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OIIMCAHUE WM3OBEPETEHNA

2420-552508EA/011

CIIOCOE IPEBPAIEHNA S-2HAHTHMOMEPA B EI'O PAIEMUUYECKYID $OPMY

OBJIACTH TEXHUKM, K KOTOPOM OTHOCUTCA M30BPETEHNE

HacTosmee wm300peTeHMe OTHOCUTCH K CcoenmHeHuwo /—-dpTop-1,1,3-
TPUMETUII-2, 3—ourunpo—-1H-uHneH—-4-aMUBy ("coenmuHeHMUe I,
IIPOMEXYTOUHOMY IMNIPOAOYKTY, IM[IPMMEHMMOMY IJIS IIOJIydeHUS QyHIMUMIHOTO
coemMHeHnsa 3-oudpropMeTmsi—-N- (7-bTop-1, 1, 3-TpuMeTUJI-4-MHOAHWII) —
l-MeTui-4-niupasojskapbokcaMmuna ("coenmHeHNE ). TouHee,
HacTodllee M300peTeHue OTHOCUTCA K S—-5HAaHTUMOMepy coenMHeHMd 11 u

ero nojyudveHunon. QopMyJiEl coenmHeHMAa I m I1 ABJIA0TCA CJeOYOMMUMIA @
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CoegunHeHve | CoeauHeHue li
YPOBEHL TEXHUKU
CoelVHeHME I ABJIAeTCH HeIaBHO OTKPHEITOM byHTHMUIMOHOM

MOJIeKyJIoM. B 3B3agBke Ha naTeHT W02012084812, B»BopmanHHOM Venturini,
Isabella et al, BHOepBHEe OIMCAHO CoOedMHeHMVe I, Kak OYyHI'MUMO IJIA
IpuMeHeHUsS B CeJILCKOM XO34MCcTBe, U eT0 CUuHTe3. CTPpYKTYPHO
coemuHeHre 1 4BJIAeTCS aMUOOM M IIOSTOMY eT'0 JIeT'KO IIOJYYUTHL II0
OOLUHEIM MeTOIOMKaM IIOJIYUeHMS STUX aMUOOB. HamopuMmep, coeluHeHMue I
MOXHO IIOJIYUMTL IIyTeM KOHIeHcalluM coeduHeHMsa II M COOTBeTCTBYIIEN
IMPas0JIKapBOHOBOM KMCJOTH WIM TaJloTeHaHTUIpKUIa IMPa30JIKap®oHOBOM
KMCJIOTE, UYTO HaeT COOTBETCTBYWONMM WMHIAHOBHM ¢(parlMeHT MCKOMOTO

coenmmHeHmda 1. IlyTb CHMHTEe3a MMeeT BUI:
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CoeOoMHeHHUe I ABJIAETCA XMpaHbHOﬂ MOHeKyHOﬁ C XUMpaJIEHEIM



IIEHTPOM  Ha aTome yTJiepona 3’  MHOAHOBOTO KOJIbI1lA, [IO3TOMY
coenmHeHne 1 o6GJjalaeT OByMS SHAHTMOMEPHEMM (QOpMaMM, a WMeHHO, R-
n S—-sHaHTHOMepaMM. HOIOJIHUTEJILHEE MCCJeOOBaHUA IIokas3zaju, UYTo R-
SHAHTHOMEP ABJISeTCS aKTMBHEIM KOMIIOHeHTOM, ob6JjamalmyM (OyHIMIMIOIHOM
aKTMBHOCTRIO, a S—-2HaHTHOMep He ob6JjJamaeT wuiIu obJjJamaeT MeHbIen
OYHITUMUMOHOM aKTHMBHOCTLIO.

TakuMm o0O0pasoM, XeJjlaTeJIbHO CHHTE3UPOBATE C BHCOKMM BHXOIOM
AKTHBHEIM KOMIIOHEeHT, R-2HaHTuoMep, 0es3 oOpa30BaHMA HexXeJlaTeJIbHOTO
HEeaKTUBHOT'O S-2HaHTHOMEpPA. OOHVMM MCIOJIB3YKRIMMCS B  HacTodllee
BpeMsa IOOXOIOM IJIA pPelleHud STOM 3alauM SABJSAEeTCH MCIOJb30BaHMe R-
SHaHTHMOMEpa CcoeamHeHMsa 11 BMeCTO €Tro palleMMueckor (QOpMEl B
KaueCcTBe MCXOIOHOTO BelecTBa OJIS B3aMMOIEVCTBUA C COOTBETCTBYIIVM
IIPOMBBOIOHEIM MHIOaHa OJIA CeJIeKTUBHOTO IIOJIydeHMd XeJjlaTeJIbHOTO R-
SHaHTHOMEpAa. [Tpun TakKoM Ionxomne R-sHaHTHOMED coeIMHeHUnd II
WCIIOJIE3YIT, a S—-SHaHTUOMEP HeIlIPUMMEeHUM UM eTlo yOaJidloT B OTXONH.

Bce ele CylLeCTBYeET HeOoOXOOUMOCTb rnomxomna, B KOTOPOM
HeaKTUBHEM S—-5HAHTHOMEP MOXHO OBJIO OH PeUUPKYJIMPOBATL ¥ aKTHBHHMN
R-sHaHTUOMEDP MOXHO OBJIO OB CHMHTESUPOBATE C BHCOKMM BHXOIOM.

CYIIHOCTL UBOEPETEHUA

Hacrosamee wu300peTeHMe pemaeT 2Ty 3ajady. Tak, B OIHOM
BapMaHTe OCYIEeCTBJeHMSA HacTodmee M300peTeHMe OTHOCUTCH K HOBOMY
criocody [IOJIy4YeHU A (R,S)-7-dTop-1,1, 3-TpuMeTUII-2, 3—OIUTUIPO—1H-
MHIOeH-4-aMMHa C MCIOJIb30BaHMeM B KauecTBe MCXOIOHOTO BemecTBa
(S)=-T7-dTop-1,1,3-TpuMeTUN-2, 3-IUrnigpo-1H-muneH-4-amMrHa, W,
Opy UMM cJIOBaMM, K CIiocoby npeBpameHn g (S)-7-¢Top-1,1, 3-
TPUMETUII-2, 3—muruapo—-1H-nHneH-4-aMrMHa B eI'0 palleMUMUYecKyn O(opMy,
a wmMeHHO, B (R,S)-7-¢Top-1,1,3-TpumMeTmyi-2, 3—-ourunpo-l1H-uHnen—-4-
aMMH .

