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B

roe R H, C4-Cgankun; eHun, BOIMOXKHO
3aMeLLeHHLIR, BucbeHuUn, BO3MOXKHO
3aMelleHHeld;, 1H, 5H - nuvpuwao [3,2,1-i]]
XuHonun, deHun Cq-Cgankun, HeobasaTensHo

3aMeLUeHHELIR, OncheHUn Cq-Cgankun,
HeobasaTensHO 3aMelleHHBIR,
BUcbeHUNKapPOOHNN, TepdheHun, HahTKn,

HeobdA3aTenbHO 3amelleHHbId; Z o3HadvaeT -S-,
-O-, -OCHy, -N(R'), e R H
C -Cganknn, C3-CgumknoankunC4-Ceankun,
theHUNCq-Ceankun,  XUMUYeckas  CBS3b;
X' osHaugeT -CO-, -(CH2)-CO-N(R'), roe

R 17 oanauaeT H, C1-Cs ankun (rae r = O un
1), -CHNHSO, -(CHo)s-N (R'®)-CO- (rne
R 18 H, s=1-3), - CHoNHCOCH,C-, -CHsN
(R COCH = CH- (rae R'®- H), -CH,OCH,-,
-CHo-N {RZ%-CHp- (rme R2- H, Cq-Cgamkun,
C -Ceankunkapbonun, deHunkapboHmn),

C 1-CranknneH, Co-CjankeHUneH, xnumudyeckasn

CBA3b, X 2 . theHuneH, HeobgasaTensHo
3aMeLLeHHLIA rMOPOKCH, ThodbeHanuUn,
dypaHaumn, AMnNepuanHanMun, —CEC—-
xumudeckan ceaabs, X 3 - Cy-CsankvneH,
CZ-C4an|<eHV|neH, XMMMUYECKan CBA3b, A -
kacnopod, B uw E - Kawabld HesaBWMCWMO

oaHavyaer -O- wnn  -S-;  D-H; V1-CO-;
Y 2 samecTuTerb chopmyInbL:
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MMM
]
J L
{CH_»
Fa
RZuR? KaKAblA - H; R4- OeHUN, BO3MOXHO
3aMellEeHHLIA  ranoreHom, RS - cheHun,

BO3SMOXHO 3amelleHHbld;, uukn G - deHun,

C 3-CyuMKnoankmun, NUpUuann, TUeHWn, umkn J -

theHun; L - denun, p=0-2; --—- oaHavaeTt
HamWyKe WNK OTCYTCTBME XUMWYECKOR CBA3M;
O oToBpaxaeT Luc- W

TPaHC-KOHMpUrypaumw D oTHocuTensHO E; npwu
YCMOBUK,  YTO X1 oanavaer -CH5NHCO-,
X 2 opasnauaer 1.4-cbeHmnneH © X3 ospauaer
XUMUYECKYID CBA3L WMNKM C 4-CsankuneH, korga

aTtoM yrnepoja, cBA3aHHbIA CD WU CMeXHbIA ¢
HAM aToM yrmepofa B LMKNe CBA3aHbl MPOCTOW

cBAzbio U V1 He o3HAYAeT XUMWUECKYID CBS3b,
korga X' osHauaeT -CHoO- hapMaLeBTUHECKM
npueMmneMas cornb Win rvapar COSOUHEHWS.

CoeguHeHnsa | MHMMbupytoT dpocchonunasy Az n

MOTyT BbITb MCNONL30BaHLI B
hapMaLEeBTUYECKOA KOMMO3WLWKM B KadecTee
aKTUBHOro areHTa. 2 ¢. u 14 3.n. d-nbl, 38 Tabn.
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(57) Abstract:

FIELD: organic chemistry, biochemistry,
pharmacy. SUBSTANCE: invention relates to
derivatives of pyrrolidine of the formula (I):

where R! means H, Cq-Cg-alkyl, phenyl that
can be substituted, biphenyl that can be
substituted, 1H, S5H-pyrido[3,2,1-ij]
quinolyl, optionally substituted
phenyl-C -Cg-alkyl, optionally substituted
biphenyl-C4-Cg-alkyl, biphenylcarbonyl,

terphenyl, optionally  substituted naphthyl;

Z means S-, -O-, 16 where
-ocuz-, =HCR ),

R16 means H, Cq-Cg-alkyl,
C 4-Cg-cycloalkyl-C,-Ce-alkyl,
phenyl-C 4-Cg-alkyl, chemical bond,; X1 means

-CO-, 17 where
—C(CH_> —CO=NC(R ")
r

R 77 means H, C4-Cg-alkyl (where r = 0 or 1),

18
—CH _MHS5Q _—, —(CH_J —NMN(E »—C0—
F Z 2 =

(where R means H s = 1-3),

19
=CH MHCOCH O, =CH H{(R )=
Z Z Z

-COCH=CH- (where R'® means H)

20
—CH OCH_—, =—CH_—MN (E >—=CH_-—
Z P4 Z Z

(where R20 means H, Cq-Cg-alkyl,
C ;-Cgalkylcarbonyl, phenylcarbonyl),

C 1-Cs-alkylene, Co-Cg-alkenylene, chemical
bond: X2 means phenylene  optionally
substituted with hydroxy-group,
thiophendiyl, furandiyl, piperidindiyl, =CZC= .
chemical bond; X3 means C1-Cs-alkylene,
CZ-C4/ -alkenylene, chemical bond; A means
oxygen atom; B and E each means
independently -O- or -S-; D means H;, v1 means
-CO-; Y2 means substitute of the formula:
0 or
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o where

AN

{CH_>
Zp

R 2 and R® each means H; R* means phenyl
possibly  substituted with halogen atom;
R % means possibly substituted phenyl, cycle
G means phenyl, CsCycyclo-  -alkyl,
pyridyl, thienyl; cycle J means phenyl;
cycle L means phenyl, p = 0-2; —-- means
the presence or absence of chemical bond,
3 means cis- or trans-configuration D

relatively to E under condition that X! means
CH sNHCO-; X2 means 1,4-phenylene and

X 3 means chemical bond or Cq-Cs-alkylene
when carbon atecm bound CD and adjacent with
it carbon in cycle are bound by a single
bond and V! does not mean chemical bond
when X' means -CHoO-. Invention relates
also to pharmaceutically acceptable salt or
hydrate of compound. Compounds of the
formula (1) inhibit activity of phospholipase
Ao and can be used as active component in
pharmaceutical composition. EFFECT. valuable
biochemical properties of compounds. 16 cl,
38 tbl
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TekcT onucaHnsa B hakCUMUNBHOM Buae. T
TT

cDopmyna I/I306peTeHI/ISIZ
1. MponaeogHble nUpponuanHa dopmynel (1)

roe R! oaHauaer aTom Bogopcada, npaMoi
unK  pasBeTBreHHbld  Cqi-Cgankun,  deHun,
HeoBA3aTeNsHO  3aMelleHHbIA  OHUM KUK
HEeCKOMNbKMMK 3aMeCcTUTeNs MU, BolGpaHHEIMK 13
rpynnel,  codepxawed  eHUnCs-CaankeHun,
C 1-Cgankun, C3-CrumKknoankun, ranoreH,
C 1-Cgarnkokcu, HadhTin,
GeH30-1,3-4NoKConanun, 2-Nupugun,
theHUNC 4-Cgankun, EHUNOKCKU, MCHO-  WIn
OusaMelleHHbIA aMUHO 1 N-meTunnuvpaamMHmn,
BudpeHnn, Hecba3aTernsHO 3aMeLleHHbIA O4HUM
UMK HeCKONBKUMW 3aMecTUTensAMU, BblGpaHHbIMK
"3 rpynnsl, cofepxallei Cq-Cgankmn,
C 1-Cgarkokewm, TpuranoC4-Cegankmn "
TMOPOKCK, TepdeHnn, HadTun, HeobasatensHo
3aMelleHHsIR  oAHWUM MW HEeCKOMbKAMA
3amMecTuTensmK, BelbpaHHBIMKA M3 rPynnbl,
codepxawen deHun WU ranoreH, deHur,
KOHOESHCUPOBAHHBIA ¢ C3-C7LMKNOANKNUNOM,
2,3,6,7-Tetparngpo-1H,5H-nnpnao[3,2,1-ij]
XWHonNUN, ceHnnCq-Cgankun, HeobasaTensHo
3amelleHHBIR  OgHUM MKW HEeCKOMbKAMMA
3amMecTuTensiMmu, BelbpaHHBIMKA - M3 IPynnbl,
copepawer Cq-Cgankun, rarnoreH, eHun,
HachTKn, TUEHWI, 6eHaodypaHun,
theHUNC 4-Cgankmun, EHUNOKCH, MCHO-  WIn
An3amelleHHBIA aMUHO W (DeHWN, 3ameLLeHHbIR
OOHUM  WNW  HECKOMBKUMK  3aMeCTUTENaMHM,
BbIGpaHHEIMU ua rpynnel, cofepXallen
C 1-Cgankun w1 ranoreH, GudeHnnC4-Cgankun,

HeoGA3aTenbHO  3aMELLEHHbIA  COHUM  Unn
HECKONBKUMK 3aMECTUTENAMM, BeIGpaHHEIMK K3
rpynnkl, cofepxallen C1-Ceankmn,
C 1-Cgankokcu, ranoreH, TpuranoC4-Cegankun,
HUTPO " amMUHO, HadpTUnNC4-Cgankunn,
HeobdA3aTenbHO 3aMelleHHbld  eHWnoM, U
BudpeHnnkapboHUn;,

Z osHavaeT -S-, -O-, -OCHp-, -N(R')-
(roe R16  oanauaer atom  Bojopopa,
G ,-Cgankunn, Cz-CgluknoankunC-Ceankun mnu
eHUNC1-Ceankun), UM XUMHUYECKYO CBA3L,

X1 osHauaeT -CO-, -(CHu)-CO-N(R')-
(e R' oavauaeT aTom BogopoAa MM
C ;-Cganknn, a r ozHavaeT uenoe uducno ot 0
go 1),  -CHuNHSO,-,  -(CHp)e-N(R'®)-CO-
(roe R'8 oapauaer atom Bomopcma, a s
O3HadaeT Uence wumcno ot 1 pgo  3),
-CH sNHCOCH0-, -CHaN(R'HCOCH=CH- (rgoe
R' oanauaer atom Bogopoda), -CHOCH,-,
-CH 2—N(R20)—CH2— (roe RZ osHauaeT artom
sogopoda, Cq-Cgankun, C4-CgankmnkapboHun
nnu theHUnKkapOoHun), Cq-CrankuneH,
C o-CqankeHUneH Unu XMMUYeCKyK CBA3L,

X2 oaHadaeT heHuneH, HeobaaaTensHo
3aMeLleHHbIA TMAPCKCH, TnodeHanMI,
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dypaHauin, NUNEPUOVHAMWN, =CEC=  WUMu
XUMUYECKYIO CBA3b;

X3 o3Havaet Cq-CsankmneH,
C ,-C,ankeHuUneH unu XuMn4eckyo caasb;

A o3Ha4aeT aToMm KUCropoaa;

B 1 E kawpoblh HesaBMCMMO Apyr OT Apyra
O3HayaeT aToM KWUCropoja WIW aTom cepbl;

D osHa4aeT aToM BOAOPOAa;

Y osHavaer -CO-;
Y2 ogHauaeT zaMecTuUTenb hopmMynbl

i O

HIH
- O
J L
{CH_>
Zp

e R2 n R3 kakopliidi o03HauaeT atom
BoAopoaa,;

R* oaHauaeT heHWn, KOTopbIli MOXET BbiTh
3aMeLleH ranoreHomMm;

R5 oanavaer deHun, HeobAzaTencHo
3amelleHHbId  ogHUM MW HEeCKOMbKAMMN
3aMecTUTeNsMM, BbIOGPaHHEIMA U3 TpyNnbl,
cogepxawend Cq-Cgankun, ranoreH, amuHO WM
MOHO- nnu OV3aMeLleHHLIA aMnHo,
C 2-Cyumknoankun, THeHUN 1 ypun;

Lukn G osHavaeT deHun, Ca-Cruniknoankin,
NAPUANUM UMK TUEHWT,

uMKn J osHavaeT deHun,

UMK L o3HavaeT deHun;

p o3HadvaeT uenoce 4ncno ot 0 go 2;

NYHKTUPHAA MUHKA (----) O3HAuYaeT Hanuuue
UMK OTCYTCTBUE XUMUYECKOlW CBA3MU;

BOMHWUCTAA NUHKA (~ ) oTobpaxaeT LUG- Unn
TpaHc-KoHDUrypauuw D oTHOCUTENbHO E;

npw yenosuu, yto X1 o3Havaet -CHoNHCO-,
X2 oaHauaeT 1,4-beHuneH u X° osHauaet
XUMUYECKYO CBAI3b UNK C 1-CsankuneH, Korga

aToM yrnepoaa, CBA3aHHbLIA ¢ D, N CMeXHLEIA C
HAM aToM yrmepofa B UMKNe CBA3aHbl MPOCTOM
CBA3LIO, U Y1 ne oanavaer XMMUHECKyo CBA3b,
Koraa X1 ozHauaer -CH20-;

chapmMaLeBTUYeCcKM npuvemnemas conlb Wiv

rMapaTt YKazaHHOro CoegUHeHUs.
2. CoegnHeHue no n.1, npeactaBneHHoe

chopmynoi (11}

1 2 3
—x—x\ P
1 s H (II>»
-
1 P
R =2 v
B

rme R,z X1, X2, X3 ¥1 ¥2 yu B umetor
3HAYEHUS, YKA3AHHbIS BbILLE, BOMHUCTANA MUHUS
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O3Ha4aeT UMC- M TpaHG-KoHMrypauuio arcma
BoAOpOda OTHOCUTENBEHO aroma  cepbl, Npu
YCNOBUK, 4TO Y1 He oasHauaer XUMUHECKYI0
oBsiab, korga X' osHavaer -CHyO-,

dapMaleBTUYeCKM NpUemMnemMas conb WK
TMAPAT YKA3aHHOro coeauHeHus .

3. CoeguHeHne no n.1, npeacraBneHHoe
chopmynoin (1)

1—}'\:2—}{3
N
P = H <III>
R —z r
v B

roe R1, z, X1, XZ, X3, YZ, B w BonHwcras
NUHKA UMEOT 3HAYEeHKUS, YKasaHHble Bblle,

dapmMaleBTUYecKs npuemMnemas conb Wn
rmapar ykKasaHHOro coevMHeHWs.

4. CoeauHeHWe no n.1, npeactasBneHHoe
chopmynoi (1V)

1 2.3
E -2
P 5 H (IV>
Y.

¥
B

roe R, Z, X1, X2 X3 Y2 B u sonnucras
NUHAS UMeIoT 3HAYSHWA, YkasaHHble Bbille,

dapMaleBTUYECKM NpUemMnemMas conb WK
TMAPaT YKA3aHHOTro coeAuHeHUs .

5. CoeauHeHwe no n.1, npeacraBleHHoe
chopmynon (V)

rne RY, Z R x3 ¥2 B n sonmucras
NUHAS UMeIoT 3HAYSHWA, YkasaHHble Bbille,

dapMaleBTUIecKs NpUemMnemMas conb WK
TMApaT yKazaHHOro coeAuHeHus .

6. CoegnHeHne no n.1, npeacraBneHHoe
chopmynon (V1)

0
A Ne
N
]IELB 5
.

rme R' Z, R' X3 Y2 B W ponuucTas
JNMAHWA MMEKT 3HaYeHWA, YKasaHHble Bbille,

dapmaleBTUYeCKs NpuemMnemasi conb WIn
rmapaTt ykasaHHoro coeguHeHWUd.

7. CoegnHeHue no n.1, npeacraeneHHoe
chopmynon (VII)

H Lo ]

B
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£ H (VIIX»

B

rme R', Z, R, X3 Y2 B u eonHucTas
NAHWA UMe0T 3HaYeHWs, YKasaHHble Bbille,

chapmaLeBTUHECKM NpUEMIieMas CoNb WIK
rmapaTr ykasaHHoro coeguHeHnA.

8. CoegnHeHue no n.1, npeacTaBneHHoe
chopmynon (VI

e -s0, N P

H
2 s H (VIII)
a¥

B

roe R Z, Y2, B 1 BOnNHWCTas NUHWUS UMeloT
3HaYveHWA, yKasaHHble Bbille,

chapmMaLeBTUYecKM Npuemnemas cofb Whv
rmapaTt ykKasaHHOro coeglHeHuaA.

9. CoegnHeHue no n.1, npegctaBneHHoe
chopmynom (1X)

O

H
/.Kz s H (IX)
o

B

roe R, Z, Y2, B 1 sonHuUcTas NUHUSA UMEIOT
3HaYeHWs, yKasaHHble Bblle,

chapmMaLeBTUYeCcKM npuvemnemas conlb Wiv
rMApaT YKAZaHHOIO COepUHEeHUS.

10. CoegfivHeHve no n.1, npeacTaBneHHoe

chopmynoin (X)

L4 3]

roe R1, Z, Y2, B 1 BonHMcTas NMHUA MMeloT
3Ha4YeHs, yKasaHHble Bbllle,

chapMaLleBTUYECKM NpUemnemas conb Wiu
rmapaTt yKasaHHOro coeglHeHua.

11. CoegkHeHwe no n.1, npeacraBneHHoe
chopmynoin (XI)

.

(KLY

roe R', Z, Y2, B 1 sONHACTAS NAHWSA UMeloT
3HAYSHUS, YKazaHHLIE BbILE,
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dapmaleBTUYecks npuemMnemasi conb Wn
rmgpar ykKasaHHOro coeuHeHWA.

12. CoeginHeHune no nwbomy ua nn.1-3, rae Z
o3Hauaer N(R 8-, chapMaLEeBTUUECKH
npuvemMneMas cont WNW rMapat yKasaHHoro
coedMHEHNUA.

13. CoeguHeHWe no nwdomy w3 nn.b-7,
rae R18  gapauaer  atowm BOfOpOAa, a
X3 o3Hadaer XNMUYECKYHO cBA3b,
chapMaLeBTUYECKM NpUeMnemMas cofb WK
rmapaTt ykKasaHHOro coeuvMHeHWA.

14. CoeguHeHue no nobomy 13 nn.1-13, rae
R’ o3HavaeT  beHun, HecbA3aTenbHo
3aMelLLeHHLIA OHWUM unu HECKOMBKMMM
3amecTuTensiMun, BelbpaHHBIMWA M3 IPyNMbl,
codepxalen dpeHnnC,r-CiankeHun,
C 4-Cgankun, C3-CrymKknoankun,
C 4-Cgankokeu, HadhTin,
OeHso-1,3-groKconanun, 2-nupugun,
tbeHUNC 4-Cgankun, EeHUNOKCKU, MCHO-  UnK
OusaMelleHHBId aMWHO 1 N-meTunnuvpaaMHun,
BudpeHun, Heoba3aTensHO 3aMeLleHHbIA OaHUM
WK HeCKonbKMMK 3amMmecThTendamu, Bbl6paHHbIMI/I
"3 rpynnsl, cofepxallei Cq-Cgankmn,
C 1-Cgankokeu, TpuranoCq-Ceankun “
TMOPOKCK, TepdeHun, HadTun, HeobasaTensHO
3aMellEHHbI A OfHWM nunu HECKOMbKUMM
3aMecTuTensamK, BelbpaHHBIMKW M3 rPynnbl,
cofgepawed deHun M ranocred,  deHun,
KOHOEHCUPOBaAHHBIA ¢ Co-C7LMKMNOANKNUNOM,
2,3,6,7-tetparngpo-1H,5H-nupnao[3,2,1-ijJxuHo
nmn,  eHnnCy-Cgankun,  HeobazaTenbHo
3aMelLeHHLIA OfHWUM nunu HECKOMBKMMM
3amMecTuTensiMmu, BelbpaHHBIMKA - M3 IPynnbl,
codepxawen Cq-Cgankan, ranoreH, eHun,
HadpTun, TUEHWN, 6eHaodypaHun,

ranoreH,
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theHUNC 4-Cgankmun, @EeHUNOKCK, MCHO-  WIn
An3aMelleHHbIA aMUHO, DEeHWN, 3aMelleHHbIA
OOHUM WM HECKCIMbKAMK  3aMeCcTUTENAMN,

BbIGpaHHEIMU ! rpynnel, coflepxallein
C 1-Cgarnkunn ] ranoren, ] THUEeHWN,
oudpeHnnC 1-Cgankun, Heoba3aTensLHe

3amelleHHbIA  OgHUM MW HEeCKOMNbKAMMN

3aMecTUTensMK, BelbpaHHBIMKA M3 rPynnbl,
codepxallen C4-Cgankun, C1-Cgarnkokcu,
ranoreH, TpuranoC,-Cgankun, HUTPO W aMUHO,
HapTUNC4-Cgankun, Heobga3aTensHo
3aMeLleHHBIR  ceHUNeM,  dhapMaueBTHUYECcKH
npuemneMas conb WNW rMapat yKasaHHoro
coeaMHEHNUA.

15. CoeamHeHne no nwbomy na nn.1-14, roe

Y2 osHadaeT aaMecTuTeNb OPMYMbI
# o

roe R® caHauaer cheHun, HeobasaTensHo
3aMelleHHbIA  CAHMM MW HECKONBbKAMMU
3aMecTUTenaMy, BeIOPAHHBIMA M3 TPYNMLI,
cogepxawend Cq-Cgankun, ranoreH, amumHo WM
MOHO- UMK AU3aMeLLeHHbIA aMUHC;

chbapmaLeBTUHECKM MpuemMneMas coflb WIK
rMapaT yKasaHHOro CoepuHeHus.

16. ®apmaueBTUYECKad KOMNO3WLUME AnA
WHrMBMpPOBAHKNSA chocponmnassl A 2,
NpodyLuupoBaHna  apaxnioHOBOW  KMCMOTHI,
npodyuupoBaHua npoctarnadHaumHa E o unu
npodyuupoBaHua nedkotpueHa C 4, KoTOpas
COAEPKUT coeanHeHne no nwwbomy na nn.1-158
Ka41eCTBe aKTMBHOIO KOMMOHEHTA.
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O6iacTh TEXHEKH, X KOTOPOW OTHOCHTCH HSOGDETCHHB

Hactosmee n3o0peTenre OTHOCHTCS K HOBBIM IPOM3BOAHBIM MHAPPO/IHINHA,
obanamuM MHErAOMPYIOMER AKTHBHOCTBIO B OTHOLIEHUH IHTO30IHTUYECCKOH
cdocdonunass Ay, B X (apManeBTHIECKIM KOMIO3AIHIIM ISt HHrHbupoBaHnd
LUTO30IUTHUYECKOU (hoCOMUnassl A,, COREPKANTUM HOBBIE IIPOH3BONHLIE
TIHPPOJIM/MHA B KATECTBE AKTHBHOIO KOMIOHEHTA.

YpoBeHb TEXHHKM

Docdormnaza A, (PLA,) gengerca 6eKOM, KOTODHIA crocobed crnenuduaecku
TUAPOSM30BATh CIOKHOIMUPHYIO CBA3b B S11-2-TIONOXEHEH (PoChomnnuios, 1
BJiogaeT PLA, IMTO30MTHYECKOTO (cPLA,) u PLA; CexperupyeMoro THIIOB
(SPLA,), KOTOpHIE COBEPIIEHHO OTMYAIOTCS APYT OT Apyra. Masecrro, 4ro cPLA,
uabuparenpao ruaponusyer hocdomInImHab, STCPUGHUITMPOBAHHbIE APAXEI0HOBOH
KUCJIOTOM 1o 2-My noaoxenun. [loatomy marnduposanne cPLA4 HOMKHO IORABIITH

BBICBOOOX/ICHHE apaXHAOHOBON KUCA0TH u3 (hocthOoIHIHACB. APaxXHIOHOBAS KUCIOTA
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SBJISIETCS MPENMECTBEHHAKOM NPOCTATTAHAWHOB H JEHKOTPHEHOB, KOTOPHIE OTHOCATCH
K HI0OMOTHKAM M, KAK H3BECTHO, IPHMHUMAOT YUACTHE B MHHULIHAIMH BOCHAIATEN -
HOTO IIpomecca. JTH BO3OYAHTEM BOCIAMUTE/IBHOR PEAKIIHE CHHTE3UPYIOTCA B
HOCTENOBATENEHOCTH OHOXMMHYECKHX peakuuil, TAK HA3bIBAMOM KAaCKaje
apaxuIOHOBOM KMCIOTH. CAE0BATEIRHO, MOXHO TOJIATATh, UTO MHIHOMPOBAHUE
BEICBOBOXIENMs ApAXHIOHOBOH KUCIOTH MPUBEIET K MOTaBIeHHI0 OHOCHATESA
pPa3IMYHBIX COCAWHEHNH, IPUHEMAOIIUX YYACTHE B PA3BUTHH BOCNAIUTE/IBHOH
pEeaKMy, 9TO MOXET HAWTU NPUMEHEHUE IPHA IPOPHIAKTHKE WK JISUEHUH
BOCIAJHTENLHbIX 3a0oseBanuit. TIpuMepsl Taxux 3a00/1€BaHMH BKIHOUAOT
PEBMATOMTHEIN aPTPHUT, ACTMY, BOCIAJATEIbHEIE 32607 eBAHAA KAIIETHAKA, TPABMEL,
BREI3BAHHBIE HIIEMAYECKON penepdy3uel, aIeprudecKuii pUHUT, IICOpHas | Ap.
CoeqHHEHHT ¢ THASOJWIUHIMOHOBBIMM W THPPOJIHAMHOBEIME LMKJIAMHA OTIHACAHBI B
WO 97/41120, WO 97/41121, EP-780389-Al, JP 7-138258 (A1), EP-528734-Al.
OOHAKO B JIUTEPATYPE OTCYTCTBYIOT CBEJIEHMS OTHOCHTEIBHO HHTHOMDYIOMIMX CBONCTE
ITHX COefMHEHHHA B OTHOMEHUH (hochosmmasst A,. B WO 97/05135 onucax
WHIIOHTOP NATOMIA3SMATHYECKOH (ochommnaser A,, HE OTHOCKIIHHACH K COEAHHEHNAM
[0 HACTOSIMEMY H300PETEHHK.

Ouwucanve uzobpereHnsd

IlpH co3gaHuy HACTOSIMErO H300peTeHAd OBUIN MPOBEACHBl OOIIMPHBIE
VCCIIEOBAHNS 110 TOUCKY crenucuueckux pHruburopos cPLA, u 6510 06HapyXeHO,
YTO HEKOTOPEIE KJIACCH HOBBIX IPOM3BO/IHBIX TUPPOJVAMHA IBASIOTCH 3PdeK -
TUBHBIMM MHTHORTOpaMH 310r0 hepmenta. Takum oOpasoM, HACTOSIIEE M300peTEHME

otgocuTca 1) k coequueruo dhopmyast (I):

rne R! osmauaer arom Bomopona, (HM3II.)anKH1, HeoOI3aTeIHO 3aMCIICHHEIN AT,
apui, KOHASHCHPOBAHHBIM ¢ HEADOMATHUECKUM YIVIEBOAOPOLHBIM KONBIOM HIH C
HEAPOMATUUECKHAM TETEPONHKIOM, HEOOA3ATEIBHO 3aMENICHHBIM apaikul,

Heo6g3aTe/IbHO 3aMENERHbIH ApHaKapOOHRI WIN Heo0d3aTeNbHO 3aMEIIEHHbIHA
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rerepoapwny; Z o3sauaer -S-, -SO-, -0-, ~-OCH,-, -CONH-, -CONHCH,4-,
_N(R!9)- (me R!® o3nauaer atoM Bofoposa, ANKHI WIR APANKIT) HIM XEMAYECKYIO
cesizn; X osHauaer -(CH,) q-CO- (rge q o3Hagaer uesoe amciao ot 0 fo 3),
—(CHZ)I—CO—N(R”)— (rpe R17 osnavaer atom Bogopona WM (HM3IL)amKmT, a T
osnagaer uestoe wicao ot 0 go 3), ~CH,;NSO,-, —(CH2)S-N(R18)—CO- (rme R
03HAUAET ATOM BOZOPOAA WM (HH3IL)AIKHA, a § 03HAYAET Leaoe uucio ot 0 go 3),
-CH,NHCOCH,0-, —CHZN(RIQ)COCH= CH- (rme R1? o3mavaer atom BOZIOPOIA
wmn (ausw.)anxwn) , -CH,NHCS-, -CH,0-, -OCH,-, ~-CH,0CH,~, -CH,-

N (RZO)—CHE— (rre R o3mauaer atoM mogopona, (HWAIL)AZK¥T WITH aTIAT)
ANKWIEH, ATKEHIIEH MM XAMAUECKYIO CBA3b; X2 03HATAET HEOG3ATEbHO
3aMereHHER apAIcH, Heo093aTebHO 3AMEMEHHEIN TETEPOaPUIIEH, TETEPOLHKIONHILT,
-C=C- WK XMMHUECKYIO CBA3b; X° 03HAUACT AJIKWIEH, ATKEHWIEH A

XAMHYECKYIO ¢Bsi3b; A, B 1 E xaXObli HE3aBHCHMO APYT OT ODYId 03HAYACT aTOM
KVCTOPONA WIH aTOM cephl; D 03HAUACT ATOM BOJOPOAA HIH THEPOKCH (HUSIL. YaKu,
Y! osmauaer -(CH,) CO-, -(CH,) ,CONH-, -(CH,) ,CSNH-, -(CHp) ;SO,-,
-(CH,)_,CO0-, -(CH,) ,NHCO-, -(CH,) NHSO,- u1u XuMHIECKYIO CBIA3b; M
o3namaer nejoe aucao ot 0 710 3; n o3Havaer ueaoe gucno ot 1 go 3; Y2 03HA4aeT

3aMECTUTEb (POPMYJILL:

e O
RQJ\'/“\Rtl RS ]
1 (CHz)p

TIe RZ y R3 KaXOelil gpagetcs aTOMOM BOLOPOAA WIH OJHH M3 HMX O3HATAeT
Heob93aTENBHO 3aMEMEHHBI AP, HeOOA3aTCIPHO 3aMEIEHHbIA IETEPOAPH/T HIH
HHeo6s3aTeIbHO 3aMEemMEeHEBIA ITUKI0ATKHI, & APYTON O3Havaer aToM BOJOPOIA HIN
(HM3IIL. ) aTKWT; R4, R’, wakn G, mukn J u ouka L Kaxaeii He3aBHCHMO HPYT OT Jpyra
03HAUAET HEO0OA3aTebHO 3aMENIeHHBIH apui, He0093aTeIbHO 3aMEICHHBIA
revepoapui, Heo093aTeMbHO 3aMEINEHHBIN HHKIOATKII WM UHMK/I0aIKEHNIT,
UVHKTHpHAS JuHKS (----) 03HAUAST HAMUYHME MJIM OTCYTCTBHE XMMHUUCCKOH CBSA3H; &
P 03HAYAeT LEI0e YKCI0 OT O 10 2; BOTHMCTAS JIHHUS (~) oToOpakaer HC- WK
TpaHc-Koupurypauuio D oTHOCHTEAbHO E; 1pH ycs1oBUm, 9TO X! osnauaer ankmien,

a Kax bl u3 X2 n X3 osnauaer XMMHUGECKYIO CBSI3b, KOTNA YIVIEPOJHBIM aTOM,

10-
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cB3aHHLI ¢ D, 1 CMEXHLIN ¢ HUM YIVIEPOJHBIA ATOM B NUKJIE CBI3AHEI IIPOCTOH

cBsi3BI0, B Y) He O3HAYAET XMMHUUYECKYIO CBS3b, KOTIA X! o3nauaer -CH,0-,

1 K (hapMaleBTHICCKH IPHEMIEMOM COIM HIM THIPATY YKA34HHOTO COETUHCHMS.
B 9acTHOCTH, H30OPETEHHE OTHOCHTCH

ID x coemnnenuio dopmyaer (1)

H
X-x2-x3 0
/ N\
Ly o
1_ S
A

B KOTOPOH Rl, Z, Xl, Xz, X3, Yl, Y2u B HMEH)T 3HAUYEHMS, YKA3AHHBIE BEILIE,

BOJIHACTAY JIHHAE 03HAUAET MUC~ W TPAHC-KOH(HTYPAIHE® AT0Ma BOJOPOZa

OTHOCHTEJIbHO aTOMA CEPBI, IIPH YC/IOBHH, 9TO YI HE 03HAYdCT XUMHUCCKYIO CBi3b,

xorma X! osmavaer -CH,0-, dapmanepTHIeckn IPUEMIEMOK COTH HIH THAPATY
YKa3aHHOTO COENMHEHHS,

[1D) k coemmuenuio dopmynasl (111

H
/X1__X2_X3 o
o Lw
R'—Z
\‘Yfz lr

B KOTOPOH Rl, Z, Xl, XZ, X3, Y2, B ¥ Bo/MHMCTAY AMHUS HUMEIOT 3HAYEHHY,
VKa3aHHEIE BBIME, (DAPMALNEBTHIECKHY IPUEMIIEMON COMHM MM TMAPATY YKA3aHHOIO
COEMUHCHUT;

1V) coemunennio dopmyas (IV)

A1-
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H
X'-x2-x* 0
: A
R—Z N. O
S. _NH {IV)
Y2 Y
B

B KOTODPOH Rl, Z, Xl, XZ, X3, YZ, B ¥ BOsMHHCTA% IMHAS UMEIOT 3HAYEHUS,
YKa3aHHbIE BBIIE, (apMaleBTHYECKH NPHEMIEMOR COTH WA M'MAPATY YKA3aHHOIO
COCOVHEHHNT,

V) coequreHH0 Gopmyan (V)

R1_z~<:(\g1s , H
A~ N
07 Y2

SYNH
B
B KOTOPOH Rl, Z, RIS, x3 , YZ, B 1 BoMHNCTAY THHUY MUMEIOT 3HAUECHUS, YKA3aHHBIE
Bollle, PapMAalEBTHUECKH IPAEMIEMOR COJM WIM MMAPATY YKA3aHHOTO COENMHEHHAS,

V1) coempuennro dopmyasl (VI)
H
|

L 3
0
! z‘C(\N °s Xl\%_(/
R'— F'{m
N SNH v

g Y

B KOTOPOH RI, Z, Rls, X3, Y2, B v BOTHUCTAS JTMHKAS WMEIOT 3HAUEHWS, VKA3aHHBIE
BBINIE, (hapPMANEBTHUECKH PHEMJIEMOU COJTH WK THAPATY YKA3aHHOTO COEJIMHEHMS;

VI coexnnenmio dopmyasr (VID

12-
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O
7Y S NH

!

B KOTOPOH Rl, Z, ng, X3, Y2, B v BOJIHKCTAS THHAS HMEKT 3HAYCHHY, VKA3aHHBIC

BemIe, (hapMALIEBTHIECKT IIPHEMIEMON COMM WM THAPATY YKa3aHHOIO COCTHHCHIT,

VIID) coenmrernro dopmyss (VI

H
(V1D
oﬁl‘v2

S. .NH

bl

B

B KOTOPO#H RI, Z, YZ, B u BoaHHCTAd JIFHHWS MMEKOT 3HAYCHNAS, YKA34HHBE BBIIE,
dapManeBTHUECKH TPUEMIIEMON COJTH I THAPATY YKa3aHHOTO COENWHEHHS,

IX) coegumennto dopmyasr (IX)

0]
H
N
A, SYNH (IX)
oY

B

B KOTOpPOH Rl, Z, YZ, B ¥ BO/IHMCTAY JTHHHS UMEIOT 3HMadeHU4d, YKAa3aHHbIE BLILIE,
(bapManeBTHIECKY IPHEMJIEMON COTH WIM TUAPATY YKA3aHHOTO COCIMHCHH,
X) coemmreRMIO hopmyer (X)
H
N

=B (X

P :

B KOTOPOH Rl, Z, Yz, B @ BOJIHHCTAY JHHHY HMCHOT 3HAUCHHUY, YKa3aHHLIEe BRINE,

dapManeBTUUECKH NPHEMIEMOR COIH WM THAPATY YKa3aHHO'O COETMHEHUS,

13-
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XI) coemunenHio gopmysan (XI)

1 O ° H
R'-Z ! P S>=B (XT)
O)\ Y2 H

B KOTOPO¥ Rl, Z, Yz, B » BoHWCTAS JHHUS HMCHT 3HAUYECHHSE, YKA3aHHEIE BRIOE,
(bapManeBTHIECKN IPHEMIEMOM COMH MM THAPATY YKA3aHHOTO COEAMHEHHMS,

XID) coemmuermo mo mobomy w3 nyakros [)-11D, rae Z o3rauaer -N (R16)-,
(bapMaIeBTHUYECKH NPHEMIEMON CONMH HWIH IMHAPATY YKA3AHHOIO COEJMHEHMS,

XIII) coemuuenmo no moboMy u3 nyakToB V)-VID, rge R!8 o3mauaer aTom
BOJIOPOJA, a X3 osmavaer XMMHUECKYIO CB93b, (hapMaNEeBTHIECKH IIPUEMIEMOM COJIb
HWIH THAPATY YXA3aHHOTO COEMAHEHUY;

X1V) coemurennto no mobomy u3 nyskros D -XIID), rge R! ozmagaer
HeoO93aTEIhHO 3aMEIEHHBIA AP, APHJ, KOHJEHCAPOBAHHON C HEADOMATHYECKUM
VIVIEBOAOPOJHEIM [THE/IOM HJIA HEADOMATHUECKHM TeTEPOIUKIOM, HIH HE00I3aTeNbHO
3aMEIEHHbIN apaakuI, (DAPMALEBTHUECKH NPUEMIEMOH COIH WIR THIDATY
YKa3aHHOIO COCIUHEHU,

XV) coegurennro no goboMy n3 nyaxros 1) -XIV), roe Y2 o3mamaer
3aMECTHTENL (POPMYJIHL

¥ 0
RS

e R® o3mauaer HeoBs3aTeIbHO 3aMEMEHHRIE apmi, (APMALEBTHIECKH IPHEMIEMON
COJb WM THAPATY YKA3aHHOIO COEJHHEHNS,

XVD coemmuenmo ¢opmys (17)

14
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o e o

rae Z o3Hadaer -N(Rlﬁ)—, Y?' osHauaer HeoBH3ATETBHO 3aMEMIEHHBIA apui, a RL
XI, XZ, X3, Yl, A, B v BoOMHUCTAS JHHHUY HMEIOT 3HAUEHUHT, YKA3AHHEIC BHIIIE,
dapManeBTHUECKH TIPUEMIEMOU COMA WX TW/paTy YKa3aHHOTO COSOWHEHHT;

XVII) dapManepTHuecKod KOMIOIUIKRHA, COAEPXAIMEN COSIHHERNE HO JHOOOMY
u3 myHKToB [)-XVI) B KauecTBe aKTHRHOTO KOMIIOHEHTA;

XVID xoMmozunun puid RHrEOMpoBarus dochoannass A,, cogepxkarnei
coefrEeHnE 10 oboMy u3 .. [)-XVI) B xauecTBe aKTHBHONO XOMIIOHEHTA;

X1X) KOMIO3HIVE 1/ HHrHOMPOBAH¥Y NPOIYyIRPOBAHAS ApaXHIOHOBOM
KACJIOTHI, COAEpKAIEN COEqUHEHHE 110 J106oMy u3 nyakToB 1)-XVI) B KadecTse
aKTHBHOTO KOMIIOHEHTA;

XX) KOMIO3WIMH A8 MHrHOMPOBAHUS MPOAYUMPOBAH#AI IpocTaraananya B,
coflepXamen coeauneHne o JodoMy 13 myHkToB [)-XVI) B KaUecTBe AKTUBHOLO
KOMIIOHEHTA;

XXI) KOMNO3WIME [7151 HHTMOMPOBAENA MPOAYIMPOBAHAS JEHKOTPHEHA Cys
coflepxameil coefuHenre no arbomy u3 nyHkTo [)-XVI) B KauecTBE aXTHBHOTO
KOMIIOHEHTA.

Bee coeMHEHN IO HACTOLAINEMY K300peTenuro 00/1agaloT 04eHb BEICOKOH
yHrHOHpYyIOWEHd aKTHBHOCTBEO B OTHOIIEHHHM docdonnmassl Ay, CONPOBOXAIOMERCS
NOJABJEHMEM OMOCHETE3A COETUHEHMH, 00pasyIomuUxcd B KaCKane apaxuuoHOBOH
KMCJIOTHI, TAKWX, KAK MPOCTalJIaHaHH E4 M T.10. IIpekae BCEro NpeanouTHTE bHbL
CIEOVIOIING COCAUHECHUS.

i) Coenuuenne opmyssr (1)

15-
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D'
/)(4-)(5 A
R1'_Z.£-—11—Y3 E'YNH ®
LA}
B

rme R!" oanauaer aTom BOJOPOAA, HeoOd3aTeIbHO 3aMEMEHbIH (HH3II. ) Ak,
Heo0493aTeNbHO 3aMeIeHHRE apuI I HeoB43aTeIbHO 3aMEMIEHHbIA apaaknt; 7'
o3gagaet -3-, -SO-, -0-, -NH-, -CONH-, -CONHCH,- #1# XHMHEUECKYO
cpssb; X* ozmawaer -CO-, ~-CONH-, -CH,NHS0,-, -CH;NHCO-, -CH,NHCS-,
-CH,0-, ~OCH;,-, -CH,0CH;-, anxunes, anxeHUIeH WIH XHMIYECKYIO CBS3B; X3
03HAuaeT HeODI3ATENBHO 3AMENEHEDIN APHIIEH, HEO0I3aTEILHO 3aMEIEHHBIH
WHIOMTHW MM XMMAYECKYI0 cBA3b; A’, B’ u E’ kaxavelil HE3aBUCHMO APYT OT Apyra
O3HAYAET ATOM KHCJIOPOAA WM aTOM Cepsl; D’ 03HauaeT aToM BOJOPOJA AITH
ruapokcH (HH31H.) AJTKHT, Y3 o3magaer -(CH,} -CO-, -(CH,)_,CONH-,
-(CH,},»CSNH-, -(CH;):80,-, -(CH,).C00-, -(CH,) . NHCO-,
—(CHZ) o' NHSO,- e XxuMrdecKyio ¢Bg3b, Tie m’ 03Hadaer uesroe yucao or 0 go 3,

a n’ o3mauaer neioe Tuco ot 1 1o 3; Y* osnauaer samectutens dopmysb:

bre

) UIH (CHy)p'

e R? u R3 KAXIOHIH O3HAYAET aTOM BOAOPOAA WM OOWH H3 HHX O3HAYAET

HeoO93aTeNbHO 3aMelIeH bl P, HeoDI3aTEbEO 3aMEMIEHHBIH TETEPOAPIIT HITH
Heo0g3aTEIbHO 3aMEEHHBIA IAKI0AIKWI, 4 APYIOod 03HA9AET ATOM BOAOPOA HIIN
(am3m.) ankmr, R4,, Rs,, maks G, nuxa J' v nuka L’ kaxaeril HE3aBHCAMO APYT OT
Apyra o3HaYaeT Heo0A3aTeNbHO 3aMEMeHHEIA apul, Heo0a3aTeIbHO 3aMENEHHbIH
retepoapu, Keo0d3aTeIbHO 3aMEIEHERIH IMKI0ATKHT WA TUKIOAIKEHIL,
nyHKTHpHAq MuHEg (----) 03HadaeTr HaAMIWE WIX OTCYTCTBUE XMMHUCCKOM CBSA3H; D’
03HAUaeT nesoe Yhacao ot 0 A0 2; BoanucTas AuEMs (~) 03HAYAET IUC- WIM
TpaHc-Koudarypammio D’ oTHOCHTEABHO E’, dhapManeBTUUECcKH TPUEMIEMas CoJtb

WM THIPAT YKA3aHHOTO COCTUHEHUS.

16-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

ii) Cnenpyromue coenunenna dopmyisr (IV), ux GapMaUeBTHUECKH IPHEMJIEMEIE
COJIM MJIM THIIPATHI, e R* o3nauaer HeoBs3aTeNbHO 3AMEITEHHEI apaJkuI WIH
Heo093aTeNbHO 3aMEMEHHbIH AP, RB o3navaer neobasatensao saMemeH LD
apankmi, a RC o3mauaer meobasaTenpHO 3aMeIeHHbId apI, Kak Ajs Rl; RP
ospadaer -O-, ~-OCH,-, -NH-, —N(Rm)—, e R!® o3mauaer arom BOJIOPOJA,
AJIKHIT WK OEH3Hi, ~S- WIH XHMHUYECKYIO CBA3E; RE o3maaer -0- wm —N(Rm)—,
e R10 osmavaer amxmn wn 6enawr; RY osmaumaer -O- mm —N(RI(’)—, rae R10

03HAYaeT anKmwi, Kak Z; RO o3nauaer zamecturens (hopMyJIBL:

36-’
RZMR" R®
R’ : I (CHZJp

TIe Rz, R3, R4, R’ , Imxa G, ueEka J, ouka L, p A OyHKTHpHAY JUHAT AMEIOT
3HAYCHUY, YKA3aHHBIC BRIOIE, RH osmanaer samecturens hopmMy.TeI

¥ 0

RS

e R’ u G umeror 3HAUEHHUY, YKA34HHBIE BEILIE, 4 R! 03mauaer samecturens

(hopMyibl
» 0

RS

rme R° umeer 3HAYCHUE, VKA3AHHOE BBIIIE, KAK JIS YZ; R’ oznauaer

~CH,N (RIS)CO—, Iae R!8 o3navaer atom BOJIOPOMA WK (HU3IIL ) ANKWI,
—CHZN(RLS)COCH=CH—, e R18 o3mauaer atom sonopona mwid (HM30OL.) AJIKHI,
-CH,NHSO0,-, -CONH-, -CH,CH=CH-wm -CH,0CH,-, xax Xl; RF o3zmamaer
1,4-cennsied wn 2,53-tmodenguni, a RL osmawaer 1,4-ennneH, Kaxk UIg Xz; RrM
03HaTaeT XUMITIECKYIO CBSI3b WJIF STCEUJICHWI, a4 RN o3Hauaer xumimaeckyo cBsisb,
KaK AJId X3; B o3mauaer aToM KHCIOPOAA WM ATOM CEDEl; BOMHUCTAY JHHHA HMEET
3HAUYEHWE, YKA3aHHOC BEIINE, TPHUIEM COCIUHECHMAS, IDEACTABICHHLIE CJIENYHOIUMH

KOMOMHAIMSMHA 3aMECTHATE/IEH, IBISIOTCH MPEANOITATSIBHBIMHA' (RI, Z, Yz, Xl, X2,

A7-
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x5 =@®A, RP, RO, B, K, RM), (RA, RD, RO, R!, RK, RM), (RA, RP, RE, R,
RL M), (RA, RD, RO, B!, RL, RN, (RA, RP, RY, RY, RE, RM), (R®, RD, RY,
®r). RK RNy, (R, RD, RH, RY, RL, RM), (R4, RD, RE, RY, R}, RY), (RA, RP, R,
RY, RK, RM), (R®, RD, R, RY, RE, RM), (RA, RP, R, R, RL, RM), (RA, RP, R,
RY, RL, RN, (RA, RE, RC, RY, RK, RM), (R#, RE, RO, R, RK, RY), (RA, RE,
RG, RY, RL, RM), (RA, RE, RO, RY, RE RN, (RM, RE, RH, RY, RK, RM), (RA,
RE RH R RK RN), (RA RE, RH R! RL RM), (RA, RE RF R, RL, RM), (R4,
RE ! BRI, RK RM), (R, RE, RL RY, RK, RN), (RA, RE, R, RY, RE, RM), (RA,
RE R R' RL RM), (A, R, RG, B!, RK RM), R4, RF, RE, R, R, RY), (RA,
RF. RO, R, RL, RM), (RA, RF, RO, R!, RY, RY), (RA, RF, RE R, RE, RM), (RS,
RF RH B! RK RV, (RA, RF, RY, RY, RE, RM), (RA, RF, RE, RI, RE, RN), (RA,
rF RL R, RE RM), (RA, RF, R, R, RK, RN), (RA, RF, R, RY, RE, RM), (RA,
RF Rl R, RL, RM), (RB, RD, RO, R, R, RM), (RE, RD, RO, R, RK, RM), (RE,
RD, RO, RY, RL, RM), (BB, RD, RG, RY, R, RY), (RE, RD, RH, R, RE, RM),
®B, RD, RH, R, RK, RN), (RB, RD, RH, B, RL, RM), (RB, RD, RH, R!, RE,
RNy, (RB, RD, R, RY, RK, RM), (RB, RP, R, R), RK, RN), (RE, RD, R, R', RY,
RM), (RB, RD, R!, R’, RL, R™), (BB, RE, RO, R, RK RM), (RB, RE, RU, RY, RK,
RN (RB. RE, RO, B!, RL, RM), (RB, RE, RO, R/, RL, RY), (RE, RE, RE BRI, RE,
rM) (RB, RE, RH RY, RK RM), (RE, RE, RH, R, RT, RM), (RB, RE, RY, BRI, RE,
RN). (RB, RE, RL, RY, RK, RM), (RB, RE, RL, R/, RK, RY), (RE, RE, R, R), RE,
rM) (rB, RE, Rl R, RL, RM), (RB, RF, RC, R, RX, RM), (RE, RY, RO, R, R,
rN). (RB, RF, RO, R', RY, RM), (RB, RF, RO, RY, RE RY), (R, RF, R, RY, RE,
RM) (RB, RF, RE, ®Y, RK RM), (RE, RF, RH, ®R), R, RM), (RE, RE, RY, R, RE,
RN, (RB, RF, R, B, RK, RM), (RB, RF, R], R, RK, RM), (RE, RF, R, R, RE,
rM) (RB, RF, RL, R, RL, RN, (RS, RD, RC, BRI, RK, RM), (RC, RP, RC, RY, RK,
rY), (RC RD, RO, B, RY, RM), (RS, RP, RC, R, RL, RY), (RC, RD, RY, R,
rREK RM) (RC, RP, RE, RI, RK, RN), (RC, RD, RH, RY, RE, RM), (RC, RP, RY,
R! RL RN), (RC, RD, RL, R, RK, RM), (RC, RD, R, RY, RE, RY), (RC, RV, R},
R RL RM), (RC, RP, R, R!, RL, RM), (RS, RE, RO, RY, RX, RM), (RC, RE, RE,
R, RK, RM), (RC, RE, RO, RY, RL, RM), (RC, RE, RC, BRI, RL, RM), (RE, RE,
RH RV RK RM), (RC, RE, RH, R, RK, RM), (RC, RE, RH, RY, RE, RM), (RC,
RE. RH RI, RE, RN), (RC, RE, RL, R, RK, RM), (RF, RF, R, RY, RE, RY), (RC,
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rRE, Rl RY, RE, RM), (RC, RE, RI RY, RL RNY, (RC, RF, RO, R!, RK, RM), (RC,
RF, RC, R, RE RY), (RC, RF, RO, RY, RE RM), (RC, RF, RO, B!, RL RM), (RC,
RF, RH RI RK RM) (RC, RF RH RJ, RK RM), (RC, RF, RH, R!, RL, RM),
(RC, RF, RY BRI, RL RY), (RC, RF, BRI R, RE RM), (RC, RF, R, R, RE, RM),
(RC, RF, RL R, RL RM), (RC, RF, RL, RY, R, RM).

