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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

Hacrosimee n3o0peTeHne OTHOCHTCSI K MEHEE JUTMTEILHOMY U OoJiee yJOOHOMY CIIOCO0y HOJIydeHHUs Tpe-
MPOCTHHIIIA, a TAK)Ke HOBBIX MHTEPMEINATOB, IPIMEHIEMBIX B 3TOM criocobe. KiroueBbie mpu3HaKy ONHCHIBae-
MOTO c1roco0a BKITIOYAIOT PETHOCEIEKTHBHYIO eperpynnupoBKy KiisiizeHa, KOTOPYIO IpeTepreBaeT npemecT-
BEHHUK QJUTIJIOKCHOCH3AIBACTH; 3aIUTy CIHUPTOBOM TIpymmbl B OOKOBOW IIETIH, COJNEpIKAllei aJIKWH,
TpeT-OyTumauMerwicuiniabHo (TBDMS) rpynmoii Bo BpeMs HECTEPEOCETICKTHBHOW BHYTPHUMOJEKYIISIPHOM
muknm3anuu o Ilocony-Xanny; U epMeHTaTHBHOE KMHETHYECKOE PACIICIIICHHE U IMOCIEIyIoIee XpOoMaTo-
rpadudeckoe pasfeneHne IBYX IHACTEPEOMEPHBIX WHTEPMEANATOB Ui mocienHeil craguu. Crmocob mo Ha-
CTOSIILIEMY HM300pETeHHIO JaeT OCH3WAMHOBBHIM aHAJOT NMPOCTAlMKIMHA - TPEMPOCTHHHII C IMacTEepEOMEpPHOM
quCcTOTOH Oonee 99%.

IpexmecTByommuii ypoBeHb TEXHHKH

TpenpocTHHWI MpeacTaBIsIeT cO00¥ cuHTeTHYeCcKuil aHaor npocranukinHa (PGI2), nokazanHbrit s nie-
YeHUsI JIETOYHOH apTepuanbHoii runepten3nd (PAH). OcHOBHBIME (hapMaKOJIOTHYECKUMU MEXaHU3MaMH JIeHCT-
BUS TPETIPOCTHHIIIA SBJIAIOTCS MPsIMasi Ba30IMIATAIIMS COCYUCTOTO JIOKA JICTOYHBIX U CUCTEMHBIX apTepHUaTb-
HBIX COCY/IOB I HHTHOMPOBAaHUE arperariu TPOMOOIINTOB.

IMarent CIIIA US6700025 packpbIBaeT crocod CTepeoCeNeKTHBHOTO CHHTE3a MPOU3BOIHBIX MPOCTAITUK-
JIMHA, B 9aCTHOCTH TpenpocTuHmIa. OJIHAKO 3TOT Croco0 W APYTrHe M3BECTHBIE CIOCOOBI BKIIIOYAIOT OOJIBIIOE
YHCIIO CTaAWi CHHTE3a U XpOMaTOrpadUuecKoi OUNCTKH. L{enbro HaCcTOAIIero n300peTeHUs SBIIETCS OTKPBITHE
Oonee mMoNE3HOTO CTIOCO0a, KOTOPHIM BKIIIOYAaeT MEHBIIE CTaAM CHHTE3a W XpoMaTorpaduveckoil OYMCTKH, a
TaKXKe AMACTEPEOCENCKTHBHOE DACIICIUIEHHE KIII0YEBOTO HWHTepMenuaTra (epMEHTaTUBHBIMH METOJaMH, YTO
JIeTIaeT 3TOT CIOoco0 Oosee MoIXOSIIUM AJIs TPUMEHEHHS B IPOMBIIIIEHHOM Maciitade.

CymHocTh n300pereHns

Hacrosimee n3o0pereHne OTHOCUTCS K CIIOCO0Y MOJIyYeHUs] TPETIPOCTHHMIIA, €r0 MPOU3BOIHBIX U MHTEP-
MEIMaTOB, KOTOPHIA BKIIIOYAECT CTAIMI0 KMHETHYECKOTO (PepMEHTATHBHOTO PACLICIICHHUS C HCIIOJIb30BaHUEM
MOAXOMASIIEH JINTA3bl U TIOAXO/SIIET0 AMINPYIOIIero arenTa. M3o00peTeHne Takxke OTHOCUTCS] K HOBOMY CHHTe-
3y UHTEPMENATOB, MOIYIaeMbIX B XOJI¢ CHHTE3a TPEMPOCTUHWIA (TaKMX Kak coequHeHus Gpopmyn 4a, 5, 8-10,
11', 12', 13a, 14a, 15a, 16a, 16 u 17). Kpome TOr0, H300peTeHNE OTHOCUTCS K TOJYUEHHUIO ITPOMEKYTOTHOTO
ATIIOeH3aIbIeTHIA Yepe3 meperpynnupoBky KisifseHa, KOTOpyIo mpeTeplieBaeT MpeaIeCTBEHHUK aJUIAIOK-
cubenzanpaernaa (coenuuenrue Gopmysbl V), ¢ MOBBIIEHHON PEernoCeNeKTHBHOCTHIO, 0OYCIIOBICHHON BBEJIE-
HHEM aTOMa rajloTeHa B Mapa-NoJoKeHne K aumokeurpynmne. Kpome Toro, m3o0peTeHrne OTHOCHTCS K UCTIONb-
30BAHMIO 3AIMUTHOW CHIMIILHOHN TPYIIIHI TSI HEOSH3UIBLHOM CITUPTOBOM TrpyIiiel B 6okoBoi ienu (C-11).

OcymecTBiieHHe H300peTeHus

B omHOM BapmaHTe OCYIIECTBJIEHHS HAcToOsIIee M300pETEHHE OTHOCHUTCS K IPEBPAICHUIO COCTUHCHHS

¢dopmynsl V nocpeacTBoM meperpynnupoBku Koiizena
X

0

H

Y v
O\/\
B coenuHeHue Gpopmyisl VI
X 0
H

v AN Vi

OH

rae X u Y He3aBUCUMO JPYT OT Jpyra npeactapisitor coboit Br, I, Cl, F wimu H;

X TpenmouTUTENIHHO TPEACTaBIIsIeT co0oit Br;

Y npencrasusieT coboit H.

[To mpuYHMHE PErHOCENIeKTUBHOCTH MeperpynmnupoBku KisiizeHa HET HEOOXOIUMOCTH B pa3JcliCHUH pe-
THOU30MEPOB Xpomarorpadueil uin meperonkoil. HyKHbIH perron3oMep MOKET OBITh MONYYCH MEPEeKPUCTAT-
u3anuei.

B emie oqHOM BapuaHTe OCYIICCTBICHUS M300PETCHHS B KA4EeCTBE MHTCPMEIUATA MOIYYAOT COCIMHCHUE

¢dopmyasr VII
X (0]

v SN Vil

OPG;4
rae X 'Y omnpezesieHsl BhIIIE;
PG, mpencrasisier coboif 3aHUTHYIO TPYHIY IS (PEHONBHOHW TPYIIIBI, TAKYI0 KaK METHI, METOKCHMETHLI,
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OCH3MIOKCUMETHII, METOKCHITOKCUMETHII, OCH3WI, 4-METOKCHOCH3WN, 2,6-muxiopOeH3ni, 3,4-muxiaopOeH3uI,
-CH,C(0)-OR, mmu -CH,CH,O0R,;

PG, npeanoyTUTensHO MPEACTABISET CO00M OCH3MT,

Ry mpencrasnser coboit C_4akui1 Wik Heo0sA3aTeTbHO 3aMEIeHHBIA OCH3MITL.

TepmuH "aakun" OTHOCUTCS K HACBHIMIEHHBIM JIMHEHHBIM (HEPa3BETBICHHBIM) WIJIM Pa3BETBICHHBIM YTJIC-
BOJIOPOJHBIM miersiM. [IpuMepaMu MpeicTaBUTeNel OTIETIbHBIX AaJKHJIBHBIX TPYII SIBISIOTCS METHI, STHIL,
H-TIPOTIVJI, U30TponiT (1-MeTHIdTH), H-OyTHII, 1-MEeTHIIpONI, H300yTHIT (2-MEeTHITPOTHIT), BTOP-OyTIuT (1-
METWIITIPOTIHN) U TpeT-0yTi (1,1-a1uMeTniaTum).

B ermie oqHOM BapuaHTe OCYHICCTBICHHS HACTOSIIETO W300PETEHUS MHTEPMEAUAT MPEICTABICHHON HUXKE
cTpykTypbl VIII mony4aroT B KauecTBE pearcHTa B HECTCPCOCEICKTUBHOW BHYTPUMOJICKYISIPHON IUKIH3AIHN
ITocona-Xanpa:

O/PGz

S

Y AN

OPG,
Vil

rae X, Y u PG, onpezneneHs! BhIlE;

PG, mpencrasnsier coboit THP mnm cunmmnbHyto 3amuTHyro rpymmy -SiRjRyR; a1t criuptoBoii rpymmsl,
rae Ry, Ry, R; mpeacrasnsror co6oii He3aBUCHMO APYT OT JpyTa METHII, U30MPOIWI, TPEeT-0yTa U (eHUI, mpe-
MOYTUTENIEHO, ecli R; 1 R, mpencrasistor coboit MmeTwi, a R; mpeacrasisietr coboit TpeT-0yThi, i Ry, R, u R;
MIPECTaBIISIOT cCO0O0M M3oMmponmiI, Harnboiee MPeAmoITHTEIRHO, ecii Ry u R, npeacraBmnstor coboit meTw, a R
MIPeNCTaBIsIeT COO0H TpeT-OyTHIL.