SagBJIEHHEM CIIOCO® B OCHOBHOM BRJIOUAET CTaOMM:

(a) aluMJINPOBaHUE (S)=-T7-dTop-1,1, 3-TpuMeTWUII-2, 3—-IUTUIPO—1H-
VHIOeH-4-aMMHa C TIOJIYUYEeHMEeM IIPOM3BOIOHOTO MHIOaHaMUIA;

(b) OKMCJIEHNE YKa3aHHOTO MPOU3BOIHOTO VHIOaHaMMUIa c
[OJIYYEHMEM 3—-TUIPOKCUIIPOM3BONHOTO MHIAHaAMMUIA ;

(c) nmermgpaTalMd YKa3aHHOTO TIUIAPOKCUIIPOM3BOIHOTO MHIOaHaMUIa

C IIOJIy4YeHIMeM IIPOM3BOIOHOI'O MHIEeHaMViIia,



(d) @meaumIMpoBaHME YKa3aHHOTO [IPOM3BOIHOTO WMHIeHaMMIia C
[IOJIYYEHMEM IIPOM3BONHOTO MHIEHaAMMHA; U

(e) TUIPUPOBaHME  yKa3aHHOTO IIPOM3BOINHOT'O MHIOEHaMMHa C
[IoJIydeHrMeM MCKOMOTI'O (R,S)-T7-dTop-1,1, 3-TpuMeTWUJI-2, 3—IUTUIPO—1H-
MHIOIeH-4-aMMHa .

B 1OpyroM BapMaHTe OCYHMeCTBJIEHUS  HaCTodlee U300peTeHue
OTHOCHUTCSH K CIoco0y, IIOJIHOCTBI TaKOMy, Kak YyKa3aHHBM BHIIE, C TeM
OTJIMUMEM, UTO CTaIui »OeruipaTaluuy (C) TOPOBOOAT IO IIOoCJelylmen
cTagumu OealMJIMpOBaHMA (d), MIIN 2TU IoBe cTamuu IPOBOOAT
OOHOBPEMEHHO .

IIOOPOEHOE OIIMCAHME V3OEPETEHNMA

Hacrosmee wun300peTeHMe OTHOCUTCS K HOBOMYy CIOCOOY IIOJIYUeHUS

(R,S8)-7-dTop-1,1, 3-TpumMeTmii—-2, 3-ourmuapo-1H-uHgeH-4-aMm1Ha

("popmysta I") C MCHOJIE30OBaHMEM B KaudeCTBe MCXOOHOTO BeMecTBa
(S)-7-¢Top-1,1, 3-TpuMeTnii-2, 3-ournnpo-1lH-uuneun-4-amvmmuua ("dopmyiia
II"). Qdopmysel I m II, a TakKXe BEChb IIyThb CHUHTe3a IIPUMBEINEHH HUIXE :
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KOTOPOM R ompenejyieH HUXe.

TaxuMm obpasoM, OIOHMM OOBEKTOM HaACTOAIEeTo n300peTeHn g



ABJIAETCH crioco® [IOJIy4YeHU S (R,S)-7-0Top-1,1, 3-TpuMeTHUI-2, 3—
ouruagpo-l1H-uHOeH-4-aMMH, BRJOUAIVM CleOyiolue CTaIuM:

(a) alMJINPOBaHUE (S)-T7-dTop-1,1, 3—-TpuMeTWUII-2, 3—IUTUIPO—1H-
MHOeH-4-aMMHa C HoJIyUyeHMeM IMIPOM3BOINHOTO MHIaHaMMIA;

(b) OKUCJIEHUE YKa3aHHOTO IPOU3BOOHOTO MHIaHaMMIa c
IIOJIyUeHeM TUIPOKCUIIPOMU3BOOHOTO MHIaHaAMMIA;

(c) mermuapaTallMad YyKasaHHOTO TIUIPOKCUIPOM3BONHOTO MHIaHaMMIAa
C TOJIyUeHMEeM MNPOMBBOOHOTO MHIeHaMMIa;

(d) I»OeaunMIMpoBRaHMe YKa3aHHOTO IIPOM3BOIHOTO MHIOeHaMuOa C
[IOJIYyUEeHMEeM NPOM3BOOHOTO MHIeHaMMHa; U

(e) TUOPUPOBAaHME  yKas3aHHOTO IPOM3BOIHOTO MHIEeHaMMHa C
[IOJIYUeHMEM MCKOMOTO (R,S8)-7-dTop-1,1, 3-TpumeTnii—-2, 3-ourunpo—-1H-
MHIeH-4-aMMHa .

OIpyruM OOBEeKTOM HaCTOoAWeI'o U300peTeHMd  ABJILeTCd  CIocoB
[IOJIYyUYeHU A (R,S8)-7-dTop-1,1, 3-TtpumMmMeTnii—2, 3-ouruapo—-1H-uHneH-4-

aMMHa, OINMCHBaKmerocd GopMyJion I, BRJOUALIMNA CcJenyiolye CTalum:

F
NH,
dopmyna |
(a) AlUMJINPOBaHKE (S)=-7-dbTop-1,1, 3-TpuMeTWUII-2, 3—IUTUIPO—1H-
MHIOeH-4-aMM1Ha, OIIMCHBAMET0CS bopmyJion (I1), AUMIIMPYIOMM
peareHToM bOPMY JIEL RC (0)X c [IOJIYUEeHUEM COOTBETCTBYKIIETO

IIPOM3BOOHOTO MHIOaHaMMIOa GopMyJiel (IIT1);

F

NH,
Gopmyna |l
(b) OKMCJIeHHUEe YKa3aHHOTO MPOU3BOIHOTO MHIaHaMMIOa c

IIOJIy4YeHNeEM COOTBETCTBYKIIEI'O TMOPOKCHUIIPOMISBOOHOTI'O VMHIOIaHaMVIoa



bopmysiel (IV)
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(c) ermopaTallMd YKaAa3SaHHOT'O TITUMIPOKCUIIPOMIBOIOHOI'O VMHIaHaMIMIa
C TIIOJIydeHNreM COOTBeTCTBYyKIEeIro IIPOM3IBOIOHOI'O UMHIEHaMMIIa (l)OpMyJ'IBI

(V)

dopmyna |y

(d) @meauuaIMpoBaHME YKa3aHHOTO I[IPOMB3BOIHOTO MHIeHaMMOa C

IIOJIyYeHNeM COOTBeTCTBYKIEeI'O IIPOM3SBOOHOTO VMHIOIeHaMVHa q_)OpMYJII:I

(VI); u
F
NH
O==</
R
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(e) I'MmopmpoBaHMe YKas3aHHOTI' O IIPOMSBOOHOTI'O VMHIeHaMVHa C

nojiyyeHmemMm wmckomoro (R,S)-7-dTop-1,1, 3-TpuMeTnii-2, 3—-ouruagpo—-1H-

MHOeH-4-aMMHa,



)

