! -(1-MeTunaTun)-3-(2-MeTunnponnm)-2-okco-1,3-MMpponuanHanaLeTamMus,

4u)

[S-(R*, R®]-N '-Luknonponun-N3-rugpokeu- ¢! -(1-MeTunaTum)-3-(2-MeTunnponumn)-2-okco-1,3-nupponuamHamaseTamun,
4v)

[S-(R* R*)]-N 8-Tugpokcu-a' -(1-MeTunatun)-3-(2-metunnponun)-2-okco-N 1-cbernn-1,3-nupponnanHovnaueramus,
4w)

(S-(R*,R*)]-N 1-(4-cbTopdbernn)-N3-ruapokeu- ¢ -(1-mMeTrnaTnn)-3-(2-MeTunnponmn)-2-okco-1,3-nMpponuamHanaLeTamn

a,
4x)

[S-(R* R*]-N 2-Tugpokcu-¢' -(1-MeTunaTun)-3-(2-metunnponun)-2-okco-N '-(4-nupuamHun)-1,3-nupponuanHanageTamm

a,
4y)

[S-(R*R*)]-«" -TpeT-Bytun-N "-yuknonponun-N 8 -rugpokeun-3-(2-MeTunnponun)-2-okco-1,3-nnpponuavHaonaleTamna,
42) [S-(R*R*)]- ! -TpeT-ByTun-N3-ruapokcu-3-(2-metunnponun)-2-okco-N '-cpeHunn-1,3-nupponuanHanaueramun,
5a)

[S-(R*RM)]- &' -TpeT-ByTnn-N"-(4-doTopdpernn)-N 3-rgpokcu-3-(2-MeTunnponmn)-2-okco-1,3-nMpponvavHanaleTamng,
5b)

[S-(R*R*)]-¢" -TpeT-Bytun-N3-rugpoken-3-(2-metunnponun)-2-okco-N ' -(4-nupnanHun)-1,3-nupponuanHavaletamus,
5¢) [S-(R*,R*)]- ! -Linknorexkeun-N 3-ruapokcn-3-(2-metunnnponun)-2-okco-N -coeHun-1,3-nupponuanHanaueramus,
5d)

[S-(R*R*)]-¢" -Liukrnorekenn-N 3-ruapoken-3-(2-metunnponun)-2-okco-N 1-(4-nupuanHun)-1,3-nupponvamHananetamug,
5e)

[S-(R*,R")]-3-(mknonextunmetun)-N 3-rugpoken-N1-metun- o' -(1-meTunatun)-2-okco-1,3-nmpponnanHananetamma,
5f)

[S-(R*,R*)]-3-(Lluknonentunmetun)-N ' -uuknonponun-N3-metun- ¢! -(1-meTunatun)-2-okco-1,3-nupponuauHanaleramm

a,

59)

[S-(R*,R*)]-3-(LnknonexTunmetun)-N 3-ruapoken- a' -(1-metunatun)-2-okco-N -dennn-1,3-nnpponuanHaonauetamna,
5h)

[S-(R*,R*)]-3-(LluknonentunmeTun)-N ' -(4-dbTopcbennn)-N3-ruapokcu- o' -(1-MmeTunaTnn)-2-okco-1,3-nupponuanHaonatie

Tamug,
5i)

[S-(R*,R»)]-3-(LmknoneHtunmetun)-N -rugpoken- ¢! -(1-metunatun)-2-okco-N -(4-nupuannun)-1,3-nupponvavHonavet

amug,

5)) [S-(R*R¥)]-«! -TpeT-ByTun-3-(unkroneHtunmeTnn)-N S-rugpokcun-N ' -meTnn-2-okco-1,3-nnpponuanHanaletamus,
5k)

[S-(R*R*)]-¢" -TpeT-ByTun-3-(umknonentunmetun)-N -unknonponun-N 8-rugpokcun-2-okco-1,3-nupponuankaomaverammg
51)

[S-(R* RM)]-¢" -TpeT-ByTnn-3-(unknonentunmetun)-N 3-rugpokcun-2-okco-N ' -cbennn-1,3-nupponvanHanaletamng,
5m)

[S-(R*R*)]-¢' -TpeT-Bytun-3-(umknonexntunmetun)-N 1-(4-dbropdenmnn)-N 3-rnapoken-2-okco-1,3-nMpponvamHanaleTam

va,
5n)

[S-(R*R*)]-¢' -TpeT-ByTun-3-(umknonentunmetun)-N 3-rugpoken-2-okco-N 1-(4-nupuannun)-1,3-nupponnankavayeramm
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a,

50)

[S-(R*R*)]-«" -Linknorexkenn-3-(unknonentunmetun)-N 3-rugpoken-N -meTnn-2-okco-1,3-nupponuanHavaleramug,
5p)

[S-(R*R*)]-¢" -Linknorekenn-3-(uunknonentunmetun)-N '-unknonponun-N3-rugpokcu-2-okco-1,3-nupponuanHanaleram

ma,
5q)

[S-(R*,R*)]- ¢" -Lnknorekcnn-3-(unknoneHTunmetun)-N 3-ruppokcu-2-okco-N '-cbernn-1,3-nupponvanHanaletamua,
5r)

[S-(R*R*)]-¢" -Liuknorekenn-3-(umknoneHtunmetnn)-N '-(4-dbTopdernn)-NE-ruapoken-2-okco-1,3-nMpponuanHanaLeTa

Muna,
5s)

[S-(R*,R*)]- &' -Linknorekcun-3-(unknoneHtunmetnn)-N 3-rugpokcu-2-okco-N '-(4-nupnannnn)-1,3-nupponanHavnatera

Muna,
5t)

[S-(R*,R*)]-N 3-Tuppoken-NT-metun-«' -(1-meTnnatun)-2-okco-3-(3-cbeHnnnponun)-1,3-nupponnanHanaleramus,
5u)

