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3T HOBblE CTPYKTYPE WMMEOT  chopMyny:
HH [+ [+]

CCH_2 CCH_) CCH_?

H ")\/ Z n\h/}k‘h)\/ z 4\N/ z S\rm

2 | | | | 2
H H

H H

rae n=6 vnn 8. A 9BNAETCA NPOCTOA CBA3LIO,
rpynnoid CHy, rpynnod CHF, rpynno# CH(OH),
rpynnoid  CH{OCH3), rpynnoi CHoNH  unun
rpynnoin CHeO; M Mx conn coeuHeHnd. OTH
HOBLEIE COSAMHEHWA ABNAITCA NOMNE3HLIMU B
KayecTBe MMMYHOOSNPeccaHToB. 3 ¢. U 7 a.n.
-nbl, 1 Tabn.
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{67) Abstract:

FIELD: organic  synthesis; medicine.
SUBSTANCE: novel industrial products
represent themselves compounds  having

structure  being similar to those  of
15-desoxyspergyaline. Novel products have

formula
HH

] 0
CCH_2 (CH_2 CCH_2
AR S

H H H H

wherein n=6 or 8; A is single bond, CHz group,
CHF group, CH(OH) group, CH{OCH3) group,
CHoNH  group or CH,O group. Proposed
preducts or salts thereof may be used as
immunodepressants. EFFECT: improved quality
of desired product, improved efficiency of
the method. 4 cl, 1 tbl
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WaobpeTeHne  ©OTHOCUTCA K HOBbIM
COeOWHEHWAM CC  CTPYKTYPOW, OGNWa3koir K
cTpykType 15-geokcucnepryanuHa. OHO Takke
OTHOCWUTCA K crnocody WX MomyYeHus M K KX
NPEUMEHEHUIO B hapmMaLeBTUYECKOR
KoMnoauuunn, obnagatollei
MMMyHO,CI,eI'IpeCC&HTHOI:;I AKTUBHOCTbHO.

MaBecTHO, 4yTo 15-peokcucnepryanmH
ABNsAeTCA NPOU3BOAHLIM  CepryanyHa,
nocnedHWA  fBnseTcs  aHTUOMOTUKOM,

BblAeneHHbIM k] KyNbTypbl Bacillus
laterosporus. MepBble nccnefoBaHns
15-peokcnenepryaniHa nokasanu ero

NPOTUBOOMYXOMNERYD  aKTUBHOCTL, a MO3axe
nccnegoeaHns noKasanu ero
WMMYHONOAABMAOLLYO aKTWBHOGCTE.

Mo aToMy NOBOAY MOXHO, Hanpumep,
cocnaTecl Ha cnefylowwe nyénukauun: G.
Dickneite "15-[eoKkcucnepryanuH: oT LATOCTa3a
Ao nmmyHonogaeneHnsa", Behring Inst. Mitt. |
N 82, 231- 239 (1988), G. Dickneite "BnuaHve
{ +)-15-[eokcucnepryanuHa Ha
SKCNEepPUMEHTanNbHY TpaHCMNaHTauuw KW ero
UMMyHOhapMakonormiecknii cnoco® gercrTema”,
Behring Inst. Mitt. N 80, 93-102 (1986), u
K. Nemoto "fleaokcucnepryaniH npu netansHom
3aboneBaHUM  MbILLUK  NepecagKa-K-Xo3guHy",
Transplantation, 1.51, 712-715, N 3 mapt 1991.

HecMOTpA Ha peanbHyw aKkTUBHOCTE B

obnacTtu WMMYHONoAAaBNeHW
15-pe3okcucnepryanH He obnagaeTt
JOCTATOYHOM  XMMWYECKOW  CTabWNBHOCTLID.

rlOSTOIVIy nececnegoBaHMA Kacanucb nonyYeHund
tonee cTabUnNbHLIX NPOU3BOAHBIX NYTEM 3aMeHbI

ocTarka anshaokeUrmuLHa B
[e3cKcucrnepryanMHe Ha apyrme o - W -
AMUHOKNCMOTHI.

B 9TOM OTHOLWEHWM MOMHO, Hanpumep,
cocratecl Ha K. Nishizawa "CuHTea w
Buonornyeckasn AKTUBHOCTb aHanoroe
cnepryanuHa”, J. Antibiotic, 1988, 42(M),
1629-1643 v EP-A-O 105 193.

C sTOM Xe Uenbio 3assutenem paspaboraHsl
HOBbIE aHanorn 15-nesokcucnepryanuHa,
KOTOpbIE CTPYKTYPHO OTMMYaTCH CT NPOOYKTOR,
npegnoxeHHsix B EP-A-O 105193, 1 aengoTca
XUMAYECKN cTabuneHBEIMA 7] obnapatot
MMMYHCNOAABNAKLER AKTUBHOCTLHO,
npeBbILLAaloLLeR aHarnoruHy AKTMBHOCTb
W3BECTHLIX COEAWHEHWNA.

MpoayKTel COrMacHo WM30BpeTeHuo
OTNUYaTCd  OT  M3BECTHBIX  MPOOYKTOB
wHBepcneld ceaan CO-NH, coeguHaoWwed
OCTaTOK ryaHWAWHrekcMna Wnu ryaHuaMHOKTUNA
C LEeHTpansHON aMWHOKWCITOTOM.

CoeguHeHUA-aHanor
15-Ae3oKcUcnepryanuHa cornacHo W30DpeTeHuio
npedctaesnawt cobod coeguHeHWa obLer

chopmynbl |

NH [+] ()

CCH_) CCH_?2 CCH_2
AN A ST A
2 | | | | 2

H H H H
B KOTOPOWH

n paBHO 6 Unu 8;

A - npoctaa cBAsb, rpynna CH o, rpynna
CH(OH), rpynna CHF, rpynna CH{OCHj),
rpynna CHoNH mnu rpynna CHO,

WX af0MTUBHbIE CONW.

Cpedn agduTUBHLIX CONMEl MOKHO HaaBaTb
conk ¢ KACNOTaMW,  MNOMyYeHHBIMA  Mpu
B3aMMOJEHCTBAM MUHEPAaneHOW KUCTOTEl UMK
OPraHUYecKoR  KUCNOTHI  C©  coeAMHEeHWEeM
coopmynsl | lNpegnodTuUTensHeIMK - ANa
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coneo®pa3oBaHN MUHEpPanbHLIMU KMGNOTAMK
ABNAOTCH COMAHAaA, BpomUcToBOdOPOOHAS,
cepHasn 7 chochopHas KUCMOTHI.
MpeanoyTUTENBHBIMA - OPraHUYEeCKAMM
Kucnotamu Ans coneobpascBaHWs ABMAAIOTCA
thymapoBas, ManenHoBas, MeTaHcynbgoHoBas,
LwaBenesas, NAMOHHAA WM TpUTOPYKCYCcHas
KMCNoThl.

CoeuHeHna dopmynsl | MoryT  ObITh
nonyyeHsl MO  M3BECTHBIM  crnocofam  npu
NPUMEHEHWUKW KNACCH|YeCKUX peakUUid, Hanpumep,
06pa3oBaHUS aMWOHOW CBA3W, W B YACTHOCTM,
NpUMEHAs MeTodbl, W3BEeCTHbIE B XUMWK
nenTWaoB.

CornacHo naobperteHnio cnocod nonydeHus
coegUHeHUA hopMynbl | U MX aaAUTUBHBIX conei
3aKNIYasTCA B TOM, UTO OH BKMIOYAST CTaAMID
CHATWS 2aWMTbI C coegWHeHnsa dopmynbl VII:

R

{NH o o
R
ry {CH_ ) {CH_> <CH_ )
{NA'H/ z “\NH)I\A)\H/ z q\T/ z Q\NH/R.I.
R

1

B KOTOPOWR

N 1M A UMEIT yKkasaHHble Bbille 3Ha4YeHWS;

Rq - 3aWnTHan rpynna HE]
ankokcukapGoHmna,

HanpuMep nNyTeM peakuMn C  CUNbHCR
KACMNOTON, ¢ 3ameHol Ry Ha H.

Cpedn 3aWuwanwmx  rpynn,  Kotopble
NEUroaHbl AnA STOW Uenu, MOXHO YMNOMSHYTh
ocTaTKu, NpWBEOeHHbIE HUKe c nx
KNacCUYECKAMKW COKPALLEHWNAMM

Ados = agamaHTUnokcukapOoHUn

A0S = TpeT.-aMWNoKCcUKapOboHWUn

Boc= Tper. -OyTokcukapBoHwun/apyras
HoMeHknaTypa. (1,1= gumeTunaTokcu/KapboHun)

Fmoc=8-hropeHnnmMeTnnokeMkapboHnn

Foc=cbypdyprnokcukapGoHun

Iboc=nzobopHuNoKcukapboHUn

Z =BeHannokcmnkapboHun

Z (p-Ch=n-xnopbeHannoKcrkapboHun

Z (p-OMe) - N-MeToKCUBeH3MNOKCMKapOCoHNN

Cpeon STUX T[pynn, HasblBaeMblX Janee
"aMWHO3aWMTHBIMK", rRYNNa
R 1 npegnoyTUTENEHO npeactaBnseT coOoi
rpynny Boc.

Ha npakTtuke cnocot nonyveHms coequHeHns
chopMmynel | Un¥ ogHoM W3 aAoWTUBHLIX COMeir
3aKYaeTCqd B TOM, UTO ero OcyLecTBNAKT
COrNAacHO OAHOMY M3 YKa3aHHbIX BapWaHTOB:

- BapWaHT A, KOTOPRLIA BKNKYaeT cTagunn,
COCTOSALLME U3

{a) BaanMoAe#cTBMS coeguHeHNa popMy bl
Il

R

R ENH ol > CII2
{N/\H/ 2 “\NHZ

B KOTOPOW

n paBHo 6 unu 8,

Ry - amuHozawutHaa rpynna, Hanpumep
rpynna (1,1-4uMeTnnaTtokcK)KapBoHur,

C KACMOTOW WNK XMNOpPaHrMapuacM KWCMnoThbl

chopmynsl I
o

]
A AR crro
z
o A [4]

B KOTOPOW
X - xnop vnn rpynna OH;
A - npocTtasa cBdA3b, rpynna CH o, rpynna
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CHF, rpynna CH(OCHsCgHs) wnw rpynna
CH(OCHa2);
R - Cq-Czankun, nWHERHbIA  unu
pazBeTBMNEHHbIA UK heHUnMeTUnBHas rpynna,
B OpraHW4ecKomM pacTBopuUTene (Hanpumep,

XNOPWPOBAHHOM  pacTBOpWUTENeS,  HanpuMmep
auxnopmeraHe unu xnopodopme), B
MPUCYTCTBUK aKTueartopa KapOOKCUNEHOR

rpynnel (Hanpumep, KapboguMMMaa, Takoro kak,
Hanpumep, 1,3-avymknorekcunkapboammmmnaa) n
B TMPWUCYTCTBUW HyKNeoduneHoro areHta (a
WMEHHO 1-okcnbeHsoTprasona), npw
Temnepatype mexay 0°C v npumepHo 40°C, B
COOTHOLLUEHNW NMPUMERHO 1 MONb coegnHeHns |l
Ha npuMmepHo 1 monb coeduHeHwna Il yTobbl
nony4unTb coefuHeHue cdopmynel 1V:

R

ﬁm o o
R CCH > (IVY
{N/\iH/ 2 "\m)l\n)ko/nz

B KOTOPOWA

Ri, R v n wuMelT yKasaHHble Bbllle
3HaYeHus;

A - npamaa cBA3b, CH 5, CHF,
CH(OCH 5CgHsg) unun CH(OCHa,)

©) ombineHMa coeduMHeHWa QopMynbl [V,
nonyyeHHoro TakiM obpasoM, B opraHW4ecKOM
pacTBopUTENne B MNPWCYTCTBMKM  CUNEHOrO
OCHOBAHWA C NONyYeHWeM GCOoeAuHeHWs
chopmMynsl V.

R

{NH L] O
R{H;l\HH/(CHZ)n\HH/H\ﬁ/H\OH -

B KOTOPOW
R1 W n UMeKT YKas3aHHble Bbille 3HaYeHWA,
A - npocras cefAsk, CH 5, CHF,

CH(OCH 2CgHg) unu CH{OCHz),
B) KOHOEHCaUMW  MOMYyYeHHOro  Takum
obpazoM coegUHeHUa V ¢ aMWHOM chopmynel V.

{CH » {CH >
HzH/ 2 4\T/ 2 3\NH/R1

Lo i ]

R
1

B KOTOPOWH

R{ MMeeT 3HayeHWs, yKasaHHble Bbile,

B YCNOBUAX, MASHTUYHBIX YCNOBUAM cTadun
(a) c nonyveHuem coeguHeHus popmynbl VI

) 4

{NH o o
R ry {CH ) {CH > <CH 2>
{N/&m/ 2z "\NH)I\A)\H/ z q\T/’ z :J\IH/RL
R

(VII>
1

B KOTOPOWH

R4 W n UMeloT 3HaYeHUs, YKasaHHble Bbllle;

A - npocrasd cBA3b, CH 5, CHF,
CH(OCH 5CgHsg) unn CH(OCHa3),

r nNpY HeoBXOOWMOGCTH, CHATWA 3allUTbl C
coednHeHna dopmynel VI, B KoTopol A
asnaetcq rpynnoid CH(OCH »CgHg) ¢ nomoLysio
KaTanuTUYeCKOro  r’MOpPUPOBaHKWS,  YTODLI
NONy4YuTL coeHeHne chopmynsl VI, B KOTOpOR
A asngetcd rpynnoi CH(OH),

O) CHATMA 3allnTel G coedWHeHns YT,
MONyYeHHOrD Ha CTaguu B) WNKW Ha cTaguu I),
roe A gaBndetcs npoctol cedasso, CH 5, CHF,
CH(OH), wnn CH(OCHg), urtcbbl yaanutb
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3alWnTHYO rpynny Ry, HanpumMep, npu OeicTeun
CUINBHOM KUCMOTLI, HAaNnpUMep, TPUTOPYKCYCHOA
KACMOTEl, W NOMYyYUTE  TakuMm  oBpasom
afAUTUBHYIO COMNb coeaWHeHus dopmynel |, rae
A aensetca npoctoid ceassio, CH s, CHF,
CH(OH) nnn CH({OCHS3), 1

e) npwu HeoBbXxoauMocCTH, nonyyeHne
coeduHeHua copmynel 1 B BUAe ceobGogHoro
OCHOBAHWA NpPK ASACTBUN CUITEHOMO OCHOBAHWS,
c nocregywuwrMm nepeBodoMm  cBoboaHoro
OCHOBAHUA, B COMU NPUCOSIWHEHUS;

- BapWaHT B, KOTOpbIi BKMOYaeT cTagnu:

{8) B3aMMCAEACTBMS coeanHeHWA popMy bl
VI

(CH > CCH >
Hz"/ Z 4\T/ z 3\NH/R.1.