NH,
dopmyna V|

B KOTOpOM
- R BeOpa"H u3 C1-Cg¢ aIKMIbHOM Tpynnu wuiIn Cg—Cip apuJIbHOM
TPYIMIH, 5TU TPYHIIE HeoOsa3aTeJIbHO 3aMeleHB OIHOM MM HeCKOJIbKUMU

C1—C¢ aJIKMJIbLHBEMUA I'pyliriaMm1 T/[/T/[J'H/I aToOMaMlM T'aJIOT'€Ha;,

- X obo3HauvaeT YXOOAIMYIO TPYIny, BEIOpPaHHYIO nus: (1)
TUOPOKCUTPYIIIE; (i1) aToMa rajioreHa; (1ii) C1-C¢
AJIKMIICYJIE QOHUIIOKCUTPYIIIIEL (iv) Ce—C1p apuIICyJIbQOHUIIOKCUTPYIIIH,

(v) 1mpynmnu R,CO0, B kKoTopoM R, o3HauaeT C;-Cg aJKMJIbHYID TPYIIlY,
TPYIIIE (1ii)—=(wv) HeoOsa3aTeJIbLHO 3aMelleHEl OOHMM WM OOJILIIMM
KOJIMYUECTBOM aTOMOB I'aJIOT'€HOB.

[IpuMmepammn C;—-Cg AaJKMJBLHOM TpPYNNH  ABJISAOTCA MeTWJ, STUi,
noponwui, OyTWJ, IIEHTUJ, I'eKCWUI.

MpuMepamu Cg—Cio apWUIIBLHOM TPYINNH ABJIAOTCS beHMI, HadbTU.

[IpuMepaMM aTOMOB TaJIOTeHOB ABJIATCS QTOop, XJop, OpoMm, Mom.

Crnoco®, mOpenjaraeMblM B HaCToOAMeM M300peTeHUM, TPOBOOAT B
YKas3aHHOM BHIIE IIOPAOKE.

B oOoHOM BapMaHTe OCYIEeCTRBJIeHMS CIOCODOB, IIpenjlallaeMbX B
HacTOoAlleM n300peTeHnN, IIOPAHOOK peaxuui MeXIy crTanuen
neruipaTaluu (C) M CcTaIuMeM IOeallUuJIMpoBaHMA (d) MOXHO WU3MEHUTH. B
IOPpYyT'OM BapMaHTe OCYWeCTBJIeHUS CTaluio (C) OpoBOOAT IO WM IIOCJHe
crazun (d) . B OpyroM BapMaHTe OCYWeCTBJIEHMS CTamuion (C) M CTamuo
(d) npoBOmAT OIDHOBPEMEHHO.

B oOHOM BapMaHTe OCYWEeCTBJIEHVS Ha cTaiuu (a) HacCToAWeIo
n30bpeTeHrsa auuaupyommit peareHT RC (0)X IJjsg WJIOCTpaluM BHOpaH U3
auuJiraJJoreHruia ¥ aHIMOpuna, [OPeOlIodTUTEJIBHO aluujrajioleHuna WU
aHTUOPUIOA HU3MEeM aJIKkaHOBOM KMCIOTH, O0o0Jiee MPEeNlNouTUTEJILHO BHOpaH
13  aleTWIxXJIopMOa, YKCYCHOT'O aHI'Mapuaa Win ux cMecu. OOHaKO
crelMaJuCcT B IOaHHOM o0B0JlacTM TEeXHMKM OOJDKeH I[IOHMMAaTh, UTO Ha

craigmm (a) B3anMO3aMeHAeMbIM obpasoM MOXHO VMCIIOJIE30BaTh



MHOT'OUMCJIEHHEIE aJIb TEPHaATHMBHEE allJIMpyKrimmne PEeareHTH. B IpyIT'oOM

BapMaHTe OCYMeCcTBJeHMd cTaiuo (a) OpoBOOAT IHpPpM  ITIOBBIIEHHOM
TeMIepaTrype, OIPeOlouTUTeJILHO B IOMalaz3oHe oT InpuMepHo 80°C mo
npyuMepHo 120°C, OoJiee TPeAnNoUTUTEJILHO B OMalla30He OT [IPUMEPHO

80°C mo mpumepHo 100°C. B I»IpyroM BapHMaHTe OCYIEeCTBJIEHMS CcTagusd
(a) BKJIOUAET nobaBJieHUE COeIVHEHU A bopMyJIEL (I1) K
CBeXellepeTHaHHOMY YKCYCHOMY aHIMIOPUIY .

B omoHOM BapMaHTe OCYWeCcTBJIeHVA Ha cTaguu (b) HacToAmero
M300peTeHN A OKMCJIEHME BKJOUAET peakKUMi IIPOM3BOOHOT'O MHIaHaMuIa
bopmyJsiel (ITII) B HOPUCYTCTBUM OKUCIUTEJIEHOT'O pearleHTa C IIOJIyYeHUEM
COOTBETCTBYKIETO IMUIPOKCUIIPOM3BONHOT'O MHIOaHaMMIa O¢GopMyJiel (IV). B
IPYTOM BapuaHTe OCYIeCTBJIEHUA OKMCJIUTeJIbHEM peareHT oJis
WwumocTpauuy  BeHOpaH wu3  KMnO4, MnO,, Se0,, CrO; wmiImM mMX CMecH,
OpennoururesibHO KMnO,. CHoeumasMcT B IaHHOM OB0JacTM TexXHUKM ITOJDKeH
[IOHMMATh, yTo Ha cTanmum (b) HacToOAmWEero n3obpeTeHm

B3alrMO3aMeHAEeMBIM O@paSOM MOXHO MCIIOJIE30BaTh MHOT'OUYMCJIEHHEIE

aJIb TepHaTUBHEE OKUCJIUTEJILHEE PeareHTH . B IPYyTOM BapuaHTe
OCymecCTBJIEHU Ppeakluio Ha cTaguu (b) 0OpoBOomAT HOpM KOMHATHOM
TeMIlepaType IIpu IIepeMellMBaHuM, [IPeOlIOoUTUTEJIbHO B IIPUCYTCTBUU
MgSQy.

dopmyna |y

B oOoHOM BapMaHTe OCYWEeCTBJIEHVS Ha CcTaiuu (C) HacCToAWeIo
n300peTeHnusd neruipaTaluusg BKJIIOUAET peakLmo YKaBsaHHOTO
TUOPOKCUIIPOMU3BOOHOTO MHIOaHaMMIa  OOPMYJIH (IV) B IPUCYTCTBUU
CUJILHOM KMCJIOTH C [OJIyUYeHMeM IM[IPOM3BOOHOTO MHIeHaMuOa GOPMYJIH
(V). B IpyToM BapuaHTe OCYMEeCTRJIEHMS  peakKlMi OIpOoBOOAT B
OpPTaHUUYeCKOM PacTBOPUTEJIe, NPelloUTHUTEJIbHO BHOpPaHHOM U3 TeKcaHa,
TEelTaHoOB, MeTUJIeHXJIOpUIa, IUXJIOP2TaHa, MeTaHoJa, 3TaHoJa,