[S-(R*R*)]-N '-Liuknonponun-N3-rugpokcu- ¢ -(1-MmeTunatnm)-2-okco-3-(3-peHnnnponun)-1,3-nupponuanHavanetramus
5v)

[S-(R* R*)]-N 3-Tupgpokcu-¢' -(1-meTunaTun)-2-okco-N '-cheHunn-3-(3-cbeHnnnponun)-1,3-nupponnanHonaletamus,
5w)

[S-(R*, RM]-N '-(4-®Topdpernn)-N 3-ruapoken- a' -(1-MeTUnaTnm)-2-okco-3-(3-cpernnnponun)-1,3-nupponuanHamaseTam

ma,
5x)

[S-(R*,R*)]-N 8-Tugpokeu-a' -(1-MeTunaTun)-2-okco-3-(3-pennnnponun)-N 1-(4-nupuamnun)-1,3-nupponmanHanaleTamm

a,
5y) [S-(R*,R")]-«" -TpeT-ByTun-N2-rugpokcu-N '-meTun-2-okco-3-(3-dpenrnnnponun)-1,3-nupponvovHamaneTamng,
52)

[S-(R*RM)]- &' -TpeT-ByTnn-N '-yuknonponun-N 8 -ruapoken-2-okco-3-(3-cheHunnponus)-1,3-nupponuanHanaleTamua,
6a) [S-(R*,R*)]-«' -TpeT-ByTnn-N3-rugpoken-2-okco-N 1-peHnn-3-(3-pernnnponun)-1,3-nupponuanHavaletramus,
6b)

[S-(R*R*)]-¢" -TpeT-Bytun-N '-(4-cbropdernn)-N 3-rugpoken-2-okco-3-(3-beHnnnponun)-1,3-nupponuanHananetamus,
6c)

[S-(R* RM)]- " -TpeT-ByTun-N3-runpoken-2-okco-3-(3-cbeHunnponun)-N -(4-nupuannun)-1,3-nupponuomHamagetamug,
6d) [S-(R*,R™)]-« -Linknorekcun-N 3-rugpoken-N '-meTun-2-okco-3-(3-cheHunnponur)-1,3-nupponnauHanaletamua,
6e)

[S-(R*R*)]-«" -Lnknorekcun-N T-yuknonponun-N 3-rugpokcun-2-okco-3-(3-cheHnnnponiun)-1,3-nmpponuavHaonaleTamng,
8f) [S-(R* R*)]-a! -Linknorexkcun-N 3-ruapokcu-2-okco-N 1-chennn-3-(3-cbeHunnponun)-1,3-nupponuanHanaletamma,
69)

[S-(R*R*)]-¢" -Lnknorekenn-N 1-(4-dotopdernn)-N 3-rugpoken-2-okco-3-(3-dbeHnnnponun)-1,3-nupponmanHanasetamu

a,
6h)

[S-(R* RM)]-«" -Liuknorekenn-N 3-ruapoken-2-okco-3-(3-cpeHunnponun)-N 1-(4-nupuannun)-1,3-nupponuomHaomanetamug,
6i)

[S-(R*,R*)]-3-[3-(4-PTopdernn)nponun]-N 3-rugpoken-N T-metun- o' -(1-meTunaTun)-2-okco-1,3-nupponuannanayeramm

a,

6))

[S-(R*,R*)]-N '-Luknonponun-3-[3-(4-dTopdennn)nponus]-N -rugpokcu- ' -(1-MmeTunaTnn)-2-okco-1,3-nnpponuavHaona

uetamug,
6k)

[S-(R*,R*)]-3-[3-(4-PTopdennmnponun]-N 3-rugpokeu- « ' -(1-meTunatun)-2-okco-N '-pernn-1,3-nupponuaonHonaveram

va,

6l)

[S-(R*,R*)]-N '-(4-®TopdeHnn)-3-[3-(4-dTopdeHnn)nponnn]-N 3-ruapokcu- o' -(1-meTUnaTun)-2-okco-1,3-NUpponuanHan

aueTtamug,
6m)