(VL)

R
1

B KOTOPOWH

R1 - amMuHO3alWKTHAA rpynna, yKasaHHas
BbILE, Hanpumep
(1,1-gMmeTnnsToKeKn))KapboHU)

C KUCNOTOW WMU XMOPaHTMAPUAOM KWUCMOTEI
chopmynsl I

o 0
)\ )-l\ /R (Tt
z
¥ A o

B KOTOPOW

X - arom xnopa \unK rpynna OH;

A - npocTtasa ceaA3b, rpynna CH o, rpynna
CH(OCHsCgHs), rpynna  CH(OCHsg), wnn
rpynna CHF;

Ry - Cy-Cz-ankvn, nNWHERAHBIA MK
pasBeTBMeHHEIR, UNn deHunMeTUnLHaa rpynna,

B OpraHW4eckoMm pacTBopuTene (a WMeHHo,
XNOPVYPOBAHHOM  pacTBOpWUTENe,  HanpuMep,
AuxnopMeTaHe nunu Xnopodopme), B
NPUCYTCTBUK aKTveartopa KapOOKCUNEHOR
rpynnel {(a umeHHo, kapboaumuuaa, Hanpumep,
1,3- anuuknorekcunkapbogmmmmaa) 7] B
NMPUCYTCTBMU  HYKNeodUNbHOrC  areHta  (a
WMEHHO, 1-oKcHbBeH3oTprasona), npwm
Temnepatype mexay 0°C u npumepHo 40°C,
NPM  COOTHOLUEHWW  nNpUMepHo 1 MOMb
coeguHeHua VI Ha npumepHo 1 Monb
coegnHeHnsa ll, ¢ nonydveHnem coefuHeHns
chopmynel VIII:

(YITI>

0 L]
R CCH_» CCH_Y
z\b/”\A/H\HH/ z 4\T/ 2 3\'Mllﬂfﬁl
Rl/

B KOTOPOWR

R1 ¥ Rz umeloT ykasaHHble Bbille 3Ha4YeHWS;

A - npocTtasa cBaA3b, rpynna CH o, rpynna
CH(OCHsCgHs), rpynna CH(OCH4) nnu rpynna
CHF,

6) ombineHve coepuHeHus chopmynsl VI,
NonyYeHHOro TakiM obpasoM, B OpraHUYecKoM
pacTBOpWTENe B MPWCYTCTBUM  CUILHOMO
OCHOBaHWA © MNOMNyYeHWeM CoeAMHeHWs
chopmynsl IX:

] L]
{CH > {CH >
Ho)l\n)l\NH/ z 4\T/ 4 3\"H/R1 CTHS
R
1
B KOTOPOWH
R1 MMeeT 3HayeHWA, yKasaHHble Bbile;
A - npocTtasa ceaA3b, rpynna CH o, rpynna
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CH(OCH»CgHg), rpynna CH(OCH3) nnu rpynna
CHF,

B) KOHOAeHCaUUIo coeuHeHUa dopmynbl |IX,
NOMyYeHHOro  TakiM  06pa3oM, ¢ aMHWHOM
chopmynsl Il

R

{NH

R (IT1>
I’y {CH >

{N&H/ z2 n\NHZ

B KOTOPOWH

n paeHo & wnuv 8, U Ry mMeeT 3HadeHus,
yKkazaHHble Bbllle,

B YCMNOBUAX, WAEHTUYHLIX YCMNOBWAM CTagWK
(a) c nonyveHuem coeguHeHns dopmynbl VI

4

{NH 0 [¢]

R A CCH_? CCH_>» {CH_>
{N)\IH/ 2 “\NH)I\A)\H/ A Q\IH/R.L
Al CYII»

B KOTOPOW

R4 W n UMeloT ykasaHHble Bbille 3HaYeHus;

A - npoctaa cBAsb, rpynna CH o, rpynna
CH(OCHyCgHs, rpynna CH(OCH3) wnu rpynna
CHF,

r npWu HeoBXOAWMOCTW, CHATUE 3allWThl C
coednHeHMa dopmynsl VIl, B KoTopol A
apnaetca rpynnod CH{OCH  5CgHs), nyTtem
KaTanMTAYEeCKOro  TMOPWPOBAHKWS,  YTODbI
nony4uTs coeduHeHue opmMynel VII, B KOTOPOHR
A gengetcsa rpynnoi CH(OH),

4) CHATWe 3allWTbl G MONYYEHHOro TaKum
obpazom coefgMHeHWa copmynel VI nog
OeACTBMEM  CUMBHOW  KMCNOTbl  (Hanpumep,
TPUPTOPYKCYCHOR KMCNOTEI), YTCCLI NONyYMTh
affouTMBHYIO COMb coealHeHKns dopmynbl |, rae
A gaBngeTcq NPOCTOA CBA3bID, rpynnoid CH o,
rpynnoAd  CH(OH), rpynnoA CH(OCH3) wnn
rpynnoi CHF,

e) npwu HeoBXoOMMOCTH, nonyyeHue
coednHeHMs ¢opMynsl | B Buae ceobogHoro
OCHOBaHWS Nof, AelCTBMEM CWIBbHOMO OCHOBaHWSA
c nocrnedylowuM  nepesofom  ¢cBoBoAHOrO
OCHOBaHWS B COMb NMPUCOEAVHEHUS,

- BapwWaHT C, KOTOpLIA BKNOYAET crenytoLne
cTaguu:

(a) aumnupoBaHe NHo-KOHUA OCHOBaHWA
chopmynbl X:

R

{NH o
R{NAH/(CHZ)“\IH)RCH/NHZ ”

B KOTOPOWH

Ry - 3alnTHag rpynna, ykasaHHas Bhbille,
Hanpumep (1,1-AUMEeTUNITOKCU)KapboHW,

n paBHO 6 unu 8,

C NOMOLLIbHO xnopdopmMuara nnu
CUMMETPUYHOTO kapboHaTa (Hanpumep,
Buc-(4-HuTpodeHnn/kapboHara), B WHEPTHOM
pacTBopuUTENne nNpW KOMHATHOW Temnepartype
15-25°C,

(6) aMWHONM3 NOMyYEeHHOro Takum oGpasom
coeMHEeHMa aMWHOM opmyIbl VI:

CCH > CCH >
HZH/ Z 4\T/ z 3\NH/R1

(VI

R
1

B KOTOPOWA

&
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R4 umeeT ykasaHHble Bbille 3HAYEHUSA,
4TOBbI NONY4UTb coefuHeHne cdopMynbl VII:

) 4

{HH (] (]
R I {CH_ ) {CH_> {CH_ >
{N/\m/‘ 2 “\NH)I\A)\H/ Z q\N/ z a\NH/R1
lltl (YII>

B KOTOPOWH

R1 1 n uMeloT ykasaHHble Bbille 3HAYeHNs;

A - rpynna CHaNH,

B) CHATWE 3aluTbl C MONYYEHHOrO TaKWUM
obpasomM coefnHeHua VIl npu aeicTBUM CUNbHOMR
KMCMoTHI (Hanpumep, TRPUDTOPYKCYCHOR
KMCINOTHI), 4TOOLI NONy4YnTH conb
NPUCOEONHEHUE COeAUHEHUA QopMynbl |, rae A
apnsetca CHoNH, 1

r npwm HeobXoOuMoCTH, nonyyeHue
coedunHeHUa ¢opMynel | B BWAe ceobogHoro
OCHOBAHWA NP A8AGTBUW GUITBHOMO OCHOBAHKS,
c nocnegywlrM nepesoaoMm  ceBoboaHoro
OCHOB&HUS B COMb NPUCOEAUHEHNA, U

- BapwaHT D, koTopLIA BKNIOYAET criedyiomne
cTaguu:

{a) B3anMoaeiAcTBME coeguHeHns dhopmynsl
VI

CCH_» CCH_»
Hz"x Z 4\T.—’ z S\NH/RJ.

(VI>

R
1

B KOTOPOW

Ry - amuHo-3awuMTHaa rpynna, ykasaHHasd
BblLIe, Hanpuwep
1, 1-4UMeTUN3ToKCU/ KapboHU),

c kapboHaTom dopmynesl 1"

L] 4]

A AR I’
C H O OCH %)
B 5 Z

B KOTOPOW

Ro- C4-Cz-ankun TNMHERAHLIRA nunu
pazBeTBMeHHbIA, UMW heHUnMeT s,

B WHEPTHOM OpraHWYeckoM pacTBoOpuUTEne
(Hanpumep, Takom apoMaTUYEecKoM
pacTBOpUTENe, KaK TOMyon), NpW Temnepatype
KaneHna ¢ obpaTHbIM - XONOgWNEHUKOM MRy
COOTHOLLUEHUM NpuMepHo 1 Monb coeauHeHus Vi
Ha npumepHo 1 mMonb coeguHeHWa Y, JTobel
nonyYnTL coeguHeHue QopMyIbl:

(YITI>

L4} O
R {CH_2» {CH_»
Z\O)KA)\!H{ 2 4\]4/ 2 S\NH/RI
Ll

B KOTOPOW

R1 ¥ Ry MMeloT yKkaaaHHbIe BhILWE 3HAYeHUs,
A - rpynna CH20,

6) ombineHre coeauHeHusa dopmynel VI,
nonyyYeHHOro TakvM oBpaaoMm, B OpraHWYecKoM
pacTeopuTene B MPWCYTCTBMU  CUMBHOrO
OCHOBAHWA, 4TOOBI MNOMYYWTE COEAUHEHWe
chopmynbl IX:

L] o]
{CH_ > {CH >
HO)I\A)I\NH/ 4 4\T/ 4 3\"H/R1 CINS
R
1
B KOTOPOWH
R1 UMeeT ykazaHHble BbilLE 3HAYEHUS;
A - rpynna CH»0O,

B) KOHAEHCaLU WO NONYyHYeHHOro TaKMM
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obpasom coeguHeHus opmMynbl X ¢ aMUHOM
chopmynsl Il
R

{NH
R (IXI>
s {CH >
{N)\QH/ 2 "N
2/

B KOTOPOWA

R{ vMeeT ykasaHHble Bbllle 3HAYeHUS;

n paBHO 6 unwn 8,

B OpraHWYecKoM pacTeopuUTene (Hanpumep,
XNOPUPOBAHHOM  pacTBOpUTEns,  Hanpumep,
AuxnopmMeTaHe nnu Xnopodopme), B
NPUCYTCTBUK aKTueaTtopa KapOOKCUNEHOR
rpynnel (Hanpumep, kapGoanvMUaa, Takoro Kak
1,3-OMUKnKnorekcunkaptogummmnaa) " B
MPUCYTCTBUK HYKNeoguneHoro areHta
{Hanpumep, 1-okcnbeHacTpuasona) npw
Temnepatype mexay 0°C u npumepHo 40°C,
IpM  COOTHOLWUEHWW  npuMepHo 1 MOMb
coefvHeHna  1X  Ha  npumepHo 1 MONb
coednHeHus |, 4ToBbl NoONyYnTL CoeMHEeHue
chopmynsl VII:

4

{NH 0 []

R s CCH_) CCH_> <CH_)
{N)\IH/ 2 “\NH)I\A)\H/ 4 q\N/ F4 Q\IH/R.L
]Ill (¥II»

B KOTOPOW

R—] M N MMekT YKazaHHble paHee 3HaveHN4;

A - rpynna CH50,

r) CHATME 3awWuTel C coeduHeHus VI,
nonyyeHHoOro Takum obpasoM, npu OelcTeMM
CUIMBHOR KUCMOTLI (HAanpuMep, TPUTOPYKCYCHOM
KUCMOTHI), uTOGLI NoMny4YnTb conb
NpUCoeanHEHUa CoeguHEHUs opMynbl |, rae A
apnaetca CH»0, n

a) npw HeOBXOOUMOCTH, nonyyeHue
coeduHeHWa opMynsl | B BWAe cBoGOOHCrO
OCHOBAHWSA NPpW A8AGTBUKM CUITEHOMO CCHOBAHMS,
C nocrnepywlwrMm nepesogcM  cBobBopHoro
OCHOBaHWA B COJlb NpUCOoeHEHWNA.

CoefuHeHue VI, roe Ry aBnaetca rpynnowr
{1,1-aMMETUNSTOKCU)KAPOOHUIOM, MOXeT ObiTh
nomyyeHo NoO  MeToauke,  NpeanoMeHHOR
Paimongom [x.BepiepoHom, "OBWWA CUHTE3
{ +)-15-geackcncnepryanuua”’, J. Org. Chem.
1987, 52, 1700-1703.

CoegmHeHua copmynsl [V MOXKHO NONyYUTb
06pa3oBaHMEM CMELLAHHOro  aHrMgpuaa o
nocnegyowmmMm aMUHONWA0OM: KUCMNOTY chopMyntl
1 BBOAAT BO B3aMMOAeACTBME o
XrnopgdopmMuaToM, Hanpumep,
N3oByTUNXNopdOpPMHUATOM, B MPUCYTCTBUMK
OOHOMO SKBMBAMNEHTA TPETUYHOIO OCHOBAHWA,
Hanpumep, N-MeTUNMOpgonKHa, B WHEPTHOM
pacTBopUTENE MNpK TemnepaTtype okono -30°C B
TedeHne npumepHo 0,5 4, notom gobaenawTt B
peakLNoHHYK cpedy ocHoBaHue Il

ObpasoBaHe aMUOHOR CBA3WM TaKKe MOXeT
ObiTb  OCYLEecTBNeHO MO  W3BeCTHbIM  AnsA
cneuuanicTon MeTOONKaM, Hanpumep,
auunupoBaHMeM  CCOTBETCTBYHOLLErC  amMuHa
XNOPaHTMAPUAOM KMCMNOThI B WHEpPTHOM
pacTBopUTEene B MNPUCYTCTBMKM  CUNBHOrO
OPraHW4ecKore OCHOBaHWSA.

MpoMexyTouHblE coeguHeHns opmynel VI,
B KoTOpoi R4 #ABngeTcA amWHO-3alWWUTHCR
rpynnol, HanpWmep, TWNa okcukapboHWwna, n
PaBHO 6 UNK 8 U A ABNAeTCA NPOCTOR CBA3LHKD,
rpynnoid  CHs, rpynnod  CH{CH), rpynnoci
CH(OCH3), rpynnoi CHoNH, rpynnoid CH20,
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rpynnod  CHF  wnu rpynnoid  CH{OCH5>CgHs),
ABMAKOTCH HOBBLIMWU COEBAUHEHUSMU.