TepMHE "'raJoreH” B KOHTEKCTE HACTOAMIErO H300peTeHrs BKIKYAET (hTOD,
xyiop, GpoM u mop.

TepmuH " (HuE3Mm.)ankun” B KOHTEKCTe Hacrosinero r3obperenns oswauaer C,-
Cganxui ¢ 1pIMOA WM PA3BETBICHHOM Lenbio. [IpuMepamu (HM301.) ANKHMIA 9BJIS -
JOTCS METWI, 3TWI, H-TEPONIHN, H30MPOMMWI, H-OyTia, u3o0ytn, sTop-0yTiut, TpeT-
6VTHI K T.I0L.

Merua, 5T, H-TIPOTAI K U30IPONIII IPEAIOUTHTE/bHbE, KOIIA PEYDb HAET O
(mp3m.) anKuie y Rl, R2, R3 , R”, Rls, ng " R20_ {Ipexne Bcero npennoyTUTESECH
METHIIL.

TepmuHE "anxkun” y R!® & xomTexcre HACTOSINETO M300PETCHHAA 03HATAET
BRIIEeYKa3auued » (ausm.) anxmr”’ u ”C3~C8unmoanKHﬂ(HH3m.)aJIKHJI”. Mpumepamu
ANMKUIA ABJISIOTCS METHJ, STHJ, H3ONPONI, H300YTHI, H30MEHTH, THKIONPOIIIME -
A W THKI00VTHIMETIIL. [IpEeNIOUTHTENABHEl M30TIPOTIAIL, K306V T, H30MEHTHUI X
LMKJIOATKUITMETHIL.

TepMiH "IMKJIOATKAL” B KOHTEKCTE HACTOAMEro n3obperenns osgadaer Cay-
Cyuuxnoankui. IlpumepaMy TMKIOANKIIA SIBISIOTCS LHKIONPOTIA, K00y T,
NHAKJIOMEHTH/T, TUKJIOTEKCHI ¥ UKIorenTua. [[peanodTATENBHE THKIOTIEHTI,
TUKJIOTEKCH M muktorenTit. OcofeHHo IpeanouTATEIbHEL IMKIOITEHTH K
IHKJIOTEKCHIIL.

TepMAE "IHKI0AIKENMT” B KOHTEKCTE HACTOSMETO M3oOperenns o3nagaer Cs-
C7IIHKJIOEIJIKCHHJI, MMEIOIMAH B IAKJIE OTHY HIH 60Jee HEHACBIIIEHHEX CBI3EH.
[IpuMepaMu HUK/I0AIKeHWIA SBASIOTCS LUMKIONPONEHWI, HKIONEHTANHEHAI,
NUKJOTEKCEBWA U T.01. [IpeanouyTuTe e UKIOTeKCEHH.

TepMHH "HeapOMATHIECKOE TETEPOLUKIMYECKOE KONBID” B KOHTEKCTE
HACTOSIMEro M300peTeHrs 03HaYaeT J—7-wWICHHOE HEAPOMATHUECKOE KOJbLO,
COZEPIKAIUEE B IMKJIE OAE WA HECKOIbLKO TETCPOATOMOB, KOTCPEIE BHIOHPAIOT K3

rpynnsl, BKJIHOYAICIIEN aTOMBI d430Ta, KHCJIOpOna ¥ Cepbl, AIH KOHOCHCHPOBAHHOC

10-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

KOJIbIO, BKJIKYAIODICE MBa WJIH HECKONEKO TAKHX KOJIEII. HpnmepaMH HeapoMaTrnuec-

KOTO TETEPOIHKIAIECKOTO KOIbIA IBAJIOTCA IMTUPPOJIHINE, NUIIEPHATHH, THIIEPA3HH,
OKTardapOXAHOIHH, TeTparugpodypay, TeTparaapoupas 1 T.11.

TepMuH "apua” B KOHTEKCTE HACTOSAIIENO H300PECTECHUS O3HAYAET
MOHOIHKJIHYIECKOE WIN KOHAEHCHPOBAHHOE YIVIEBOJOPONHOE KOABIO H/IH CHCTEMY H3
nByx win fosiee CBI3aHHBIX HEMPEPHBHO MOHOIMKIHYECKMX aPOMATHICCKHX
YAEBOFOPOOHEIX KoJell. [IpumepaMu apuia gBaai0Tcd heHmt, 1-HadTra, 2-HabTi,

Oudenwnun, uanesun, 2-napa-repdenwn, 2-mera-tepdeHnn, 2-opro-rephenw,

antpuia, penautpua u T.0. pennoururensrsl ¢pernn, 1-Hadran, 2-HadTUR, aHTPUN,

denanrpwi, 2-0udenmnt, 3-6udenwinn, 4-ondenarut, 2-napa-repderwr, 2-
Meta-repeHus, 2-opTo-TepdeHn.

Tepmus "apuil, KOHACHCHPOBAHHBIA ¢ HEAPOMATAYECKHAM YIVICBOAOPOAHBIM
KOJBLIOM”, B KOHTEKCTE HacTOAIero uzodperenny o3navaer envn, 1-sadrin w 2-
Ha(dTII, KOTOPBIE KOHAEHCUPOBAHEI C BBIIHEYKA3ZARHBIM " ITUKIIOAJIKAIOM .
[Tpumepamy SBIAIOTCT MHOAHWI, 1,2,3,4-rerparugporadhTii, aneHachTin | T.IL.
IlpeanoutnTenbabl HHAAHWT B 1,2,3,4-TeTparuapoHagTHI.

TepMBEH "apu, KOHICHCHPOBAHHEIH ¢ HEAPOMATHUECKUM IeTEPOIUAKIRYECKHM
KOJBIOM”, B KOHTEKCTE HACTOLIMETC u3o0perenna osnagaer peHmt, 1-Hadtun u 2-
HAMTHI, KOTOPHIE KOHICHCHPOBAHBI C BHIIIEYKA3aHHABIM ~“HEAPOMATHYECKHM
TETEPOTHKINTIECKHM KOAbLOM . [IpuMepaMy gBISIOTCS MHAOMWN, H3OHHI0MN,
2,3,6,7-rerparugpo-1H,5H-nupugo [3,2,1-ijl xunomwr, uzoxpomarnn, xpoManna |
1.1, Ilpennogrurenen 2,3,6,7-rerparegpo-1H,5H-mapugo [3,2,1-ij] xupommn.

TepMuH “apaikmi” B KOHTEKCTE HACTOSMErO M300peTeHnd 03HAYAET
BBHIIEYKA3AHIGIH " (HM3M. ) KW, 3aMEIICHHBIA BHIIIEYKA3AHHBIM “apHIoM”.
[IpuMepaMu apadkwia gBasrorcs OeHszmwt, deneTnn, (enmwinponwt, 6eR3runpu,
Had T METH, HADTIWISTI U T.01. [Ipenuoururenpubl OeHznn, Gen3rnaprt, deHeTmn
n HadrwmMermt. Ocobenno npeamouTnTebHb GeH3mn U GeH3MARPAL.

TepMuH "ankuien” B KOHTEKCTE HACTOSUIETO M300peTeHMs O3HAUAET IPYIIY,
npor3eoadHyo o7 C-Csankmna. [TpuMepaMi ankuieHa SIBAGIOTCS METHJIEH, STUIEH,

TPUMETHIEH, TCTPAMCTHICH U NMEHTAMETHIIEH.
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TepMHUH "aJKEeHANEH” B KOHTEKCTE HACTOSIIEro H300peTeHMd 03HAYAET IPYIIIY,
npou3sogayto o1 Cy-Cyankennna. IIpuMepaMy aAKeHWIEHA 9BASIOTCS BHHIUICH,
IPOIICEWICH U OYTEHIICH.

Tepmur "apuner” 8 KOHTEKCTE HACTOSINETO M300PETEHNs O3HAYAET IPyMIIy,
IPOM3BOHYH) OT BHIIEYKasanHoOro “apuaa”. [TpumepamMuy apusiena sBISKOTCS
ernnen, HadTAAEH U T.II. Bojee KOHKPETHO, IPUMEPAMH apUJIcHa ABAGIOTCS 1,2-
thernnen, 1,3-dennnen, 1,4-dennnes | T.11.

TepMuH "reTepoapmieH” B KOHTEKCTE HACTOJIIETO H300peTeHrs 03HAYAET
IPYIIy, MPOM3BOIHYK OT HUXKEYKasaHHoro rerepoapmwia”. [IpuMepamm
reTepoapmICHa 9BASIOTCH THOGEeHAuW, GYPAaHIUKI M T.. B 4acTHOCTH, IpEMEpaMu
retepoapuicHa aBagioTcs 2,5-troderaunn, 2,5-QypaHguna 1 1.1

TepMHAH "TETEPOIHKAOAMEA" B KOHTEKCTE HACTOLINETO M300PETEHNT O3HAYAET
TPYIIy, IPOU3BOAHYK) OT BBIMICYKA3aHEOTO “"HEAPOMATMYECKOrO I'ETEPOLHUKANYCCKOTO
Kosbiia”. IIpuMepaMy reTepOlMKIOAHIIE SBJSIOTCS MUPPOTMAUEANN,
DUNEPHIMHIMAI, TUNEPAZHHAMKA U T.. B 9acTHOCTH, MOXHO Ha3sathb 1,4-mmnepn-
AHHIHAKX]I K T.IO.

Tepmun " ruapoxcH (U310, ) aJKIT” B KOHTEKCTE HACTOYINETO A300peTenns
O3HAYAET BHINEYKA3AHHEBIH 7 (HA3M.) Ankun”, 3aMemes Ll THAPOXCUTPYIIIOH.
[IpuMepamMu THMAPOKCH (HU3IL. ) aNKIIa SBISIOTCI TMIOKCHMETH, THAPOKCHITAL H T.IL.

TepMuH “reTepoapisi” B KOHTEKCTE HACTOLINETO M300PCTEHHS O3HAYACT S5-6-
WIEHHYH) apOMaTHUECKYH) MOHOTETePOIHKIMISCKYI0 TPYIITY, COAEPXally B IHAKIE
OMHH ILTH HECKOJIBKO FETEPOATOMOB, KOTOPHIE BEIOHPAKOT H3 IPYMILL, BKIKUAKIIEH
aTOMBI 430Ta, KUC/JI0POJa B CEPhl, WIH IeTePOLKKINISCKY0 TPYIITY, KOHASHCHPOBAH -
HY0 C (perusioMm. [Ipamepamu retepoapuia IBALIOTCS ITHPPOJ, THPPOIWI, NHPHIMT,
THEHHI, Gypua, Oenzodypui, GeHIOTHEHMT W HHIOMAT U T.0L JIPeATIOITHTETBHEL
mEpunwI, THeHma, Gypua, 6enso [bl tuenwn, Genzo [bl dypanwn u uHOIM.

Tepmur ” (HA3M.) ATKHWIOKCH” B KOHTEKCTE HACTOSIIErO H300pETEHUs O3HAUAET
ANKIUIOKCH, Y KOTOPOTO &JKHJI O3HAYAET BhiLEyKasaHHb » (Huany. yanku”.
IIpaMepaMy AKWWIOKCH SBASIOTCS METUIOKCH, 3TUAOKCH, H-TIPOITH/IOKCH,
H30IPOIHIOKCH, H-ByTATOKCH, B300yTHIOKCH, BTOp-0YTHIOKCH, TpeT-0yTIIOKCH ¢

T.IL. Hpe}lHO'-ITI‘ITCJIbeI METWJIOKCH, 9TUWIOKCH H H-HPOTIAJIOKCH.
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TepmuH "He0Og3aTeNIbHO 3aMEMENHBIA APHA”, HCIOABL3YEMBIN B KOHTEKCTE
HACTOSNIETO M300PETERUS At R!, ospauaer BHINICYKA3AHHEIH "apw1”’, KOTOPLIH
MOXKET UMETh OlMH HJIM HECKOJIbKO 3aMECTUTE/ICH, BHIOPAHHBIX K3 TPYIIIHL,
sionogaromedt dernn Cy-Cyankenmn (Hanpumep, dernnarennn), (HAML.) KL
(HaupEMep, METHI, STH/I, U3OMPOIWI, N300YTHA B TPET-OYTHI), [IHKIOANKII
(HampuMep, IWKIONEHTAHAT M NMKJIOTEKCeHWwT) , Tasiored {(Hanpumep, dh1op, XI0p,
Opom u wop), (HU3NL)}ankuiokcu (HApHMep, METHIOKCH M STUIOKCH),

Tpurasores (Au3m. ) aaxwi (HampuMep, TpruhTOPMETHI H TPHXJIOMETIUL) , HATPO,
e, vadrun (HanpaMep, 1-radrin 1 2-radTwn), denanrpun (Hanpumep, 9-
thenanTpu), 6enzo-1,3-guokconannn (Hanpumep, 4-0eH30-1,3-AHOKCONAHUT U 5-
0en30-1,3-TUOKCOAAHMT) , reTepoapmi (namnpmmMep, 3-THPHAWI, 3-THEHHI U 2~
fensoTuenmn), apankmn (sampumep, Oen3wn u deneTwa), apunokcu (HampEMep,
(heHWIOKCH), THOPOKCH, aMHHO, MOHO- JH0O AA3aMeINcHELIA aMuHO (HampuMep,
AUMETHIAMHHO, AHATIWIAMHAHO, (GeHHIaMHAHO, N-MeTa-N-deHmIaMiuro ¥ N-MeTHa-
N-6eHsunaMuH0), THIEPA3MHII, KOTOPE MOXET OBITh 3daMENIEH BHIIEYIOMSIHYTHIM
(amzm.) anxunom (HampuMep, 4-MeTRIMUIEPA3HHMI) ¥ T.11. [IpuMepamu
Heo0S3aTebHO 3aMEIEHHOTO APHIA B Cydde R! smasores benr, 2-6udenmnn,
3-Oupermnmi, 4-0udenwann, |-sadbrua, 2-nadran, 2-napa-repdennt, 2-MeTa-
Tephenna, 2-opTo-Tepdena, 2-u3onpomuadenni, 2-tper-oytuiadenwr, 2-
n3obyrmrdenna, 2-maktonentaidennn, 2-6poMdeni, 3-6poMpermn, 2~
noadenna, 2-(4-6enso-1,3-guokconasmn) denmi, 2-(5-benszo-1,3-11noxcona-
1) perni, 2-denokcudenwt, 2-6enswidbenmn, 2- (3 -mupunmn) denw, 3-
IUMEeTHIaMARO-(EHNI, 3 - JU3THIAMAHOMEHI, 3‘(136HI’IJI&MHHQ(1)CHHJI, 3-(N-meTmi-
N-degnramubo) perna, 2-(1-vadrwn) denun, 2-(2-madrun)dennn, 3-(1-
HadT) benun, 3—.(2—Hacb'mn)cbenw1, 4- (srenunderwn) denwi, 2-6pomM-6-
W3onponwIderin, 2-u3onpomni-6-deruadent, 2-u3onpommwi-6-(1-

Hagpri) pernn, 2-6poM-6-auTpodenm, 2-MeTwiokeu-6-(1-sadrn) denun, 2'-
MeTHI-2-6AheETII, 2’ - H30IponHl-2-0udenmmmt, 2’ ~MeTHI0KCH - 2-0udern,
3’ -merwi-2-0ndermwmm, 3’ -1pudropMeTan-2-0udenmwinn, 3’ -Harpo-2-
6mennnna, 3’ -metTnnokcun-2-6udennnmi, 3’-sruiokeu-2-6ncdermwnmna, 3’

TMAPOKCH-2~0ndenmni, 3-MeTwiokcu-2-0utenwnan, 6-derwr-2-gadpran, 1-
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6pom-6-enun-2-uadTua, 1,6-gudennn-2-uadin, 4-deunn-1-wadrun, 2-{4-
METHANKNEPA3UHLL) QEHMI U T.00.

Tepmna "HeoOs3aTeNbHO 3aMEMEHHb} apu1”, UCIONB3YEMBIH B KOHTEKCTE
HACTOYIIEr0o N300peTeRHs Mg Rz, R3, R4, RY , mxa G, muxuta J w uukaa L,
O3HAYAET BHIMIEYKA3AHHEIM “apua”, KOTOPHIM MOXET MMETh OOWH HIH HECKOJBKO
3aMeCcTHTes e, BRIOPAHNEIX H3 FPYIIIbI, BKIIOYAIOMEH rajdored (Hanpumep, drop,
xJop, 6poM ¥ Hon), (Hm3m.)ankun (HampuMep, METHI, STWI, H-IPOIWI H
H30omponua), (HU3Im.)ankuiokcd (HANpUMeEp, METWIIOKCH M 3TIJIOKCH) , TPUTATOANKMT
(manpumep, TPUMTOPMETIUT) , ANKMNOKCAKApBOoHIT (HanmpHMep, METHJIOKCHKAp-
Gonmw1), amwi (HampHEMeEp, aUeTHI), AMHMHO, MOEO- JHEO0 AM3AMEINEHHbIA AMUHO
(HampHEMep, aHIAMHHO M MCTHJIAMHAHO) ¥ T.II.

TepMuH "HeoO434TEIBHO 3aMEMIEHHBIH APHI”, HCIIOJIb3YEMBIH B KOHTEKCTe
HACTOYIIETO M30BpeTeHns g Y%, osmagaer BHIIEYKa3aHHLM "apui”, KOTOPBIN
MOKET ¥METb OfIMH HIH HECKOJbKO 3AMECTHTENEH, BIOPAHHBIX M3 TPYIIIIHI,
BKNIOYAIOmEN ranoreH (HanpuMep, drop, xaop, Opom u uox), (HU3OI.)ATKHA
(HAmpUMeEp, METHN, ST, H-TIPOI B u3onpornut), (HE3m.)askaiokcu (HampuMep,
METYJIOKCH B 3THAIOKCH), TPHIAIOANKWA (HAIpuMep, TpUGMTOPMETHN), ATKHIOKCHKAD ~
Gormn (HanpuMep, METHIOKCUXApOoRWI) , anun (HanpuMep, aueTws), aAMHHO, MOHO-
nE60 IM3aMEINEHHbI aMuHe (HampuMep, aNAIaMrHo B METAIAMHHO) K T.I.
IpuMepamMu HeoOS3aTEIPHO 3aMEIICHHOTO ApHIa B CJIydae Y2 gensorcs denmn,
6ucpermana, 2,5-maxsropdenmwt, 4-6poMbeHnT 1 T.I.

TepMEH "He00S34TE/IBHO 3AMEIIEHHBIA apaikn1”, UCIONb3YEMBIH B KOHTEKCTE
HACTOSIIEro M300pETEHUS s R! osmauaer rimeykaszammsiit 7 (msin.) anxmwr”,
3aMEIIEHHBIH OHAM HJIM HECKOJBPKHMH TPYINAaMH BHIIEYKA3aHHOTO "Heobg3aTe IbHO
AMEIIEHHOro apuia’™ g RrL IIpuMepaMy HEOOS3ATEAHHO 3aMEIEHHOTO APANKHIa B
cnyaae R apnsorcs Gensmn, demerwn, 2-6nbemmmmerit, 3-Gubennamerin, 4-
Gupennameri, 1-HadTramerwi, 2-EadTWIMETRI, 2-Tapa-TepOEHUIMETI, 2-
MeTa-TepeHIIMETHA, 2-0pTo-TephennmeTnn, fudeEIMETI, 2-H30IponuIpe-
HE, 2-TpeT-OyTHadeHnamMerr, 2- 1306y THIbeHIIMETAN, 2~ IMKIONEHTHI(DE -
HUIMeT, 2-BpoMdbernaMeran, 3-0poMbenunmeTa, 2-uoadesnwnMern, 2-(4-
Berzo-1,3 - 1uoxcoaanmn) -ermwiMera, 2-(5-6en3o-1,3-grokcoranwn) beaut-

MeTHJ, 2-(heHoKCHPEeHUIMETH, 2-6ensmadenmwnmeraa, 2-denermwmermn, 2-(3-
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TreHwn) heranaMeTi, 2-(2-6ensoruenmns) bernmnmeri, 2- (3 -mapugnn) heHIIMEeTHIT,
3-mameTrnaMrHODEERAMETI, 3 - TAATHIaMUHOMeHIIMeTII, 3 -hermIaMrEodh e -
MeTmr, 3- (N-merun-N-dernanamuno) benmmermn, 2- (1-nadrun) pesmwaMerua, 2-
(2-madTen) dbenmwnmermn, 3-(1-wadrwn deruwnmernn, 3-(2-nadran) hernamerm,
2-(9-denantpun) benmimera, 4- (3reHmndenn) beHwmMeTHa, 2-6poM-6-
AzonpomIeHHIMETH, 2-A30TpOTTAN-6-heHnahesnmeri, 2-n3onponui-6-(1-
HaTHN) - peHmIMETHA, 2-6poM-6-HATPOPEHHIMETHI, 2-METHIOKCH-6-(1-
sadrin) henmnamerin, 2’-Merni-2-0uhernameTna, 2' -u3onponna-2-
OudennIMeTHI, 2’ -METHIOKCH - 2-0ndenmnmerur, 3'-merwi-2-6udenwmmernn, 4’ -
drop-2-Gudennnmerin, 3’ -rpudropmerin-2-0HpeHnIMETHI, 3’ -EUTPO-2-
OudermMeTHA, 3’ -MeTHIOKCH-2-0udennmmeriur, 3’ ~3THIOKCH =2~ 0ndenHIMeTHI,
3’ -rugpokcu-2-oudenwmmera, 3-meTwnokcn-2-6udernmimeTni, 6-bennn-2-
padTaaMerwt, 1-6poM-6-dennn-2-uapranmern, 1,6-mubenna-2-HapTHAMETIN,
4-esun-1-vadpranmern, 1-deHw-2-HapTUIMETHT U T.00.

TepMuH "HeoOS3aTENPHO 3aMEIIEHHBI TeTEPOAPII”, HCITONb3YEMEIN B
KOHTEKCTE HACTOSLIErO H300peTenus aig R!, osnauaer BHINIEYKa3aHHBIH
"reTepoapHa”’, KOTOPBIH MOXET HMETh OAWH WM HECKOJBKO 3aMECTHTENICH,
NPHBEIEHHBIX /15 BBINEYKA3aHHOrO "Heo0g3aTeIbHO 3aMEISHHOIO apiaa” B CIydae
R

TepMHuH "HE00S3aTCIbHO 3AMEIIECHHBIR TETEPOAPH”, UCTIONb3YEMEI B
KOHTEKCTE HACTOSIIErO W300peTenns g Rz, R3, R4, R , mukaa G, nqukna J ¥ mkaa
L, o3HagaeT BHINEYKA3aHEEDI "reTepodpua’, B KOTOPOM JH0O0H U3 YIIepOIHBIX
ATOMOB B L[HKJIE MOXET WUMETH OMH MAH D0Jiee 3aMECTHTENIEH, BEIOPAHHEIX U3
IpyIIEl, BKIIOYarome rajored (manpumep, ¢rop, xaop, OpoM u won),
(mmam.)anxmn (RanpuMep, METAA W 5T, (HH3m.)arKwiokcH (Hampumep,
METHJIOKCH ¥ STWIOKCH), aTKHIOKCHKapOoHmI (HanpuMep, METHIOKCHKApOOHII) B
T.11. ECyti rerepoaTtoM O3HAUAeT a30T, TO ATOM a30Ta HeoOd3aTesIbHO 3aMemeH
HeoG4d3aTeNbHO 3aMEIICHHBIM aMKIIOM, AUMIOM B T.1I.

TepMuH "HEOOI3ATETBHO 3AMENIENHBIH apyied” B KOHTEKCTE HACTOJIIETO
H300PETEHNS O3HAUAET BHINEYKa3aHHBIH ~“apuiaeH”, KOTOPHI MOXET HMEThb
3aMECTHTE/IM, IPHBENEHHEIE IS “HeoDI3aTeNbHO 3aMEMEHHOr0 apmwia” B caydae Rz,

R3 , R4, R’ , akaa G, uukna J u nuxna L. TTpuMepamu neob93aTe/lbHO 3aMEIEHHOTO
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apwicHa gBastorcd 1,4-cdenunen, 2-rugpokcu-1,4-denunex u 1.11. [peanoururenecs
1,4-dbennien.

TepMuE "HeoOd3aTeBHO 3aMEMEHHbBIH TeTEpOApAIeH” B KOHTEKCTE HACTOSIHETO
U300PETEHUS O3HAYAET BHINEYKA3AHHLA "TETEPOaAPHICH”, KOTOPBIH MOXET HMETh
3aMECTUTE/IH, TIPABEREHHEbIE Ui "HEOGI3aTeNbHO 3aMENIEHHOTO ApPKIa” B caydae Rz,
R3, R4, RS, nekia G, oukaa J v nuxoa L. IlpuMepaMu HeoDA3aTEIBHO 3aMEMENHOTO
rerepoapuieHa SBAK0OTCH 2,5-THodenaumwa, 2,5-hypas guun, 2,5 -THpUAKHIARL
[Ipepnouturency 2,5-THodeHAHMILA.

Tepmud ”He0o043aTE/IBHO 3aMEUIEHHbIA APHIKAPOOHIT” B KOHTEKCTE
HACTOSMETO M300peTeHns 03HAYAET APWIKAPOOHMA, B KOTOPOM IPyIa
"HeoOA3ATENPHO 3AMEIUEHHBIH ApUa” O3HAYAET BhINEYK 3aHHBLIM “HEOOS3aTEBHO
3aMCINCHHBIE apuia”.

IMpeMepaMyu 3aMecTHTENER y "HeoOg3aTenbHO 3aMemmeHHoro (Huamn.) aakmma”,
"HeoOg3aTENbHEO 3aMEMEHHOTO HKJIOAMKIIA” M "Heo0I3aTENDHO 3aMEINERHOTO
[IEKI0ANKeHAIa” JBAGIoTCS (HU3IN.) ATKAIOKCH, (HH3II.)aTKHIOKCHKApOOHH,
KapOOKCH, MOHOAIKWI3AMEMEHHBIN aMUHO, JHAJKWI3AMEIEHHBIA AMITHO H T.11.

TepMuH "HeoOI3aTENBHO 3aMEIMEHHLIA (HM3M.) aTKUIOKCH” B KOHTEKCTE
HACTOSMIETO M300PETEHNd O3HAUALT BHINEYKASAHHBIA * (HH3II.) AKHIOKCH , KOTOPBIK
MOXET MMETh 3aMECTUTE/H, NPHBEJCHHbIE 1Ig “HE0DI3aTC/IPHO 3aMEILCHHOTO
ankuna”. Tlpumepamu HeoOs3aTeNBHO 3aMernenHoro (HU3Mm. ) ANKHIOKCH IBISIOTCT
METHJIOKCHKAPOOHHIMETHIOKCH, METIWIOKCHKADOOHIISTHIOKCH, STHIOKCHKAPOOHM -
METHUJIOKCH, STHHOKCHKEPGDHHHBTMOKCH, JUMETHIIAMAHOMETH/TIOKCH, TUMETHIaMHAHO —~
ITWJIOKCH H T.I1.

TepMuH "amr’” B KOHTEKCTE HACTOAMIENO W300peTeHnsd 03HATAeT anKAaKapbo-
HWI, B KOTOPOM aJKMIbHAY IPYINA 03HAUAET BHIIICYKA3aHHBIH ” (Hu3m.)ankwn” u
apHUIKApOOHMII, B KOTOPOM ApWIBHAS TPYNTIA 03HAYAET BHINEYKA3aHHEIA "apmn”.
[IprvepaMu anmwia SBASIOTCS ALETI, IPONHOHII, OEH30MNA, TOMyorn 1 T.1m. ['pyrma
apan B "apuakapbonusie” HeoGssarespHO 3aMemena (HH3II)aIKMIOM, TaJIOTEHOM H
T.II.

Hpeanou4TUTEAbELIE BADHAHTE OCVIHCCTBHCHHSIHSOﬁDCTCHHH

XOTS COEJMEEHAY 10 HACTOSINEMY H300PETEHHIO MOTYT OBITh NOMYUEHH!

OGBITHBIM METONOM, MX IENECO00pasHo MOJyYaTh 0 JH000MY W3 TPHBEAEHHBIX HHUXE
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crnoco0oB B 3aBHCHMOCTH OT THIA LEJEBOro coenuaennsd. OTHAKO OTTHCAHHS 3TUX
cmocofoB IPUBENEHO IMABHBIM 00pa3oM ¢ WLTIOCTPATHBHOM LEJLIO, 4 COSIHHEHUS I10
H300PETEHHIO MOXHO TIONYUATH JFO0BIMU APYTHMH CIOCO0AME, TAKKE BKJIFOYCHHBIMA
B 00beM H300peTeHnd.

1 CoenuHenns, COTepXAMMe ATOM KHCI0POIA B 4—M IIOJIOXEHWH MUPPOJIHIA~

HoBOro xouena (7 osmauaer -0-)

Cmocob A: coemuueHud, cOOEpXAMKUe METHJIEH BO 2-M TIOJOXENHH TAPPOIH-~
THHOBOTO KO/bIA (HampuMep, X! ozmauaer -CH,NHCO-, -CH,NHSO,-,
-CH,NHCS-, ~-CH,NHCOCH=CH- wm -CH,NHCOCH,0-).

Cnocob B: coequgennd, COAEpXAIMe AMUARYIO TPYITY BO 2-M NOJOXEHUH
mppomArHoBore Komsma (X! osmawaer -CONH-).

Cmoco® B: cocguEeHAd, He CORCPXKAINE aMHIHEOMN TPYINEl BO 2-M NOJI0XKEHHH
MHPPOTMIMHOBOrO KOIbIA, HO MMEMEE NPOCTYI0 S(HEpHYIO cBasb (X! osnagaer
-CH,0CH,-).

Crocob I': coemuuenns, cogepXanye THIpoKCH (HH3IN. ) KA OIpH ABOHHOH
cBasu [D osHavaeT ruppokcy (HU3L) agkum)] .

Criocol JI: coeqMHEHHnd, HE COAEPXAIUME aMHUIHON IPYIIIBI BO 2-M IT0JIOXEHAU
MAPPOJIHMIHHOBOTO KOJbIA, HO UMEIOIIME TOJBKO YTIEBOAOPONHYH) LEMOUKY (x!
osgawaer -CH,CH,-, -CH=CH-, -CH,CH,CH,- wu -CH,CH=CH-).

Cnocob E: coenvHennd, coiepxamne aMASHYIO CBI3b B YIJIEBOOJOPOTHOM
LECIIOUKE BO 2-M IIOJOXEHWH NMHPPOJHIAHOBOTO KOJNbLA (X! o3mauaer
-CH,CH,CH,NHCO~, -CH,CH,NHCO-, -CH,CONH- u -CH,CH,CONH-).

Cnocob JK: coenuuenus, CogepXaliie aMAIHYI CBA3b WIM AMUHOTPYIIY U He
UMEIOLIME ATOMA BOZOPOAa B 2-M MOAOXKEHAH TUPPONATAHOBOTO KOJIbIA (x1
oswauaer ~CH,N(CH3) CO-, ~CH,N(CHZ)CH,-, ~CH,N(R20) CH,- som
-CON{(CHg3)-).

Crioco6 3: coenuHennd, KOTOPEE HE AMEIOT AMHIHOH CBSI3H BO 2~M IOJIOXEHHH

OHPPOJNHIRHOBOTO KOJbLA, HO HMEHT THA3OJHAOWHOBOE KOJIbOD, KOTOPOE OTACAEHO OT

MHPPOJIUIMHOBOI0 UHMK/IA OAHMM YIVIEPOXHBEIM aTOMOM (Xl, X2 u X3 oznavaror

XHMHWYECKYIO CBI3b).
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2) CoenuHenns, HMEIOMUE aTOM CEphl B 4-M TOJOXEHHK THPPOJHIAHOBOIO

koapua (7 ospagaer -S-)

Criocob U: coequHEHAS, COREPKAMAE METHIIEH BO 2-M NONOXCHUH TUPPOJIH-
JMHOBOTO KOJIBIA (X! osmauaer -CH,NHCO-, -CH,NHSO0,-, -CH,NHCS-,
-CH,NHCOCH = CH- w1 -CH,NHCOCH,0-).

Cmoco6 K: coegurenunsd, cogepkampe aMUIHYIO TPYIILY BO 2-M IOJOXEHHH
IHPPOIHARHOBOTO KOIBIA (X! osmawaer -CONH-).

Crnioco6 JI: coegvpeHns!, He COOEPXAIME AMUAHON IPYINIEI BO 2-M [O/I0XCHAH
IHPPO/IHAKHOBOIO KOJIbLA, HO MMEIOUME TOJBKO YIVIEBONOPOLHYIO Lemoaky (X!
osnauaer ~-CH,CH,-, ~-CH=CH-, ~-CH,CH,CH,~ wm -CH,CH=CH-}.

Crocof M: coemrHennsl, AMEROIIME AMUHYI) CBA3b, KOTOPAS OTAEIECHA OT
IIUK/14 TUPPO/IHAVHA YIVIEBOLODOJHOH LENOYKOM BO 2-M MOJIOXEHHUU TUPPOJIHIHHO -
soro xomsna (X! ozmauaer -CH,CH,CH,NHCO-, -CH,CH,NHCO-,
-CH,CONH- wm ~-CH,CH,CONH-).

3) COB,I[HHCHHSI. CONEDKAIME ATOM A30TA B 4-M NOJOXEHUW MMPPOJHIRHEOBOTO

xomena (7 ospagaer ~N(R!®-)

Cnocob H: coeqvHeRNd, COfEPXRAMAe METHIEH BO 2-M IOJ0XEHHA TIRPPOIIH -
JMHOBOIO KOJblia (X! o3mavaer -CH,NHCO-, -CH,NHS0,-, ~CH,NHCS-,
-CH,NHCOCH=CH- wm -CH,NHCOCH,0-).

Cnoco6 O: coefHHeHHd, COgepXaue AMUAHYIO PYINY BO 2-M [IOJ0XEHHHA
NUPPOHAHHOBOTO KOJTbIA (x! osmauaer ~-CONH-).

4) CoennHeHns, CONEPXATTHE ATOM YIVIEPORA B 4-M HOJOXEHHH TUDPOIKIN -

HOBOI'O KOJbH (Z 03H4Y4ET XUMHYCCKVHD CBHSB)

Crocob I1: coemmHedus, COAEPXKAIIME METHICH BO 2-M MOJOXEHAR
nupposmauEoBoTo Kombia (X! osnagaer -CH,NHCO-, -CH,NHSO,;-,
-CH,NHCS-, -CH,NHCOCH =CH- wn -CH,NHCOCH,0-).

5) [Ipou3BoaHbIE MPOJHHA (Z 1 X 03HA"AIOT XAMAYECKVIO CB43b, a Rl O03H4AY4ET

ATOM BOLODOXRA)

Cnocol P: coenpHennd, y KOTOPhIX MHPPOIUIHHOBOE KOJIBIO0 HE MMEET

3aMECTUTENL B 4-M IOJIOXKECHHAH.
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6) CoeMHEHNS, IMEIOIIHE aTOM CEPBL WX 4TOM KHCA0DOIE B 4-M IOMOXKECHHNA

HNEPPOJHINHOBOIO KOJIbIA W PA3THIHBIE KOHMQHIVPAIMK 2-TO H 4-T0 ITOJNOKEHHH B

TTAPPOITHAHHOBOM KOJRIE

Cnoco6 C: coepurerus ¢ xondurypauues (2p,4a), (2p,48),
(2a,40) WM (2¢,4B), HMEOMHE aTOM CEPBI MJIM ATOM KHCI0pOJa B 4-M
HOIOKEHNV MHppoufiHa. COESNMHERNE C ATOMOM KHMCJIOPOZA B 4-M MOJOXEHHAM
[HUPPOIMIUIOBOrO KOIBLA, CHHTE3MPOBAHHBIE IO BHILIEYKAZAHHOMY METOLY, UMEKOT
kouurypanmo (28,4e), a COCOMHERUS C ATOMOM CEPEI HMEFOT KOH(MWTYpariio
(2B,4a) mm (2B,4p).

Coemuperns 10 u306PETEHMIO MOTYT GLITH CHHTE3MPOBAHBL 10 BHIIIEYKA3AHHEIM

WIH aHAJTOTHYHBIM crioco0aM. Bosiee moapo6Ho 3Ti cnocobhl OMUcaHbl HITXKe.
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Crocob A-1

O O O
S Cramua 1 S Crangu o
HOI"CH\OR an HOll‘dLOR Cranus 2R11O,,,CHLOR
NH N._10 N. 10
R R
XII X XV

Cranung 110...C1/\0H Cramus 4 R”ou-C{\NB Cragua 5
N. 1 N\ 1

R0 R10
XV XVI
Cranusa © Cranmusa 7
HO[I-G/\N:S—-——» R1OII'C‘/\N3 RiOl"C‘/\r\“_i2
N. 10 N~R10 N~R1o
XVII KX

XVII
AN
nA 8 e y2_y3 B Cramma 9
Cranua Rb“'C&I/\ﬁGJX XYIE Cramua J
: H

r10
XX

H
Ax~N
B
1 N_G_J__.xz_x3 _z >= CTa,[[HH 10
RO NH H E —_—
H
XX y
AN
B
. N e
R'owd [} H E
Sl H

!

Y: 1-1
rne A, B, E, Rl, Xz, X3, Yl, Yz, BOJIHACTAY JIHHAS M IYHKTUPHAS JIMHHY MMEIOT
3HAYEHHWS, YKA3aHHBIE BLIIIE, RY o3navaer (HuaMm.)anxkwn, TAKOH, KAK METWI, DTHN,
TpeT-GyTH | T.IL, WIH apajKa/i, TaKod, XaK Gensu, R!0 o3mavaer aMHHEOZAMUTHYO
TPYITIHPOBKY, R!! p3magaer ruxpoxcusamumTEY0 TPYNNUPoBKY, G O3HAYACT -CO-,
-CS- wm -S05-, a ] o3Hagaer -CH=CH-, -CH,0- mwm XMMHIECKYIO CBA3b.

Cramns 1 (XIT - XIID

ITa cTajdd BKJIANYAET JAIOUTY BTOPHUHOTO aMHHA IHUPPOJTHIHHOBOI0O KOJIblld

(Protective Groups in Organic Synthesis, Theodofa W. Green (John Wiley & Sons)).
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Hanpimep, coepunenne (XII), KoTopoe ABNgeTCS KOMMEPYECKH JOCTYIIELIM, B
PacTBOPHTENE, TAKOM, KaK TeTparuapodypas, IHXI0pMeTaH, OEH30/ U T.I0., B
IIPUCYTCTBHH TPHOTHIAMWHA, NMUPHIMHA U T.I. BBOAAT B peakuuio ¢ BOK -samuTapmM
PEAreHToM, TAKHM, KaK 2= (TpeT-0yTHI0KCHKAPGOBMINMEIHO) -2~ (he HITATIe TOHUTPE,
pu-tper-Oyrungukap6orar [(BOK),01, Tper-6yrmrokcukapGommwiasuy (BOK-N3)
T.11.,, PMZ-3amuATHBIM peareHTOM, TaKHM, KaK 4-MeTHIOKCHKApOormnasum, 4-
METHI0KCUKAPOOHIT- S~ (4,6~ ANMETHIMMPAMUTHIE ~ 2~ W) THOKAPGOHAT ¥ T.1I., WA
PNZ-3amurHeM pearcHTOM, TakdM, KaK Iapa-HETPOOEH3HIXI0PhOPMUAT B T.I0., C
o6pazoeanueM xapbaMara.

Cragas 2 (XIII - XIV)

37Ta cTapdsd BKIIOYAET 3dMMTy rEApokcurpynmsl (Protective Groups in Organic
Synthesis, Theodofa W.Green (John Wiley & Sons)). B xagecTse ruapokcH3amuTHOM
TPYMITHPOBKM OOBITHO MCIIOJIB3YETCS BCETO ofHa rpynma. Hampumep, mcxonnoe
COEAMHEHNWE TIOABEPTAIOT B3aUMOAECHCTBHIO IPH KOMHATHOU TEMIIEPATYPE B TEUCHAE
5-8 v ¢ 3,4-maruppo-2H-mipaHoM B IHX/JIOpMETAHE B IPUCYTCTBHE [Apa-

TONY OJICYIB(MOKUCIOTEL B KAYECTBE KATANM3ATOPA ¢ 00pa30BAHUEM TETPATHIPOIMPA -
HWJIBHOTO NPOW3BOIHOTO.

Cragusa 3 (XIV - XV)

Ha oroit crammum croxsbli 3¢oMp BOCCTAHABIMBAIOT N0 cnuprta. Hampumep,
BOCCTAHOBJIEHHE IPOBOJAT B PACTBOPHTEJIE, TAKOM, KaK TeTparuapodypaH ¥ T.I.,
BOCCTAHABJIMEAIOIIUM PCATCHTOM, TAKWM, KAK AJFFOMOTHAPUL JUTAL, OOPrEapwy TuTHS
K T.IL

Cragug 4 (XV - XVD)

Ha 3T0ii CTaguyu I'HIPOKCHN NPEBPAINAIOT B YXOAANIYO [PYINY, 4 3aTeM
IepeBoNdT B a3ni. IIpuMeps! yxonamed rpynnsl BKIouaor O-meaun, O-tosmwn, O-
TpU(TOPMETABCYNH(POHIT, rajored H T.I. BBenenue yxoaamed rpynms TpoBOAST
OOBIYHBIMH METONAMH, MCTIQIB3YSI MESHIXIOPHN, TOZHDUIOPHAL, TPADTOPMETAHCYTE-
(boHUTXIOPHY, TpuxIopHL docdopa, meHTaxN0pUI docdopa | T.II

[ocnenyromuit mepeBo B asuf IPOBOAST OOBIYHBIME METOJ@MH B PACTBOPHTEIE,
TAKOM, KdK JHXJOPMETAH, TPHAMU/] TeKcamMeTHa(ochopHOl KUCIOTH, TuMeTuadop-

MaMH/l ¥ T.I., ¢ MCIOIb30BAHMEM, HATIPHAMED, a3HHa HATPHS M Ap.
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Cragug § (XVI - XVID

JTa CTajus 3aK/II0UAETCS B YA EHHH THIPOKCH3AMMTHOHR IPYIIINPOBKA
(Protective Groups in Organic Synthesis, Theodofa W. Green (John Wiley & Sons)).
Peaxnmio 1poBogaT oGkYHEIME MeTOmaMH, KOTOPBIE TIPUMEHSIIOT I8 YOANCHHS
BBIICYKA3AHHOH 3AWIMTHOW IpyNnmuposky. Hampumep, econ 3ammreas rpynna
O3HAYAET TETPArHPOTIHPAHIIT, PEaKIMIO IIPOBOMAT B TAKOM PACTBODHTEJNE, KAK
METaHOJI M Zp., B NPHCYTCTBHH NAPa-TONYOJICYTb(DOKUCIOTEL B CMECH YKCYCHAS
KHCJIOTa-TETPAardApodypaH-BoHa | T.1L.

Cramua 6 (XVII - XVIID

Peakmmg sawnouaercd B 06pasoBaHEM TPOCTON HOUPHOI CBS3H. Hanpumep, ary
PCAKIMIO NPOBOAAT B PACTBOPHUTENE, TAKOM, KaK AHMETWIDOPMAMUI M T.I1., B
IPUCYTCTBHH ATKWITATIOTEHUA, TAKOTO, KAK METHIMOTAA MM OeHIHIXIOPHN, TIPH
Ho6aBaeHNy CUIBHOTO OCHOBAHMS, TAKOTO, KAK THAPHU) HATPHAY H T.II.

Cragug 7 (XVII - XVIV)

Peakums 3ax1K09aeTcs B BOCCTAHOB/ICHUHT a3HA B AMMA. HampuMmep, sty
PeAKIHIO IIPOBOALT B CMECH ATAHOJI-BOAA, TETParuipoQypaH~Bofa M T.IL., B
NPACYTCTBHM OCHOBAHHS, TAKOTO, KaK TMIPOKCHI HATPUS M Ap., IPH B3aUMOIECHCTEWH
C XJIOPHJIOM 0J10Ba.

Cramgna 8 (XIX - XX)

Ha 5toil cranum IpoH3BOAHOE aMHHA MOABEPTAOT B3ANMOIEHCTBHIO C
COOTBETCTBYIOIIUMYU IPOH3BOAHBIMM KAPOCHOBOM KHCAOTH, THOKAPGOHOBOM KUCIOTEL
M/ CYB(OKHCIOTH 110 METOAY AKTHBHPOBAHHEIX 3(DHPOB, XJIODAHTUADAIHOMY
METOAY, METOAY CMEINAHHEIX AHTHAPHIOB H T.I. ¢ 00pa30BaHMEM aMHAA, THOAMHIA
WK Cy/TbhoHamMuaa. Peaknmio TPOBOAST B TAKMX PACTBOPHUTE/INX, KAK
TETparuapodypad, (UXI0PMETaH, TONY0), 6eH30/1 | T.0. [0 METORY aXTHBHPOBAHHEIX
3(HPOB Peakuro NPOBOAAT C IPMMEHEHHEM KOHIEHCHPYIOIIET0 areHTa, TAKOTO, KaK
1-THAPOKCHOEH30TPHASO, THLPOKCUCY KITHHMMUN, JUMETHIaMAHONHPUAKE H T.11., 4
TAKXKE TUIHKJIOTEXCHIKapboquuMu, ruapoxaopdan -stuwn-3-{(3-guMeTHiaMuHo~
npornui) kapooAuIMIIA ¥ T.0. B xJ0parraapuanoM MeTose CBoGOaHYO KHCIIOTY
NEPEBOIAAT B XJIOPAHIMAPHIL, MCIOIb3YY N9 MOJYIEHHS LIEJEBOI0 COSIUHEHHMS TaXOMH
PEareHT, KaK THOHIIXJIOPHT HIM OKCATMIXIOPUD. B MeToje cMenaHHbIX aHTHAPALOB

KapOOHOBYIO KHCJIOTY TEPEBOAAT B CMEIIANHbIY AHIMAPHI B3AMMOJICHCTBHEM ¢
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sTIopdopMuaToM, M300yTIIXIophopMuaToM ¥ T.01. [1pn HeoOXOMHMOCTH 3TH
PEAKIUK IIPOBOIST B NPUCYTCTBHM OCHOBAHMUS, TAKOT0, KaK TPHITHIAMHUH, MUPHINH K
r.11. HanpuMep, 3Ty CTaguio OPOBOAAT B PACTBOPHUTENE, TAKOM, Kax N,N-
IAMeTIWI(hOPMAMHU]] ¥ Ip., IIPH B3AMMOJEACTBHAN HCXOAHOIO COENMHENHS C 4-(4-0Kco-
2 - THOKCOTHA3OIHMA-S - WIATEEMETIL) OeH30MBOM KUCIOTOH, 4-(2,4-AH0KCOTHA30-
JAAH- 5~ WIMIeHEMETIUT) GEH30MHOM KUCIOTOH H T.II., ONMCAHHEX B JP 05306224 n B
Can. J. Chem., 36, 1579 (1958), B NpHCYTCTBEA | -THAPOKCHOEH30TPHA304,
rappoxstoprza 1-atan-3-(3 - AMMETIIAMUHOIIPOIMI) KapOognuMuaa 1 T.11.