Eme oauH BapuaHT OCYIIECTBICHHUS HACTOSIIETO H300PETEHHUS OTHOCUTCS K BOCCTAHOBIICHUIO COCTMHEHUS

dhopmyiel [Xa (cMech IBYX CTEpeOn30MEPOB) ra3000pa3HBIM BOIOPOAOM U TOIXOASIIAM KaTaTH3aTOPOM:
O,PG2 O/PGQ

1Xa

IXb
¢ obpasoBanueM cMecu coenuHeHn popmynt X u X1 (cMech IBYX CTEPEOU30MEPOB):

H
OPG, OPGy
X XI

rae X, Y, PG, u PG, onpeneneHs! BhIIIIE,

R?® mpexacrasnser coboii H, OH, -OR,, -O-PG, Br, I, Cl, F, -OAc, -OPiv uin -OCORy, -OCOOR,, -SR,
unu -SO,R,, rae Ry npexcrapnser co6oi C_4alkui Uiy apuil.

Tepmun "apun" o603HaYaeT MOHO-, OM- WU TPUIUKINIECKUE YTIIEPOJIHBIC KOJbIIA 110 MEHBIIEH Mepe C
OIHUM  apOMAaTHYEeCKUM  KOJBIIOM. TWIHYHBIE TPUMEpPHl BKIIOYAIOT (eHWI, HAQTHWI, WHIAHWI
(2,3-murunpounaenun), 1,2,3,4-rerparunpoHadTHil U GIyopeHNIL.

Emie oguH BapuaHT OCYIIECTBICHUS U300PETCHUSI OTHOCHTCS K (DepPMCHTATUBHOMY PACIICILICHHIO CMECH
coenuHeHuH cnenyromux Hioke Gopmyn XII u XIII mox meficTBreM MOIXOAAIICH JIMNA3bI U ITOAXOISIIETO allH-
JUPYIOMIETO areHTa:

(o)

~

W

X X
rae rpymma PG, onpexnernena Beimie;

W Bwi6pan u3 H, -CH,CN, -CH2C0R4, —CH2CONR1R2 u -CH2COSR3, rne R' u R? mesasucumo JIPyT OT
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Jpyra BBIOpAHBI M3 MCTHJIA, 3TWIA, H30MPONHIa, H-OyTwia, MOp(OUHIIA, THIICPUIMIA U THPPOIUINHIIIA, R’

MpeJICTaBIsIeT OO0 METHJI, 3THII, H-POIWII, U3OMPOIWI, H-OyTHII, N300yTI1 Wiu (GeHWI H R* MIpEeACTaBISET

coboii -OCH3, -OCH2CH3, -OCH2CH2CH3, -OCH(CH3)2, -O(CH2)3CH3, -OCHch(CH3)2 nim -OCHz-Ph,
KOTOpOE JIaeT cMech coeuHeHuit popmyn XIV u XV:

_PG, _PG,

o]

?

X
riae 3HaueHus PG, u W onpesienieHs! BhIIIE;

R mpencrapnseT co6oii arMiIbHYIO TPYIITy, TaKyl0, HAPUMEp, KaK aleTHI, STAHOWJI, IPOTIaHOMII, OCH30MII
WY TIMBAJIONIT,

PG, npennoututensHo npeactapiseT coboir TBDMS;

R mpencrasiser coboii aneTu;

W mpencrasnser coboit -CH,-CN, -CH,COOH wmu -CH,COCR,, rne R, mpencraenser coboit C;_jamkun
WK OCH3WUIL.

Brlieyka3aHHoe TMpeBpalIeHUE MPEAMOYTHTEIBHO TPOBOIAT MyTeM (EPMEHTATUBHOIO AIlMIIUPOBAHHS
MOIXOIAIIMM (EPMEHTOM JHITa30H, TaKoW, Kak numaza u3 Aspergillus niger (iumaza AP6), munasza u3 Candida
rugosa (CCL), numa3a u3 cBHHOI moukeny 09O skene3bl (PPL), numaza Amano AK, u numaza Amano PS30, B
MPUCYTCTBHH COOTBETCTBYIOUIETO AIlMUIMPYIOIIETO areHTa B COOTBETCTBYIOIIEM pPacTBOPHUTENE, TaKOM Kak
C;s-Cg-anmkaHbl WK QJIKHIIOBBIE TPOCTHIE d(DUPHI.

Hambonee mpenmoyTuTenbHO, KOTA JIUMA3hl, HCIIOIB3YEMbIE U BBIIICYKAa3aHHOTO MPEBpAIEHHs, TIpe-
CTaBJLIIOT coboit mumna3zy Amano AK u nunazy Amano PS30. IIpennodTUTeNsHBIM alMIUPYIONIUM PEareHTOM
SBIISICTCS BUHIJIAIICTAT, & IPEAIOYTHTEIHHBIME PACTBOPUTEIISIMHE SBIISIOTCS TeKCaH(bl) WITH TenTaH(bl).

B BBIIIEyKa3aHHOM NMPEBPAIICHUH AIMIINPOBAHHBIN IPOIYKT MPEIIOYTUTEIFHO BRIACTATh U3 HEAIMIINPO-
BaHHOTO MPOAYKTA MOAXOSIIUMHI METOIaMH, TAKUMHU KaK XpoMaTorpadus WK KPUCTATUIU3AIMS, TOITydasl ally-
JUPOBAHHBIA POIYKT B JHACTCPEOMEPHO M YHAHTHOMEPHO YHCTOM (hopMe.

JnactepeoMepHO YHCTBIA 03HAYACT, YTO (PEPMEHTATUBHOC AIMIUPOBAHUE C TIOCICAYIOUINM OTICICHUCM
AIMITUPOBAHHOTO MPOAYKTa OT HEAMJIMPOBAHHOTO JAcT allMUIMPOBAHHEIN JHacTepeoMep, MPEACTaBICHHONW BBI-
e GpopMyItel, UMEROIUI YUCTOTY >99%. CTemeHp YHCTOTHI ONMPEACISIOT IyTeM XpoMaTorpadupoBaHus mpo-
nykTa gepe3 BOXXX koyoHKY, 3aIIOJHEHHYIO HEIIOABIKHOHM (a3oi, KoTopasi crmocoOHa pa3iaemsaTh dHAHTHOME-
pEL, TAe >99% BEHIIIEYITOMSIHYTOTO JHAacTepeoMepa BBIXOAUT M3 KOJIOHKH B BH/E OJHOTO SHAHTHOMEPHO W JIHa-
CTEPEOMEPHO YUCTOTO COCTUHEHUSI.

Hacrosmmee m300peTeHre OTHOCHUTCS K CLIOCO0Y MOTyYSHHS TPETPOCTHHIIIA, UCTIONB3YIOMIETO CIEAYIONTIe
CXEMBI peakuii (cxemsl 1-3).

XV

Cxema 1
[Momyuyenwne 2-ammmin-3-0eH3WIOKCH-6-0poMOeH3anbaeruaa (5)
Br o] Br o)
Br. lL\
H 2 H a6 pomun H
OH H
O\V/<§§
1 2 3
neperpyn-
nHpoBKa
Br o Br (o] Knaksena, Br o}
A
H 6ensun6pomun H + H
B
A A~
o OH OH
4a 4b
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Cxema 2
[omyuaenwue (5)-rper-OyTmi(1-0yT-3-nHuAreKcunokcu)aumermicuiana (10)

0 nBuMGCI OH OTBDMS

nBu

C'\/l‘l = C'\)\/\/\ TOMSCL ,
MMHEAS 05t

8
6 7 —_—TMS
n-Buli
OTBDMS oTBDMS
KOH,
& MeOH /
e
= ™S
10 9

Cxema 3

OTBDMS

Tlonyuenue TpenpocTUHIIA
OTBDMS
& O B OH gTeDms Br oM Br OAc
OTBDMS H  PrMgCI-LiCl 4 O‘b 0 Aco. DMAP O‘i o
4/\)\/\/\ * ~ . Uvknuzauws no NocoHy-XaHay 2 e, DM A
[} CO,(CO),, CO (1 aTM), cBET O, o
5 12
Ej H,, Pd-C, KHCO, é [

10
3 11 ]
H,, Pd-C
OTBDMS OT8DMS

oTBDMS 1) 10% NaOH S SN
Qreous W 2) NaBH,, EtOH 3 0“ o
> o
H,, PA-C, 2
/ OH

oH CICH,CN, K,CO;. O I Ol
= H a
aueToH H +
o " oH 148+ oTBDMS 22
]l 15a OTBOMS H
OTBDMS Hs o
i O ow M
OH H 13b
oH
O mnasa AK, 14b
BuHUnayerar
\.}, 150 H
N oTBDMS
oTeDMS
ok

@CK>MOAC B0, KOH, MeOH W " ’
¢ . KO, Meon ; om emon | g AT
BoaH. HF, CHyCN (s oH
et (D
H

a18). W
Eite oivH BapuaHT OCYIIECTBICHHS N300PETEHUSI OTHOCUTCS K MPOMEKYTOUHBIM COCIMHEHUAM Qopmy I,

11, IIb, IIIb nam IVb:

lilb

iib

OH

opg, N
Vb

rae X 1 Y He3aBUCUMO JPYT OT JIpyra BeIOpaHbl U3 rpymisl, coctosmeit u3 H, F, Cl, Br, I u 6en3wmia; u
PG, BbIOpaH U3 IpyIIIBI, COCTOSMICH U3 METHIIA, METOKCUMETHIIA, OCH3UJIOKCUMETHIIA, METOKCHITOKCHME-
Thna, OeH3mia, 4-merokcuOeH3wina, 2,6-muxnopbensmia, 3,4-muxnopoensmna; -CH,COOH, -CH,COOR, u

-CHchzoPGz, u
PG, npencrasnser coboit THP, SiR;R,R; nim -CH,0OR,; a

-4
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Ry, Ry, n R; He3aBucuMO Apyr OT Apyra BEIOpaHBI U3 TPYIIIBI, COCTOSILIECH M3 METHIIA, H30MPOIIIIA, TPET-
Oyrnia u eHuna;

R? mpeacrasnser coboit Bogopon, ruapokcu-OR,, -OCOOR,, -OSO,R,, Cl, Br, F, I, -SR, uwin -SO,R,;

R, mpencrasisier coboit C,_4alKT WA apulT;

110 MEHbIIIEeH Mepe 0JUH U3 3aMmecTuTesied X unu Y He sBisgercs H.

Crienyromuii BApHaHT OCYIIECTBICHUS N300peTEeHUsT OTHOCUTCS K coenuHerusiM Gopmyi I, 11, IIb, ITIb wmu
IVDb, kax onmcano BeIe, rae X U Y HE3aBUCUMO APYT OT Apyra Beiopansl u3 H, Br niu Cl u mo MeHbIIei mepe
oJIUH u3 3aMectuTeiielr X ninn Y He sgBisiercs H.