CoefduHeHWa cornacHo KaobpeteHunio MoryT
BXOOWTb B chapMaleBTHUYeCKMe KOMMNO3UL MK,
nposBnsloWmne  MMMYHOOENPEeCCaHTHLIe
CBOWCTBA, B KOTOPbLIE BBOAAT (bapmMaUeBTAYESCKA
AOMyCTUMEIE 000aBKK. AKTUBHLIA WMHrpeaUeHT
BBOAAT B papMaKoMMNoO3nLKUIO B TEPANEBTUYECKN
3 HEKTUBHOM KONMYecTRe.

HaobpeTeHve vnncTpUpyeTcs npyuMepamiu
" pesynstaraMu hapmakonoryeckix
WCNbITAHWA  COeQUHEHWA  U300peTeHns U
CPaBHUTENEHLIMA pe3ynsTaTamun, NonyYeHHbIMK
C M3BECTHLIMU U3 YPOBHA TEXHWUKW NPOOYKTaMK.
McnonbaoBaHHaa HUKE HOMEHKNAaTypa ABNaeTcs
HOMeHKNaTypoKr, ynotpetnsemoi B Chemical
Abstracts, cornacHc STOR  HOMeHknaType
CNOXHbIA  auachup  Twna TpeT. OGyTun- U
aTUn-ankaHgvoaTta obosHadeH Kak "ankaHguoBas
kuenoTa, (1,1-4MMeTUn-sTUN) STUMNOBLIA achup”.

MpuroToBneHue 1

{({B-AMMHOrEKCUN)MMUHO)METINEH)DONC-Kkapb
aMuHoBas Kucnora,
owvc-(1,1-AMMeTUNSTUNOBLIR))3chnp.

MpKn  nepemewVBaHUM  MPU  KCMHATHOM
Temneparype npubasnawt 17,23 1 (0,148 monb)
1,6-rekcaHamamMnHa Kk pacteBopy 43 r (0,148
MOnNb)
N,N'-6uc(TpeT.0yTOoKCUKapOOHUMN-S-MeTUNU30TUO
moudeBuHsl B 300 mn TeTparnpodypaHa.
PeaKuWoHHy0 cpely nepeMellnBaloT B TeYeHUe
16 4. lMocne BoinapuBaHWa pacTBOPUTENA
nonyvyeHHbIA ocTaToK XpomaTorpadupytor Ha
oKcKae  KpeMHWA,  SMUpya CMECHID
xnopodopm/staHon 3: 1 (06bem/obbem), NOTOM
CMEChIO sTHUnauertar/MeTaHon/pacTeop aMmMmMaKa
KOHUEHTpaLuuer 32% B Bode 6:3:.0,1
(0BbemM/obbem/obLem). Takum obpasom
nony4arT 19,7 1 (Bbixog 37%) »enToro macna.

TH-AMP (CDClg): 1,25-1,60 (m, 28H),
2,7 (1, 2H), 3,5 (x, 2H), 8,3 (1, 1H), 11,5 (¢, TH).

Pabotad no ananorMyHol MeTOAUKE,
nony4aroT crneiyrolwni NpoayKT:

(({B-AMUHOOKTWN)MMUHO)METNeH)bUc-Kapba
MWHOBasA kucnorta, Bue-(1 1-QUMeTUNaTUNOBLIA)
achup.

TH-amP (CDClg): 1,3-1,7 (m, 32H), 2,7
(T, 2H), 3,4 {x, 2H), 8,3 (1, 1H), 11,5 (c, 1H).

Mpurotoenexue |l

8-((1,1-OumeTnaToKkcKn)kapboHin)-12-okco-2
,6,11-Tpuasa-tetTpagekaHgmnosas KucnoTa,
1-(1,1-MMeTUNSTUN)-14-9TUNOBEIA 3ChUp.

Mpowbaenawr 0,82 r (4 #1028 MONb)
1,3-OMumnknorekcunkapbogummmnaa K pacTteopy,
oxnaxaeHHomMy Ao 0°C, 3 0,53 r (4.10'3 MOINb)
sTMNManoHarTa B 20 MIT 6e3BogHoro
xnopodgpopma. lNocne 0,5 4 nepemellnBaHKA
npubaensoT no Kannss npu QO °C 1,04 r
(3 +1072 monk)
10-aMWHO-6-((1,1-AWMeTUNaTOKCH ) KapboHun-2,6-
AnaszafekaHoBOW KWCNOTHI,
1,1-o0MMeTNaTUNoBOro scupa B pacteope B 5
wmn BespogHoro xnopochopma. MNMepemelwneaot 5
Y MpW KOMHATHOR TemnepaTtype W nNpubasnaAwT
106 1 (8.10'3 MONb) atunManoHaTa u 1,64 r

(8 «10° monb)
1,3-OMuUKrKnorekcunkapboguMmmnia.
[MepemelunsaoT 1 Y " BbiNapuBaloT
pacTBoOpUTENE NPU  MOHWKEHHOM  JaBneHWK.
[MonyJeHHbIA nacTtoobpasHLIA OocTaToK
XpoMaTtorpachmpyloT Ha  OKCuae  KpemHuWs,
SMloUpya cMmecklo aThnauertara/rekcaHa 1: 1
(06bem/obbem) noToMm aTUNaLeTaToM.
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Monywator 0,95 r (Bbixog 69%) ueneBoro
npocaykTa B BWIde Macna.

TH-aMP  (CDCly):: 1,25 (1, 3H),
1,40-1,70 (M, 24H), 3,10-335 (m, 10H), 4.2
(K, 2H).

MpurotosneHue Il

6-((1,1-dumeTtunstokcn)kapboHun)-12-oKkco-2
,6,11-Tpuasa-TeTpagekaHanosas KcnoTa,
1-(1,1-O0MMEeTUNITUNOBLINA) 3ChuUp.

Pacteopsaior 0,95 r (2,07 1073 MOMb)
npeaykTa, NonyyYyeHHoro B NpUroToBneHun I, B
cmecn 20 mn 1H rugpokenaa Hatpua n 20 Mn
AMMeToKcKuaTaHa 11 (obbem/obbem).
Mepemewmnsaor 15 MWH  NpU KOMHATHOR
TeMnepartype W yMeHbllaloT Ao TpeTn obbem
PeaKUUMOHHOW cpedbl, KOTOpYIo NOAKAGNAIOT
3aTem fdo pH, nexawero mexgy 2 n 3, 1H
COMNAHOR KMCNOTOW. MoTOM 2 pasa sKeTparnpyoT
50 mn xnopodopma. lNocne ynapyveaHKia npM
MNOHWNEHHOM  AAaBMeHWK opraHudeckux a3
nonyyeHHbIA  OcTaTOK XpomartorpaddupyloT  Ha
oKCWae  KPeMHWA,  SMOUPYS  CMechto
atvnayetarametraHona 3.1 (o6bem/obbem),
NOTOM MeTaHonoM. TakiMm obpas3oM nonyyaroT
0,75 r (BbIXoA 84%) LeneBoro npodykra B BUAS
macna.

TH-AMmP (owmeTtuncynecokeua-de). 1,40
(c, 18H), 1,55 (M, 6H), 2,90 (m, 4H), 3,15 (M, 6H).

MNpurotoBneHne IV

3-(((1,1-QMeTNaTOKCKH)KapbOHNN)aMUHO)-2
0-((1,1-OMMeTUNITOKCK)
kaptoHun)-12,14-guokco-2,4,11,15,20,
24-rekcaasaneHTakos-2-eHaMoBas
Bune-(1,1-4MMeTUNSTUNOBLIA)3chnp

MpuGaBnaT Npu nepemMellMBaHn npn 0 °C
kK pacteBopy 0,5 1 (1,16.10'3 MOIb) NPOOYKTa,
nofnyvyeHHoro B npurotoeneHun I, 8 30 mn
BespogHoro Xnopochopma 0,46 r
(2,32 «107% Monb)
1,3-guuunknorekcunkapbogummnga 10,0155 r
(0,11 03 MONb) rMgpaTa-1-okcubeH3oTprasona.
Mocrne 0,5 4 nepeMellnBaHWA peaKkUMOHHOR
cpenpsl npubaenaoT nNo kannam npu 0 °C 042 r
(1,164107% mors)
{({6-aMUHOTEKCUMMMUHO)METUNEH)OMC-KkapBamK
HOBOW KucroTel, 6wue-(1,1-OMMeTUN3TUNOBOrO)
achupa {nony4eHHoro no MeToauke
npurotoeneHnsa 1 Bblwe). CHoBa nepemelUunBanT
peaKLMOHHY cMeck Npi 0°C B TeueHWe 1,5 v,
notom npwasnsawt 0,23 1 (1,16.10'3 MOnb),
1,3-OMunKnorekcunkapbogummmnia 1
NpCACIKAaT NepeMellMBaHue B TedeHue 24 Y
npW KOMHATHCH Temnepatype. PacTBopuTenb
BLIMAPUBAKOT MPWU  MOHWNKEHHCOM [O3BMeHUM W
nonyyeHHbIA OcTaToOK XpomartorpadupyloT  Ha
oKCWae  KPeMHWA,  SMOUPYs  CMechto
aTunaveTaTa/rekcaHa 1:1 (o6bem/obbem), NoToM
sTunayeTarom W, HakoHeL, CMEChHD
aTunaueTtara/MetaHona 9: 1 (obbem/obbem).
Takum obpaaom nonyqatwT 0,7 1 (Bbixof 73%)
LeneBoro Npodykra B BWAe Macna.

TH-AMP  (CDCl):  1,3-1,7 (M, 50H).
3,1-3,3 (M, 12H), 34 (k, 2H), 48 n 53 (c
wup, 1H), 6,8 v 7,15 (c wwnp, 2H), 8,3 (T,
1H), 11,5 (¢, 1H).

Mpumep 1

N-(4-((3-(AMUHO)NPONKUM)aMUHO)BY TIUN)-N'-(6-
{{amuHOMMUHOMETIN)-
-aMWHO)reKcun)-nponaHanammng,
TpaHc-(TpudTOopaueTarT)

Pacteopawer 0,7 (0,9 «10°3 MOINb)
npcayKTa, nonyYeHHOro B NpurotoeneHun 1V, B
10 MmN TPUDTOPYKCYCHOR KucnoTel U 10 mMn

KMCNOoTAa,
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OeapogHoro  guxnopMeraHa.  PeakuuoHHylo
CMeChb nepemMelluBaloT 24 Y NpW KOMHATHOMR
Temneparype, noToMm BbINApPUBAKOT

pacTBOpUTENbL MNPWU  MOHWKEHHOM  OABMEHWN.
[NonydyeHHbBId ocTatok nornowawT 150 Mn
AACTUNNMPOBAHHOA  BOALI W NUOMUIM3YIOT.
Octatok  ocunwaor  HKXCA  (KnAxkocTHOK
Xpomartorpadheid npM cpedHem AaBneHWW) Ha
obpatumoi chasze (okcua KpemHus RP - 18)
SMOUMpYys  CMecblo  BOAa  (aueTCoHUTPKN)
TPUTOPYKCYCHad KMcnoTa 7:2:1
(06bem/obbem/obbem). MonyyawT 0,43 1 (BbiXo4
66%) OuYeHb  TUrPOCKOMUYHOrC  TBEPAOro
npoaykra.

TH-AaMP (ammeTuncynbdokena-dg):
1,2-1.6 (m, 12H), 1,9 (M, 2H), 2,9-3,1 (m,
14H), 7.2 (c wwp 4H), 7.7 (1, 1H), 8 (m,
5H), 8,7 (c wwnp. 2H).

BHAMP  (auMeTuncynscokena-ds). 22,5,
234, 254, 256, 257, 280, 285, 358,
37,6, 38,2, 40,3, 43,0, 435 46,1, 1566,
166,9(2C).

[MpurotoBneHue V

3-(((1,1-ArMeTnNaTOKCU)KapOOHUMT)aMUHO)-1
4-0Kc0-2,4,13-  -TprasareKkcagek-2-eHonoBas
kucnota, 1-(1,1-AMMeTUnaTin)-16-sTUNoBLIA
achup

PatoTtatoT ne Metoguke npuretoeneHna 1V n
Mexodsa ma 1,321 (10.10‘3 MOnNb) STUNManoaHara
" 2 r (5,1841073 MOmb)
({{B-aMWUHOOKTUN)UMUHO)METHUNEH)-OWC-Kapbamm
HOBOW KucnoTsl, 6uc-{1,1-OMMeTUN3TUNOBOrO)
achupa, nonydatot 1,96 r (Bbixod 75%) uenesoro
npodykra B BUAE macna.

TH-AMP  (CDClg): 1.25-1,70 (M, 33H),
3,25 (k, 2H), 3,30 (¢, 2H), 3,40 (k, 2H),
4.2 (k, 2H), 7,25 (c, 1H), 8,3 (c, 1H), 11,5 (c, 1H).

MNpurotoenexne VI

3-(((1,1-AumeTrnaToKcu)kapboHUN)aMUHO)-1
4-okco-2,4,13-Tprazarekcagex-2-eHguoBas
kucnora, 1-(1,1- AUMeTHUNITUNOBLIA) ShUp

PaBoTtaoT no metoguke npurotoeneHus |l m
mcxoaa mna 1,96 r (3,92.10'3 MOML) NpoayKTa,
NoAy4YeHHore B NPUrOTOBNEHWMK V, nonydarot
1,92 r (Bbixog: 100%) uenesoro npodykra B
BMae Macna

TH-AMP: {CDClg): 1,25-1,70 (m, 30H),

3,27-3,39 (m, 6H), 7,25 (c, 1H), 8,40 (c, 1H).

MpurotoeneHune VIl

3-(((1,1-AnMeTNNaTOKCU)KapO OHUM)aMUHO-22
-({(1,1-OMMEeTUNITOKCK)
kapbonun)-14,16-guokco-2,4,13,17,22 26-rekcaa
3arenTtakos-2-eHanoBas KMcnorTa,
Buc-(1,1-AMMeTUNSTUNOBLIR))athKp

PabcTalT no MeToauke NpUrotoeneHna IV u
Mexoaa ma 1,85 r (3,92.10'3 MOSE) NPOayKTa,
nofnyvyeHHoro B npurotoBneHun VI, v 1,35 r
(3,92 «107% Monb)
10-amnHO-6-{(1,1-ONMETUNITOKCH)
kapboHWn)-2,6-ana3afekaHoBOA  KMCNoTel, 1,
1-(AMMeTUNSTUNOBOro) adhmpa, nonyydatot 0,41
(BbIX0A 13%) LeneBoro NpodyKTa B Bluae Macna.