[S-(R*,R*)]-3-[3-(4-PTopdernn)nponun]-N 3-rugpoken- ¢! -(1-metunatun)-2-okco-N '-(4-nupnannun)-1,3-nupponuaovHom
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auetamug,
6n)
[S-(R*R*)]-¢" -TpeT-ByTun-3-[3-(4-cbropdernn)nponun]-N 3-rugpoken-N '-meTun-2-okco-1,3-nupponuavHaonaleTamma,
60)
[S-(R*R*)]-¢" -TpeT-Bytun-N '-yuknonponun-3-[3-(4-propdeHnn)nponun]-N 3-ruapokcn-2-okco-1,3-nupponnauHananet
amug,
6p)
[S-(R* RM)]-¢" -TpeT-ByTnn-3-[3-(4-dpropcbeHnn)nponun]-N 3-rugpokcn-2-okco-N '-cheHunn-1,3-nupponuomHaomaneTamng,
6q)
[S-(R*R*)]-¢" -TpeT-ByTun-N '-(4-cbTopdernn)-3-[3-(4-dTopdernn)nponun]-N 3-rugpoken-2-okco-1,3-nnpponvanHaoual
eTamug,
6r)
[S-(R*,R*)]- &' -TpeT-ByTnn-3-[3-(4-dropdenrnn)nponunn]-N 3-rapoken-2-okco-N 1-(4-nupnannnn)-1,3-nupponuanHonae
Tamug,
6s)
[S-(R*R*)]- ¢" -Linknorekenn-3-[3-(4-dTopdennn)nponus]-N 3-ruapoken-N -metnn-2-okco-1,3-nupponuanHanauetramus
6t)
[S-(R* RM)]- &' -Liuknorekenn-N ' -Luknonponun-3-[3-(4-dpropdenun)nponus]-N 3-ruppoken-2-okco-1,3-nupponuanHouat
eTamug,
6u)
[S-(R*R*)]-«" -Linknorekcnn-3-[3-(4-dpTopdennn)nponus]-N 3-ruapoken-2-okco-N ' -dpeHnn-1,3-nupponvamHaonaleTamu
a,
6v)
[S-(R* RM)]- &' -Liuknorekcnn-N '-(4-cptopdenun)-3-[3-(4-cpTopdennmnponun]-N 3-ruapoken-2-okco-1,3-nMpponvanHaona
LueTamua,
Bw)
[S-(R*R*)]-¢" -Linknorekcnn-3-[3-(4-dTopdennn)nponus]-N 3-ruapoken-2-okco-N ' -(4-nupuaunun)-1,3-nupponuanHoma
ueTamug,
6Xx)
[S-(R*,R»)]-3-[3-(BudbeH-4-umnponun]-N 3-rugpokcn-N ' -meTun- ¢ -(1-meTunaTun)-2-okco-1,3-nMpponuavHanavetamus,
6y)
[S-(R*,R*)]-3-[3-(BudpeH-4-um)nponun]-N -yuknonponun-N3-rugpokeu- ¢! -(1-meTunatun)-2-okco-1,3-nupponuanHanade
Tamug,
6z)
[S-(R*,R*)]-3-[3-(BudbeH-4-unm)nponun]-N 3-ruapokcu- «' -(1-meTunatun)-2-okco-N '-bernn-1,3-nupponuanHanavetamma
7a)
[S-(R*,R*)]-3-[3-(BudpeH-4-umnponun]-N '-(4-cbropdennn)-N3-rugpoken- ¢! -(1-meTunatnn)-2-okco-,3-nmpponnanHana
Luetamug,
7b)
[S-(R*,R*)]-3-[3-(Budben-4-umnponun]-N 3-ruapokcu- «' -(1-metunatun)-2-okco-N '-(4-nupuamnnn)-1,3-nupponuanHanaly
eTamug,
7c)
[S-(R*,R*)]-3-[3-(BudbeH-4-un)nponun]- ¢ -tpet-6ytun-N3-ruapokcn-N '-meTnn-2-okco-1,3-nnpponuamHonaletamng,
7d)
[S-(R*,R*)]-3-[3-(BudpeH-4-umnponun]- ¢' -tpeT-6yTun-N '-yuknonponun-Né-ruapoken-2-okco-1,3-nMpponuanHanaleTa
MuA,
7e)
[S-(R*,R*)]-3-[3-(BudbeH-4-un)nponun]- ¢ -tpet-6yTun-N 3-rugpokcu-2-okco-N *-cpennn-1,3-nupponnanHanagetammg,
)
[S-(R*,R")]-3-[3-(BudbeH-4-un)nponun]- ¢ -tpet-6ytun-N '-(4-cbropcernn)-N 3-ruapokcu-2-okco-1,3-nupponuanHomanet
amug,
79)
[S-(R*,R*)]-3-[3-(BudpeH-4-unynponun]- ¢ -tpet-6yTun-N 3-ruppokcu-2-okco-N ' -(4-nupuamHnn)-1,3-nupponuamHanaleT
amug,
7h)
[S-(R*,R*)]-3-[3-(BudpeH-4-umnponun]- ¢' -yukrorekcnn-N 3-rugpoken-N ' -meTun-2-okco-1,3-nupponnanHavaleTamus,
7i)
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[S-(R*,R*)]-3-[3-(BudpeH-4-un)nponun]- ¢' -yuknorekenn-N ' -uuknonponus-N 3-rmppoken-2-okco-1,3-nupponnanHonalet
amug,

)
[S-(R*,R*)]-3-[3-(BudbeH-4-un)nponun]- ¢ -unkrorekcun-N 2-ruppokcun-2-okco-N '-cbenunn-1,3-nupponnanHananetamma,

7K)
[S-(R*,R")]-3-[3-(BudbeH-4-un)nponun]- ¢ -ynkrorekcun-N ' -(4-cpTropdpennn)-N 3-rugpokcun-2-okco-1,3-nmpponuanHanat
eTamug,

71)
[S-(R*,R*)]-3-[3-(BudbeH-4-umnponun]- «' -uuknorekenn-N 3-rugpokcn-2-okco-N 1-(4-nupuamnun)-1,3-nupponuanHanave
Tamug,

7m)
[S-(R*,R*)]-3-[3-(4'-®TopbudeH-4-unnponun]-N 3-rugpoken-N1-metun- o' -(1-meTunaTun)-2-okco-1,3-npponuanHomad
eTamug,

7n)
[S-(R*,R*)]-3-[3-(4'-PTop6udpeH-4-umnponun]-N '-umknonponnn-N3-rugpoken- ¢! -(1-MeTunatun)-2-okco-1,3-nupponuou
HOvaueTamug,

70)
[S-(R*,R*)]-3-[3-(4'-®TopbudeH-4-unnponun]-N 3-rugpoken- o' -(1-meTunatun)-2-okco-N -cbeHnn-1,3-nnpponuanHaonay
eTamug,

7p)
[S-(R*,R*)]-3-[3-(4'-PTopbudpeH-4-umnponun]-N 1-(4-dbropdennn)-N3-ruapoken- ¢! -(1-meTunatnn)-2-okco-1,3-npponu
AvHanaleTamug,

79)
[S-(R*,R*)]-3-[3-(4'-dTopbudeH-4-unnponun]-N 3-rugpoken- e -(1-meTunatun)-2-okco-N 1-(4-nupmanHun)-1,3-nupponua
nHguavletamug,