Crenyromuii BapuaHT OCYIIECTBICHUS M300pEeTeHUST OTHOCUTCA K coenmHeHusM ¢popmyn 1, 11, IIb, I1Ib unm
IVDb, kak omucano BeIIIe, rae X npeacraiser coooit Br wim Cl; Y npeacrasnset co6oit H; X npeamodrurensHO
npeJcTaBisieT co0oi Br.

Crenyromuii BapuaHT OCYIIECTBICHUS M300pEeTeHUST OTHOCUTCA K coenmHeHusM ¢popmyin 1, 11, IIb, I1Ib unm
IVb, kak onmcano Beie, rae PG, npeacrasnser co6oit THP wm TBDMS, PG, npeanodtuTenasHoO mpecTasis-
et coboit TBDMS.

Eme onmH BapuaHT OCYIIECTBICHUS H300pETEHNUS OTHOCHTCS K IPOMEKYTOUYHBIM COSTHHEHUSAM Gopmy I,
11, b, IIIb mmm IVb:

lib liib

OH

opG, "

IVb

rae X 1 Y He3aBUCUMO JPYT OT JIpyra BeIOpaHbI U3 rpymisl, coctosmeit u3 H, F, Cl, Br, I u 6en3wmia; u

PG, BBIOpaH U3 TPYIIIBI, COCTOSIIEH U3 METHIIA, METOKCUMETHIIA, OCH3UITOKCUMETHIIA, METOKCUITOKCHME-
Twia, OeH3wia, 4-meTokcuOeH3mna, 2,6-muxnopOensmna, 3,4-muxmopbensuna; -CH,COOH, -CH,COOR, u
-CHchzoPGz, u

PG, npencrapnser coboit TBMDS; u

R” mpezcrasnser coboit Bomopon, ruapokcu-OR,, -OCOOR, -OSO,R,, Cl, Br F, I, -SR, min -SO,R;

R, mpencrarnser coboit Cy_4alKui WiTH apui; |

110 MEHbIIIeH Mepe OJUH U3 3aMmecTuTesied X unu Y He sBisgercs H.

Crienyromuii BApHaHT OCYIIECTBICHUS N300pETEHIUS OTHOCHTCS K coennHeHusM hopmysl 1 wmm 11:

/PG Cd
X . 0 2 . o PG,
4
v N (I T)=o
Y H

OPG,

rae X 1 Y He3aBUCUMO JIPYT OT Jpyra BeIOpaHbl U3 rpynisl, cocrosieii uz H, F, Cl, Br, | u 6en3una; u

PG, BBIOpaH W3 TPYIIBI, COCTOSAMICH W3 METHIIA, METOKCHMETHIIA, OCH3MIOKCUMETHIIA, METOKCHITOKCHME-
Twia, OeH3wna, 4-meTokcuOeH3mna, 2,6-muxnopOensmna, 3,4-muxmopbensuna; -CH,COOH, -CH,COOR, u
-CHchzoPGz, u

PG, npencrapnser coboit THP, SiR R,R; mnm -CH,0R,; a

Ry, Ry, 1 R3 HE3aBUCHMO ApyT OT Apyra BBIOpaHbI U3 TPYIIIBI, COCTOSIICH U3 METHIIA, H3OTPOITHIIA, TPET-
Oyruia u ¢peHunna;

R® mpeacrasnser coboit Bogopon, ruapokcu-OR,, -OCOOR,, -OSO,R,, Cl, Br, F, I, -SR, win -SO,R;

R mpencrasmsier coboit C_4alK WK apuit; U
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10 MEHbILIEH Mepe 0JIMH U3 3aMmectuTeneld X win Y He sBisiercs H.
Crnenyromuii BApHAHT OCYIICCTBICHHUS U300pETEHHSI OTHOCHTCS K CIIOCOOY IOYYCHUS COCITUHCHHUS (Bop-
Myibl 11, BKITIOUaroeMy Ciaeayoyo CTaauo:

PG, PG,
X g o « o
==
. we D
Y x co v
[N
PG, OHOKCAH, CBeT O\PG1 "

rae X, Y, R*, PG, u PG, onpezieneHs! BEILIE.

Crenyromuii BapuaHT OCYIIECTBICHHSI H300pETECHNsI OTHOCHTCS K CIIOCO0y, ommMcaHHoMY Bblne, riae PG,
npencrasiseT coooii TBDMS.

Crienyronuii BapuaHT OCYILIECTBICHHUS H300pPETEHHsI OTHOCHTCS K CIIOCOOY, OMMCaHHOMY Bbimie, rae R*
HPEACTABISIET COOOH THAPOKCHIBHYIO IPYIIILY.

Crenyromuil BapuaHT OCYIIECTBICHUS M300pETEHUS] OTHOCUTCSA K CIIOCO0Y, OMMCAaHHOMY BBIIIE, rae X
npencraBiseT coboit Br, Y npeacraBuseT coboit Bogopoa, PG, mpencrasisetr coboii 6ensun, PG, npeacrapnser
coboit TBDMS, a R npeacrasisier co60il THAPOKCHIBHYIO TPYIIITY.

Crenyromuii BapuaHT OCYIIECTBICHHUS N300PETEHUs] OTHOCUTCSI K CIIOCOOY MOJy4eHHs coenHeHus (op-
Mynsl [V, BKIrouaromeMy cienyronme cTaauu:

a) THIPOTeHU3alMs M BOCCTAaHOBIICHHE coeluHeHus (opmyisl 11 s momydeHus: paneMu4eckoro coeuu-
HeHus Gopmynsr 111;

b) B3aumopeiicTeue panemuueckoro coepunenus popmyinsr 111 ¢ nunaszoit AK B npucyTcTBHN pacTBOpHTE-
TsT;

C) ToJTy4YeHe ONTHYECKH YUCTOTO coennHeHus [V,

H

n

nunasa AK

PG,

9

rae PG, npencrasiser co6oit THP nmn TBDMS;

PG, npennoututensHO npeactapiseT codoir TBDMS.

Crenyromuil BapuaHT OCYIIECTBICHUSI N300PETEHUS] OTHOCUTCS K CIIOCO0Y, OMMMCAaHHOMY BBIIIE, TIE pac-
TBOPHTEIL BEIOPAH U3 TPYNIIBI, COCTOSIIEH 13 BUHUIIALETaTa, Tekcana(oB), rentaHa(oB) 1 xiopodopma.

Crenyromuii BapuaHT OCYIIECTBICHUSI H300pETEHNs OTHOCHTCS K crioco0y, ONMCaHHOMY BBINIE, I'I€ THI-
poreHusanuio ocymecTsistoT npu pH okoino 8-12, npeanouturensHo npu pH okxomno 9-10.

OOBEKT ClIeNyIONMX ONpeaeSICHNI pacCMaTPUBAIOT KaK BaApHaHT OCYLIECTBIICHHS! HACTOSILETO M300peTe-
HUSL

1. Coenunenne ¢popmyn I, 11, IIb, IIb nim IVD

X . O,PGZ

OH

OPG,
Vb
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rae X 1 Y He3aBUCUMO JIPYT OT Jpyra BeIOpaHbl U3 rpynisl, cocrosieii uz H, F, Cl, Br, | u 6en3una; u

PG, BbIOpaH U3 rpymnibl, COCTOANIEH U3 METHIIA, METOKCUMETHIIA, OCH3MIIOKCUMETHIIA, METOKCHITOKCHME-
Thna, OeH3Wia, 4-MeTokcuOeH3umna, 2,6-guxiopoensmna, 3,4-muxmop6ensuna, -CH,COOH, -CH,COOR, u
-CHchzoPGz, u

PG, npencrasisier coboit TBDMS; u

R® mpeacrasiser coboit Bomopox, ruapokcu-OR,, -OCOOR,, -OSO,R,, Cl, Br F, I, -SR, umu -SO,R,;

R mpencrasmsier coboit C,_4alKu WK apuit; U

110 MEHbIIIeH Mepe 0JUH U3 3aMmecTuTesied X unu Y He sBisgercs H.

2. Coenunenue 1o 1.1, rne X n' 'Y He3aBUCHMO JAPYT OT JIpyra BeIOpaHbl U3 IpyHIbl, cocrosiueii u3 H, Br
w Cl, 1 o MeHbIIei Mepe onuH U3 3amectuteneid X wim Y He sBisiercs H.