TH-amP (CDCl3): 1,30-1,70 (M, 54H),
3,1-35 (M, 14H), 48 u 53 (¢ wwup., 1H),
6,71 7,1 (cwup., 2H), 8,3 (1, 1H), 11,5 (¢, 1H).

Mpmep 2

N-(4-((3-aMuHO)ponUMaMUHO Oy TM)-N'-(8-(
(aMWHOMMWHOMETWN)
aMUHO)OKTUMN)-NponaHauamMma,
TpUc-(TpudTopaueTar).

PabortatoT no meToguke npumepa 1 u ncxons
ms 041 r (0,51.10'3 MOmMb)  NPOAyKTa,
NofyYeHHore B npurotoBneHun Vil, nonyvawor
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0,24 r (BbIxop 65%) uenesoro npogykra B BUAE
macna.

TH-AMP (aumMeTuncynedokeua)-dg):
1,2-1,6 (a, 16H), 1,9 (M, 2H), 2,9-3,1 (M,
14H), 7.2 (¢ wup., 4H), 7,7 (1, 1H), 8 (M,
5H), 8,7 (c wwp. 2H).

B amp (onmMeTuncynsokeua)-de):
229, 23,7, 260, 261, 28,3, 284, 285
28,6, 36,2, 37,9, 38,6, 40,7, 433, 43,8,
46 4, 156,8, 166,7, 166,9.

MpurotoeneHwre VIII

3-({(1,1-OnmeTrnaTokcKn)kapboHun)amuHo)-1
3-meTokcu-12-okco-2,4,11-
TprazareTpagek-2-eHanoeas KMcnora,
1-(1,1-0MMeTUN-3TUN)-14-MeTUNCBLIGA 3chup

PaboratoT no metoguke NpUrotTosneHus IV un
nexoas m3 1,8 roo(12 «1073 MOINb)
2-MeTOKCHNPONaHOWOBOA KWUCNOTLI, METWUNOBOrO
achmpa, u 4 r (11,10%  wmonk)
{{{6-aMUHOrekCUMMMUHOIMETUNEH )OUC-Kapbamu
HOBOW KMCNOTHI,
Bue-(1,1-guMeTunstTunoBoro)adpupa, 1 3aMeHnB
XNopochopM Ha AuxniopMeTaH, nony€awt 4,8 r
(BbIXOA 87 %) LieneBoro nNpoayKra B BUuae macna.

TH-amP {CDCl3): 1,35-1,65 (m, 26H),
3,2 (m, 2H), 3,35 (k, 2H), 345 (c, 3H), 3.8
{c, 3H), 4,3 (¢, 1H), 6,7 (r, 1H), 8,3 (1,
1H), 11,5 (¢, 1H).

MpurotoeneHre IX

3-({(1,1-OnmeTnnaTokcKn)kapboHnn)amuHo)-1
3-meTokcu-12-okco-2,4,11-TpuaszaTteTpagek-2-eH
anmoeaa  kuenota,  1-(1,1-AMMETHUNSTUNOBLIA)
achup

Pabortatot no metoauke npurotoeneHms Il wn
mexods ma 46 r (94 o103 MONb) NpPOAyKTa,
nonyvyeHHoro B npuretoeneHun VI, nonydatot 4
r (Bbixod 89%) ueneBoro npoaykta B BUAS
macna.

TH-ampP (CDCl3): 1,3-1,65 (M, 26H),
3,1-35 (m, 4H), 3,6 (c, 3H), 43 (c, 1H),
8,7 (t, 1H), 8,4 (7, 1H), 11,5 (c wwp., 1H).

MpurotoBneHue X

3-{((1,1-OnmMmeTMnsTOKCK)kapboHUN)amMuHo)-2
0-((1,1-OMMEeTUNITOKCH)
kapbonun)-13-meTokcun-12,14-guokco-2,4,11,15,
20, 24-rekcaasaneHTako3-2-eHAWoBRaa KACNoTa,
Buc-(1,1-0MMeTUNaTUNOBLIA) achKUp

PaboTatoT no metoguke NpUroToBneHus IV un
mexoga w3 377 1 (8 «1073 MOINb) NpOoOyKTa,
NoAyYeHHOro B NPWroTOBNeHMK X, u 2,7 r
(8 41072 Monb)
10-amMnHo-6-((1,1-uMeTUNaToKCK ) KapOoHun)-2,6
-AMa3aeKaHoOBOA KACNOTHI,
1,1-{AMMeTMNSTUNOBOIC) SdUpa, U 3aMeHUB
XnopochopM Ha guxnopmertaH, nonydawt 4 r
(BbIXOA 63%) LleneBoro NpoayKra B BUae Macna.

TH-AmP (CDClg):  1,3-1,8 (™, 50H),
3,0-345 (m, 12H),36 (c, 3H), 41 (m, 1H),
48 1 53 (c wup.1H), 6,2 (¢ wup., 2H), 8,3
(T, 1H), 11,5 (c, 1H).

Mpumep 3

N-(4-((3-(amuHo)nponumamMuHo)oy TUn)-N'-(6-
((aMUHOWMUHOMETUMN)aMUHO)
rekcun)-2-MeToKCUnponaHaMammnz,
Tpuc-(TpudTopaueTar)

PabortatwT no metoguke npumepa 1 n ucxond
wa 347 r  (4,3,10° mMons) npopyka,
NoMyYeHHoro B MNPWUroToBneHun X, nonyqaror
2,86 r (BblxoA 89%) LenesBoro npodykra B BUAE
macna.

TH-AMP (anmeTmncynsokena-dg):
1,25-1,70 (m, 12H), 1.9 (m, 2H), 2,85-3,2
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(m, 12H), 3,25 (c, 3H), 4,1 (c, 1H), 6,887
(M, 12H).

BC.AMP  (CD;OD); 24,2, 25,3, 27,36,
27,37, 299, 30,2, 379, 392 40,2 425,
457, 8,6, 158,7, 169,4, 169,8.

[MpuroToenernne Xl

6-((1,1-OnmeTnnaTokcn)kapOoHnn)-13-MeToK
cu-12-0kco-2,6,11- TpuazateTpagekaHoWoBas
kuenota, 1-(1,1-aumeTnnatun)-14-meTnnoBLIA
achup.

PaboTtaT no MeToauke NpuroToeneHa 1V n
ncxoas ms 2,62 (17,7 1073 MOk
2-MEeTOKCHMNPONaHONOBOA KWUCNOTLI, METUNOBOIO
sbpa, M 345 1 {10,0s410°  morb)
10-amMWHO-6-((1,1-OMMETUNITOKCH)
KkapboHWn)-2,6-aMasanekaHoBoOr  KWCMOThI,
1,1-(AMMETUNSTUNOBOIC) sdhupa, nonyyatoTt 1,51
(bixog 18%) npogykra, Uenesorc B BUAS
macna.

TH-AMP  (CDClg):  1.4-1,8 (M, 24H),
3,1-34 (m, 8H), 35 (c, 3H), 3,8 (c, 3H),
4.3 (c, 1H), 4,8 5,3 (c, wup., 1H), 5,7 (c, 1H).

MpuroToeneHune Xll

8-({1,1-OumeTrnaTokcK)kapboHun)-13-meTok
cu-12-okco-2,6-11- TpuazareTpagexkaHonoBas
kucnota, 1-(1,1-AMMeTUNSTUNOBLIA) schup

PabortatoT no meToguke npurotoneHund |l n
mexoaa m3 1.5 1 (31 o103 MOMb) MpoAayKTa,
NOMAYYEHHOrC B MNPUroTOBNEeHUK XI, nony4qarkTt
1,18 1 (Beix0f 81%) LeneBoro Npodykra B Bude
Macna.

TH-aMP (CDCl3): 1,418 (M, 24H),
3,15-3,35 (M, 8H), 3.5 (c, 3H), 4,3 (c, 1H),
5,2-5,7 (c gBorHol, 1H), 6,3-6,2 (C OBOWHOM,
1H).

MpurotoenerHune Xlll

3-(((1,1-AuMeTNSTOKCU)KapOOHUM)aMNHO)-2
2-((1,1-AMMEeTUNSTOKCK)-KkapBOHWU)
-15-MeToKken-14 16-guokco-2,4,13,17,22,26-rekc
aasarenTakoa-2-eHanoBas KMCnerTa,
Buc-(1,1-aMMeTUNSTUNOBLIA ahup

PaboTtaloT no Metoguke npurotoeneHus IV n
mexeaa ma 1,18 r (2,56.10'3 MOnL) Npoaykra,
NofyYeHHoro B npurotoBneHun Xll; nonyvator
1,4 1 (BbIXOg 65%) UeneBoro npogdykra B Buae
macna.

TH-AMP (CDClg): 1,3-1,8 (M, 54H),
3,1-3,7 (m, 16H), 41 (c, 1H), 48 n 53 (c
wup., 1H), 6,2 (c wwp. 2H), 83 (r,1H), 11,5
(c, 1H).

MNpumep 4

N-(4-((3-(ammrHo)nponunaMmuHO)GY TUN)-2-MeT
OKCK-N'-(8-((aMUHOUMUHOMET )
aMUHO)OKTWN)-NponaHaMamMua,
Tpuc-(TpndTopaueTar)

PaboTtaloT no Metoauke npumepa 1 U ucxoas
M3 1,37 r (1,65.10'3 MOmMb)  NPOAyKTa,
nonyveHHoro B npurotosnedun X, nonyvakor
0,89 r (Bbixog 70%) ueneBoro Npodykra B BUAE
macna.

TH-AMP (awmeTuncynbcdokena-dg):
1,2-1,7 (m, 16H), 1,9 (m, 2H), 2,9-3,10 (m,
12H), 3,3 (c, 3H), 4,1 (c, 1H), 6,8-8,7 (m, 12H).

13C.AMP (D,0O): 23,8, 25,0, 265, 27,0,
27,3, 285, 291, (2C), 375, 398 402
425 451, 48,2, 584, 63,9, 82,5 157,8,
169,8, 170,2.

Mpurotoenexne XV

6-((1,1-OnmeTUNaTOKCH)KapOOHUN-13-cKea-1
2-okco-2,6,11-TprasaneHTagekaHamMoBas
kucnota, 1-(1,1-aumeTunatun)-15-meTnnoBsIA
athup

K pactBopy 4.5 r (21,4410 wmomb)
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{(peHOKCUKapOOHNN)OKCK)-YKCYCHOR KACNOTHI,
meTunoeoro scupa, B 100 mMmn  Tonyona
nNpvBaBnAwT NpY NepemellnBaHun 7.4 1 (21 4410

-3 Monb)
10-aMUHO-6-((1,1-AUMETUNSTOKCH)KapOOoHUN-2,6-
nuazafgekaHoBOW KUCMOThI,
1,1-{AMMeTnaTUNoBOro) acupa, B pacTeope B
20 mn Tonyona. PeakUMOHHY cpedy KUNaTAaT ¢
obpaTHbIM XONOAUINBHUKOM B TedeHue 156 u.
BeinapuealoT pacTBOpUTENE MPKU NOHWKEHHOM
JABNeHWW W NOMyYeHHLIW OCTaTOK O4MLLaoT
XpomaTtorpadiMeid Ha OKCUAE KPEMHUSA, SnoUpys
CMEeCBI0  MeTUNUWKNorekcan/stunauetar 7.3
{o6bem/obbem), NoTOM aTUNaLEeTaToOM.
Monyyatot 8,4 1 (Bbixoa 85%)ueneBoro npoaykra
B BMAe mMacna.

TH-AMP  (CDCly): 1,45-1,656 (m, 24H),
3,05-325 (M, 8H), 3,8 (c, 3H), 4,7 (c, 2H),
49153 (cwup., 1H).

MpurotoBneHne XV

6-((1,1-ANMEeTUNITOKCK )KapOOHKUI)-13-0Kca-1
2-0Kco-2,6,11- TpuasaneHTagekaH4auosas
kucnota, 1-(1,1-AMMeTUNSTUNOBLIA) Schup

PabotawTt no metoamke npurotoBneHna |l wn
Mcxoaa ma 845 r (18,3.10'3 MOML) NpoayKTa,
nonyYeHHoro B nNpUroToeneHun XIV, nonyvatoT
8,7 r (BbIxog 81%) UeneBoro Npogykra B suae
macna.

TH-amMP (CDClg): 1,3-18 (M, 24H),
3,10-325 (m, 8H), 4,7 (c, 2H), 50 (1, 1H),
6,8 (¢, 1H).

MpuroToBneHne XVI

3-{((1,1-AnmMeTMNaTOKCK)KapboHUN)aMuHo)-2
1-({1,1-anmMeTUNaToKcK)-kapboHun)-14-okca-12,1
ounokco-2.4,11,16,21,25-rekcaasarekcakos-2-eHg,
noBas Kucnota, 6uc-(1,1-4MMETUNSTUNOBLIA)
achup

PaboTatoT no mMetoguke NpUroToBnNeHus IV 1
mexoga ua 3 1 (6,7 o103 MONb) npoaykra,
nofnyyeHHore B npurotoeneHun XV, n 24 r

(6,7 «107% monb)
{({6-aMUHOTrEKCUNTIMMUHO)METUNEH)OUC-KapBamK
HOBOW KucnoTel, 6uc-(1,1-OMMEeTUNaTUNOBOrO)
achupa, nonyyatot 3,85 r (Bbixod 73%) Lenesoro
npodykTa B BUAE Macna.

TH-AMP (CDCl3, D20O). 1,35-1,65 (M,
50H), 3,10-3,30 (M, 12H), 4,55 (c, 2H),
5,2-5,5 (c wup. 1H), 6,4 (c. wup., 1H).

MpurotoBneHne XVl

3-(((1,1-QMeTUNSTOKCKH)KapbOHNN)aMUHO)-2
3-((1,1-OMMeTUN-3TOKCU )-KapBoHun)-16-okca-14,
17-0M0KC0-2,4,13,18,23,27-rekcaasackTakos-2-e
HAWOBasA KAcnoTa,
Bue-(1,1-AMMeTUNSTUNOBLIA)}acbKnp

PabtoTtalwT no MeToguke NPUroToRMeHWA [V K
uexoaa ua 1,6 r (3,35 .10 MCIb) NpoAykTa,
nofnyvyeHHoro B npurotoeneHun XV, n 1.3 r

(3,35 o103 Monb)
({((B-aMWHOOKTUN)MMUHO)MEeTUNEH)-Buc-kapbamu
HOBOW KWCNOTHI,
Buc-(1,1-guMeTUNaTUNOROrO)achKpa, NonyyarT
1,56 1 (BeIx0f 57%) LeneBoro npodykra B suie
macna.