7r)
[S-(R* RM)]- ' -TpeT-ByTnn-3-[3-(4"-pTopbudpen-4-un)nponun]-N 3-ruapoken-N '-meTun-2-okco-1,3-nnpponnanHanaleTa
Mna,

7s)
[S-(R*R*)]-«" -TpeT-ByTun-N -yuinonponun-3-[3-(4'-dprop6uden-4-unnponun]-N 3-rugpokcun-2-okco-1,3-nMpponuannHa
nauetamug,

7t)
[S-(R* RM)]-¢' -TpeT-ByTnn-3-[3-(4'-pTopbudpeH-4-un)nponun]-N 3-ruapoken-2-okco-N ' -pennn-1,3-nupponuanHanayeta
Mg,

7u)
[S-(R*R*)]-¢" -TpeT-ByTun-3-[3-(4'-dbropbuder-4-un)nponun]-N 1-(4-dropdernn)-N 3-rugpokcu-2-okco-1,3-nnpponuan
HOvaueTamug,

7v)
[S-(R* RM)]- &' -TpeT-ByTnn-3-[3-(4'-pTopbudpen-4-un)nponun]-N 2-ruapoken-2-okco-N '-(4-nupuanHun)-1,3-nupponuomH
Avauletamug,

7w)
[S-(R*R*)]-¢" -Linknorekenn-3-[3-(4'-cpTopbudper-4-un)nponun]-N 3-rugpokeu-N '-meTtnn-2-okco-1,3-nupponuavHanauet
amug,

7X)
[S-(R* RM)]- &' -Luknorekeun-N ' -uuknonponun-3-[3-(4'-pTopbuden-4-un)nponun]-N 2-rugpoken-2-okco-1,3-nmpponmanH
AvaueTtamug,

7y)
[S-(R*R*)]-¢" -Linknorekcun-3-[3-(4'-cbTopbudper-4-un)nponun]-N 3-rugpoken-2-okco-N -cbeHun-1,3-nupponvanHonave
Tamug,

72)
[S-(R* RM)]- &' -Liuknorekcnn-3-[3-(4'-cptop6udper-4-umnponus]-N ' -(4-dpropdennn)-N 3-rugpoken-2-okco-1,3-nupponug,
uHgualetTaMmug,

8a)
[S-(R*,R*)]-¢" -Linknorekcnn-3-[3-(4'-cpTopbudpen-4-un)nponun]-N 3-rugpoken-2-okco-N 1-(4-nnpnaunnun)-1,3-nupponnan
HAnaueTamua,

8b) [S-(R*,RM)]-3-Tentun-N3-rugpoken-N '-meTun- ! -(1-meTunaTun)-2-okco-1,3-nMpponuavHanaleTamma,

8¢c) [S-(R*,R*)]-N"-Linknonponun-3-rentun-N 2-ruapoken- « ! -(1-MeTunaTnn)-2-okco-1,3-NMpponuavHaaLeTamna,

8d) [S-(R*,R*)]-3-TenTtun-N3-ruapokeu- o' -(1-meTunatnn)-2-okco-N '-dbeHunn-1,3-nupponuavHovavetamu,