Crammg 9 (XX - XXD

1a CTAAEs BKJIHOUAET yHAJeHHE 3aMIATHON Tpymmbl y atroMa N B
nuppomaunoBoM kosble (Protective Groups in Organic Synthesis, Theodofa W.
Green (John Wiley & Sons)). Peakiuio npoBogsT OObIYHBIME METONAMH,
TIPUMEHSEMBIMHE VIS YAIEHKS BEIIEYKA3aHHOW 3aNTUTHOH IPYIIMPOBKH. HampumMep,
eC/TH 3AIMATHAS IPYINa 03HAUAET TpeT-GyTHIOKCHKapOOHIII, PEAKIMIO TIPOBOAAT B
TAKOM PacTBOPUTENE, KaK, METAHOJ, STHIAHETAT H T.IL., B3auMojencTeeM ¢ 5-20
9KBHBAJIEHTAMH MPHEPANBHON KMCJIOTH, TAKOH, XaK X/JOPHCTOBOROPOAHAS KHC/IO0TA,
6pOMECTOBOOPOAHAS KUCA0TA U T.IL, B TedeHne 2-6 4. PeakmoHHYIO CMECh
KOHIEHTPHPYIOT B BAKyyMe, IOAyuasl COOTBETCTBYIOMIYIO COJIb IENEBOT0 COEIMHEHMS.

Cramng 10 (XXI - I-1)

Peakuna 3aKrouaercd B 00pa3oBaHuy aMufa, CyAb(OHAMELNA, MOUEBHHbI HIH
TROMOueBHHb. HanprMep, o6pasoBaune aMHIHOH CBS3Y NMPOBOAST B3ANMOAECHCTBHEM
C aIWIraJoreHHIoM, Npy Heo0XOTUMOCTH B IPUCY TCTBMH OCHOBAHMS, TAKOrO, KaK
TPEATIIAMEAH HTH THPUAMH. EC/H aqmuupyiomyM areHToM sBsIeTCs KapOoOHOBasS

KHCJIOTa, PCAKIHIO TIPOBORST AHAJOTMIHO TOMY, KaK 3TO ONWCAHO BBIME AJIH CTAAAA

8.

-32-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

Crocob A-2

Cragua 1 e [—Y2. Cramusa 2
N. 10 N. 10

R R
XIX XXI1
N-G—J—-X?-COOH Cragua 3 N-G-J—X*CH,OH
ol C]/\ = on 2
R'On N. 10H — = = R N. 1c})—|
R R
XX XXIV
2
Cranusa_4 R1O“'C’/\H—G_J—x ‘CHO Cramua 5
Nos10
R
XXV
AN
B
N-G—J—X2 >=
R1°“'Crlx/\ N A ~E
*R10 H
XXVI A H
Cramua 6 ; N-G—J—X2 )8
R — ROt N H
\Y1 H
vz I-2

e A, B, E, Rl, X2, Yl, Yz, Rg, RIO, G, J ¥ BoHHKCTAS AHHHG MMEIOT 3HAYEHHY,
YKa3aHHBIC BHINE, & L 03HAYaeT 3aMUMEHHYI0 KAPOOKCHIBHYH) TPyITy.

Cragng 1 (XIX - XXID

Ha 310i cTaguu npou3BOAHOC AMHHA TIOABEPralOT B3aHMOTENCTBHIO C
IIPOU3BONHBIM KapOOHOBOH, THOKAPOOHOBO! WM CYAB(OKACIOTEH B COOTBETCTBHHE ¢
METONOM AKTHBHPOBAHERIX 3(DHEPOB, XJIOPAHTHAPHAHLIM METOJOM, METON0M
CMEIIAHHEIX AHTHAPUAOB H T.II. ¢ 00pa30oBaHMeM NPOR3BOAHONO AMUIA, THOAMHUNA WK
cynboHaMuga. Peaknuio MpoBOAAT aHAAOTHUHO TOMY, KAaK 3TO OIIMCAHO /4 CTA[HMH
8 B cmocobe A-1.

Cramus 2 (XXII - XXIID

Cragug BKIIOYAET yaanreane KapboKCH3AIMATHOR rpyInsl B DOKOBOW Lenu
nHppoauaHHOBOTO Kobna (Protective Groups in Organic Synthesis, Theodofa W.

Green (John Wiley & Sons)). Peaxumio nmposogar 0ObIUHBIMM METOOAMH,
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IPUMEHIEMBIMU [P YRATEHNH KapOOKCH3AUMTHLIX rpyt. Ecam KapOoKcHIbHAS
Tpynna 3allHIIEHa B BUAE METWIOBOTO 3¢hUpa, PeaklUr0 NPOBOALT THAPOJM3OM B
pacTBOpuTesie, TAKOM, KAK METAHOJ ¥ T.IL.

Cragng 3 (XXIIT - XXIV)

Ha sroit cragun nponssogHoe KapGoHOBON KHCAOTH BOCCTAHAB/IMBAKOT IO
IpOH3BOAHOro cnupra. Hanpumep, HCXONHOE COeNMHEHAE IPEBPAMAIOT B QHTHADU]
KHCJIOTBI B3aEMOJEHCTBICM C STHIXJIOPKapOOHATOM M T.I. B PACTBODPHTENE, TAKOM,
KaK TeTparmjipoypaH M Op., 4 aHMMAPHA KHCIOTH MPEBPAINAIOT B IDOU3BOAHOE
TUAPOKCHMETHIA C TIOMOINLI0 BOCCTAHAB/IMBAIONIETD PEAreHTa, TAKOT0, Kak GOPIUApHn
HATPHA H T.I.

Crapua 4 (XXIV - XXV)

JTa CTamus BXJIIOYACT OKUCJIEHUE TIPOH3BOJHOTO CIEPTA B COOTBETCTBY IO M
IPOU3BOAHOE ANBACTHAA. Peaknuio npoBOAST OOLIYHEIMU METOIAMYM OKHCIEHHS
CMMPTOE B AJBAETHIBI, TAKUMH, KaK OkucaeHre no CeepHy, oknacienne no Jeccy-
Maptury u T.. HanpuMmep, o1y peaxnuio IPOBOAYT B3aMMOZEHCTBHEM C PACTBOPOM
pearenra Jlecca-MapTHHa B IUMETHICY TB(DOKCANE, B PACTBODHTENE, TAKOM, KAK
TeTparagpodypaH 4 T.II.

Cramgua 5 (XXV - XXVD

DOTa cragms BKJIKYAET N0/Ty4EHUE IPOR3BOAHOTO OEH3WIMACHA B3aHMOIENCTBY -
€M TIPOHU3BOJHOrO aableruna ¢ 2,4 -THA30JHAUHAUOHOM, 2-THOKCO-4~THA30MIHHIN -
oHOM (pomaHmHOM), 2,4-0KCA3OMHAMHARONOM W T.m. Hanpumep, 5Ty peakmuio
MPOBO/IST B PACTBOPHTENIE, TAKOM, KaK OEHZ0JI, TOJNYOJX H T.IIL, B YCJIOBUSX PEAKIAH
KHoBeHarend B NpUCYTCTBHM YKCYCHOR KUCTIOTSH, DHPHIMHA M T.II. B KAUECTBE
KaTaJu3aropa.

Cragna 6 (XXVI - I-2)

ITY CTanuIO NPOBOJAT aHAJOTHIHO TOMY, KAK OTY ONMHCAHO BHINIE /S CTATHIH 9

# 10 B ciocobe A-1.
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Crocob A-3

O O

¢ Crapua 1 .. 9 " .
HO#OR __.__a'u_b_ R1 OII'O)\OR Mg R‘ ol OH
N. 10 R'OH N« 10 N. 10

R R R
XXVII XX VI XXIX
Cragna 3 RO C(\N3 Cragusa 4 RO C‘ANB Cramgusa 5
XXX X0
R"'ou..o/\ Ns Cramua 6 R1"O“'<,\(\ NH, Cramua 7
“yl-y? VARV
XXX XOKII
G
. N™ =323 A
Y E._NH
I
2
*o1-3 T

roe A, B, E, Xz, X3, Yl, YZ, Rg, Rlo, G, J u BoIHMCTAS NHANG WMEIOT 3HAUCHHS,
YKAa3daHHBIE BBIIE, a R!” o3nauaer neobszarensao 3aMENICHHBIA AP WK
HeoOs3aTeIbHO 3aMENEHHBIA FETEPOAPHI.

Cragus 1 (XXVII - XXVIII)

Jra cTagnd BKIKUAeT 00pamenne KOBGMHUIyPalHe B 4~M IIOJ0XKEHHN
IHPPOIUATHOBOTO KOJIbIA € TIOMOTIbID peakiun Munyaody (Synthesis, 1981,1) ¢
OJHOBPEMCHHEIM BBEICHUEM -orY", Hanpumep, coegunenne (XXVII) pacTBopsioT B
PacTBOPHTENE, TAKOM, KaK TeTparmapodiypad 4 1.0, A00aBasioT Tpudennndochns |
JHBTHIA30KAPOGOKCHIAT, 4 3aTeM K TONYUEHHOM cMecy nobasnstor RY OH.

Cragng 2 (XXVIII - XXIX)

DTy CTagUI0 NPOBORAT AHAJOTHUHO TOMY, KAK STO OMHMCAHO [UI9 CTagni 3 B
cnocofe A-1.

Cramug 3 (XXIX - XXX

3Ty CTAAXAI0 NPOBOAST AHAJIOTUIHO TOMY, K4K 3TQ OITMCAHO AAd CTAgud 4 B
criocobe A-1.

Cramng 4 (XXX - XXXD
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OTY CTaguio NPOBOAST AHAJIOTHYHO TOMY, KaK ITO ONMCAHO oI CTAand 9 B
criocobe A-1.

Cragng 5 (XXXI - XXXID

OTy CTapuio IPOBOXST AHAIOTHYHO TOMY, KAK DTO OMHCAHO g crapum 10 B
crmocobe A-1.

Cragma 6 (XXXII - XXXI1D)

ITy CTapuio DPOBONST AaHAJOTHYHO TOMY, KaK 3TO OMHCAHO /IS CTADMH 7 B
cnocobe A-1.

Cragug 7 (XXXIIT - 1-3)

ATy CTaqmio NpOBOAAT AHATOTHIHO TOMY, KAK 3TO ONMCAHO IS CTATHA 8 B

criocobe A-1.

Coocob A-3’
RT'O"'C(\Na Cragua 1 R1"O“-C(\NH2 Cranus 2
N..Rm “R10
XXX XXXIV
G H ‘
" N™ ) —x2-x3 A Cragua 3
R QOh: N H —_—
'R1D
E. _NH
XXXV \fr
B
G H
" N =X A Crapgma 4
R (:)llI NH H ——e
E. _NH
XXXVI jBr
H
" N CNEe A
RYom( | H
Y E. NH
Nz

I-3°
e A, B, E, Xz, X3, Yl, YZ, Rl”, Rg, RIO, G, ] ¥ BotHHCTAS JTUHHS WMEHOT

3HAUCHWY, YKA3aHHBIC BHIMIE,
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Cragma 1 (XXX - XXXIV)

OTy CTAaAEIO IPOBOAST AHAJIOTHYHO TOMY, KaK 3TO OUHCAHO LIS crayuu 7 B
cnocobe A-1.

Cramna 2 (XXXIV - XXXV)

ATy CTafHIO NPOBOAST AHAJIOTHYHO TOMY, XaK 3TO OIIMCAHO JUIs CTAJWH 8 B
crocobe A-1.

Crapusa 3 (XXXV - XXXVD

DTy CTapyIo MPOBOAST AHAJOTMYHO TOMY, KAK 9TO OIMCAHO IS CTAgH 9 B
cmocobe A-1.

Cragua 4 (XXXVI - 1-37)

Oty craguio NpoBOAIT AHANOTHYHO TOMY, KAK 3TO ONMHCAHO JIL cTamwi 10 B

crocobe A-1.

Crocob B-1
o] 0 o)
s OH
HOI OR™ Cragus lHou-o)\OH HAAINT 5 R10"'CL)L
N..R10 N.Rﬂ) ~R1D
XTI OOKVIL XXXVIII
0
Cragua 3 —y2 Ry ~E Cranud -4
_—— R1O|" N x ):B —
~n10 N
R A7
XXXIX
o H o] H
2 E N—x2"x—E
oA P 18,5 i (T
NH N 'Y1 A N
A i H
YL H y2

I-4

rme A, B, E, Rl, Rlo, XZ, YI, Y2 4 BoNBYCTAS THEVS HMEEOT 3HAUCHHY, YKA3aHHBIE
BHLLIE.

Cragug 1 (XIIT ~ XXXVID

ITy CTaAMIO IPOBOAT aHAJIOTHIHO TOMY, KaK 3TO OMMCAHO A4 cTaiuu 1 B
crrocofe A-1.

Cragus 2 (XXXVII - XXXVIID

3Ty cTagu0 MPOBONAT aHAJOTHYHO TOMY, KaK 3TO ONMCAHO I Craguu 6 B

criocobe A-1.

-37-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

Cragug 3 (XXXVIII - XXXIX)
Ha aTo#t cragum B3anmMopeicTBIEM ITPOM3BOAHOTO AMMHA C IPOU3BONAHBIM
KapOOHOBOH XWMCIOTH 06pa3yioT aMHIHYIO CRS3b II0 METOAY AKTHBHPOBAHHBIX

5hHUPOB, XTOPAHTHAPUIHOMY METOLY, METOAY CMEIAaHHBIX AHTHPALOB ¥ T.1I.

Peaxmuio npoBoagT aHATOrHYHO TOMY, Kak 3TO OIIMCAHO I CTaguH 8 B crocobe A-1.

Cragna 4 (XXXIX - XL)

9Ty cTaguo UpOBOALT AHANOTHIHO TOMY, KaK 3TO OMHCAHO IS CTAIHA 9 B
cnocobe A-1.
Cragug 5 (XL - [-4)

ATy CTaguIO IPOBONST AHATIOTUUHO TOMY, KAK 3TO OIUCAHO nasd cragey 10 B

criocobe A-1.

Crioco6 B-2
0 0
OH Cragus 1 ~y2_ Cragua 2
RO deateit R'On- ﬁ XM —_—
‘-R10 N.,R10
XXXV XLI
O 0 H
N—-X?*~CHO Cramua 3 —y2 >xE
R1O“'C;!])LH —— Rlon ! E X >'=B
~R10 ‘Rm A ﬁ
XLII
2 E
Cranua 4 N X2

——>=, R'om >=B

I 4
e A, B, E, Rl, Rlo, Xz, Yl, Y2 u BOJIHHACTas JIHHHY MMEIOT 3HAUYEHHUSA, YKAa3aHHBIE
BpIme, a M o3HauaeT (GOPMUIBHYIO TPYIY WK MPEMICCTBEHHHK anpieruga, Takon,
KaK 3aUIIEHHAS KapGOKCHIbHAS TPYIMA M T.0.

Cramuga 1 (XXXVIII - XLD

OTy CTajuIO0 OPOBOAST AHANOTHYHO TOMY, KaK 3TO OMMCAHO ANY CTajvu 1 B

crocobe A~2,
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Cramns 2 (XLI - XLID

3Ty cTagH0 NPOBOAAT ABAJIOTHYHO TOMY, KaK 2TO OTIMCAHO VIS CTaTHH 2B
criocofe A-2.

Cramus 3 (XLIT - XLIID

DTy CTaguio OIPOBOAYT AHATOTHYHO TOMY, KAK 3TO ONHCAHO 1% CTAOHK S B

cnocobe A-2.
Crapus 4 (XLIII - [-47)

DTy cTaguio IIPOBORAT AHAJOIMYHO TOMY, KaK OTO OIHMCAHO IJIs craguit 9 1 10 B

criocobe A-1.

Crocob B
0
R1OH-CT)LOH Cranns 1R1OI'~C|/\OH Cramua 2
N,Rﬂ) N~R10
XXV

RYOn- C\/\ /\G\ Cragus 3 CTamns 3, 1, C(\ /\G\(
Cr 4 Cragua 5
L o Cf 3, T
CHO

XLVII

H
R'on:
Z E

XLvim

A
won Y ° “>=B
1
2
Y15 H

rme A, B, E, Rl, RIO, Yl, Y2 u BOJHMCTAS JEHAS UMCHOT 3HAUCHHAS, YKA3AHHBIE

prrmre, a R12 ospavaer anmkmuokcrkapGoHmL.
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Cranusa 1 (XXXVIII -~ XLIV)

3Ty craguio TPOBOAST aHAJIOTHYHO TOMY, KaK 9TO ONKMCAHO 4 CTAfUH 3 B
criocofe A-1.

Crammg 2 (XLIV - XLV)

DTy cTajuio MPOBOXST aHATOTHYHO TOMY, KaK 3TO OIMCAHO /14 CTaanu 6 B
criocobe A-1.

Cranug 3 (XLV - XLVD

ATa cTagMd BKJIHUAET BOCCTAHOBJEHME CJIOXHOrO stupa po cnmpra. Hanpumep,
ATy PEAKIMIO TIPOBOJAT B PACTBOPHTENE, TAKOM, KaK IPOCTON 3dup, Terparugpody-
pan d T.II., WIM B CMECH PacTBOPATENeH mpocToi acdup + TeTparuapodyypad U T.1.,
IIPY B3aUMOJEHCTBIH C aIFOMOTHAPHAOM JIATHS.

Cramusg 4 (XLVI - XLVID

3Ty CTaguio- MPOBOAAT daHAJIOTMIHO TOMY, KaK 3TO ONHCAHO JJId CTafuH 4 B
cocobe A-2.

Cramua 5§ (XLVII -~ XLVIID

DTy cTamBio IPOBOAAT AHAJOrHIHO TOMY, KaK 5TO OIHCAHO JUId CTAguu 5 B
crocobe A-2.

Craguga 6 (XLVIII - [-3)

3Ty CTANAIO MPOBOIST AHAJIOMMYHO TOMY, KaK 3TO OIMCAHO Ha crajmsax 9 u 10 B

criocobe A-1.
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Cnocob I'

0
o o Cl
R1OI'-C)\OH Cramus 1 ;—.\»10"'<:‘HLﬁ Crapusa &
N..R1Q I\LR10
IL
IOV
OH
A
0O Xy
N
R'Om: R‘OI“C‘))\H B
N-R"IO N"Y1
Y2 I-6

roe A, B, E, Rl, RIO, Yl, Y2 y BonHECTAS JTHEMS WMENOT SHAYCHUS, YKa3aHHLIE
BBITIE.

Cramag 1 (UXXVIIT - 1IL)

DTy CTajwi0 MPOBORGT AHATOIHIHO TOMY, KAK 3TO OIMUCAHO /ISt CTAIUN 8B
cnocobe A-1. mapa-XJ0paneTIIAHIIRH DOAYYaI0T IO METOAY, OIMCAHEOMY Y Arie
Zask u gp., Tet. Lett., 34, 2719 (1993).

Cragms 2 (IL - L)

"Jra cTamds BKJIIOYAET KOHASHCAUUIO C TIPOM3BO/HEIM THA30MAMHANOHA. B aront
peaxIy, HAmpuMep, 2,4-THA30AWIVHIAOH BHAYAJE NEPEBOAAT B AHMOH L0/
iefiCTBIEM OCHOBAaHHA4, TAKOIO, KaK H-OYTH/LIHTAM, 4 3aTEM NOABEPratOT
B3AMMOJIEHACTBHIO C UCXOIHLIM COCAHHCHHEM B PACTBOPHTENE, TAKOM, KaK
TeTpargApodypaH.

1leneBoe coeqUHEHHE MIOIYUarOT TOCIENYIOMHM B3aAMOAEHCTBHAEM IO METOAAM,

omMcasibIM Ay1a craanit 9 1 10 B cnocobe A-1.
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Cnocob J1-1

OH CHO ¢ 2 XL
- - ~~10

YLIV LI LI
H
—— R1O“-CAF’
2
Y B
I-7

rae A, B, E, RI, Rlo, L, X2, Yl, Yz, BOJTHUCTAY JUHAS H NYHKTAPHAS JIMHHUS FMEIOT
3HAYEHHS, VKA3dHHEIS BbIIE.

Cragusa 1 (XLIV - LI

3Ty CTAfNIo OPOBONST AHATOTHIHO TOMY, KaK 3TO OMMCAHO IS CTajuu 438
cocobe A-2.

Cramms 2 (LI ~ LID

Srta crajms BKIIogaeT obpasosanue cpg3u C-C. HampuMep, Ipy 3TOM HCXOTHOC
COENHHEHHE B PACTBOPHUTENE, TAKOM, KAK TOIYOJ, KCHIO, TeTparaipodypaH,
npoctoi bup, AEMETAIMOPMAMEAN | T.N., IOJBEPraioT E3aMMOJ[EHCTBHIO C HIUIOM,
TaKuM, Kak PhsP = CH-X%-L u 111, KOTOPHIH TOTOBHAT OTAEJBHO, TPH TEMIIEpaType
oT -100°C 10 KOMHATHOU TEMIEPATYPhl, IPEAIIOITATENBHO OT -78°C mo
TEMIIEPATYPBI, JOCTUFAEMON IPH OXJIAX/CHUU Ha JIBY, B TCUCHHE 1-20 g,
NPEANOYTHTEABHO B TedeHne 1-5 4, IPY NEPEMEIMBAHKH C obpa3oBaHMeEM NEIEBOTO
IPOMEXYTOUHOTO COEAHHEHHUS.

3areM TIONAYYEEHOE COSNUHEHAE TPAHC(OPMHAPYIOT IO METOAAM, ONHCAHHBIM /IS
cramuit 2-6 B cnocofe A-2, ¢ 00pa30BaHUEM LEJIEEOTO COENHHEHMS (BOCT@HOBIEHME

[IBOHHOI CBS31 TPOBOLIT OOBITHBIM KATAIUTHIECKHM THAPHPOBAHUEM) .
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Cnocod I-2

OH P
waq\ Cragna 1 R1O“I<’\N(\0N Crapus R1o"'CN(\CHO
~p10 . ~

R R1g R‘ID
XLIV LI LV
B H
1 C(\wXZ_S—(A
Jue
—_— RO N. 1
—_— Y E. _NH
Y? \H,
B
I-8

rae A, B, E, RI, RIO, Xz, Yl, Y2, BOJTHUCTAY JIMHAY U IIYHKTHPHAY JHHWS UMEIOT
3HAYECHHUS, YKa3aHHbIE BEIMIE.

Cramug 1 (XLIV - LIID

Ota cragMs BXIKYAET NPEBPANIEHUE THIPOKCANBEHOMN IPYIIIbL B VXOSIIY IO
rpynny, TaKyl0, Kak ME3HJIOKCH, TO3WIOKCH # T.I., H IOCAEAYIONICE BBEleHE
nraHorpymisl. Hanpwmep, peaknuio MpoBOxsST B pACTBOPHTENE, TAKOM, Kak N,N-
AUMETHIOPMAMH/|, JTAHO, IPOIAHOI H T.II., B3AMMOAEHCTBHEM C IUAHMIAPYIOLIMM
PEarcHTOoM, TAKMM, KK [MAHW] HATPWS, MHAHKA KaJus U T.II., B JHANA30HE
TCMIIEPATYD OT TEMIIEPATYPbI, JOCTHTAEMOHR TIPH OXJAXICHUH HA JbAY, Ao 100°C.

Cragug 2 (LIII - LIV)

3Ta CTagus BKIIOYAET BOCCTAHOBJICHNE HUTPUIA B ANbIerHA. Peaxuuo mposogar
B DACTBOPHTENEC, TAKOM, KaK npoCToi 3¢hup, GeH307, TOMYOI, IMKJIOTEKCAH H T.I1.,
B3AMMOZIEHCTBHEM ¢ BOCCTAHAB/IHBAIOMMM ATEHTOM, TAKMM, KaK THH306YTRIATHOMO~
THADW]L.

3areM NeseBoe COSNMHEHNE IOMYUalOT 10 METOAY, OMHCAHHOMY IS CTANAM 2 B

coocobe JI-1.
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Crioco E-1

Rio...CfCHO Cragna 1R’ O"O/\H Cranua 2Ro|..<j’\"J\OH
~10

R

Cranua 3 ; Cl/\HJ\ CT&,[[HH 4 C]N\
— R 'Oln
LVH o
—_— H
—_— 1 ON\N/RZMA
—_— R'QIr N H
Y E. _NH

Y
Y2 1-9

rme A, B, E, Rl, RIO, L, Xz, Yl, Y2y BOJIHUCTAS JIMHHS UMEIOT 3HAUEHHd,
YKAa3aHHBIE BhILIE.

Cragng 1 (LI - LV)

Oty cTanu0 IMPOBOKIT AHAJIOTUIHO TOMY, KaK 5TO OIMCAHO A5 CTANUH 2 B
crrocobe 1-2.

Craguga 2 (LV -~ LVD

ITy CTanue TIPOBOAST AHAJMOTHMYHO TOMY, KaK 3TO OIMCAHO IS CTajuH 3 B
cnocebe A-1 wiz va craguax 2 u 3 B ciocobe A-2.

Cragus 3 {LVI - LVID

ITy CTagMK TPOBOAAT AHAJIOTHYHO TOMY, KaK ATO OIMCAHO IS CTajiH{ 4 B
cocofe A-1.

Cragus 4 (LVII - LVIID

3Ta cTaaMd BKJIKYAET BOCCTAHOBIEHAC MBOWHON CBI3H H OJHOBPEMEHHOE
BOCCTAHOBJEHHE NPOM3BOJHOTO 43KMa B MPOW3BONHOE aMiHa. Hanpumep, peaxnmo
IPOBOZAT B PACTBOPHTENE, TAKOM, KAK METAHOJ, 3TAHOM, STHIAUETAT, YKCYCHAL
KHCIO0Ta ¥ T.N., THAPHPOBAHKMEM B HPHCYTCTBHM KaTaau3aTopa, Takoro, kak Pd wa C,
Pt0,, Rh na Al,03, uukea» Pened u T.11., mpu fasncaum 1-3 atM 1 npu 0°C-
100° C.

Hasiee neseBoe CoeMIeHNe MOJIYYAI0T 10 METOLAM, ONUCAHALIM JUIA CTAANH & -

10 a cnocobe A-1.
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Crocof E-2

OH NH
CHO, 2
R‘IOh-C)/\ Cragusa 1 101..C(\/ Cragua 2 piq..
N~R1o ——=R N._10 ——Ron N.

R R10
LIV LIX y H LX
N_ X2 A
——— R1O||.C’/\/ T
- Ny 0 E. _NH
% T
I-10 B

roe A, B, E, Rl, RIO, Xz, Yl, Y2 u gosmuucras nuEmHS HMEXOT 3HAYEHHAH, YKa3aHHbIE
BbIIOC,

Cragua 1 (LIV - LIX)

JTa CTagud BKJIIOTAET BOCCTAHOBJICHUE ANBJETHNA 10 COKAPTA. DTY CTARHIO
NPOBOAST OOBIYHBIMU METOMIAMH, HAIPHMED, KATATUTHIECKHM THAPHPOBAHHEM
(aHastoruyHo cragma 4 B cnocobe E-1) 1 B3aMMOIEHCTBUEM C BOCCTAHABIMBAIOIIHM
peareHTOM, TaKUM, KaK SOPIHAPHN HaTpHs, 6OPrunpua AHTHE, AMA300YTHIATIOMO-
THPK, AIOMOTHAPHS JHTHAS | T.0L., B PACTBOPHUTE/IE, TAKOM, KaK IIPOCTOMH acdhup,
OeH30J1, TOJYO0/1, MHKIOTEKCAH H T.1I.

Cragrga 2 (LIX - LX)

JTY CTAAUIO NPOBOAAT AHATOTHUHO TOMY, KAK 3TO OIHCAHO IS CTanvii 4 w 7 B
criocobe A-1.

3ateM IEIeBOE COSTHHEHNE MONYJAIOT II0 METOAAM, OTTHCAHHBIM JIIS CTAOFL 8-

10 B crocobe A-1.

Cnoco6 E-3
CHO COOH
R1O"'C]/\ Cra- g ,,,C\/\
Nemto g T O N. 10
R Jna 1 R H N
LIV LXa Ney2 A
T
Y E. N
Y? T
I-11 B

rze A, B, E, Rl, Rw, XZ, Yl, Y2 i BomEMCTAS MEHAS WMEIOT 3HAUCHWS, YKA3IAHHBIE

BhILHE.
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Cramns 1 (LIV - LXD

J7Ta cTanMs BKJIHOUAET OKUCIEHUE ATbIETHHA 10 KapOOHOBOW KMCAOTHL Dty
CTa/{MI0 TIPOBOASIT OOBIUHBIM OKHC/IeHHeM. HanpuMep, peakuuio TPOBOAST B3AHMO—
JEHCTBUEM C TETPOKCHAOM PYTEHHS - TIEPUOJATOM HATPHS B CMECH TETPaXJIOPMETAH ~

ANETOHHTDH/I-BO/JA MM B3aUMOAEHCTBHEM C THIIOXJIOPHTOM B CMECH YKCyCHAd

KHCOTA-BOAA.

3areM IeneBoe COeNMHEHUS MOMYIAFOT [0 METOZAM, OTMACAHHEIM Id cragui 3-5

B criocobe B-1.

Crniocob E-4

R1O|--CmJCTaJIHH lR‘on-C‘/\" Cramua 2 R’OI--C(:’
R
LV

N‘R‘ID R
a LXII
N
- A
== wo( ] ﬁxw
Y E._NH
2
Y
1-12 B

rae A, B, E, RI, RIO, Xz, Yl, Y? u vosmucras mvmms WMEIOT 3HAYEHHS, VKA3AHHEIE
BEITIIE.

Cramug 1 (LV - LXID

3JTa cTaaMs BKIHUAECT BOCCTAHOBJIEHHE J(EOHHOM ¢Bg3u. Hampuwmep, sty cramuio
NPOBOAYT AHAJIOTHYHO TOMY, KaK ATO OIMCAHO JUIA CTaguu 4 B cnocobe E-1.

Cragua 2 (LXI1I - LXIID

DTy CTagmio IPOBOAAT HATOTHYHO TOMY, KAK 5TO ONHCAHO [UIK CTAnuu 2 B
criocofe A-2.

Hecnepoe coeguueRnst MOMIYYAOT IO METOAAM, ONMCAHHBIM jyId CTaauii 3-5 B

criocobe B-1.
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Cnocof X-1

.Q
NH 1 N Cramgs 2
Rio“ycp 2CTa]Iﬂﬂ 1r O||-C(\H R1o||-C(\
N.Rm —_— N~R10 N

"y
[}
XX LXIV LXV Y2
C fQ
TaIAa 3 Rb“,o/\r}l Crazusa_4 R1O“.</\(\r}m
N, , Me N‘Y1 Me
%
B LXVII ¢
LXVI  J2 ° yi 2
A N
——— ron(T A
N, ; Me A
\I/ H
YZ Ij‘lg

rne A, B, E, Rl, RIO, XZ, Yl, Y2 u pommucras JIMHUG UMEIOT 3HAUCHHUS, YKA3aHHLIE
BbIIE, 4 () O3HAYAET AMMHO3AMUTHYIO TPYINUPOBKY, OTIMIHYI) OT RI0, Hanpuwmep,
Korna R!0 ozpauaer BOK, Q osnawaer CF;CO-.

Cragns 1 (XIX - LXIV)

Ora cragus BKJKUYALT 3aIIATY AMHHOTPYNRITH GOKOBOMH NENH. DTa 3aMIMTHAS
rpyIna AO/XKHA OTJIHUATBECS OT R0, Korpa zamursag rpynna npeacrasaser coboit
TpHPTOPMETHNKADOOHIT, 3TY CTANHIO NPOBOAST B3AMMOMENCTBIEM ¢ BE3BOLHRIM
AHTHPAROM TPHOTOPYKCYCHON KHCIOTB ~ MHPUAHHOM B JUXJOPMETAHE, C STHIOBHIM
3¢upoM TPHMDTOPYKCYCHOH KHCJIOTEL — TPUSTHAAMAHOM B METAHO/IE M T.11.

Cragma 2 (LXIV - LXV)

OTy cTapnio NpoBOAAT AHAJOTHIHO TOMY, KAK HTO ONUCAHO T4 cTammid 9 m 10 B
cnocobe A-1.

Cramna 3 (LXV - LXVD)

Ora cragud BEAO9aeT N-aJKWIAPOBAHWE. DTy CTANMIO IPOBOISLT B
PacTBOpPHUTENE, TAKOM, KAK AUMETHI(POPMAMUT X T.II., B IPACYTCTBMM OCHOBAHHY,
TAKOr0o, K4K I'MApPH[ HATPUS, B3AHMOAEUCTBUEM C ATKUATAJIOTCHUIOM, TAKHM, KAK
METHIH oM/,

Cragua 4 (LXVI - LXVID

2Ta cTagHd BXIKYACT yIAaJEeHUE 3AMUTHON rpynnsl Q. Haupumep, ecnm
3aIMUTHAY [PYIId 03HAYAeT TPpH(TOPMETIIKAPOOHMA, CTAOHIO IPOBOAAT B

pacTBOpDHUTENE, TAKOM, KAK METAHOJ, STAHOM ¥ T.1., R3aMMOIEHCTBHEM C TBEAPOKCHIOM
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HAaTpHs, rMIPOKCHAOM Kanud, KapbosartoM Kaadg, kapGoHaTOM HATPHS, AMMHAKOM U

T.I1.

3aTeM NeeBOe COENMHEHME IONYTAI0T IO METOAY, OMHCAHHOMY LTSI craguy 8 B
cmocobe A-1.

Criocof K-2

/\
NH Crapusa 2
R OII-C]/\ 2 CT&,I[HH 1R O“‘CI/\ —_—
10
XIX R P
e~

P 2. N2 NH
N —_—
R'On: N é19 o - > R1O"‘<,\N(\|'QN19 XX/)\«
| a1 A

Y H
R™ 1xrx V2
I-14
e A, B, E, Rl, RIO, ng, L, XZ, Yl, Yin BOJIHHCTAY JHHHS HMEIT 3HAUEHH],
YKa3aHHbIE BHIIIE.

Cragua 1 (XIX - LXVIID

O1a cTanud BKIIOYAET BOCCTAHOB/IEHUE ocHoBanus 1llndda, koTopoe
ofpasyeTcs NP JeruapaTanyy IPOK3BOSHOTO AMIHA H NPOU3BOLHOIO anbaervsa,
B3dHMOZEHCTBIEM C BOPrUAPHIOM HATPHY ¥ T.IL

Cragug 2 (LXVII -~ LXIX)

Jra cTagyd BKIOYaeT N-ankuinposaeue u N-amuinposanve. N-aTKrpoBaHue
IPOBOAST B IPUCYTCTBHH OCHOBAHHS, TAKOTO, KAK TPHITWIAMKH, MUPHIAKH M T.IIL.,
B3aMMOCHCTBHEM HCXONHOTO COSNMHEHNS ¢ A/IKWITATOTEHANIOM WU, KaK OMHCAHO
AAS CTaguy 1, ¢ MPOM3BOAHBIM ANBACTHIA B BOCCTAHOBHMTEIbHBIX YCJIOBHAIX. N-
AMIMPOBAHME NPOBOJSAT B THXJIOPMETAHE B IIPACYTCTBHH TMHPUIKHA, TPHITHIAMHHA W
T.IL., B3aUMOJICHCTBHEM C YKCYCHBIM AHTHAPHIOM WIH OEH30WIXJIOPHAOM, ECJTH Al
03HAYAET AlETHI HIH OEH30HI.

3aTeM NENEBOE COETHHEHNE 0Ty YaoT 10 METOIAM, OMUCAHHEIM 19 CTAmHi 2-6

B criocobe A-2.
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Crocob JK-3

o o

—x2—| Cranua 1 -

R10“'CH\H X—L e . R1O“'CH\[}I X“—L
N._10 N Me

R I10
XLI R LXX
O H
. N—x2 " E
T o R10||l 1 >=B
N. 1Me N
Y A H
)
Y" 1-15

e A, B, E, Rl, Rw, Xz, Yl, Y2 31 posEMCTAS THHES MMEIOT 3HAUEHNS, YKa3aHHBIC
BLIDIE.

Cramas 1 (XLI - LXX)

Ty CTAgUIO MPOBOAST AHAJIOIHYHO TOMY, KK 3TO OMMCAHO JUIst CTANMH 3 B
criocobe JK-1. 3aTeM menesoe CoeqMHenre TTOAYYalOT N0 METOJAM, OIMHCAHKEIM U4

cTammii 2-6 B ciocobe A-2.

Cnocob 3
O
9
RO N OR
~R10
XXV

rme A, B, E, Rl, Rg, Rlo, L, Yl, Y2 1 BOMMEMCTAY MHMS MMEIOT 3HATEHHS,

YKa3aHHEIE BBILLE.
Tlocire cHHTe3a POM3BOAHOTO ANBAETHIA, KOTOPOE NOAYYarOT 10 METOAY,
OIMCAHHOMY O/ CTagud 1 B crocobe J1-1, nesieBoe COCAUHEHME NOIYYat0T 110

MeTOaM, OTHCAHHKIM /I CTamuit 5 1 6 B criocobe A-2.
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Cnocob H-1

0
oR° Cragua 1
Ie - .
HO NH
XII
O
ACS OR® Cramus 4
Nn 10

Cra-
ORg oud 9.

OH CTa,]],HH 7

I-17

2
1 e X‘%_{A
° Noor E.NH
~Y1
I o \fr
B

Wl

1

——ee - R1S

N.

LXXVI

Cragusa 2

CraguAa 3

0

OR® Cragus 6
_—

N.
LXXTV

R10

rae A, B, E, G, Rl, Rg, RID, Yl, Y2 p posHVMCTaS TMHMS MMEIOT 3HAUEHKA,

yKa3daHHbIE BBINTE, W O3HAUAET YXOASIIYIO IPYIIY, Ac o3HauaerT aneTwi1, a Tt

03Ha4aeT TPUTHIL.
Cragma 1 (XII - LXXI)

Ora CTAANY BKJIOYAEST 3al0IUTY BTOPHYHOIO aMyHa B IHPPOJTHINHOBOM KOJIBUE H

MOC/IEIYIONEE TIPEBPAINEHAE 4 -THAPOKCUIPYIINBl B YXOIAIIYHO IPYIILY. Peaxunro

IPHCOEMHEHIS AMMUTAON IPYNIbI NPOBOAIT AHATIOTMIHO TOMY, KaK 3TO ONHCAHO JUIL

cranuy 1 B criocobe A-1.

3aTeM TEAPOKCHIBHYIO IPYNIY TPAaHC(OPMUPYIOT B YXOASIIYIO TPYIIIY.

[IpuMmepaMu yxopgmed TPYNnEl gBasioTes O-Mesu, O-tozmin, O-Tpudropme-

TAHCYJIB(OHAI, FA/IOTeH M T.II. BBEIeHMe ITUX YXONSI¥X IPYII [IPOBOAST 0GBIIHEIMA
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METOJAMH, HCTI0Ib3VH ME3MIXIOPUHN, TOZWIXIOPHT, TPH(PTOPMETAHCY IH(DOHIIXIIO-
pua, TpExaopun docdopa, nentaxaopua docdopa u T (JP-5-294970(A1)).

Cragng 2 (LXXI -~ LXXID

Ora cragug BKJIIOYAET IPEBPALICHAE YXOOAMEH IPYIbl B 4-M NOJOXECHAA
NUPPONUAWHOBOTO KOJIBIA B 32aMEIMEHHYIO THOTPYNNY, TAKYI), KaK ALlETHITHO.
HampuMep, 3Ty CTAAMIO OIPOBOAST B PACTBOPHTE/E, TAKOM, KAK JAMETHI(OPMaAMKU/ W
T.1., B3AMMOJIEMCTBUEM C THOAIETATOM KAJHY H T.IL.

Cragua 3 (LXXI - LXXIID

Llens 5TOH CTaguyl aHAJAOTHMUYHA CTAIMM 2, 34 MCKJIAUYEHHEM TOTO, UTC BBOAWTCH
TPATHJITHO BMECTO anleTHATHO. HampuMep, peakuuio MpoBOJAT B PACTBOPHTEIIE,
TAKOM, KaK AHMeTII(MOpMaMUI, TeTpardapodypal # T.11., B3aUMOLEHCTBUEM C
TPHTHITHOATOM HATPUL K T.II.

Cragum 4 u 5 (LXXII, LXXIII - XXIV)

Ha aToit cragyu -S—Rl—nponssop;ﬁoe MIOJYYArOT B3AUMOZCHCTBAEM HATPHEBOU
cosim, 0GpA30BABOIEHCT TIOCAE CHATHA S-3aIIHTHOMN TPYINbE, C FANOTEHAIOM, TAKHM,
KaK anxunranorenuy (Hanpumep, HOEMeTaH U 2-GpoMIPONaH), aJIKEHIITAIOTEHUN
(repanmwiranorenun), apaskwiratorenuy (Gerzwibpomuy) u T.. Hampumep, crammso
4 TPOBOJYT B PACTBOPHUTENE, TAKOM, KaK METAHOJ, TOLYOJ1, AUMETHA(MOPMAMIA B T.I1.,
B3aMMOJIEACTBHEM C METHIATOM HATPHUY ¥ T.I1. ¢ NOCAeRyIOImAM fobaBreHreM
BBRIICYKA3AHHOTQ IaJ0ouIa, 1oaydad IPOU3BOAHOE C -S—Rl-rpyrmoii B 4-M
MMOJOXKEHHH.

Ha cragan 3 NpoH3BONIT YIAJNCHHE TPUTHIBHOM IPYNIbL C IOMONIbIO HUTPATa
cepebpa ¢ obpazoBanue couy cepefpa, KOTOPYIO IPEBPAINAIOT B3AUMOAECHCTBHEM C
CEPOBONOPONOM B MPOH3BOAHOE THONA. IlocnefHee IPEBPAINAIOT B TPOW3BOAHOE
S-HaTpueBO# COJIH, KOTOPOE 3aTEM UO/BEPrAOT B3aMMONENCTBHIO C BHIIIEYKA3AHHBIM
TAJIOTeHHAOM ¢ 0bpa3oBanueM -S—Rl—npouasoxuoro. Hanpumep, 3Ty craguio
IIPOBOLST B PACTBOPUTENE, TAKOM, KAK METAHO/I W T.1., H0OABNEHMEM HUTIPATA
cepefpa ¢ MOCACAYIOIUM OT/ENERAEM BHIABITHX KPHACTA/TOB MM SKCTPAKIMeH COTN
cepebpa. 3arem cepebpaHYIO COTb BBOAAT B PEAKIMIO € CEPOBOAOPOIOM B
pacTBOpHTENe, TAKOM, KaK AEXIOPMETAH, TETparuapodypaH H T.I., ¢ 00pa30oBaHueM
IPOM3BOHOTO 4-THOJA, KOTOPOE NOABEPrar0T B3AMMOLEACTBHIO C METHIATOM HATPUH

B PACTBOPHTENIE, TAKOM, KaK TOJYOJ], METAKEO/, AMXJOPMETAH U T.IL., C obpazoBaHMeM
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S-BATPHEBOH COJIM, KOTOPYK HEOO43aTENbHO KOHIEHTPUPYIOT OCYXa C HEJBIO
BLIOC/ICHHS, a 3aTEM NOJBEPTAXOT B3aUMOAEHCTBHIO C BEIINEYKA3AHHBIM TaJOTEHHIOM C
o6pa3oBaHAeM -S-R!-npoussonmoro.

Cragua 6 (LXXIV - LXXV)

DTy cTaguio TPOBOAAT AHAJOIAYHO TOMY, KaK 5TO OMHCAHO A9 CTANAY 3 B
coocobe A-1.

Crammg 7 (LXXV - LXXVD

DTy CTAAMIO IPOBOJST AHAIOIMYHO TOMY, KAK 3TO OMHCAHO [JIs CTAIVH 4 B
criocobe A-1.

3aTeM LeeBoe COETUHEHHE TTONYUalOT 110 METOIAM, ONMHCANHELIM /19 CTamgui 5-

10 B cmocobe A-1.

Crocob 1M-2
0 0
9
R0 N~R10
XXV LXXvI

H
NECh> o A
—— R1SI'-C(\H
N. 1 E. _NH
1

Y e B
roe A, B, E, G, Rl, Rg, Rw, Yl, Y2 ¥ BOMHHECTAS JIHHUS HMEIOT 3HAYEHHS,
YKa3aHHLIE BLILIE.

B stroM criocofe IeseBoe COoeMHEHAE TIONYUalOT aHAIOMMYHO TOMY, KaK 3TO
omucaHo B crocobe -1, ¢ HCIOJB30BAHHEM UCXOIHOIO COSOWHEHHS C MHOH
Koudurypaiuei B 4-M ION0XKEHHN THPPOIUANHOBOTO KOMIbIA, YEM ¥ MCXOIHOTO

coenmHenud B cnocobe M-1.
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Cnocob K-1

Q 0
9
R15—<_:T)kOR Cramua 1 i OH
N. 10 —_ N
R R0
LXXI LXXVIIL o
H
; N=X? A
—_— ——— R'S N H
Y E. _NH
Y2 Y

1-19 B
rme A, B, E, Rl, Rg, Rlo, Yl, Y2y BOJTHUCTAY JMHHWS UMEIOT 3HAYEHUS, YKA3AHHBIE
BBIIIE.

Cramua 1 (LXXIV - LXXVIID

3TY CTAAAK IPOBOJST AHAJIOIMYHO TOMY, KAK 3TO OMUCAHC g cragwd 1 B
crocobe B-1.

3areM IeJIeBOC COENMHCHUE MOJMYUAIOT MO METOMAM, ONMCAHHBIM JUIS CTAguiA 3-5

B crocobe B-1.

Crocod K-2
0 0
9 2 H
OR -
risi T —_—— R1Sn-<:jE’H\E )(_<}_4(A
y R Y E. _NH
XXV % Y

1-20 B

rne A, B, E, Rl, R9, RIO, Yl, Y2 g BoTHWCTAS TMHWS UMEIOT 3HAUEHHS, YKa3aHHBIE
BBIIE,

B atoM cniocobe 1e1eBoe COefTHHENNE MOMVIAIOT dHAJIOTMYHO TOMY, KAK 3TO
ongcado B cmocobe K-1, ¢ HCIOL30BAHNEM UCXOTHOTO COEAMHERNS C MHOA
KOH(HUIYypanuei B 4-M IMOJ0XERNH MUPPOIUIUHOBOTO KOJBIA, YEM ¥ HCXONHOTO
coeauHeHud B cnocobe K-1.

Cuocob JI

IIo 3ToMy ¢noco0y CHHTE3 COESUHEHHd C aTOMOM CEPBI B 4-M IOJOXEHHH

MUPPOSIUAMHOBOTO KOJbIA H YIJIEPOTHOM LENEI0 BO 2-M IIOJOXEHHH TIPOBOAAT

53

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

aHAJIOTHYHO TOMY, KaK 9T0 omucano B cmocobe O -1 wix [[-2, ¢ UCIOJIb30BAHHEM B
KayecTse MCXOmHBIX coepuuenns (LXXV), noryuensoro no cnocoby W, win
COEIMHEHMS, ¥ KOTOPOTO CEPYCOAEPXAIIMI 3aMECTUTEAb B 4-M NOJOXEHUH MMEET
ITPOTHBOIMOJOXHYK KOHQUIYPANAKD.

Crnocod M

B aToM cniocobe CHHTE3HPYIOT COeNHHEHNe C 3aMETMIEHHOM THOTPYIIIION B 4-M
MOJIOKEHNM THPPOJIMANHOBOIO KOJIbLA H aMUHOH CBS3BI0, OTAENEHHOM OT KOJIBLA
VIVIEPOSHOH HEMBIO, BO 2-M NMOJOXEHWHA NMAPPOINAUHOBOTO KOJAbIA, IPHIEM
YKA3aHHBI CHHTE3 NPOBOST AHAJIOIHYHO TOMY, KaK 3TO onmcaHo B cnocobax E-1-E-

4, ¢ MCTIO/I30BAHHEM B KAdeCTBC MCXoaunx coemuuenui (LI, (LIV) u (LV).