"H-AMP  (CDClg): 1,40-1,80 (m, 54H),
3,10-340 (M, 12H), 4,5 (¢, 2H), 51-54 (c
wup., 1H), 6,3 (¢ wwup., 1H), 53 (1. 1H),
11,5 (c wwup., 1H).

Mpumep 5

2-({{4-((3-[AMUHO)NpPONUT)aMUHO)OY TUN YaMMH
o)kapboHKNoKeK)-N-(8-({aMUHOUMMHOME T )aMIM
HO)reKkcun)-auetTamua, Tpuc-(TpudTopaueTarT).

Pabortatot no metoguke npumepa 1 n ucxond
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M3 385 r (4,9.10'3 MONL)  MNpoayKkTa,
Nofy4YeHHOro B NPUroToBneHun XVI, nonyqakor
2,61 r (BbIXOA 72%) UeneBoOro Npodykra B BUAE
macna.

TH-AMP (aumeTuncynedokena-de):
1,25-1,55 (M, 12H), 1,9 (m, 2H), 2,80-3,10
(M, 12H), 4,35 (c, 2H), 5,5-8,6 (M, 12H).

BeAMP (D,0): 23,6, 24,5, 262, 26,3,
26,7, 286, 290 373, 398, 406, 4189,
45,2, 48,2, 63,7, 157,5, 159,2, 174 4.

Mpumep 6

2-{({4-({(3-(AMmUHO)NpONKN)aMUHO)BY TUM)aMUH
o)kapboHunokcn-N-(8-{(aMMHONMWHOMETUT}aMWUH
o)JoKTun)-auetamua, Tpuc-(TpudTopaueTaT)

PaboTtatoT No MeToguke npumepa 1 U ncxons
M3 156 r (1,9.10‘3 Monk), Npogykra,
nony4yeHHore B NpurotoBneHu XVIl, nonyvatot
0,96 r (BeIxof 66%) uenesoro npodykra B BUAS
macna.

TH-AMP (auMeTincynsdokena-dg):
1,216 (m, 16H), 19 (m, 2H) 28-3,2 (m,
12H), 4,35 (c, 2H), 6,8-8,6 (M, 12H).

BC-AMP (Do0): 23,6, 24,5, 265, 26,6,
26,7, 28,6, 289, (2C), 29,0, 379, 40,0,
40,6, 41,9, 45,2, 48,2, 647, 158,0, 159,0, 172,1.

MpurotoeneHne XVl

3-(((1,1-AnMeTNNaTOKCU)KapO OHUIM)aMUHO)-1
3-tpeHnnmeToken-12-okco-2,4,
11-TprasareTpagek-2-eHaMoBas Kucnora,
1-(1,1-oMMeTUNaTUN)-14-3TUNCBLIA 3chnp

PatoTtatoT ne Metoguke npuretoeneHna 1V n
mexogs ma 1,3 1 (5486 «1073 MOINb)
2-heHUNMETOKCUMPONaHAMOBOW  KUCNOThI,
3TUNOBOro acpupa, U 1,95 r (5,46.10'3 MOIb
(({B-aMUHOTEKCUMIMMUHO)-MeTUNeH)-Buc-kapbam
WHOBOFA KMCNOThIl, Buc-(1,1-MMeTUN3TUIOBOIO)
achunpa, nonyyawt 1,57 r (Boixog 50%) uenesoro
npcaykTa B BUAe macna.

TH-AMP (CDClg): 1,2-1,8 (m, 29H), 3,25
(k, 2H), 34 (x, 2H), 42 (k, 2H), 44 (c
1H), 4,5-4,8 (geoiHol £, 2H), 6,7 (c, 1H),
7,3 (c, BH), 8,3 (1, 1H), 11,5 (¢, TH).

MpurotoeneHne XIX

3-({(1,1-OumeTnnatokcun)kapboHun)ammnHo-13
-heHUNMEeTOKCK-12-0KCo-2,4,
11-TprasareTpagek-2-eHaMoBas
1-(1,1-0MMeTUNITUNOBLIA) 3chup

PaBoTtaoT no metoguke npurotoeneHus |l m
mexogs us 1,57 r (2,7 <1073 MOINb) NpOoOyKTa,
nonydyeHHore B npurotoBneHnn XVIII, nonydvator
1,4 1 (Bbixof 94%) uenesoro npofdykra B BUde
HenTtosaToro Macna.

TH-aMP (CDClg): 1,2-18 (M, 286H),
3,235 (m, 4H), 44 (c, 1H), 4650
(oBorHoW g, 2H), 6,8 (c, 1H), 7.3 (c, 5H),
8,3 (1, 1H).

MNpurotToBneHne XX

3-({(1,1-OnmeTnnatokcun)kapboHun)ammnHo-20
-((1,1-OMMETHUN-3TOKCK)
kapbonun)-12,14-gnokco-13-beHnnmeTtoken-2,4,
11,15,20, 24-rekcaa’aneHTako3-2-eHOMoBas
kmcnoTa, 6uc-(1,1-auMeTUnaTMNoBLIA}ahup

PatoTtatoT ne Metoguke npuretoeneHna 1V n
mexoga w3 1.4 1 (2,54 «1073 MONb) NpoaoyKTa,
nofyYeHHoro B npurotoeneHnn XIX, n ua 0,88 r
(2,54410°% Monb)
10-amMnHO-6-((1,1-0MMEeTUNSTOKCHK)-
KapboHMN)-2,6-anasanekaHoBoOr  KWCMOThI,
1,1-{aMMeTnsTUNOBOrC) scoupa, nonydawt 2,1 1
(BbIXOA 94 %) LleneBoro nNpodyKra B BUae Macna.

TH-amMP (CDClg): 1,3-1,8 (m, 50H),
3,1-3,5 (m, 12H), 43 (c, 1H), 4,8 (c, 2H),

KcnoTa,
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8,8-70 (m, 2H), 7.3 (c, 5H), 83 (1, 1H),
11,5 (c, 1H).

MpuroTtoBneHne XXI

3-{((1,1-AnmMeTMNaTOKCK)KapboHUN)aMuHo)-2
0-((1,1-OMMETUN-3TOKCH)
kapboHun)-13-okcKn-12,14-guokco-2,4,11,15,20,
24-rekcaasaneHTako3-2-eHaMoBan  KMCNoTa,
Bue-(1,1-aMMeTUNSTUNOBLIA) Schup

K pactBopy 127 r1 (1,45.10'3 MOb)
npeaykTa, NOMYyYSHHOrC B NPUroTOBNEHWW XX, B
120 mn sranona, npwbaenaiwot 0,1 r 10%-Horo
nannagua Ha yrne. [lepemellnBaloTr npu
KOMHaTHOW Temnepatype W B arMocdepe
Bodopoda npu  atMocepHoM  JaBneHuM B
TedMeHWe 2 4. 3areM  OTWUNBTPOBLIBAKT
Karanu3atop W BbiNApWBAKT  OPraHU-eckylo
thazy. Takum obpazom nonydarT 1 1 (BbIXO4
88%) MacnaHWCTOro  ocTartka, KOTOpbIiA
nononb3yoT 6e3 AONONHUTENBEHOR CYXCTRK 4nA
nony4eHns nNpoaykra npumepa 7.

TH-amP (CDCl3): 1,2-1,8 (M, 50H),
3,1-26 (m, 12H), 43 (c, 1H), 4,6-53 (c
wup., 3H), 8,3 (c, 1H), 11,5 (c, 1H).

Mpumep 7

N-{4-((3-(amuHo)NnponumamMmuHo)By TUN)-2-0Ke
n-N'-{6-({aMNHO-MMUHOMETII)
aMUHO)rekcKkn)-nponaHanamMuH,
TpUc-(TpudhTopaleTar).

Pabortatot no meToguke npumepa 1 n ncxond
malr (‘1,27.10'3 MOMb) NPOAYKTa, NOMy4YeHHoro
B npurotoBneHkn XXI, nonyyawt 0,6 © (BbIXOL
65%) ueneeoro NpoAdykTa B BUAE Macna.

TH-amP (ammeTuncynsdokena-dg):
1,2-1.6 (m, 12H), 1,85 (m, 2H), 2,7-3,2 (m,
12H), 4,3 (c, 1H), 6,8-8,6 (m, 12H).

BCAMP (D,0): 23,5, 24,4, 26,0, 26,2,
284, 288, 37,2, 39,1, 39,9, 41,7, 451,
48,0, 73,0, 154,8, 171,1, 171,4.

[MpurotoBneHne XXI|

3-({(1,1-OnmeTrnaTokcKn)kapboHun)amuHo)-1
2-okco-2,4,11,14- -TeTpaasaneHTagek-2-
eHanoBas KMCnoTa,
1-(1,1-o01MMeTUNaTUN)-1 5-CheHNUNMETUNOBLIA
achup.

K pacTBopy, oxnaxaeHHoMy Ao -30°C, 3 r
(1441073 monk) kapbobeH3UMNoKCUrMMLMHA U 2,8
r (28.10'3 MONE) N-meTunMopdconvHa B 50 mn
TeTparngpodypaHa npwbaensaoT no kannam 1,6
r (14108 wmonk) wacByTunxnopdgopmrara B
pacTeope B 5 mn  TeTparvapocdbypaHa.
PeakuWoHHYo cmeck nepemellmBaior 0.5 4 U
npuwbasnawr 54 (14 $103 MONb)
{{{6-ammHOrekcnn)MMmMHoIMeTUNeH)-6u1c-kapbamm
HOBOW KucroTel, 6wue-(1,1-0MMeTUN3TUNOBOrO)
achupa B pacteope B 20 Mn teTparugpodypanHa.
MepemelumBatoT elle 2 4 npu -30°C, notom 24
4  nNpW KomHaTHOW Temnepatype. [locne
hUNETPaLuUK peakLWOHHOA CMeCcH “
BbiMApueaHua cunsTpata npuM  NOHWKEHHOM
JaBneHWn nonydeHHbld  ocTaTtok  ouAwaloT
XpomaTorpachveid Ha okcuae KpeMHUs, amoupys
CMECbl0 sTunauerara/metunyuknorekcana 1:1
(0bbem/obbem). Takum obpasoM nonydawT 7,16
r (Bbixod 91%) ueneBoro npofykra B BUAe
macna.

TH-AMP  (CDClg): 1,3-1,7 (M, 26H), 3,2
(k, 2H), 3,4 (k, 2H), 3,8 (o, 2H), 515 (c,
2H), 5,5 (¢ wnp., 1H), 6,0 {c wup., 1H), 7,3
{c. BH).

MpurotoBneHne XXIII

13-aMUHO-3-(((1,1-OUMeTUNITOKCK )KapOOHWN
JamnHo-12-oKkco-2,4-11- Tpuasatpuaek-2-eHoBas
kucnoTa, 1,1-4MMeTMN3TUNOBBIA 3chup.
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PaboraoT Nno MeToAMKe NPUroToBNeHUa XXI
M wexooa 3 7.1 r (13.10'3 MOINb) NpoOyKTa,
Nnony4YeHHoro B NpurotoBneHn XXII, nonyvatot
5,3 1 (Bbixog 98%) ueneBoOro npodykra B Bude
macna.

TH-AMP  (CDClg):  1,3-1,6 (M, 28H),
3,25-345 (M, 6H), 7.3 (c, 1H), 83 (1, 1H),
11,5 (¢, 1H).

MpuroToeneHne XXIV

3-(((1,1-OumeTnnaTokcu)kapboHun)amuHo-21
-((1,1-0MMeTUN-3TOKCK)-
-kapboHun)-12,15-guokco-2,4,11,14,16,21,25-re
KTaasarekcakos-Z2-eHamoBas Kucnora,
Buc-(1,1-4MMeTUNSTUNOBLIR) achup.

K pactBopy 53 1 (12.10'3 MOnNk) NpoayKkTa,
nonydveHHoro B npurotoeneHun XXIII, B 50 mn
BGesgogHoro TeTparugpodypaHa npubasngoT
43 T (13.10'3 Monb)  BUGC-(4-HUTpOEHUN)
kapboraTa ManeHbLKMMU nopLmMamMu.
PeaKuWoHHyl0 cMechs nepemelmnBaoT 1 Y npu
KOMHaTHOW Temnepartype W npubasnawoT no
kanmam 45 1 (13 L1073 MOMb)
10-aMUHO-6-((1,1-ANMETUNSTOKCK)KapOoHUN)-2,6
-AMa3aAeKaHoOBOA KWCNOTHI,
1,1(aMmeTrnaTUnoBoro) acgupa B pacteope B 50
mn  GeagogHoro TeTparvgpodypaHa. CHoea
nepemelwmBaloT 24 4 nNpM  KOMHaTHOW
Temneparype 1 BbiNapWBakT PacTBOPUTENL MNPK
NOHWXEHHOM OaBrneHWK. [onyYeHHbIA ocTaTok
OHMLLEKOT XpoMaTorpaduen Ha okeuae KpeMHMS,
snoupya  aTunauetatoMm.  Takvm  obBpasom
nonydaror 6,01 r (Beixon 64%) uUeneBoro
npodykra B Buae macna.

TH-AMP  (CDCls):  1,3-1,7 (M, 50H),
3,1-3,35 (M, 12H), 3.8 (g, 2H), 48 n 58 (¢
wup., 3H), 6,9 (1, 1H), 8,3 (1, 1H), 11,5 (c, 1H).

Mpmep 8

N-(4-((3-(amurHo)nponumamMuHOYGY TUN-N'-((((
6-((aMUHOUMWHOMETWT)
aMWHO)reKcjaMnHo) kapOoHUN)MEeTUN)MOYEBUH
a, Tpuc-(TpudTopaueTar)

PabortatoT no meToguke npumepa 1 u ncxons
m3Br (7,6.10'3 MOMb) NPOAYKTA, NOMNYYEeHHOro B
npurotoeneHun XXIV, nonyyvatwTt 4,75 1 (BbiXoA
86%) ueneBoro NpoAykKTa B BUAe Macna.

TH-AMP (awmeTuncynbcdokena-dg):
1,2-1,65 (m, 12H), 1,9 (M, 2H), 2,9-3,15 (M,
12H), 3,6 (o, 2H), 61 (r, 1H), 6,3 (1, 1H),
6,8-9,0 (m, 11H).

BCAMP  (auMeTuncynecokena-dg) 22,8,
23,7, 256, 258, 270, 28,3, 2889, 361,
405, 38,3, 38,6, 42,7, 43,7, 465 156,7,
157,9, 169,6.