8e) [S-(R*,R*)]-3-Tentun-N '-(4-dpropdenunn)-N 3-rugpokcn- o' -(1-MeTunaTinm)-2-okco-1,3-nnpponuanHanaleTamMus,
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8f) [S-(R* R*)]-3-Fentun-N3-rugpokeu- o' -(1-metunatun)-2-okco-N -(4-nupuannun)-1,3-nupponvamHananetamng,
89) [S-(R*RM)]- ! -TpeT-ByTun-3-rentun-N 3-ruapoken-N ' -meTun-2-okco-1,3-nupponnanHanaleTamun,
8h) [S-(R*,R™)]- 4! -TpeT-ByTun-N '-yuknonponun-3-rentun-N 3-ruppoken-2-okco-1,3-nupponuanHonaleTamus,
8i) [S-(R*,R¥)]-«! -TpeT-ByTun-3-rentun-N 3-ruppoken-2-okco-N '-cbenun-1,3-nupponuanHanauetramus,
8)) [S-(R*RM)]-4! -TpeT-ByTun-N ' -(4-pTopcermnn)-3-rentun-N 3-rupgpokcu-2-okco-1,3-nupponuanHamaletTamun,
8Kk) [S-(R*,R*)]- ! -TpeT-ByTun-3-rentun-N 2-rugpoken-2-okco-N ' -(4-nupnauHun)-1,3-nupponuanHavaletramun,
81) [S-(R*,R¥)]-«! -Unkrorekeun-3-rentus-N 3-rugpoken-N 1-metnn-2-okco-1,3-nupponuanHavauetamus,
8m) [S-(R*,R*)]-«' -LUnknorekeun-N '-yuknonponun-3-rentun-N 3-rugpokcn-2-okco-1,3-nupponnanHavaletamus,
8n) [S-(R*,R™)]- ' -Linknorekeun-3-rentun-N 3-ruapokcun-2-okco-N ' -cheHunn-1,3-nupponuamnananetamug,
80) [S-(R*,R™)]-«! -Llnknorekcun-3-rentun-N '-(4-dpropdernn)-N 3-ruapoken-2-okco-1,3-nupponuavHanaleTamug,
8p) [S-(R*R®)]-«' -Llnknorekcun-3-rentun-N 3-rugpoken-2-okco-N 1-(4-nupuavnnn)-1,3-nupponnavHaonauetammg,.
13. CoenvHeHre no n. 12, koTopoe npeacTasnaeT cobon
1a)
(3S)-% -[2-(1,3-Ournppo-1,3-anokco-2H-naonHpon-2-un)atui]-N-ruapokcun-3-(2-meTunnponun)-2-okco-1-(2-cpeHnnati)
-3-nupponuauHaleTamMia,
1b)
[S,S-(R*,R¥)- «* -[2-(1,3-Aurnapo-1,3-anokco-2H-unsonnaon-2-un)atun]-N 3-rugpoken-N ' -meTnn-3-(2-meTunnponun)-2-ok
co- ¢! -(peHnnmeTnn)-1,3-nMpponmavHgnaueTamug,
1¢)
[S-(R*,R*)]-N 3-Tunpokeu-3-(2-meTunnponun)-2-okco-N '-(2-cbenatun)- «' -(beHnnmeTun)-1,3-nMpponuamHaaleTamna,
1d)
[S-(R*,R*)]- ¢' -(Lmknorekcunmetus)-N 3-rugpokcu-N '-meTun-3-(2-MeTunnponun)-2-okco-1,3-nMpponanHaaLeTamMmng,
1e)
[S-(R*,R*)]-N 3-Tmppokem-N '-meTnn-3-(2-MeTunnponun)-2-okco- «' -(cbeHnnmetun)-1,3-nnpponvamHoualeTamng,
1f)
[S-(R* R*)]-N 3-Mmppokcu-3-(2-metunnponun)-2-okco-N '-dpeHun-«' -(cbeHnnmetun)-1,3-nnpponvamHonaleramng,
19)
[S-(R*,R*)]-N 3-I'mppokcu-3-(2-meTunnponun)-2-okco- &' -(dennnmetnn)-N ' -(2-nupuanHunmetn)-1,3-nnpponvanHaounad
eTamug,
1h)
[S-(R* RM)]-N 3-Tupgpokcu-3-(2-meTunnponun)-2-okco- ¢' -(cpeHnunmetun)-N ' -(4-nupuanHnn)-1,3-nupponuauHonaleramm
a,
1i)
[S-(R*R*)]-N '-(dTopdeHnn)-N3-rugpokcu-3-(2-MmeTunnponun)-2-okco- «' -(peHnnmeTnn)-1,3-nupponuanHanaletamma,
1))
[S-(R*,R*)]-N 3-I'mppokcu-3-(2-meTunnponun)-2-okco- ' -(dpennnmeTun)-N ' -[1-(dbeHnnmeTn)-4-nunepnannuni-1,3-nmp
ponuavHanaueTamug,
1K)
[S-(R*, RM)]-N 3-Tupgpokcu-3-(2-meTunnponun)-2-okco- ¢' -(cpeHnunmeTtun)-N ' -(4-nunepuamnnn)-1,3-nupponuanHaonayeta
Mna,
11)
[S-(R* R*)]-N 3-Fmppokcu-3-(2-meTunnponun)-2-okco- &' -(bennnmeTun)-N ' -(4-nunepuanHunmeTn)-1,3-nupponvanHan
aueTtammg,
1m)
[S-(R*,R*)]-N '-(4-dTopdernnmeTun)-N 3-rugpokcu-3-(2-metunnponun)-2-okco- «' -(pernnmetnn)-1,3-nupponnanHonal
eTamug,
1n)
[S-(R*,R*)]-N 3-Tmppoken-N '-meTnn-3-(2-meTunnponun)-2-okco- ¢' -(2-cbeHnnaTtun)-1,3-npponuanHavaleTamun,
10)
[S-(R* R*)]-N 3-Mmppokcu-3-(2-meTunnponun)-2-okco- ' -(2-cbennnatun)-N -(dbennnmetun)-1,3-nupponuanHavaletamu
a,
1p) [S-(R* R*)]-N8-Tmapokcu- 4! ,3-6uc-(2-meTunnponun)-2-okco-N '-2-nnpuannun-1,3-nupponnavHanauyetammg,
19) [S-(R*,R*)]- ! -Linknorekenn-N 3-ruapokcn-N ' -meTtun-3-(2-metunnponun)-2-okco-1,3-nupponuanHananetamus,
1r)
[S-(R* RM)]-«" -Liuknorekcun-N 3-ruapoken-3-(2-metunnponun)-2-okco-N -2-nupuannun-1,3-nupponuomHamagetamug,
1s)
[S-(R*,R*)]-3-(Linknonextunmetun)-N 3-ruapoken-N -metun-2-okco- o' -(cpernnmeTnn)-1,3-nupponnanHanagetammg,

-100-

61906 C2

UA



v N

30619

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

1t)

[S-(R*,R»)]-3-(UnknoneHtunmetun)-N 3-rugpoken-N ' -meTun-2-okco- ¢' -(peHnunmeTi)-1,3-nupponmanHanaleTamMmng,
1u)

[3S-[1(R*),3R*(R")]]- «* -[2-(BeHaonnammuHo)atun]-N3-rugpoken-N -meTun-3-(2-metunnponnn)-2-okco- «' -(dbeHnnmeTn

)-1,3-nupponuanHguauetTamma,
1v)

[S-(R*,R*)]-N 3-Mmppokem-3-(2-metunnponun)-N 1-[2-(4-MopdonnHmn)aTu]-2-okco- ' -(cheHnnmeTnn)-1,3-nMpponuaunHg

nauetamug,
1w)

[S-(R*,R™)]-N-T'mgpokcn-3-(2-metnnnponun)-1-[2-(4-mopdonmHmn)-2-okco-1-(peHnnmeTnn)atnn]-2-okco-3-nMpponnanH

aueTtammg,
1X)

[1(1S)-(1[R*(R")],3% ,5™ ]]-1-[2-(3,5-OnmeTnn-1-nnnepasnHun)-2-okco-1-(pernnmeTnn)atun]-N-ruapokcun-3-(2-metnnnp

onun)-2-okco-3-NnupponuanHauetramug,
y)

[S-(R*,R*)]-N 3-Tunpokeu-3-(2-meTunnponun)-2-okco- «' -(cpernnmetun)-N'-nupuanHun-1,3-nupponuanHananeTamng,
1z)