Crmoco6 H
0 O O
sCramud 1 s Cramgua 2 9
HO"<;‘)LOR ~Tanes o Nt o I ¢ HaNi oR
N~R1o N-Rm N~R1D
XXV LXXIX LXXX
G o
9 R1G
Cranus 3R1S—HI=-dLOR Cranua 4 \NII-C-HLORS
N. 10 N
R 4 “R10
R1
Lo LXXXII
AN
R 2 3 >'=B
\N!“O/\WG—J—X K ~E
7 N. 1 5
R '
Y'o1-21

rme A, B, E, G, ], Rl, Rg,‘ Rm, Rlﬁ, Xz, X3, Yl, Y2 i BOJIHACTAd JIMHHS AMEIOT
3HAYCHHY, YKA3AHHLIE BHIMIE.

Cragug 1 (XXVII - LXXIX)

DTy CTAAHI0 NPOBORSAT AHAJIOTAYHO TOMY, KaK 3TO ONHCAHO 14 CTaiud 4 B
cnocobe A-1. |

Cragug 2 (LXXIX - LXXX)

DTy CTAAUI0 IPOBOAAT AHATOTHYHO TOMY, KaK 3TO ONMCAHO JUid CTANHH | B

coocobe A-1.
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Cramm 3 7 4 (LXXX -~ LXXXD), (LXXXI - LXXXII)

OTH craguu BkouaeT N-aakuiuposadne. HanpaMep, 3T CTaguy IpOBONIT
AHAIOTHIHO TOMY, KaK 3TO OIECAHO s craguu 2 B crmocobe AK-2.

[TonyueHHOE COEgMHEHNE TPAHCHOPMUPYIOT B lIe/IEBOE COENUHEHUE AHAJIOTUIHO

TOMY, K4K 3TO OIHCAHO Mg cTafud 2~7 B cniocobe A-3.

Crniocob O
O o)
R!® 9 Cramua 1 R
Tetubandi®e o
g Moo 7 N.g10
H
O A N

Y o1iog
roe A, B, E, J, RI, Rg, RIO, le’, Xz, X3, Yl, Y2 i BonHMCTAS JIMEAS MMEIOT
3HAYEHNd, YKA3aHHbIC BHIIIE.

Cramust 1 (LXXXII - LXXXIID)

ATy CTagUI0 NPOBOIST AHANOTHYHO TOMY, KaK 3TO OTUCAHO 14 cTamuu | B
cnocobe B-1.

ITosyuennoe coepdEeHre TPAECHOPMUDPYIOT B NEJeBOE COETHHEHWE aHAIOTHIHO

TOMY, KaK 3TO OTTMCAHO HA cTaguax 3-5 B coocobe B-1.
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Croco6 I1-1

g")\ OH Cramua 1 1 Cragus 2 2
R10

O Lxxoav o
9 9
Rl OR Craguda 3 Sl OR
R N. g0 R’ N.o10
@]
LXXXVI LXOXVIT A H
B
N-G—J—X2X3_ E>=
/lll- N
R Ty’ H
1
y2  1-23

rme A, B, E, G, J, RI, Rg, RIO, Xz, X3, Yl, Y? i BoNHACTAS JMHAS HMEOT
3HAUEHHY, YKa3aHHEIE BBIIIE,

Cragua 1 (LXXXIV » LXXXYV)

DTa cragMs BKIKOYAET 3aLHTYy BTOPHYHOTO aMMHA [MHPPOIHIMHOBOIO KOJblg
MOCJI€ 3AMMThl KAapOOKCHIBHOM rpynnel; HAampaMep, 1) HCXOMHOE COSIMHEHHE TIOT,
JEACTBHEM THOHHIXJIOPHUAA B PACTBOPMTE/IE, TAKOM, KaK TOMYOJ, THXIODMETAH,
TETparuypodypaH ¥ T.II., IPEBPAIlaioT B FAJIOHIAHTHAPHAA, K KOTOPOMY 3aTeM
noBaBaSIOT CIHPT, TAKOH, KAK METAHOM, 3TAHOJ ¥ T.II., MOTYYasd METWIOBKIA 3dup,
ATHAOBEI 3GHp | T.I0., 2) ¢CIH R!0 p3mauaer BOK, 10 3Ty cTaguio nNpoBOAYT B
NPUCYTCTBHH AEMETANAMPHOIMPHANHA B KAYECTBE KATAIM3aTOpA AHATIOTHYHO TOMY,
K4aK 3TO ordcano mig craguna 1 B cnocobe A-1 (P.A. Grieco u jp., J. Org. Chem,, 48,
2424-2426 (1983)).

Cragasg 2 (LXXXV - LXXXVD

rta cTagus BKAIOUAET BBEJEHAE “HE0OI3aTEIbHO 3aMEINENHOTO apaikmia” B
o -noJyioxerHe kapOoumwia (1.e. 4-e IOJOXKEHAE THPPOJIAAXHOBOTO KOJblA) .
HanpuMep, 3Ty CTAJWI0 TPOBOAAT B3aMMOJEHCTBUEM C AJKHJITATOROM, TAKAM, KaK
GeH3MIXIODHT, B PACTBOPHTENE, TAKOM, KaK TETparuapodypaH U T.J1., B IPHECYTCTBHHA
OCHOBAHMS, TAKOTO, Kak rexcamermapicunasad atug (J. Ezquerra u np.,

Tetrahedron, 49(38), 8665-8678 (1993)).
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Cranmrg 3 (LXXXVI - LXXXVID

Dra crajus BKJIKYAET BOCCTAHOBJIEHHE KETOHA B 5-M IOJOXKCHHH
NEPPOJHAMHOBOTO KOAbIa. HanpuMep, 3Ty CTaauio IPOBOAST B3aMMOACHCTBHEM C
BOCCTAHOBHUTEJIEM, TAKHMM, KaX TPHITHIOOPIHADHA JMTHUL H T.1., B DACTBOPUTEJE,
TAKOM, KaK OPOCTOH 3hHP, TOAYOJ | T.II., C NOCJCAVIOMHAM B3aMMOLCHCTBHEM C
TPU3THJICHIAHOM B OPUCYTCTBHH KHMCIOTHI JIntouca, Tako#, kak acupar BF; (C.
Pedregal u ap., Tetrahedron Letters, 35(13), 2053-2056 (1994)).

ITomyueHHOE COEOUHEHHAE TPAHCHOPMAPYIOT B LEIEBOE COEMHEHHE AHATOTHUHO
TOMY, KaK 5TO OOHCAHO AAY cragmit 2-7 B crnocobe A-1 u maa crajuit 7-10 B cmocobe

A-1.

Crooco6 I1-2
O o
gCT o <] 11
Ho—CHLOR amas 1 NC“,G)L R” Cragua 2 NC“IO/\OR
N.Rﬂj N"-R1D N‘-R'IO
XXVII L3OOV LXXXTX
11
Cragna 3 OHC,“CN(\OR Cranus. 4 s O/\OR” Cramna 5
=R10 } HO N.R10 —_—
XC XCI ’
As—N
orR" =B
E o2 3
RS G S s
R'O s
XCII A H
Y I-24

rie A, B, E, G, J, Rl, Rg, Rm, R“, Xz, X3, Yl, Y2 4 BONHHCTAS JIEHS MMEKOT
3HAYEHM, YKA3aHHBIE BLIIE,

Cramgus 1 (XXVII -~ LXXXVIID

BTy CTaIgMIO NPOBOAYT AaHANOIMYHO TOMY, KaK 5TO OMHMCAHO JIs ctaaua 1 B
cnocobe O-2.

Cragug 2 (LXXXVII - LXXXIX)

Dra cragud BKIIOYAET DOAYIEHHE MMIPOKCHIIPOM3BOAHOI0 AHAJOTHYHO TOMY,
KAK HTO OIHMCAHO U9 CTafdM 3 B crocode A-1, ¥ 3aMMTy TM/[POKCHTPYIIIBL.
HampuMep, ec/ii 3alMTHAS TPYINA IPECTaBaseT co0oi TpeT-0y THIIMMETICH/IMIb-

HYI0 I'pyLIry, TO IIpogecce npoBOadT B3aHMOKEUCTBHEM C CHIHJIHPYHOIIHM PEATEHTOM,
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TAKHMM, KaK TpeT-O0yTRIIHMETHACHIMIXIOPHS U T.1L., B PACTBOPHTEJIE, TAKOM, KaK
ZEMeTIIhOPMAMHEL ¥ T.IL., B MIPACYTCTBHR MMHIA30.14.

Cramns 3 (LXXXVIX -~ XC)

ATy CTapwIO NPOBOAST AHAJIOTHYHO TOMY, KaK 3TO OTHCAHO /IS CTagud 2 B
criocobe -2,

Cragug 4 (XC - XCD

ATy CTAgHI0 [TPOBOASIT AHAJIOTHIHO TOMY, KAK 3TO OMHCAHO IS crtaguu 1 B
cniocobe E-2.

Cramug 5§ (XCI - XCID

3Ty CTaguo NPOBOAYT AHANOTHYHO TOMY, KAK 3TO OMHCAHO JUIS CTANMH | B
cocobe A-3.

3aTeM 1eIeBOE COeIUHEHHE NOAYTaI0T aHAJOTHYHO TOMY, KAK 9TO OMWCAHO JUIS
craguid 3-7 B ciocobe A-3, mocne ynajieHug FHIPOKCH3ANMMTHON rpynnsl. Hanpmmep,
€CIMA 3aIMUTHAS IPYNNA MPEACTABAIET COOOH TPeT-0y TVATAMETAICHIMI, CHITHE
3aIm|TE TPOBOAST 06padoTKol GTopHAOM TeTpalyTHIAMMOHMS B pacTBOpHTENIE,

TAKOM, KaK TeTpardapodypaH 1 T.IL.

Coocoeb 11-3

. OR'™ _GCramua 1 R
OHC! N~R1o 1 1.. OAO CTa.ILH.FI P

R-——-’
LXXXVII XCII o H
11 A 2. >=B
e OR . ; . N G-J—X*X A
R ~R10 _ Y H
XCIV y? 1-25

re A, B, E, G, J, Rl, Rlo, R“, Xz; X3, Yl, Y2y BOJIRACTAS JIHHHI UMEIOT
3HAYEHUS, YKa3aHHBIC BEHIIE.

Cranma 1 (LXXXVIHI ~ XCIID

3Ty CTATWI0 TPOBOAIT aHAJIOTHIHO TOMY, KAK 3TO ONMCAHO A CTAIMH 2 B
criocobe O-1.

Crannga 2 (XCIII - XCIV)

ITy CTAAMIQ NMPOBOJST BHILICYIOMSHYTBIM KATATUTAIECKIM IHAPAPOBAHUEM.

3arem HEJEBOE COCAMHCHNWC TIOJIVUAKOT AHAJIOTHTIHO TOMY, KaK DTO OMACaHO Oad
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cramuit 3-7 B cuocobe A-3, mocse yaieHUd THAPOKCH3anMTHOR rpynmbi. Hanpumep,
eCJIM 3aIIMTHAY IPYINa IpeRcTaBasgeT coboi TpeT-0yTAIIHMeTIWICHIAIBERYIO TPYTIIY,
CHSTHE 3AIMMTH TPOBOAST 06paboTKoi (ropunoM TeTpadyTHIaAMMOHHAS B

pAcCTBOpPHTE/E, TAKOM, KaK TeTpardapodypad ¢ T.0.

Cnocob P
H
COOR® X' —=x2—x3 A
Lo ——
N.q10 Nyt EYNH
]
2z
XCV Yo 1-26 B

e A, B, E, R9, Rw, Xl, Xz, X3, Yl, Y2 ¥ BoHHCTAS NHHESA MMEIOT 3HAUCHHI,
YKa3aHHHIE BHIMOIE.

B 5TOM CHHTE3MPYIOT COENMHEHME, HE MMEIOINEE 3aMECTUTENS B 4-M II0JOXEHAN
OUPPOIHARHOBOrO KOXbla. Llenesoe COeMHEHNE MONYYal0T AHATIOTHYHO TOMY, KaK
ATO ONMCAHO B BHIIIEYKA3AHHEIX CII0c00aX, 32 HCKIIQUEHHMEM TOIO, UTO B KAUECTBE

HCXOTHOI'O COEAMHEHNS HUCIONB3YHOT OPOIHH.

Crocob C
COOR® X'—x2—x3 " A
e g———
sR-]D NqY1 E NH
XCVI V= g
1-27 B

roe A, B, E, Rg, RIO, Xl, Xz, Y! 7 Y2 mmeror 3HAYEHHd, YKA3aHHBIE BHIOE,
BOJTHECTAS JTMHAS TIPH THPPOJIMAHHOBOM KOJBIE 03HAUAET, UTO CEBSI3h MMEET R- mim
S-kOHMHATYPALMIO, a BOJHACTAS JALNNASI IPH ABOMHOM CBA3M O3HAYAET, YTO aTOM
BOJI0POAA NPMHEMAET IMC- MIH TPAHC-IIOJOXKEHHE OTHOCHTEBHO E.

B aToM criocode CHETE3UPYOT COENUHEHNd, COOTBETCTBYIOMME TEM, KOTOPHIE
onVcaHsl B crocobax A, M | T.IL., HO EMEIOT MEYI0 KoH(Urypamo () Bo 2-M B/uin
4-M onoxenuy. CHHTE3NPOBAHEKIE BHIIUE COSHHEHNS C ATOMOM KHCJI0POJ@ B 4-M
NOJOXEHAR MMEOT KoHburypanuo (2p,4«), CoeMHEHNS C ATOMOM CEPHL B 4~M
nonoxennn uMeror (28,4p) - wm (2B,4«) -koudurypanmo. Ilo cnocody C
CHHTEZNPYIOT COEIMHEHHS C ATOMAMK a30Ta UK CEpEl B 4-M MONOXEHMM, IMEIOIHE

xoncurypamym (20,4p), (2e,4B) nmn (2¢,4a).

-50-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

Bce ucxonunie coegunenns onucanst y J.K. Still u ap., I. Org. Chem., 46, 2954-

2960 (1981) u B wmoHCKOI narerTHOHN nybamkammn (KOKAID 294970/1993 (US
5317016). TpanchopMaIHIO COOTBETCTBYIOMUX (DYHKIIMOHATBHEIX TPYIIN TIPOBOIAT
AHAJOTHYHO TOMY, KK 3TO ONACAHO Bhime. Ecau coenuHeHne CONEPXHT
yERIMOEAIbHEY0 (bie) rpynmy (s), Koropas (kie) MOXeT(ryT) BOCIPENITCTBOBAT
peakumy, Takyro(ue) rpynmy (BI) MOXHO NPEABADHTE/IBHO 3aMHATHTL, 4 3aTEM

He0I0KMpPOBATh HA COOTBETCTBYIOIIEH CTAOHY 10 METONHKAM, IPHUBEJECHHBIM B

AMTEPATYDPE, TAKOM, Kak Protective Groups in Organic Synthesis, Theodora W. Green

(John Wiley & Sons).

XO0T4 BO BCEX BBINEOIMCAHHBIX Coco0ax yKa3aHBl KOHKPETHBIE 3AMECTHTENN H
MOJIOXEHKS 3aMETICHHS, TeM He MEHEe COSIVHEHHS 110 H300PETEHHI0 MOXIYT OBITE
Oy UeHb! JHO6EM U3 BHIMIEYKA3aHHEIX C1oco00B A-C COOTBETCTBEHHO.

TepMUH "COCOMHEHHE [0 HACTOSMIEMY M30GPETEHNIO” BKAUAET (hapMAaLEBTH -
YeCKHM NIPAEMJIEMEIE COJIM ¥ TUAPATEL COeAMHEHNA. IIpuMepamMu 9BISFOTCH COMA C
IEJOIHBIMY METAIJIAMK (HATIpUMEpP, JTHTHEM, HATPHEM H KanyeM), IMEeJI09HO-
3eMeJIBHBIME MeTa/LtaMu (HApMMED, MATHHEM W KafibIiueM), AMMOHHEM,
OpPraHAYeCKUMH OCHOBAHMSIMM, aMUHOKHCAOTAME, MHHEPAIbHEIMA KHCTOTAMHA
(HampEMep, XJOPUCTOBONOPOFHOR KAC/IO0TOH, OPOMHCTOBONOPORHON KHCIOTOH,
tbocchopHOH KECIOTOM ¥ CEPHOW KHCIOTOH) WK ¢ OPTaHHYECKMMH KHCIOTAMH
(HampuMep, YKCYCHON KUCIOTOM, TAMOHHOHA KMUC/I0TOM, MAJIEHHOBOW KUCIOTOH,
(hyMapoBO#t KucI0TOH, 6e130/CyTOKCHIOTON ¥ Hapa=ToJyOJICYIbPOKUCIOTOH) 1
TAAPATHE YKA3AHHEIX coeit. COMA W TMAPATH MOMYYA0T OOBIYHEIMM METOAMMA.
uapaTsl MOTYT YAEPKHBATD 33 CUET KOOPAUHANMOHHLIX CBA3€H MPOM3BOJBHOE
KOJIAYECTBO MOJIEKYJ BOIEL.

Hacrosmee H300peTeHue He OTPANAYENO KAKHMK-uM00 ONpeneneHHbIMH
FI30MEPAMH, d BKJIIOUAET BCC BO3MOXHBIE H3OMEPEl ¥ PALEMUUECKME MOAMMHK ALY

CoenaEeHIS 10 N300PETEHUIO TTOAABISET IPOAYNMPOBAHNAE ApAXHAOHOBOH

KHMCTOTH, TpocTarnaninsa By u neiikorpuena C4 6aaropaps MHTMOMPOBAHHIO

[MTONIA3MATAIECKOM (ocdomnassl Ay 1 MOKET IPUMEHATHCS [IPHA TPOPUIAKTHKE H

JIeYeHHMM 3a00/IeBaHUH, CBSI3AHHBIX C EHCTEHEM IIPOCTAVIAHAMHAM HJIM JIEUKOTPUEHA.
B YaCTHOCTH, COEMHEHHS IO H300PETEHNI0 MOTYT HPHMEHITHCA MTPK

npodrIAKTAKE B JcueHnd 3a00IeBaHnH, TAKHX, KaK PEBMATOMIHEIA apTPHT, acTMa,
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BOCTIAZIMTEIBHbBIE 3a00J1€BAHNA KHIMEYHUKA, TPABME], BRI3BAHHEIE WIIIEMHYECKOM
penepdysvel, aJUICPTHUECKHi PHHAT, [ICOPHA3 1 JIP.

Koraa coefldHEHHS M0 ¥300PETEHNI0 HAZHAYAROT TIALIHEHTY AIS DpodHIaKTHKH H
JiedeHd BhINEyKasaHHsX 3a00eBanuif, OHM MOTYT BBOQMTHCS OPAJ/IbHBIM ILyTEM B
(opMe mopomka, rpanys, TabaeTok, Kancys, MWIOAb U XKHUIKHMX [IPENapaTOB WK
TIAPEHTEPANILEBLIM IIyTEM, HANPHMED, HHbEKIHEH, B (hopMe CYIIIO3HTOPHY, B (opMe
KOMTO3HIAA [/IS IPEeCKOXHOTO BBenenus, uucydduiannes n 1.n. B HeobxoqMMEuIx
cnygaax 3MPEKTHBHOE KOJMUYECTBO COETUHERN TI0 M300PETEHHIO CMEIIHBAOT C
JIEKAPCTBEHHBIME BCIOMOTATEAbHBIME H00ABKAMH, TAKMMHE, KAK OKCIHIIMENTH,
CBY3BIBAIOIONE BEOIECTBA, CMAUHBAIQIINE BEINECTBa, PA3PHIXJIATENNA, CMa3blBAIOIIHE
BelecTsa ¥ T.01. [IpM NpuroToB/acHMY JICKAPCTBEHHBIX NIPENAPATOB WIS UHBEKIIMH
COENMHEHNE 10 H300PETEHNIO U IPUTOAHBIE HOCHTEAb CTCPUIM3YIOT.

CoOoTBeTCTBYHIIAA AO3UPOBKA BAPHUPYETCA B 3ABUCMMOCTH OT COCTOSIHHS
NANMERTA, MYTH BREAEHHS, BO3pacTa W Beca Tena. KpoMe Toro, ZO3MpoOBKA
OIIpeneIdeTCsa JeYANMM BpauoM. [1pyU OpasbHOM BBENEHUH B3POC/IBIM 103d O0BIYHO
cocraBageT 1~100 mr/xr/nenn, npegnouturenpro 10-50 mr/xr/nens, a npu
NAapeHETPAJbHOM BBEIEHMH B3POCJIBIM A03a MOXET cocrasists 0,1-10 mr/xr/pews,
OPCANOYTHTENBHO 1-5 Mr/Kr/qeHb, ¥ MOXHO BBOAHTE OSHOKPATHO WJIH HECKONBKHMHA
HOPIHASIMH.

Huxe nzobperenne NpoWUIIOCTPAPOBAHO HA IIPAMEpax, KOTODHIC HE

OrpaHAYHBAOT er0 00beM.
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IIpumMeprr
IMpumep 1 (ciocob A-1)

; . O ;
OMe _{Bocy,0 C‘)kom ° ome  LiBHq
HOI"CH\ —_———— I € ————e  THPOI: e _ ",
NH-HCI HO_ NBoc NBoc

1 2 3

mpo...CK‘OH 1) MsCl THPO,..O/*NS _TsOH _ HO...O/*Ns
NBoc 2) NaN3 NBoc NBee — ™

4 5 6

Q
Y@M "
HO
C(\ _snCh _ O...C(\NHZ 5
NBoe NBac o o
NaOH O
8

o) O 0 O
N S’K HCI N SJ(
(o]LN H NH —_— Cir- H NH
NBoc P NH =
C ; O :
9 10

HCJO

o
C(\ NH
(@]
A-1
ni1-2

K pacTBopy EApOXIOPHIA METHIOBOTO 3dupa 4-ruapokcu-L-mnposunaa (1)
(18,14 r, 99,88 mMmons) B muoxcane (150 Ma) MPH OXIAKIEHHA JbIOM M TePEMEIIN -
BaHuH f100aBasr0T 10% -Hbli BOAHBIA pacTBop ruapoxapbonara Hatpug (120 M) u
26,19 r (120,0 mmoas) pu-Tper-6yTHakapboHaTa H MONYYEHHYI0 CMECh TIEPEMETH -
BAIOT £Ille R TEUeHWe 1 u, mogepxuBad Ty xe temneparypy. Ilonyuemnmon

peaKIIHOHHOﬁ CMECH JarXOT HATPEThCd 10 KOMHATHOH TEMIICPATYPEL B IICPCMCINHBAIOT
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eme B redenune 17 9. Hepacteopusimmics Matepuast OT(UABTPOBRBAIOT, (DHALTPAT
IKCTPATUPYIOT STHAANETaTOM (300 Mi). OpraHMYecKHH CI0M [POMBIBAIOT BOJIOH,
COJICBBIM PACTBOPOM, CYIIaT HaJ CY/Ib()aTOM HATPHS M KOHUEHTPHDPYIOT B BaKyyMe,
nosyuas 24,0 v (98,0%) coegunenus (2) B BMae macia.

AMP (CDCI3) & wacr./mrn: 1,42 (2/3x9H, s}, 1,46 (1/3x3H, s), 1,81-2,38
(3H), 3,40-3,68 (2H), 3,71 (1H, s), 3,73 (3H, ), 4,36-4,55 (2H).

(2y2-3

K pacrBopy coeguuerms (2) (24,0 r, 97,85 Mmmong) B xnopotbopme (300 mr)
X0GaBASIOT IPH OXJIAX/ICHMHE JbIOM H nepememmsanuu 10,0 r (118,9 Mmons)
Auruaponypana u 350 Mr 11apa-TouyonCyTe(POKUCAOTE. II0AyUeHHYI0 PEaKIMOHHYIO
CMECh MEPEMEINMBAKT B TeUeHHME 1 U, IOANEPKUBAK Ty KE TEMIEPATYPY, 4 3aTeM
JIA¥OT HATPETHCY A0 KOMHATHOHR TEMIIEPATYPbl ¥ NEPEMEIIHBAIOT €lE B TEUEHHWES 5 u.
PeakMORHYI0 CMeCh ITPOMBIBAIOT 5% ~HBIM BOJHBIM DACTBOPOM IEAPOXApOoHaTa
HATPH4, BOZOM, CONEBBIM PACTBOPOM, CYIIAT HaJ CYIbpaTOM HATPHS H
KOHUIEHTPHPYIOT B BaKyyMe. OCTATOK XpOMATOTPA(MHPYIOT HA KOJIOHKE C CHIMKATENIEM
(rexcam:atinauerar, 2:1); monyvaror 22,2 r (68,9%) menesoro coemnueHns (3).

AMP (CDC13) & gact./mwm: 1,41 (2/3x9H, s), 1,46 (1/3x9H, ), 1,53 (4H,
m), 1,60-1,90 (2H), 1,98-2,50 (2H), 3,39-3,75 (3H), 3,73 (2/3x3H, s), 3,74
(1/3x3H, s), 3,83 (1H, m), 4,27-4,47 (2H), 4,61-4,70 (1H).

3)3-4

K pacteopy coemurenug (3) (22,2 r, 67,4 mmons) B TeTparunpodypane (300
M) po0aBigIOT P OXJIAKAEHMH JbAOM 1 nepeMemuBanud 2,2 v (101 Mmous)
Gopreppuna jurus. [Tony9eHHY0 CMECh IEPEMEMIABAIOT B TEUEHNE 3 U, MOAEPXKHABAL
Ty X€ TEMIEPATYPY, & 3aTE€M JAFOT HATPETHCS 4O KOMHATHOW TEMNEPATYPH H
IepeMemuBaroT eme B TedeHne 17 u. K peaknmorHo# cMecH nofasigror Metanon (1
1), Jegsaeyo Bogy (500 mun), 10% ~Hbli BOXHBIH pacTBOP COIStHOM KUCIOTH (35 wr)
H NOIYUEHHYIO CMECh 3KCTparupyroT stmiaueratom (500 mia). Opranugeckuii cioi
IPOMBIBAIOT BOZOH, COJEBBIM PACTBOPOM, CYIUAT HAM CY/Th(aTOM HATPASI H
KOHIOEHTPHPYIOT B BakyyMe, nonydas 18,9 r (93,1%) coeguuenus (4) B Bume Macna.

AMP (CDCly) & gact./mim: 1,42-1,90 (16H), 2,02-2,24 (1H), 3,34-3,92
(6H), 4,11 (1H, s), 4,28 (1H, ymup. s), 4,88 (1H, m).
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(44 -5

K pacreopy coenmnerna (4) (18,9 r, 62,71 Mmons) B Terparmapodypase (150
ML) OBABIISIOT NIPY OXJIAK/IEHHHM JBIOM i IepeMeIuBAHAY 12 M TPHITHIAMUHA H
8,71 v (76,04 MMong) MeTaxCyIb(POHIIXIOPHIA. Ilony4ueHHYI0 CMECh IEPEMEIINBAIOT
B TeueHue 30 MuH, IONAEPXMBAS TY XK€ TEMIOEpaTypy. 34TeM K PEakiHOHHON CMECH
no0aBagioT sritanerar (400 M), OpPTAHAMYECKHIl CJIOH IPOMBIBAKOT BOMOH, COMEBLIM
PacTBOPOM, CyIIAT Hax CyAbdaToM HATPHUS ¥ KOHIEHTDHPYIOT B BaxyyMe. (CTaTok
XpOMaTorpaHpyoT Ha KOJOHKE ¢ cHamkarenem {rexcam:stunanertar, 2:1), monyuas
15,48 r ueneBoro coennuennd (5) B BUIe Macia.

AMP (CDCly) 8 wacr./mun: 1,47 (9H, s), 1,53 (3H, s), 1,60-1,88 (2H),
1,93-2,25 (21, 3,20-3,92 (7H), 4,08 (1H, m), 4,38 (1H, m), 4,65 (1H, m).

3)5-6

K pacrBopy coeamrernua (5) (15,48 r, 47,43 Mmonn) B MetaHose (400 mn)
nobasrsior 400 Mr napa-TonyoacyNehOKUCTIOTE A IOTYIEHHYI0 CMECh
NIEPEMEITHBAIOT B TEYCHUE 15 MHH IIpH KOMHATHOW TeMmepaTtype. K peakimuonsoi
cMecH noGasnsgior Tpusrnamus {1 M) M OJYYEHHYIO CMECH KOHLEHTPHDYIOT B
Bakyyme. OcTaTok pacTBopstoT B 200 MuI 3THNANETATA, OPraHMuecKuil 1o
[OPOMBIBAIOT BOAOH, COJAEBEIM PACTBOPOM, CYIIAT Haj CyabhaToM HATPHSL H
KOHIEHTPHPYIOT B BaKyyMme, noayuad 11,5 r IpogyKTa B BUIE MacJia, KOTOPHIH
YICIO/IB3YIOT HA TIOCAEAVIOMEH CTaMH.

AMP (CDCly) & wacr./»umm: 1,48 (9H, s, 1,70 (1H, ymmp.s), 2,05 (2H, m)
3,08-4,20 (3H), 4,46 (1H, m).

(6) 6 ~7

K pacrsopy coennuenus (6) (19,16 r, 79,08 mMmoas) B N,N-mume-

L

twicopmamuge (160 mm) gobasnstor 60% -Huli rugpun Hatprga (3,48 r, §6,99
MMOJIS) M IIOJyYEHHYIO CMeCh TIEPEMENINBAIOT B Teuerue 20 MuH npu 50°C. K
PEAKIHOHHON cMecH A00aB/ISIOT MPY OX/IAXACHAY JIBIOM H IIEPEMENTUBAHAM PACTBOP
2-pennnbensuwmonuna (23,26 r, 79,08 mmons) B N,N-aumermacbopmamune (40 mn).
[Tosryd4eHEYH CMECH NTEPEMEMHMBAIOT B Tedenre | u 40 MUH IpH KOMHATHOMH
TEMIEpPaType. PEAKITHORHYH) CMECh PACTBOPAIOT B STHAaueTare (200 mir).
Opranmueckud CIOH IPOMBIBAIOT BONOM, CONCBBIM PACTBOPOM, CYIIAT HaA CyIbdaToM

HATPHS W KOHIEHTPHPYHOT B BakyyMe. (JCTaTOK XpOMATOTpadupyIoT Ha KOJOHKE C
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cumkareneM (rexcaH:sTiaanerar, 4:1), nonyuas 23,89 r (74%) nenesoro
coequeeHng (7).

AMP (CDCly) & wacr./mne: 1,46 (9H, s), 1,72-2,15 (61D, 3,06-4,14 (6H),
4,38 (2H, d, J=2,4 Tw), 7,20-7,56 (9H).

VK -cnextp v, (B mwenke): 2103, 1649, 1394, 1256, 1164, 1121 cv™ 1.

SuemenTHbiit anamus (Cy3HogN4O5): paccaurano: C 67,63, H 6,91, N 13,72%;
obuapyxeno: C 67,43, H 6,97, N 13,64 %.

(7)7-8

Huruapar xmopaga onoea (19,32 r, 47,30 MMo9) pacTBOPSIOT B 2H. BOAHOM
pacrsope ruppoxcuaa Hatpas (142 M) M DosydeHHSH pacTBOp A0GaBASIOT OPH
OXNTAXJICHWH JIbJOM H NEPCMEIMHBAHUHA X pacTsopy coepueeHng (7) (19,32 1, 47,30
MMoJs) B 3Tanone (194 M), IlonyYeHHy 0 cMeCh TIEPEMEINMBAIOT B TeYeHHe 1 1,
NOJJIEPKUBAL Ty XKe TeMneparypy. Ocanok oThHIbTPOBBIBAOT, (PUIBTPAT
KOHIEHTPUPYHOT B BakyyMme. K octatky moGasnsror stunanerar (200 mi1), opragm-
YCCKHH CJIOM NIPOMBIBAIOT BOAOM, COJIEBBIM PACTBOPOM, CYIUAT HAX CY/IBGATOM HATPHS
W KOHIEHTPHPYIOT B BaKyyMe, monyuas 18,09 r (100%? nenesoro coenunenud (8) B
BHIE Macia.

AMP (CDCly) 8 wacr./mwm: 1,31 (2H, ), 1,45 (9H, s), 1,78-2,12 (2H),
2,68-2,90 (2H), 3,19-4,05 (4H), 4,38 (2H, d, J1=3,0 I'm), 7,23-7,54 (9H).
(8 nnenke): 3372, 1691, 1397, 1254, 1168, 1118 cm™ L.

DNeMeHTHEHN aHau3 (C23H30N203-0,5H20): paccanrano: C 70,56, H 7,98,
N 7,16%; otnapyxeno: C 70,45, H 7,89, N 7,07%.

8)8-9

K pacteopy coepmnerns (8) (13,84 r, 36,18 mmoaa) B N,N-guMerwidopMamu-

UK crexrp v,

ae (200 m1) no0aBIgIOT NIPU KOMHATHOM TemmepaType 4-(2,4-IHOKCOTHA3ONIUIAH -5~
wiAfeHEMeTII) OeH3oiHy0 kucioty (9,02 r, 36,18 Mmong), rugpat | -rHapok-
cubenzorpuasona (5,54 r, 36,18 mmonsa) u ruapoxstopen 1-atwn-3- (3-puMernnamu -
HOmpomua)kapbogmmmuna (7,63 r, 39,80 MMOs9) H NOIYUYEHHYIHO CMECH
IepeMEIINBAIOT B TedeHre | 9. 3aTeM K PeakmHOHHOHW CMeCH N00aBIIOT 3THIALeTaT
(400 mu1), OpraHMYEcKHid C0H POMBIBAIOT BOJNOH, COJIEBBIM PACTBODOM, CYIIAT Haj

cysnbdaToM HATPHS M KOHHEHTPHPYIOT B Bakyyme. OcraTox xpomaTtorpadHpyoT Ha
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KOJIOHKE C cimaKareseM (xiopodopm:meranon, 49:1), moayuas 20,20 r (100%)
LIeIeBOT0 coenaHenns (9).

AMP (CDCly) & uwact./man: 1,60-1,83 (1H), 2,05-2,25 (1H), 3,05-4,30
(6H), 4,37 (1H, d,g, I=11,0I'w), 4,42 (1H, dap, 4=11,0 I'm), 7,20-7,60 (9H),
7,53 (2H, dpp, J=8,3 I'm), 7,82 (1H, ), 7,96 (2H, d,p, J=8,3 T'w), 8,68 (1H,
ymp.s), 9,07 (1H, yiuup.s).

UK v, (KBr): 3411, 1750, 1708, 1667, 1611, 1542, 1405, 1318, 1296, 1162,
1120 cm™ L.

nementhbid aHamus (C34H3:N380¢): paccuurano: C 66,54, H 5,75, N 6,85, S
5,22%; obmapyxeno: C 66,33, H 5,83, N 6,76, S 5,07 %.

(9) 9 - 10

K pacrBopy coepunenus (9) (21,87 r, 35,63 Mmmoas) B stmnanerare (100 m1)
HOGaBIOT IPH KOMHATHOH TEMNEPATYPE W MEPEMETHBAHKH 4H. CONSIHYIO KACJIOTY B
srrranerare (80 MJI) ¥ DONYYEHHYIO CMECh MEPEMEITUBAIOT B TEYEHME 2 U 1Ipn
KOMHATHOH TeMmeparype. Ocanok ornensior, moaydas 17,23 r (88%) rugpoxiopuaa
(10).

SAMP (IMCO-dg) & wacr./mmn: 1,72 (1H, m), 2,07 (1H, m), 3,00-3,92
(5H), 4,12-4,22 (1H), 4,36 (1H, dap, =11,3 I'm, 4,39 (1H, dpp, =11,3 Tw),
7,20-7,59 (9H), 7,71 (2H, dpg, J=8,2 ), 7,84 (1H, s), 8,05 (2H, dap, 1=8,2
I'm, 9,05 (1H, t, J=5,6 Tw, 9,22-9,72 (1H, ymup.), 11,80-12,10 (1H, yumup.),
12,43-13,00 (1H, ymup.).

UK v, (KBr): 3421, 3237, 1748, 1705, 1637, 1610, 1541, 1300, 1153 cm™ .,

Anementssld anamus: (CogH,eN,CI80,41,1H,0): paccumrano: C 61,12, H
5,34, N 7,37, Cl 6,22, S 5,63%; ob6uapyxeso: C 61,17, H 5,14, N 7,33, C1 6,29, S
5,49%.

(10) 10 - A-1

K pacreopy coexunernga (10) (111,4 mr, 0,202 mmoas) B N,N-gumerwacopma-
muyie (2 M) n00aBJISIFOT TPH KOMHATHON TEMIEpaType 2-Gen3onnbeH3oinyio
kuciaory (50,4 mr, 0,223 mmvous), ruapar 1-rugpoxkcubensorpuasona (34,1 mr, 0,223
MMOJg) , TEIpOXAOpEN 1-3THa-3- (3~guMeTHaaMunonponua) kapdoguumuga (42,7 mr,
0,223 mmoag) u TpuaTwiamMud (0,042 M, 0,303 MMosd) M NOJYYEHHYK) CMECDH

[IEPEMETUBAIOT B TEUeHUH 2 4. 3aTeM K PEakiMOHHOM CMECH A00ABASIOT STHIAIETAT
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(30 mn), opraEMYecKMil CI0H POMBIBAIOT BONOH, COTCBBIM PacTBOpOM, CyIOaT Haj
cyabhatoM HATPHS H KOHUEHTPUPYIOT B BakyyMe. OCTaTok XpoMarorpaupyior Ha
KOJIOHKe ¢ cnymkareseM (xnopodopm:Meranon, 100:1), nonygas 94,1 mr (64,6%)
nenaeBoro coequuenus (A-1).

AMP (CDCI3) 8 wacr./mnn: 1,81 (1H, ddd, J=5,0, 7.6, 13,8 I'm), 2,19-2,28
(1H), 3,25 (1H, dd, 1=4,1, 12,0 I'w), 3,34 (1H, d, J= 12,0 T, 3,41 (1H, ddd,
J=5.4,6,9, 14,1 I'm), 3,87-3,95 (2H), 4,24 (1H, d,g, I=11,1 'w), 4,35 (1H, dyp.
J=11,1 Tm), 4,52 (1H, dq, J=2,6, 7,3 Tw), 7,24-7,62 (18H), 7,74 (2H, d, J=7,8
I'n), 7,78 (1H, s), 7,94 (2H, d, J=8,5 I'n), 8,25 (1H, t, ] =5,0 ).

UK v, (KBr): 3405, 3058, 1749, 1708, 1655, 1624, 1577, 1317, 1152 em L

Onemenrrbii aHamu3: (Cy3H35N380,+0,5H,0): paccunrano: C 70,67, H
4,97, N 5,75, S 4,39%; o6uapyxeno: C 70,75, H 4,98, N 5,68, S 4,49%.

Coepunennst (A-2)-(A-57) CHHTE3MPYIOT AHAJOTHYHO TOMY, KAK 3TO OMMCAHO

spime. [lorywuennrie pesyapraTnl npuBenensl B Tabmnax 1-6.
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Tabanua 1

(1/2x1H, d,g, J=11,7 I'm), 4,43

“Y1_Y2
Coen. r! ~yloy? AMP (CDCIy), & wacr./mn
No
A-1 O %9 4,24 (1H, d,g, J=11,1 T, 4,35 (1H,
O O O dag, I=11,1 T, 7,78 (1H, s)
A-2 °o 4,34 (1H, dup, T=11,8 Tw), 4,48 (1H,
©/\ R8s dyp, I=11,8 Tw), 7,77 (1H, 9
A-3 @\/\ 95 4,41 (2H, s), 7,78 (1H, s)
T [T T
A-4 O ©o 4,41 (1H, d,g, I=12,0 T, 4,50 (1H,
O O O dpg, 1=12,0 I'm), 7,77 (1H, s)
A-3 ©\,\ e 4,35 (1H, dp, J=11,8 Tw), 4,46 (1H,
dap, J=11,8 T, 7,78 (1H, s)
we ||
A-6 O ®o 4,40 (1, d,p, J=11,1 T, 4,48 (1H,
O dpp, J=11,1Tm), 7,71 (1H, s)
F
A7 O ©q 4,41 (1H, dug, T=11,1 T, 4,47 (1H,
O dag, I=11,1 T, 7,70 (1H, s)
A-38 O o 4,39 (1H, dup, J=11,0 Tw), 4,48 (1H,
O N dpp, J=11,0 Tw), 7,79 (1H, )
A-9 O e 4,34 (1H, d,p, J=11,3 Tw, 4,45 (1H,
O N |dpp, I=11,3 T, 7,80 (1H, s
A-10 E ;OO 4,33 (1/2x1H, dyp, T=11,4 Tw), 4,37

(1/2x1H, dyp, J=11,4 Tiw), 4,49

(1/2x1H, d,g, J=11,7 ['m), 7,79
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Tabania 2

Coeg. -yl-y?2 SIMP (CDCly), & wact./mm
No
A-11 ©o (IMCO-dg), 4,33 (2H, s), 7,82 (1H, s)
N ™=
I £
A-12 °0 4,22 (1H, dpg, J=11,4 T, 4,33 (1H, d,5p,
N J=11,4 Tw), 7,82 (1H, s)
A-13 - -
A-14 g 4,22 (H, d,p, I=11,4 T, 4,33 (1H, d,p,
J=11,4 '), 7,81 (iH, s)
A-15 - -
A-16 °o 4,25 (IH, d,p, J=11,3 T, 4,36 (1H, d,p,
O O I=11,3 T, 7,77 (1H, s)
F
A-17 0 4,24 (IH, dyp, J=11,1 T, 4,34 (1H, d,p,
B J=11,1Tm), 7,78 (1H, s}
@]
A-18 e 4,25 (1H, dup, J=11,1 T, 4,36 (1H, d,g,
o\ J=11,1 Tw), 7,79 (1H, s)
s
A-19 e 4,23 (1H, dyp, J=11,4 T, 4,34 (1H, d,p,
LS J=11,4 Tw), 7,80 (1H, s)
W,
A-20 o 4,25 (1H, d,g, 1=11,2 T, 4,36 (H, d,p,

J=11,2 Tw), 7,58 (1H, s)
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Tabsmna 3

I=11,4 Tw), 7,56 (1H, &)

o B
N s
G
Coen. ~yl-y? B AMP (CDCly), & wact./mnu
Ne
A-21 ®o O [4,22 (1Y, d,p, I=11,1 T, 4,33 (1H, d,p,
O O J=11,1 T}, 7,78 (1H, s)
Me
A-22 ®0 O |4,26 QH, dsp, I=11,1 Tw), 4,36 (1H, d,p,
O O I=11,1 T'm), 7,77 (1H, s)
Cl
A-23 o N, 0 [4,25 (H, dup, I=11,3 T, 4,33 (1H, dp,
O O I=11,3 I'wm, 7,77 (H, &)
A-24 o NHac O (4,34 AH, d,p, I=11,4 ['m), 4,41 (1H, d,gp,
O O J=11,4 Tw, 7,69 (1H, s)
A~25 o O [4,23 (1H, dsp, J=11,3 T, 4,41 (1H, dp,
O O J=11,3 I'w), 7,69 (1H, s)
F
A-26 ®o O [4,20 (UH, d,p, 1=11,3 I'm), 4,33 (1H, d,p,
0.0 Y=11,3T'w, 7,83 (1H, s)
A-27 ®o S 2,30 (3H, ), 4,22 (1H, d,p, J=11,2 Tw),
O O 4,34 (1H, d,p, I=11,3 I'm, 7,58 (IH, s)
Me
A-28 °q S |4,26 (1H, d,g, T=11,4 Tw), 4,37 (1H, d,p,
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Tabauua 4

'm, 7,76 (1H, s)

L~y ok
N S
%o H O
SAsE
Coen. R! AMP (CDCl3), & uacr./MmH
No
A-29 | O | O 5,27 (1H, ), 7,78 (H, )
A-30 O 4,23 (IH, dpg, J=11,1 Tw), 4,31 (AH, d,g, I=11,1
L |
F
A-31 O Me 4,42 (1H, dup, J=11,7 Tw), 4,51 (UH, d,g, T=11,7
O I'n), 7,78 (1H, s)
A-32 O 4,32 (IH, dap, J=11,9 Tw), 4,41 (1H, dyp, J=11,9
Q I'm), 7,78 (1H, s)
A-33 ©\/\ 4,45 (IH, dyp, I=12,9 T'm), 4,50 (1H, d,p, J=12,9
ac ), 7,75 (iH, s)
A-34 @\ 4,36 (1H, dug, J=12,5 Tw), 4,42 (1H, dyp, J=12,5
| Tw), 7,77 (1H, s)
A-35 O 4,05 (IH, dyg, 1=12,3 I'w), 4,10 (1H, d,p, I=12,3
O I'n), 7,69 (1H, s)
A-36 O 4,30 (1H, d,g, 1=11,4 I'0), 4,39 (H, d,g, J=11,4
o
A-37 4,38 (IH, d,g, J=11,6 Tw), 4,49 (IH, d,p, J=11,6
= I, 7,76 (1H, )
P/,
A-38 4,31 (1H, d,g, J=11,3 ), 4,41 (1H, d,g, J=11,3
| AN
S
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Tabauna 3

Coer. R} SIMP (CDCl,), & wacr./mrH
Ne
A-39 O 4,24 (1H, dug, J=11,7 '), 4,33 (H, d,p,
O Q J=11,7Tw), 7,74 (1H, s)
A-40 O 4,62 (1, dpg, J=12,3 '), 4,73 (IH, d,p,
z J=12,3 Iw, 7,75 (1H, s)
<0
A-41 3,68 (3H, s), 7,75 (1H, s
MeQ O
A-42 OO 4,48 (1H, d,p, 1=12,0 Tw), 4,56 (1H, d,g,
O 7=12,0 '), 7,70 (IH, s)
A-43 @\ 4,51 (1H, dug, J=11,7 Tm), 4,63 (1H, dap,
N'\© J=11,7 I'w, 7,78 (1H, s
Me
A-44 O 4,20 (1H, dpp, J=11,1 T, 4,29 (1H, d,p,
O CFs  |I=11,1Tm, 7,75 (1H, s)
A-45 O 4,20 (1H, d,p, Y=11,1 Tm), 4,32 (1H, dp,
O NOz  y=11,1Tw, 7,75 (1H, s)
A-46 O 4,25 (1H, dg, I=11,1 T'w), 4,39 (1H, d g,
O NH2 - 15=11,1 T, 7,72 (1H, )
A-47 O 4,29 (1H, dyp, J=11,7 T, 4,40 (1H, dup,
O T=11,7 Tw), 7,77 (H, 5)
A-48 4,45 (IH, dAB’ J=12,3 Tu), 4,50 (IH, dAB’

I=12,3 I'w, 7,77 (1H, s)
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Tabavua 6

o]
W 23

N™ XG0

O oGNPy

0 I3

E. .NH

b

g,
F

C

Coepn. Ne *J*XZ—XE'—WO AMP (CDCl3), & uact./mMn
E. NH
i
C
A-49 J{O 4,25 (IH, dpg, J=11,4 T'm), 4,35 (1H, d,p,
. $7ww =14 Tw, 6,69 (H, dd, J=11,4, 15,3 Tm),
& 7,01 (14, d, 1=15,3 Tm
H 8]
- O =
A-50 0 b 4,25 (H, dpp, J=11,1 T, 4,32 (1H, dyp,
mNH J=11,1Tw, 7,60 (1H, )
P
(o)
A-51 J{o 1,60-2,25 (4H, m), 2,69 (2H, m), 4,23 (1H,
ST NH dAB’ J=11,1 FII), 4,34 (1H, dAB’ J:‘ll,l FH),
4,46 (1H, m)
O
A-52 ),(O 4,25 (1H, dpg, J=11,7 Tw), 4,36 (1H, d,p,
~ STWH [I=11,7 Tw, 6,54 (H, d, 1=12,6 Tw), 7,75
# (1H, s)
0]
A-53 fg\\ 4,25 (1H, dyp, J=12,0 Tw), 4,34 (1H, d,p,
HN};\/@\ J=12,0 Tw), 6,92 (1H, t, J=7,5 'y
i
@]
A-54 o H 4,25 (1H, dpp, J=11,4 T, 4,36 (1H, d,p,
HNW J=11,4 Tw), 6,64 (1H, s)
}I(S
C
A-55 Hoo 4,25 (1H, d,g, =111 T, 4,34 (1H, d,p,
WNH J=11,1 T, 6,46 (1H, d, J=14,4 T'D
S~‘< :
A-56 4,26 (IH, dAB’ J=11,4 FI_[), 4,36 (IH, dAB’

10

J=11,4 I'm), 7,79 (1H, s), 8,03 (1H, s)
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ITpoaoiskenue Tad.6

A-57 4,23 (1H, d,p, J=11,4 ['m), 4,34 (1H, d,p,

O

o

[Ipumep S8 {(cnocod A-2)

CQ C Of,ﬁcﬂ &
O O 11 O

8

@]
KOH O Omﬁ)ﬁ—f 1) CICO,Et
O OH 2) NaBH,
12

CBepuy

QO la]
i N7 NS ORuCIEeH C(‘ N7 NS
C@J\L}_\ o . Nsodt  [_p—cHo
() ”
13 O 14

8]
SﬁNH O
o o.--CfN s 1) Hel
O neod! L7 (P
O 8. NH 2) HO OO
1 bl

° o 0 ¢

F

(D8 -11

K pacreopy coemunenrg (8) (1,16 r, 3,0 MMona), MOiyIeHAOTO COTJIACHO
npumepy 1, B auMeTuacopmamupe (30 w1) go0aBagioT NMpu KOMHATHOR TCMIIEPATYPE
MOHOH(bEHIMETHIOBBH 3up Tiocden-2,5-gukapbonosoi kucrors (1,0 1, 3,0

MMONIs), TEApaT 1-ruapoxcubensorpuasona (450 Mr, 3,3 MMOS) W MMAPOXJIOPHA 1-

74

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

stin-3- (3-pumeranaMuHOTpo Y Kapboquumuga (640 mr, 3,3 MMons) W cMech
NEPEMEITNBAIOT B TedeHne 17 4. PeakuHOHHYIO CMECh BBUIMBAIOT B BOLY, K STOH
cMecH 1o6asngroT 24. BOAHLIR PacTBOP COMIHOR KHCIOTH IO KMCIoro 3HaueHng pH u
HOJTYUEHHYIO CMECh AKCTPArpyIOT 3THIANeTaToM. OpraHuueckuil CJI0# IPOMBIBAIOT
5% -HBIM BOZHBEIM PACTBOPOM THApOKapOOHATA HATPHS, BOAOH, COJEBBIM PACTBOPOM,
CYIIAT Haf CyJb(pATOM HATPUS M KOHLEHTPUPYIOT B BakyyMe. Ocrarok
XpoMaTorpadupyIOT Ha KOJOHKE C CHMKaresneM {(rekcam:aTiiaanerat, 3:1), monyqas
1,51 v (71%) ueneBoro coemmuenua (11).