3. Coenunenwe 1o 1.2, rae X npeacrasisiet codoit Br wim Cl n Y npencrasiser coboit H.

4. CoenuHenue 1o mobomy u3 1. 1-3, rae X npeacrasisier coboii Br.

5. Coenunenue dpopmyist I mn 11

PG
X g o2 a O/PGZ
X R
%
Y X v °
OPG;, H

| i

rae X 1 Y He3aBUCUMO JPYT OT JIpyra BeIOpaHbl U3 rpymisl, coctosmeit u3 H, F, Cl, Br, I u 6en3wmia; u

PG, BBIOpaH U3 TPYIIIBI, COCTOSIIEH U3 METHIIA, METOKCUMETHIIA, OCH3UITOKCUMETHIIA, METOKCUITOKCHME-
Thna, OeH3mia, 4-MeTokcuOeH3umna, 2,6-guxiopoensmna, 3,4-muxmopb6ensuina, -CH,COOH, -CH,COOR, u
-CHchzoPGz, u

PG, npencrasmsier co6oit THP, SiR;R,R; nmn -CH,OR; u

Ry, Ry, 1 R3 HE3aBUCHMO ApyT OT Apyra BHIOpaHbI U3 TPYIIIBI, COCTOSIICH U3 METHIIA, H3OTPOITHIIA, TPET-
Oyruia u eHnna;

R” mpezcrasnser coboit Bomopon, ruapokcu-OR,, -OCOOR,, -OSO,R,, Cl, Br, F, I, -SR, win -SO,R,;

R, mpencrasnsier coboit Cy_4alKui Wil apui; |

10 MEHbILIEH Mepe 0JIMH U3 3aMmectuTeneld X win Y He sBisiercs H.

6. Crioco0 nonyueHus coenuaeHus Gopmynsl 11, BKITFOYAIOIMK CICTYIONIYIO CTaIUI0:

PG, PG,

a o o)
_ X
Zz CO,(CO),
Y SN a
CcQ \'ae
| Ospg, I

X R
O,
PG, OUOKCAH, CBeT

rae X, Y, R*,PG, u PG, onpenenens: B 1. 1.

7. Crioco6 1o 11.6, rie PG, npencrasiser coboit TBDMS.

8. Crioco6 1o 1.6 umu 7, rae R* npencrapiser co60i ruapOKCUIBHYIO TPYIIILY.

9. Cnoco0 1o 11.6, re

X mpencranisieT coboii Br;

Y npexacraBusieT co00i BOAOPOI; U

PG, npencrapnset coboii OCH3WT; U

PG, npencrapnser coboit TBDMS; a

R” mpezcTaBiser co60i MMAPOKCUILHYIO TPYIIITY.

10. Crioco6 mosnydeHus coernHenust popmyiisl [V, BKIIIOUaIOmuii clieayronye CTaanu:

a) TUAPOTCHU3ANUS U BOCCTAHOBIICHUE coenuHeHMs (GopmMynbl 11 i momydeHus paneMHU4ecKoro CoeIu-
HeHus Gopmynsr 111;

b) B3auMoaeiicTBre paremudeckoro coenuaerus popmysl 11 ¢ mumazoit AK B MpUCYTCTBUU pacTBOPUTE-
7,
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C) OoJy4YeHHe ONTHYECKH YUCTOro coenHeHus [V;

nunasa AK

v
rae PG, npencrasmnser co6oit THP umn TBDMS.
11. Cnoco6 mo m.10, rme pacTBOpUTENb BBIOPAH W3 TPYIIBI, COCTOAIISH M3 BHUHHJIAIETATa, rekcaHa(oB),
renTana(oB) u XJopohopma.
12. Croco6 1o .10 mu 11, Tie ruaporeHn3anuto mpoBoAsT mpu pH okoso 8-12, mpeamnodTuTenbHO Mpu

pH oxoio 9-10.
13. Crioco6 nomydenwus Tpenpoctramia (18), BKH}Oqa}omHﬁ CJIETYIOIIHE CTa/IVH:

OTBDMS OTBOMS
oTEDMS B o Br Br OH
/\/I\/\/\ H ,Pnga LiCl //
+
Z
10 S = uuknmsauma no NMocoHy-XaHay
OBn 5 CO,{COJ,. CO (1 aM), CBeT
OTBDMS
OTBDMS ar OAc
H,, Pd-C, ocuoeaune
QTBDMS ‘b o
A .
= Pd-c,
OH oc""BaHHe
OCHZCl\r‘ OTBDMS
15a +

OTBDMS

%
T CICH,CN, K,CO, 14 *

OTBDMS

OH

OTBDMS

ocryen? aueToH s
nunasa AK, T
15b | eununauerart L O

1) 10% NaOH
2) NaHB,, EtOH

OH
14b

OTBDMS

KOH, MeOH
OTBDMS ——————

OH j\ 17 J\
’ o7 oH

TpenpocTuHun

BoaH. HF, CH,CN
kbl i
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14. [IpomexxyTOUHOE COCANHEHNE, BBIOPAHHOE M3 IPYIIIHI, COCTOSIIEH 13!
Br O

H
Br O ~
0.
H OTBDMS OTBDMS
S J c A ~~ A~
OH e
4a 5 8

OTBDMS

OTBDMS

OTBDMS
"ﬁ ::
o
H
13a
OTBDMS OTBDMS OTBDMS

_.
ES
o0
z=/

15a

OTBDMS OTBDMS

H

) Ho

16b

17
Hacrosmee n3o0perenne DOMOMHUTEIEHO WITIOCTPHPYETCS CICTYIONUMH IpUMEpPaMH, OJHAKO HUKOMM
00pa3oM He OTPaHUINBACTCS UMH.

IIpumepbI
[Tonyuenne (1R,2R,3a8,9aS)-[[2,3,3a,4,9,9a-rekcarunpo-2-runpokcu-1-[(3S)-3-ruapokcuoxTmi]-1H-
Oen3[fluaaeH-5-11|oKCH | yKCyCHON KHUCIIOTHI (TpenpocTuHuIa, 18).
[Mpumep 1. I[Nonyuenne 6pomOeH3anpaerua 2.

(o} Br O
H Brz H
OH OH
1 2

CoenuHenne 2 MOTyYaroT, Kak onmucaHo B cTaThe Bioorganic & Medicinal Chemistry Letters, 20(3), 1169-
1172; 2010 nmm B Journal of Organic Chemistry, 67(26), 9248-9256; 2002.
ITpumep 2. [Monydenne ammminoBoro ¢upa 3.

Br O r 0O
ammnbpomMun,
R H
OH O~
2 3

B cyxyio Tpexropiyio KpyrioJOHHYIO KOJIOY 00BeMOM 5 11, CHAOKEHHYIO XOJIOAMILHIUKOM, YCTPOHCTBOM
JUTSL U3MEPEHUS TEMIIEpAaTyphl W MEIIAJIKOW, TPUOaBISIIOT 6-OpoM-MeTa-ruapokcuden3anmpaerun (2, 250 r,
1,23 moup) B mumetmiihopmamunae (1250 mi). K momydeHHOMY pacTBOopy MpHOaBIsioT O€3BOMHBIN KapOOHAT
kamus (538 1, 3,81 mMonp) npu nepeMenmBaHuy. K 3Tol cMecu MeIJIeHHO MPUOABIIAIOT AJUTHIIOPOMUT B PEaKIIn-
OHHYIO CMECh MEPEMELIMBAIOT 10 TeX IOp, MOKA PEaKiHs He 3aKOHYUTCS (KOHTPOJIb TOHKOCIOWHON XpOMaTo-

-9.
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rpadueit (TCX) B cucteme rexcan:auxjaopMeran:atunanerar, 7:4:0,5). Ilocne okoH4YaHHs peakuy NIpUOaBIISIOT
JUXJIOPMETaH W BOAY, HOJYYCHHBIH PacTBOP IEPEMEIINBAIOT W NPOBOJSAT paszzeneHue cioeB. OpraHumdeckuit
cioit obpadateBatoT 10% pactBopom NaOH u moBTOpHO paszensior cion. IlomydeHHBIH opraHMYecKuil cion
TIEPETOHSIOT TPU MOHMKEHHOM JIaBIICHUH U TOIYYa0T 6-OpoM-3-aMIoKCHOeH3aIbICTHT B BUIC KOPHUYHEBA-
TOM *®uaKoi Macchl; BeIXox 290 1 (98%), uncrora >CO 95% (BOXKX).

'H SIMP (CDCly): 4,55-4,65 (c, 2H), 5,15-5,40 (m, 2H), 6,00-6,10 (m, 1H), 7,0-7,10 (xx, 1H), 7,18-7,24 (x,
1H), 7,52-7,56 (n, 1H), 10,1 (c, 1H, CHO).

ITpumep 3. IMeperpynmmpoBka Kinsitzena coequaenns 3 B ammmioeH3anbpaeruabl 4a u 4b (WO 01/76693).

Br O Br O
A
H Knnaiisen, H
A
OH

oL~
3 " 4a

Br O
H
= 4b
OH

B cucremy ¢ konmboi u3 crekna odobemoM 50 1 mpubaBisiroT ammmiioBsiid d¢gup (3600 r, 2,48 Moib) B
o-muxyop6ensone (18 m). [TomydyeHHBIH pacTBOp MeUIEHHO HarpeBaroT 1o 155°C Ha MacisHOI OaHe U OCTaBIIs-
I0T IpHU 3ToM Temmepartype Ha 40 4. PeakinoHHy0 MacCy OXJaxkaaroT U skcTparupyroT 10% pactsopom NaOH.
Opranuyecknii 0-IuxJIOpOEH30IBHBIN CII0H BO3BpAILAIOT 00OPAaTHO B CHCTEMY C KOJIOOH M Ollepanunio HarpeBaHus
MOBTOPSIOT /1Ba pa3a. Boauslii cioit oopadareiBator HCI 1 sKCTparupyioT AnxiaopMeTaHoM. JJuxiiopMeTaHoBbIH
CJIOW YaCTHYHO MEPETOHSIOT, a B KOJIOY NPUOABIISIIOT TeKCaH. JTOT PacTBOP BBIIEP)KUBAIOT B TeUeHHE 1-2 mHei
NPY OXJIJKAECHHUH U 3aTeM (DUIIBTPYIOT, MCIIOJIB3Ysl BOPOHKY BroxHepa, ocasok Ha GuibTpe MpOMBIBAIOT OXJIaXK-
JIEHHBIM TE€KCaHOM, TIOIy4as 6-0poM-3-THIPOKCH-2-aJUTHIOSH3AIBIETHT B BUC TOPOIITKA, UMEIOMIETO I[BET OT
TEMHO-KOPHUYHEBOT0 10 YePHOBATOTO; 00mHii BEIxox 160 T (27%), uncrota >93% (BOXX).