[3S-[1(R*),3R*(RM]]- «* -[2-(1,3-Ournppo-1,3-amokco-2H-naonHaon-2-un)stun]-N 3-ruapokcn-N '-meTun-3-(2-metunnpon

nn)-2-oKco- ¢! -(peHnnmeTnn)-1,3-nupponnanHanaletTaMmmg,
2a)

[S-(R* RM)]-¢" -Liukrnorekenn-N ' -Luuknonponunnmetun-N 3-rugpokeu-3-(2-MeTunnponun)-2-okco-1,3-nMpponvanHAnaLeTa

Mua,
2b)

[S-(R*R¥)]-«" -Liuknorekenn-N ! -(4-dbtopcbennn)-N 3-ruapoken-3-(2-meTunnponun)-2-okco-1,3-nMpponuaMHanaLeTamma,
2¢) [S-(R*,R»)]- ! -TpeT-ByTnn-N3-ruapoken-N '-meTun-3-(2-meTunnponu)-2-okco-1,3-nnpponuanHanaLeTamus,
2d)

N-Tuapokeun-3-(2-MeTunnponun)-2-okco-1-(2-beHnnatun)- * -[2-(5-nponunokcu-1,3-aurnapo-1,3-anokco-2H-nsonHgon-

2-un)aTun]-3-nupponvanHauletamug,
2e)

[R-(R*,S*)]-5-®T1op-1,3-anrnapo-N-ruapokeu- * -[3-(2-meTunnponun)-2-okco-1-(2-dernnatun)-3-nnpponnannuni-1,3-au

oKco-2H-n3onHgon-2-6ytaHamug,
2f) o

-[2-(5,6-OundTop-1,3-gurngpo-1,3-guokco-2H-nsonHaon-2-un)atnn]-N-rugpokcu-3-(2-meTunnponun)-2-okco-1-(2-coeHunn

aTUN)-3-nMpponuanHaleTammg,
29)

N-Tuapokeun-3-(2-meTunnponun)-2-okco-1-(2-beHnnatun)- * -[2-(5-Tpudptopmetun-1,3-aurnapo-1,3-amokco-2H-n3omnHa

on-2-nn)atunl-3-nupponuanHageramug,
2h) oL

-[2-(1,3,4,5,6,7-ekcarngpo-1,3-gnokco-2H-n3onHgon-2-nn)atunl-N-rugpokcn-3-(2-meTunnponun)-2-okco-1-(2-peHnnaT

un)-3-nupponuanHayerammg,

2i) o
-[2-(1,3-Ourngpo-1,3-gnokco-2H-n3onHgon-2-un)atunl-N-rugpokcmn-3-(2-meTunnponun)-2-okco-1-(3-ceHnnnponun)-3-n
npponuanHauleTamug,

2j)

1-[2-(4-PTopdennn)atun]-* -[2-(1,3-aurngpo-1,3-aurokco-2H-nsonHaon-2-un)atun]-N-rugpokcun-3-(2-meTnnnponun)-2-o
Kco-1-3-nupponvanHauetTamua,

2Kk) o -[2-(0-BeH30MHbIN
cynbpumna)atun]-N-rugpokeun-3-(2-metTmnnponun)-2-okco-1-(2-cbeHnnatun)-3-nupponuagnHalerammug,

2l)
STnnpeHnnMeTUN-[4-(rmapokcnamMmmnHo)-3-[3-(2-meTmunnponun)-2-okco-1-(2-peHnnaTun)-3-NnnpponuanHun]-4-okcobyTun
IumupogukapboHar,

2m)

[S-(R*,R")]-1,3-Ournapo-N-rugpokeu- * -[3-(2-meTunnponun)-2-okco-1-(2-dbernnatun)-3-nnpponuannnni-1,3-auokco-2H
-n3ouHgon-2-6ytaHamng,

2n)
1,3-Ournapo-N-ruapokeu- * -[3-(2-meTunnponun)-2-okco-1-[2-(4-dpTopdeHnn)aTun]-3-nnpponnanHun]-1,3-anokco-2H-13s
ouHgon-2-6ytaHamug,

20) o
-[2-[(3,4-AndbTopOeHzounn)ammHo]aTun]-N-rugpokcn-3-(2-metmnnponun)-2-okco-1-(2-peHnnastun)-3-nupponvanHaletTam
na,

2p)
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[R-(R*,$%)]- % -[2-[(3-PTOp6eHz0onN)amMHO]aTUI]-N-rmapoKkceu-3-(2-MeTunnponu)-2-okco-1-(2-heHnnaTnn)-3-nupponuam
HaueTamug,

2q) &
-[2-((4-PTOp6eH30Mn)amnHo]3TUN]-N-rnapokcn-3-(2-MeTUNN ponum)-2-okco-1-(2-hpeHnnaTun)-3-nupponuanHayeTamng,
2r)

N-Iugpokeun-3-(2-meTunnponun)- * -[2-[(3-HUTpoBeH3oMN)amM1MHO]3TUM]-2-0Kco- 1-(2-heHnnaTnn)-3-nupponuanHaLeTamm
a,

2s) .
-[2-[(3-PTOpOeH30UN)aMUHO]3TW]-N-TMAPOKCK-3-(2-MeTUNNPONNI)-2-0kco-1-(2-beHnnaTnn)-3-nmpponmamHaletTamug,
2t) o

-[2-[(3-PTOpOeHz0oUN)amMuHo]aTumM]-1-[2-(4-pTopchenHnn)aTun]-N-rugpoken-3-(2-MeTunnponunn)-2-okco-3-nupponuanHase
Tamug,

2u) o
-[2-[(4-BudbennnkapboHun)ammHo]atun]-N-rugpoken-3-(2-meTunnponun)-2-okco-1-(2-beHnnaTnn)-3-nmpponmanHaueTta
Mua,