M3O0IpOoIllaHoJIa, TOJyoJla, STuialleTaTa M MX CMeCuM. B OpyroM BapuaHTe



OCYIMEeCTRBJIEHMA CTaouM (C) CWJIbHasa KucJoTa BeOpaHa wn3 HC1, HBr,
H,SO, wim wmUx cMecwu, M KOHILleHTpupoBaHHasa HCl1 wm H,S0, ©OoJee
IPenrnouTUTEeJIbHE . B IpyT'OM BapMaHTe OCYIECTRBJIEHUS peaKummn
IpOBOIOAT IIPM KOMHATHOM TeMIepaType, OPedlouTUTeJIbHO B IOMalla3oHe
oT mpuMepHOo 20°C mo npumepHo 40°C, GoJjiee MNPEONOUTUTEJILHO IIPVMEPHO
25°C. B @OpyToM BapMaHTe OCYHEeCTBJIEHMS peaKlUMio OIPOBOOAT IIPHU
IIOBHIMIEHHOW TeMIepaType IOIpK IIepeMelmMBaHMM. B IpyT'oM BapHuaHTe

OCymeCTBJIEHMA peaKUIMi Ha CTallll (c) OpoBOOAT 0e3 pacTBOPUTEJIA.

)
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B onHOM BapMaHTe OCylleCTBJIeHMS Ha cTamguu (d) croocobos,

IIpejlaraeMelX B HaCToAdlleM MBO@peTeHMM, DeallllJIMPpOBaHME BRKJIKOUaeT

BRaMMoOIeNncTBMe YRKas3aHHOTI'O IIPOM3SBOOHOTO VMHIOeHaMVIa C CUJILHOM

KMUCJIOTOM pu [TOBLIIEHHOM TeMrepaType c IOJIyYeH I eM coJ
IPUCOeOVNHEHN A MIPOU3BOAHOTO VHIeHaM/IA ; n 3aTeM  yKa3aHHBM
VHOeHaMUH oBpabaTeBanT pacTBOpPOM OCHOBAaHUSA c IOJIyYeHVeM
MHOeHaMMHa oGopMyJiel  (VI). B IpyroM BapraHTe OCYMEeCTBJIEHUS MOJIA

WIIJIIOCTPaTUBHOTO IpMMepa CHMJIbHasd KuUcJIoTa BuHOpaHa w3 HC1, HBr,
H,SO, wim wmx cMecwu, M KOHUeHTpupoBaHHaa HCl1 wu H,S0, ©OoJee
NpennouTUTeJIbHE . B OIpyITOM BapraHTe OCYIIECTBJIEHU I pearLumno
IPOBOOAT IIPM IIOBHIIEHHOM TeMIepaType B IMalasoHe oT OpuMepHo 90°C

no npuMepHo 120°C, NOpennouTHUTEesSIbHO B IManas0He oT npuMepHo 100°C

no npmuMepHo 120°C. B I»OpyTroM BapMaHTe OCYMEeCTBJIEHUS OCHOBaHMe

BEIOpaHo m3 NaOH, NaHCO;, KOH m ux cMecH.
F
NH,

dopmyna VI



B oOHOM BapMaHTe OCYWeCTBJIEHVSa Ha cTaiuu (e) HacToAWeIo
n306peTeHnd TUOPUPOBaHUE BKJIOUAET pearumn YKas3aHHOTO
IIPOMB3BOOHOT'O MHIOeHaMMHa C TI'a3000pa3HEM BOIOPOLOM B IIPUCYTCTBUU
KaTajgMsaropa IMUIPHMPOBaHMA C I[HOoJiydeHreM MuckoMoro (R,S)-7-¢Top-
1,1, 3-tpumeTnii—-2, 3—ogurnapo—-1H-mHneH-4-aMmmMHa. B IOpyroM BapuaHTe
OCYWeCTBJIEHMA peakUMi IIpOoBOOAT B OplaHUUeCKOM pacTBOpUTEIE,
OPEenrIouTUTEJIEHO IIOJIAPHOM pPacCTBOPUTETIE, foJjiee IIPelllouTUTEeJIEHO
BHOpPaAHHOM M3 T'eKcaHa, TIelTaHOB, MeTWJIEeHXJIOopuIa, IUXJIOpAsTaHa,
MeTaHOJla, STaHoJla, M30NpollaHoJa, ToJyoJa, »STuwialeTaTa WM UX
cMecHr. MIUIOCTPpaTHMBHEE OPUMEPH KaTajlM3aTopa IMIPUMPOBaAHMA BKJIIOUAT
KaTajlM3aTOpPE Ha OCHOBe MeTaJUloB IpyHnne (X), TakMxX KaK HUKEJb,
najgjaouyl M IIJlaTuHa, OPellouTUTeJIbHO KaTajimz3aTtop Pd-C. B mpyrom
BapMaHTe OCYyUWeCTBJIeHUd peakuuio Ha cTaiuu (e) nOpoBomAT 0es

pacTBOPUTESIA.

F

NH

2
dopmyna |

B 1OpyroM BapMaHTe OCYMeCTBJIEHMS HacTodmee  M300peTeHue
oTHOCMUTCHA k pauematy (R,S)-7-doTop-1,1,3-TpuMeTmji-2, 3-gurmuopo-1H-
MHOeH-4-aMMHa, KOTOPHM IIOJIyUdeH B COOTBETCTBUM C 3asaBJI€HHHM
criocobom.

B 1OpyroM BapMaHTe OCYMeCTBJIEHUS HacTodmee  M300peTeHue
OTHOCHUTCSA K coelIuHeHMID GopMyJiEl V, B KOTOPOM TIpyIlla R omopenejeHa
BHIIE B HacToAmeM M300peTeHUMM. B OIDHOM BapMaHTe OCYIEeCTBJIeHUA
HacTodmee wM300peTeHMe OTHOCHMTCA K coeauHeHuw N-(7-dTop-1,1,3-

TpuMeTHUII-1H-MHOeH-4-1JI) alleTaMUIoy .
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W

NH
O==</
R
dopmyna v

B 1OpyroM BapMaHTe OCYHNeCTBJIEHUS  HacCTodllee M300peTeHue
OTHOCUTCH K IIPUMEHEHMIO COeIMHEeHMSa OQOpMyJiel V IJig [nojydeHusa (R,S)-
7-¢Top-1,1,3-TpuMeTuii-2, 3-ournnpo-1H-uHneH-4-amMmHa. B OIOHOM
BapMaHTe OCYIEeCTBJIEHMSA OHO OTHOCUTCH K I[OIpuMMeHeHU® N-(7-9Top-—
1,1, 3-tpumernii-1H-MHOeH-4-1JI) alleTaM/Oa OJI4  IIOJIy4YeHUS (R,8)-7-
brop-1,1, 3-TtpuMeTmyi-2, 3-ouruapo-1H-uHneH-4-amMmHa .