[Ipumep 4. [Monydenne 6€H3UITOBOTO dPHpa 5.

Br O Br O

H SeH3UnBpoMuN H
OO ="
OH 0

4a é 5

B cyxylo 4eThIpexropIiayro KpyriioJOHHYI0 KoJ0y 00beMoM 5 11, cHaOKEHHYIO OOpaTHBIM XOJIOAMIEHUKOM,
YCTPOMCTBOM JUTsl U3MEPEHUS TEMIIEPaTyphl U MELIAJIKOH, MpUOaBiIsioT 6-0poM-MeTa-rupOKCHIOCH3AIbACTH
4a (100 r, 0,41 monp) B MeTanoze. K momydyeHHOMY pacTBOpy npubdaBisioT oersmiximopun (175 mi, 1,26 Momb).
3areM 3Ty CMeCh MEIUICHHO HarpeBaloT 0 KHUIICHHUS U MEePEeMEIINBAIOT B TeUeHHE 3-4 |, 10 3aBEpIICHHS peak-
uu (koHTposib TCX B cucTeMe TekcaH:auxiopMeran:atunanerar, 7:4:0,5). Ilociie okoHYaHUs peakiuy TpH-
0aBIAIOT AMXJIIOPMETAaH U Boxy. [locie AKCTpaKIMK COeNWHEHHS B OPraHWMYECKHH CIIOH W MOCJe IPOMBIBAHUS
ciost 10% pactBopom NaOH, nuxiopmeraH OTTOHSIOT MPH IMOHIDKEHHOM jaaBieHnd. K macmooOpa3Hoii Macce
npuOaBISIOT TeKcaH M ycTaHaBiuBaroT Temneparypy 0-10°C. Ilocne nepememmBanus B TeueHue 203 4, momy-
YEeHHYIO B3BeCh (MIBTPYIOT Ha BOpOHKe broxHepa, ocamok Ha (DUIBTpe NMPOMBIBAIOT TEKCAHOM M IOJIYYalOT
6-0poM-3-0eH3MIOKCH-2-aTHIOCH3aIbICTH B BHJE MOPOIIKA OEJIOro WM JKEITOBAaTO-OEJIOr0 IIBETa; BBIXO
110 r (80%); uuctora >99% (BIXKX).

IIpumep 5. Iomydyenue xnopcoaepkaiero cnupra 7.

OH
A nBubg \/‘\/\/\

6 7

[Mpumep 6. [Nonyuenne TpeT-Oy THIAMMETHIICHINIIOBOTO 3¢dupa 8.
OH TOMSCI, OTBDMS
Cl

cl _— -
UMHIAa305
ITpumep 7. [lonydeHne TpUMETWICUINIATIKIHA 9.
o OTBDMS — TMS OTBDMS
n-BuLi & ~TN
T™MS
8 9

-10 -
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ITpumep 8. Iomydyenue ankuna 10.

OTBDMS KOH OTBDMS
NN
i MeOH 2
TMS
9 10
IIpumep 9. Ilonydyenue ankuHUIOBOTO crupra 11.
Br O Br OH qreoms
QTEDMS Ho PIMGCHLICE A A
+
Z x - X
10 5

o o} "
<
[

K pactBopy coemunenus 10 (20,3 1, 75,6 mmois) B 90 Mt cyxoro TT'® B armocdepe azora nmpruOaBiIsioT 110
KaIuIsIM KOMIUIEKC M30NpONMIMarauiixmopuna ¢ xyuopugom jgurust (1,3 M B TI'®, 58,1 mi, 75,6 mmons) depes
KaleJlbHyl0 BOPOHKY B TeueHue 10 muH. KopuuHeBBI pacTBOp HepeMeNINBaOT P KOMHATHOW TeMIlepaType
(RT) B Teuenue 15 mun. K aToMy pactBopy npudasmistoT pactBop coeaunenus 5 (12,5 r, 37,8 mmons) B 120 M
cyxoro TT'®. TTomy4ueHHBINH pacTBOp MEPEMENMUBAIOT B TeueHUe | 1 mpu komHaTHOU Temmeparype. TCX-ananm3
(10% stunanerat: rexcas, Y ®-geTeKTHPOBaHKE) TTOKA3al, YTO UCXOTHOE BEIIECTBO M3pacXo10BaHO. Peaknnon-
HBI{ pPacTBOp TacAT BOJHBIM pacTBOpoM xjopuaa ammonus (200 mm) u pazbasmsior 500 M Tpet-
oyrunmernioBoro a¢upa (MTBE). Cnoun pasngenstor. Bogssiii cioit sxctparupytor MTBE (2x500 mur). Opra-
HUYECKHE CJIOW OOBEIUHSIOT W CyIIaT Haja O0e3BOMHBIM cynbdarom Harpus. PactBopurens GuUIbTpyioT depe3
¢unbTp M3 mopuctoro crexia. OUIbTPaT KOHLUEHTPUPYIOT B BaKyyMe M MOIy4aroT 24,1 T HEOUHIEHHOTO Mpo-
IIyKTa B BUJE Macia. HeounIeHHbIi MpoXyKT oYnIaT Ha kojdoHke Agela ¢ cunmukarenem (330 1), ucmons3ys
aBTOMAaTHYECKYIO XpoMaTorpaduueckyto cucremy Isco, amonpyror 0-10% sTHinaneraT:rekca ¥ U3BJIEKaloT 16 T
(71%) coenuuenns 11 B kayecTBe 1eNEBOTO MPOIyKTa U Bo3BpamaroT 3,7 1 (18%) coenunenus 10 (SIMP, MC).

[Mpumep 10. BHyTpuMonexynspHas HectepeocenekTnBHas ukianzanust no I[ocony-Xanny (PKC) ¢ o6pa-
30BaHHEM IIUKJIONEHTEHOHA 12.

OTBDMS
OTBDMS B OH
(o]
uuknusauus no llocony -
o Xaupy o H
11 COZ(CO)B’ CO (1 arTm), 12

cBerT

B xpyriogonHo# kos6e 00beMoM 1 11 ¢ SKOpEM MarHMUTHOM MENIaIKy, CHAOKEHHOW 0OPATHBIM XOJIOMIIb-
HUKOM W TPEXXOIOBHIM BaKyyMHBIM KpPaHOM CO IIIH(OM M KOHTPOJEM BHEIIHEH TeMIlepaTyphl, pacTBOPSIOT
coequnenue 11 (16,0 T, 26,7 mmons) B 271 Mn quokcaHa NpH KOMHATHOM Temneparype. CUcTeMy BaKyyMHUPYIOT
B TeueHre 10 ¢ ¢ mociemyronM 3arojHEeHHEeM KOJIOBI MOHOOKCHIOM YIJIepoja. DTy MpPOLEAYpY MOBTOPSIOT
emie aBa pasa. [Ipubaisror kapooHmn kobamsTa (3,6 T, 10,5 MMOIB), TOKa CHCTEMa 3aIl0THEHA MOHOOKCHIIOM
yriepona. CHCTeMy OISITh BaKYYMHPYIOT M 3aIlOJHSIOT MOHOOKCHIIOM yriiepoja. CMech NepeMelnBaioT, Ipu
9TOM Ha PEaKkLUHOHHYIO K0J0y HANpaBIISIOT HCTOYHHUK Oeoro cera (jammna 300 BT), noanepxusas temiepary-
py peakmuu 35-40°C. Yepes 48 u TCX (10% stunanerat:rekcan, Y @-neTeKTUpOBaHNE) MOKa3aia, YTO UCXOJ-
HOE BEIIECTBO M3pacxofoBaHo. OUIbTpaT KOHIICHTPUPYIOT B BaKyyMe U Moy4aroT 18,1 T HEOUHIIEHHOTO TIpO-
IIyKTa B BHUIE Maciia. HEeOUWIIeHHbIH NPOAYKT OYHWINAIOT HAa CHIIMKAreyie, MCIoyb3ys cunnkarenb SiliaFlash
G 60, rmoupyroT cucTeMoil stunaneraT:rekcad (5-60%) u usBnexaot 9,2 r (55%) coenunenns 12 B kauecTBe
neneBoro npoaykra (IMP, MC).

IIpumep 11. OgHOBpEMEHHOE BOCCTAHOBUTEILHOE OTIIEIUICHHE OCTATKOB OpoMa, THAPOKCHIIA U OEH3UII0-
BOTO TIPOCTOTO 3(Hpa U BOCCTAHOBIICHUE B IIUKJIONICHTAaHOH 13.

OTBDMS OTBDMS

Hp, Pd-C, KHCO,

-11 -
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Mertonuka A.