SAMP (CDC13) S uwacr./mnn: 1,46 (9H, s), 1,70 (1H, m), 2,18 (1H, m), 3,10-
3,40 (2HD, 3,45-3,70 (2H), 3,90-4,05 (1H), 4,05-4,25 (1H), 4,35 (1H, d,p,
I=11,1I'm, 4,42 (1H, d,p, J=11,1 Iy, 7,05 (dH, s), 7,20-7,50 (20H), 7,79 (1H,
d, J=4,0 T, 8,75 (1H, m).

() 11 - 12

K pactsopy coeaumerna (11) (1,51 r, 2,15 mMong) B meranone (15 M) u auMe-
THACYAbtoKcune (5 M) n06aBas0T 1H. BOSHBIN PACTEOP IMpokcHaa Kams (4 M u
MOJYYEHHYIO CMECh IIEPEMEINNBAKOT B TeueHue 17,5 1 nNpH KOMHATHOW TEMIOECPATYPE.
MeTaHOoJ VAAISIOT KOHIEHTPUPOBAHHEM B BAKYYME, OCTATOK PACTBOPSIOT B BOJIC H
cMech TPOMHEIBAOT aupoM. K BOTHOMY ¢10i0 H0OABNSIOT 2H. BOAHBIM PacTsop
COMSHOM KYMCAOTEL A0 KHCI0T0 3HaueHus pH W CMech SKCTPATMPYIOT STHMIALETATOM.
Opragrueckuii CJIOH NPOMBIBAIOT BOZOH, COJIEBEIM PacTBOPOM, CYIIAT HAJ CyJb(aToM
HATPHS 1 KOHLEHTPHPYIOT B BaKyyMe, moaydad 1,16 r (100%) coenunennga (12).

AMP (CDCl3) & gact./mnn: 1,47 (9H, s}, 1,79 (1H, m}, 2,13 (1H, m),
3,20-3,45 (2H), 3,45-3,70 (2H), 3,90-4,05 (1H), 4,05-4,25 (1H), 4,34 (1H, d,q,
J=11,1 T}, 4,41 (1H, dyp, I=11,1 I'm, 7,20-7,60 (10H), 7,77 (1H, d, 1=4,0 Tw),
8.65 (1H, m).

{3) 12 - 13

K pacteopy coenunenns (12) (1,15_ r, 2,1 Mmong) B rerparmapodypane (20 )
[0GABILIOT IpY OXJIAXACHNH JBIOM M nepemeiBannn TpraTAnaMen (0,3 M) u
smuaxsopkapbonar (0,2 M) M MOJYYEHHYIO CMECh OEPEMELIMBAIOT B TeueHue 1 1,
HONEPXHBAS Ty X€e TEMIEPATypy. BrImaBmue B 0CAf0K COM OTAENAIOT
bUILTPOBAHMEM, (QUIBTPAT TIO KanNsM A0GABIIIOT K cycnensnn SOprugpraa HaTpHS

(0,24 r, 6,3 MMo0JI) B BOJIe IPH KOMHATHOH TEMIIEPATYPE W NOJYUEHHYIO CMECH
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IMEPEMCHIMBAIOT B TeUeHHE 3,5 4. PeakI[HOHHYI0 CMECH BBUIHBAKOT B BOAY, K BTOH
cMecH 00aBaASioT 2H. BOGHBIM PACTBOP CONSHON KUCJIOTH JI0 KMCAOTO 38adenns pH u
[IOJIYYEHHYI0 CMECH SKCTPArupyIoT atwianeratoM. OpraHndecknil CI0# IPOMEBIBAIOT
BOMO#, 5% ~HbIM BOIHLIM PACTBOPOM THAPOKApOOHATA HATPHS, BOIOM, CONEBBIM
PacTBOpPOM, CYIAT HAN CyJb()aTOM HATPHS ¥ KOHUEHTPHPYIOT B BAKYyME, NOJyUdas
1,11 r (99%) npomnssoauoro cumpra (13).

SAMP (CDCl3) & wacr./mn: 1,46 (9H, s), 1,65-1,80 (1H), 2,50 (1H, m),
3,10-3,40 (2HD, 3,45-3,65 (2H), 3,90-4,25 (2H), 4,38 (2H, m), 4,82 (2H, s),
6,95 (1H, d, J=3,8 T'y), 7,25-7,50 (10H), 8,34 (1H, m.

(4) 13 - 14

K pacteopy okcammwnxaopuga (0,282 ma, 3,2 Mmons) B amxjgopmerane (5 )
fo0aBISEOT N0 KATUISM PACTBOP muMmerricyibdokcuaa (0,45 mi, 6,3 MMong) B
maxsiopMerane (1 M) mpm -78°C. Tlocne nepeMemuBanus B tedenue 10 MHH Ipu
TOM Xe TEMIEPATYPE K CMECH [0 KAIUISM I00aBISIOT B TedeHKe 15 MUH pPacTBOp
coemuuenns (13) (1,1 r, 2,1 MMong) B guxjopMerade (5 M)} W MOJYUEHHYH) CMECh
IepPEMENIMBAIOT P KOMHATHOM TeMneparype B TeueHue 1,5 1. PeakIIHOHHYIO cMech
pa3baBasgroT X10pohopMOM, OPTAHAIECKUH CIOH IPOMBIBAIOT 2H. BONHBIM PACTEODOM
COJISHOU KUCIOTHI, 5% ~HbIM BOAHBIM PAacTBOPOM THAPOKAPOOHATA HATPHS, BOXOIM,
COJIEBLIM PACTBOPOM, CYIIAT HAX CYTb()ATOM HATPHY W KOHUEHTPHPYIOT B BAKYYME.
Ocratox xpoMaTorpacupylOT Ha KOJOHKE ¢ CWinKareiaeM (rexcaH:sTHinanerar, or 3:1
go 1:1), nonygas 0,91 r (83%) coenunenng (14).

TorxoctoiHag xpomarorpadus: Ry = 0,4 (rekcan:atuiauerar, 1:1).

AMP (CDCl3) & uacr./mwmm: 1,47 (9H, s), 1,60-1,80 (1H), 2,14 (1H, m),
3,10-3,40 (2H), 3,50-3,70 (2H), 3,98 (1H, m), 4,05-4,25 (AH), 4,39 (2H, m),
7.25-7,55 (9H), 7,58 (1H, d, I=4,0 Tw, 7,71 (1H, d, §=3,8 T'w, 8,84 (0H, m),
9,93 (1H, s).

(5) 14 - 15

K pacreopy coexunenas (14) (900 mr, 1,73 mmons) B Tonyone (20 mu)
nobasnsior THasoHIHIMoH (240 Mr, 2,1 mMong), 1M pacTBOp TMICPUIMHA B
tosryone (0,17 mm) 1 IM pacTBOp yKCycHOM KHMCAOTH B Tonyose (0,17 M1 u
MONAYIEHHYIO CMECh KMIATST ¢ 0OpaTHEIM XOJOMMIBHMKOM B Teuenne 16,5 4. [locne

YIA/EHNs PACTBOPHUTEIS KOHLEHTPUPOBAHIEM B BAKYYME OCTATOK XPOMATOrpadupyroT
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Ha KOJIOHKE C cHamkareneM (xnopodopm:Meranon, 100:1), nonyuas 610 Mr (57%)
nesesoro coequnenug (15).

TonkocioiHas xpoMarorpagus: Rf = (0,2 (rexcan:sTwianerar, 1:1).

(6) 15 - A-58

Coemnnenne (A-358) nmoayyarOT aHAJOTHIHO TOMY, KaK 3TO OIMHCAHO AL
cuHTE3a coenuHennd (A-1) u3 coepunenua (9) B upuMepe 1, ¢ ICNONB3IOBAHHEM
coequuenug (15) B KadecTBe UCXOHOTO.

AMP (CDCly & qact./mam: 1,76-1,96 (1H), 2,14-2,32 (1H), 3,20-3,55
(3H), 3,70-4,19 (ZH), 4,25 (1H, dB,g, J=11,2 I'm), 4,36 (1H, dpp, J=11,2 T'm,
4,40-4,60 (1H), 7,08 (1H, m), 7,17 (1H, d, J=4,0 Tw), 7,20-7,70 (15H), 7,57
(1H, d, J=4,0 Tw, 7,79 (1H, m), 7,89 (1H, s), 8,18 (1H, m), 8,89 (1H,m).
(eyiton): 1747, 1706, 1597, 1293 em™ L.

QuemenTrsii agamms (C4iHayN4,08,F+0,5H,0): paccamrano: C 65,24, H
4,41, N 5,57, S 8,50, F 2,52%; obuapyxeno: C 65,25, H 4,49, N 5,61, S 8,64, F
2,48%.

Coemnunernns (A-59)-(A-66) monyyamT aHATOTMTHO TOMY, KaK 3TO ONMCAHO

WK -criextp, v,..

BBIIIE. Pe3y IbTaThl NpuBeaers B Tabmmie 7.

77-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

Tabmuua 7

N G- J“Xz

m#

Coep. -G-J-X2- aMP (CDCly), & qacT./MIH
Ne
A-58 o 4,25 (IH, dyp, I=11,2 T, 4,36 (1H,
\S/ dAB" J=11,2 FH), 7,89 (IH, s)
A-59 i 4,25 (IH, dup, J=11,2 Tw), 4,36 (1H,
» dyp, J=11,2 T, 7,70 (1H, )
A-60 ), 0 4,28 (1H, d,, J=11,4 T, 4,34 (1H,
S¢S dpp, I=11,4 Tw), 7,71 (1H, s)
|V
A-61 e 4,28 (1H, d,g, J=11,1 T, 4,39 (1H,
AW dyp, J=11,1 T, 7,50 (1H, s)
A-62 2 4,27 (I1H, dyg, J=11,0 T1), 4,39 (H,
d \@\ dag, J=11,0 T
A-63 Y 4,26 (1H, dyg, J=11,2 T, 4,39 (1H,
- O\ dpg, T=11,2 T
A-64 0 4,25 (1H, dp, T=11,1 Tw), 4,33 (1H,
o dyp, T=11,1 T, 6,76 (1H, d, J=3,3 Tw),
! 4 7,50 (1H, s)
A-65 o 4,25 (1H, d,p, J=11,3 T, 4,35 (1H,
)\ dpp, T=11,3 T, 6,77 (1H, )
O —
A-66 P 4,24 (1H, dsp, T=11,1 Tw), 4,35 (IH,
X

dyg, J=11,1 T, 6,92 UH, d, 7=2,8 Tm)
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Hpumep 67 (cnocob A-3)

OH
o Oy Gl 2 Qo
NBoc NBoc NBoc

DEAD, PPh,

18 Q 17 O 18

1) MsCl O O...C‘g;Na 1) HCI ' féao
2) NaN 2)
2Ny O . HOO O O O O
‘ ‘ F
F 20
8]

NH 7
N 2
SnCl, Q ol 14 5 N s’!"\NH
— i SE— N b P
o O e r LA
F SA®
21 F

A-67

1) 16 - 17

K pactBopy Metmnosoro scupa N-BOK-muc-4-ruapokce-L-nponuHa (16)
(5,46 r, 22,26 MMonsD), 2-termndenona (4,17 r, 24,50 mmons) u Tpudenmdochu-
ua (6,60 T, 24,50 mmonst) B Terparuapodypane (100 M1) 1o kamrsM A00aBIgioT Ipy
IepeMeITABAHMA M OXJIAXAEHHE JIBLJOM PAaCTEOP THITIJIOBOTO 3¢upa azonukapOoHO-
Boit xucnoTh (4,27 1, 24,52 MMong) B TeTpareapodpypase (30 mm). Cmech
NEpEMEIIHBAIOT B TEUeHHKE 18 T IpK KOMHATHOH TEMIIEPATYPE M KOHIIEHTPHPYIOT B
BaxyyMme. OcraTok pactsopstor B acupe (100 ma). KpucTtanimeeckKuH 0cafok
OT(bH/IBTPOBLIBAIOT M (DEJIBTPAT KOHLEHTPUPYHOT B BAKYYMC. QOcrarok xpomarorpacdu-
PYIOT Ha KOJIOHKE C CHIMKareaeM (TexcaH:3Tr/auerar, 3:1), nonyqadq 6,19 ¢ (67%)
coequraerms (17).

SIMP (CDCly) & uacr./wiz 1,40 (2/3x9H, 5, 1,43 (1/3x9H, ), 1,97-2,18
(1H), 2,34-2,42 (1H), 3,56-3,87 (5H), 4,09-4,40 (1H), 4,82 (1H, ymup.s), 6,94
(1H, d, J=8,2 T'w, 7,08 (1H, t,J=17,4 ), 7,22-7,51 (TH).

WK-cnextp, v,,,, (CHCly): 1747, 1694 cn ™.
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DJeMeHTHBI aHAIn3 (C23H27N05-0,1H20): paccumrano: C 69,19, H 6,87,
N 3,51%; obnapyxeno: C 69,13, H 6,96, N 3,63%.

(2) 17 -~ 18

K pactBopy coepmuenua (17) (6,04 r, 15,20 MmMons) B Terparanpodypane (60
M) ZoDaB/IsSOT IPH OXJIAXACHHM JhaoM boprumpun natug (497 mr, 22,82 MMond) |
NOJIYJYEHHYK) CMECh TIEPEMEIMUBAIOT B TeUEHKME 1 U IpH KOMEATHOH Temmeparype. K
peaknuoBHON cMecH gobasasior Meranost (20 mi), NOTYIeHHYIO CMECH
nepememmBaioT B reuenne 30 MyH, 4 3aTeM nobasasior srianerar (300 mu).
Opranvuecknii c0H TPOMBIBAIOT BOJOH M COJIEBBIM PACTBOPOM M KOHIEHTPUDYHOT B
BaKyyMe, noiayuad 6,37 r (>100%) ceiporo mpogykra (18).

UK-crextp: v,,,, (CHCl3): 3361, 1670 cm™ L.

(3) 18 - 19

Coemunenne (19) monyuaior (Beixog 98 %) aHANOIHTIHO TOMY, KAK 5TO OIHCAHO
I1s cuATe3a coenmuennd (5) u3 coexgunenug (4) B mpmMepe 1, ¢ UCNOJIB30BAHUEM
ceiporo mpoaykra (18) B KauecTBe MCXOIHOTO.

IMP (CDCl3) & wacr./mm: 1,44 (9H, ), 1,95-2,28 (2H), 3,11-4,18 ($H),
4.79 (iH, m), 6,99 (1H, dd, J=8,2, 1,2 Ty, 7,07 (1H, td, J=7,4, 1,2 T'w, 7,23~
7,50 (7H).

UK-criextp, v, (CHCl3): 2107, 1686 cm™ 1.

DeMeHTHBIA aHaAIu3 (C22H26N403): paccuurano: C 66,99, H 6,64, N 14,20%;
obuapyxeno: C 66,81, H 6,83, N 14,40%.

(4) 19 - 20

Coegmuerue (20) MOMYYAOT aHATOTMYHO TOMY, KAK 3TO OITACAHO JUI9 CHHTE3a
coeaurenus (A-1) m3 coegunerns (9) B mpumMepe 1, C MCNOAL30BAHUEM COENHHEHM
(19) B xauecTBe néxo/:[fxoro.

AMP (CDCly) & vacr./vm: 2,06 (1H, ddd, J=14,0, 7,8, 4,8 '), 2,25 (1H,
m), 3,33 (1H, dd, I=12,6, 2,8 T'w, 3,50 (2H, d, J=2,8 I'm, 3,62 (1H, dd, J=12,6,
5,0 T, 4,28 (1H, m), 4,70 (1H, m}, 6,87 (1H, dd, J==8,2, 0,8 I'), 6,99-7,53
(14H), 7,76-7,90 (2H), 7,83 (2H, m).

MK -crextp, v ., (CHCly): 2106, 1663, 1632, 1598 cm™ .

D eMeHTHBIA AHATHS (C31H25N4FO3): paccunrano: C 71,53, H 4,84, N 10,76,
F 3,65%; obrapyxeno: C 71,47, H 4,99, N 10,81, I 3,88%.
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(5) 20 - 21

Coenunenne (21) moaydamT aHAAOTMYHO TOMY, KaK 9TO ONHCAHO A9 CHHTE3d
coeuuenus (8) w3 coenuuenwsa (7) B nmpuMepe 1, ¢ MCITOMB30BAHMEM COENUMHEHMS
(20) B Ka4ecTBe HCXOMHOTO.

MK -crekTp, v, (CHCly): 1661, 1627, 1599 cm™ !,

(6) 21 - A-67

max

Coemurenne (A-67) DoayvarOT AHAJTOTHYHO TOMY, KaK 3TO OTMCAHO 14
cuHTesa coepmuenng (9) w3 coemmuenua (8) B mpuMepe 1, ¢ HCTIOIB30BAHHEM
cocnuucHEY (21) B KAYECTBE HCXOQHOIOD.

AMP (CDCly) & wacr./mum: 2,01 (1H, m), 2,51 (1H, m}, 3,38-3,65 (3H),
3,92 (1H, m), 4,49 (1H, m), 4,74 (1H, ymup.s), 6,86 (1H, d, J=8,1 Tw), 6,95-7,13
(4H), 7,21-7,64 (12H), 7,69-7,92 (2H), 7,81 (1H, s}, 7,98 (2H, d, J=8,1 '),
8,23 (1H, t, I=5,1 Tu), 8,73 (1H, ywup.s).

(CHCl5): 2106, 1663, 1632, 1598 cu™..

DeMEeHTHEIH aHAIH3 (C42H32N3F06$-0,3H20): paccuutano: C 68,99, H
4,49, N 5,75, F 2,60, S 4,39%; obmapyxeno: C 69,02, H 4,77, N 5,72, F 2,67, S
4,24%.

WK -criekrp, vay

Coemnaerng (A-68)-(A-141) nonyvaroT aHAMOTAYAO TOMY, KK 3TO OIIMCAHO

BEIMIEe. PesynbraTel npusenenn: 8 Tabannax 8-15.
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Tabanma §

Coe. Rr! SIMP (CDCly), & uacr./mns
No
A-67 O 7,81 (1H, s), 7,98 (2H, d, T=8,1 Tn), 8,73
O (1H, s}
A-68 O 7,60 (1H, s), 7,98 (2H, d, J=8,4 I'm), 9,77
O (1H, s}
A-69 O 6,89 (1H, d, 1=8,7 I'm), 7,78 (1H, s), 7,98
O (2H, d, J=8,4 I'w)
A-70 6,89 (1H, d, J=8,7 '), 7,80 (1H, s), 7,99
(2H, d, J=8,7 T
A-71 O 7,78 (1H, s), 8,00 (?H, d, J=8,6 '), 9,14
O (1H, s)
A-T2 7.57 (1H, s), 8,00 (2H, d, J=8,2 T'w),
10,17 (1H, s)
A-T73 6,67 1H d, J=7,8 I'w), 7,06 (2H, t, I=8.,6
Tw, 7,79 (1H, s), 7,99 (2H, d, ]=8,2 T'n)
A-T74 6,67 (1H, d, I=7,4 I'n), 7,06 (2H, t,
1=8,6 ', 7,59 (1H, s), 8,00 (2H, d,
J=8,2Tw
A-75 " 1,39 (9H, s), 7,81 (H, ), 8,01 (2H, d,
e
1=8.4 T
Me Me
A-76 6,64 (11, d, J=7,8 Tw), 7,81 (1H, s), 7,99

S

(2H d, I=8,4 I'm
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Tabuamma 9

i £
5" NH
O o
0 4o
J L

Coen. No R! IMP (CDCI3), $ wacr./maH
A-77 6,48 (1H, d, J=8,2 Tw, 7,79 (11, s),
7,98 (2H, d, J=8,1 T
A-78 6,46 (1H, d, 1=8,4 T'w), 6,70 (1H, d,
I=7,8 Tm, 7,56 (1H, s)
A-T79 OO 7,78 (1H, s), 7,97 (1H, 8), 8,00 (2H, d,
O 7=8,2Tw), 8,30 (1H, t, J=5,1 I'm
A~80 OG 7,56 (1H, s), 7,97 (IH, s), 8,00 (2H, d,
O 1=8,5Tw, 8,31 (1H, t, J=51 T
A-81 Oe 6,74 (1H, d, 1=7,9 T, 7,79 (1H, ),
7,88 (1H, d, J=8,2 I'm), 8,00 (2H, d,
O J=872 T
A-82 O 6,96 (1H, d, J=16,5 I'm), 7,04 (1H, d,
O N J=16,5 1), 7,76 (1H, s)
A-83 O O 3,96 (2H, s), 7,77 (1H, s)
A-84 OO 7,06 (2H, dd, J=8,7, 8,1 T, 7,20 (1H,
O s), 7,74 (1, s)
A-85 Br 7,78 (1H, s), 7,99 (211, d, J=8,2 I'u),
8,29 (1H, t, J=5,1 I'm)
A-86 7,81 (1H, s), 7,96 (2H, d, J=8,5 '),

ol

8,23 (1H, t, ]=4,8 I'w
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Tabamna 10

H O
Q.
Coen. Rl AMP (CDCl3), & wact./mumm
No
A-87 Me 2,92 (6H, s), 7,78 (1H, s), 7,98 (2H, d,
Me'NO/ J=8,5Tw, 8,29 {1, t, I=5,1 ')
A-88 Me 2,92 (6H, s), 7,57 (1H, s), 7,99 (2H, d,
Me NO/ J=8,2Tw, 8,29 (1H, t, J=5,0 I'w
A-89 NE‘ 7,78 (1H, s), 7,98 (2H, d, J=8,5 I'm),
Et” ©/ 8,290 (14, t, J=5,1 I'm
A-90 H 5,75 (1H, s), 7,77 (1H, ), 7,97 (2H, d,
@“Of 1=8,5Tw, 8,27 (1H, t, 1=5,0 Tw)
A-91 Me 3,28 (3H, s), 7,79 (1H, s), 7,97 (?H, d,
@N\@/ J=8,5 T, 8,27 (UH, t, ]=5,1 I'm
A-92 5,93 (14, d, 1=8,2 Tw), 6,65 (1H, d,
J=8,2I'w), 7,80 (1H, s}, 7,97 (2H, d,
N J=8,5Tw, 8,28 (1H, t, J=5,1 T
A-93 @\/ 7,06 (2H, t, 1=8,7 I'w), 7,80 (1H, s), 8,00
| (2H, d, J=8,4 I'w)
A-94 O ‘ 7,00 (2H, t, J=8,1 I'), 7,92 (2H, 4,
O J=87Tw
A-95 O 7,02 (2H, t, 1=8,6 I'm), 7,77 (H, ), 7,95
OO (2H, d, 1=8,4 Tw)
A-96 7,00 (1H, s), 7,77 (1H, s), 7,98 (2H, d,

2

J=§,1Tw
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Tabauma 11

Coen. Ne R! SAMP (CDCly), & wacr./mm
A-97 O 2,13 (3H, s), 7,76 (1H, s), 7,93 (2H, d, J=8,4
S
Me
A-98 O 3,83 (3H, ), 7,78 (1H, ), 7,97 (2H, d, J=8,1
OMe
® “‘)
A-99 3,86 (3H, s, 7,76 (1H, s), 7,98 (2H, d, J=8,4
C
O OMe
A-100 Me. -Me 1,12 (3H, d, J=6,9 Tw), 1,21 (3H, d, ]=6,9
é( Iw, 7,77 (14, s)
. Br_
A-101 O-, 5,99 (1H, d, 1=1,5 T, 6,01 (1H, d, 1=0,9
o I'm), 7,77 (1H, s)
A-102 oo 5,88 (1H, 4, J=1,5 T'w), 6,06 (1H, d, ]=1,2
Tw, 7,76 (1H, )
A-103 7,75 (1H, ), 7,91 (2H, d, J=8,4 T'w)
A-104 Mo T 1,22 (3H, d, ]=6,9 Tm), 1,27 (3H, d, I1=6,6
Tw), 7,77 (14, s)
A~105 _ 8,66 (1H, dd, J=5,0, 1,7 T, 8,86 (1H, d,
\ 7 I=2,1Tw
N
A-106 OH 6,78 (1H, dd, I=7.8, 3,2 T, 7,77 (H, s),

7,97 (2H, d, J=8,1 T'w
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Tabauna 12

Coen. R! AMP (CDCliy), & uacr./mm
No

A-107 3,76 (3H, s), 6,67 (IH, d, J=6,9 I'm), 6,82

(1H, d, 7=8,4 T, 7,76 (IH, 5
MeO

A-108 Me 2,41 (31, s), 6,84 (1H, d, J=7,2 Tw), 7,79 (1H,
‘ . s), 7,97 (2H, d, I=8,1 ')

A-109 CF3 6,86 (1H, d, J=8,1 Tm), 7,97 (2H, d, J=8,4
OO |

A-110 OEt 1,41 3H, t, J=6,9 I'w, 6,85 (1H, d, J=7,5
Tm), 7,78 (1H, s), 7,97 (2H, d, J =8 4 I'n)

A-111 NO, 6,89 (1H, d, J=8,4 Tw), 7,97 (2H, d, 1=8,4
O Q '), 8,36 (1H, t, J=2.0 T'n)

A-112 @ 6,88 (1H, d, J=8,1 ['m), 7,96 (2H, d, T=8,4

T

A-113 6,88 (1H, d, ]=7,8 Tw), 7,94 (2H, d, J=8,4

A4 | el Y | 776 amL )

A-115 O O 1,05 (3H, d, J=6,9 Tw), 6,84 (1H, t, J=7,7 ')

Me
Me
A-116 3,77 (3H, s), 7,79 (1H, s), 7,97 (2H, d, J=8,1

=

1]

o
@

I'm
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Tabmamia 13

Coen. Rl

9GMP (CDC13), 5 gacr./man

A-117 MeQ

3,83 (3H, s), 7,79 (1H, s}, 7,90 (2H, d, ]=8,4
'

A-118 MeO

3,88 (3H, s), 7,77 (1H, )

A-119

7,79 (1H, s}, 7,97 (2H, d, ]=8,5 ')

A-120 MeQ,

0,97 (3H, d, J=6,6 '), 1,26 3H, d, I=6,6 'y,
3,79 (3H, s), 7,91 (2H, d, J=8,7 T'w)

Me
A-121 —Me 1,07 (3H, d, J=6,3 Tw), 1,16 (3H, d, I=6,0 I'm,
: o 7,77 (1H, s), 7,93 (2H, d, J=8,4 I'n)
A-122 Me)_Me 1,17 (3H, d, I=6,0 T, 1,22 (3H, d, J=6,0 I'w),

3,81 (34, s), 7,76 (1H, s), 7,89 (2H, d,]=8,1
I'm)

A-123 Me
<
Br

0,87 (3H, d, I=6,6 Tw, 0,88 (3H, d, ]=6,6
I'm, 7,79 (H, s), 7,97 (2H, d, I=8.4 T))

A-124 Me

0,95 (3M, d, J=6,6 I'm), 0,96 (3H, d, J=6,6
I'm, 7,77 (14, s), 7,91 (2H, d, J=8,4 Tm)

A-125 Me

1,01 (3H, d, J=6,3 Tw), 7,75 (1H, s)
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i £
N S
o HmNH
O0 N O
<He.
Coex. Ne R! X AMP (CDCly), & uacr./mm
A-126 e H |7,77 4H, s)
" -0
Me
Me
A-127 EtQ H [1,35 (3H, t, ]=6,9 T'n), 3,99 (2H, q,
Br J=6,9 Tw), 7,97 (2H, d, 1=8.,4 I'y)
A-128 EtO H [1,38 BH, 1, 1=6,9 I'w), 4,05 (2H, q,
‘_' J=6,9 Tw, 7,77 (H, s), 7,90 (21, d,
& 24 ) T=8.4 I
A-129 EiO O H (7,77 4H, )
A-130 EtQ H 17,76 (1H, ), 7,90 (2H, d, 7=8,7 I'm)
Me
Me
A-131 Me F 10,86 (3H, d, 7=6,6 T'w), 0,87 (3H, q,
Me I=6,6 T, 7,78 (1F, s), 8,03 (2H, d,
Br J=8,7Tm
A-132 Me O F (7,93 (2H, d, J=8,1 'm
Me —
VoV
A-133 Me F |7,78 (1/2x1H, s), 7,79 (1/2x1H, s)
-
Me
Me
A-134 F (3,76 (3H, s, 7,15 (H, dd, J=7.8, 1,5

=

@

X
o

I, 7,78 (1H, s, 8,04 (2H, d, J=8,1
')
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)cl)__ o
R'on C‘f N JMNH
~
Co W O
L,
Coen. R! X J AMP (CDClg), & wacr./mm
No
A-135 MeO O F | - (3,87 (3H, s), 7,78 (14, s)
A-136 7\ H - 12,70 (3H, s), 4,48 (1H, d, J=11,8
N N-Me I'm, 7,53 (2H, d, J=8,4 T

A-137 H 6,57 (1H, d, J=15,8 '), 7,78 (1H,
|

A-138 }o H | - |1,26 3H, d, J=6,3 Tw), 1,28 (3H, d,
I=6,3 Tw), 7,80 (1H, s, 7,97 (2H,
G'Br d, J=8,1 'y
A-139 >_o H | - |1,30 {3H, d, I=6,0 I'm, 1,31 (3H, d,
J=6,0 I'm, 7,78 (1H, s), 7,90 (2H,

C2

A-u40 | M, 7y | H | - |1,33 (BH,4,J=63 I'n), 1,36 G, d,
Me Q O J=6,3 I'm), 7,76 (1H, s)

ny

2198174

A-uar | MR H | - |7,77 (H, ), 7,90 (2H, d, J=8,1 T

v .1861¢

[ARS)
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Hpwmep 142 (crocob B-1)
o]
1
0 O O WNH
O C‘)L HzN X
oH 2 o OH o
HOu NBoc O NBoc
22 O 23
0
o) X
s HCI
O N j<
O NBodd o
O 24

Y

(1) 22 - 23

Coenunernre (23) mOTyUarOT aHAJOIHUHO TOMY, XAK 3TO OMHCAHO A5 CHHTE3a
coenurennd (7) B npuMepe 1, ¢ ncronezoBanneMm N-BOK-4-ruapoxcr-L-npomiHa
(22) B xauecTBe UCXOTHOTO.

AMP (CDCly) & wacr./mmi: 1,47 (9H, s), 2,02-2,42 (2H), 3,30-3,62 (2H),
4,01 (1H, m), 4,24-4,50 (3H), 7,23-7,55 (9H).

UK-cnextp, v, (CHCI3): 1757, 1722, 1696, 1621 e L.

Onementreni avamm3 (Cy3H.7NOg): paccanraro: C 69,50, H 6,85, N 3,52%;
obdnapyxeno: C 69,77, H 6,71, N 3,72%.

(2) 23 - 24

Coenurenue (24) moayvarOT aHAJIOTHYHO TOMY, KAK 3TO OMMCAHO IJIS CHHTE3a
coegnaenns (9) B nprMepe 1, ¢ HCIIONB30BAHMEM BHINIEYKA3aHHOTO COeOTUHEHRS (23)

B Ka4€CTBE HCXOAHOI0.
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AMP (CDCly) & wacr./mnm: 1,47 (9H, s), 1,85-2,00 (1H), 2,30-2,60 (1H),
3,40-3,55 (2H), 4,05-4,22 (1H), 4,40 (1H, dap, 1=11,2 T'm), 4,44 (1H, dap;
J=11,2Tw, 7,20-7,80 (14H), 9,08 (1H, ymup.s), 9,77 (1H, YIIHD.S) .

UK-cnextp, v, . (Nujol): 1741, 1703, 1589 cn™L,

(3) 24 - B-1

ITpoussognoe rugpoxstopuza amMusa (25) HoMyYaiOT aHAJIOMHYHO TOMY, KdK 3TO
OIICAHO 1A CHHTe3a coepnnernd (10) B npuMmepe 1, ¢ HCIOMB3OBAHUEM COCHHHEHUS
(24) B xauectBe ncxozuoro. Coennmenye (B-1) mONyYAr0T AHATOTMYHO TOMY, Kak
9TO ONMHKCAHO LJd CHHTE3a coequHeHud (A-1) B npumepe 1, ¢ HCIIOAB30BAHMEM
IPON3BOAHOTO THAPOX/I0pHAa (25) B KauecTBe HCXOTHOTO TIPONYKTA.

AMP (CDC13) & wacr./mmm: 2,21-2,40 (14), 2,43-2,59 (1H), 3,39 (2H, d,
J=3,8 Tw), 4,00-4,12 (11), 4,29 (1H, d,p, I=11,2 Tw), 4,42 (1H, d,5, I=11,2
T'n), 4,93 (1H, dd, J=5,8, 8,4 Tw), 7,11 (2H, m), 7,24 (15H, m), 7,76 (1H, s},
7,74-7,87 (4H, m), 8,68 (1H, s}, 9,43 {(1H,s).
max CEYHOL): 1740, 1704, 1619, 1596 em L.

MS (m/z): 726 ([MH] *)

DjleMeHTHBIH aHAMNHA3 (C42H32N3F806-0,4H20): paccumrano: C 68,82, H
4,51, N 5,73, F 2,59, S 4,37%; obnapyxeno: C 68,86, H 4,67, N 5,76, F 2,52, S
4,25%.

UK-cnextp, v

Coemunernng (B-2)-(B-7) moayyaroT aHaj0THIHO TOMY, KAK 3TO OIUCAHO

BHILIC. Pe3yabTaThl IpHBeaeHsl B Tabaunax 16 @ 17.
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Tabarua 16

0
S
N X
o H B
S
Coex. Ne -y!-y? B AMP (CDCly), & wacr./min
B-1 Cq 4,29 (1H, dsp, J=11,2 T, 4,42 (1H,
O O dpp, I=11,2 'y, 7,76 (1H, s)
F
B-2 90 S 4,29 (1H, d,, J=11,1 Tw), 4,42 (1H,
O O dpyg, T=11,1 T, 7,58 (1H, s)
F
B-3 |  ~¢%0 O |4,29 (1H, dsg, T=11,3 I'w), 4,42 (1H,
O O dAB’ J=11,3 TI_I), 7,77 (lH, s)
Cl
B-4 ©0 S 4,30 (1H, dup, I=11,2 Tw), 4,42 (1H,
O O dAB’ J=11,2 FII), 7,56 (IH, S)
C!
B-5 °0 O (2,40 3H, s), 4,28 (1H, dyp, J=11,2 T,
O O 4,41 (1H, d,p, J=11,2 Tm), 7,78 (1H, s)
Me
B~6 °g S |2,41 (3H, 5), 4,28 (1H, d,p, I=11,2 Tw),
O O 4,41 (1H, d,p, J=11,2Tm, 7,58 (1H, s)
Me
Tabnuna 17
Oy 0
N-X?
R
oGl
o X
g ;
SAsH
Coen. Ne -x2- AMP (CDCly), & wacr./vmmm
b-7 4,31 (IH, dAB’ J=11,2 FI.[), 4,44 (IH, dAB’

I=11,2 T'w), 7,74 (1H, s)

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

IIpnMep 149 (cnocob B-2)

2 M
HoN~ S CHO | Y~cHo

(1) 23 - 26

K pacrBopy BermeymomsayToro B npuMepe 149 coenmnerus (23) (826 mr, 2,08
MMOJIs) ¥ 2-amuAOTHOMEH-S-Kapbanbaeruna (240 mr, 1,89 MMoag) B xyiopodopme
(50 M) noOaBIMIOT IPH OXJAXICHHH JLIOM M TEPEMEIMBAHKE TpHITIIaMuH (0,82
M1, 5,88 mMmonst) u 2-xsop-1,3-auMeTraMagazomurEinGopan (IMX) (479 M,
2,83 mmong). IlonyseHHYIO CMECH NIEPEMEINHBAIOT €UIE B TCUEHHE 4 ¥ IpH
KOMHATHOH TEMIIEPATYPE. 3aTEM PEAKIIMOHHYK CMECh IPOMBIBAIOT 2H. COJMAHON
KHCJIOTOW, BOJOH M COJEBBIM PacTBOpPoM. OprauMdecknil CJIoi CymaT Haf, CyIb(aToM
HATPHY ¥ KOHOEHTPHPYIOT B BakyyMe. OcTaTok xpoMaTorpadvMpyioT Ha KOJIOHKE C
crMKarenaeM (rexcam:arwnanerat, 1:1), noayuas 498 mr (52%) coepurenns (26).

AMP (CDCl3) & wacr./mnm: 1,48 (9H, s), 2,03 (1H, m), 2,59 (1H, m), 3,44
(LH,m), 4,15 (1H, m), 4,40 (H, dsp, I=11,1 T, 4,45 (1H, d,g, I=11,1 T, 4,56
(1H, m), 6,61 (1H, m), 7,23-7,53 (11H), 9,76 (1H, s), 10,89 (1H, s).
max (CHCL3): 3234, 1695, 1658, 1599 cm™ !
MS(FAB) (m/z): 507 ([MH] *).
(2) 26 ~ 27

WK -cnextp, v

Coenunenue (27) nmoaydaior AHANOTHIHO TOMY, KAK OTQ ONHUCAHO 19 CUHTE3A
coeppnenng (15) B mpuMepe 58, ¢ MCIO/Ib30BAHUEM COCTHMHCHES (26) B KauecTse
HCXOLHOIO.

AMP (CDCIB) & gacr./mwmr 1,51 (9H, s), 2,21 (2H, m), 3,45 (1H, m), 3,64
(1H, m), 4,20 (1H, m), 4,42 (2H, s), 4,62 (14, m), 6,48 (1H, d, J=4,4 T'w), 7,09
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(1H, d, J=4,0 Tw), 7,25-7,54 (9H), 7,82 (1H, s), 10,18 (1H, ymmup.s), 10,97 (1H,
8).

UK-crextp, v (CHCl3): 3394, 3220, 1733, 1690, 1665, 1595 cm~!.,

MS(FAB) (m/z): 605 (M ™),

(3) 27 -~ B-8

Coenunermne (B-8) ro/1yuaoT aHAIOTMYHO TOMY, KAK 5TO OMACAHO JUIS CHHTE34
coepuuenus (A-1) u3 coenunenna (9) B npuMepe 1, ¢ ACIIONBIOBAHMEM COCTHHEHNS
(27) B KaYeCTBE MCXOAHOTO.

AMP (CDCly) & macr./min: 2,32 (1H, m), 2,50 (1H, m), 3,39 (2H, d,
J=3,8 Tw), 4,05 (1H, m), 4,31 (H, dg, J=11,1 Tw), 4,42 (1H, d,p, J=11,1 T,
4,98 (1, dd, J=5,8; 8,6 I'm), 6,90 (1H, d, J=4,0 I'm), 7,08-7,70 (16H), 7,85
(24, m), 7,90 (1H, s), 8,52 (1H, 5), 10,46 (1H, s).

UK-cnekrp, v, (CHCly): 3308, 1737, 1697, 1651, 1597 em L

InementHli anamns (CyH3gN3FS,06+0,6H,0): paccunraro: C 64,69, H
4,23, N 5,66, F 2,56, S 8,64%; o6napyxeno: C 64,77, H 4,38, N 5,69, F 2,52, §
8,63%.
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HMpumep 150 (criocob B-2)

O O'-‘Chfio HND—COQEI
- 23
O
Cﬁf}
O
0 o]
HO
ﬂ{ﬁ — CKL Q“;j

F

C#LQ'COEE LioH
‘ NBoc
0
olu-o)L NQ_\OH
—_— NBoc
O 30

CO,H

b-9

(1) 23 - 28

Coenurernne (28) moJayuyaioT AHATOTHYHO TOMY, KAK 3TO ONMCAHO U1 CHHTE3A
coepuueHna (9) B IpuMepe 1, C HCOMB3OBAHUEM B KAYECTBE MCXOTHEIX COSNAHEHUS
(23), onmcagroro B npaMepe 142, U 3THI0BOTO 2(DHpa MHIIEPHIHH-4-K4pOOHOBOI
KHCJIOTHI.

SAMP (CDCl;) & wacr./mua: 1,26 (3H, t, J=7,2 T, 1,38-1,45 (9H), 1,53~
1,79 (2H), 1,84-2,02 (3H), 2,03-2,25 (1H), 2,46-2,60 (1H), 2,75-2,91 (1H),
2,99-3,27 (1H), 3,43-3,95 (3H), 4,00-4,15 (1H), 4,15 (2H, q, J=7,2 '), 4,26~
4,46 (3H), 4,60-4,79 (1H), 7,24-7,52 (9H).

HK-crrextp, v, (B wienke): 1730, 1698, 1655 em !

(2) 28 - 30

K pacteopy coenuuenus (28) (4,20 r, 7,83 mmonq) B meranone (100 mr)
gobasngror MoHOrHApAr ruppoxcuaa autug (1,20 r, 28,6 MMOJIS) H [NOJIYYEHHYH)
CMECH IIEPEMEMHUBAIOT B TedeHHe 30 9 mpH KOMHATHOH TeMnepaType. K peaxkIizoHHOR
cMecH A00aBIMIOT 2H. BOAHBEIA PACTBOP CONSHOM KHCAOTH (15 MI) M MeTaHos
VOLUISHT KOHIICHTPHPOBAHHEM B BaKyyMe. OCT&TOK pPaCTBOpPAIOT B ATHIALIETATE,

OPTaHNYECKHA CION MPOMBIBAKIT BOAOH, COMEBBIM PACTBOPOM, CYIIAT Ha® CynpaTom
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HATPHS ¥ KOHUEHTPHPYIOT B BAKyyMe, OAy4Iasi ChIpoit mpoxykt (29). Coemnuenne
(30) momyuaror oGpaboTKo# coeqvrenng (29) AHAIOTHYHO TOMY, KaK 3TO OIIHMCAHO
RISt cuHTe3a coequnerns (13) B mpumepe 58.

AMP (CDCI3) & =acr./yumm: 1,00-1,29 (2H), 1,37-1,45 (9H), 1,68-1,99
(4H), 2,04-2.26 (1H), 2,50-2,67 (1H), 2,89-3,19 (1H), 3,43-3,69 (4H), 3,79-
4,17 (2H), 4,30-4,47 (2H), 4,51-4,79 (2H), 7,26-7,52 (9H).

UK-cnektp, v, (KBr): 3437, 1698, 1645 em L,

(3) 30 - 31

Coepunenne (31) momyuaroT aHaTOTHIHO TOMY, KK 3TO ONHECAHO /T8 CHHTE3a
coerarenud (14) B mpumepe 58, ¢ ucnosb3oBanueM coexuuenns (30) B KawecTse
HCXOFHOTO.

AMP (CDC13) 8 gacr./mun: 1,40 (1/2x9H, s), 1,44 (1/2x9H, s), 1,49-1,71
(2H), 1,83-2,26 (4H), 2,43-2,59 (1H), 2,83-3,35 (2H), 3,44-4,17 (4H), 4,18-
4,35 (1H), 4,34 (1/2x1H, dug, J=11,1 Tw), 4,38 (1/2x2H, §), 4,44 (1/2x1H, dp,
J=11,1 I'm), 4,60-4,79 (1H), 7,26-7,52 (9H), 9,63-9,71 (1H).
max (KBr): 3432, 1725, 1698, 1655 cm™ .

OunemenTublil aHaH3 (CygH3z4N504+0,5H,0): paccawtano: C 69,44, H 7,43,
N 5,58%; obuapyxeno: C 69,50, H 7,30, N 5,66%.

(3) 31 -~ b-9

HUK-cnextp, v

Coeguuenne (B-9) monyuaoT aHAJIOrMYHO TOMY, KaK 3TO ONHWCAHO /19 CHHTE3a
coepunerus (A-58) B mpumepe 58, ¢ ucnom3oBanueM coequuennd (31) B KauecTse
HUCXOTHOTO.

AMP (CDCly) & wacr./mmm: 1,23-1,73 (3H), 1,73-2,50 (4H), 2,58-2,90
(11D, 3,01-3,28 (1H), 3,39-3,69 (2H), 3,90-4,17 (2H), 4,28-4,59 (3H), 4,70-
4,77 (1/5x1H), 4,95-5,08 (4/5x1H), 6,57 (1/5x1H, d, 1=9,7 Tw), 6,75-6,90
(4/5x1H), 6,94 (1/5x2H, t, J=8,6 ['w, 7,02-7,12 (4/5x2H), 7,23-7,65 (13H),
7,68-7,75 (1/5x2H), 7,79-7,88 (4/5x2H), 8,50-8,62 (1/2x1H), 9,18 (1/2x1H,
YHIUD.S).

UK-cnekrp, v,,,, (KBr): 3438, 3118, 1748, 1708, 1635, 1597 cm L.

OnementHold ananus (C4iHzgN3SFOg0,5H,0): paccuuraro: C 67,92, H
5,12, N 5,80, S 4,42, F 2,62%; obuapyxeno: C 67,86, H 5,01, N 5,73, S 4,44, F
2,56%.
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[pumep 151 (criocot B)

O

oo s <:Nc " Gl
2)NaBH4
23

0 ; 0
o...o/\ /ﬁ LiAIH O’K f\Q( Pearmi -
a3 34

MapTusa
H
o H H
et O (j’ Yoo
H

H
o O -N
1} HCI C'(\ / S}:o
H

2) HO 0o l
F

(1) 23 - 32

K pacrBopy coenunenns (23) (2r, 5,03 mMong) w tpustunamuna (0,7 wor, 5,02
MMoOJ) B rerparuapodypane (10 M) f00aBASIOTIPH OXIaXICHAU JHIOM W
nepeMenIMBaHuK ATAAXAopKrapborar (0,75 ma, 7,88 MMONS) W MONYUEHHYIO CMEChH
nepeMENMNBAlOT B TeUeHHE 5 U, [ONIepKuBasd Ty Xe Temneparypy. Ocamox
OTQH/IETPOBLIBAIOT ¥ (PUABTPAT 10 KarisM o0aBIgioT K Cyclensun Gopruapuna
Hatpua (0,57 r, 3,1 Mmons) B soge (10 M) npe OXNAXICHUY JBHIOM K
IEPEMENMBAHAY. PEakIMOHHYI0 CMEeCh HAarPEBAIOT A0 KOMHATHOM TEMIEPATYPH W
MEPEMENHBAIOT B TeueHHe 2 4. CMEChH pacIpeesIarOT MEXIY STHIALETATOM U 2H.
BOJHBIM PACTBOPOM COJISHOM KHACIOTHL. OpraHudeckuil CI0W MPOMBIBAIOT 5% - HEIM
BOJIHBIM PacTBOPOM TMAPOKapGOEaTa HATPHSY, BOTOH, CONEBLIM PACTEOPOM, CYINAT HAT
Cyb(aTOM HATPHSY W KOHIEHTPHPYIOT B BakyyMe, nonygag 1,93 r (100%) ceiporo

npoaykra (32).