B IOpyroM BapMaHTe  OCYHeCTBJIEHMS  HaCToOdllee U300peTeHue
OTHOCUTCSA K CcoeaMHeHMI dopmyJiel IV, B KOTOPOM I'pylrna R onpenejeHa
BHIIE B HacTodAlleM M300peTeHUMM. B OIOHOM BapMaHTe OCYlleCTBJIeHUA
coeIMHeHMeM OQopmyJil IV gaBjasercsa (S)-N-(7-dTop-1,1, 3-TpuMeTUJ-3-
runpokcu—1H-uEnan-4-ui) aueTaMnn.

B eme oIOHOM BapMaHTe OCYMeCTBJIEHMS HacTodAmee M300peTeHHue
OTHOCUTCSA K coeluHeHM© OQ(opMyJiel VI, 7-dpTop-1,1, 3-TpuMmeTmJi—-1H-
MHIOeH-4-aMMHY .

[TpenMymecTBa 3asaBJIEHHOTO mM300peTeHNd, ONIMCaHHOTO BHINE,
OUEeBUIOHH IOJIS CIHelUMaJJMCTOB B IaHHOM o0B6JlacTy TexXHUKM. C IIOMOMLIO
crioco6or, mOpenjlaraeMHx B HaCToOgleM M300peTeHUM, HexeJlaTeJbHuHM
(S)-7-0dTop-1,1,3-TpuMeTUyi-2, 3—ournnpo-1H-mHneH—-4-aMuH MOXHO
[IPEeBPaTUThL oBpaTHO B ero paleMryuecKy dbopmy u 3aTeM
PELUVPKYJIMPOBATL C IIOJIYUEeHMEeM XeJjlaTeJIbHOM aKTUMBHOM (QOpME, R-
2HaHTHOMEPA . [lozTOMYy croco®, npenjaraeMeit B HaCTOAIeM
n300peTeHUN, DKOJIOTUUECKM OoJiee OJIaTOINPUATEH U SKOHOMHUUECKU
foJsiee sdderTUBEH, M paHee OH HUKOI'JJa He OBJI ONUCAH WU
npelickKas3aH.

[I[pMBeIeHHEe HIMWXEe I[IPUMEPH MIPeOCcTaBJIeHH OJS WJIRCTPpaLWKM M UX
HMKOMM OOpa30M He CJIeAyeT pacCMaTpMBaTh B KadeCTBe KakKuM—Jumbo
oBpa30oM OTpaHMUMBaAKIUX OOBEM 3aSBJIEHHOTO M300peTeHud.

[TPVUME PH

[IPMMEP 1
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Cramma (a) - AumimpoBaHue: IllonyuyeHue (S)-N-(7-¢Top-1,1,3-
TPUMETUII-2, 3—murunpo-1H-mHneH—-4-mi) aueTaMmmna ¢GopmyJiel (IT171)

(S)-7-%Top-1,1, 3—-TpuMeTnn-2, 3—-Iurnapo-1H-munes-4-ammH (6 T,
31 MMoJig) OoDaBJIAJM K CBeXellepel'HaHHOMY YKCYCHOMY aHIumpuny (4
MJI) U TepeMemmpaiau nOpu 90°C B Teuenme 30 MuH. Ilocjie 3aBepleHUS
peakluy peaKUMOHHYK CMeChb OXJlaXOaJlM OO KOMHATHOM TeMIepaTyph U
peaxKuumo OCTaHaBJIMBaJIU BOOOM (20 M) . PeakUMOHHYI CMECH
SKCTparupoBaau sTuianueTaToM (50 wia) . OpTraHMUeCcKMM CJIOM CYIWJIN
Han Na,S0; M KOHLUEHTPUPOBAJM B BaKyyMe M IIOJy4YaJM HEeOUUIEHHOe
TBepImoe BEIWeCTBO, (S)-N-(7-pTop-1,1, 3—TpuMeTHji-2, 3—ourunpo—-1H-
vHoeH-4-wj) auetaMun (7,1 T'), KOTOPHM aHaAJMU3VPOBAJM C IIOMOmbI I'X
(razoras xpomMaTorpadusa): 97,5%.

Cragmusga (b) -  OkucJIeHMe: I[loJlyuyeHHUe (S)-N-(7-bTop-1,1, 3-

TPUMETUII-3-TUAOPOKCU—1H-MHOaH—-4-1JI) aleTaMoa QopMyJiel (IV)

T'oroBunm 15% pactBOop MgSO4 (4,6 1©, 38 w™vmosga). K sTomy
pacTBoOpy IIPpM KOMHATHOM TeMIepaType Oo0aBJIAIU (S)-N-(7-dTop-
1,1, 3-tpumMmeTnii-2, 3-ouruapo—-1H-vHOeH-4-1JI) alle TaMUL (6 T, 25,5

MMOJISI) , IIOJIYUEHHBI Ha cTaiuM (a), PacTBOPEHHHM B aleToHe (90
M) . K sTOoMy pacTBOpPy HopUMsAMM »HOOaBJSIM TBepOeli KMnO, (9,26 1,
58,6 MMOJIA) M TepeMemMBaJM IPpM KOMHATHOM TeMlepaType B TeueHue 5
u., IlocJie 3apeplleHUS peaKUMM PeaKUMOHHYI CMeCh I[onmejlauvMBam 1 H.
pacTeopoM NaOH. PeakKUMOHHYK CMeChb DSKCTparuMpoBajiM STUJaleTaToM
(50 M) . OpraHmuueckum cJow cymmiau Hand Na,SO; M KOHLEHTPHMPOBaJIM B
BaKyyMe U I[OJIy4dyaJlM HeOuuleHHOEe TBepHoe BemecTBO, (S)-N-(7-dTop-—
1,1, 3-TpuMeTmiI-3-TUOPOKCU-1H-MHOaH-4-1JI) alleTaMum (5,1 T,
KOTOPHEM aHalM3VpoBaJM C InoMombi I'X: 83,5%A.