B kpyrnomoHHO# KonOe 0oO0beMOM 2 JI ¢ MarHMUTHOM MemIajKkod pactBopsitoT coequnenue 12 (10,0 T
15,9 mmons) B 802 mMiI MeTaHoOJIa TIPH MepeMemnBaHuu B atMochepe azora. [TpubaBnsaiorT OukapOoHAT Kamus
(4,7 t; 47,8 mmomn, 3,0 5kB.) B atMochepe azota. Uepes pacTBop 6apOOTHPYIOT a30T B TeueHue 30 MUH IS Jie-
razarmu cmecu. B ato ke Bpems npubasmsior 10% Pd Ha yrme (4,5 1) T B atMocdepe a3ora. [lerazupoBanue
MPOIOJDKAIOT ellle B TeueHue 15 MUH. 3aTeM peakIMOHHYIO CMECh HACHIIMIAIOT Ta3000pa3HBIM BOIOPOAOM B Te-
genue 20 MUH, pEaKIIMOHHYIO CHCTEMY TIOTOM TIOMEIIAIOT B aTMochepy BoopoIa, UCTIONB3ys 6 mapoB (kamep),
coIlepXKanx BoXOpo. PeaknnoHHy0 cMech mepememmBaroT B TedeHue Houd. TCX-anamu3 (30% »stmmare-
Tar:rekcat, Y ®-nerekTupoBaHne M ISTHO aMMoHUi-1iepuid (IV) Monmmbaara) mokasan Hajau4ue MCXOIHOTO Be-
niectBa. KamMepsl OBTOPHO HATIONHSIOT T'a3000pa3HEIM BOJIOPOJOM U PEAKIIMOHHYIO CMECh ITEPEMEIIUBAIOT CIIEe
omuH nenb. [Tocne 48 u (cymmapro) TCX-ananmm3 mokasan OTCYTCTBHE MCXOIHOTO BemiecTBa. K peakimoHHON
cMecH pubaBIstoT oukapoonar kamust (3,1 1, 2,0 3kxB.) u nepememmBarot B Teucnue 10 mus (pH 10). IIpu mpo-
MyCKaHWUU ra3000pa3HOro a30Ta Yepe3 BOPOHKY PEAKIIMOHHYIO CMECh (UIBTPYIOT Yepe3 (HHIbTPOBAIBLHYIO Oy-
Mary ToproBoii Mmapku Whatman, 3atem erie pa3 GUIBTPYIOT Yepe3 HEOOJBIION CITOH HEeauTa T YAaJICHUS OC-
TaBIerocs: karaiausatopa. Cioii 3areM npoMeiBatoT 150 vt atrnanerata. UabTpaT KOHIEHTPUPYIOT B BAKyyMe
n nosrydatrot 14,0 T ocratka. K ocratky mpubasistor 200 M1 dTHIAETaTa M ONATH (PHIIBTPYIOT Yepe3 IIeIIHT.
Croit menuta mpombiBaroT 150 Mt tmmanerata. OUmbTpaT KOHIEHTPUPYIOT B BaKyyMe W Toiy4aiot 7,1 T He-
OYMIIEHHOTO MPOAYKTa B BHUJIE BSI3KOT0 Macia. HeounmmeHHBIH MpoAyKT pacTBOpsioT B 10 MiI TekcaHa U 3arpy-
karoT B Agela konoHky ¢ cumukarenem (120 1), UCTIONB3ys aBTOMATHYECKYIO XpOMaTOrpauIecKyro CHCTEMY
(¢pupmer Isco) amounpyrot 0-30% sTmnanerar:rekcan ans uspieueHns 4,0 v (57%) coenunenns 13 B kadecTBe
nesnesoro npoxaykra (IMP, MC).

Mertonuka B.

B Tpexropioii kpyriaogoHHoH Ko0i10e 00BbeMOM 3 JI ¢ MarHUTHOW MEIIAJKOM pacTBOPSIOT coeauHeHHne 12
(21,5 1; 34,2 MMmonp) B 1,7 1 MeTaHOMNIa TIpH NIepeMeNIMBaHUU B aTMocdepe azora. [Ipubasisior 6ukapOoHar Ka-
must (10,2 1; 102,7 mmons, 3,0 9kB.) B aTMocdepe azorta. ['a3000pa3HbIil a30T 6apOOTHPYIOT Yepe3 peaKIMOHHYIO
cmech B Teuenne 30 muH st gerasupoBanus. [locme 30 muu nerazmpoBanus npubasistor 10% Pd ma yrire
(9,6 T) B atMocdepe azota. JlerazupoBaHnue MpoaoIDKaioT eme 15 MuH. B 3TO0 ke Bpems B peaKIIMOHHYIO CMECh
O6apOoTHPYIOT Ta3000pa3HbIil Bojopoa B TeueHrne 20 MuH. K peakiinoHHON Koa0e MpHUCOeaNHSIOT 6 1apoB (Ka-
Mep) W CHCTeMy MepeMemuBaioT B atMochepe Bomopona B TeueHme Houm. TCX-amamu3 (30% »stmiarme-
TaT:Tekcad, Y@ NMeTeKTUpOoBaHWe U MATHO amMmMoHm-Tiepuit ([V) MomubnaTa) mokasan, HaJudue UCXOIHOTO Be-
mecTBa. Kameps! OBTOPHO HAMOIHAIOT Ta3000pa3HBIM BOAOPOIOM M PEaKIIOHHYIO CMECh IIEPEMEIINBAIOT eIl
onuH nenb. [locae 48 yacoB TCX-aHaiu3 mokasall HaJU4uKde MCXOTHOTro BemlecTBa. KaMepsl MOBTOPHO HAIOJI-
HSIIOT BOJOPOAOM M PEAKIMOHHYIO CMECH MEpEeMENIBaloT emle oauH AeHb. Yepe3 72 u TCX-aHanu3 mokasain
OTCYTCTBHE UCXOIHOTO BemecTBa. K peakimoHHOH cMecu mpubaBisitoT OukapOoHat kamus (6,8 T; 67,9 Mmonsb,
2 9KB.) ¥ pEAKIIMOHHYIO CMECh MepeMeInnBaroT B TeueHue 10 mun. [Ipu mpormyckanuu ra3000pa3Horo a3oTa pe-
AKIMOHHYIO CMECh (DUIIBTPYIOT Yepe3 QuibTpoBaibHyI0 Oymary Whatman, 3ateM depe3 CIIOi HenuTa s yaa-
JICHUSI OCTATOYHOTO Katanuzaropa. [lomyueHHbIH GribTpat (Kak €cTh) HCMOIb3YIOT Ha CICIYIOMICH CTanuu.

[Ipumep 12. CrepeoceneKTHBHOE BOCCTAHOBJICHHE OOPTHIPHUIOM B IUKJIONIEHTaHOM (14).

OTBDMS OTBDMS
HH s 1) 10% NaOH
\ 2) NaBH,, EtOH

CH H 13 OH H14

Meroauka A (MCIIOIB3YeTCsl OUMIIEHHOE COSANHEHNE U3 PEaKINU THIPOTCHU3AIHN).

Hasecky coenunenus 13 (3,0 r; 6,7 Mmonb) B 260 mi meranona oopabateiBator 10% NaOH (1,4 mu) npu
KOMHAaTHOW TeMIlepaType M repeMemnBaioT B armocdepe azorta. Uepes 90 mun TCX (20% sTHinaneraT:rekcas,
Y®-perektupoBanue u miaTHO amMmMoHui-Lepuii (IV) MonubaaTa) mokassiBaeT, YTO HIDKHEE ITHO Mcyesino. Pe-
aKIMOHHBIN pacTBOp oxiaxaaoT 1o -10°C u npubasistor Goprunpua Hatpus (255 mr; 6,7 MMons). Uepes 1 g
TCX (30% >TrianeTar:TeKCaH) MOKa3bIBacT HAJTHMYUE UCXOMHOTO BellecTBa. [IpHOABISIOT elle OJHY MOPLUI0
O6oprunpuna Hatpus (255 mr; 6,7 Mmmons). Uepes 2 4 ipu -10°C TLC noka3siBaeT OTCYTCTBHE HCXOTHOTO BEIIle-
cTBa. PeakIIMOHHON CMeCH JAIOT OXJIAAUTHCS 10 KOMHATHOW TEMIIEPaTyphbl U NMEPEMELINBAIOT B TEUEHHE HOYU.
PeaknoHHyI0 cMech TOIKHCISIOT YKCYCHOW KuciaoTodt mo pH 6. PeakunoHHyr0 cMmech pa30aBiSIIOT BOIOW

(100 M) m KOHIIEHTPHPYIOT B BakyyMe. OctaTok paszbasmstor stmianeratoM (300 mur), mpoMeiBaroT 25 mit 5%

pactBopoM OukapOonaTa Hatpus (1x100 M) ¥ HackIeHHBIM pacTBOpoM xytopuna Hatpust (1x100 mur). Opranu-
YeCKHW CIIOW CymaT Haj 0e3BOTHBIM CyIb(aTOM HATpus M QUIBTPYIOT depe3 QUIbTP W3 MOPUCTOTO CTEKIIA.
@unbTpaT KOHIECHTPUPYIOT B BaKyyMe U Tousry4aroT 3,0 T HEOUHIEHHOTO MpOXyKTa. HeounimeHHbIH npomyKT
pactBopsiroT B 15 Mu1 rekcana u 3arpyxator B Agela kononky ¢ 40 r cuimkarens. KonoHky nmomemniaior B aBTo-
MaTHYecKylo xpomatorpadudeckyto cucremy (Isco). HeouniieHHBIH NPOAYKT 3IIOMPYIOT CHCTEMOW STHiale-
tat:rekcal (ot 0 1o 15% ) B Teuenue 20 mun, 15-20% sTunanerar:rekcad B Teuenue 5 muH, 20-25% stunarie-
TaT:TeKCaH B TeueHue 5 MHH, B 3akiroueHue 25-40% ostunaunerata u noayyaior 1,7 v (57%) coenunenus 14 B
KadecTBe 1IeJI€BOTr0 MPOIYKTa.
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Meroauka B (ncnons3yercs GuibTpar U3 peakliui THAPOTCHU3AINH).