-97-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

(2) 32 - 33

K pacreopy coenunenns (32) (1,33 r, 3,47 mmons) B N,N-nuMermncbopmamuze
(10 »r) 7O6aBASIOT NPy OXJIAXKAEHAN THIOM A MepeMemmBaEny 60% ~Hblil pacTeop
ruapuaa Hatpud (140 Mr, 3,5 MMOJIS) ¥ IOJYYEHHYIO CMECH NEPEMETNUBAKOT B
TeueHre 30 MuH. K peakunonnoi cMecu 100aBagIOT METHIOBELA 3¢hwup 4-
Opormermnbensoitnoi kncnotsl (790 Mr, 3,54 MMONsS) MpH TOH Xe TEMIEPATYDE H
NEPEMEIINBAHVH, MOJIYIEHEYIO CMECH HATPEBAIOT 40 KOMHATHOH TEMIIEPATYPHI M
[NEPEMEMIMBAIOT B TeueHne 24 u, CMech pacnpesendioT MexX1y 3THIALCTATOM ¥ 2H.
BOJTHEIM PACTBOPOM COJSHOA KUCAOTH. (JPraHHUCCKHH CIOH IPOMBBAIOT 5% —HEIM
BOTHBIM PACTBOPOM MMAPOKAPOOHATA HATPHS, BOKOH, COJNEBHIM PACTBOPOM, CYIIAT HAT
Cy/Ie(aToM HATPHS ¥ KOHIEHTPHPYIOT B Bakyyme. OcTaTox XpoMaTorpadHpyioT Ha
KOJIOHKE ¢ cmiamkaresem (rekcam:arwnanerat, 5:1), moaydas 480 mr (26%) ueiesoro
COCAVHEHAS.

AMP (CDClg) & wacr./momm: 1,43 (9H, ), 1,90-2,15 (2H), 3,25-3,75 (4H),
3,91 (3H, s), 3,95-4,20 (2H), 4,38 (2H,s), 4,55 (2H, s), 7,20-7,55 (11H), 8,00
(2H, d, J=8,2 I'm).

UK -cnexTp, vg,,, (B maenke): 1721, 1694, 1613, 1395, 1279, 1108, 755 em L,

Snementabii anamms (C39H3,NO40,3C¢Hg): paccuwrano: C 73,14, H 7,05,
N 2,52%; obuapyxeno: C 73,01, H 7,10, N 2,61%.

(3) 33 - 34

Pacreop coepunenus (33) (480 mr, 0,90 MMong) B Tetparuapodypane (2 mr)
IO XaIUisM H00ABIMIOT ¢ IEPEMEITHBAHMEM IPH KOMHATHOM TEMIIEPATYPE K
CYCIEH3uM amoMoruapraa JuTus (34 mr, 0,9 mMmoas) B aupe (S M) M IONIYUCHAEYIO
CMECDH NEPEMEIMBAIOT B TeueHue 1,5 4. CMech pacpeaesaroT MEXIY ITHAANETATOM M
2H. BOJHBIM PACTBOPOM COJISHOHM KUCAOTH. (Opranrueckmi CJIOH ITPOMBIBAIOT 5 % -HEIM
BOJHBEIM PAaCTBOPOM runpokapfoHaTa HATpHd, BOAOM, CONEBEIM PACTBOPOM, CYIIAT Ha
Cyab(haTOM HATPUS ¥ KOHIICHTPUPYIOT B BakyyMme, noaydag 410 mr (91,1%)
coeyunenng (34) B Bune Macoa.

AMP (CDCly) & uact./mar: 1,43 (9H,s), 1,65-1,80 (2H), 1,90-2,15 (1H),
3,30-3,80 (4H), 3,80-4,20 (2H), 4,36 (2H, m), 4,49 (2H, s}, 4,68 (2H, s}, 7,20-
7,60 (13H).
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(4> 34 - 35

Pacreop coemunenus (34) (410 mr, 0,81 mMons) B Terparupodypane (2 v
IO KAruisM A00AB/SIOT [Py KOMHATHOH TEMIIEPATYDPE K PACTBOPY pearenra decca-
Maptara (510 mr, 1,20 MMons) B RUMETHICYIb(hOKCHAE (4 M) H NONYUEHHYIO CMeCh
NICPEMENIMBAIOT B TeUCHHE 2 4. PeakMOHHYIO CMech pa3baBastoT srmnaneratoM (30
M), TIPOMBIBAIOT BOZOH M COJEBBIM PacTBOpoM. OpraHmdeckuii cioit CyIIAT HAJ
CyJIb(AaTOM HaTpUs ¥ KOHUIEHTPAPYIOT B BAKyyMe, Tonyuas 390 mr (95 1%)
coeamuenns (35).

SAMP (CDCly) & wacr./min: 1,43 (9H, s), 1,50-1,65 (1H), 1,95-2,15 (1H),
3,30-3,80 (4H), 3,80-4,20 (2D, 4,38 (2H, m), 4,54 (2H, ), 7,20-7,55 (11H),
7,84 (2H, d, J=8,0 I'm, 10,00 (1H, s).

(5) 35 - 36

K pacrBopy coemurernga (35) (390 mr, 0,78 MMmona) B Toayoue (12 mua)
pobasisor 2,4-tragosmpuaauon (100 Mr, 0,85 mmons), 1M PacTBOp NHUNEPHATUHA B
ronyone (78 mx, 0,078 MMonsa) u IM pacTBOp YKCYCHO#M KMCAOTH B TOTyose (78
MKJ1, 0,078 MMOJISI) W TIOIYYEHHYIO CMECh KMIATAT ¢ O6PATHEIM XOJIONMABHHKOM B
TeucHue 24 u. PacTBOPHTEND yAR/ISIOT KOHIEHTPHPOBAHUEM B BaKyyMe. OcTaTok
XpoMarorpadupyrOT Ha KOJOHKE ¢ crimkareneMm (xinopodgopm:Meranos, 50:1),
nonyuast 267 Mr (57,2%) uenesoro coepuuenug (36).

AMP (CDCl3) 8 wacr./mun: 1,44 (9H, s), 1,50-1,70 (1H), 1,95-2,20 (1H),
3,10-3,75 (4H), 3,90-4,20 (2H), 4,38 (2H, m), 4,54 (2H, s), 7,20~7,55 (13H),
7,83 (1H, s), 8,73 (1H, ymmp.s).

(6) 36 -~ B-1

Coemuuenne (B-1) CHHTE3HUPYIOT aHAJIOTHYHO TOMY, KaK 3TO OIHCAHO IS
cuHTe3a coenuuerns (A-1) n3 coemunenns (9) B npumMepe 1, ¢ ACTOIb30BAHUEM
coenuirenws (36) B xauecTse MCXOOHOTO.

AMP (CDCly) & wacr./mnm: 2,05-2,25 (2H), 3,20-3,60 (4H), 3,95-4,10
(1HD, 4,27 (1H, dpg, J=11,2 Tw), 4,33 (1H, dp, J=11,2 Tm), 4,34-4,58 (3H),
7,03 (2H, m), 7,81 (1H, s), 8,81 (1H, ymup.s).

WUK-cnextp, v, (Nujol): 1744, 1706, 1662, 1598 cm™ !,

MS (m/z): 727 ([MH] 7).
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Onemenrnbid anamus (C43H4;N)FS04+0,3C¢H, ,+0,3H,0): paccuurano: C
70,98, H 5,29, N 3,70, F 2,51, S 4,23%: obuapyxesno: C 70,94, H 5,35, N 3,79, F
2,63, S 4,21%.

Coepmuenne (B-2) CHHTE3MPYIOT AHAIOTATIHO TOMY, KAK 5TO ONKCAHO BHIIE.

Pesynvrare! npusesenn B Tabuumne 18.

Tabnnua 18
B
P °
O CL
Coen. B SAMP (CDCly), & wact./Mar
No
B-1 | O 4,27 (1H, dyp, J=11,2 T, 4,33 (H, dyg, J=11,2 Tw), 7,81
(1H, s)
B-2 | S [4,27 (H, dyp, J=11,4 T, 4,34 (IH, d,g, I=11,4 [, 7,61
(1H, s)
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[Ipumep 153 {(cnocob I-1)

CT/\OH OKUCIEeHnE IO

NBoc

‘:\. ﬂe cey-
MapTuny

COMe
C(V@ Hy/Pd-C

38

<jf’\/£::rA~ORHCHeHHe
L

1o CBepHy

0 o
\s NH T W
. age
Gq;;/@/\(t - - Nz o \‘(s
: -

(1) 32 - 37

CHO
on. C,’ Pearuua BuTTura
NBoc
'i 37

2) CICO,EL
NEBH4

CHO
41

COQME
‘/\‘O,\/@/ 1} KOH

F

n-1

Coepunenne (37) momydarT aHAJOTHYHO TOMY, KaK 3TO OMHCAHO JUIS CHHTE3A

coemynenns (35) B mpumepe 151, ¢ vicnonp3oBanueM coepuuenns (32) us npuMepa

151 B Ka4ecTBE MCXOTHOTO.

AMP (CDCly) & gacr./mna: 1,43 u 1,46 (9H, xaxnawiii ), 1,70-1,95 (1HD),
1,95-2,20 (1H), 3,40-3,75 (2H), 3,90-4,30 (2H), 4,40 (2H, s), 7,20-7,40 (9H),
9,39 w 9,50 (1H, kaxaeii d, J=3,8 u 3,6 T'w).

WK-crextp, v,,, (B wrenke): 1737, 1697, 1395 oM™

OnemenTHBH aHATH3 (Cy3HysNO,+0,2H,0): paccuurano: C 71,74, H 7,17,
N 3,64 %; obrapyxeno: C 71,83, H 7,24, N 3,53%.
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(2) 37 -~ 38

K pactsopy coexmuenng (37) (3,00 r, 7,9 MMouts) B atanose (60 mr)
nobapsior 4-MeTokcHkapSoHmnGenswiTprdermhochoruiibpomun (7,70 r, 15,7
MMouas) m TpuaTIIAMEE (3,3 M1, 23,7 MMOJIS) M TOIYIEHHYHO CMECh KHIISTST C
00pATHEIM XOJOOHILHAKOM B TEUEHHE 6,5 1. DTAHON YEATSIOT KOHIEHTPAPOBAHUEM B
Bakyyme. CMeCh pacmpeaecasoT MEXIY STIVIALeTaToM ¥ 2H., BOTHBIM PACTBOPOM
COJISIHOU KHCIOTHL. OpraHudecKui C/10d IPOMBIBAIOT 5% ~HBIM BOJHBEIM PACTBOPOM
ruipoxapforaTa HATPHS, BOJOH, COMEBBIM DACTBOPOM, CYIIAT HAj| CYJIb(haTOM HATPHS
W KOHIEHTPUPYIOT B BakyyMe. IloyueHHbl B BHIE Macka OCTaTOK
XPOMATOrpadupyrOT Ha KONOHKE C CHIHKAreneM (rekcaH:stwnauerar, 5:1), momyqas
3,0 r (74%) uenesoro coemuneHAs (38).

AMP (CDCly) & wacr./mnn: 1,34 u 1,40 (9H, kaxgwii s), 1,70-1,95 (1H),
2,10-2,35 (1H), 3,30-3,75 (2H), 3,90-4,10 (1H), 3,91 u 3,92 (3H, xaxmsni ),
4,10-4,95 (3H), 5,50-6,50 (2H), 7,20-7,40 (11H), 7,97 u 7,99 (2H, xaxneri d,
I=8,2 I'm.

OnemenTrb ananus (C3oH;:NOg+0,2CcH)}: paccunrano: C 75,34, H 6,89,

N 2,65%; obrapyxeno: C 75,31, H 7,10, N 2,74%.

(3) 38 - 39

K pacrBopy cocmunenusa (38) (2,98 r, 5,80 mmons) B Metanoae (30 mm)
nobaBasroT 5% -HbLi naswragui Ha yrre (0,3 r) ¥ MONYUeHHYIO CMECh MHAPHPYIOT IPH
napnennn 1 atM. Karanusarop oTHIBTPOBEEBAIOT ¥ (DWIBTPAT KOHIEHTPAPYECT B
BakyyMe. IlosyueHHEIH B BHAE Macia OCTATOK XPOMATOrPA(MPYIOT Ha KOJIOHKE C
crwmkaresneM (rekcaw:stmnauerar, 5:1), nonyuagq 2,35 r (86%) IeNeBOTO CoeRMHEHAS
(39).

AMP (CDCly) & gacr./mmm: 1,44 (9H, s), 1,60-1,80 (2H), 1,95-2,30 (2H),
2,50-2,70 (2H), 3,20-3,80 (3H), 3,90 (3H, s), 3,90-4,05 (1H), 4,37 (2H,
ymup.s), 7,15-7,55 (11H), 7,94 (2H, d, J]=8,2 Tm).
may (B TUIEHKE): 1720, 1692, 1395, 1280 v~ L.

Onementreti avamm3 (C3yHz7NO): paccunrano: C 74,53, H 7,23, N 2,72%;
obuapyxeno: C 74,80, H 7,29, N 2,63%.

HMK-cnekrp, v
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(4) 39 - 40

Coemunaenne (40) moayYarT AHAJOTHUHO TOMY, KK 5TO ONUCAHO IUIS CHHTE3a
coemunenus (13) 3 coegunenug (11) B npuMepe 58, ¢ UCIONb30BAHMEM COETUHEHHS
(39) B xauecTBe UCXOIHOTO.

aMP (CDC13) & wact./man: 1,45 (9H, s), 1,60-1,90 (2H), 1,95-2,35 (2H),
2,54 (2H, m), 3,30 (1H, m}, 3,35-4,05 (3H), 4,37 (2H, s), 4,65 (2H, s), 7,05-
7,55 (13H).

UNK-cnekrp, v

(5) 40 - 41

max (B TUIEHKE): 3431, 1691, 1402 e L

Coegunenye (41) DOAy4alOT AaHATOTHYHO TOMY, KAaK ATO ONMCAHO UK CHHTE3a
coeguuenud (14) B npumMepe 58, ¢ HCNoAb30BaHEEM coenmHeHnd (40) B xauecTBe
HCXOMHOTO.

SAMP (CDCly) & qact./mn: 1,44 (9H, s), 1,60-1,85 (2H), 1,95-2,30 (2H),
2,64 (2H, m), 3,29 (1H, m), 3,35-4,05 (3H), 4,38 (2H, m), 7,25-7,55 (11H), 7,79
(2H, d, J=8,0 Tw), 9,97 (1H, s).

(6) 41 - 42

Coenvrerue (42) moaydIaroT aHATOTMYHO TOMY, KaK 3TO OIMCAHO IS CHHTE3A
coepupenna (15) B mpuMepe 38, ¢ ACHIONB3OBAHHEM CoenMHeHNs (41) B KagecTne
HCXOHOrO.

SIMP (CDCly) & wacr./mmn: 1,45 (9H, s}, 1,67-1,81 (2H), 2,00-2,13 (2H),
2,53-2,67 (2H), 3,23-3,55 (2H), 3,96 (2H, m), 4,38 (2H, ymup.s}, 7,30-7,61
(14H).

WK-cnekrp, v ... (Hyitom): 1717, 1692 cm~ 1.

max

Qnementnsni aramas (C3H36N40,45,00,8H,0): paccurrano: C 66,38, H
6,16, N 4,55, 5 10,42%; obnapyxeno: C 66,15, H 6,15, N 4,88, S 10,31%.

(7) 42 -~ 1-1

Coenunerne (JI-1) mONYUarOT aHAJOTHYHO TOMY, KaK 3TO OIHCAHO JI CHHTE3A
coemmaenng (A-1) u3 coegunerns (9) B nprMepe 1, ¢ NCIONMB30BAHHEM COCAMHCHAT
(42) B xauecTBe UCXOIHOTO.

SAMP (CDCly) 8 wacr./mun: 1,88-2,00 (1H), 2,11-2,21 (1H), 3,27 (2H, d,
J=33Tw, 3,76 (1H, 1, J=6,6 '), 3,93 (1H, s), 4,23-4,29 (3H), 7,02 (3H, ¢,
1=8,3 I'm), 7,21-7,60 (20H), 7,78-7,83 (2H).
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VIK-cmektp, v, (KBr): 1717, 1661, 1630 cm~ !,

OnemenTHbr anamus (Cy3Hz5N1048,F+0,6CH;40,8H,0): paccunrano:
C 70,72, H 5,83, N 3,49, S 8,00, F 2,37%; ofmapyxeno: C 70,62, H 5,91, N 3,61,
57,99, F 2,30%.

Coenurerns (-2)-(-8) CHHTE3HPYIOT AHAIOTHYNO TOMY, KdX 3TO OIHCAHOQ

Bhimre. Pesysaprarel npusenenn 5 tabmune 19.

Tabsmua 19
KX A
(o8 NH
q OO S\‘(
U &t
SRS
Coen. -xi-x2- AMP (CDCly), & gacr./man
No

3,27 (2H, d, J=3,3 T'm, 3,76 (1H, t,
J=6.6I'm

4,27 (2H, m), 7,80 (1H, s)

1,80-1,93 (1H, m), 7,73-7,88 (2H, m)

4,28-4,54 (2H, m), 7,50-7,63 (2H, m)

4,41 {1H, d,g, 1=15,3 Tw), 4,48 (1H, d,y,

j S
P J=16,2 T}
I1-6 ) 4,33-4,52 (2H, m), 7,76-7,78 (7H, m)
//
H-7 ® 4,36 (1H, s), 4,44 (1H, s), 7,76-7,88 (1H,
__/ S m)
A-8 » 1,81-1,92 (1H, m), 4,33-4,43 (2H, m),

7,74-7,86 (2H, m)
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Ipumep 161 (cnocof O-2)

1) MsCl

On-C(\OH OU-O/\CN I[HBAJ]
O NBoc O NBoc >
2)NaCN

32 43 ‘

[}
CHO SJ{NH
O R Ot =
O NBoc —_— N0 o
® ® °
s SA®
F

-9

(1) 32 - 43

K pactBopy coemunenmga (32) (17,5 r}, onmcasnoro 8 npumepe 151, B
paxsgopMerane (120 mu) q00aBISIOT NPH OX/IAXICHHHE JAbIOM TpUATWIaMuH (9,54 wir)
U MeTaHCy b omnutopuy (4,24 M) W NMOMYYEEHYIO CMECH [IEPEMENIHBAIOT B
tedeHne 30 MMH. 3aTeM PEaKNMOHHYIO CMECh BEUIMBAKOT B CMECH BOJA-ITHIALIETAT.
Opranuaeckuit C/I0M OTAENIIOT W BOXHEIA CJI0W SKCTPATHPYIOT ATIIAIETATOM.
O0bepuHEHHbLE OPraHUYECKUH CJI0A TPOMBIBAIOT HACHINEHHLIM PACTBOPOM
rugpokapbonara HATPHS, COJEBEIM PACTBOPOM, CYIAT HAZ CYAb(aTOM MarHug H
KOHIIEHTPUPYIOT B BakyyMe. OcraTtok pactBopaioT B N,N-muMmermidopmamune (100
MJI), K PACTBOpPY ROGABAKIOT IIPH KOMHATHOH TEMIIEPATYPE NKManuy Hatpuda (3,35 1) u
MOJIyUeHHYH) CMEch NepeMemuBatoT B teueHne 0 u npu 70° C. PeakIMOHHYI0 CMeCh
OXJIAXTAIOT ¥ BBUIMBAKIOT B CMECh Boma-a3Twianetar. OpraHmgecKuif CIOH OTHAENSIOT 1
BOJHBIHA CJIOW DKCTPATHPYIOT aTANaneTatoM. QObequHeHsi OPraHMYECKHH C0M
IIPOMBIBIOT 1H. BOOHBEIM PACTBOPOM COJIGHON KUCNOTHI, HACBINEHHEIM PACTROPOM
rEApOKapOoHaTa HATPHS, CONEBEIM PACTBOPOM, CYLIAT HAX CYAB(ATOM MATHUS H
KOHLIEHTPUPYIOT B BakyyMe. OCTaToX XxpoMaTorpadHpyIOT Ha KOJIOHKE ¢
cwmkareneM, moaydag 16,2 r (90%) wenesoro coenunenng (43).

AMP (CDCly) & gacr./man: 1,45 (9H, s), 1,80-2,36 (2H), 2,55-3,20 (2H),
3,28-3,85 (2H), 3,93-4,12 (2H), 4,36 (1H, d,p, J=11,3 I'm), 4,41 (1H, d,5,
J=11,3 I'm, 7,23-7,53 (9HD).

UK-crextp, v, (CHCL3): 2246, 1684 cm™ .

max
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MS(FAB) (m/z): 415 ([M+Nal *).

(2) 43 - 44

K pactBopy coenunenus (43) B tonyone (150 ma) mobassor npu -78°C
1,0M pacreop muusobyranamomornapuna (TUBAJD B Tonyone (61,9 M) u
HOJYYCHHYIO CMECh NEPeMemuBatoT B TeueHne 2 4. K o5roi cmecr gobasnsror 1,0M
pPacTBOp JMU300YTUIATIOMOTHAPHAA B Tonyoie (12,4 M) u HOJIYUEHHYE) CMeCh
nepeMelnBaloT B TedeHne 3 4. K peakuponHod cMecn 100aBagr0T 25 % ~HbI BOHBIH
pacTBOp ruapokcuaa Hatpud (24,3 MI) ¥ MOJYyYeHHYH0 CMECh HATPEBaioT J0
KOMHATHOHM TEMIIEPATYDhl. PeakINOHHYIO CMECH pasbaB/IdiOT STIWIALIECTATOM,
(DHEITBTPYIOT M OPTaHHUECKMH CJI0H OTAEATIOT. OpPraHuTecKHi CITOH NTPOMBIBAOT
COJIEBBEIM PACTBOPOM, CYIIAT Haf cy/ibdharoM MarHus ¥ KOHIEHTPHPYIOT B BaXyyMe.
Ocrarox pactBopsioT B atwianerare (300 mur) W K pacTBopy A0GABISIOT CHIAKATE/Ib
(32,4 r). CMech NepEMEMABAIOT NPH KOMHATHOH TEMIIEPATYPE B TeueHMe 3 q,
(HIBTPYIOT K (DUILTPAT KOHUEHTPUPYIOT B BakyymMe. OcTaTok xpoMarorpadupyroT Ha
KOJIOHKE C CIIMKareneM, moixydas 8,72 r (53%) coenunenus (44).

AMP (CDCl3} & wacr./mim: 1,44 (9H, §), 1,57-1,78 (1H), 2,11-2,35 (1H),
2,52 (1H, ddd, J=1,8, 7,4, 16,7 T'w), 2,76-3,03 (1H), 3,22-3,78 (2H), 3,87-4,00
(1H), 4,35 (1H, dpg, I=11,4 Tw, 4,40 (1H, dsy, J=11,4 Tw, 7,23-7,53 (9H),
9,74 (1H, t, J=1,8 I'm).

HK-crekrp, v, (CHCL3): 1720, 1682 cm™ L.

MC-BP(FAB) (m/z): Cy4H3,NO, [M+HI] *: paccuntaro: 396,2175;
o0HapyxeHo: 396,2186.

(3) 44 - 1-9

Coemnnenne (J1-9) CHHTE3UPYIOT AHAJOTMYHO TOMY, KK ITO ONMCAHO I
cuuTesa coepmaernd ([-1) ua coeguuenng (37) B npumepe 153, ¢ Mcnoab30BaAHKEM
coequueHud (44) B Xa4ecTBe HCXOMHOTO.

AMP (CDCly) & wacr./mma: 0,92-2,18 (6H), 2,57 (2H, t, J=7,7 Tu), 3,17-
3,82 (2HD, 3,82-3,94 (11D, 4,10-4,39 (1H), 4,23 (1H, d,, J=11,3 Tw), 4,27 (1H,
dag, J=11,3 I'm), 7,00-7,57 (19H), 7,80 (1H, s), 7,82 (2H, dd, J=5,3, 8,9 T'w).
max (KBr): 1742, 1706, 1662 cm ™.

Onemenrrbiit anamms (CyyHy7N)O8F): paccanramo: C 72,91, H 5,14, N 3,86,
S 4,42, F 2,62%; ob6uapyxeno: C 72,71, H 5,35, N 3,77, S 4,29, F 2,53%.

HUK-cnekrp, v
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Coepnrerus ([-10)- ([[-14) monyuarT aHaOTHYHO TOMY, KAK 5TO OMHUCAHO

Belme. [ToTydeHHBIe pesyaALTATH NpUBEReHE B Tabamue 20.

dag. J=11,1 T, 6,24 (1H, dt, J=15,9,

Tabanma 20
Coen. ~xlox2- AMP (CDCly), & dacr./mn
Ne
-9 4,23 (1H, dg, J=11,3 T, 4,27 (1H,
/\/\©\ dag, 1=11,3 T'w), 7,80 (1H, s)
I-10 4,23 (1H, d,p, 1=11,3 Tw), 4,27 (1H,
N\©\ dyg, J=11,3 Tw), 7,63 (1H, s)
n-11 4,23 (1H, dyg, 7=11,3 T, 4,28 (1H,
dpg, J=11,3 Tw), 5,60 (1H, dt, J=11,9,
_ 7,4 Tw), 6,46 (1H, d, I=11,9 Tw), 7,63
(1H, s)
n-12 4,23 (1H, dup, T=11,1 Tw), 4,28 (1H,
/\_/©/ dap, J=11,1 T, 5,58 (IH, dt, T=11,7,
= 7,4 T, 6,46 (1H, d, J=11,7 T
I-13 4,27 (1H, d,g, 1=11,3 Tw, 4,31 (1H,
A’f\@\ dap, T=11,3 I'm, 6,26 (1H, dt, J=15,9,
6,9 I'm, 6,38 (I1H, d, J=15,9 I'm, 7,57
(1H, s)
I-14 P 4,26 (1H, dpg, T=11,1 Tw), 4,31 (1H,

6,9 I'm), 6,38 (1H, d, I=15,9 Tw), 7,77
(14, s)
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Hpumep 167 (cnoceb E-1)

HO 2, COoMe
O'B Peaxuus O o...C}g;" LiAIH,
°¢  BurrHra O

45

\
O oc(\ﬁ o nwsa O/V“ HiPaC
NBac NBOC
O 2) NaN;
46

T —. cr:?m
e ‘%;\

(1) 37 - 45 E-

K pacrsopy Tpmpe}mmbocchHHHMeToxcnxap60HHJ1MBTHJ16H6p0MH;1a (6,363 r,
15,32 mvoutst) B Hessognom aranose (40 mn) pobasasor Tpuatuaamus (4,27 i,
30,64 M0a5) ¥ TIOMYUYEHHYIO CMECh HEPEMEIIHBAIOT B TeUeHHe 15 MHUH IIpr
OXJIAXKIEHUH JbAoM. K monydeHHOU cMecH fo0aBagT pacTeop coenunennd (37)
(3,043 r, 7,66 MMoJIs), omEcanHOro B mpaMepe 153, B 6e3sopHoM stanone (10 M) u
HOJYYEHHYIO CMECh IEpeMEITUBALOT, IIOIIePKUBAY TY Xe TEMIEPATYPY, B Teaenue 15
MHH, TIOCJIE YEero JAXOT HATPEThCA A0 KOMHATHOM TEMIIEPATYPEHl H [EPEMEMIMBAIOT B
TeueHHe 1 4. PeaknMOHHYIO CMECh PACHPEASAIIOT MEXIY STHIANECTATOM H BOAOCH.
OpraHAgeckmil C/I0# NPOMBIBAIOT BOAOH, COJIEBRIM PACTBOPOM, CYIHAT Haj CyandaToM
HATPHMS H KOHIEHTPUPYIOT B BakyyMe. OCTAaTOK XpoMAaTorpadupyIoT Ha KOJIOHKE C
cunmkareneM (rexcam:armianerar, 7:1), nonyuag 2,73 v (79%) coermmnerng (45).

AMP (CDCly) & wacr./mnu: 1,41 (9H, s), 1,76 (1H, ddd, F=4,9, 7,3, 12,5
Iy, 2,04-2,22 (1D, 3,38 (1H, dd, J=4,9, 11,6 '), 3,60-3,76 (1H), 3,73 (3H,
s), 3,90-4,00 (1H), 4,33-4,43 (3H), 5,83 (I1H, d, I=16,1 '), 6,72-6,84 (1H),
7,27-7,50 (11H).

UK-cmextp, v, (8 mienke): 1723, 1697, 1598 em™l

Onemenrani anammns (CycHz NO+0,7H,0): paccuurano: C 69,37, H 7,25,
N 3,11%; obuapyxeno: C 69,42, H 6,96, N 3,26%.
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(2) 45 - 46

K pactBopy coemunenus (45) (2,654 r, 5,881 mmong) B Terparmapodypare (30
M) 1oGaBasoT aTroMoruapun datas (446,4 Mr, 11,76 MMoId) | NOJYUEHHYIO CMECh
OEPEMEIMIMBAIOT NIPH OXJAXACHHUM JbI0M B TeueHHe 40 mun. K 3T0# cMecu nobapisior
eofy (30 M1) u 2H. BONHEIA PACTBOD CONSHOH KUCTOTE (6 M) ¥ NOJYIEHHYIO CMECE
MEPEMEIIMBAOT, TIOANCPKUBAS TY Xe TEMIEpPATYpPy, B TedeHNe 30 Mun. PeakunosHyr0
CMECh PaclpefesidiorT MEXY BOAOM M dtruaneraToM. OpraHugeckuil C10M TPOMBIBAIOT
BOJIOX U COJIEBBIM PACTBOPOM, CYIIAT HAZX CY/IbGMAaTOM HATPHUS M KOHIERTPHAPYIOT B
BakyyMe. OCTaToK XpoMaToTpaMpyOT Ha KOJOHKE C CHUIAKATeIeM
(rexcan:oTnanerar, 4:1), moaydad 169 mMr coequaenns (46).

AMP (CDCly) & wacr./mim: 1,42 (9H, s), 1,66 (1H, ddd, J=5,0, 6, 13,2
T'm), 2,07-2,17 (1H), 3,36 (1H, dd, 1=4,8, 11,9 I'm), 3,42-4,03 (4H), 4,35-4,48
(1H), 4,37 (H, dg, J=11,1 I'm), 4,40 (1H, d,p, J=11,1 Tw), 4,72-4,85 (1H),
5,22-5,32 (1H), 5,73-5,87 (H), 7,26-7,53 (11H).

HK-crextp, v (B mnerke): 1682, 1599 cm™ L,

max

DJIeMEHTHBIA AHAIH3 (C25H31NO4-O,2H20): paccuurano: C 71,87, H 7,89,
N 3,49%; obnapyxeuo: C 72,02, H 7,65, N 3,51%.

(3) 46 - 47

Coepunerne (47) HOTydalOT aHAJOTHYHO TOMY, K4K 3TO ONACAHO IS CHHTE3a
coeqmuenns (5) B npuMepe 1, ¢ HCIOMB30BABNEM coeuHennd (46) B KauecTBe
HCXOJIHOTO.

AMP (CDC]3) & gacr./mmu: 1,43 (9H, s), 1,63-1,73 (1H), 2,09-2,20 (1H),
3,35 (1H, dd, 1=4,3, 12,2 Tw), 3,41-4,07 (4H), 4,39 (2H, s), 4,48-4,65 (1H),
5,45-5,60 (2H), 7,26-7,55 (9H).

KUK -coekTp, v (8 mwuenxe): 1694, 1599 em L.

max

JeMeHTHBIM aHAIA3 (C25H30N4O3-0,1H20): paccamrano: C 68,82, H 6,98,
N 12,84%; o6mapyxeno: C 69,05, H 7,04, N 12,52%.

(4) 47 - 48

K pacrsopy coemunenuns (47) (99,8 mr, 0,223 mmoas) B MeTaHOAE (2 M1)
nobasisror 10% -Heli Daswtapui Ha yrae (10 Mr) u TOAYYEeHHYIO CMECh THAPUDYIOT.
Karanusarop oTOHABTPOBEIBAIOT ¥ PACTBOPHTENE YAAISIOT KOHIEHTPHPOBAHKMEM B

BaKyyMe, II0aydas chpoi nponykr (48).
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AMP (CDCl3) & wacr./min: 1,33-1,57 (2H), 1,44 (9H, s), 1,63-2,14 (3H),
2,69-3,05 (5H), 3,05-4,00 (4H), 4,36 (2H, s), 7,25-7,51 (9H).

(5) 48 -~ E-1

Coepurerne (E-1) mosnydaloT aHalOTUYHO TOMY, KAK 3TO OIKCAHO J/IS CHHTE3a
coenuaenus (A-1) us coemunenns (8) B npuMepe 1, ¢ MCTIONB30OBAHHEM COEXTHEHAS
(48) B KauecTBe MCXOOHOTO.

AMP (CDCly) 8 gacr./mun: 1,33-1,85 (5H), 2,10-2,22 (1H), 3,32 (2H, d,
J=3,5Tm), 3,35-3,63 (2H), 3,93-4,01 (1H), 4,27-4,39 (1H), 4,28 (1H, dag-
I=11,3 Tw), 4,34 (1H, dag, J=11,3 'n), 7.02 (2H, t, J=8,5 I'm), 7,24-7,62 (16H)
7,62 (1H, s), 7,75-7,83 (2H), 7,86 (2H, d, J=8,5 T'w), 9,92 (1H, s).

UK-cIexTp, v, : 3422, 1748, 1707, 1659, 1617, 1598 cm™ L.

b

DIeMEHTHEIA aHATHAS (C45H38N3068Fo0,8H20): paccaurano: C 69,09, H
5,10, N 5,37, S 4,10, F 2,43%; obuapyxeno: C 69,04, H 5,10, N 3,36, S 4,22, F
2,61%.

IIpamep 168 (cniocob E-2)

CHO
¥ NaBH
o NBoc __4,_

44

(1) 44 - 49

K pacropy coenurerug (44) (1,539 r, 3,892 Mmo/s1), ONMMCAHHOTO B TIPHEMEPE
161, B rerparunpodypake (10 M) 106aBASIOT IPH OXJAXAEHHH JBAOM GOPIHIpHI
Harpus (299,4 mr, 7,783 MMOIA) M HONYYEHHYH) CMECH NEPEMEIIMBAIOT B TeueHue 45
MHH, NOJJIEPXHUBAg Ty XK€ TeMIepaTypy. Peaknuio npekpamaioT fodasieHneM
pa36aBIeHHOM COMTHOM KHCIOTE. PeakinoHHY CMECh PACTIPEAENSIOT MEXAY BONOM
H 3THIaneTaToM. OpraHHdeckui CI0W NPOMBIBAKOT BONOA H COJICBBHIM PACTBOPOM,

CYINAT HaJ Cy/In(paToOM HATPHS W KOHLUEHTPHPYIOT B Bakyyme. OcTaTok
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XpomMarorpadupyroT Ha KOJOHKE C cramKareneM (rexcan:stunanerar, 3:1), nonyuag
1,134 r (73,3%) coeguuenuda (49).

AMP (CDCly) & wacr./mmn: 1,45 (9H, s), 1,61-1,72 {1H), 1,75 (1H, ddd,
I=4,0, 5,7, 12,8 ', 2,01-2,12 (1H), 3,31 (1H, dd, J=5,9, 11,7 T'w), 3,43-3,53
(1H), 3,53-3,60 (1H), 3,98-4,08 (1H), 4,11-4,23 (1H), 4,36 (1H, dag, I=11,1
), 4,38 (1H, dyp, J=11,1 Tw), 7,26-7,51 (9H).

(B rwienke): 1691, 1673, 1599 cm™ L.

OnementHE# ananus (CyyHgzyNO4+0,7H,0): paccaurano: C 70,29, H 7,96,
N 3,42%; obmapyxeno: C 70,41, H 7,69, N 3,48%.

(2) 49 - E-2

UK-cnekrp, v .

Coepurenne (E-2) momy4aiT aHaJOTHUHO TOMY, KAK 3TO OIMCAHO IUIS CHHTE3a
coepunenus (A-67) u3 coenunerns (18) B npEMepe 67, ¢ HCIOML30OBAHUEM
coenuHeHud (49) B Ka4eCcTBE UCXOJHOTO.

AMP (CDC13) & wacr./mm: 1,51-1,64 (1H), 1,67-1,85 (2H), 2,17 (1H, ddd,
J=4,5, 8,4,13,1 I'm, 2,80-2,93 (1H), 3,26-3,38 (2H), 3,69-3,83 (1H), 3,94-4,03
(1H), 4,25 (IH, dp, 1=11,3 T'w, 4,32 (1H, d,g, J=11,3 Tw), 4,38-4,51 (1H), 7,12
(2H, t, J=8,5 I'm, 7,23-7,61 {15H), 7,74 (1H, s), 7,80-7,88 (1H), 7,92 (2H, 4,
J=8,5Tu), 8,02-8,09 (1H), 9,06 (1H, s).

(KBr): 3421, 1748, 1707, 1658, 1618, 1597 cm™ L.

Quemenrnotit anamus (CyyHygN3OSF+0,3H,0): paccanrano: C 69,61, H
4,86, N 5,53, 8 4,22, F 2,50%; ob6uapyxeno: C 69,61, H 4,94, N 5,53, S 4,36, F
2,50%.

HUK-crekrp, v

max
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Hpamep 169 (criocob E-3)

CHO CO5H
" RuO 0 - =
POCE NN ONBTC —
50

O NalOy4
44

(1) 44 -~ 50

K pacteopy coenurerns (44) (3,0 r), onucansoro 8 npuMepe 161, B cMecH
geTsipexxyopucToro yriepoga (30 mu) ¢ aneronom (7,5 M) u somoi (42 ma)
N00ABILIOT IPH OXJIAXJACHIH JbJOM IepuoaaT HaTpud (6,49 r) B AMOKCHI PYTEHHS
(20 M) ¥ MOAYYEHHYK CMECh IepeMemnBaioT B Teuenne 4 4. K peaxnuonnoi cMecn
nobasagior 2-mpomnadon (7,5 M) B IONYYEHHYIO CMeCh PUIBTPYIOT 9EPE3 LIEJIHT.
QuibTpar KOHMEHTPUPYEOT B BakyyMe. OCTaToK pasbaBasgiOT STHIANETATOM.
OpraHvvYecKHY CJI0M CYIIAT HAJ CYy/Ib(PaTOM MAFHWY M KOHLICHTPHDYIOT B BaKyyME.
Ocrarok xpoMaTorpadHPYIOT Ha KOJIOHKE ¢ CHIAKAreaeM, moavdad 2,06 v (66%)
coegruenuga (50).

AMP (CDCl3) & macr./mmm: 1,45 (9H, s), 1,70-2,31 (2H), 2,42 (1H, dd,
I1=8,3, 15,8 I'm), 2,78-3,08 (1H), 3,20-4,00 (3H), 4,10-4,44 (31D, 7,23-7,57
(9HD).

WK-crextp, v, (CHCly): 1710, 1685 cm™ .

MS(FAB) (m/z): 412 (IM+H] *).

(2) 50 - E-3

Coennuenne (E-3) moiy4aroT aHAJIOTMYHO TOMY, KAK 3TO OMUCAHO UL CHHTE3d
coennuenms (B-1) us coepnrennd (23) B npumMepe 142, ¢ UCIOAL30BAHUEM

coenuHeHns (50) B KadecTBE HCXOMHOrO.
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AMP (CDCl3) & wacr./mum: 2,08-2,35 (2H), 2,51-2,80 (2H), 3,27-3,44
(2H), 3,91-4,66 (2H), 4,29 (1H, d,p, J=11,1 Tm), 4,36 (1H, d,p, J=11,1 '),
7,09 (2H, t, I=8,7 I'm), 7,14-8,00 (19H), 9,44 (1H, s), 10,00 (1H, ynmp.s).

UK -cnekTp, v

max

(KBr): 1698, 1661 cv~ L,

MS-BP(FAB) (m/z): C43H45N305S,F [M+H] *: paccumraro: 756,2003;
oOHapyxeno: 756,2000.

Onementruiit anams (Cy3Hz4N3058,F+1,2H,0): paccanrano: C 66,43, H
4,72, N 5,40, S 8,25, F 2,44%; obuapyxeno: C 66,27, H 4,71, N 5,44,'S 8,60, F

2,55%.

Coepmnennd (E-4) u (E-5) mony4arwT aHAJIOTMYHO TOMY, KAK 3TO OIHCAHO

griue. [lonyyeHHsle Pe3yabTaThl MPUBENeHE B Tabmune 21.

Talnuna 21

o
g s
O'"No B

H 2
N-X’y 0

@

U,

Coen. -x2- B SAMP (CDCl3), & wacr./min

No

E-1 @ S 4,29 (1H, d,g, J=11,1 T, 4,36 (H, dyp,
I=11,1Tw, 7,09 (2H, t, J=8,7 I'n)

E-2 C O 14,30 (H, dup, I=11,3 T'w), 4,34 (1H, d,,
J=11,3T'w), 7,08 (2H, t, J=8,7 I'm)

E-3 s O |4,30 (H, dsp, J=11,1 W), 4,37 (IH, d,p,

I/ J=11,1 Ty, 7,68 (1H, s)
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IIpumep 172 {(criocof XK-~1)

NH N CFJ
o CNQ; 1) (GF5CORC. GC
O 2) HC! -HCl

8
O
O
d-cr,
N Me
H o
8 _TNaH O N0 NaOH
Mel
T,
53

(1) 8 - 51

K pacrsopy coenunenns (8) (12,36 r, 32,31 mmong) B guxaopmerare (50 mr)

Bo6aBASIOT IPH OXJIAXACHAH JIBJOM ¥ NePEMEITHBAHHY TPUDTOPYKCYCHBIN AHTHAPHAT
(10 r, 47,61 MMong) u nupumua (7 M1, 86,55 MMOIS) B OAYYEHHYIO CMECh
NEPEMEITHBAIOT TIPH KOMHATHOY TEMIEPATYPE B TeueHue 2 4. PeaxMOHHYIO CMECh
pas6asnsior apupom (200 M), OPOMBIBAIOT BOHOH, 5% ~HOH COASHON KHCIOTOM M
COJIEBBHIM DACTBOPOM, CYINAT HAZ CY/ILMATOM HATPHS ¥ KOHIEHTPUPYIOT B BAKYYME.
INoxyuerHs# TprdrTopaneraMdf pacTBOPLKOT B sTHaanerate (25 M), opm
OX/IaXAEHHH JIbAOM ¥ NEPEMENHBAHAN L00aBAKIOT 4H. CONIHYIO KHCIOTY B
stanaverare {23 MI) ¥ NONYUYEHHYIO CMECHh HMEPEMEIMBAOT IPH KOMHATHOR
TeMIepatype B Tedenne 3 4. Cmecs pasbasasior stwnaneratoM (50 M) 1 BHIDABIIHE
KPHCTALIE! OTOWILTPOBLIBAKOT, roayyas 8,43 r (62,9%) rempoxnopuanoro

npoussogroro (51).

t,: 193-195°C.
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AMP (CDCly) & wacr./mms: 1,67 (1H, ddd, J=4,7, 11,4, 13,8 T'm), 2,04
(1H, dd, 1=5,9, 13,8 Tw), 3,16 (1H, d, J=12,9 Tw), 3,39 (1H, dd, I=4,7, 12,6 Ty
3,57 2H, m), 3,73 (1H, m), 4,17 (1H, t, J=4,3 [0, 4,36 (1H, d,p, I=11,1 [0,
4,38 (1H, d,p, J=11,1 I'm), 7,27 (1H, m), 7,33-7,58 (8H), 9,46 (2H, ymup.s),
9,75 (1H, t, J=5,1 Tw).

7

(KBr): 3432, 3185, 3059, 2921, 1720 cm™ |
Onementrbiil anams (CygHyyN,CIF20,): paccaurano: C 57,90, H 5,35, N
6,75, C1 8,53, F 13,74%; obrapyxeno: C 57,86, H 5,44, N 6,49, Cl 8,39, F
13,61%.
(2) 51 - 52

Coemaenne (52) moOMyvarOT aHAJIOTHYHO TOMY, KaK 3TO ONMCAHO JNs CHHTE3d

HUK-cnekTp, v ..

coemmaennd (A-1) B mpuMepe 1, ¢ ucnonszosanuem ruppoxaopuga (51) B xauecTse
UCXOJHOTO COCRUHECHHS,

AMP (CDCly) & wacr./vmm: 1,71 (1H, ddd, J=5,0, 8,4, 13,9 T'm), 2,20 (1H,
m), 3,18 (1H, dd, J=4,1, 12,0 I'}, 3,26-3,40 (2H), 3,83-3,95 (2H), 4,25 (1H,
dap. I=11,3 T'w), 4,35 (M, dpp, J=11,3 T'm), 4,32-4,45 (1H), 7,15 (2H, t, J=8.6
rm, 7,24-7,61 (13H), 7,82 (2H, m), 8,42 {1H, m).
(KBr): 3342, 1720, 1658, 1628, 1599 cv™ L.

DnemenTHe aHatu3 (C3,H.gNoF,0,40,2H,0): paccamrano: C 67,14, H
4,71, N 4,61, F 12,49%; ofuapyxeno: C 67,26, H 4,83, N 4,77, F 12,30%.

(2) 52 - 53

WK -CHekTp, v ..

K pactBopy coemuncEna (52) (610 mr, 1,009 mMong) B qeMmetmdopmamune (10
mn) fobasasror TEAPUN HaTpus (60% -Hen) (50 mr, 1,25 MMOAS) M NOTYYEHHYEO
CMeCh NepPEMEUBAOT B Teuenne 30 MHH IpH KOMHATHOM TEMIIEPAType. 3aTeM K
cMecH pobasngror Merwimonan (0,1 w1, 1,6 MMOIS) ¥ ITOXYUEHHYIO CMECDH
epeMEeTuBAOT IPU KOMHATHOM TeMIepaTtype B TeucHue 3 4. Peaxummonnyro cMmecs
pazbasagior stwraneratoM (50 M), IIPOMBIBAXOT BOAOHE H COJNIEBBIM PACTBOPOM,
CYIIaT HaJ CyJb(baTOM HATPHS ¥ KOHLUEHTPUPYIOT B BAKYYME, NIONydas 454 mr
(72,8%) coepuuenusa (53).

AIMP (CDCly) & wacr./mm: 1,89 (1H, td, J=15,8, 13,6 T'w), 2,07 (1H, m),
3,18 (3H, q, J=1,7 I'm, 3,30 (1H, m), 3,37-3,58 (3H), 4,03 (1H, m), 4,29 (1H,
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dag, 1=11,4 I'm, 4,32 (IH, dpg, J=11,4 T'm), 4,47 (IH, m), 7,10 (2H, t, J=8,6
'y, 7,20-7,60 (13H), 7,83 (2H, m).

(3) 53 - X-1

K pacrBopy coegurenus (53) (454 mr, 0,734 MMong) B MeTanose (15 wr)
xo0aBNAgIOT 1H. BOAHBIA PACTBOP THAPOKCKAA HATPHES (5 M1) ¥ MOTYIEHHYIO CMECh
NEPEMEIMBAOT B TedeHHde 1,5 4 Ipy KOMHATHOH TeMnepatype. [locne nobaeneHnd K
PEaKIMOHHON CMECH 2H. BOTHOH COJITHOM KuCIOTH! (2,2 M) METAHON YIANIIOT
KOHIIEHTPUPOBAHUEM B BAKYYMe M OCTATOK pasbasiagior stuaneratom (100 mm).
Opranuueckuil /10 IPOMBIBAIOT BONOM M COJNIEBHIM PACTBOPOM, CYIIAT HAJ,
Cy/Ab(aTOM HATPUS M KOHUEHTPUPYIOT B BAKyyMe, nosyuad 420 mr (>100%) criporo
npoxykTa (54). Cepoit mpoaykT o6palaTelBaiOT aHAJIOTYKO TOMY, KAK 9TO ONHACAHO
RIS CUHTE3a coexmHeHud (9) B mpmMepe 1, NepeocaxmamT ITHIALETATOM K EKCAHOM,
nonydas 542 mr (98%) coemunenma (GK-1).

SAMP (CDCly) & wacr./mnn: 1,97 (1H, m), 2,14 (1H, m), 3,03 (3H, s), 3,24
(1H, dd, ¥=5,6, 13,3 I'm, 3,35 (1H, dd, 1=3,5, 11,4 '), 3,62 (1H, dd, J=35,6,
13,3 I'w, 3,99 (IH, dd, I=8,2, 13,3 T'w), 4,21 (I1H, m), 4,35 (2H, s), 4,76 (1H, m),
7,09 (2H, t, J=8,6 T'n), 7,19-7,64 (17TH), 7,69 (1H, s), 7,85 (2H, m), 9,26 (1H,
s).
max KBr): 3437, 1748, 1708, 1662, 1633, 1598 em L,

OnementHuri anamm3 (CyyH3gN;FSO¢+0,3CH;C0,CyHs00,3CH, 0):
paccumrano: C 69,98, H 5,40, N 5,21, F 2,35, § 3,97%; obuapyxeno: C 70,14, H
5,32, N 5,41, F 2,49, § 4,10%.