2v)
N-Tugpoken-= -[2-[[(4-meTundeHnn)cynbhoHNM]aMUHO]3TUM]-3-(2-MeTUANPONUM)-2-0kco-1-(2-hbeHnnaTinm)-3-nnpponug,
nHaueTamug,

2w) o

-[2-[[(4-PTOopdhennn)cynbdoHun]ammHolaTun]-N-rugpokcun-3-(2-meTunnponun)-2-okco-1-(2-cpeHnnatn)-3-nnpponManHa
uetamug,

2X)
N-Tugpokeu-= -[2-[[(4-MeTokcndeHUm)cynbdoHUn]aMuHo]aTUN]-3-(2-MeTUNNponumn)-2-okco-1-(2-beHnnaTnn)-3-nuppon
navHaueTamug,

2y) N-mapokecmn-3-(2-meTunnponun)-2-okco-1-(2-cpeHnnatmn)- = -[2- [(dbeHnncynbghoHnn)aMmmHo]
3aTUN]-3-nupponuanHaletTaMmua,
22)

[R-(R*,S%)]-% -[2-[[(4-DTopdbeHnn)cynbdhoHnm]amMmHO]aTUM]-N-rnapokeun-3-(2-MeTUnnponmun)-2-okco-1-(2-heHnnaTmn)-3-
nupponuanHayeTamug,

3a)
5,6-Ondptop-1,3-amrngpo-N-rugpoken- * -[3-(2-meTunnponun)-2-okco-1-(2-peHnnaTun)-3-nmpponuanHun]-1-okco-2H-n3
ouHgon-2-6yTaHamug,

3b)
1,3-Aurnapo-N-ruapokeu- * -[3-(2-meTunnponun)-2-okco-1-(2-beHnnatinn)-3-nnpponuanHui]-1-okco-2H-nsonnHgon-2-6y
TaHamug,

3c)
[R-(R*,8*)]-6-®Top-1,3-aurnapo-N-rugpokeu- * -[3-(2-MeTnnnponun)-2-okco-1-(2-heHnnaTnn)-3-nupponuanHun]-1-okco
-2H-n3onHgon-2-6ytaHamung,

3d)
[R-(R*,8)]-5-®T1op-1,3-aurnapo-N-rugpokeu- * -[3-(2-MeTunnponun)-2-okco-1-(2-heHnnaTnn)-3-nupponnuanHun]-1-okco
-2H-n3onHpgon-2-6ytaHamng,

3e)
[R-(R*,S")]-5,6-Oudbtop-1,3-amurnapo-N-rugpoken- * -[3-(2-meTunnponun)-2-okco-1-(2-beHnnatun)-3-nupponuanHun]-1-
oKco-2H-n3onHgon-2-6ytaHamug,

3)
N-Tuapokeu-= -[[[(4-meTokcudeHnn)cynbgoHunlaMmmHolMeTnn]-3-(2-MeTUnnponun)-2-okco-1-(2-heHnnaTnn)-3-nuppon
naonHauetamug (@ R-gnactepeomep),

39)
N-Tugpokeun-= -[[[(4-meTokcudeHnn)cynbdoHunlammHolMeTnn]-3-(2-MeTunnponun)-2-okco-1-(2-beHnnaTun)-3-nuppon
nanHauetamug ( S-guacrepeomep),

3h) o
-[[(4-PTopdeHnn)cynbdoHun]ammHo]-N-rugpokcmn-3-(2-MeTunnponun)-2-okco-1-(2-peHnnatnn)-3-nupponnagnHauetTamm
4 (R-gnactepeomep),

3i) o
-[[(4-DTopdeHnn)cynbdoHun]ammHol-N-rugpokcmn-3-(2-MeTunnponun)-2-okco-1-(2-peHnnatnn)-3-nupponvanHauetTamm
A (2 S-gnactepeomep),

3)) B
-[2-[(3,4-AndbTopOenHzounn)ammHo]aTun]-N-rugpokcn-3-(3-rugpokemnponun)-2-okco-1-(2-cheHnnatun)-3-nupponnanHaueTt
amug,

3Kk) o
-[2-[(3,4-AndbTopSenHzounn)ammHo]aTun]-N-rugpokeu-3-(2-rmg poKkenaTum)-2-okco-1-(2-cheHnnaTnn)-3-nupponmanHaleTam
o

unu

3l)

[R-(R*,$*)]- % -[2-[(3-PTopBeHsomnn)amnHo]aTnm]-N-rapokcmn-3-(3-rmapokenponmnn)-2-okco-1-(2-buHUN3TUN)-3-Nuppon
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navHaueTaMmug,.
14. ®apmaleBTUYecKaa KOMMNO3WUWSA, KoTopas BKOYaeT KONMMYeCTBO coeauHeHus no n. 1, acbdpekTuBHOe Ans
UHMIMBMpoBaHUA N36bITKa MaTpULbl MeTanmonpoTenHassl, U dapmMaLeBTUYECKN NpuemMremMblil HOCUTErb.