B kpyrnononno#i konbe oobemom 5 mut (3000 mut, 73,5 mmouts) unbTpaTa, coaepKaniero coeauHenue 13,
obpabatsBaroT 10% pactBopom NaOH (160 mi1) mpu KOMHATHOW TeMIepaType M IepeMENINBaiOT B aTMochepe
azota. Yepes 2 g TCX (20% »tunanerar:rexcan, Y @-neTeKTupoBaHue U maTHO amMmoHuit-tiepuit (IV) mommnbma-
Ta) MOKA3bIBAET, UTO HIKHHMA 31uMep (TIITHO) ncde3. PeakimoHHBIN pacTBop oxiaxmnaiot o -10°C. TIpudassi-
10T oxHOoN moprmedt Ooprumpun Hatpus (3,1 1, 84,2 mmoms). Yepes 1 au TCX (30% sTumanerar:reKkcas,
Y®-nerektupoBanne M MmATHO amMmMoHmA-TIepwid (IV) MonmmbaaTa) mokassiBaeT HAJIMYHE UCXOIHOTO BEIIECTBA.
TIpubasistoT emre oxuy nopiuio 6opruapuna Hatpus (3,1 T, 84,2 mmois). [Tocie 2 1 npu -10°C TLC moka3bl-
BaeT OTCYTCTBHE MCXOJIHOTO BEIeCTBA. PeakMOHHOI cMecH JaloT OXJIQANUTHCS 10 KOMHATHOW TeMIlepaTyphl U
MEPEMEILMBAIOT B T€UCHHE HOYM. PeakIMOHHYI0 cMeCh MOAKHUCISIOT YKCycHOU kucnotoit no pH 6. Peakiuon-
HYIO cMech pa30aBiisitoT BoAoi (200 Mi1) M KOHIEHTPHPYIOT B Bakyyme. OCTaTOK pa30aBIIIOT 3THIIALIETATOM
(1600 M), mpomeiBatoT 25 M 5% pactBopa Omkap6onara HaTpus (1x500 MiT) M HACKIIIEHHBIM PACTBOPOM XJIO-
puna Hatpus (1x300 mi). Opraauyeckuid cioi cymaT HajJl 0€3BOAHBIM CyIb(PaToM HATPHUS U QHIBTPYIOT Yepes3
¢unbTp M3 mopucroro crexyia. GUIBTPAaT KOHUEHTPUPYIOT B BaKyyMe M NOIydaroT 38,4 T HEOUHMILEHHOTO TMpO-
nykra. HeounineHHBI NPOIYKT pacTBOPSIOT B 65 MJI TeKcaHa, 3arpyaroT B KoJoOHKY ¢ 770 T cunukarens Silica
Flash G60 u smioupytor 5% »sTtrmanerat:rekcad (1x1000 mi), 10% stumanerar:rexcan(1x1000 mi), 15%
stmnanerat:rekcad (1x1000 mur), 20% stumanerar:rexcan (1x1000 mi), 25% strmanerat:rekcad (1x1000 mr),
30% osTunanerat:rekcan (1x1000 wmim), 35% ostmmanerat:rekcad (1x1000 mur) m 40% sTHmaneraTxekcaH
(1x500 M), momygarot 16,7 T meneBoro npomaykra 14 (Berxon 44%).

[Mpumep 13. AnkunupoBanue deHona (15).

OTBDMS OTBDMS

CICH,CN, KyCO3,

«aQH
aneTon

K pactBopy coequnenns 14 (0,5 ; 1,11 Mmmois) B anetoHe (45 Mi1) B atMocdepe aproHa npuoOaBIsioT Kap-
6onar xamust (1,5 r; 11,1 Mmoib, 10 9KB.) Mpu NpoITycKaHMM MOTOKA Ta3a aproHa 4epes cMech B TeUCHUE 5 MUH.
[pubasmstor xnopaueronurpuia (1,4 mir; 22,3 MMoib, 20 9KB.) M cMECh HarpeBaroT NPU KUIISTYEHUH C 00paTHBIM
XoJoMWIbHUKOM B TedeHne 5 4. TCX (25% sTunarnerar:rekcaH) MOKa3bIBaeT, UTO PEaKIHs 3aBepiineHa. Peakiu-
OHHYIO CMECh OXJIAKAAIOT JI0 KOMHATHOH TeMIeparypsl 1 GUIBTPYIOT depe3 ciioi nennta. OunbTpaT KOHIICH-
TPUPYIOT B BAaKyyMe M MOIYyJaroT 1,8 T HEOUHIIEHHOTO POAYKTa B BUIE Macya. Macio BeiaepxkuBaioT mpu 0°C
B TedeHue Houn. HeounmeHHbIi npoaykT pactBopsaioT B 10 M cmecn stunanerata (20%) u rekcaHa M poIryc-
KaroT uepe3 cuimkareins Siliaflash, amounpys cmecsio stunanerara (20%) u rexcana (2x100 mur). PactBopurens
yIapHuBaroT B BakyyMme, nosrydas 0,48 r macia. 3aTeM cioi CHITMKaressi IpPOMBIBAIOT cMechio ATriarneraTa (50%)
u rekcana (3x100 mur). TCX yka3plBaeT Ha HaJW4HE IIEIEBOTO MPOAYKTa B 00enx ppakuusix. Opakuun oobean-
HSIOT ¥ O4MINaoT. HeounmeHHsIit MPOAYKT pacTBOPSIIOT B 8 MII TeKCaHa | 3arpyxaroT B Agela KOJIOHKY ¢ cuiu-
kareneM (12 r). HeounieHHBIH TPOIYKT TIOUPYIOT cMecklo atrnanerara (0-30%) u rexcana B TeueHue 20 MuH
u m3Biekarot 0,35 r (65%) coenuuenus 15a B kKauyecTBe IENIEBOTO MPOIYKTA.

IIpumep 14. depmenTaTuBHOE pacuiennenue nunazoil AK amas nomaydeHus AuacTepeoMepHO YUCTOTO ale-

tara (16a).
OTBDMS OTBDMS

]NI 16a + 7“ 16a +

Jlunasa AK, sBuHMnauneTar

OTBDMS OTBDMS

15b N 16b
Hagecky coemunenust 15 (18,6 T; 38,2 MMoub) pactBopsroT B 400 My cyXoro rekcaHa Ipu KOMHATHOHN
temriepatype. [Ipudasisror B ogHol nopuun Bunminanetar (50 M) n smnazy AK "AMANO" (36 1). Cmecs 1ie-
pememmBaroT B Tedenue 48 1 B armocdepe azora. TCX (20% sTrinaneraT:reKcaH) yKa3blBacT Ha HaJIMIHe 000MX
NATEH PaBHON MHTEHCUBHOCTH mpH Y d-eTeKTHpoBaHuH. JTo noaTBepxkaaercs 'H-NMR. PeakuuoHHyo cMech
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(GuIBTPYIOT Yepe3 GUILTP U3 MOPUCTOTO CTEKIA U MPOMBIBAIOT 250 M1 cMecu rekcan:yTrianerat (1:1). dunbr-
par KOHILEHTPUPYIOT B BaKyyMe 1 u3BiekaroT 21 r macna. HeounmeHHbII TpoXyKT pacTBOpstoT B 50 MiI rekcana
1 3arpyxatoT Ha Agela konoHky ¢ cmmkareneM (330 r). KoloHKy moMemaoT B aBTOMATHIECKYIO XpOMaTOrpa-
¢dugeckyro cucremy (Isco). HeounmmeHHBINH TPOAYKT MOUPYIOT cucTtemMor 10-20 sTrianeraT:TeKCaH B TEUSHUE
20 muH U m3BnekaioT 8,7 T (43%) Hyx)HOTO M30Mepa 16a, a Takxke 8,6 T (43%) pacmeruienHoro cupTa 16b.

IIpumep 15. IMomyuenne peHOKCHYKCYCHOU KHCTOTHI (17).
OTBDMS OTBDMS

sonn.KOH, MeOH

OAC B ——— e

1 B
il
N 0% OH

HaBecky coequnaenus 16a (15,8 r; 29,9 MmMois) pactBopsitor B 748 M MeOH. TIpuGaBnsroT mopusmu
35% Bomusrit pactBop KOH (262 M) B Teuenne 5 MuH. PeakiinoHHyI0 cMech HarpeBaroT 10 kumneHus. Yepes 1 1
TCX (30% »srTmmaneraTxekcaH) yKa3bIBaeT Ha OTCYTCTBHE HcxogHoro BemectBa. Yepes 4 u TCX (100%
STHJIAIETAT) MOKa3bIBAeT HATHYHE IATHA, aKTHBHOTO B JKeCTKOM Y D, pacmoiokeHHOTO BHIIIE ITEPBOHAYAIEHOTO
MITHA. PeakMoOHHYI0 CMeCh OXJaKJAr0T 0 KOMHATHON TEeMIIepaTyphl, 3aTeM IOMEMIAIoT B JEASHYI0 OaHIo.
[pubasustor 2 M pactBop HCl (600 mi) no kucnmorHoctn pH 5. Peakumonuyio cmecs paszdasisttor 1,6 1
STHIIALlETaTa U MPOMBIBAIOT HackleHHBIM pacTBopoM NaCl (1,6 ). Opranudeckuii cioif cymart Hag 6€3BOIHBIM
cynbhaTom HaTpus. PacTBoputens GUABTPYIOT Yepe3 GuiIbTp U3 mopucToro crekia. GuipTpaT KOHIEHTPUPYIOT
B BaKkyyMe U u3BiekatoT 15,1 r coegunenus 17 B BUIE BSI3KOTO Macjia, KOTOPOE KCIOJIB3YIOT Ha CleAyromen
CTaIuu.