HK-cmekTp, v
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[prMep 173 (cnoco6 JXK-2)

1)
" e :
O ou-C']g; oHe cO.Me o...CfH/\(:L HCHO
NBoc COMe ——— &
O 2) NaBH, O NaBH3CN
8 55
oL e L e L
NBoc = COgMe LiAIH, Naoce OH
. 56 57
s

— ©o 0
; L
B-2

(1) 8 - 55

K pacteopy coenuuenus (8) (3,135, 8,197 mmons) B Benzoe (30 s
noBasnsror 4-Merokcnkapbouunbensansrerny (1,35 r, 8,224 Mmona) u HOJYIEHHYEO
CMECh KHISTAT ¢ OGPATHBIM XOJIOAM/IBHAKOM B TEUEHHE 3 4, yaanss obpasyromyrocs
BOAY. PacTBOpHTE/b yAAaNSIOT KOHUERTPHPOBAHKEM B BaKyyMe. (OCTATOK pacTEOPSIIOT
B MeTanoae (20 M) H K CMECH IPH OXTAXCHAH JLIOM 106aBITIOT Bopruapus
narprs (400 MI). PeakmMoHHYH CMech IEPEMENMBAIOT B TeTeHue 1 U u
PACIIPEACISIOT MEXAY BOJOU M STIIANETATOM. OPraHwdecKiil CJI0H NPOMBIBAIOT
BOJIOK. M COTEBBIM PACTBOPOM, CYMIAT Haj CY/Ib(ATOM HATPUS B KOHIEHTPUDYIOT B
BaKyyMe, OoJIyYad coenmHesne (55).

AMP (CDCIS) & wacr./m: 1,42 (9H, s), 1,53-2,13 (3H), 2,65-2,80 (2H),
3,29 (I1H, dd, J=4,8, 11,6 T'w), 3,39-3,77 (1H), 3,78-4,10 (4H), 3,91 (3H, s), 4,37
(2H, ymmp.s), 7,25-7,51 (11H), 7,98 (2H, d, J=8,2 I'm).

UK-cnektp, v, (B mienke): 1720, 1692, 1611 cm™ 1.

JJIEMENTHRIN aHAIN3 (C32H38N205-1,0H20): paccumraro: C 70,05, H 7,35,

N 5,11%; ofuapyxeno: C 70,14, H 7,13, N 5,27%.

(2) 55 - 56

K pacreopy coemunernus (55) (500,1 Mr, 0,942 mmoas) B aneronuTpuae (20
MT) nobagnsitor 37 % -Heit dhopmamsaeriy (0,38 wm, 4,712 Mmons) u MOJYYEHHYIO

CMECh TIEPEMEITHBAXOT B TCUCHUE 1§ MHMH NPH KOMHATHOH Temueparype. 3ateM K
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cMecH RobaBasroT nuasdoprunpuy natprg (59,2 mr, 0,942 MMOJIS) ¥ HOSYYEHHYIO
CMECH NMEPEMEILMBAIOT B TEUCHUE 15 MUH, gofasisnor yxcycHyIo xuciaory (0,055 mi,
0,942 MMOJI) M MOMYUEHHYIO CMECH NIEPEMEINUBAIOT B TeYeHMe 45 MHH.
PeakliMOHHYIO CMECh PACTIPEAE/ISIOT MEXIY HACHIIEHHBIM BOJHBIM PacTBOPOM
rEApoXapOoHATa HATPHS W dTHaaneraToM. OpPraHMUIecKuil CI0i IPOMBIBAIOT BOLOH H
COJIEBBLIM PACTBOPOM, KOHIEHTPHUPYIOT B BakyyMe. OCTaToK XpoMartorpadupyroT Ha
KOJOHKe ¢ cunmkareneM (rexcam:atananerar, 3:1), noayuas 453,9 mr (88,5%)
HeneBoro coenuHeHng (56).

AMP (CDCl3) & wacr./mun: 1,46 (9H, s), 1,89-2,14 (2H), 2,-14-2,29 (4H),
2,51-2,71 (1H), 3,18-3,73 (4H), 3,82-4,15 (2H), 3,90 (3H, s), 4,34 (2H, ymup.s),
7,26-7,51 (11H), 7,97 (2H, d, J=8,2 I'm).

HUK-cmexTp, v (B wrenxe): 1722, 1694, 1610 em L

max

AnemerTabd avamus (C33HygN,0440,25H,0): paccsmrano: C 72,17, H
7,43, N 5,10%; obnapyxeno: C 72,11, H 7,56, N 5,40%.

(3) 56 - 57

K pacreopy coenuuenus (56) (377,5 mr, 0,693 mMong) B Terparuapodypane (4
M) BOOABIFIOT NPH OXJIAXIEHUY JIbAOM amoMoruapuy autag (52,6 mr, 1,386
MMOJIS) ¥ TICJIYYEHHYI0 CMeCh TIEPEMENIHBAOT B TeUeHne | U, IOJJIEPKHUBAL Ty XKe
teMuepatypy. K peakimonnoit cMecH fo6apasgior Metanon (0,5 Ma) ¥ IONYUEHHYIO
CMeCh IIEPEMEITUBAIOT B Teuenue 15 MuH. CMech pacnpenensioT MexIy BOJOH U
aTwIaneTaToM. OpPraHuyeCcKuil CI0H IIPOMBIBAKOT BOJOH M COJICBBIM PACTBODPOM, CYINAT
Hap Cy/JbaToM HATPHS M KOHIEHTPHPYIOT B Bakyyme. OCTaToK xpoMarorpadupyror
H4 KOJIOEKE ¢ cuyukareneM (rekcan:atunanerar, 1:1), noayuas 351 mr (98%)
coeguuecraug (57).

SMP (CDClg) & wacr./man: 1,46 (9H, ymmp.s), 1,86 (IH, ymmp.s), 1,93-
2,07 (2H), 2,16-2,29 (4H), 2,47-2,67 (1H), 3,20-3,66 (4H), 3,82-4,16 (2H),
4,32 (2H, ymup.s), 4,63 (2H, s), 7,23-7,51 (13H).

WK -crexTp, v (B renke): 3445, 1737, 1693, 1599 em L.

max

AnemenTHbl ananus (CzoHgN-04+0,2H,0): paccuuraro: C 73,87, H 7,83,
N 5,38%; obmapyxeno: C 73,60, H 8,02, N 5,71%.
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(4) 57 - XK-2

Coepmnenne (OK-2) nonyuaror aHanorduso TOMY, KaK 3T0 OIMMCAHO IJId CUHTE3a
coenunenus (B-1) u3 coemunenns (34) B npumepe 151, ¢ HCOOJIB30BAHIEM
coenuuaennd (37) B KAYECTBE HCXOLHOFO.

AMP (CDCl3) & gacr./mnm: 1,85-1,97 (1H, m), 2,07-2,34 (4H), 2,42-2,70
(1H), 3,19-4,05 (6H), 4,22 (1H, dp, J=11,2 T, 4,30 (H, d,p, I=11,2 T,
4,32-4,45 (1H), 7,08 (2H, t, J=8,6 '), 7,23-7.60 (16, 7,61 (IH, ), 7,75-7,85
(2H).

HUK-cnextp, v (KBr): 3432, 1718, 1660, 1632, 1597 em 1,

Dnementreni anamm3 (CyyHzgN3FS.0,440,4H,0): paccunrano: C 69,25, H
5,12, N 5,51, F 2,49, S 8,40%; obuapyxeno: C 69,27, H 5,15, N 5,53, F 2,58, S
8,25%.

max

Coepunenue (JK-3) CHHTE3UPYIOT AHATOIMYHO TOMY, KAK 3TO ONMHCAHO BLIIIE.

PesynpTat npuseneH B tabmne 22.
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[Tpumep 175

N
el cr ., oo
O NaOH
;

® oo 1 O’
Al
<o (‘

61 F

e

C”'H&f@vg{ -
‘:‘ O &,

(1) 7 - 58

Coennuenne (58) CHHTE3WPYIOT aHANOTMYHO TOMY, KAK 3TO ONUCAHO OJ19

cHHTe3a coemquHennd (A-1) u3 coequuenug (9) B mpuMepe 1, ¢ HCIOILIOBAHHAEM

coenuHenud (7) B Ka4ecTBe MCXOAHOIO.

AMP (CDCly) 8 vacr./mmn: 2,02 (2H, m), 3,31 (1H, dd, J=2,8, 12,4 Tn),

3,38 (2H, d, J=3,4 I'm, 3,67 (1H, dd, J=35,2, 12,4 I'm), 3,99 (1H, m), 4,33 (2H,
s), 4,40 (1H, m), 7,04-7,87 (1TH).

HUK-cnextp v (CHCly): 2106, 1730, 1663, 1630, 1598 el

(2) 58 - 59

Mdx

-120-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

Coengunenure (59) CHHTC3UPYIOT AHAJIOTHIHO TOMY, KAK 3TO OMMCAHO IUIS
cuHTe3a coequnaennd (8) B mpuMepe 1, ¢ MCnoIb30BaHAEM coemuaenud (38) B
KAUECTBE HCXOMHOTO.

SIMP (CDCly) & wacr./mnm: 1,89 (1H, m), 2,10 (1H, m), 2,61 (1H, dd,
I=4,2,12,9 T'm), 2,94 (1H, dd, J=35,4, 12,9 Tm), 3,30 (2H, m), 3,96 (1H, m), 4,25
(1H, dyg, J=11,4 T'm), 4,33 (1H, dyp, I=11,4 T'w, 4,41 (H, m), 7,07-7,86 (L7H).

UK -crextp vy, (CHCly): 1661, 1624, 1598 cm™ L,

(3) 59 - 60

X pactBopy coemunenug (59) (1,43 r, 2,81 mMons) B 6eH30J1é (20 m)
nobasnaror 4-Meroxcukapboumwnbensansaerun (461 Mr, 2,81 MMoNg) H MOMYYESHHYIO
cMech 00pabaTHIBAIOT AaHAJIOTWYHO TOMY, KaK 3TO ONMCAHO /15 CHHTE3A COETMHEHHS
(55) B npumepe 174, monyuas aMEHOCTHDPT. [10/Ty4eHHBIN AMABOCIIMPT PACTRODPSIOT B
xaopodopme (10 M1}, K TOAYYEHHON CMECK NOBARILIOT IPH OXJAXAEHAH JHIOM
pacTeop gu-Tper-byTminkap-6onata (674 mr, 3,09 mmona) B xnopodopme (5 i) u
HOJNYYEHHYIO PEAKIMOHHYIO CMECh MEPEMEMABAIOT B TEUEHHE 2 4, TIONNEPKHUBAS
TEMICPATYPY Ha TOM X¢ YPOBHE, U B TCUCHHE 2 4 IPH KOMHATHOH TEMIEpaType.
PeakIMOHHY0 CMECh PasbaBIgiOT STAIANETATOM, OPTAaHMIECKHH CICH NPOMBIBAIOT
BOJON M COJIEBBIM PACTBOPOM, CYMIAT HAJ CYJR(ATOM HATPUS M KOHUEHTPUDYIOT B
BakyyMe. Ocrarox xpoMaTorpadiapyioT Ha KOJIOHKE ¢ CRUIAKATEIEM
(rexcam:aTmanerar, 3:1), noayuas 1,62 r (76,2%) coequnernus (60).

AMP (CDCl3) & wacr./mun: 1,33-1,50 (9H), 1,75-2,12 (2H), 2,71-3,59
(4H), 3,80-4,05 (4H), 4,16-4,95 (5H), 5,66-5,80 (1H, m), 6,78-7,50 (18H), 6,91
(2H, 1, J=8,8 T'w), 8,02 (2H, t, J=8,8 Tw.
max (KBD): 1720, 1692, 1613 o™

DneMedTHHI aHATH3 (C46H47N2FO7): paccyutano: C 72,80, H 6,24, N 3,69, F
2,50%; oBuapyxeno: C 72,81, H 6,26, N 3,74, F 2,20%.

(4) 60 - 61

Coenurenne (61) mOMYYAXOT AHAJOTHYHO TOMY, KAK 3TO OMUCAHO JUIS CHHTE34

HUK-cnekTp v

coenuuerus (57) B npumepe 174, ¢ ncnonwzosanneMm coeaunennga (60) B kadectse

HCXOTHOTO.
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SAMP (CDCly) & wacr./man: 1,42 (9H, yump.s), 1,76-2,10 (2H), 2,70-3,53
(3H}, 3,78-4,71 (9H), 5,70 (2/3xIH, ymup.s), 5,76 (1/3 x1H, ymup.s), 6,71-7,46
(21H), 6,91 (2H, 1, J=8,8 I'w).

(KBr): 1771, 1736, 1688, 1611 v~ L,

SuemerTHEA aHamH3 (CysH47N,FO¢¢0,7H,0): paccuurano: C 72,70, H
6,56, N 3,77, F 2,56%; obmapyxeno: C 72,'65., H 6,64, N 3,67, F 2,73%.

(5) 61 ~ 62

NK-coextp v ..

Coepunenue (61) BBOSAT B PEaKLHIO ¢ 3 MOJSPHKIMI IKBHBAICHTAMH PEATEHTA
Jlecca-MapTuHa B TOMYYEHHYIO PEaKUAOHHYI0 CMeCh 0DpabaThiBaoT aRANOTUYHO
TOMY, KaK 3T0 ONTUCAHO I CMHTe3a coepuuenus (35) B npaMepe 151, noayvas
coenuuenue (62).

AMP (CDClg} & wacr./man: 1,37 (2/3x9H, s), 1,46 (1/3x9H, s), 1,96-2,10
(2H), 3,00-3,44 (4H), 3,93-4,09 (1M, 4,25 (H, dp, J=11,1 Tw, 4,32 (H, d,y,
J=11,1Tw), 4,20-4,72 3H), 7,01 (2H, t, J=8,5 I'w, 7,22-7,57 (15H), 7,70-7,92
(4H), 9,94-10,05 (1H).
nax (KBD): 1693, 1665, 1633, 1598 cm™L,

Onemenrasiit anannd (C45H,3N,FO¢): paccauraro: C 74,36, H 5,96, N 3,85, F
2,61%; obnapyxeno: C 74,09, H 5,95, N 3,86, F 2,63%.

(4) 62 - 63

Coenunenpe (63) CHHTE3HPYIOT aHAJOFHIAO TOMY, KaK 3TO OMHCAHO JUIS

HK-cnekrp v

cmuTe3a coemquuenndg (15) B mpumMepe 58, ¢ merons3oBanmeM coegnuenng (62) B
Ka4eCTBE HCXOAHBOrO.

AMP (CDCly) & wacr./vmn: 1,38 (2/3x9H, s), 1,49 (1/3x9H, s), 1,90-2,13
(2H), 3,04-3,45 (4H), 3,98-4,12 (1H), 4,21-4,75 (5H), 7,02 (2H, t, ] =8,5 I'm),
7,20-7,56 (18H), 7,70-7,85 (2H), 10,40 (1H, ymup.s).

UK-cuexrp v, (KBr): 1719, 1693, 1663, 1635, 1598 ov L

Onemenrnbrit anames (CygH 4 N3FS,0+0,3CHCly): paccuntano: C 66,09, I
5,09, N 4,79, F 2,16, S 7,31, Cl1 3,63%; o6rapyxeno: C 66,02, H 5,06, N 4,79, F
2,20, S 7,17, Cl 3,67%.

(5} 63 - JK-4

K pacrBopy coegarenns (63) (209,3 mr, 0,249 MmMong) B stunauerate (2 mu)

A00aBAMOT 4H. XJIOPHCTHI Bogopoa B atwianerare (2 M) ¥ NOJYYCHHYIO
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PEaKIMOHHEYIO CMECh IEPEMENTABAIOT B TEUeHKe | 4 IpH KOMBATHOM TeMImepaType.
PacTBOPUTENE YHAMKIOT KOHUEHTPUPOBAHKEM B BaxyyMe. OCTATOK IPOMEIBAIOT
arananeratroM, noyaas 115,9 mr (59,8%) coenvnenna (OK-4).

AMP (AMSO dg) & wacr./mma: 1,89-2,02 (1H), 2,08-2,19 (IH), 2,93-3,18
(2H), 3,24-3,36 (1H), 3,55 (1H, dd, J=3,8, 11,4 I'm, 3,95-4,03 (1H), 4,11-4,41
(3H), 4,32 (2H, s, 7,21-7,43 (10H), 7,43-7,77 (12H), 9,32 (1H, ymup.s).
(KBr): 1744, 1704, 1656, 1597 cm™ ",

SnemenTren anama3 (Cy3HzN3FSCl04e1,0 Hy0): paccumrano: C 66,19, H
5,04, N 5,38, F 2,43, S 4,11, Cl 4,54%; obsapyxeno: C 65,91, H 5,28, N 5,33, F
2,76, S 4,09, Cl 4,63%.

(6) XK-4 -~ X-5

K pacrsopy coepmuerus (JK-4) (72,8 mr, 0,0935 Mmong) B mupugzse (0,5 o)

UK-cmekrp v, ..

nobasasor yxcycHurh agranpyn (0,5 M) M 0OJy9eHHYIO CMECh IEPEMCIIUBAIOT B
reqegae 20 9 NpH KOMHATHON TEMIEpPATYpe. PeakHIMOHHYIO CMech PasdaBigroT
STUAANETATOM, TPOMEBIBAKOT BOLOH M COJICBBIM PACTBOPOM, CYIIAT HAN CyabdaToM
HATPHS K KOHLEHTPHPYHOT B BakyyMe. OCTATOK OUMINAIOT TOHKOCJOHEOH XpOMAaTO-
rpacdureit (xropocopM:mMeranon, 30:1), nonydas 66 Mr (90,0%) coenurenna (OK-35).

SAMP (CDCly) & wact./mun: 1,50-1,80 (1H), 1,96-2,25 (1H), 2,04
(5/7x3H, s), 2,25 (2/7x3H, ), 3,18-3,32 (2H), 3,40-3,65 (2H), 3,88-3,96
(2/7x1H), 3,88-3,96 (5/7x1H), 4,23-4,85 (5H), 7,03 (2H, t, J=8,1 I'), 7,17-7,61
(18H), 7,74-7,83 (2H), 10,18 (5/7x1H, s), 10,30 (2/7x1H, s).

VK -crexTp v, 3444, 3185, 1718, 1636, 1597 cv™\.

Bnementbii anamm3 (CysHagN3FS,05¢0,6H,0): paccaurano: C 68,01, H
4,97, N 5,29, F 2,39, S 8,07%; obuapyxeno: C 68,06, H 4,97, N 5,36, F 2,34, S
7,82%.

Coennuenusg (JK-6)-(OK-9) CHHTE3UPYIOT AHAJOTYUHO TOMY, KaK 3TO OUHCAHO

BeIIE. PesyneraThl IpeAcTaBiaeHsl B Tabmane 22.
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Tabauna 22

Coen. -x1- SIMP (CDCl3), & wact./mnn
No
X-1 2 4,35 (2H, 5), 7,69 (1H, s)
/\NJ\
Me
K-2 AN 4,22 (1H, dyg, 1=11,2 Tw), 4,30 (1H, d,gp,
Me I=11,2 Tw), 7,61 (1H, s)
X-3 NS 4,22 (1H, dpp, J=11,1 ), 4,30 (1H, d,p,
Me I=11,1Tw, 7,82 (1H, 5)
K-4 Acl (IMSO-dg) 4,32 (2H, s), 7,61 (1H, s)
/\N"\
H
K-5 NN 2,04 (3H, 5), 4,28 (1H, d,p, J=11,4 T,
0P Me 4,33 (1H, dyp, J=11,4 T
X-6 HCl (IMSO-dg) 4,32 (2H, s, 7,78 (1H, s)
/\N’\
H
K-7 AN 2,04 (3H, s), 4,26 (1H, d,p, J=11,1 T,
0P Me 4,32 (1H, d,g, I=11,1 T1p)
K-8 TNTS 4,32 (2H, s), 4,66 (2H, s)
e
K-9 TN 4,31 (1H, d,p, Y=11,1 Tm), 4,33 (1H, dup,

I=11,1T'w), 7,70 (1H, s)
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[Mpumep 181 (cnocob JK-3)

0 HaN o /O/\OTBS
o O)LOH @\, oTBS o O)LN 1) NaH/Mel
NBoc - O NBOJ‘
O O 2) n-BugNF
23 84

0O
0 OH o x
N —_— S
- Me N X(
NBoc Oon N Me o)

55 o CET

(1) 23 - 64

Coemuucrue (64) (380 Mr, 47%) monywarOT aHAJIOIHYHO TOMY, KaX 3TO
OIHCAHO A9 CHHTE3a coemuHeHUd (9) B mpuMepe 1, ¢ HCIOIB30BAHHEM COSNMHEHHS
(23) (520 mr, 1,31 MMoOI9) ¥ TpeT-6yTUICKIMIBHOTO 3(Kpa 4-aMHHOOEH3HIOBOTO
cimpra (315 mr, 1,33 MMous).

SMP (CDCly) & wacr./mm: 0,08 (6H, s), 0,93 (9H, s), 1,47 (9H, ymup.s),
1,97 (1H, m), 2,63 (1H, m), 3,42 (2H, ymmp.s), 4,12 (1H, m), 4,25-4,58 (3H),
4,69 (2H, ), 7,22-7,52 (9H), 9,29 (1H, ymmp.s).

(2) 64 - 65

N-meTripHOE nporsBoxHoe (360 Mr, 93%) mOIyYAIOT AHAJOTHIHO TOMY, KaX
5TO OIMCAHO JIIS CHHTE3a coeguueHud (53) B npumepe 172, ¢ HCIOMB30BAHHEM
cocnueeHug (64) (380 mr, 0,616 mMmons) B xadecTse Hcxomnoro. IlonyueHroe
COENMHEHHE PACTBOPSIOT B TeTparugpodypane (6 ma). K cmecu gobasagior 1.
pacteop dropuna rerpa-H-6yTraaMMOHNd B TeTparmppodypare (0,6 M) ©
MOJYYEHHYO CMECh TIEPEMEINHMBAIOT B TEUCHHE 4 U IIPH KOMHATHOH TEMIIEPATYPE.
PeaknuorHyH0 cMech pa30aBaSiOT STWIALIETATOM, IPOMBIBAOT BOJOH, COJIEBLIM
pacTBOpPOM, CYIDAT Haj CYTh(aTOM HATpUS ¥ KOHLUEHTPUPYIOT B BAKYYME, IIOJIyUas
317 mr (100%) CoIpOrO HIPOAYKTA.

AMP (CDCl3) & wacr./mnu: 1,44 (1/2x9H, s), 1,48 (1/2x9H, s) 1,75-2,02
(2H), 3,25 (1/2x3H, s), 3,26 (1/2x3H, s), 3,66 (1/2x 1H, m), 3,54-3,65 (2,5H),
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3,97 (1/2x1H, m), 4,09 (1/2x1H, m), 4,72 (1/2x2H, s), 4,19~-4,39 (3H), 4,74
(1/2x2H, s), 7,16-7,45 (13H).

(3) 65 -~ X-10

Coegunenne (JK-10) CHHTE3HDPYIOT AaHAJOTHIHO TOMY, KAK 3TO OOMCAHO JJ1S
cunTesa coequaennd (B-1) u3 coenunenus (34) B mpuMepe 151, ¢ ucmosb3oBaHnEM
coeqmHenus (65) B KaUeCcTBE MCXONHOTO.

SIMP (CDCl3) & wacr./mm: 1,95-2,13 (2H), 3,07 (1/10x3H, s), 3,26
(9/10x3H, ), 3,32-3,40 (1H), 3,62 (1H, dd, J=5,0, 11,4 T}, 4,10-4,17 (1H),
4,27 (1H, dpg, J=11,3 Tw), 4,35 (1H, dsp, J=11,3 '), 4,54-4,65 (1H), 7,03 (ZH,
t, I=8,6 I'm, 7,21-7,63 (17H), 7,74-7,82 (2H), 7,75 (1H, s), 8,70 (1/10x1H, s),
8,80 (9/10x1H, s).

HUK-cnexTp v (KBr): 3439, 1747, 1707, 1662, 1636, 1598 om kL

max
Onemerrarnt anamu3 (Cy3H4yN3FSO6+0,5 H)0): paccumrano: C 68,97, H
4,71, N 5,61, F 2,54, S 4,28; obuapyxeno: C 69,00, H 4,83, N 5,58, F 2,34, S
4,38.
Coemunenng (K-11)-(CK-13) CHRTE3HMPYIOT AHAJOTHYHO TOMY, KaK 3TO

OTIHUCAHO BHIME. Pe3yapTaThl IpeacTaBieHsl B Tafmuie 23.

Tabavna 23
X! N ¢
o NH
O CNr ®o S
J ®
SNes
Coez. Ne -x!- X | B SIMP (CDCly), & wact./Mmmn
XK-10 ﬁ H | O |4,27 (IH, dyg, J=11,3 Tm, 4,35 (1H,
N~ dpg, =11,3Tw), 7,75 (1H, s)
Me
K-11 it H | S |4,31 (UH, dyp, J=11,3 Tw, 4,38 UH,
N” dap: T=11,3 T, 7,54 (1H, s)
Me
K-12 /ﬁ’\ F | S [4,26 (H, d,5, T=11,2 Tw), 4,32 (1H,
N7 dag, J=11,2Tw), 7,58 (1H, s)
Me
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IMponomxenue Tadn.23

Coen. Ne -x1- X | B AMP (CDCly), & wact./MH
K-13 Me H | 0 [3,22GH,s), 4,19 (H, dpp, J=11,3 I'w),
0t 4,29 (1H, d,p, J=11,3 I'm), 7,67 (1H, s)
o)

Ipamep 185 (cnocob 3)

0
H NH .
CHO —
O"C( I OGN S&S
NBac —. O iio o
37 F

3-1

Coemmaenye (3-1) mOAYYarOT AHAJIOTHYHO TOMY, KAK 3TO ONMCAHO IS CHHTE3a
coenuuennd (A-58) u3 coepuuenua (14) B mpuMmepe 58, ¢ UCTOIB3OBAHKEM
coequuennd (37) B KaUeCTBE HCXOAHOTO.

SAMP (CDCl3} & wacr./mmm: 1,72 (1H, d, J=14,0 T'm), 3,05 (1H, dd, I =4,7,
14,0 I'm), 3,82-4,50 (4H), 4,19 (1H, d,g, J=11,3 T, 4,29 (1H, dup, I=11,3 Tw),
6,56 (1H, s), 6,80-7,90 (16H), 8,09 (1H, s), 8,95 (1H, s).
max (EVIEOM): 3465, 1709, 1637, 1599 cm~L.

MS (FAB) (m/z): 623 (IM+H] *).

OnementH apamms (C3cHyaN,FS,0,¢0,2 CH,CO,C,Hy): paccanrano: C
67,15, H 4,50, N 4,37, F 2,97, S 10,01%; obumapyxeno: C 67,11, H 4,64, N 4,45, F
2,79, S 10,04%.

HK-cmextp v
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Ilpumep 186 (cnocof U-1)

o

Q o]
MsCl
HOW- OMe — o~ mson OMe _ASK Acs—o)kOME ...””"“‘_OM‘*__,
NBoc NBoc NBac 2) |
2 66 67

_hymscr

o
SnCl, O S'Oq/\NHZ “~ N s

NaOH

71 72

(1) 2 - 66

K pactBopy mMetmnosoro s¢mpa N-BOK-rugpokcu-L-nposmra (2) (10,60 r,
43,22 MMong), ONMCAHHOTO B IpHMepe 1, B Terparuapodypare (80 M) podasasror
OpH OXAaXAEHUH JBIOM MeTancyabhormwxoprg (5,45 r, 47,58 mmong) u
tpusTaiamus (4,82 1, 47,63 MMO/IH) H IONYIEHHYIO CMECh NTEPEMEIHBAIOT B TEUEHUE
3 4. K peakumonsoi cMecn pobasngior stwraverar {100 . Ocagok
OT(WIBTPOBHIBAIOT W DIIBTPAT KOHIICHTPUPYIOT B BakyyMe. OCTaToK
xpoMarorpadupyIoT Ha KOJMOHKE C CHUIMKAreaeM (rexcad:atwiaanerar, 1:1), monydas

10,20 r (73,0%) uenesoro coenunenns (66).
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(2) 66 ~ 67

K pacreopy coegurennga (21) (10,10 r, 31,23 mMons) B N,N-
mamernndopmamune (31 »n) gobasasror mpu 60°C TnoaneraT marpus (4.4 T,
38,53 MMOJI9) ¥ TOTYYEHHYIO CMECh NEPEMEIIHBAIOT B TEUEHHE 3 U, TONNEPKUBAs
TEMIIEPATYPY HA TOM X€ YPOBHE. PEakIMOHEYIO CMECh OXJAXIAIOT A0 KOMHATHON
TEMIIEPATYPHI, pa3baBisior sTwianeratoM (200 M), TPOMBIBAIOT BOLOM ¥ COJEBBIM
PAacTBOPOM, CYIIAT HAJ CyJb(aTOM HATPUS M KOHUEHTPHPYIOT B BakyyMe. QcTtatok
XpOMATOrpadEpPYIOT Ha KOJIOHKE ¢ cHIMKareaeM (rekcan:stunanerar, 3:1), monyuas
7,10 v (75,0%) neneroro coenunenna (67).

SAMP (CDCly) & wacr./mum: 1,41 (3/5x9H, s), 1,46 (2/5x9H, s), 1,97 (1H,
m), 2,72 (1H, m), 3,34 (H, m), 3,74 (3H,c), 3,97 (2H, m), 4,29 (3/5x1H, t,
I=7,4Tw, 4,37 (2/5x1H, 1, I=7,4 ['w).

(3) 67 - 68

K pacreopy coepunenms (67) (7,10 r, 23,40 MMO/I49) B TOAYOJIE IO KAJISM

pobasnsror B TeueHre 10 MHH 1M pacTBop MeTmiata HaTpUS B MeTaHoue (25 wr) w

HNOTY9IEHHYH) CMECh MEPEMENIMBAIOT B TEUEHHE 15 MWH, NOANEPXMBAS TEMIEPATYDY Ha

TOM Xe ypoBHe. K peakuuonsno# cMecn mpu -25° C gobasisior
2-cbermnbensmmomuy (8,0 1, 27,20 Mmos) B Tomyone (15 M1) M HOIYUEHHYIO
CMECh HATPEBAIOT 0 KOMHATHOM TEMIEPATYPHI M IIPEMENIMBAIOT B Tedenue 1,5 q.
PeakmoHHYH0 CMECh BBLIMBAIOT B JeAsHy0 sogy (100 ma) u 3KcTpardpyior
sTunanetaroM (300 ma). OpraHEUYecKHi C/0H NPOMBIBAIOT BOAOH ¥ COICBEIM
pacTBOpOM, Cymar Haj CyJb(aToM HATPUd H KOHIEHTPHPYIOT B BakyyMe. OCTaToK
XpoMarorpadupyioT Ha KOJOHKE C CHIAKaresaeM (rexcaH: 3TWianerar, 5:2), moaygas
9,92 r (99,1%) nenesoro coeqmuenus (68).

AMP (CDCl3) & wacr./mnm: 1,39 (3/5x9H, s), 1,44 (2/5x9H, s), 1,76 (1H,
m), 2,35 (1H, m), 2,59-3,19 (2H), 3,53-3,80 (1H), 3,70 (3H, s), 3,73 (2H, ),
4,15 (3/5x1H, t, J=7,9 I'w), 4,21 (2/5x1H, t, J=7,9 '), 7,22-7,48 (9H).
(CHCl3): 1750, 1692, 1403 cm™ L.

OnementHbi# ananus (C,,HygNSO,4+0,1H,0): paccaurano: C 67,14, H 6,85,
N 3,26, S 7,47%; obrapyxeno: C 67,00, H 6,88, N 3,33, S 7,48%.

HK~-coexrp v,..
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(4) 68 - 69

Coenurenue (69) mony9arOT aHATOTHYHO TOMY, KaK ATO OIIHUCAHO A9 CHHTE3a
coegurenns (4) B npumepe 1, ¢ ucnoabp3oBanmeM coennnenns (68) B Kauecrae
HCXOQHOTO.

AMP (CDCly) & wacr./min: 1,30 (1H, m), 1,45 (9H, s), 2,12 (1H, m),
2,83-3,00 (2H), 3,50-3,65 (3H), 3,73 (1H, dpg, 7=12,7 T'w), 3,76 (1H, dag:
I=12,7 Tw), 3,85 (0H, m), 4,91 (1H, ymmp.s), 7,22-7,49 (9H).

(5) 69 -~ 70

Coepmnenne (70) NOIYYAI0T AHANOTHYHO TOMY, KaK 9T0 ONHCAHO IS CHHTE3a
coenunerns (5) B npumepe 1, ¢ HCMONB30BAHAEM coenuHenus (69) B KauecTee
HCXOIHOTO.

SIMP (CDCly) & wacr./wm: 1,45 (9H, s), 1,69 (1H, m), 2,15 (1H, ymmup.s),
2,86-3,08 (2H), 3,25-3,90 (61D, 7,22-7,50 (9H).

UK -cnextp v, (CHCI): 2105, 1685, 1397 v\

DIeMEHTHRIN AHAIHS (C23H28N4802): paccugrano: C 65,07, H 6,65, N 13,20
S 7,55%; obuapyxeno: C 64,95, H 6,67, N 13,16, S 7,54%.

(6) 70 -~ 71

3

Coeaunenue (71) NONYUAIOT AHATOIMYHO TOMY, KK 3TO OIIACAHO /IS CHHTE3A
coemvnenua (8) B mpumepe 1, ¢ ucnonp3opaEneM coexurerns (70} B XauecTse
HCXOIHOTO.

AMP (CDClg) & wacr./mrm: 1,30-1,60 (3H), 1,45 (9H, ), 2,20 (1H, m),
2,76-3,06 (4H), 3,55-3,95 (4H), 7,22-7,49 (9H).

(771 - 72

Coenmnenne (72) noaydarOT aHAJIOIMYHO TOMY, KaK 3TO OLKACAHO /S CHHTE3A
coemquAeHnd (9) B npumMepe 1, ¢ UCHOIb30BaHMEM coenuHeHHs (71) B KagecTse
ucxoguoro. IosydeHHROE COENMHEHNE NEPENCAXAAIOT ITHIALIETATOM 7 TeKCAHOM, a
38TEM IIPOMBIBAIOT TEKCAHOM.

AMP (CDC13) & macr./mnu: 1,48 (10H, s), 2,33 (1H, m), 2,91-3,01 (2H),
3,41 (1H, m), 3,66 (2H, m), 3,75 (1H, d,p, J=13,2 ['m), 3,77 (IH, d,g, T=13,2
'y, 4,04 (1H, m), 7,22-7,50 (9H), 7,53 (2H, d, ]=8,2 I'm), 7,82 (1H, s), 7,94
(2H, d, J=8,2 I'u), 8,66 (1H, ymup.s).
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WK -cnexrp v (KBr»: 3396, 3116, 1751, 1709, 1664, 1610, 1540, 14035,

1161 e L,

max

Onementheni agamm3 (Cy,H35N38,04540,05CsH4+0,8H,0): paccumrasno:
C 63,53, H 5,80, N 6,48, S 9,89%; obuapvxeno: C 63,43, H 6,05, N 6,73, S
9,91%.

(8) 72 - 73

Tpoussonnoe ruapoxiaopuga (73) mosydarT agaaOryyHo TOMY, Kak 3TO
OIIMCAHO IS cwHTe3a coenmuenus (10) B npumepe 1, ¢ MCIONB30BAHAEM COCOMHACHHT
(72) B KauecTBe HCXOHHOTO.

£, 201-203°C

SIMP (JIMSO dg) & gacr./man: 1,50 (1H, m), 2,28 ({H, m), 2,91 (1H, m),
3,33 QH, m), 3,59 (2H, m), 3,68 (1H, m), 3,79 (2H, s), 7,22 (1H, m), 7,30-7,52
(8H), 7,71 (2H, d, 1=8,5 T, 7,84 (1H, ), 8,03 (2H, d, J=8,5 'm}, 2,02 (1H, ¢,
1=54 T, 9,18 OH, ymup.s), 9,55 (iH, ymup.s), 12,54 (1H, ymnp.s).

HK-criexTp v (KBr): 3373, 2915, 2723, 1750, 1702, 1644, 1610, 1540,

max
1320, 1289, 1156 o™ L.

AnementHoi adanu3 (CygHogN38,C104¢0,8H,0): paccurano: C 60,00, H
5,14, N 7,24, Cl 6,11, S 11,05%; obrapyxeno: C 60,02, H 5,28, N 7,42, C1 5,97, §
11,03%.

(9) 73 - -1

Coemuueune (M-1) moayyaroT aHaJOTAYHO TOMY, KAK 3TO OMHCAHO A8 CHHTE3a
coemmerus (A-1) B npmMepe 1, ¢ BCIO/Ib30BaHMEM HAPOXIIOPHIA (73) B KauecTBe
MCXONHEOTO coeaunenns. [loay1enHoe CoquteHIE IePEOCaXIAI0T HTHIAUCTATOM K

TeKCAHOM, 4 34TEM IIPOMBIBAIOT TEKCAHOM.

SAIMP (CDCl3) & wacr./mm: 1,52 (1H, m), 2,42 {IH, m), 2,93 (1H, t,

7=10,3 I'm, 3,09 (IH, m), 3,29 (1H, dd, 1=6,7, 10,4 ', 3,44 (1H, m), 3,65 (1H,

dyp, 1=12,9 Tw), 3,70 (11, dyp, J=12,9 Tw), 3,83 (1H, m), 4,41 (1H, o,
7,06-7,45 (13H), 7,52-7,67 (3H), 7,73 (1H, s), 7,79 (1H, m), 7,88 (2H, d, 1=8,4
'), 8,30 (1H, t, J=4,8 T'w).

UK -cnekrp v (KBr): 3395, 1749, 1708, 1658, 1621, 1597, 1283, 1150
-1

max

CM
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OnementHbl aHamua (CyyH3sN3FSy0440,2CcH,4+0,4H,0): paccaurano:
C 68,03, H 4,86, N 5,38, F 2,43, S 8,22%; obuapyxeno: C 68,02, H 5,05, N 5,63,
F 2,52, 8 8,22%.

Coemmuerue (M-2) CHHTE3HDYIOT AHAIOTHYHO TOMY, KaK 3TO OMKCAHO BHILIE.

Pesynbrar npencrasiel B tabaune 24.

Tabnuua 24
T
N s
R'S N, HJK@\&‘\(NH
N o
Coe. -R1- -yl-y? AMP (CDCly), & wacr./wx
Ne
-1 O %9 3,65 (1H, dyp, J=12,9 Tw), 3,70 (1H,
O O O dppg, 7=12,9 T, 7,73 (1H, s)
F
-2 °o 3,67 (2H, ), 7,75 (1H, s), 7,90 (2H,
©/\ O O dpp, J=8,2 ')

IIpuMep 188 (cmocob U-2)

0
OMe
16

O
OMe
S""
o
74

(1) 16 -~ 74
Coepunenve (74) CHHTE3UPYIOT aHAJIOTHYHO TOMY, XKaK ATO OOHMCAHO B OpPHMEpPE

186, c Bcronbp3oBaHKWEM coeuHeHus (16) B KauecTBe MCXOMHOTO.
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AMP (CDCl3) & wact./man: 1,39 u 1,44 (9H, xaxgeni s), 1,90-2,13 (2H),
3,03-3,28 (2H), 3,55-3,76 (1H), 3,71 (3H, s), 3,73 (2H, s), 7,22-7,48 (9H).
. -1
iy (CHCILy): 1745, 1692, 1401em™ ",
[lx]D=-9,6° (1=23°C, c=1,012, CHC13).

HK-conexTp v

Onementabrit asamus (Coy HygNS04#0,1CHe): paccunrano: C 67,87, H
6,85, N 3,22, S 7,36%; obuapyxeno: C 67,86, H 6,95, N 3,33, § 7,23%.

(2) 74 - -3

Coepunenne (M-3) CHHTE3HPYIOT AHAJIOTHYHO TOMY, KAK 3TO ONUCAHO B
apuMepe 186, ¢ ucnonb3oBauueM coeguuernd (74) B KAaUuecTBe MCXOZHOTIO.

AMP (CDCl3) & wacr./mMan: 1,90 (I1H, m), 2,35 (1H, m), 2,90-3,08 (2H),
3,25-3,40 (2H), 3,60-3,75 (1H), 3,69 (2H, m), 4,30 (1H, m), 6,26 (1H, m),
7,10-8,00 (22HD, 9,46 (1H, s).

(uyitom): 1749, 1710, 1597, 1160 cm™ L.

Onementeid asamms (CyoH3,N3FS30.+0,5H,0): paccanrano: C 62,98, H
4,40, N 5,25, F 2,37, S 12,01%; obuapyxeno: C 63,21, H 4,61, N 5,27, F 2,34, S
11,81%.

WK-CHeKTp V..

Coemunenns (M-4) - (M-10) cuHTE3MpYIOT aHAJOTHIHO TOMY, KaK 5TO OIHCAHO

BBINIC, Pe3y/IbTaThl IPEACTABACHH B Tadauie 25.
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Tabauua 25

O sq X;X:\SJ&H
it

Coern. Ne x!-x2- B SIMP (CDCly), & wacr./mim
1-3 O 3,60 (2H, m), 6,26 (1H, m)
N7 \©\
H
-4 Os?® S 13,69 (2H, m), 6,26 (1H, m)
’AN/ N
H
U-5 T O 3,65 (1H, d,p, J=12,9 Tw), 3,68 (1H, d,p,
/‘H’U\©\ ¥=12,9 Tm, 7,90 (IH, s)
1-6 o S 3,65 (1H, dup, I=13,0 Tw), 3,68 (1H, d,p,
/\N)K©\ 1=13,0 T, 7,06 (2H, t, I=8,4 ['w), 7,91
Ho L (2H, d, J=8,4 T'p
-7 @ O (3,66 (2H, m), 7,89 (1H, )
<N S
H 1y
u-8 i S |3,67 2H, m), 7,67 (1H, s)
/\N S
H%‘
u-9 s O |3,66 (H, dyp, 1=12,9 T, 3,71 (H, dup,
N J=12,9 'y, 7,69 (IH, 8)
-10 % s S [3,66 (1H, d,p, I=12,9 Tw), 3,71 (1H, dp,
'Y 7=12,9 I'm, 7,54 (1H, s)

[Ipumep 196 (cmocob K-2)

®

O

OMe
(D

© &o,
K-1
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(1) 74 - K-1

IMocne rupposnaa cIoxHOTO 3¢upa coequuenna (74) coemunenne (K-1)
OOaYy9aloT aHAIOIHYHO TOMY, KAaK 3TO ONMUCAHO B npuMepe 142 win B nmpuMepe 149,

AMP (CDCly) & wacr./mim: 2,04 (1H, td, J=8,4, 13,2 I'n), 2,58 (1H, ddd,
J=3,6, 6,3, 13,2 I'n), 3,08 (1H, dd, J=+6,9, 10,8 T'm), 3,26 (1H, m), 3,42 (1H, dd,
J=6,9, 10,8 I'w), 3,70 (2H, s), 4,89 (1H, dd, J=3,6, 8,4 I'm, 7,12-7,86 (21H),
7,81 (1H, s), 8,89 (1H, ymup. s), 9,43 (1H, ymup.s).
(CHCl3): 3393, 3182, 1745, 1704, 1652, 1516, 1414 eM L

DNeMENTHEIA AHANH3 (C42H32N3FS205-0,2H20): paccuurano: C 67,67, H
4,38, N 5,64, F 2,55, S 8,60%; obuapyxeno: C 67,65, H 4,57, N 5,82, F 2,35, §
8,36%.

HK-crextp v .

Coemunenng (K~2)-(K-06) CHETE3UPYIOT aHAJIOTHIHO TOMY, K4X OTO OIIMCAHO

Bhitne. Pe3yabraTel npeacrassicusl B Tabnaune 26.

Tabuauma 26
o]
X1-x2
O s...CI’ MNH
N 0 S\(
= p‘
SRS
Coenr. No -x!-x2- B SMP (CDCly), & uacr./mnn
K-1 o /©/ 0 |3,70 (2H, ), 7,81 (1H, s)
)J\N
H
K-2 o) Q/ S 13,70 (2H, s), 7,59 (1H, s)
)I\N
H
K-3 O M O (3,71 (2H, s), 6,97 (1H, d, I=4,2 T, 7,91
)LQQ\ (1H, s)
K-4 o S | (IMSO-d,) 3,76 (2H, s), 6,84 (1H, d,
N i}
)LHJEQ* 1=4,0 Tw), 7,83 (1H, s)
K-5 i O |3,61-3,73 (3H), 6,82-6,91 (1H), 7,80-7,87
NO\ (2H)
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[Tponomxenune Tadm.23

Coen. Ne -xt-x2- B SMP (CDCl), & wacr./mH

K-6 0 S [3,60-3,73 (3H), 6,68-6,74 (1H), 7,79-7,87

/LLI\O\ (2H)

K-7 O S |[3,71 (2H, s), 7,53 (1H, s)
2T

Mpumep 203 (cooco6 H)

o Q o
1) MsClI 1) PhsP
Hodoule N3""<,\r¢OMe e e OMe
Bac 2) NaN3 oc 2) H;0 NBoc
16 75 76
CHO
OAOM e T1JHCHO N“ CHL Me
NBeoc
2} NaBHq : 2) NaBH,CN NBoc
O 0

(1 16 - 75

Coeguaenne (75) CHHTE3HDPYIOT aHAJOTHYHO TOMY, KAK 3TO ONHCAHO AL

cuHTe3a coenmueHna (5) B mpuMepe 1, ¢ ucnoas3oBanueM coexudenus (16) B

K4aueCcTBE HCXOAHOTO.

SIMP (CDCl3) & wacr./mmn: 1,42 u 1,47 (9H, xaxpawnit 5), 2,18 (1H, m),

2,33 (IH, m), 3,42-3,74 (2H), 3,74 u 3,75 (3H, kaxnos 5), 4,19 (1H, m),
4,30-4,46 (1H).

(2) 715 - 76
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K pacrsopy coenmmucuus (75) (9,25 r, 34,22 mmong) B Terparnapodypane (130
s} goGasasror Tpudenundocdus (9,0 T, 34,31 MMOIS) H MOTYIEHHYIO CMECh
MepeMEINHBAKOT B TeUeHUe 2 MHEH NPH KOMHATHOW Temneparype. K nosygeHHO#
cMecH fobapiaaioT Bogy (20 M) M CMECh KMOSTST ¢ OOPATHEIM XOJOAMIBHUKOM B
teuerne | u. CMmech pa30aB/ISOT STUIANETATOM, IIPOMBIBAIOT BOJOH H COJEBEIM

pacTBOpOM, CyIIAaT Haj Cy/JI6(haTOM HATPHS W KOHIEHTPHPYIOT B Bakyyme. QCTaTOK

XpoMarorpad¥pyIoT Ha KOJOHKE ¢ CHIrKareaeM (xmopodopm:MeTtaHos, 9:1), noayuas

8,79 r (>100,0%) coepuuenns (76).

AMP (CDCly) & wacr./mm: 1,41 u 1,46 (9H, xaxuer s), 1,90-2,19 (2H),
3,00-3,23 (1H), 3,62-3,78 (2H), 3,73 (3H, s), 4,32-4,46 (1H).

(3) 76 - 77

Coepgunenue (77) DonydarOT aHAJOTMIHO TOMY, KaK OTO OIMHCAHO JUIS CHHTESA
coemuuenns (55) B mpumepe 173, ¢ ucnonpsoBanueM coeguHenud (76) B KayecTse
HCXOJHOTO.

AMP (CDCl3) & wact./mae: 1,41 7 1,46 (9H, xaxmei s), 2,00-2,20 (2H),
3,14-3,35 (1H), 3,60~3,80 (1H), 3,72 u 3,73 (3H, xaxauii s), 3,77 (2H, s),
4,30-4,48 (1H), 7,22-7,38 (SH).
max (KBD): 3319, 1747, 1699 cm™ L,

Qnementrrnt ananns (C gHqgN,04): paccunraro: C 64,65, H 7,84, N 8,38%;
obuapyxero: C 64,38, H 7,84, N 8,36%.

(4) 77 - 78

Coeaunenue (78) NONYYAIOT AHAJIOTHYHO TOMY, KAK 9TO OIMCAHO JJIS CHHTE3a

HK-cnektp v

coemuueHng (56) B mpumMepe 173, ¢ ucnonbp3oranmeM coegraerns (77) B KauecTse
MCXOMIHOTO pEearcHTa.

AMP (CDCl3) & uacr./mnu: 1,42 u 1,47 (9H, xaxuwii s), 2,11 (3H, s),
2,15-2,28 (2H), 3,12-3,42 (2H», 3,48 (2H, s), 3,74 (3H, s), 3,75-3,91 (1H),
4,33-4,48 (1H), 7,30 (SH, m).
max (B TUTEHKE): 1749, 1702, 1397 em™

Onemertabi anamms (Ci9H,gN,0,): paccunrano: C 65,49, H 8,10, N 8,04%;
obuapyxeno: C 65,35, H 8,13, N 8,11%.