Crammuga (c) - ODerunpaTalusd: MonyueHnue N-(7-¢pTop-1,1,3-

TpuMeTHJI-1H-MHOeH-4-1i1) aueTaMmna QopMyJiH (V)

K (S)-N-(7-0Top-1,1, 3-TpuMeTUJI-3-TUOpokCcU—1H-uHmau-4-
WJI) alleTaMMUIOy, IIoJydeHHOMy Ha cTagum (b) (5 1, 19,8 wmMmoJIg),
nobaraaau MeTadHos (30 wMm). K sTOMy pacTBOpPY IIpM  KOMHAaTHOM
TeMIlepaType noBaBJIgJIn KOHIIEHTPUPOBAHHYI HC1 (10 MJI) "

nepeMemnmBaau B TedueHue 90 MMH. PeaKUMOHHYK CMeChb pas3faBJIAIM
BOOM (100 MJT) n BKCTPalvpoBaln TUIIalleTaToM (50 MII) .

OpraHMYeCcKMM cJioM cymmiam Hal Na,SO, M KOHIEeHTPUPOBaJM B BaKyyMe U
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[IoJIyyaJl¥ HEeOUMIIEHHOEe TBepInoe BemecTBO, N-(7-¢Top-1,1, 3-TpumMeTHiI—
1H-vumen-4-wui) aueraMmua (4 1), KOTOPHM aHaJIM3UPOBaJM C IIOMOILIO
I'X: 90, 8%A.

Crammug d - HDeaueTUIMPOBaAHUE & IToslyueHMe 7-pTop-1,1,3-
TpuMeTHJI-1H-MHOeH-4-aMmmHa QopMyJiEl (VI)

25 © 50% H,S04 IIpy KOMHATHOM TeMlIepaType IobaBJadianM kK N- (7-
dTop-1,1, 3—-rpuMeTmii-1H-MHOeH-4-1JI) alleTaMUy, [IOJIYUEHHOMY Ha
cramnum (c) (4 v, 17,2 MMOJIA). PeaKUMOHHYI CMeCh IIepeMellMBaliv IIPpU
115°C B Teuenme 5 u. BaTeM pPeakLUMOHHYI CMech pas3baBiaganm no 25%
IyTeM notaBJieHUA BOIEL. [IoJiydeHHEle TBepIOHE BelleCcTBa
OTOUJIIE TPOBEBAJM, IIPOMEIBAJM BOINOM M 3aTeM I'eKCaHOM. IloJlydeHHEEe
TBepIOhe BemecTBa HoOaBRJIAIM kK Bome (20 wi), #nommeJauuBaiam 10%
pacTBopoM NaOH (15 MJI) ¥ HODepeMemMBalM IIPU KOMHATHOM TeMIlepaType
B TedueHMe 1 u. PeaKUMOHHYI CMeChb BKCTpalrMpoBajiXM sTuialeTaToM (20
MII) . OpraHMUecKuM cJjou cymmiar Han Na,SO; M KOHIUEeHTPUPOBaIM B
BakKyyMe U TIOoJIy4daJlM HEeOUuMlleHHOEe TBepHmoe BemecTBO, /—-¢Top-1,1,3-
TpuMeTHuI-1H-uHOeH-4-aMm1H (2,2 T, KOTOPHI AHaJIMU3UPOBaJIN c
nomMomelo I'X: 95, 53A.

Cragua e - TI'mgpupoBaHMUE: IToJlydyeHMe (R,S)-7-¢pT0p-1,1, 3-
TpUMeTUII-2, 3—ournopo-1H-uHneH-4-aMmHa dopMmyJiel (1)

K 7-¢Top-1,1, 3-TpumMeTHyi- l1H-MHOeH-4-aMHHY, IIOJIYUYeHHOMY  Ha
craoum (d) (1 o, 7,6 mMMmoJg), nodaBigim MeTaHoJ (20 mia). K sTomy
pacTBOpY IIpM KOMHATHOM TeMIepaType npobtasjgaamu 10% PdA-C (50 wmMr,
0,05 MMmoJisa). Uepes yCTPOMCTBO IOJIA MNPONyCKaHMSA Ta3a IIPpU KOMHATHOM
TeMIIepaType TIIpU TIepeMelMBaHUM B TeueHUMe 2 U TIIPONyCKallM CyxXoHu
BOOOPOL. PeaKUMOHHYK CMeChb OQUIBTPOBAaJIM UM KOHLEHTPUPOBAaJIML B
BaKyyMe U IIoJIydaJlM HeOouMlleHHOe TBepnoe BemecTBo (0,9 1), KOTOpOE
aHaJIM3MpPpOBaIM C nomombl I'X: 833%3A. ETro IOONOJHUTEJBHO OUMIAIM C
IIOMOIEBI KpUCTaJJIM3aluuy IIyTeM pacTBOPeHMs B TIekcaHe (7 M) OpuU
50°C ¥ BHIOEPXVBaJM PV KOMHATHOM TeMIepaType B TeueHMe 5 u.
[IoJlydeHHEIE TBepIhle BeMeCcTBa OTOUIILTPOBRHBAJIM UM CYNUIM B BakyyMe U
[IoJIydeHHOe TBepOoe BelecTBO, (R,S)-7-dbTop-1,1, 3-TpumMeTni-2, 3—
ourmopo-1H-uHneH-4-aMmH (225 MI'), aHaJdu3upoBaJM C HomMombrn IX:

95%A. PalleMMUecKYID CMeChb MCCIeIOoBaj M C IIOMOIbI XMpajbHOoM BIXX:

47:53 (R:83) M YIOeJLHOTO BpalleHud [aa]D25 -1,45, Cc=0,15% B



MeTaHOJIe.
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$OPMYJIA MBOEPETEHNA

1. Crioco® [IOJIy4YeHU S (R,S)-7-0Top-1,1, 3-TpUMeTHUI-2, 3—
ourunpo—-1H-mHOneH-4-aMuHa, OIIMCHBAIIEeIoCHd bopmyJion (1), c
VCIIOJIE30BaHMEM B KaueCTBe MCXOIHOT'O BemecTBa (S)-7-¢Top-1,1,3-

TPUMETUII-2, 3—murunpo-1H-nHneH-4-aMrHa, ONMCHBAaAKIIET'OCH bopmyJion

(II),
F
NH, NH,
dopmyna | ®opmyna I

BRJIIOUAMMIM CTaINN

(a) auuamupoBaHmue (S)-7-¢Top-1,1, 3-TpuMeTmyi-2, 3—-ourugpo-1H-
MHOeH-4-aMMHa C I[OJIYYeHMeM IPOM3BOINHOI'O MHIaHaMMIA;

(b) OKMCJIEHUE YKasaHHOTO IIPOM3BOIHOTO VHOaHaMmoa c
IIOoJIyUeHreM 3-TUIPOKCUIIPOM3BOIHOTO MHIAHAMUIA;

(c) neruopaTalnms yKa3aHHOTO 3-TMIPOKCUIPOUIBOOHOTO
MHIOaHaMMoa C IDoJIYUYeHMeM IMPOM3BOINHOTO MHIeHaMMIA:;

(d) I»meaumJMpoBaHMe YKa3aHHOTO IIPOM3BOIHOTO MHIeHaMuIa C
[IOJIyUeHreM IIPOM3BOOHOTO MHIeHaMMHAa; U

(e) TUOPUPOBAHME  YKaB3aHHOTO IPOM3BOIHOTO MHIeHaMMHa C
[IoJIydeHrMeM MCKOMOTIO (R,S)-7-bTop-1,1, 3-TpuMeTUII-2, 3—-OIUTUIPO—1H-
MHOeH-4-aMMHa .