MpuroToBneHne XXV

3-(((1.1-
OrmeTunaToKkcK)kapboHun)ammnHo)-14-okco-2, 4,
13, 16-TeTpaazarentagek-2-eHaMoBas Kucrora,
1-(1,1-gumeTunatin)-17-heHNNMeTUNoBLIA
achup

PaboTatT no MeToauKe NpUroToeneHa IV n
mexoga w3 135 r (6,47 o103 MONb)
kapBobeHannoKkCUrmuuuHa " 2 r
(5,18 +1073 Monk)
({{B-aMWUHOOKTUN)UMUHO)METHUNEH)OnC-KapbamMuH
OBCWA  KWCNOTbl,  ©wmc(1,1-AUMETUNSTUNCBOC)
schunpa, nonyqatot 2,33 T (BbiXxod 74%) Lenesoro
npodykra B Buae macna.

TH-AMP  (CDCl3): 1,25-1,70 (M, 30OH),
3,25 (k, 2H), 3.4 (x, 2H), 3,8 (g, 2H), 5,15
(c, 2H), 55 (c wump., 1H), 6,0 {c wnp., 1H),
7,3 (c, BH), 8,3 (1, 1H), 11,5 (c, 1H).

MpuroToBneHne XXVI

15-AMKUHO-3-(({1,1-gMMeTUNSTOKCKH ) kapBoHKN
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JamuHO)-14-0Kkco-2,4,13-TprasaneHTagek-2-eHoB
aa kncnota, 1,1-guMeTUnNSTUNoBLIR adup

PaboTalwT no metoguke nNpurotorneHua XxI
M ucxoas U3 2,33 1 (4,04.10'3 MOIMb) NpoAayKTa,
NOMAYYEHHOIO B NPUroToBrneHuM XXV: nonyqator
2,16 r (Bbixoa 100%) uenesoro Npofdykra B BUde
macna.

TH-AMP (CDClg): 1,3-1,8 (M, 32H),
3,25-345 (m, 6H), 7.3 (c, 1H), 83 (1, 1H),
11,6 (c, 1H).

MpurotoBneHne XXVII

3-(((1,
1-0VMeTUNsToKCK)KapboHum)amMuHo)-23-((1,1-an
METUNSTOKCH)
kapboHun)-14,17-guokco-2,4,13,16,18,23,27-ren
TAA3a0KTaKO3-2-eHOMoBas KMCnoTa,
Bue-(1,1-aMMeTUN3TUNOBEIA) achup.

PaborawoTr no MeToauke NPUroTOBNEHWUS
XXV n wmexopga w3 1,79 1 (4,04 »1073 MOINb)
npoaykra, NonyyeHHoro B npurotToBneHum XxXvi,
nonyyawer 1,5 r  (Beixog 45%) ueneBoro
npcdykra B Buae macna.

TH-AMP  (CDCly):  1,3-1,7 (M, 54H),
3,1-34 (m, 12H), 38 (o, 2H), 48, 52 u
57 (c wup., 2H), 6,0 »n 6,7 (c wup., 1H),
8,3 (T, 1H), 11,5 (c. 1H).

Mpumep 9

N-(4-((3-(amuHo)nponunamMruHE)oy TN )-N"-(({
(8-((aMUHOUMWHOMETUN)aMUHO)
OKTWIT)aMWHO)KapOOHWUM)METWM)-MOYEBNHA,
TpUc-(TpudTopaLeTar)

Pabortatot no metoguke npumepa 1 n ucxond
m3s 15 r (1,84.10'3 MOMNb)  NpPOLyKTa,
NonyyeHHoro B NpUrotoeneHMn XXVIl, nonyyatwoTt
1,14 1 (Buix0f 82%) LUeneBoro npodykra B Buge
macna.

TH-AMP (auMeTncynsdokena-dg):
1,25-1,55 (m, 16H), 1.2 (M, 2H), 2,9-3,10
M, 12H), 3,6 (c, 2H), 6,0-6,3 (Cc wWwup., 2H),
6,8-8,6 (M, 11H).

B amp (oumeTuncynesokcua-dg). 22,9,
23,8, 26,0, 26,3, 271, 284, 285, 286,
291, 36,2, 384, 38,7, 40,7, 42,7, 43,8,
46,6, 156,7, 158,0, 169,6.

MpurotoeneHne XXVIII

3-{((1,1-OnmeTrnaToKCcKH)kapboHun)amuHo)-1
2-0Kco-2 4,11 -TprazaTpuaek-2- eHanoRas
kuenota, 1-(1,1-4MMeTUNSTUNOBLIA) schnp

K pacteopy 16 r  (4,510% wmonk)
{({B-aMUHOTEKCUMIMMUHO)-MeTUNeH ))BUC-kapBamu
HOBOW KWCNOTHI, ©uc-(1,1-4MMEeTUNSTUIIOBOrO)
achupa, 0,6 1 (6.10'3 MOnL) TpMaTUNaMUHa B
10 mn BessogHoOro guxnopmerada, npubasngaot
no kannam 0,67 r (5.10'3 MCIb) XNopaHrnapuaa
atMnokcanata B pacteope B 5 MmN
amxnopmetana.  [Nepemewmearwr 1 4 npu
KOMHaTHOW Temneparype, NoTOM BhINapuBakoT
pacTBopuUTENb NPW  MOHWKEHHOM  JaBneHWW,
nonyyYeHHBIA OcTaToK XpomaTorpadupyror Ha
oKcuae  KpeMHWSA,  SMoUpya  CMEChIo
rekcaH/atunauetat 2:1 (o6bem/obbem). Takum
obpazom nonyyawt 1,68 r (Beixon 82%)
Lenesoro Npodykra B sBuae macna.

TH-amP (CDClg):  1,3-1,7 (M, 29H),
3,3-34 (M, 4H), 44 (x, 2H), 7,1 (1, 1H),
8,3 (1, 1H), 11,5 (¢, 1H).

MpurotoeneHne XXIX

3-(((1,1-AMMeTUN3TOKCH) KapBOHUN)aMUHO)-1
2-0Kco-2,4,11-Tprasatpuaek -2-eHaMoORas
kucneota, 1-(1,1-AMMeTUNITUNOBLIA) Schnp

PaboTtatT no metoauke npurotoeneHud | w
uexoaa ua 1,67 r (3,7 «107% MCIb) NpOAyKTa,
nonyYeHHero B npurotoBneHun  XXVIII,
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nonydaror 1,2 r (Bexopn 75%) UeneBoro
npodykra B BMae macna.

TH-AMP (CDClg):  1,25-1,7 (M, 26H),
3,3-35 (M, 4H), 7.4 (1, 1H), 8,5 (1, 1H),
11,5 (¢ wnp., 1H).

MpuroToBneHne XXX

3-({(1,1-OnmeTnnatokcn)kapboHun)ammnHo)-1
9-((1,1-OMMETUNATOKCH)
kapboHWn)-12,13-gnokco-2,
4,11,14,19,23-rekcaasaTeTpakos-2-eHgnoBas
kucnota, 6ue-(1,1-aMMeTUN3TUNOBLIA) achup.

PabotaoT no metoguke npurotoeneHns XXl
M mexopga m3 1.4 r (35 «1073 MOMb) NpoAyKTa,
NOMAYYEHHOIO B MNPUroTOBNEHKMK XXIX 1 1,05 T

(3 10 monb)

10-amMUHO-6-((1,1-OMMETUNITOKCK )KapBOHWM)
2,6-0naszagexaHoBOl KWCHOTHI,
1,1-(AMMETUNSTUNOBOIC) adhupa, nonyyatoTt 1,2 1
(BbIXOA 63%) LleneBoro NpoayKTa B Blae Macna.

TH-AMP {(CDClg):  1,3-1,7 (m, 50H),
3,1-34 (M, 12H), 48 n 53 (c wwup., 1H),
7.5 (M, 2H), 83 (1, 1H), 11,5 (c. 1H).

Mpmep 10

N-(4-(3-(amuHo)nponun)amMuHo By Tm)-N'-(6-(
(amMuHOMMUHOMETINM)
aMUHO)rekcun)-aTaHguamus,
TpUc-(TpudTopaLeTar).

Pabortatot no meToguke npumepa 1 u nexons
n3 1,2r (1 ,6e1073 MOINb) NPOAYKTA, NOMYyYeHHOro
B npuroteeneHnn XXX, nonyyatwt 1,05 r (Bbixog
95%) ueneroro nNpoaykTa B BUAE Macna.

TH-AMP (anmeTmncynsdokena-dg):
1,3-1,65 (m, 12H), 1,9 (m, 2H), 28-33 (m,
12H), 6,8-9,9 (m, 12H).

Bc_AmP (onmetuncynsdokena-dg). D20:
23,9, 24,7, 26,3, 264, 26,5 28,7, 290,
37,5, 39,7, 404, 42,0, 454, 481, 1577,
161.,8, 162,1.

Mpurotoenexne XXXI

8-((1,1-0umeTnaTokcn)kapboHIn)-12-okco-2
,6.11-TpuasarpuaoexkaHonosas Kuenora,
1-(1,1-oMMeTUNaTUN)-13-3TUNOBLIA 3cbKp.

PaboraloT No MeToguMke MNpUroToBreHUA
XXVII v wexopa wma 2 1 (5,8 «1073 MONb)
10-aMWUHO-6-({1,1-OMMETUNSTOKCK)KapPBOHUN)-
2,6-0nasafekaHoBRoOl  KWCHOoThI,
1,1-{aMumeTunsTunoeoro) scmpa w03 r
(7.54 ,10°3 MOnb) XnopaHrapuaa
sTunokcanara, nonydawT 2,31 r (Beixon 89%)
Lenesoro Npodykra B Buae macna.

TH-amp (CDClg): 1,25-1,65 (M, 27H),
3,1-3,35 (M, 8H), 4,35 (k, 2H), 4,75 n 525
(c wnp., 1H), 7,2 (c, 1H).

MpuroToBneHne XXXII

8-((1,1-dumeTnaToKcKn)kapboHin)-12-okco-2
.6,11-TpuazatpuaoekaHonoeas K1cnoTa,
1-(1,1-O0MMEeTUN3TUNOBBLIAY 3hup

PaboTtalT no MeToguKke npuroTeeneHus [l m
uexoga na 2,31 r (5,19.10'3 MOSE) NpPoayKTa,
NOMAY4YEHHOIO B NPUroToBneHnn XXXI, nonyyaor
2,16 r (Beixon, 100%) uenesoro npofdykra B Bufe
mMacna.

TH-AMP (CDCl3): 1,25-1,70 (m, 24H),
3,1-34 (M, 8H), 4,8-525 (aBowHol c, 1H),
7,5 (c wup., TH).

MpurotoeneHne XXXIII

3-(((1,1-AnMeTNSTOKCU)KapOOHUM)aMNHO)-2
1-((1,1-0MMeTUNITOKCK)
kapbonun)-14,25-guokco-2,4,13,16,21,25-rekcaa
3arecakoa-2-eHAMoBas Kncnorta,
ovc-(1,1-aMMeTUNaTUNOBLIR) acbup.

PaboTtaloT no Metoguke npurotoeneHus IV n
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Mexogs ma 1 r (24 01073 MONE) MNPOOYyKTa,
nofny4YeHHoro B npurotosneHnn XXXI, n 0,92 1
(2,4¢10° Monb)
{{{B-aMWHOOKTMN)MMUHO)MeTMNeH)OnckapbamHo
BOAW  KMCNOThI,  ©uc-(1,1-OMMETUNSTUNOBOIO)
acbmpa, nony-awT 0,9 r (Bbixoa 48%) ueneBoro
npodykra B Buae macna.

"H-AMP  (CDCly): 1,3 (T, 3H), 1.4-1,7
(M, 24H), 3,0-34 (m, 8H), 4,25 (k, 2H), 4,4
{e, 1H), 4547 (20, 2H), 50 (c, 1H), 6,7
{c, 1H), 7.3 (m, 5H).

Mpumep 11

N-(4-((3-(amumHo)nponnmamuHo)oy Tiun)-N'-(8-
((aMMHOMMWHOMETUIT)aMUHO)
OKTWN)-aTaHguamung, Tpuc-(TpudTopaueTaT)

Pabortatot no metoguke npumepa 1 n ucxond
ms 09 r (1,15.10'3 MOMNb)  NpPOLyKTa,
nony4eHHero B npurotoerneHun  XXXIII,
nonyyatet 0,15 r (Bbixog 18%) uenesoro
npodykra B Buae macna.

TH-amP (ommeTuncynsokena-dg):
1,25-1,50 (m, 16H), 1.9 (m, 2H), 2,9-3,15
(M, 12H), 6,9-8,8 (m, 12H).

BeAMP (D,0): 23,8, 24,5, 26,1, 26,5,
26,7, 28,6, 28,92, 2895, 29,0, 373, 395,
40,4, 42,0, 45,2, 48,1,

MpurotoBneHne XXXV

6-((1,1-dumeTtunstoken)kapboHun)-12-okco-1
3-heHunMeToKeKH-2,6,
11-TprasareTpagekaHonoBas KUcnora,
1-(1,1-0MMeTUNSTUNOBLIA)Y 14-5TUNOBLIA 3chUp

PaboTatoT no metoguke NpUroToBneHus IV un
mexogs  wm3 3 (126 .10 MOINb)
2-(beHUNMeTOoKCN)NPONaHAMOBOR  KMCMNOThI,
3TUNOBOrO admpa, U 44 1 (12,6.10'3 MOINb)
10-aMUHO-6-((1,1-AUMETUNSTOKCK)KapOoHUN)-2,6
-AnasafekaHanoBOA KMCNOTHI,
1,1-0MMEeTUN-3TUNOBOro achmpa, nony-arT
nocne OYUCTKM XpomaTtorpadmer Ha okcuae
KpemMHma (3N0EHT: METUNUMKINOrekcaH
8/sTUnayertarta 2), ueneBoid NpogykT ¢ BeIXO40M
35%.

H-AMP (CDCly): 1,3 (1, 3H), 1.4-17
(M, 24H), 3,0-3,4 (m, 8H), 425 (k, 2H), 4,4
{c, 1H), 4547 (24, 2H), 50 (¢, 1H), 6,7
(c, 1H), 7,3 (m, S5H).