-103-

61906 C2

UA



CXEMA A-1

¢9 90619 vn

UA 6190¢€¢ C2

-104-



v N

30619

[ARS

CXEMA A-2

7

14 / 18

IS
Rq RS

186

CXEMA A-3

H BOC
80C
10 17 18
R R
RO, Al 2
Y RO, Ay
o R,
N o]
80C N
BOC
19 2
R, Ry
RO, 4
[ Pe "
o
H N
H
2 -
RO, A, A A
% " ‘
o
[y Q
{ N
R |
R
4 7

-105-

61906 C2

UA



v N

30619

[ARS

CXEMA A-4

ot fa
H-OY.. 1 H,CO ’J AO P8
P R ' m
o} n o o N
20a 2 R 229

ro 1 R
Yf) RO H R
O m
R, RJ R‘/‘\ F!3
2 n
| |
”O':\"/rg‘ Ho.n :'52 R,
g™ i m
K s q‘/l\R3
27 at

-106-

61906 C2

UA



v N

30619

[ARS

32

R,

OCPh),
0

¢}

34

36

39

CXEMA A-5

-107-

R

1
)\;)\/oc(pn)a

o}
3

61906 C2

UA



CXEMA B

¢9 90619 vn

UA 6190¢€¢ C2

-108-



v N

30619

[ARS

CXEMA C-|

R
R'C, 1R
N e
o N/Ko
|
]
ar
H R
N i
YLK
[s] Fl/&o
R
43

-109-

61906 C2

UA



v N

30619

[ARS

o N
I
R
51
H R,
N
HO \g/\ NH
07N
|
R
52

-110-

CXEMA C-2

61906 C2

UA



v N

30619

[ARS

OdpiliiHnii GroneteHb "lMpomucnoaBa BnacHicTe". KHura 1 "BuHaxogn, kopucHi mogeni, Tonorpadii iHTerpansHux
MikpocxeM", 2003, N 12, 15.12.2003. [epxaBHUA genapTaMeHT iHTeneKkTyanbHoOi BracHocTi MiHicTepcTBa ocBiTU i

HayKkn YKpaiHu.

CXEMA D

58

“111-

C2

61906

>



	Page 1 - ABSTRACT/BIBLIOGRAPHY
	Page 2 - ABSTRACT/BIBLIOGRAPHY
	Page 3 - ABSTRACT/BIBLIOGRAPHY
	Page 4 - DESCRIPTION
	Page 5 - DESCRIPTION
	Page 6 - DESCRIPTION
	Page 7 - DESCRIPTION
	Page 8 - DESCRIPTION
	Page 9 - DESCRIPTION
	Page 10 - DESCRIPTION
	Page 11 - DESCRIPTION
	Page 12 - DESCRIPTION
	Page 13 - DESCRIPTION
	Page 14 - DESCRIPTION
	Page 15 - DESCRIPTION
	Page 16 - DESCRIPTION
	Page 17 - DESCRIPTION
	Page 18 - DESCRIPTION
	Page 19 - DESCRIPTION
	Page 20 - DESCRIPTION
	Page 21 - DESCRIPTION
	Page 22 - DESCRIPTION
	Page 23 - DESCRIPTION
	Page 24 - DESCRIPTION
	Page 25 - DESCRIPTION
	Page 26 - DESCRIPTION
	Page 27 - DESCRIPTION
	Page 28 - DESCRIPTION
	Page 29 - DESCRIPTION
	Page 30 - DESCRIPTION
	Page 31 - DESCRIPTION
	Page 32 - DESCRIPTION
	Page 33 - DESCRIPTION
	Page 34 - DESCRIPTION
	Page 35 - DESCRIPTION
	Page 36 - DESCRIPTION
	Page 37 - DESCRIPTION
	Page 38 - DESCRIPTION
	Page 39 - DESCRIPTION
	Page 40 - DESCRIPTION
	Page 41 - DESCRIPTION
	Page 42 - DESCRIPTION
	Page 43 - DESCRIPTION
	Page 44 - DESCRIPTION
	Page 45 - DESCRIPTION
	Page 46 - DESCRIPTION
	Page 47 - DESCRIPTION
	Page 48 - DESCRIPTION
	Page 49 - DESCRIPTION
	Page 50 - DESCRIPTION
	Page 51 - DESCRIPTION
	Page 52 - DESCRIPTION
	Page 53 - DESCRIPTION
	Page 54 - DESCRIPTION
	Page 55 - DESCRIPTION
	Page 56 - DESCRIPTION
	Page 57 - DESCRIPTION
	Page 58 - DESCRIPTION
	Page 59 - DESCRIPTION
	Page 60 - DESCRIPTION
	Page 61 - DESCRIPTION
	Page 62 - DESCRIPTION
	Page 63 - DESCRIPTION
	Page 64 - DESCRIPTION
	Page 65 - DESCRIPTION
	Page 66 - DESCRIPTION
	Page 67 - DESCRIPTION
	Page 68 - DESCRIPTION
	Page 69 - DESCRIPTION
	Page 70 - DESCRIPTION
	Page 71 - DESCRIPTION
	Page 72 - DESCRIPTION
	Page 73 - DESCRIPTION
	Page 74 - DESCRIPTION
	Page 75 - DESCRIPTION
	Page 76 - DESCRIPTION
	Page 77 - DESCRIPTION
	Page 78 - DESCRIPTION
	Page 79 - DESCRIPTION
	Page 80 - DESCRIPTION
	Page 81 - DESCRIPTION
	Page 82 - DESCRIPTION
	Page 83 - DESCRIPTION
	Page 84 - DESCRIPTION
	Page 85 - DESCRIPTION
	Page 86 - DESCRIPTION
	Page 87 - DESCRIPTION
	Page 88 - DESCRIPTION
	Page 89 - CLAIMS
	Page 90 - CLAIMS
	Page 91 - CLAIMS
	Page 92 - CLAIMS
	Page 93 - CLAIMS
	Page 94 - CLAIMS
	Page 95 - CLAIMS
	Page 96 - CLAIMS
	Page 97 - CLAIMS
	Page 98 - CLAIMS
	Page 99 - CLAIMS
	Page 100 - CLAIMS
	Page 101 - CLAIMS
	Page 102 - CLAIMS
	Page 103 - CLAIMS
	Page 104 - DRAWINGS
	Page 105 - DRAWINGS
	Page 106 - DRAWINGS
	Page 107 - DRAWINGS
	Page 108 - DRAWINGS
	Page 109 - DRAWINGS
	Page 110 - DRAWINGS
	Page 111 - DRAWINGS