2. Crnoco®6 mo m. 1, KOTOPHM BKJOUAET:

F
NH,
dopmyna |
(a) auuJIMpoBaHue COeOUHEHNS bopMy JIEL (I1) aMJIVP YoM

peareHToOM bOPMY JIEL RC(0)X C [IOJIYUYEeHVEM COOTBETCTBYKIIETO
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IIPOM3BOIHOTO MHIOaHaMmma QopMyJiel (II1T1);

F

NH,
dopmyna |l
(b) OKMCJIeHHnEe YKa3aHHOTO MPOUBBOOHOT'O MHIaHaMMIa c

[IOJIy4YeHNeEM COOTBEeTCTBYKIIEI'O B—I‘M,JIpOKCMHpOMBBO,HHOI‘O VMHIaHaMVIoa

bopmyJsiel (IV)

.
-
o

NH
© <R dopmyna Il

(c) JermopaTallldg YRKas3aHHOTI'O B—PMHpOKCMHpOMSBOI{HOPO
MHIOaHaMVIOa C IIOoJIydeHMeM COOTBeTCTBYKIeI'O IIPOM3BOIJHOI'O MHIeHaMMIIa

bopmysiel (V) ;

R
dopmyna |y
(d) OeallJIMPOBaHME YKa3aHHOTO IIPOM3BOIOHOI'O MHIeHaMMIa C

IIOJIy4YeHNeEM COOTBETCTBYKIIET'O IIPOM3BOOHOTO VMHIceHaMVHa (]_)OpMyJ'H:I

(VI); u
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v,
OziNH

dopmyna v

(e) TUIPUPOBaHME  yYKas3aHHOT'O IIPOM3BOINHOI'O MHIOEHaMMHa C
[IOJIYUeHMEM MCKOMOTO (R,S)-T7-dTop-1,1, 3-TpuMeTWUII-2, 3—IUTUIPO—1H-

MHOeH-4-aMmMHa,
F
NH2

dopmyna V|

B KOTOpOM
- R Bu®pa"n u3 C;-Cg aJKMIJIbHOM Tpynnu uin Cg—Cio apuJILHOM
TPYIIE, 5TU TPYINE HeoOS3aTeJIbHO 3BaMelleHBl OIHOM MM HeCKOJIbKUMM

C1—C¢ aJIKMJILHBEMMA I'pyIlliaM1 I/I/I/I.J'IM aToMaMmM TaJIoT'eHay

- X obo3HauvaerT VYXOOAMYIO TPYIIY, BEIOpPaHHYIO nu3: (1)
TUOPOKCUTPYIIIE; (11) aToMa rajioreHa; (1ii) C1-Cse
AJIKMJICYJIE QOHMUIIOK CUT PYIIIIEL ; (iv) Ce—Cio APMICYJIbOOHUIIOKCUTPYIIIIE,

(v) rpynmne R,CO0, B koTopol R, o3HauaeT C;-C¢ aJKMUIbHYID TPYIIYy,
rpynne (iii)-(v) Heob®sg3aTeJIbHO 3BaMemeHH OOHUM WM HeCKOJIbKUMM
aToMaMr TajioTeHa.

3. Cnocof6 mo JmoboMy M3 NPEeOBAyIMX IYHKTOB, B KOTOPOM CTaIMli
(c) mnpoBOmAT OO WIM IHocje cTragum (d), WIM 5STU »OBe CTaluu
NIPOBOOAT OIOHOBPEMEHHO.

4. Cnoco® no JmoboMy M3 IOIPEeIHOYNMX [OIYHKTOB, B KOTOPOM
YKasaHHBEM aluuaupyiomuii pearedHT RC (0)X BebOpaH M3 aumjarajJoreHuOa U
AHTUOPUOE, IPEeOIOUTUTEJIBHO U3 aleTUNIXJIOpUIa, YKCYCHOTO aHTUIpuIa
I MX CMecCHu.

5. Cnoco®t no JwoboMy M3 IOIPEeIHOYNMX [OIYHKTOB, B KOTOPOM

YKasSaHHY CTalluiio (a) IIpoBOIOAT I1pn IIOBHIIEHHOM TeMIlepaTtType,
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NpenrnouTUTeNIbHO B IManas3oHe oT npuMmepHo 80°C mo npmmepHo 120°C,

foJlee MNPEenNouTUTENILHO OT IpuMepHo 80°C mo mpmMmepHo 100°C.

6. Crioco® no JgoboMy M3 MNPelHOylMX IIYHKTOB, B KOTOPOM CTalMuid
OKMCJIJIEHU A (b) BKJIOUAET peakKLumo YKa3aHHOTO MIPOU3BOIHOTO
VHOaHaMuOa B IIPUCYTCTBUU OKUCIMTEJIBHOTO peal'eHTa IPenlloudTUTEJIBHO
BEIOpaHHOTO M3 KMnO,, MnO,, Se0;, Cr0O; MM MX CMeCH, C I[IOJIYUdeHUeM
3-TUOPOKCUIIPOUBBOOHOT'O MHIaHaMMia .

7. Cnoco6 mo JmoboMy M3 MNPemOeOylxX [IYHKTOB, B KOTOPOM CTalMsd
ODerugpaTalum (c) BKJIIOUaEeT peaxkumn YKas3aHHOTO 3-
TUIPOKCUIIPOM3BOOHOT'O MHIaHaMMIa, PacTBOPEHHOT'O B OplaHMUeCKOM
pacrBoOpuUTesie, IPeOlouTUTEJIEHO I[IOJIAPHOM pacTBoOpuUTelle, U 0DoJjee
IPenllouTUTEeJIbHO BEHOPAHHOM M3 TI'eKCaHa, TelTaHOB, MeTWUJIeHXJIopula,
OUXJIOp®TaHa, MeTaHoJa, BTaHoJIa, M30IIpoliaHoa, TOJIyOoJia,
sTUIaleTaTa n X cMecHu, B NIPUCYTCTBUA CUJILHOM KUCJIOTEL,
NpenlnouTuTe IbHO BHOpaHHoM w3 HC1, HBr, H,SO, WM HUX CMecu, C
[IOJIyYeHMEeM MHIOeHaMMIa.