MpuroToBneHne XXXV
6-((1,1-dumeTtunstoken)kapboHun)-12-okco-1
3-heHUNMEeTOKCH-2,
8-11-TprazareTpagekaHgnosad
1-(1,1-0MMeTUNITUNOBLIA) 3hUp

PacTeopstoT 246 (4,3 «10°  monmb)
npodykTa, NOMyYeHHOro B NPUIOTOBNEHWA
XXXIV, B cmecun sTaHon/Boga 1: 1 no obbemy u
npudaBnawT 258 Mr rugpokcwaa Hatpus.
PeakUWOHHYIO CMeCb NepemellvBaiT  Npu
KOMHATHOW TeMmnepaTtype B TedeHne 24 4, NoTom
npuwbaensAT 10 mn Bogsl M 20 MmN xncpodopma,
nogkucnawt o pH 2 1H conaHoR KMCNOTOR.
SKCTPArvpyloT XMNOPOMOPMCOM K NOcHe  CYLUKA
Hah cynbdaTOM MarHua opraHudeckywo dasy
KOHLEHTPUPYIOT NPW MNOHWKEHHOM JABMEHWN.
Takum cOpasom nonyvarT UeneBor Npogykr ¢
BbIXoAoM 76%.

TH-AMP (CDClz). 1,4-1,7 (M, 24H),
3,0-3,3 (m, 8H), 4445 (M, 1H), 4,7-51
(24, 2H), 5,0 (c, 1H), 6,65 (c, 1H), 7,4 (m, BH).

MpurotoneHne XXXVI

3-(((1,1-OymeTUnaToKCcH)kKapboHUN)aMUuHO-22
-((1,1-OMMEeTUNITOKCH)
kaptoHun)-14,16-guokco-15-theHunmeToken-2,4,
13,17 ,22 26-rekcaa3arentakos-2- eHanoeBas
Kucnota, 6uc-(1,1-AMMeTUN3TUNOBLIA) Schup

KMCnorta,
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PaboTtatoT no MeToamke npurotoeneHmsa 1V n
nexogs na 1,67 r (3,11 o103 MOINb) NpoayKTa
npuroToBneHua XXXV 1 1,20 r (3,1 101073 MONb)
({{B-aMWHOOKTUN)MMUHO)MeTHMNeH)Onc-kapbammnH
OBCA  KUCNOTEl,  ©Owc-(1,1-OMMETUNSTUMNOROIO)
achmpa, nonyvarT nocne OUUCTKU
XpomaTtorpadrer Ha okcuae KpemMHUA (SMoaHT:
MeTUNUUKNorekcaH 7/aTunauetar 3) UeneBon
NpoadyKT ¢ Bbixodcwm 59% B Buae macna.

TH-AMP  (CDCl), 1,2-1,8 (M, 54H),
3,0-35 (m, 12H), 43 (c, 1H), 48 (m, 2H),
51 (¢, 1H), 6,9-7,1 (M, 2H), 7,4 (M, 5H),
8,3 (1, TH), 115 (¢, 1H).

MpurotoeneHne XXXVII

3-({(1,1-OnmeTnnaTokcK)kapGoHUT)aMNHO)-2
2-((1,1-OMMETUNITOKCH)
kapfonun)-14,16-gnokco-15-okcn-2,4,13,17,22,2
6-reKkca-asarenTakoa-2-eHoMcBas  KACMOTA,
owvc-(1,1-MMeTUNSTUNOBLIA) schnp

PabortaT Nno MeTodlKe NpUrotToBneHua XxI
M ucxoga M3 1,64 r npoaykra, NONy4YeHHoro B
npurotoBneHnn XXXVI, nonydalwT LeneBor
NPCAYKT ¢ BbixodcMm 55%.

TH-AMP  (CDClg):  1,3-1,7 (M, 54H),
3,0-34 (m, 12H), 44 (c, 1H), 50 (¢, 1H),
7.2 (c, 1H), 7,35 (c, 1H), 8,3 (T, 1H), 11,5 (c, TH).

Mpumep 12

N-(4-((3-aMUHO)NPONUIT)AMUHO)YOY TIT)-2-0KCK
-N'-(8-((aMUHOVMUHOMET )
aMUHO)OKTWN)-NponaHanamMni,
TpUc-(TpudTopaLeTar)

PaborawoTt no metoguke npuMepa 1, moxoas
n3 0,81 r nNpoaykra, nonydyeHHoro B
npurotoeneHun XXXV, nonyvawotr  nocne
OMMCTKU Xpomartorpadneid XKXCL Ha npuBUTOM
okckae KpemHWa RP18 (anweHT: Boda
7.5/auetonutpun 1,5/TpudTopyKeycHas Kucnota
1), UeneBOW NpooyKr ¢ BeIXo4oMm 67% B Buae
Macna.

"H-AMP  (DMGCO-dg): 1,1-1,7 (M, 16H),
1,9 (M, 2H), 2,8-3,2 (m, 12H), 4,3 (c, 1H),
6,9-8,7 (M, 12H).

BeAMP (DMCO-dg): 14,8, 20,9, 22,2,
231, 253, 258, 255 287, 289, 368,
38,1, 43,8, 46,2, 60,1, 71,8, 157,3, 166,2, 166,5.

MpuroToBneHne XXXVIII

8-({1,1-OnmeTrnaTokcK)kapboHun)-13-bTop-
12-0kc0-2,6,11-  TpuasateTpagekaHgncBas
kucnota, 1-(1,1-4MMeTUN3TUNOBLIA) schup

[oToBAT pacteop 1,7 r (11 «1073 MOnNb)
2-(pTOopnponaHAMoBOA  KWUCMOTHI,  3TUIOBOIO
sMpa, WM 222 T (22.10°  monmb)
N-metunmopdonuHa B 50 wmn 6e3sogHoro
TeTparngpodypana (TMd) u 5 mn 6easogHoro
AuMeTundopMammia. MNoToM cMech oxnaxaaroT
0o -20°C v nprbaenawoT 1,6 Mn (12.10'3 MOINb)
n3obyTunxnopgopMmara B pacteope B 5 mn
Tr®. MepemelwmeaioT 30 MUMH npu -20°C, noToM
npuwbaengior 3,9 r (11 1073 MOMb)
10-amMUHO-6-((1,1-OMMETUNITOKCK )KapBOHWM)
-2,6-0MasafeKaHoBOW KWUCMNOTbI,
1,1-oMMeTrnatunosoro adupa, B pacreope B 30
mn Tre. MNpogonxaT nepemMellnBaTte 2 Y Npu
-20°C, notom 12 4 Npu KOMHATHOR TemMnepaType.
PeakuynoHHyo CMeCh hunbTPYIOT "
KOHUSHTPUPYIOT chunbTpaT MpY  NOHUXKEHHOM
JaeneHvn. ToMyYeHHBIA OcCTaToK  ouulWakoT
Xpomartorpadeid Ha oKcUae KpemMHUS (SMHeHT:
MeTunuuknorekcaH 7/atunaugerar 3). [onyvator
LueneBold npogykT ¢ BbixodoMm 34% B BUAe
macna.

TH-AMP (CDCl3): 1,34 (1, 3H), 1.4-1,7
(M, 24H), 3,0-34 (m, 8H), 43 (M, 2H), 50

27114823 C1

RU



cec8vi L N

0]

(c, 1H), 5,25 (a, 1H), 6,55 (c, 1H).
MpurotoeneHme XXXIX
6-((1,1-OumeTnnaTokcu)kapboHun)-13-dTop-

12-0kco-2,6,11- TpuasareTpagekaHauoBas

kucneora, 1-(1,1-AMMeTUNSTUNOBLIA)abUp
loToBAT pactBop 18 r (3.8 1073 MOMb)
npoaykra, NOMyyYeHHOre B MPUroTOBNEeHWW

XXXVII, B 6 M1 1H BOOHOIC rMapoKkcnaa HaTpusa

n 20 MmN aumeTokcuatTaHa. [locne  4daca

nepemMelLnBaHUA MpyU KOMHATHOW TeMnepaType

npubasngior 10 mn Bogsl WM 20 MmN
auxnopmertaHa, nogkuenawt oo pH 2 1H

CONAHOM KACMOTOW. JKCTparvpyloT Aga pasa 20

MIN OMXICpMeTaHa, opraHwdeckylo caay cywar

Haf cynbaToM MarHUa U KOHUESHTPUPYHT Mpu

MOHWEHHOM  AaBneHul.  Takum  obBpasom

nonyyat 1,55 r ueneeoro npodykra B BuAe

macna (Bbixca 91%).

TH-AMP  (CDCly):  1.4-1,7 (M, 24H),
3,0-335 (m, 8H), 50 (n 1H), 53 (o, 1H)
8,5 (c, 1H).

MpuroTtoBneHne XL
3-(((1,1-OvmeTNaTOKCKH)kapboHWN)aMUHO)-2
0-((1,1-OUMETUNSTOKCK ) KApBOHM)

-12,14-gnokco-13-pTop-2,4,11,15

20,24-rekcaasaneHTako3-2-eHONoBaa KACNoTa,

Bue-(1,1-AMMeTUN3TUNOBLIA) 3chup
K pactBopy 1 1 (2,2.10'3 MOINb) NpoAykTa,

NONYYEeHHOro B NPUroToBneHun XXXIX, n 45 r

(4,4.10'3 monb) N-metunmopchonvHa B 30 Mn

GeapogHoro TIrd, oxmaxgeHHomy go -20°C,

npubasngwor  no  kannam 0,29  wmn

(2,2.10'3 MONk)  M3COyTUNXNopdopMUara,

pacTeopeHHore B 5 mn TI®. MNepemerumsatoT 30

MUH npK -20°C, notom npuBasnsit 0,876 T

(2,2 «107% monb)

{({6-aMUHOTrEKCUTIMMUHO)-MeTneH ))onc-kaptamm

HoBOW kucnotel, Buc-(1,1-aumeTnnaTnnoBoro

abpa U 0,34  wmn (2,210  wmonb)

TPUSTUNAMWHA, pacTBOpeHHorce B 5 i TI.

MopfepxueatoT TemnepaTypy npu -20°C B

TeYeHWe 2 4, NOTOM NOAHWUMAIOT TeMnepaTypy 4o

KOMHATHOW W MNpoOonKawT nepeMellvBaTe B

TeueHWe 12 4. PeakuMoHHY CMEeChk DUNBTPYIOT,

MNOTOM  KOHLEHTPUPYIOT  MPWU  MOHWKEHHOM
JABNEHAM. Ccrartok aateM oUALLAIOT
Xpomartcrpachued Ha  OKCHMOE  KpPeMHWs

{anweHT:aTMNauetTat  7/uMknorekcad 3) u
nonyyvatoT 1,43 r ueneBoro npodykra B BWAe
macna (Bbixog 81%).

TH-AMP  (CDCly):  1,3-1,7 (M, 5OH),
3,0-345 (m, 12H), 50 (c, 1H), 52 (g, 1H),
6,8-7,1 (m, 2H), 8,3 (1, 1H), 11,5 (c, 1H).

Mpumep 13

N-(4-((3-(amumHo)nponumamuHo)oy Trun)-N'-(6-
((amMHOUMMHOMET )
aMUHo)rekcKun)-2-propnponaHanamMmua,
TpUuc-(TpudTopaLeTarT)

PaboTtatoT no MmeToguke npumepa 1 n ncxond
13 0.4 r (0,5.103Monb) NpoaykTa, NonyyeHHOro
B NPUroToBNeHWKM XL, nonyyaioT nocne O4YKUCTKU
xpomartorpadumein KXCI Ha nNpuBHMTOM OKchie
KpemHua RP18 (sntoeHT: Boga 7,5/aueToHnTpun
2itpucptopykcycHas  kucneota 0.5) 263 wmr
LeneBoro npogykra B BUAe mMacna (Bbixog, 71%).

"H-AMP  (DMCO-dg): 1,25-1,55 (M, 12H),
1,9 (m, 2H), 2,7-3156 (m, 12H), 52 (g, 1H),
6,9-8,7 (m, 12H).

B AMP  (DoOfnMokcaH-dg). 23,65,
24,63, 26,17, 26,25 2855, 28,79, 37,34,
39,32, 40,08, 41,86, 4522, 48,09, 87,00,
89,66, 157,0, 166,2, 166,7.
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MpuroToBneHue XLI

3-(((1,1-OumeTnnaTOKCK)KapOOHUIT)aMUHO)-2
2-(1,1-aumeTunaTtokcn)kapboHun)
-15-hTop-14,16-anokco-2,4,13,17,22 26-
rekcaasarenTtakos-2-eHonoBas Knenora,
owvc-(1,1-MMeTUNSTUNOBEIR) schup

PabortatoT no MeToauke npuroteeneHmns XXxI|
1 nexodda na 0,460 r (1 ,02.10‘3 MOML) NPOOYKTA,
NoAyYeHHOro B NPUroToBNeHM XXXIX, 1 0,385 1
(1,024107% mone)
({{B-aMUHOOKTUMUMUHO)-MeTUNeH)ouc-kapdbamm
HOBOW KWcnoTbl, Buc- {1, 1-AMMETUN3TUNICBOIC)
achupa, nony4arT nocne OHKCTKM
XpomaTtorpadneid Ha OKCUe KPeEMHUA (SMHeHT:
atunauyertar 6/umknorekcaH 4) 0,513 r uenesoro
npeaykra B Buae macna (Bbixof 61%).

TH-AMP  (CDClg): 1,217 (m, B4H):
3,0-34 (m, 12H);, 50 (c, 1H); 52 (g, 1H),
6,8-7,1 (m, 2H); 8,3 (7, 1H); 11,5 (c, 1H).

Mpmep 14

N-(4-((3-aMUHO)NPONUMT)aMUHO)OY TWUM)-2-PTO
p-N'-{8-({aMMHOMMMUHOMET I )AaMUNHO)
OKTWM)-NponaHgnamng, Tpuc-(TpudTopaueTar)

PaboTtatoT No MeToauke npurotoeneHns XXI|
1 nexona ua 0,460 r (1 ,02.10'3 MOML) NPOAYKTA,
NoMy4YeHHOro B NPUroToBneHun XLI, nonyvatoT
nocre OJUCTKKM xpomartorpachnern HKXCL Ha
NEMBATOM OKcuae KpemHus RP18, uenesoi
NpCAYKT B BAAE Macna.

TH-amP (DMCO-dg): 1,25-1,50 (M, 1H),
1,84 (M, 2H), 2,7- 3,15 (M, 12H), 520 (g,
1H), 6,9-8,7 (m, 12H).

BCAMP  (DoO/auokcaH-dg): 23,66,
2455, 26,18, 26,28, 26,57, 27,48, 28,86,
37,35, 39,31, 40,21, 40,33, 45,23, 48,10,
87,26-89,86, 157,0, 166,2, 166,7.