(5) 78 - H-1

HUK-cnextp v
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Coepnuenue (H-1) moaydaloT aHAJOTHYHO TOMY, KAK 5TO OINHCAHO IS CHHTE3a
coequnennd (A-67) u3 coemnyenns (17) B mpumepe 67, ¢ HCIIOIB30BAHHEM
coemuueHnd (78) B KaUeCTBE MCXONHOTO.

AMP (CDCI3) & wacr./mau: 2,08 (3H, s), 2,10-2,30 (2H), 3,22-3,87 (7H),
4,72 (1H, t, J=8,6 T, 7,07 (2H, t, J=8,5 T'w), 7,17-7,32 (5H), 7,61 (1H, dt,
J=1,8,7,2TI'm, 7,73 (1H, ), 7,78 (2H, m), 7,90 {2H, d, I=8,2 Tw), 8,24 (1H, ¢,
J=4,5Tu).

UK-cmextp v (KBr): 3400, 1749, 1707, 1656, 1662, 1596 cm™ L.

Onementrbri ananus (CygH34N,FS05+0,4H,0): paccumraro: C 66,73, H
4,98, N 8,19, F 2,78, S 4,69%; obnapyxcno: C 66,67, H 5,03, N 8,33, F 2,59, S
4,74%.

Coemmuenna (H-2)-(H-21) noayuyaloT aHaJOTHYHO TOMY, KaK 3TO ONMHCAHO

max

BBIIIE., Pe3yapTaTel IPEACTABICHB B Tabaunax 27-29.
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Tabnouua 27

Coen. No Rl Rrl16 - SMP (CDCly), b wacr./min
H-1 Me 2,08 (3H, s), 7,36 (2H, d, I=8.5
Tw, 7,73 (1H, s)
H-2 ©/\ Me 2,11 (3H, s), 7,34 (2H, d, 1=8,5
I'w, 7,50 (IH, s)
H-3 3,51 (2H, d,g, J=13,8 I'm), 3,61
(2H, dAB’ J=13,8 PH), 7,73 (1H,
H-4 Me 0,93 (3H, d, J=6,3 I'm), 0,99
Me>— (3H, d, J=6,6 T'w), 7,84 (2H, d,
H-5 @/\ Me 0,79 (3H, d, J=6,3 T, 0,85
Me> \ (3H, d, J=6,6 T'w), 7,84 (2H, d,
H-6 O 3,33 (1H, d,p, J=13,2 Tw), 3,45
O Me (1H, dyg, J=13,2 Tm, 7,67 (1H,
5)
H-7 O 3,39 (1, d,g, 1=13,5 T, 3,51
O Me (I1H, d,p, I=13,5 Tm), 7,44 (H,
g)
H-8 O 0,78 (3H, t, J= 6,9 I'm), 3,40
| O Et (1H, d,5, J=14,4 Tw, 3,57 (1H,
dag, J=14,1 T
H-9 O Me 0,86 (6H, t, J= 6,9 T1), 7,85
O ) (1H, t, 1=8,4 T’
Me
H-10 O Me 3,74 (1H, s), 7,68 (1H, s)
O |
H-11 O Me 0,73 (3H, dup, 1=3,6 I'm, 0,75
I (3H, dpg. =39 Tw), 7,85 (2H,
O Me d, J=8,4 T
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Tabauna 28

0 O
16
R\ N SJ{NH
Nh H P
, N 0
R! 0 0

Coen. Ne R! X | SMP (CDCly), & gacr./mn

H 4,57 (1H, ), 7,71 (1H, s}

H-12 O | O

Z

5
T F %
(=}

H (4,98 (1H, ), 7,69 (1H, s)

H-13 O | O

H-14 H {519 (1H, s), 7,70 (1H, s)
fh

H-15 Me Me H |0,75 (6H, d, J=6,6 Tn), 0,83
N W (6H, d, 1=6,3 I'm), 7,89 (2H, d,
H-16 i H |7,67 (H, s)
.
H-17 Me F 4,95 (1H, s), 7,73 (IH, s), 7,86
W (2H, d, 1=8,2 Tw)
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Tabauna 29

O O
16 K
R\N".C‘fﬁ e /S NH
’ N
R e o)
Ly I
Coex. No R X SAMP (CDCly), & gacr./MiH

H-18 H }0,79 (6H, d, J=6;6 I'm), 0,85 (6H,

d, 7=6,6 T'w), 7,74 (1H, s)

H |3,47 (2H, s), 6,43 (1H, d, J=15,8
I'w, 7,72 (14, s)

H (0,91 (6H, 4, J=6,6 I'm), 5,06 (1H,
yomp.s}, 7,80 (1H, s)

F |4,98 (1H, ), 6,45 (1H, d, J=15,5
I'm, 7,73 (1H, s)

Ipumep 224 (comocob O)

=
. N S\\{
N OMe P Nt N H
GRS - L
) T
F

(1) 78 - O-1
[Tocre ruxponrsa caoxHoro adupa coegunenns (78) coegunenge (O-1)
CHHTE3HPYIOT AHAJIOTHUHO TOMY, KaK 3TO OMHMCAHO B IpuMepe 142 win B npumepe

149,
AMP (CDCly) b gact./mar: 2,11 (3H, s), 2,23 (1H, m), 2,80 (1H, m),
3,22-3,48 (3H), 3,53-3,68 (2H), 5,03 (1H, d, I=7,8 T'w, 7,18 (2H, t, J=8,6 T,
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7.22-7.31 (5H), 7,40 (2H, d, J=8,6 I'm), 7,49-7,70 (5H), 7,85 (2H, d, J=8,8

I'm, 7,87 (2H, m), 9,59 (1H, s).

1 (KBr): 3444, 3180, 1702, 1651, 1623, 1595 cm™ ",
DneMentusni ananus (Cy,Hq N4FS50,40,5H,040,07CHCL3):

paccanrago: C 63,96, H 4,64, N 8,05, F 2,73, S 9,21, C11,07%; obxapyxeno: C

63,97, H 4,76, N 8,14, F 2,72, § 9,07, (1 1,11%.

Coemuucnus (0-2)-(0-5) CHHTE3MPYIOT aHAJOTHYHO TOMY, KaK 5TO OMHCAHO

HUK-crexrtp v

BBIE. PeayapTaTh npencrasacHsl B Tabue 30.

Tabauna 30

0

RY N S

e T H B

R} o)
‘ .,
Coen. No R! RO} B IMP (CDCl,), & wact./mnan
3

0-1 Me | S |2,11 3H,s), 5,03 (1H, d, J=7,8 Tw),
©/\ 7,18 (2H, d, J=8,6 T, 9,59 (1H, )

0-2 O Me | O [3,290 (1H, d,p, J=13,5 I'w, 3,47 (1H,
O dpp J=13,5I'm), 7,76 (1H, )

0-3 O Me | S [3,30 (1H, dyp, J=13,2 Tw), 3,48 (1H,
O dap, ¥=13,2Tw, 7,58 (1H, s)

0-4 O Et | O 10,78 (3H, t,J=6,9 T'w, 4,87 (1H, 4,
O 1=75Tw, 9,48 (1H, s)

0-5 O Et | S |0,78 3H,t,J=6,9T'w, 4,88 (1H, d,
O 1=7.8 T'w), 9,50 (1H, s)
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Hpumep 229 (cnoced IT)

0
1) SOCI,/EtOH LiIHMDS
OH OEt ——»
NH 2) (Boc),0
C

Ei3N, MAI‘[ o
79 ll 80

o 0
N P
2) El3SiH, NBoe 06
BF3- Efzo O O
F

(1) 79 - 80

L-nupornyraMuHoBy0 kKucaoty (79) mepeBogdaT B 3TWIOBBIA 3(Up O METOAY,
omnucanuoMy B gureparype (J. Org. Chem., 45, 815-818 (1980)). K pactsopy
3THWIOBOrO admpa L-muporayraMusoBoi kucaots (8,85 r) 8 guxiopmerane (70 mun)
A00ABISIOT P KOMHATHON TeMnepatype TpusTiiamud (4,71 1),
mw-Tper-Oytwinukapborar (15,5 M) u 4-guMmermnaMusonupaaue (IMAIL, 4,13 1) u
NOJYYEHHYE) CMECh IEPEMEINABAIOT B TeéUeHHe 4 4. PACTBOPHTEND YIANSIOT
KOHIEHTPHPOBaHHEM B Bakyyme. OcTaTtok xpoMarorpadupyroT Ha KOJOHKE C
CUJIMKareaeM, moaygad 13,73 r (92%) uenesoro coequuenusa (80).

AMP (CDCI3) & gacr./mam: 1,30 (3H, t, J=7,2 '), 1,50 (9H, s),
1,97-2,10 (1H), 2,23-2,27 (3H), 4,24 (2H, q, J=7,2 T'w, 4,60 (1H, dd, I=3,0,
9,3 T'mw).

(2) 80 - 81

K pacrBopy coennnenus (80) (500 mr) B Terparuapodypane (10 mr)
robasnasior npu -78° C 6uc{rpuMerwiciamt)amun autug (IM pacTeop B
terparaapodypane, 2,14 M) ¥ CMeCh HEPEMEMMBAOT B TeucHue 1 9, MogIepXuBas
TY Xe TeMrneparypy. K pacreopy nofasngwor 2-(mogmerun) gudennn (686 mr) B
terparagpodypane (2,5 M) ¥ DONTYUEHEYI0 CMech IepeMelIuBaloT B Teuenue 1 u,
TOAREPXUBad Ty ¢ TeMnepatypy. K nonyuenHoi cmecy Jo0aBaSIOT HACHINIEHHBLI
BOIHEIA PACTBOD XJIOPHA AMMOHMS M CMECh PACIIPEENIIOT MEXNY BOJOH H

stuwaneraroM. OpPrauudecKyit cJ0i TPOMEIBAFOT COJIEBBIM PACTBOPOM, CYLIAT HAX
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cynbdaToM Marsdg W KOHIEHTPHPYIOT B BakyyMe. OCTATOK XpoMaTorpadupyIoT Ha
KOJIOHKE € CHAKKareneM, noaysas 576 mr (70%) rpaHcu3oMepa IEIEBOTO
coennrerns (81) n 190 mr (23%) umc-w3omepa, KOTOPHIH SBIFETCH NHACTEPEOMEDOM
LEJIEBOTO COCAHHEHHS.

AMP (CDCly) 8 wact./mum: 1,23 (3H, t, J=7,2 Tw), 1,46 (9H, s), 1,55-1,71
(1H), 1,74-1,86 (1H), 2,59-2,77 (2H), 3,40 (1H, d, J=9,9 '), 4,15 (2H, q,
I=7,2Tw, 4,34 (1H, dd, J=1,5, 9,5 '), 7,18-7,45 (9H).
max (CHCl3): 1788, 1742 cm7L,

MS-BP(FAB) (m/z): Cy5HogNNaO; [M+Na]) *: paccuntano: 446,1943;
obrapyxeHo: 446,1950.

(3) 81 - 82

K pacrBopy coegmuenua (81) (500 mr) B rerparugpodypane (6 mi) npu

UK -coexTp v

-78°C pgobasnaioT TpuaTHIOOprunpur nutus (LM pactsop B Terparmapodypane,
1,42 M1) ¥ NONYYEHHYIO CMECH MIEPEMELIHBAIOT B TeueHHe 3() MHUH, OANEPXKUBAS TY
xe temneparypy. [Tocie fo0aBieHnAd K CMECH HACHIIIEHHOTO BOZHOTO PACTBOpPA
ruppokapOonara Harpua (1,42 M) IpH TOM Xe TEMIIEPATYPE K MOJYUEHHOH CMEcH
nodasagroT 30% -Hbill BOXHBIE PaCcTBOD Mepoxcuna Bogopoaa (5 xanens) u
NOJIYHEHHYIO CMECh IEPEMEIINBAIT B TeUeHre 45 MUH NPH OXJAXIACHUH JIBIOM.
PacTBOpHTED VAAISIOT KOHUEHTPHPOBAHHEM B BakyyMe. OCTATOX pacTBOPIIOT B

xopodopMe B TOAYISHHYIO CMECh MMPOMBIBAIOT BONOM, CyIaT Haf CyibdhaTom

MarHud W KOHIEHTPHPYIOT B Bakyyme. OCTaTOK pacTBOpgioT B amxaopmerane (15 wmur).

K nonyuennoi cMecu mpu -78°C gobasnaror tpustwicmaan (0,189 M) u admpar
rpuchropuga 6opa (0,165 M) H MOJYHYEHHYK) CMECH ITEPEMEIHBANOT B TedeHHe 30
MHH, DOJAEPXUBAY Ty XKe TeMneparypy. K peakumoHHON cMeCH BHOBL 00aBJISIOT
rpustancinan (0,189 mi) u adupar TprdTopuaa Gopa (0,165 M) ¥ cMech
nepememmBaroT B Teuernue 1 o npu -78°C. K cMecu fofasagioT HACHIMEHHEIH
BOJHEI pacTBOp rEApokapOorara Harpud (2 M) M BLUIMBAIOT B CMECH HACHIIEHHOLO
BOIHOTO PacTeopa reppoxapbonara Hatpud v xaopodiopma. Bogustit ciod
aKcTparnpy:oT xiopodopmom. O6beMHEHHBIA SKCTPAKT CYIIAT HAJ CyabdhaToM
MATHHS ¥ KOHIEHTPUPYIOT B BakyyMe. OcraTok xpoMartorpadupyoT Ha KOJIOHKE C

CIIHKATeaeM, nonydas 349 mMr (72%) neaesoro coenanenus (82).
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AMP (CDCly) 8 wacr./mma: 1,21 (2/5%3H, t, 1=7,2 Tw), 1,23 (3/5x 3H, t,
T=7,2Tw, 1,37 (3/5x9H, ), 1,42 (2/5x9H, s), 1,61-1,89 (2H), 2,28-2,46 (1H),
2,57-2,97 (3H), 3,40-3,57 (1H), 4,00-4,25 (3H), 7,17-7,45 (9H).
nax (CHCL): 1690, 1739 cm™ .

MS-BP(FAB) (m/z): C,5H3NO, [M+H] * paccunrano: 410,2331;
o0HapyxeHo: 410,2341. -

(4) 82 - IT-1

Coepnuenne (I1-1) moay9aroT aHAIOTHIHO TOMY, KaK ATO OIMCAHO IS CHHTE3a

HK-ciexrp v

coepunerns (A-67) u3 coegmnenud (17), ¢ ucnoap3opandeM coeguHeHnd (82) B
KAYECTBE MCXOTHOTO.

AMP (CDCly) & wact./mmm: 1,62-1,85 (2H), 2,38 (2H, quint, J=7,2 Tw),
2,61-2,80 (2H), 2,86 (1H, dd, J=7,1, 10,7 Tw, 3,25 (1H, dd, J=7,1, 10,7 T'w),
3,43 (1H, ddd, J=4,3, 9,5, 13,8 T'w), 3,67 (1H, ddd, J=3,0, 4,8, 13,8 T'm),
4,33-4,47 (1H), 6,99-7.65 (17H), 7,73 (2H, dd, 1=5.,4, 9,0 I'w), 7,85 (2H, d,
J=8,4 Tw), 8,25 (1H, t, I=4.4 ), 8,85 (1H, yurup.s).

HWK-cnekrp v (KBr): 1750, 1708, 1659, 1616 em L

max
Anemenrnsi ananm3 (Cy3H34N3FS04+0,3H,0): paccuurano: C 70,82, H
4,78, N 5,76, F 2,61, S 4,40%; obuapyxeno: C 70,87, H 4,93, N 5,61, F 2,32, S

4,33%.
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Hprmep 230 (cnocob [1-2)

[o} O
1) MsCl 1) LiBHy
NBoc 2} EtzNCN NBoc 2) TBSCI oc
16 83 84
oT8s " C]/\OTBS
MOHCU. NEmOTBS NaBH; CN(\ ‘;. NBoc
85

1) BugNF 0\,...0"% 0\.,,.0/11 s*NH
—_ O NBec —_—, N o Z
2) MsCl O O * o)
e Qe
F

(1) 16 - 83

K pactBopy coemumenusa (16) (5 r) B Terparugpodypase (60 M) 106aBIMIOT
IPH OXJIAXIEeHHH JbIoM TpusTuiaMud (3,69 mn) u mMetaHcyIbdbormIXTOpRa (1,89
MJI) ¥ TTOJIYYEHHYI0 CMECH IIEPEMEITHBAIOT B TeueHne 30 MHE, NOANEPXUBAS TV XKe
TeMIeparypy. PeakIiHOHHYIO cmecﬁ (uneTpyYIOT 1 QUIBTPAT KOHUEHTPHDYIOT B
BakyyMe. OcTaTok XxpoMaTorpadvpyioT Ha KOJOHKE C CHUIAKAreJeM, noaydad 6,56 ¢
(100%) MesmmpousBognoro. Mesmwimpoussonnoe (1 r) pacTBOPSIOT B AllETOHUTPHIE
(6 ). K moJsfyaeHHOMY pacTBOpy A00aBMSIOT LMAHAT TeTpasTHIaMMoHud (94%, 1,03
I) ¥ CMECh IepeMemuBaoT B Teuenne 4 4 npa 65° C. PeakunoHHYI0 CMECH
OXIAXIAIOT B PaCOPEacISrOT MEXAY BOAOH U aTmianeratoM. OpraHMyeckui Cnon
IIPOMHBAIOT BOAGH W COJIEBEIM PACTBOPOM, CYyIIaT Haj Cy/ibParoM MArHHS U
KOHIECHTPHPYIOT B BakyyMe. OCTaTOK XpOoMATOrpahupyroT Ha KOJIOHKE C
cwnukareseM, nonydasd 395 mMr (50%) neneBoro coegnrerns (83).

AMP (CDCly) & wacr./mm: 1,42 (5/9x9H, s), 1,47 (4/9x9H, s), 2,34
(4/9x1H, dd, 1=3,3, 7,2 '}, 2,38 (5/9x1H, dd, J=3,3 7,2 Tw), 2,40-2,61 (1H),
3,17-3,34 (1H), 3,57-3,79 (1H), 3,75 (3H, s), 3,83-3,98 (1H), 4,34-4,54 (1H).

MK-criexTp v, (CHCIy): 2250, 1747, 1699 cm ™!

max
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(2) 83 - 84

K pacteopy coepmnenns (83) (250 mr) B Tetparmgpodypane (5 M1 mpu
KOMHATHOH Temnieparype pobapasror Goprugpuy rag (43 Mr) ¥ HOIyYEHHYIO CMeCh
IIEPEMEINHBAOT B TeYCHHE 1 U. PEaKIUOHHYIO CMECh PACIpPENC/ISIOT MEXLY BONOMH M
aruaneraToM. OprasuYecKuit c10# NPOMBIBAIOT HACHINEHHEIM BOTHHIM DACTBOPOM
XJI0PMAA AMMOHUS H COJIEBBIM PACTBODOM, CYINAT HAM CYAb(hATOM MATHES I
KOHLIEHTPHUPYIOT B Bakyyme. OCTaTOK pacTtBopsoT B auxiopMerare (5 mn). K
IOJTy9eHHo# cMecH AoGasasior mMunazon (134 Mr) M TpeT-6yTHIAMMETHIX/IOPCIIAR
(TBSCI, 222 Mr) ¥ mOJyYeHHYIO0 CMECh IEPEMETIHBAIOT B TeueHHue 1,5 .
PeaknnoHHY0 CMECh PACIIPENEASIOT MEXAY BOAOM H 3THAIETaTOM. OpraHMdecKHil
CJI0H# IPOMBIBAIOT BOJOH M COJIEBHIM PACTBOPOM, CYMIAT HAA CY/IbhaTOM MATHHS U
KOHIEHTPHPYTOT B BakyyMe. OCTaTrok XxpoMarorpachupyioT Ha KOJIOHKE ¢
cuivkaresieMm, noaydas 263 mr (79%) cmnuibHOro mponssoaroro (84).

AMP (CDCI3) & gacr./mm: 0,02 (3H, 8), 0,04 (3H, 5), 0,88 (9H, ), 1,47
(9H, s), 2,16-2,44 (2H), 3,23-4,06 (6H).

WK -criexTp v (CHCly): 2247, 1691 em” L
(3) 84 - 85

max

Coepunenre (85) momydaroT aHAJIOTMYHO TOMY, KAK 3TO ONMCAHO IS CHHTE3A
coenunenny (44) B npumepe 161, ¢ ucnoap3oBanmeM coenunenns (84) B KauecTse
HCXOOHOTO.

AMP (CDCI3) & wactr./mnn: 0,04 (3H, s) 0,05 (3H, s, 0,89 (9H, ), 1,46
(9H, s}, 2,10-2,28 (2H), 3,05-3,32 (1H), 3,43-4,04 (5H), 9,65 (1H, d, J=2.1
Iy).

HK-crekrp v

(4) 85 - 86

. -1
max (CHCI3): 1727, 1685 eM™ .
K pacreopy coexunenus (85) (350 mr) B Terparuapodypane (5 m1) gobaBaszoT
IpH OXJIAXAEHHN JIBNOM Oopruapug Hatpua (58 M) M MoAydeHHYIO CMECh
nepeMemysaioT B TedeHne 30 MuH. PeakIMOHHEYIO CMECh PACIIPERENTIOT MEXLY BOION
v 3THaaneTaToM. OpraEvueckuil ¢/10# IPOMBIBAKT HACKHINEHHHM BOXHEIM PACTBOPOM

XJIOPHAA AaMMOHHS ¥ COJIEBBIM PACTBOPOM, CYIIAT HAM CY/Ih(ATOM MATHWS H
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KOHIIEHTPHPYIOT B BakyyMe. OCTaToK XpoMaTorpacupyoT Ha KOJOHKE C
cwivkarenem, moaydas 323 mMr (92%) ueneporo coegmuenna (86).

aMPp (CDCI3) & wacr./mma: 0,04 (3H, s), 0,05 (3H, s), 0,89 (9H, s), 1,46
(9H, s), 1,55-1,85 (1H), 1,98-2,20 (1H), 2,42-2,67 (1H), 3,04-3,27 (1H),
3,39-3,99 (6H).

WK-cnextp v, (CHCIL): 3626, 1683 cm™L,

MS-BP(FAB) (m/z): C{4H3cNO,Si IM+H] ¥ paccanraro: 346,2413;
obnapyxeno: 346,2411.

(5) 86 ~ 87

Coegunerne (87) nosyyaroT aHATOTAYHO TOMY, KaK 53TO ONHACAHO JJIA CHHTE3a
coeqnuerns (17) B mpuMepe 67, C UCNOIb30BAHAEM cocnuAcHNS (80) B KadecTBe
HCXOJTHOTO.

AMP (CDCly) & wacr./mns: 0,02 (6H, s), 0,87 (9H, s), 1,45 (9H, ),
1,60-1,81 (1H), 1,97-2,15 (1H), 2,63-2,86 (1H), 3,03-3,25 (1H), 3,35-4,00 (61D,
6,95 (1H, d, I=8,1 I'm), 7,04 (1H, dt, J=0,9, 7,5 'y, 7,24-7,44 (3H), 7,51 (2H,
dd, J=1,4, 8,3 I'u).

UK -crexTp vp,, (CHCl3): 1684 em™ L,

MS-BP(FAB) (m/z): CoqH,4NO,Si IM+H] *: paccanrano: 498,3040;
obHapyxeHo: 498,3032.

(6) 87 - 88

K pacteopy coemurerms (87) (300 mr) B terparugpodypare (5 M) gobasisor

IPH OXTAXACHUA AbJoM Gropug TeTpa-H-0yrmwiamMmonus (IM pactsop B
terparuapodypane, 0,90 M/1) ¥ MOTYYEHHYIO CMECh IEPEMENTABAIOT B TeueHue 30
MWH, 3aTeM HATPEBAIOT 0 KOMHATHOM TEMIIEPATYPHI M IIEPEMEINUBAIOT B TedeHne 30

MWH. PeakIIHOHHYK CMECH PACTIPEeIIIOT MEXAY BOAOH ¥ ITHIALIETATOM.

OpraEdYecKud CJI0W IIPOMBIBAIOT COJEBBIM PACTBOPOM, CYINAT Haj cyabdaTroMm Marsvusg

I KOHLIEHTPHPYIOT B BakyyMe. [To/yueHHbIA HEOUNIIEHHbIH CITUPT o6pabaTeiBaOT
AHAJIOTEYHO TOMY, KAK 3TO ONHACAHO JJig CHHTe3a coequHennd (5) B npumepe 1,

noayuas 223 mr (91%) neneporo coepunenng (88).
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AMP (CDCly) 6 gacr./mmm: 1,46 (9H, s), 1,60-1,98 (2H), 2,58 (1H, m),
2,95-4,06 (7H), 6,95 (1H, d, J=8,4 '), 7,05 (1H, dt, J=1,2, 7,5 I'w), 7,24-7,44
(TH).

HMK-crmextp v, (CHCl3): 2104, 1685 em L,

MS-BP(FAB) (m/z): Cy3H,gN,4O5 [M+H] *: paccuurano: 409,2239;
obuapyxeno: 409,2245. |

(7) 88 ~ T1-2

Coepurenze (II-2) HOAYYAIOT AHAJIOTMIHO TOMY, KAK 3TO OTNMCAHO AN CHHTE3a
coemmuenna (A-67) u3 coeqgdenns (19) B npumepe 67, ¢ HCIONL30BAHUEM
coenuaeHnAs (88) B KauecTBE HCXOXHOTO.

AMP (CDC13) & wacr./min: 1,89-2,18 (2H), 2,62-2,80 (1H), 3,29 (1H, dd,
J=5111,0Tm, 3,42 (1H, dd, J=7,2, 11,0 I'm), 3,54-4,06 (4H), 4,57-4,72 (1H),
6,92-7.60 (17H), 7,68 (1H, s), 7,69 (2H, dd, Y=5,4, 9,0 'y, 7,87 (2H, d, I=8,4
I'm), 8,29 (1H, t, J=4,8 T'), 9,65 (1H, ymup.s).
oy (KBD): 1749, 1708, 1657 cm™ L,

MS-BP(FAB) (m/z): C43H;sNsFSOg [M+H] *: paccamrano: 740,2230;

HK-criekTp v

obHapyxeno: 740,2213.

Dnementbiit anammns (Cy3H34N3FSO¢+0,6H,0): paccunrano: C 69,81, H
473, N 5,60, F 2,53, S 4,27%; obuapyxeno: C 70,09, H 4,78, N 5,82, F 2,42, §
3,94%.
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ITpumep 231 (cnocob I1-3)

85
89

e,

-3

(1) 85 - 89

K pactsopy coemunernud (85) (315 Mr), onucanHOoMy B mpumepe 230, B 3TaHONE
(10 M) IpH KOMHATHOH TeMIEpaType AoOABIMIOT XI0PHL
2-enmnbensmnrpudenmwigocdonus (1,71 r) u tpratwiamur (0,77 M) u
TIOJIYYEHHYIO CMECh KMISTIT ¢ 0OpaTHEIM XONONMIBHIKOM B TeUcHAE 16 .
PeakIMOHHYIO CMECh KOHIIEHTPHPYIOT B BAKYYME H OCTATOK PACTBOPSIOT B
strianerare. Ocafiok OTPUIBTPOBLIBAIOT M (DHIBTPAT KOHIEHTPHPYIOT B BAKYYME.
OcraTok XpoMaTorpadupyIoT Ha KOJOHKE C CHAMKAreaeM, noayyas 367 mr (81%)
nenesoro coenuHenng (89).

AMP (CDCly) 6 gacr./mnm: 0,05-0,07 (6H), 0,78-0,92 (9H), 1,45
(1/2x9H, s), 1,46 (1/2x9H, s), 1,68-2,20 (2H), 2,66-4,02 (61), 5,33-5,49
(1/2x1H), 5,94-6,07 (1/2x1H), 6,32 (1/2x1H, d, J=11,0 Tw), 6,44 (1/2x1H, d,
I=11,0 T'w), 7,24-7,60 (9H).
max (CHCl3): 1683 el

MS-BP(FAB) (m/2): C34H,,NO3Si [M+H] *: paccunrano: 494,3090;
obmapyxeno: 494,3080.

(2) 89 - 90

K pacteopy coepmnenus (89) (300 mr) B atwranerate (15 mm) poGasisior 5% -

MK-cnekTp v

Abl nawtagui Ha ye (30 Mr)  nonyueHHYI CMEch MMAPHPYIOT IPY AaBaeHnu 1
atM. Karanmsatop oTOHABTPOBRIBAKT ¥ (DUIBTPAT KOHOEHTPHPYIOT B BAKYYME,

nonygag 300 Mr (100%) coenunenus (90).
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AMP (CDCly) & wacr./mmm: 0,01 (6H, s), 0,86 (1/2x9H, 8), 0,87 (1/2x9H,
s), 1,20-1,66 (3H), 1,44 (9H, s), 1,75-2,25 (2H), 2,47-2,87 (3H), 3,20-3,93
(4H), 7,16-7,45 (9H).

HUK-crexTp v

(3) 90 - I1-3

Coenunerne (I1-3) mOnydarOT AHAJIOTMYHO TOMY, KAK 3T0O ONMUCAHO JII9 CHHTE3a

(CHCly): 1682 cm™ L.

max

coegurenna (I1-2) u3 coegmuenus (87) B npuMepe 230, ¢ HCMONB30OBAHAEM
coenrHeRnda (90) B Ka4ecTBE HCXOMHOIO.

SMP (CDCy) & wacr./sorm: 1,39-1,85 (2H), 2,08-2,25 (1H), 2,42-2,69
(2H), 2,78 (1H, dd, I1=17,8, 10,8 '), 3,30 (1H, dd, J1=7,8, 10,8 I'm), 3,42-3,56
(1H), 3,61-3,75 (1H), 4,41-4,54 (1D, 7,01-7,65 (17H), 7,69 (1H, 5), 7,76 (2H,
dd, I=5,4, 9,0 I'm, 7,85 (2H, d, J=8,4 I'w), 8,26 (1H, t, I=4,5 Tw, 9,42 (1H,
YIOUp.S).
ey (KBr): 1750, 1708, 1659 cm™ L.

MS-BP{(FAB) (m/z): C44H4,N3FSO; [M+H] *: paccumraro: 738,2438;

HUK-crexTp v

obnapyxeno: 738,2430.

DreMeHTHBIH aHANN3 (C44H36N3FSO5-0,3H20): paccanrado: C 71,10, H
4,96, N 5,65, F 2,56, S 4,31%; obnapyxeno: C 71,19, H 4,96, N 5,43, F 2,47, S
4,20%.

[IpuMepnr 232-236

Hcnone3ys cTrepeon3oMepsl coenmHeHns (2), NOMy4YeHHbIE II0 METOUKE,
omrucarnoi B JP 5-294970 (A-1) u y J.K. Stille u ap., J. Org. Chem., 46, 2954-2960

{1981), coemwuerns (C-1)-(C-5) CHHTE3HPYIOT AHANOTHIHO TOMY, KaK 3TO OIHCAHO

BhHIe. PeaynbTaTs npeacTasiens! B Tabamie 31,

-1561-

27198174 C2

RU



vy.Z1861L2¢ NAH

[ARS)

Tabmuma 31

Coen. Z | Kondpury- | [alp (c=1,0, AMP (CDCl3), & wact./MaH
No panus CHCly)

C-1 | S | (2R4R) +47,7°  |3,65 (1H, d,p, J=12,9 Tw, 3,70
(t=22°C) | (H, dup, J=12,9 Tw, 7,73 (IH, 5)

C-2 O (2R,4R) +29,6° 4,33 (1H, dpp, 1=11,4 '), 4,42
(t=23°C) (1H, dyg, T=11,4 T, 7,67 (1H, )

c-3 | 0| (25,49 ~29,0° 4,33 (1H, dyp, J=11,4 T'0), 4,42
(t=23,5°C) | (H, dup, J=11,4 I'D, 7,67 (H, s)

C-4 S (2R,485) +39,2° 3,65 (1H, dpg, 1=12,9 ', 3,68
(t=22°C) (1H, dpp, T=12,9 Tw), 7,90 (1H, )

c-5 | 0] QR4S +98,6° (4,25 (1H, d,p, T=11,4 T'w), 4,40
(t=22°C) (1H, dpg, J=11,4 T, 7,78 (1H, 5)

IMpumep 1 Ha uconenopanue: MHrHOMPYIOAS AKTHBHOCTS B OTHOIIEHHN

LM TOTIA3MATHYECKOH dochonmmassr A, (cPLAzl

CoeqMHEHNS 110 HACTOSIIEMY H300PETEHHIO UCCIEYIOT HA HAHIUE

HETEOUpPYIOMCH aKTHBHOCTHE B OTHOmMEHHWA CPLA,, XKak yKaszaHO HMXE, IO METOZLY,

omucanromy y R.M. Kramer, E.F. Roberts, J. Manetta u J.E. Putnam, J. Biol. Chem.

266, 5268-5272

(1991).

Hcrnoapsyq B KauecTse cydcTpaTa 1-majisMHTORI-2- [1c1-

aApaxEAOHOMI- SN -Tminepo -3 -hochoxomH, TOAYIAIOT JANOCOMEL (B BHIC pacTBopa

cybcrpata), cogepxamero cy6cTpar, KOHUEHTPALMS KOTOPOTO B PEAKITMOHHON CMECcH

cocTapager 2,5 MKkM, # sn-1,2-IHONEHITIMIEPHHE, KORLEHTPALAT KOTOPOTo B

PEAKIIMOHAON CMecH coctaBaser 1,25 MxM, B MondpHOM OTHOWIEHHMH 2:1

COOTBETCTBEHHO. PeakMoHHas cMech Bkurogaer 50 MM 6ydep HEPES (pH 7,3, 1

MM xopup kamenus, 150 MM xmopun Hatpys, 0,1 Mr/mMa OBI96ET0 CHIBOPOTOUHOTO
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anp0ymuHa u 1,7 MM muTHOTpEHTON. B peakuMoHy0 cMECh NOGABASIOT COCAUHCHME
10 M300pETEHNH0 W PacTBOP CyOCcTpaTa. Peakiuio MHELENPYIOT N00aBACHHEM
tdepMenTa ® HEKYOUPYIOT B Tedenre 15 mun npu 37° C. JKupHbIE KUCIOTHI,
o6pasyromuecs B pe3y bTaTe PEAKUUH, HKCTPATHPYIOT 110 METO/Y, ODMCAHHOMY V.P.
Dole w H. Meinertz, J. Biol. Chem., 235, 2595-2599 (1960), ypoBeHs
PAIHOAKTHBHOCTH H3MEPSIOT ¢ TTOMOIIBIO XHIKOCTHOTO COHHTWLISLIOHHOTO
cueruuka. KOHTPOJBHEIN OIBIT NPOBONST AHANOTHYHBIM 06pazoM, Ho Oes nobasnerud
coepmnennd o u3o0perennro. [loayYeHnbIe Pe3yALTATH MPEACTABICHBl B Tabaunax

32-35.
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Tabwna 32

Coen. No ICsq (MxM) Coen. No IC5p (MxM)
A-1 0,17 A-33 0,059
A=-2 1,2 A-34 0,071
A-3 1,4 A-35 0,040
A-4 0,30 A-36 0,048
A-5 0,58 A-37 0,073
A-6 4,8 A-38 0,084
A-7 5,0 A-39 0,025
A-8 24 A-40 0,036
A-9 5,5 A-41 0,056
A-10 3,2 A-42 0,14
A-11 0,86 A-43 0,052
A-12 3,1 A-44 0,057
A-13 - A-45 0,074
A-14 0,37 A-46 0,15
A-15 - A-47 0,056
A-16 0,079 A-48 0,090
A-17 1,6 A-49 0,049
A-18 1,2 A-50 0,67
A-19 1,0 A-51 0,18
A-20 0,30 A-52 0,053
A-21 0,43 A-54 0,14
A-22 0,30 A-56 2,5
A-23 0,46 A-58 0,049
A-24 5,8 A-59 0,047
A-25 0,048 A-60 1,3
A-206 1,0 A-62 0,26
A-27 0,43 A-64 2,2
A-28 0,28 A-66 0,21
A-29 0,086 A-67 0,069
A-30 0,098 A-69 0,072
A-31 0,20 A-70 0,090
A-32 0,067 A-T1 0,19
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Tabauna 33

Coen. Ne IC5y (xM) Coen. No ICsq (MxM)
A-T73 0,11 A-114 0,020
A-75 0,19 A-115 0,010
A-76 0,072 A-117 0,015
A-77 0,10 A-118 0,008
A-79 0,020 A-119 0,030
A-81 0,053 A-120 0,029
A-82 0,050 A-121 0,065
A-83 0,053 A-122 0,035
A-84 0,033 A-124 0,024
A-86 0,028 A-125 0,0066
A-87 0,18 A-126 0,0055
A-89 0,096 A-128 0,034
A-91 0,050 A-129 0,013
A-92 0,057 A-130 0,026
A-94 0,024 A-132 0,0032
A-95 0,076 A-133 0,0022
A-97 0,051 A-135 0,0079
A-98 0,059 A-136 4,7
A-99 0,037 A-137 0,046
A-101 0,062 A-139 0,046
A-102 0,052 A-140 0,021
A-103 0,058 A-141 0,014
A-104 0,038 b-1 0,21
A-105 0,15 b-2 0,084
A-106 0,20 B-3 0,42
A-107 0,041 b-4 0,13
A-108 0,044 b-5 0,44
A-109 0,059 b-6 0,14
A-110 0,10 B-7 1.0
A-111 0,066 G-8 1,0
A-112 0,065 B-9 14
A-113 0,12 B-1 0,35
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Tabauna 34

Coen. Ne ICs5p (MKM) Coen. Ne IC5q (MxM)
B-2 1,1 H-1 0,10
J-1 1,1 H-2 1,0
-2 0,28 M-3 0,055
-3 0,73 H-4 0,48
-4 1,1 n-5 0,034
-5 0,75 Y-6 0,071
-6 1,5 -7 0,039
-7 1,6 U-8 0,033
-8 1,4 M-9 0,24
-9 1,0 1-10 0,76
H-10 0,79 K-1 0,084
O-11 0,32 K-2 0,023
A-12 0,35 K-3 0,43
O-13 0,077 K-4 0,81
Io-14 0,098 K-5 8,6
E-1 15 K-6 13
E-2 4,7 K-7 0,50
E-3 0,42 H-1 1,5
E-4 0,42 H-2 1,4
E-5 0,62 H-3 0,060
K-1 0,78 H-4 0,14
AK-2 5,4 H-§ 0,10
XK-3 3,3 H-6 0,14
K-5 1,6 H-7 0,27
HK-7 2,8 H-8 0,060
K-8 1,1 H-9 0,039
K-9 1,3 H-10 0,022
AK-10 2,4 H-11 0,036
K-11 4,0 H-12 0,094
K-12 2,8 H-13 0,013
K-13 5,0 H-14 0,027
3-1 10 H-15 0,15
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Tabauua 35

Coen. No ICsq (MxM) Coen. Ne ICgy (MxM)
H-16 2,0 0-5 0,24
H-17 0,0041 II-1 0,20
H-18 0,079 o II-2 0,058
H-19 0,0031 I1-3 0,055
H-20 0,0064 C-1 2,51
H-21 0,0021 C-2 - 1,81
0-1 0,14 C-3 0,20
0-2 0,13 C-4 1,85
0-3 0,059 C-5 1,92
0-4 0,069

IIpumep 2 va uccnenosanue: MAarn6upopanue NpoNYIIMpOBAHWd IPOCTATIAHIMHA
E, dubpobractamMu genoneka

C UeJBH OLEHUTH CHOCOOHOCTD KOMIIO3HIMA WHTHOUPOBATE
IATONA23MaTHIECKYI0 (ocdonumasy A, (cCPLA,) npu feficTBum HA KIETKH
HCCEIYIOT BO3AEHCTBHE COSIAHEHMH M0 HACTOSIMEMY M300PETEHHI0 Ha
IPOAYLMPOBAHKE TIpocTaranauna B, dubpodnactamMu 4e10BeKa TIPH CTHMYISIIHE
unTepaeikuaoM-1 mo mMetony J.M. Dayer u np. (Cachectin/tumor necrosis factor
stimulates collagenase and prostaglandin E, production by human synovial cells and
dermal fibroblasts, J.M. Dayer, B. Beutler w A. Cerami, J. Exp. Med., 162, 2163-
2168 (1985)).

Kakx moka3blBaloT faHHLIE, TPHBEACHHEBIE B Tabamiax 36-38, coepurenus mno

H300PETEHNIO CYMECTBEHHO IOAABISIOT IPOAYIMPOBAHHIE IIPOCTAIAHANHA Ey.
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Tadbnuua 36

Coen. No [Cqq (MxM) Coen. Neo IC5y (MxM)
A-1 0,17 A-38 0,43
A-2 0,73 A-39 0,33
A-3 0,90 A-40 0,61
A-4 0,21 A-41 1,2
A-5 0,20 A-43 0,56
A-6 8,9 A-44 0,55
A-10 0,47 A-45 0,38
A-11 0,23 A-48 0,62
A-12 0,10 A-49 0,12
A-13 - A-52 0,62
A-14 0,33 A-58 1,0
A-15 - A-59 0,94
A-16 0,26 A-60 1,3
A-17 0,70 A-61 0,97
A-18 0,38 A-62 1,1
A-19 0,16 A-63 0,90
A-20 0,35 A-67 0,39
A-21 0,23 A-69 0,19
A-22 0,18 A-70 0,19
A-23 1,2 A-T1 0,31
A-25 0,80 A-73 0,10
A-206 0,17 A-75 2,2
A-27 1,2 A-76 0,52
A-28 1,4 A-T7 0,35
A-29 2,2 A-79 0,31
A-30 0,46 A-81 0,35
A-32 0,57 A-82 0,045
A-33 0,40 A-83 0,23
A-34 0,48 A-84 0,25
A-35 0,18 A-86 0,093
A-36 0,18 A-87 0,33
A-37 0,28 A-89 0,49
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Tabmuma 37

Coen. Ne [C5y (MM} Coen. No ICgsy (MEM)
A-91 0,94 b-4 5.6
A-94 1,4 b-5 7,4
A-95 0,39 b-6 7,1
A-97 0,64 b-7 8,1
A-98 0,44 B-8 2,7
A-100 0,32 B-1 2,3
A-101 0,35 B-2 2,2
A-102 0,33 -1 2,2
A-103 0,59 A-2 1,1
A-104 1,3 -3 6,0
A-107 1,1 -4 1,2
A-108 0,47 -5 3,5
A-109 1,2 -9 6,5
A-111 0,47 h-12 5,7
A-112 1,7 -4 5,6
A-115 4,6 E-3 3,0
A-117 0,20 E-4 2,8
A-118 2,2 E-§ 1,9
A-119 2,8 K-1 0,98
A-120 0,74 -1 0,26
A-122 1,4 H-2 0,66
A-127 0,29 -3 0,98
A-128 0,44 -4 1,3
A-129 1,2 HU-5 0,49
A-130 0,49 -6 0,20
A-132 0,27 n-17 0,69
A-133 0,24 -8 1,0
A-135 0,49 -9 1,8
A-137 0,84 HU-10 0,32

b-1 12 K-1 0,12
B-2 4,0 K-2 0,96
b-3 3,9 K-3 5,7
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Tabmuma 38

Coen. No ICqy (MxM) Coen. Ne IC5q (MrM)
K-4 5,2 H-18 8,8
K-7 6,2 H-21 0,31
H-3 3,1 0O-1 0,76
H-5 3.0 0-2 1,8
H-6 1,5 0-3 1,0
H-7 1.5 I1-1 0,76
H-8 0,80 I1-2 0,23
H-9 3,6 II-3 1,1
H-10 0,27 C-1 1,2
H-11 0,97 C-2 1.4
H-12 0,23 C-3 0,49
H-14 1,4 C-4 0,95
H-17 1,0 C-5 1,3

[IpuMeprl KOMIOIO3HIMH

IIpumMep 1

['pany/bl rOTOBST, MCIOAB3YS CICOYIOMHUE HHTPEIREHTEL:

HHrpeqveHTHL:

coeambenne gopmyasl (1) 10 mr

JIaKTO3a 700 Mr

KYKYDY3HBI KpaxMan 274 mr

HHITIL] 16 Mr
1000 Mr

Coenvrernns ¢opmynsl (I) 1 JIaKTO3Y npocenBaoT depes cuto 60 men.

KyxypyseHIT XpaxMai npocedsarT uepes curo 120 Mem. 3aTeM MX CMEMHBAIOT Ha

CMECHTENIE C NBOMHBIM KOXYyxoM. Boxusri pactBop HHI'TIL] (nu3konabyxaromas

TUAPOKCHTTPONMILIEIUTION034) KOOABISAIOT K CMECH K MOJIYUYEHHYH) CMECh MECHT,
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IpaHy/MPYIOT (3KCIpYy3mell yepes orsepcTna pasmepom 0,5-1 mm) 1 CYINar.
lonyyennnie Takum 00pasoM CYXWe rpaHy bl IPOCEHBAKT uepes curo (12/60 Mem).

IIpmmep 2

Ilopomky 1 3anoHEHRs KAIICYJT TOTOBST, HCIONB3YS CIEAYEOIIHE

MHTDEIAEHTH:
Warpegmentsr:

coeguHenue dhopmysn (1) 10 mr
JIAKTO3a 79 Mr
KYKYPY3HbLi KpaxMas 10 Mr
Creapar Maraus 1 Mr

100 mMr

Coemnnenue dopmynel (I) u 1akTosy npocemBaroT gepes curo 60 Mem.
Kyrypysmhlit Kpaxmasa NpoceuBatoT depes curo 120 Mem. 3ateM 9TH HHTPEIHEHTHl 1
CT€apaT Maruus CMEIINBAIOT B CMECHTENC C OBOHHEM KOXyXom. 100 mr 10-kpatHO

PacTepToro IOpOMKA 3AIOJHIIOT KANCyay Ne5 ¢ TBEPAOH XKENATHHOBOH 000 IOUKO.

Hpumep 3
I'pary/bl A5 3aI0HEHHUS KaICyJl MOTOBSAT, HCIOL3Y4 CASIVIOMHEE
HHTPEOUEHTEL:
UurpenmenTs:;
coenuuerune gopmyn (1) 15 mr
JAAKTO34 90 mr
KYKYPY3HEI KpaxMan 42 mr
HHTTIIT 3 mr

150 mr

Coemumenue dopMynsl (1) ¥ 1aKTO3Y UPOCEHBAIOT Yepes cATO 60 Mem.
Kyxypy3sHBIH Kpaxmaa NpoceHBaroT depes cuTo 120 mem. [locme cMemmmBanng
nobapistor Boguki pactsop HHITII] (smsxorabyxaromas

MEAPOKCHIIPOITILEITHOII03a) , TTONYYEHHYH) CMECh MECST, TPaHyJIAPYIOT W CYILAT.
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ITocne BrIcymmBaHAS K rpaHy/1aM NOGABASIOT CMA3BIBAIOLIEE BemecTso u 150 Mr
TOTOBBIX IPAHYJI 3aN0HSIOT Kaucyay Ned ¢ TBepioi XKelaTUHOBOH 000JI0TKoH.
Opumep 4

TabeTKn TOTOBST, HCHOMB3YS CAENYIOMAE HAIPEIHEHTEL

HNurpenvenTsr:
coepuuenne dpopmyan (I) 10 Mr
JIAKTO34 90 Mr

MHKDOKPHUCTA/UTHIECKAS Le/Uno103a 30 Mr

KMII-Na LS Mr
cTeapar MarHus S5 Mr
100 Mr

Coepunenue dopmyart (1), TaKTO3y, MUKPOKDPHCTALIHICCKYR) LIE/UTEOI03Y U
KMII-Na (maTpmeras comb KapOOKCHMETHILE/UTIONO03E) TPOCERBAIOT depes cuto 60
MEI, & 3aTeM CMEemuBaroT. [TonydIeHHY0 CMeCh MEPEMENIMBAIOT CO CTEAPATOM
MarHug, noJayvas DOPOIIOK Ui H3roToBaenns tabreTox. [Topomox mpeccyroT B
Ta0IeTKH BecoM 150 wmr.

ITpoMBIMIIEHHEAS IPAMERHMOCTD

Coenuueerns Mo n300peTeHMIo 06Na1aI0T HHrMOUPYFOMEH AKTHRHOCTRIO B

OTHOMEHNY HATOIUIASMATHUECKO# (ocdomnassl A,. IloaroMy npegmonaraercs:, 4ro

3TH COCTMTHEHHA Haﬁ,IEYT IIPUMEHECHHE IIpHA HpOCpH.)IaKTHKE‘, K JICUCHHH BOCIIAJIMTEC/IbHBIX

3aBosieBaHM.
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