8. Cmocof mo JpoboMy M3 NPENHOYIMX I[IYHKTOB, B KOTOPOM CTaIui
oeruopaTalm (c) IIPOBOIOAT npu KOMHAaTHOM TeMIIepaType,
NpenlouTUTEeJIbHO B OMalnasoHe OT IpuMepHo 25°C mo npumepHo 40°C.

9. Cnoco® no JjodoMy M3 NOPeleOylMX IIYyHKTOB, B KOTOPOM CTaImus
OealJIMPOBaHMUSA (d) BKJIOUAET : B3aMMOIEeNCTBUE YKa3aHHOTO
MHIeHaMMOa C CUJIBHOM KMCJIOTOM IIpPpM IIOBHIIEHHOM TeMIepaTrype C
[IOJIYYEHMEM COJIM MPUMCOENMHEHMS MHIOEHaMMHa,; UM 3aTeM yKa3aHHYK COJIb
npucoenmMHeHusa obpabaTEBalT pPaCcCTBOPOM OCHOBaHMA C  IIOJIYUYEHMEM
MCKOMOTI'O (R,S)-7-0bTop-1,1, 3-TpuMeTUII-2, 3—-IUTUIPOo—1H-MHOeH-4-
aMmHa .

10. Cnoco6 mno JgoboMy M3 OPEeIHOyIMUxX I[IYyHKTOB, B KOTOPOM
[IOBEIIEHHAA TeMlepaTypa Ha cragunu (d) HaxoguTcd B IOMalas30He OT

npuMepHo 90°C  mo npumMmepHo —120°C, foJiee HOPEnIoOUTUTEJIBHO  OT

npuMepHo 100°C mo mpumepHo 120°C.

11. Cnoco6 1o JgoboMy M3 MOPEeIHOyIMUx I[IYyHKTOB, B KOTOPOM
CUJIbHasg KMCJOTa Ha cramum (d) BeOpaHa w3 HC1, HBr, H;SO0; m wux
CMeCcH.

12. Cnoco6 mno JgoboMy M3 MOPeIHOyIlux I[IYyHKTOB, B KOTOPOM

OCHOBaHMe Ha cramuu (d) BeHOpaHOo M3 NaOH, NaHCO;, KOH m mx cMmecH.
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13. Cmooco® mno JjobomMy M3 OPeluHOylMxX I[IYHKTOB, B KOTOPOM

yKasaHHag CcTalud TUIPUPOBAHUA (e) BKJIOUAET: B3aMMOIEUCTBUE
YKasaHHOTO VMHOeHaMMHa, PacTBOPEHHOTO B OpTraHUuYeCcKOM
pacTBOpUTEJIE, c Taz000pa3HbEM BOOOPOIOOM B IPUCYTCTBUNA

KaTajlMsaropa IMUIPHMPOBaHMA C IDOoJiydeHreM MuckoMoro (R,S)-7-¢Top-
1,1, 3-tpuMmeTmii—-2, 3-ogurmopo—-1H-mHOeH-4-aMmHa .

14, Cnoocot no JwoboMy M3 OPEemOBOylx I[IYHKTOB, B KOTOPOM
YKa3aHHEM OpTlaHUUYeCKUM pacTBOPUTENIL Ha CTalIuM (e) TIIpencTaBJseT
coOOM MOJIAPHHEM pPacTBOPUTEJE UM INIPEeNIoUTUTEJIEHO BHOpaH M3 I'eKCcaHa,
TelnTaHoB, MeTUJIeHXJIOpKIa, OUXJIOp2TaHa, MeTaHoJa, 3TaHoJa,
M30IpOollaHoJia, TOoJyoJa, 2TujaleTaTa UM MX CMeCH.

15. Coocot no JwoboMy M3 OPemObBnyluMx I[IYHKTOB, B KOTOPOM
YKasaHHEM KaTajlu3aTop I'MIPMPOBAaHMSA Ha cTamuu (e) OpedcTaBJigeT
coBoM KaTajM3aTop Ha OCHOBe MeTajUla IPyNne (X), OpedlodTUTeJILBHO
BHOPAHHOTO W3 HMKeJId, HajjlaouMd W IJIaTMHEL M MX CcMecu, O0oJee
IPpedlIOUTUTEeJIEHO KaTamzaTop Pd-C.

16. (R,8)-7-0rop-1,1, 3-TpumMeTnii—2, 3—-ouruapo-1H-muHneH-4-
aMMH, KOTOPHIM IOJydalT II0 JIoOOMy M3 NPEeIBIOYyMUX IYHKTOB.

17. CoemmHeHMe QOpPMYyJIH V,

W,

F

NH
O==</
R
dopmyna v
B KoTopoM R Bubpan wu3s C;—-Cg¢ aJKMUIbHOM Tpynmne uian Cg—Cig
APUIILHOM TPYINH, DSTU TPYNNH HeoOA3aTeJIbHO 3BaMelleHH OOHOW WU
HeCcKOJbKMMU C;-Cg AJIKMJIBHEMMY TPYINaMy M/UJIM aToMaMy TajioTeHa.
18. CoemuHeHMe 1o n. 17, kKoOTopoe mOpencTaBygeT cobon N- (7-
brop-1,1, 3-rpumermii-1H-uHOeH-4-1JI) aleTaMnL .
19. IlpuMeHeHMe coenuMHeHUs QOpMyJIH V mjasa nojydenmsa (R,S)-7-
drop-1,1, 3-TpumMeTnii-2, 3—ournngpo-1H-uHneH-4-aMnHa.
20. IlpmMeHeHMe 10 II. 19, B KOTOPOM COeIVHeHMeM sApjigeTcsa N-
(7-¢0Top-1, 1, 3-TpuMeTmii-1H-uHneH-4-wuJ1) alleTaMun.

21. CoenmHeHne OQopmyJiel 1V,
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)

NH,
dopmyna V|

B KoTopom R BuHOpaH u3 C;-Cg¢ aJKMJIbHOM Tpynne wuian Cg—Cig
APUJILHOM TPYIINE, DS2TM TPYNNIH Heo®sa3aTeJIbHO 3aMeleHB OIHOM WM
HeCKONbKMMY C1—-Cg AJKMIILHEIMM TPYIIIDaMM M/WJIM aToMaMM TajloTeHa.

22. CoemuHeHmMe IO II. 21, KOTOpoe IMIpencTarjgeT cobom (S)-N-
(7-¢pTop-1,1, 3-TpuMeTUIJI-3—-TUOPOKCU—1H-MHOaH-4-1JI) alleTaMnm .

23. CoenuHeHue 7-dTop-1,1,3-TtpuMermii-1H-nHOeH-4-aMM1H.
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