Mpumep 15

N-(4-((3-aMuHO)NponKUMaMUHO)OY TM)-N'-(6-(
(AMWHOMMUHOMETWN)
amMUHO)rekcun)-nponaHanaMmua, Tpu-xnopruapat

Cnocob A:

Pacteopsator 1 1 (1,4 #1073 MOMb) NpoAyKTa,
nonyveHHoro B npumepe 1, B cmecn 7 mn 10 M
COMNAHOR KWCMoThl U 50 MN UCTUNNMPOBAHHOR
BOAbl, MNOTOM  NWOUNUIYIOT  NOMYYEHHLIRA
pacTeop. 3Ty onepavluio NOBTOPSHOT [Ba paa3a.
OcTtaTtok nuodwrnusaunm obpabaTbiBaldT CMeChbio
9 Mn sTaHona U 1 M MetaHona. Kpuctanmel,
nofydveHHble nocne 24 4 MpyM  KOMHaTHOW
TemMneparype, oT(WNLTPOBLIBAIOT, NPOMBLIBAKOT
WM3OMPONUNOBLIM 3UPOM 11 CYWAT B Bakyyme.
Takmm ©bpasom nonyyarT LUeneBoW Npomykr ¢
BbIXO4OM 68% B BMAe Genbix kpuctannos. T.nn.
130°C.

Cnocob b:

Pacteopatr 2,5 1 (3,28 «107° MOnNL)
NpoadykTa, NonyuYeHHoro B npurotoeneHun |V, B
25 MN MeTaHona, HAacbIWEHHOro XOPUCThIM
BoAopodcM. locne HOYM nepemellMBaHus npu
KOMHAaTHOM Temneparype pacTBop
KOHUEHTPUPYOT NPK MNOHWKEHHOM OaBneHuK,
OCTaToK NepeBoAAT B pacteop B 10 mn BoAwl,
NoTOM  NWOUNN3UPYIOT.  [TonMyYeHHoe  TaKum
obpa3om coeguHeHWe NepeKkpUCTanM30BLIBaKOT
13 cMecu staHon/metadon (9:1). Takum cbpasom
NoMy4akoT KpUCTaniMYecknii NPoayKT C BLIXOOOM
52%.

Mpumep. 16

2-{({(4-((3-AMUHC)NPONUM)aMUHO)OY TN )aMUH
o)kapboHunokeK)-N-(8-
((aMMHOMMWHOMET U )aMUHO)reKcun)-aLeTaMua,
TpUC-Xnoprugpar.

Paboratot no metoguke npumepa 156 (cnocob
B) wucxoad M3 npogykra, nNonyydeHHoro B
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npurotoBneHun  XVI,  nony4ator  LeneBoW
NPCOYKT B BWAE KPUCTANNoB ¢ BbiXOAOM 58%.
T.nn. 148°C.

MMMyHoaenpeccuBHan AKTHMBHOCTL
NPOOYKTOB  corfacHo — m3obpeteHmo  Obina
JokasaHa ¢ MOMOLWL  TecTa  peakuuu
TpaHcnnaHTara NpoTuB Xo3auHa. CamMubl Mbler
B6D2F1 (rvbpuakl nepeoro nokoneHwa C57B81/6
x DBA/2) 6bNKM  MMMYyHOOENPECCUPOBaHLI
WHTRanepUTOHaNEHOR WHBEKUWER (n.n.)
Luknocpocpammga. Tpu gHa cnycta (deHs O
akenepumeHTta: DO) oHKM NONy4YKUNK BHYTPUBEHHO
44107 CrNeHoUNTOB Mel C57B1/6. XKUBOTHLIX
3ateM pas3genunn Ha rpynnbl MAHUMMYM no 8
HKBOTHBIX WM NOABEPITN exedHeBHOW obpaboTke
c D1 po D5 wm ¢ D7 nmo D10
WHTpanepuToHeaneHelM nyTem. KoHTponbHas
rpynna nony4ana TOINbKO HOCUTENb. CMepTHOCTb
oTcnexXusanm ao D60. Peaynsrarh,
BbIpaKEHHbIE KaK cpedHsAn BENNHMHA BEIKMBLUKX
38 3TO BpemA npu yKa3aHHOI.7I Aose, npueeneHbl B
Tabnuue, rie  NpVBEAEHHLIE  BENWYWHGI
ABNAKTCH MOKa3aTeNbHBIMK COMMACHO TecTy
JlorpaHka (HW3KWe 3HaYeHWs BeposTHOCTU
SBNAKTCH MOKa3aTeNbHBIMK COMMAcHO TecTy
JlorpaHka (BepOATHOCTL HUMKE WNK pasHa 5%).
IOna cpaBHeHWs B Tabnuue TakKe YKasaHbl
BEMWYMHBI, MOMYYEHHbIE C W3BECTHBIMW  Ha
JaHHCM YpOBHE TEXHWKN NpoayKTamu:
15-peokcucnepryanuH (DSG), uuknocnopuH A,
KOTOPLIA B HacTosWEee Bpems HBMNASTCH
CTaH4apTHbIM UMMYHO4EeNPecCaHTOM,
MPUMEHSAEMBEIM B Tepanuv, W G NPOAYKTOM
npumepa 1, onucaHHeiM B EP-A-O 105 193. M3
3TOr0 CpaBHEHWs cregyeT, udTO NPCAyKTHl
cornacHo n3obpeTteHno sensaoTea Ao 250 pas
fornee akTUBHBLIMKM, YeM M3BECTHLIE NPCAYKTEL. A
WMEeHHO, npodykT npumepa 1 cornacHo
I.4306pETeHI/IK) oGna,qaeT 3aMeTHOW AKTUBHOCTLEHD,
HauMHaa ¢ 0,1 MI/Kr, Torda Kak npoaykr
cpaBHeHUA u3 npumepa 1 EP-A-O 105 183
obragaeT 3aMeTHOM  aKTUBHOCTLIO  TOMLKO
HadnHaa ¢ 1 MI/Kkr,  15-geoKcucnepryanuH,
HauMHaa nuwb ¢ 0,3 MI/KT U LUKIOCMIOPWH A,
HauunHasa ¢ 25 mr/kr.

Kpome TOro, coeAuMHEeHWs  cornacHo
m3octpeteHuio obnapalT HamHoro  bonbliek
CcTabUNBHOCTEK B pacTBOpe, YeM W3BECTHbIe
NpodyKThl, Hanpumep 15-geckeucnepryanuH.

MpoAyKTbl cornacHe M3obpeTeHuo SBNATCS
MNONEe3HbIMKA - TEPANEeBTUYECKUMM  areHTami B
Ka4YecTBe WMMMYHOOENPECCaHTOB MpW MevYeHun
wnv - npodounakTtuke,  Hanpumep,  Ans
NpedoTBpaLLEHNS  OTTOPXKEHWA  OpraHos,
annoreHHbIX nnu KCEHOreHHbIX,
BACKYNAPUIOBAHHLIX UMW HEeT,  peakuuu
TPaHCMnaHTata npoTUB  XO3dWHa  nocne

nepecagku cocyaos, npw neyveHumin
ayTOUMMMYHHBIX 3aboneBaHni, reHeTUYeCK
onpegeneHHbIX unm I'Ipl/lOGpeTeHHle,

XPOHUYECKUX BOCManuTensHbIX 3aboneBaHui, a
TaKKe MpU BCeX naTonorusx, rage WMMyHHoe
PacCCTPOACTBO MOXKeT ©ObiTb  MPUYUHOR  KNK
haKTopoM, OTBETCTBEHHBLIM 33 COXpaHeHue
YXYALWEHHOTO KIMWHWYECKOro COCTOSHMS.

MpoAyKkTel COrMacHo W3cOpeTeHuio Takke
MoryT BbITh BBEfEHbl BMECTE G NPOTUBOPAKOBbLIM
LUTOTOKCHYECKAM nexkapcTBOM, YTo6LI
OMPaHWYUTE  MX  NoBGoYHble  SddekTbl, K
JOMONHWTENMLHO BBOAUTLCH C©  MNPoAykTamu,
NOnyYeHHbIMK  BUOTEXHONOMMYECKUM  NYTEM,
Hanpumep, ¢ pPeKoMBUHAHTHBEIM  LWUTOKUHOM,
MOHO- W MOMNUKNOHAMNLHLIM AHTUTENOM, YTODLI
YMEHbILUWUTE  BO3HWKHOBEHME Yy nayveHTa
aHTWTEN, NPOU3BOAMMBIX NALNEHTOM.
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MpoAyKkTel cornacHo W3cOpeTeHuio  MoryT
ObITE MCMOMb30BaHLI NPK NedveHUKn GonesHed,
Bbi3bIBAEMEIX — MapasvTaMmy, B 4acTHOCTM,
Manspum.

MpoAykTel cornacHo W3cOpPeTeHUID  MOryT
ObiTb  BBeAeHbl  0panbHO,  WMHBEKUUAMH,
HanpUmep, BHYTPUMBILLEYHO WM BHYTPWUBEHHO,
MeCTHC, HanpuUMep, B BUae Kpema Ans MecTHOro
HaHeCeHWA, rMasHbIX Kanenb, TpaHcaepManbHbIM
nyTem, C NOMOLLEI0 CBEYEel WM WHransuui,

Huxe npreedeHbl NPUMEPEl HA Pa3nnyHble
BMAbl POPMYNMPOBOK HA OCHOBE COeAWHEeHWH
cdopmMynbl | AnNA BBEAEHWA WX BHYTPUBEHHEIM
nyTemM.

Popmyna 1.

a) $nakcH

CoeguHeHre 1, [B Buge Tpuc{xnopriugpata)]
-50 mr

[nokoaa - 150 mr

6) Amnyna

OuctunnupoBaHHas Boga - 5 mn

BBoAAT cHavana ¢ NOMOLLbL Wnpyuua Boay
M3 amnynsbl BC chnakoH, 3aTem B30anThiRaloT.
[MonydeHHbIA pacTBOp BBOAAT B Nepdy3UOHHY O
HuAkocTe.  ExeaHeBHasa p[o3a  BNWMBaeMoro
aKTMBHOIO WHrpegneHTa cocraender 1-2 Mmr/kr.
MoKHO Wcnonb3ceaTb ABe WKW uYeTkipe napbl
dnakoH/aMmnyna Ha o4HO BRVBaHWe.

$opmyna 2

a) $nakcH

CoefuHeHve 1, B BUae Tpuc{xnoprugpara) -
40 Mmr

6) Amnyna

OuctunnuposaHHas Bofa, codepXallas
NaCl (50 r/n) - 5 mn

MPUMEHAT Tak, Kak yka3aHo Bhbille Ang
WHBEKLMeH.

$opmyna 3

a) ¢nakcH

CoefuHeHWe 1, B BUAE TpUc(xnoprigpara) -
30 mr

6) Amnyna

OuctunnupoeaHHas Boda, codepwallas
rMoKoay (40 /) - 5 mn

MPUMEHAIT Tak, Kak yKkasaHo BbiWe Ans
WHBEKLWIA.

®opmyna unsobperteHua:
AHanorn  15-peokcucnepryanuHa  obei

chopmynsl |

HH

[+ 4]

CCH_ > {CH_ 2 CCH_ 2
HZ")J\I/ Z n\il/)l\A)l\r/ z 4\7/ z 3\"“2
H H H H

raen==6umna:;

A - npocrags cBA3b, CH
CHF-rpynna, CH{OH)-rpynna,
CH(OCH g)-rpynna, CHoNH-rpynna unu
CH »,O-rpynna,

WK MX COMKU NpUcoegnHeHus.

2. CoeavHerna no n.1, rae n = 6.

3. CoeanHerna no n.1, rae n = 8.

4. CoegunHenus no n.1, rae A - rpynna CH2O.

5. CoeguHenns no n.1, rae A - rpynna CHo».

8. CoefWHeHwe no n.1, npegcraengioliee
coboiA
2-(((4-((3-(aMmmMHO)NpONMUN)aMUHO)OY TN )aMUHO(K
apboHunnokcn)-N-(6-{(aMnHOUMNHOMET UM} aMUHO)
rekcun)-aLetTaMu, UNu ero conv NpucoeanHeHus
MUHEepansHOW WM OpraHUYecKoil KUCMOThI.

7. CoegnHeHwe no n.1, npegcraengwoliee
coboiA
N-(4-({3(aMuHO)NpoNUN)aMUHO)BY TUM)-N'-(6-((am
WHOUMWHOMETUN)aMWHO)reKcKn)-nponaH-gunamMmng

2-rpynna,
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UMK ero conv NpUCcoefnHeHWs MUHepanbHOR nnu
OpraHW4eckol KUCMoTbl.

8. Cnoco®  nonyyeHWs  aHanoroe
15-peokcucnepryanmHa  obweid  dopmynel |,
OTNUYAIOWNACA TeM, YTO OH BKNOYAaeT CTaaMio
CHATUS 3allUTbl ¢ coeguHeHnsa opmynbl VII

) 4

{NH o o
R
) {CH > {CH > <CH 2>
{N/\H/’ 2z “\NH)\A)\H/ z q\T/’ z :J\IH/RL
R
1
roe n wu A UMmetoT YKasaHHble 3HaYeHWUA;

Ri - 3aluTHas rpynna  Tana
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ankokcukapboHuna,

nyTeM peakuuu C CWUNbHOK KWACMOTOR ¢
3ameHoli 3HaqeHulh R4 Ha H.

9. CcegHeHUs no nn.1 - 7 UKW UX CONW,
nposiBNsioWMe  MMMYHOOENPEeCCaHTHYHo
AKTMBHOCTb.

10.  <dapmaueBTWYECKAd KOMMNO3WULMA,
obnafatoLas WMMYyHOdenpeccaHTHOR
aKTUBHOCTLIO, COAepXKallas akTUBHOS BELLeCTBO
7 chapmMaLleBTUHECKM npuemnemMele
HanonHWTenW, OTIMYAIOWAACH TeM, 4YTO B
KayecTBe aKTUBHOMD  BellecTBA  COASPMKUT
coeduHeHne dopmynel | B adpekTMBHOM
KOnu4ecTBe.
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Tabnuuya

MNpwnmep * n A AKTUBHOCTb
Hoaa (Mr/kr) MpogomKMTENBHOCTL #U3HA (44.)

1 6 CH, 0.1 27,6

0.3 48,5

2 8 CH, 3 47,0

3 6 CH({CCH,) 3 55,3

4 8 CH(OCH,) 3 2786

5 6 CH,0 3 579

7 6 CH(CH) 3 530

8 6 CH,NH 0.3 39,8

10 B MpocTasn cBA3b 1 52,9

11 8 MpocTas ceA3b 3 59,4

12 8 CH(CH) 1 556

13 6 CHF 3 60,0
15-pguoxcucnepryanyu 1 431
15-[uUoxcucnepryanuH 0,3 321
LvknocnopvH A 25 36,0
Mp. 1 EN-A-D0105193 1 32,0
0,3 32,1

* B dhopme Tpuc-(TpudTopayeTarTa) Ans NpoAyKTOB cornacHo naobpeTeHuio.
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