IIpumep 16. ITonyuenue TpenpoctrHuna (18).
OTBDMS OH

xI
I

T
=

. HF, CH3CN
BOJH, 3 OH

H
O;\ 18
OH 0~ "OH

. TpenpnCcTHHUN

Hagecky coenunenus 17 (15,1 r; 29,9 mmoub) pactBopsitor B 300 mut anleroHUTprIIa. PacTBop oxmmakaaroT
1o 0°C. Ocropoxuo moprmsmu npudasistior 73 v 48% HF. Uepes 5 mua TCX (100% sTtunanerar) mokasad,
YTO MUCXOJHOTO BEIECTBA HE OCTANOCh. PeakmoHHy0 cMech BhiAepxkuBaioT npu -20°C B TeueHune Houu. Peak-
IIMOHHYIO CMECh OTOTPEBAIOT JO KOMHATHOM TeMIEpaTypbl M NMPU SHEPTUYHOM IEepeMEIINBaHUU Pa30aBIsSIOT
JUCTHIUIMpoBaHHOI Bomoi (1,5 ;). OOpasyercst ocalok W HEepeMEIIUBaHUE MPOAODKAIOT B TEUCHHE 5 MHUH.
TBepmoMy BelIeCTBY AalOT BO3MOXKHOCTD BBINTACTh B OCAJIOK M OT(MIBTPOBHIBAIOT Ha BOpOHKe broxHepa. Trep-
JI0€ BEIIECTBO NMPOMBIBAIOT AUCTHINIMPOBaHHON Bo#o# (250 Mi1) u cymiaT B Bakyyme B TedeHue 30 muH. TBepaoe
BEIIECTBO MOMEMIAIOT B BBICOKUI BakyyM Ha 5 U IpH KOMHATHOH Temmeparype. M3Bnekator 17,6 T TBepaoro
BemecTBa. BemectBo nepememnmmBaroT B 300 M rekcaHa B TeueHue S5 4. TBepmoe BemecTBO OT()HILTPOBEIBAIOT
Ha BOpoHKe BroxHepa W cymar B BakyyMme B TedeHHe 15 muH. HakoHel BemecTBO MOMENIAoT B JTHOGUIH3ATOD
Ha 48 gacoB 11 ymajeHus cienoB pactBopureneit. [lomygator 10,5 r (91%) Tpenpocturmia (18) B; kagecTBe
IIEJIEBOTO MPOAYKTa

CriertmanuctaM B JaHHON OOJIACTH TEXHUKHU MOHSATHO, YTO MOTYT OBITH CHIEaHBI Pa3INYHbIC MOAN(DUKAIIH
W BapHWaHTHI 3TOTO CIOC00a W CIOCOOOB MOJIYYCHHUS WHTEPMEIUATOB IO HacTosAeMy n3odperenuto. CrnemoBa-
TENBHO, MOJpa3yMeBaeTCs, YTO HACTOsIee M300peTeHHE OXBATHIBACT TaKWE MOMU(HKALMHM M BapHAHTHI IPU
YCIIOBUH, YTO OHH HaXOMSATCS B IpeJeax, OXBaThIBAEMBIX 00BEMOM ITyHKTOB NpwiiaraeMoil popmyisl u300pe-
TEHHS ¥ UX SKBHBAJICHTOB.

@)
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OOPMVYIIA U3OBPETEHUSA
1. Coemunenue Gopmyms I
o-FG2
X g
// NN
A4 X
OPG,

1

rae X npeacrasisieT coboit Br u Y npencrasnsier coboit H; n

PG, BBIOpaH W3 TPYIIBI, COCTOSAMICH W3 METHIIA, METOKCHMETHIIA, OCH3MIOKCUMETHIIA, METOKCHITOKCHME-
Twia, OeH3wna, 4-meTokcuOeH3mna, 2,6-muxnopOensmna, 3,4-muxmopbensuna; -CH,COOH, -CH,COOR, u
-CHchzoPGz, u

PG, npencrapnser coboit TBDMS, THP, SiR R,R; wm -CH,OR,; u

R, R, u R; He3aBucUMO Jpyr OT Apyra BeIOpaHBI U3 TPYIIIBI, COCTOSIICH U3 METHIIA, H3OIPOIIIA, TPET-
Oyruia u ¢peHunna;

R? mpeacrasser coboit Bogopon, ruapokcu-OR,, -OCOOR,, -OSO,R,, Cl, Br, F, I, -SR, win -SO,R,;

R, mpencrasisier coboit C;_4alIKuT WIIH apwl.

2. Coemunenuie Gopmynsr 11

OPG;,

rae X npencranisier coboit Br u Y npencrasiseT coboit H; u

PG, BBIOpaH U3 TPYIIIBI, COCTOSIIEH U3 METHIIA, METOKCUMETHIIA, OCH3UIOKCUMETHIIA, METOKCUITOKCHME-
Twia, OeH3wia, 4-meTokcuOeH3mna, 2,6-muxnopOensmna, 3,4-muxmopbensuna; -CH,COOH, -CH,COOR, u
-CHchzoPGz, u

PG, npencrapnser coboit TBDMS, THP, SiR R,R; wm -CH,OR,; u

Ry, R, u R; He3aBucUMO Jpyr OT Apyra BEIOpaHBI U3 TPYIIIBI, COCTOSIICH U3 METHIIA, H3O0IPOIIIIA, TPET-
Oyrnia u ¢peHmna; u

R” mpezcrasiser coboit Bomopon, ruapokcu-OR,, -OCOOR,, -OSO,R,, Cl, Br, F, I, -SR, win -SO,R,;

R, mpencrasisier coboit C,_4alIKIIT WIIH apwl.

3. Crioco6 nonmyuenust coenquHerust popmyns (I1) mo .1 wim 2, BKITFOYAIOIMNN CISTYIOIIYIO CTaIHIO:

O’PGZ
PG,

a
R
X g ? X ./k/\/\
Z x
= /“ =0
v x 0000 AN
co fo)

1 [HOKCAH, CBeT \PG1 I

rae X, Y, R*, PG, u PG, onpenenenst B 11.1.

4. Cmoco6 mo 1.3, rne PG, npencrasisier co6oit TBDMS.

5. Crioco6 1o 1.3 wiu 4, rae R? npescrasisier co60i rupOKCHIBHYO TPYIIITY.

6. Crioco0 mo 11.3, re

X mpencranisieT coboit Br; u

Y npexacraBusieT coO0i BOAOPOI; U

PG, npencrasiser coboit OeH3UI; 1

PG, npencrasisier coboit TBDMS; u

R? nmpeacTaBisgeT co60i r’MAPOKCUIBHYIO TPYIIITY.

7. Crioco6 nosrydeHus coequHeHnst GopMyIsl [V, BKIIoHaronmi cieyomume cTaium:

a) THIPOTEHU3alMs U BOCCTAaHOBIICHHE coeluHeHus (opmyisl 11 aiis momydeHus: paneMu4eckoro coeau-
HeHus Gopmynsr 111;

b) B3aumopeiictBue panemuueckoro coepunenust popmynsr 111 ¢ nunaszoit AK B npucyTcTBHN pacTBOpHTE-
TS, U

C) TOy4YeHNe ONTHYECKH YUCTOTO coennHeHus [V
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nunasa AK

0%

rae PG, npencrasiser coboit TBDMS.

8. Cnoco6 1o 1.7, TIie pacTBOPUTENh BBIOPAH M3 TPYIIIBI, COCTOSAIIEH U3 BUHMIIAIIETATa, TeKCaHa(0B), Tel-

TaHa(oB) U XJopodopma.

9. Crioco6 o 1.7 uiu 8, Tae TuAporeHu3auio nposoasaT npu pH oxono 8-12, npeanoururensHo npu pH

okoJ1o 9-10.

10. Crioco6 mosmydeHus TpenpocTrHIa (18), BKIFOYaromuii clieIyfonue CTainum:

OTEDMS OTBOMS
OTBDMS Br 9 o QH NP
e 1 PN [,L\\\ JJ\H iPrMgCI-LiCH N,L,\T\f\ {/ R N - ;\\/3 T
\T/ ST RN uuknnsauma no MocoHy-XaHay N /H
10 OBn oen 11 CO,(CO),, CO (1 aTM), ceeT OBn l 12
OTBOMS
\/(’)TBDMS B onc MS
< N , Pd-C, ocHopaHve A I
OTBDMS H// ] > J¥O
S .
NN e é\ T (I)B H
— N
fi \\’ on C' 3 = Pa.c, ot 12a
& / 12b T2k
I OTBDMS
ocnﬂcr\f" oTBDMS A~ I N
1sa + A 1 10% NaoH L \(\yo
OTBOMS | \T *} oH 2) NaHB,, EtOH
HA e
S . OH
S [/)\‘OH CICH,CN, K,CO,, 14a oTEDMS
S - OTBODMS
‘/ . ! Hi_i R N
Sorent | auetoH Hi S~ NP /f ~
2 | nnnasza AK, {/ Sy oM J\ /{\/):O
15b | uHunauerar kr/-'\ o
i ;
i H O
¥ OH
14b 13b
OTBDMS
/’\ ~ TN
~OAC
\ OTEOMS C,iH
don cm " h” S
N ea - KOH, MeOH SN N~ h
OTEOMS —_— ) soAM. HE, CH,CN i /L > “OH
Y .T i [ A \T
G H~ - o. H o.. h
K\\ T/\\_.mu b 17 18
L A A
] s oo o7 ol
ocHen
16b
Tpenpocmva

11. TIpoMexyTOYHOE COCTUHECHUE, BEIOPAHHOE U3 TPYIIIBI, COCTOSIICH U3
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OTBDMS
TN
13a
OTBDMS OTBDMS OTBDMS
h*!,
"
OH L «OAc
o H
) |
14a i 15a 16a
OTBDMS OTBDMS

(0] H

WH ZJ\OH

16b 17

12. TIpoMexyTOUHOE COETMHEHUE, KOTOPOE TPEACTABISIECT COO0i
Br O

H

X
OH

4a

13. [IpoMexxyTOUHOE COEANHEHNE, KOTOPOE MPEACTABISET COOO0M
Br O

5

14. TIpoMexyTOYHOE COSTMHEHUE, KOTOPOE TPEACTABISIECT COO0i
OTBDMS
Cl

8

15. TIpoMexyTOUHOE COETMHEHUE, KOTOPOE TPEACTABISIET COO0i
OTBDMS

% NN
T™S
9

16. [IpomMexxyTOUHOE COEANHEHNE, BBIOPAHHOE M3 IPYIIIHI, COCTOSILEH U3
OTBDMS
Br

QH
Br OH OTBDMS \/K/\\/\
= SO
A H
0 Oé
é 11 12

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB

Poccust, 109012, MockBa, Manblii Yepkacckuii nep., 2

-17 -



	Bibliographic data
	Abstract
	Description
	Claims

